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N306peTeHne KacaeTcs HOBOro psffa XMMUYECKUX COeAVHEHWN, MONe3HbIX
KakK MHrmbuTopbl npoTeasbl BUY, n ncnonb3oBaHMa TakKUX COEAUHEHUNI B KavyecTBe
AHTUBUPYCHbIX areHTOoB.

CuHapoMm npuobpeTteHHoro mmmyHogeduuynta (CrAL) - OTHOCUTENLHO He-
[aBHO pacno3HaHHas 6onesHb nam coctosHme. CMUM Bbi3biBaeT Kak NOCTENEHHOe
ocnabneHmne 4enoBe4eCKOM MMMYHHOW CUCTEMBbI, TaK N NPOrpeccnBHoe yxyalieHue
LeHTpasibHON N nepuepumnHon HepBHbLIX cucteM. C MOMeHTa nepBOHaYasbHOro
pacrno3HaBaHMsa B Havase 1980-x rogos CMNUM 6bICTpo pacnpocTpaHUiCa U Tenepb
OOCTUM 3NNAEeMNYEeCKMX pa3MepoB Cpean OTHOCUTESIbHO OrpaHMYeHHOW 4YacTwu Ha-
ceneHus. NHTeHCMBHOE nccenoBaHNe MPUBEJIO K OTKPbITUIO areHTa, OTBETCTBEH-
HOro 3a 3To 3aboneBaHue, - 4Yenoseveckoro T-numdoTponHoro petpoBupyca lli
(HTLV-1ll), Tenepb 6onee 4aCTO yNnOMMHAEMOro Kak BUMPYC MMMyHodeduunTa 4Ye-
noseka nnu BUY.

BWY - 4yneH knacca BMPYCOB, U3BECTHbIX KaK PeTpoBUPYCbl. PEeTpOBUPYCHbIN
reHom cocTtasneH n3 PHK, kotopasa npeobpasyetca B LHK obpaTHON TpaHCKpUNuu-
en. 3Ta peTpoBupycHaa AHK 3atem cTtabuibHO MHTErpmpyeTcsa B XPpOMOCOMY KNeT-
KN X03AMHa W1, NCMOJIb3YA PenJiInkaTUBHbIE NPOLLEeCChl KJIeTOK X034a1Ha, Npou3BoanT
HOBble PETPOBUMPYCHbIE YaCTULbl U PAaCNpPOCTPaHAET UHMPEKUNIO K OPYrMM KJIeTKaM.
BWY, no-euammomy, obnagaet cneundunyeckon apPmnHHOCTBLIO K YenoBeyYyecknm T4-
NMMAO-LNTaM, KOTOPbIE UFPAK0T XXU3HEHHO BaXXHYIO POJib B UMMYHHOW CUCTEMe Ye-
nogeka. WMHpekuma BUY 3Tux Benbix KPOBAHbLIX KJETOK ucyeprbiBaeT MX Mony-
nauno. B KOHEYHOM cyeTe, UMMYHHas CUCTeEMa CTaHOBUTCHA Oe3pencTBylollen u
HeapekTuBHON B 6opbbe C pasnuyHbIMKM conyTCcTByOWMMKU 3aboneBaHUsaAMN,
cpeaun KOTOpbIX Takue, Kak pneumocystic carini nHeBMoHUA, capkoMa Kanowwu un
pak NMM@paTU4eCcKon CUCTEMBI.

XOTS TOYHbIN MexaHu3M opMupoBaHusa n paboTbl Bupyca BAY He ycTaHOB-
NleH, naeHTUMUKaLumnsa smpyca npueesia K HEKOTOpPOMY nporpeccy B yrnpassieHun 60-
nesHbto. Hanpumep, 6b110 0bHapy>XeHO, 4YTO NIeKapCTBEHHbIN NpenapaT a3uaoTu-
muanHa (A3T) addekTuBeH ansa MHrnbmposaHus obpaTHOM TpaHCKpUNUUKM pe-
TPOBUPYCHOro reHoMa Bupyca BWY, 4To no3BonsieT KOHTPOJMpPoBaTb TeyeHue 60-
JIe3HW, HO He m3siedmBaTb naumeHTos, cTpagarowmnx CMUA. Nonck nekapCTBEHHbIX
CpencTB, KOTOpPble MOryT U3sie4ynuBaTb UK, MO MeHblUuen Mepe, obecrnevymsaTb Yyiyu-
LEeHHYIO Mepy KOHTPOJ1g Hah CMepTOHOCHLIM BUpycoM BUY npoposkaeTcs.

PeTpoBupycHasa pensnmkauma obbl4HO nogpasyMeBaeT NMOCTTPAHC/ISALNOHHbIN
MPOLECCUHI MOJINMPOTENHOB. ITOT MPOLECCUHI OCYLLECTB/IAeTCA 3aKOANPOBAaHHbIM
B Bupyce epMeHTOM - npoTeason BUY. B pesynbTaTe npoueccuHra obpasyiTcs
3pesibie noaunenTuabl, BNOCNEACTBMM MOMoOrawowme (QopMUPOBaAHUIO U PYHKLN-
OHNPOBAHMUIO NHPEKLMOHHOIO BMpYyCa. lNoaaBneHmne 3Toro MoJsieKyIspHoOro npowec-
CUHra orpaHunymeaeT HopMaJibHOe npoayuuposaHne BUY. CneposaTenbHO, UHIN-
buTopbl NpoTeasbl BUY MoryT aencreoBaTb Kak aHTUBUY-areHThl.

NpoTea3a BUNY aBnfeTca OAHUM U3 TPAHC/IMPYEMbIX MPOOYKTOB poOl reHa
BNY. DTa peTpoBMpyCcHasa npoTteasa cneundpunyHo pacliennsaeT apyrue CTpykTyp-
Hble noaAunenTuabl B OTAEJIbHbIX CalTax, akTUBUPYS 3TN BHOBb CUHTE3MPOBAHHbIE
CTPYKTYpPHble 6enkn n bepMeHTbl KU, TakuMm obpa3om, aenas BUPUOH CMOCOOHBLIM K
pennvkaunn. CnepoBaTenbHO, UHrMbupoBaHme npoTeadbl BNY cunbHOOEncTBy-
OWUMN COeAVHEHNAMN MOXKET, KakK npefoTspallath MPOBUPYCHYIO UHTErpauuno B
MHPULUMPOBAHHbIE T-NMM@OLUTLI B paHHEN dase XMU3HEeHHOro umkna BNY-1, Tak u
MHrMbnpoBaTb BUPYCHbIN NPOTEOSINTUYECKNIA MPOLECCMHI B NMO3OHEN €ro cTaauu.
HONONHNTENbHLIMU MpPenMyLecTBaMmn MHrMbTopos npoTeasbl MOryT ObiTb 60/b-
Wwas [oCTYynHOCTb, 6onbluas NPOAO/IKNTENBHOCTb OENCTBUA Ha BUPYC, U MEHbLUAs
TOKCMYHOCTb MO CPaBHEHUIO C AOCTYMHbLIMU B HacTodLee BpeMS JiIeKapCTBEHHbLIMN
npenapaTtamun, bnarogapsa nx cneunun4HoOCT K PeTPOBMPYCHOW NpoTease.

B cooTBeTCTBUM C HacToAWMM M300peTeHMeM npepylaraeTcs HOBbIM Kacc
XMMNYECKMUX COeONHEHNN, CMOCOBHbIX MHIrMBpoBaTb U/Mnn BNOKMPOBaTb AENCTBUE
npoTea3bl BNY, nomoratwuwen nponudepaunn BUY, dapmaueBTnyeckmne cocTassbl,
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cofjepxxawime 3T coejuHeHUs, U UCNoJsib30BaHMe 3TUX COefVHEHUN B Ka4vecTBe
NHrMbmuTopos NpoTeasbl BUY.

N306peTeHne kKacaeTcss COeAUHEHWWA, OMUCbIBAEMbIX MPUBEOEHHOW HUXe
dopmynon (1), n wnx GapmMaLeBTUYECKN NpuemMseMbliX CONen, UHrmbmnpyoLmnx
npoTeasy, KOAMPYEMYIO BUPYCOM MMMyHodedunumnta 4enoseka (BNY) tuna 1 (BUY-
1) nan Tnna 2 (BNY-2). 3Tn coeanHeHns nosiesHbl Npu nevyeHnmn nHhekummn, Bbisbl-
Baemon BWY, n cuHopoma npmnobpeteHHoro nmMmmyHogeduumta (CNna). CoeagnHe-
HUA, NX (apMaueBTUYeCKU npuemsieMble CoONM U apmaueBTUYeCcKne CoCTaBbl,
npenycMoTpeHHble n3obpeTeHmnem, MOryT MCNOJIb30BaTbCA CaMOCTOATE/IbHO UN B
covyeTaHun C opYyrmMm aHTUBUPYCHbIMU CpeacTBaMu, UMMYHOMOAYNATOPaAMN, aHTU-
6rnoTnkamu nam BakunHamu. CoeguHeHns no n3obpeTeHnto, MOryT TakXxe UCcnosb-
30BaTbCA Kak nposiekapcTtBa. ObcyxpaoTca metoabl sevyeHna CMNLO, metonbl ne-
yeHna BUY-nHpekunn n metoabl MHrMbMposaHmMs npoTeassl BAY.

CoegunHeHuns no nsobpeTeHunio onucobiBatoTcs popmyson 1

Q
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roe Qs npepnctasnsetT cobonm apun mnm -S-apusa, BO3MOXKHO 3aMELLUEHHbIE raso-
reHom, rge apun - 3T0 Kapbouumknuyeckmm apomMaTudeckmm 5-14-4neHHbIn
MOHOLMKINYECKUI NN NOJNLNKINYECKUIA OCTaTOK;

A npegcTtasnseT cobon KapboumKNMYecKMn apoMaTUHeCKUn 5-14-4neHHblin
MOHOUMKINYECKUIA WU MNONMULUKIANYECKMIA OCTaTOK; MUPUAMHWUA, NUPUANHUA-N-
oKCng, XNHONIMNHWN, N30OXUHOJTMHWN, NHOONNN. NHOOJTMHWNI, TI/Ia30ﬂI/IJ'I-1,1-)J,I/IOKCI/I}J,;
TneHumn, nnn TneHun-1,1-gnokcng;

B npeactasngetr cobonm Kapbouukan4eckmm apomMaTuyHeckmm 5-14-
YNEHHbIN MOHOUUKINYECKUA AN NOJNLINKINYECKNI OCTATOK; HACbILEHHbIN
5-14-41€HHbIN MOHOUUKIINYECKUN WAN MNOJUNLUNKIINYECKUN OCTATOK, BKIJIIO-
YalLWMn reTepoaToM asoTa; NMPUAUAMETUNNNNEPA3NHWUI; OKTarmgpoTme-
HO[3,2-ClnupnanHWUM; NN oOKTa-r;mgpoTueHo [3,2-clnupnanHun-1,1-gnokcng;

Q1 1 Q; He3aBMCMMO npencTaBaaT cobom aToM BOAOPOAA WIN aliKUA,

Q4+-Qs He3aBMCUMMO NpeacTaBnsaoT cobonm aToM Bogopoda, rMAPOKCUI,
rasioreH, HUTPO-, aMUHO-, ANKUICYJIbPOHNIAMUNHO-, aJIKUJIaMUHO-, aNIKWU,
BO3MOXHO 3aMELUEeHHbIN rasoreHoMm, ankokcwun, rpynny -O-) (roe ) obo-
3Ha4aeT oTrugponmiosbiBaemyto rpynny) nam rpynny LeC(O)Ls (roe Le 060-
3Ha4aeT NpocTyto cBA3b UK -0, a Ly, obo3HaYvYaeT ankua nan ankokcun);

Y n G npenctasnaoT cobon aToOMbl KUCNOPOAa;

D npeactasnset cobon aToM yranepoga waum asoTa, npudem D coeawm-
HEeH NPOCTOWN CBA3bIO C KaXKAbIM N3 CMEXHbIX aTOMOB KOJ1bLa;

E npenctasnset cobon aTom yrnepona;

Q¢ nNpeacTaBngeT cobonm aToM BoOoOpoOa; WM ero hapMaLeBTUYECKN
npuemnemMas coJib.

Ocobo npepnoYTUTENbHbI T€ coeanHeHnsa opMybl (1), B KOTOPbIX Qs
BblOpaH M3 3aMeLleHHbIX FraJloreHoM 1 He3aMelleHHbIX eHnna, -S-peHnna,
HadpTuna n -S-HadTnna; nanm Qs BbibpaH M3 3amMelleHHbIX FaJIOreHOM U He-
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3aMelleHHbIX heHnna n -S-gpeHnna; nnm Qs BbibpaH 13 3aMeLLeHHOro ranao-
reHOM N He3aMelleHHoro geHuna; nin Qs BbibpaH M3 3aMeLleHHOoro raso-
reHoM N He3aMelleHHOoro -S-gpeHuna.

MpeanoYTuTeNbHbl TakXe CoeAMHEHMNS, B KOTOPbIX oanH 13 Qi1 n Q;
angeTca TpeT-byTunom; Qs obosHavaeT -S-peHun nam geHun; n Qs obo-
3HavYaeT rmapokKCcuabHyto rpynny wan rpynny -O-J, nan papmMmaueBTUYeCKU
npuemsieMas CoJjib 3TOro coeanHeHuns; nmbo oamH n3 Q; n Q. ABnseTca TpeT-
6yTnnom, a gpyrom - atomom Bogopona; Qs obosHavaeT -S-peHun nnm de-
HUM; Qs obo3Ha4vaeT MeTwn; Qs obo3HavaeT FMAPOKCUILHYIO Fpunny uamn
rpynny -O-J; Qs, Q7 1 Qs 0o603Ha4atoT aToMbl Bogopoaa; D obo3Ha4vaeT aToM
a3o0Ta; A obo3HavaeT peHun; n B obosHavaeT

roe M: n M, npeacrtasnatoT cobon atombl Bogopoda, wam M; m M, moryT
obpa3oBbiBaTb 4YacCTb KoJibuUa, nMmewwero o 10 4ieHoB; B 4YaCTHOCTM Mi un
M, He3aBMCMMO coZep)XaT OT HyJiIA 00 BOCbMU HEBOAOPOAHbLIX aTOMOB.

Tak>xe npeanoyYTUTesIbHbl CoegUHEeHUA, B KOTOpbIX oanH 13 Qi1 n Q;
anseTca TpeT-OyTuiom, a gpyrom - atomom Bopopopna; Qs obo3HavaeT
MeTun; Qs obo3HavaeT rmapokcuabHyto rpynny mnnm -O-); Qs Q; n Qs obo-
3HavyalT aToMbl Bogopoda; D obo3HavyaeT aToM a3oTa; A obo3HavaeT e-
HUN; n B obo3Ha4YaeT AeKarngpou3oXMHOJIMHUA WU OKTarngpoTtueHo[3,2-
clnupngnHun nnn hapmMaueBTUYHECKN NpnemMaemMas CoJjib 3TOro CoeANHEHNS.

B aTOM cny4vae Qs MOXKeT ABNATbCA -S-apusibHOW rpyrnrnown.

Mpeano4yTuTeNbHO, Korga oanH U3 Qi n Q, asnseTca TpeT-b6yTnnomMm, a
apyrom - atomom Bogopoga; Qs obosHavaeT -S-apun; D obo3HavaeT aTOM
a3oTa; B obo3HavaeT OeKarngponsoXMHOJIMHUA UAWN OKTarnapoTueHo [3,2-
clnupnonHwnn.

Mpu aTOoM 6onee NpeanoyYTUTENbHbLI COeANHEHUS, B KOTOPbLIX A npep-
cTtaBnsetr cobon KapbouUKNNYECKUA apoMaTUHECKUN  5-14-4yneHHbIn
MOHOUMK/INYECKUA WUIN NOAULUKANYECKUA ocTaToK; Qs obo3HavaeT rua-
POKCWJIbHYIO FpYynny WAM ankokcun wanm ankumn, n Qs obo3HayaeT rua-
POKCU/IbHYIO rpynny, rpynny -O-] nnm ankokcun; nnm KoHkpeTHee: A obo-
3Ha4vaeT deHnn; Qs obo3HavaeT ankui; N Qs obo3HavYaeT rMAPOKCUIbHYIO
rpynny wnam rpynny - OPO(OH),; npu 3ToM Q3 MOXET ABNAATbLCS -S-(heHnnom.

MpeanoYTuTeNbHbIMN ABNAIOTCA COeANHEHNS, B KOTOPbIX, MO MEHbLUEN
Mepe, oanH 13 Q; n Q; asnaeTca ankunom; Qs-Qs He3aBUCKMMO BbibpaHbl 13
aToMa BOAoOpoOAda, rMApPOKCWAa, ranoreHa, rpynnel -O-) (roe | obo3HavaeT
OTrMAPOJIN3OBbLIBAEMYIO FPYMMy), asikoKCuia, aMUHO-, aJikuna, BO3MOXXHO
3aMelleHHoro ranoreHom, u rpynnsl LeC(O)Ls (roe Ls 0603Ha4YaeT npocToto
cBA3b nnn -0, a L, obo3HavaeT ankun); D obo3HavaeT aToM a3oTa; A npea-
ctaBnsetr cobonm  KapboUMKANYECKNA  apOMaATUYECKUA  5-7-YSIeHHbIN
MOHOUMKINYECKUA NAN MOJNUNKINYECKUA OCTaToK; MUPUOUHWUA, NUpUan-
HUN-N-OKCUA; XUHOJUHWNA; N3OXNHONNHWI; UHAONW; UHAOJANHWI; TUAa30Jnl-
1,1-gnokcua; TMeHunn; nnu TueHun-1,1-gnokcng. B npeactasnget cobon Ha-
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CbILLEHHbIN 8-12-4YNeHHbIN MOHOUUKINYECKUN WA NOAUNLUNKINYECKUN OCTa-
TOK, BKJ/IIOYAKLWWUN retepoaToM a30Ta; NMUpMANAMEeTUANUNepasuHun; OK-
TarngpoTueHo[3,2-clnmpnanHnn; unam OKTaruapoTmeHol3,2-clnupmnanHun-
1,1-onokcugn,.

Mpwn 3ToMm 6onee npennovYTUTENbHO, 4TO6bl Qs 6bIN BbIOpaH M3 3ame-
LWeHHbIX rasloreHoM 1 He3aMelleHHbIX peHuna, -S-peHnna, HapTuna N -S-
HapTnNa; WM 3aMelleHHbIX raJloreHoOM U He3aMelleHHbIX eHuna un -S-
dheHnna; nin 3aMeLeHHOro raJloreHoM U HesaMelweHHOro oeHnna; nnmn xe
N3 3aMeLlleHHOro raJloreHoM N HesaMeLlleHHOoro -S-gpeHunna.

Mpn 3TOM NpeanoyTUTEenbHO, 4TOobbl 0AMH U3 Q1 KU Q2 ABASANCH aNnKu-
JIoM, a apyrom - atomoM Bogopona; Q. obo3Ha4van ankun; Qs obo3Havan
rMOPOKCUAbHYIO rpynny wmnun rpynny -O-), roe J - oTruaposmM3oBbiBaemMas
rpynna, uam ankokcun mnanm amuHorpynna; E obo3Havyan aTtom yrnepoaa; A
npeactaBngetr cobon KapbouUKNNYECKUA apoMaTUHEeCKUN 5-6-4NeHHbIN
MOHOLUUKINYECKN NAN MNOJNUNKINYECKUA OCTATOK; MUPUAMNHWUA, NMPUAN-
HUN-N-OKCUA; XUHONMNHWUA;, N3OXUHOJIMHWA, NWHOOAWA, WHOOAUHWNA, TNA30UI-
1,1-avokcua; TueHun, nnn TmeHun-1,1-gnokcun; B npeancrtasnseT cobon Ha-
CbilWWEHHbIN 8-10-4YNE€HHbIN MOHOLMKANYECKUA U MOJIMLUKINYECKNN OCTa-
TOK, BKJIOYaWWUMA retepoaToM a3oTa; nupuaunamMeTumnnumnepa-snHWu; OK-
TarngpoTueHo[3,2-clnmpnanHnn; unnn okTarnapotmeHol[3,2-clnupnanHun-
1,1-apnokcna.

Bonee npeano4YTUTENLHO, 4TOOLI 0AMH U3 Q1 N Q, - TPETUYHBIN anKun,
a gpyrom - atoMm Bogopona; Q. - mMetun; Qs - rMApPoKCUbHaA rpynna,
amuHorpynna wiau rpynna -O-J, roe | - oTrngposinsosbiBaemMas rpynna; A -
deHnn; n B npencrasnaeT cobon HacblWeEHHbIN 9-10-4neHHbIN buynknnye-
CKUW OCTATOK, BKJIOYAKOLWMNIA reTepoaToM a30Ta; oKTarngpoTtumeHol3,2-clnm-
PUOWNH; KN OKTarngpoTueHo[3,2-clnmpnanH-1,1-gnokcny,.

Mpu 3ToM ewe 6osee nNpeanoyTUTENbLHO, Korga B - 3To pekarua-
POU3OXUHOJIMHWUA UM OKTArnapoTmeHol[3,2-c] nupunanHmnn.

MpeanoYTuTeNbHbl TakXe CoeAMHEHMNS, B KOTOPbIX oanH 13 Q1 n Q;
ABNSAETCA aJikuioM, a gapyrom - atomoM Bogopona; Qs-Qs He3aBUCMMO
BbiOpaHbl N3 aTOMa BoAopoAa, rMApoKCcuna, rasoreHa, rpynnel -O-) (roe |
obo3HavYaeT OTrMapoaM30BbIBAEMYIO Fpynmny), ajlkokCcuna, aMmnHo-, aJkuna,
BO3MOXXHO 3aMelleHHoro ranoreHom, u rpynnsl LeC(O)Ls (roe Ls 0603HavaeT
npocToto cBA3b nnun -0, a Ly obo3HavYaeT ankun Uanm ankokcun); A npencras-
naeTt cobonm KapboUUKNNYECKUA apOMaTUYECKUN 5-7-4NE€HHbIN MOHOLUUKN-
YeCKUN OCTaToK; NupuanHun, nupnanHmnn-N-okcua; Tnasonun-1,1-guokcuma;
TneHun, nnn Tmennn-1,1-gpnokcuna; B npeactasnget cobon HacbIWEHHbIN 8-
10-4N€eHHbIN NONNUMNKINYECKNUA OCTaTOK, BKJ/OYAOWMA reTepoaToM a3oTa;
OKTarmapoTmeHo[3,2-c] nMpuanHun, wuanm okKTarmapoTmeHo[3,2-c] nupunan-
HuN-1,1-gnokcuna.

N KoHkpeTHee, B npeacTtasnsfeT cobon HacCbIWEHHbIN 9-10-4NeHHbIN
ONUNKNNYECKUA  OCTATOK, BKJ/IOYAKOWWA  reTepoaTtoM  a3oTa; Nu-
punanamMeTunanmnepasnH; oKTarnapoTmeHol3,2-clnupuavH; wanm okKkTarmgpo-
TueHo[3,2-clnnpnanH-1,1-gnokcua.

Tak>e BO3MOXXHO 4Tobbl B 0bo3Havan



roe M: n M, npeacrasnaT cobonm aToMbl Bogopoda, wam M; m M, mMoryT
obpa3oBbiBaTb YacCTb KOJbLA, MMetowero Ao 10 4yneHos.

Bce 3HavyeHMsa TemnepaTyp, 3asdBJIeHHble 34eCb, AaHbl B rpagycax
Lenbcua (°C). Bce eanHuubl U3MepeHUs, UCNoJib3yeMble 34ecCb, OatTCHa B
eouHNLUax Beca, KpoMe XUAOKOCTEN, KOTopble U3MepsalTCs B eAunHuLax
obbema.

Ncnonb3yembin 34eCb TEPMUH "ankua" OTHOCUTCA K rpynram C JIMHEN-
HOW NNW pa3BeTBJIEHHON Lenbio, NpennoyYTUTesIbHO coaepxallen OoT O4HO-
ro 0o BocbMu, bonee nNpeAnov4TUTENBLHO - OT OAHOr0 0 WecTn n Hanbonee
npennoyYTUTesibHO - OT OAHOr0 A0 4YeTblpex aToMoB yriaepona. TepMmuH "Ci-
Ce-ankmn" obo3Ha4yaeT NMNHENHYIO UM PAa3BETBJIEHHYIO aflKUJIbHYIO Lenb, CO-
Aep>Xalwy OoT OOHOro A0 WeCTU yriepoaHblX aToMOB. TununyHele C,-Ce-an-
KW/bHbIE TPYMMbl BK/OYAOT MeTWa, 3TWA, H-Nponwua, wusonponwun, 6yTtun,
n3o06yTtun, B-6ytun, T-6yTnN, NEHTUNA, HEOMEHTUN, FEKCUJI, U30reKCcua n T.n.
TepMuH "Ci1-Cs-ankmn" nognagaet nog tepMuH "Ci-Ce-ankumn”.

TepMuH "umknoankmun" obo3HavyaeT HaCbIWEHHOE NN YAaCTUYHO HaCbl-
LEeHHOEe MOHO- unun nonnkapboumkanyeckoe KosbLo, NPeaAnoyYTUTENbHO CO-
hepxawee 5-14 aTtoMoB yrsepoda. TUMUYHbIE UUKNOANKWULI BKJOYalOT
MOHOUMUK/IMYEeCKNne KoJbua, cocTodawme w3 3-7, npennovytuTtenbHo 3-6,
aTOMOB yrfnepoga, Kak Hanpumep UMKAOMNPONuUA, UUKA0BbYyTUA, UMKIOMEH-
TUA, UNKNOreKCcua, LuKnorenTua v T.n. TUNNYHbIM LUKI0ANKNIIOM SABJIAETCH
Cs-C7-UMKN0anKua, NMEKLWMn CTPYKTYPY HAaCbIWEHHOro YyrjieBoaopoaHOro
KoJibLa, cogep>xallero oT naTn 4o ceMu aTOMOB yrjepoza.

TepmunH "ankokcun" obosHavaeT -O-ankun. NpuMepom askokcuna sB-
naetca C;-Ce-aNIKOKCUA, KOTOpbIM npeacTaBnseT cobonm SMHEnHy wan
pa3BeTBJ/IEHHYIO aJIKWIbHYIO Lenb, COAep>Xallyo OT O4HOro A0 LeCTn yrie-
POOHbIX aTOMOB, COeAMHEHHbIX C aTOMOM Kucsopoga. TunuyHole Ci-Ce-as-
KOKCWJIbHble Fpynnbl BK/KOYAOT ME@TOKCWJI, 3TOKCWJI, MPOMOKCWJI, N30Mpono-
Kcun, byTokcun, B-byTokcnn, T-6yTOKCUA, MEHTOKCUA, rekcokcun n T.m. C;-
Cs-ankokcun noanagaetT nofd onpeneneHne Ci-Ce-asikoKkcuna.

Ncnonb3yembin 34ecb TepMUH "apun" OTHOCUTCHA K Kapbouuknuye-
CKOMY  WIN reTepouunKksIMyeckoMy apomaTumyeckomy  5-14-4yneHHomy
MOHOLMKJINYECKOMY WM MOJIMLUKIINYECKOMY KOJibLy. Tunu4dHble apuibl
BKJIIOYAOT (peHnn, HapTua, aHTpua, PeHaHTPpWUN, TUEHUN, NMUPPOIUI, UMUN-
nasonunn, nupasonun, oypwusa, n3otTnasonnn, gypasaHusi, N30KCcasonumia, Tma-
30010, NUPUOWA, NUPA3UHWUA, MUPUMUOUHNA, NMUPULAAZUNHWUI, TPUA3UHWI,
6eH30 [b]TneHwun, HadTO[2,3-b]TMaHTpeHnN, n3obeH3odypaHna, XpoMeHun,
KCaHTeHWNN, PeHOKCAHTEeHWU, NHOONN3UHWUI, U30UHLONNA, NHOONNA, UHAA-
30110, NYPUHWUA, WU3OXUHONWI, XWUHONWUA, (TanasmHuia, HapTUpUONHWIA,
XWUHOKCAJIMHWUA, XUHOMNHWUA, 6eH30Tunasonunn, 6eHanMmupgasonun, TeTparua-
POXUHONMNHWUA, UMHHONMHWA, nTepngnHun, Kapbasonun, beta-kapbonmHun,
hbeHaHTPNANHWA, aKPUAVHWUA, NEePUMNLOUHWA, PEeHAHTPONUHWA, (PeHa3nHu,
dpeHoTnasnHUN n PeHoKCa3nHM.
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TepmuH "apunokcunn" obosHadvaeT -O-apun.

TepMmunH "oTrngposnsoBbiBaeMasa rpynna" obo3HayvaeT rpynny, KOTo-
pas, byay4m npncoegnHeEHHOW K aToMy Kucnopoaa, obpasyeT achup, cnocob-
HbI TMAPOSIN30BaTbLCA in Vvivo ¢ obpa3oBaHMeM TUAPOKCUIIbHOW rpynnbl.
TUNNYHbIE OTIrNAPOJSIN30BbLIBAEMbIE FPYMMbl, KOTOPble MOryT BbITb 3amelle-
Hbl, BKJIIOYaAlOT auuibHble, Cy/ibOHaTHble N ocdaTHbIe rpynnbl. Hanpu-
Mep, Takme oTrnaposin30BbiBaeMble rpynmbl BKAOYAOT BNOKNPOBAHHbLIE NN
CcBOOOAHbIE AMUHOKUCIOTHbIA, XEMUCYKUWUHATHBLIA U HUKOTUHATHbLIA OCTaT-
KW.

TepMmunH "aToM rasoreHa" obo3HavaeT aToMbl Xxs0pa, pTopa, bpoma
nnn noga. TepmuH "rano" obosHavaeT xnop-, dTOpP-, BpOM- MK noAa-.

TepMmunH "kKapboumkn" OTHOCUTCS K apOMaTU4YeCKOMY WM HaCbILEH-
HOMY MBO Y4aCTUYHO HaACbIWEHHOMY 5-14-4/1€@HHOMY MOHOUMKINYECKOMY
UM NONNUNKIINYECKOMY KOJbLy, Hanpumep 5-7-4/1eHHOMY MOHOUUKNYe-
CKOMY uan 7-10-4n1eHHOMY BULMKINYECKOMY KOJibLlY, B KOTOPbIX BCE aTOMbI
KOJibLla SABJIAOTCHA aTOMaMun yriepona.

TepMUH "reTepoumnkn" OTHOCUTCA K apoOMaTU4YeCKOMY WJIN HaCbIWEeH-
HOMY NMBO YaCTUYHO HacCbIWEHHOMY 5-14-41€HHOMY MOHOUUKINYECKOMY
WIn NONNUUNKINYECKOMY KOJbLUy, Hanpumep 5-7-4/1eHHOMY MOHOUUKnNYe-
cKkoMy nan 7-10-4yneHHOMYy BMUMKANYECKOMY KOJibLy, COAep KallemMy oT ofa-
HOrO OO Tpex rerepoaTtoMoB, BblbpaHHbIX M3 aTOMOB a30Ta, KUCA0poda u
cepbl, B KOTOPOM KaXXAbli N3 reTepoaTOMOB a30Ta M cepbl MOXXeT ObiTb
OKNUC/EeH, a nbon retepoaTtoM aszoTa MoOXeT ObITb B BUAE KaTUOHa. lNeTe-
POUNKNNYECKOEe KOJIbLLO MOXeT ObiTb NpucoeanHeHo K nawboMy noaxons-
uemMy retepoaToMy WM aToMy yrnepoga. lMpumepamum Taknx reTepoumnKksioB
ABNAIOTCA OEeKarngpou3oXMHOJMHWUA, OKTarnapoTmeHo[3,2-c] nupunanHun,
NMUMNepPUaNHNI, NUNepasnHUA, asennHuia, NUPPoONA, NUPPOINAVHWI, MU-
pasonusa, nMpasonnauHun, uMmpasonusa, msobeHsodypaHun, dgypasaHun,
UMUAA30JIHWIT, UMUOA30NOUHWA, NMUPUAWA, MNNPA3UHUA, MUPUMULUHNA,
nUpPMOasNHNI, OKCa30J11MJ1, OKCA30JINANHUI, N30KCA30JIU1, TUAHTPEHUN, TPU-
A3NHWU, WU30KCa3oNMANHNA, MOPMOSNHWUA, TUA30JUA, TUA30JNONHUA, U30-
TUasonnn, XWUHYKANOWUHWA, WN30TUA30NOAVHWUI, WHAOMAWA, XUHOJINHWUI,
XPOMEHW, KCaHTEHWN, W30XUHOAUHWUA, 6eH3uMMaasonua, Tuagmasonun,
beH3onmpaHunn, beHsoTmasonun, beHsoaszonun, gypun, TeTparnapodypun,
TeTparnaponupaHun, TneHwmn, beHsotuenun, 6enHso[b]tneHnn, HadTO[2,3-
bltneHnn, TnamopdonnHnn, TUaAMOPPOINHUNCYNbROKCUL, TrUaMopdoamn-
HUNCYNb(OH, OKCaAumasonua, Tpuasonua, TeTparugpoxMHoONINHWUA, TeT-
pParnapon3oXMHONIMHNA, (EeHOKCaTUeHUN, WHOOJIM3UHWA, WN30UHAONNA,
WHOA30/1W, NYPUHWNI, N30XUHONWU, XUHONUA, dTanasnHuN, HapTUPNOUHN,
XWHOKCANIMHWUI, XWHOJIMHWII, TeTParngpoxXmHONNHWIA, UWHHOJNHWUA, MTe-
pnanHun, kKapbasonun, 6eTa-kapbonmHwun, GeHaHTPUANHWA, aKPUOUHWA,
nepuMmnaonHnN, eHaHTPONNHUA, (PeHa3uHWI, N30Tuasonnna, PeHoTuasnHuI
N peHOoKCa3nHWII.

TepMuH "Troapump" BKAOYaeT S-apwui, HanpuMmep PEeHUNTUOo- U Had-
TUNTUOrPYMNny; S-reTepoumnKks, Mpn 3TOM reTepoLnKs HacbIWeH Uan 4YacTuy-
HO HacbiweH; S-(Cs-Cy)-umknoankun; n S-ankun, Hanpumep C;-Ces-ankun-
Tnorpynny. B Tnoacpupe -apun, -retepoumnkn, -UMKI0aANKNA N -asIkuil MOryT
ObiTb 3aMelleHsbl. [Mpumepom TMoadupa asngetca "Ci-Ce-aNKUNTUO", KOTO-
pbi NpeacTasnaseT cobon TMHENHYIO NN Pa3BETBJIEHHYIO alKUJIbHYIO Lienb,
cofep>kallylo OT O4HOro [0 WecTu aToOMOB yrsiepona, NpucoeauHeHHbIX K
aToMy cepbl. TunmnyHbole Ci-Ce-a/IKUATUOrPYNMbl BKJAKYAKT MEeTUATUNO-, 3TUI-
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TNo-, MPONUATMO-, N30NpPoNUATUO-, ByTunTNo-, B-6yTMNTUO-, T-OyTUNTNO-,
MEeHTUATUNO-, FEKCUATUMOrPYNMbl N T.M.

TepMuH "MepkanTo" obo3Ha4vaeT -SH.

TepMuH "aMmuHo" obo3HayvaeT -NL:L;, roe Ly v L, npeanoYTuTeNbHO He-
3aBncnMo BbibpaHbl U3 aTOMa Kucaopoda, Kapbounkna, reTepoumknia, aaku-
na, cynboHuna n atoma sogopona; win NC(O)Ls, raoe Ls - npeanovYtTuTeb-
HO aJIKun, afikokcua, atom sBogoponda mnu -NL:L.. ApunbHble, ankuibHble ”
aJIKOKCUrpynnbl MOryT ObiTb 3aMelleHbl. NpyuMepoM aMUHOrpPYMnn sSBASETCS
C:-Cs-ankmn-ammHorpynna, KoTopas npeactasnseT cobon JIMHENHYIO Wnun
pa3BeTB/IEHHYIO aJIKUIbHYIO Lenb, coaepXkallyto OT OAHOro [0 4eTbipex
aTOMOB yrsepoga, npucoefnHeHHbIX K aMmuHorpynne. TunmnyHole C,-Cs-an-
KWJ1-aMUHOrpynmnbl BKJIOYAOT MeTUNaMUHO-, 3TUJIAaMUHO-, MPONUIaMuUHoO-,
n3onponuiamMmmHo-, bBytTunamMmmHo-, B-dbytTnnamumHorpynnel v T.0. Apyrum npu-
MepoM amuHorpynnel asnsetca aun(Ci-Cs)ankmnamumHorpynna, npencras-
nawouwasa cobon gBe NNHENHbIE NN Pa3BETBJIEHHbIE aJIKUJIbHbIE LLEenn, KaX-
[asf U3 KOTOPbIX COOEPXWUT OT OOHOro A0 4YeTblpex aTOMOB yrsepoga, co-
eOVHEeHHbIX ¢ obwen amuHorpynnon. TunuyHble  an(C,-Ci)ankmn-
aMUHOrpynnbl BKAKOYAKT AUMMETUIAMUHO-, 3TUWIMETUWIaMUHO-, MEeTUIMNPO-
MANAMUHO-, 3TUAN30MPONUAAMUHO-, b6yTuaMeTunamumHo-, B-byTunmeTun-
aMmuHorpynnsl 1 T.n. NMNpumMmepom amuHorpynnbl asngeTca Ci-Cs-ankun-cynb-
hoHMNamMmmHorpynna, MMeLLasa JIMHENHYIO UIN PAa3BETBJIEHHYIO aJIKUJIbHYIO
Lenb, cogep>kallyo OoT OOHOro A0 YeTblpex aTOMOB yrjepona, CoeuHeH-
HblIX C CYJNbPOHUNAMUHHON YacTbilo. TunudHble C;-Cs-ankun-cynbqPoHun-
JI_AMUHOrPYNMnbl  BKAKYAT  METUACYJ/Ib(POHUIAMUHO-,  ITUNCYSIbOHN-
NaMUHO-, NPONUACYIbMOHUIAMUNHO-, N30NPONUACYbOHNAAMUHO-, ByTuUN-
CYNbOHUIaMNHO-, B-OyTUNCYNnb(POHNNAMUNHO-, T-6yTnncynbhoHu-
JlAMUHOrpynnbl 1 T.M.

TepMuH "aumnn" obosHavaeT LeC(O)L4, roe Ls - oamHapHas ceasb -O nan
-N n, Kkpome TOro, rge Ls - NnpegnoyYTUTENbHO afkKW, aMUHOrpynna, rmg-
POKCWJIbHaAA rpynna, aJKOKCW/AbHasa rpynna nam aToMm Bogopona. AnKuib-
Hble N aJIKOKCUJbHbIE rpynmnbl MOryT 6bITb 3aMelleHbl. TUMUYHLIM aLnIOM
apnsaeTca Ci-Cs-ankokcnkapboHun, npeactasasiowmm cobom NMHENHYO UK
pa3BeTBJ/IEHHYIO aJIKOKCUJIbHYIO Lenb, cogep>Kallylo OT O4HOro A0 YeTbipex
yrneponHblX aTOMOB, COeAUHEHHbIX C KapOOHMAbHOM YacTbto. TunmyHble Ci-
Cs-anikoKCU-KapboHUbHbIE TPYyMMbl BK/AOYAOT METOKCMKaApOOHWMA, 3TOKCU-
KapboHwun, npornokcnkapboHmnn, maonponokcnkapboHun, 6yTokcukapboHun
n T.N. OpyruMm TUNUYHbIM aLnioM ABnseTca Kapbokcurpynna, oTanyarowas-
ca TeM, 4To Le npenctasnseT cobonm oanvHapHyl CBA3b, a Li - ankokcwun,
aTOM BOOOpO4a WM rMOPOKCUAbHYO rpynny. Cregylowmm TUMUYHBbIM aun-
nom gasnsetca N-(Ci-Cs)ankmnkapbamoun (Le - ogmHapHaa cBs3b, a La -
aMuHorpynna), npeacTtasnsowmm cobon TMHENHYIO UK Pa3BETBJIEHHYIO al-
KWJbHYIO Lenb, coAep>Kallyto OT O4HOro A0 YeTbipex aToOMOB yriepoja, co-
edWHEHHbIX C aTOMOM a30Ta KapbamounbHon 4acTun. Tunnyubie N-(C:-Cs)an-
KunkapbamounbHbie rpynnbl BkAYaloT N-meTunkapbamowun, N-aTunkap-
6bamoun, N-nponunkapbamownn, N-usonponunkapbamonn, N-byTunkap-
6bamoun, N-T-6yTunkapbamonn n T.n. Ewe ogHUM TUMUYHBLIM aLUIOM SABASA-
etca N,N-gn(Ci;-Cs)ankmnkapbamonn, KOTOpbin MMeeT ABE JINHENHbIE NN
pa3BeTBJ/IEHHbIE aJIKUJIbHble Lenu, Ka>gaa N3 KOTOPbIX COAEPXUT OT O4HO-
ro 00 4eTblpex aTOMOB yrjsepofa, CoeAVWHEeHHbIX C aTOMOM a30Ta Kap-
6bamounnbHom Yyactu. Tunu4dHele N,N-gn(C;-Cs)ankunn-kapbamounsbHble rpynnbl
BkadatoT  N,N-gumetunkapbamownn, N,N-atun-metunkapbamownn, N,N-
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MeTunnponun-kapbamownn, N,N-3Tnnunsonponunn-kapbamownn, N,N-
byTnnmetunkapbamonn, N,N-sTopbyTunatunkapbamonn v 1.n.

TepmuH "cynbpuHnn" obosHavaet -SO-Ls, roe Ls - npeanoYTUTENbHO
aNKWA, aMUHOrpynna, apwi, LUKAOANKUA UK reTepounks. AnKuna, apun,
LUWKNOANIKUA N FeTePOoLNKS MOryT BCe BbiTb 3aMeLLEeHbI.

TepMuH "cynbgoHun" obosHavaeT -SO»-Ls, roe Ls - npeanoyYTuTenbHoO
anKUN, apwun, UMKNoaNKW/, reTepounks nanm ammHorpynna. Ankun, apun,
LUVMKNOANIKUA U reTepoumka MOryT BCe ObiTb 3amMelleHbl. Npumepom Cyib-
doHuna asnsaetca Ci-Cs-ankmn-cynbgoHunn, npeacrasnatowmm cobon nnHen-
HYIO WM pa3BeTBJIEHHYIO aJIKUJIbHYIO Lenb, cCogep>Xallyo OoT O4HOro o 4ye-
Tbipex aTOMOB yrjiepoga, CoeANHEHHbIX CY/IbPOHUIIbHON YaCTbio. TUNNYHbIE
Ci-Cs-ankmn-cynbOHUNbHbIE TPYMMbl BK/AKOYAKT METUNCYSIbPOHUA, 3TUN-
CynboHUA, NponuacynbOHUA, U30NpPoNUACYnbdoHNA, ByTUACYNbGOHNA,
B-OyTuncyneoHnn, T-6yTnN-cynbOHNA 1 T.N.

Kak oTMe4eHO Bbille, MHOrMe 13 rpynn MoryT 6biTb 3amMelleHbl. [Ons
BCEX MpeacTaBJ/IeHHbIX 34eCb hopMyn BCE XMMUYECKME TPynnbl MOryT ObiTb
3aMelleHbl WIN He3aMelleHbl B 3aBUCMMOCTU OT TOro, No3BOJIAKT JIN Ba-
JIEHTHOCTW 3TUX FPYnNn Takue 3aMelleHuns, gake ecnu onpeneneHns Xmmm-
YeCKUX rpynn $SBHO He YyCTaHaB/IMBAKT 3aMeLeHHOCTb WM He3aMelleH-
HOCTb rpynn. Hanpumep, ecnn rpynna npocTo onpeaesieHa Kak askui, 3To
MOXXEeT OblTb 3aMeLLUEHHbIN NN He3aMeLLeHHbIN ankua. Npumepbl 3aMecTu-
Tenen pNsa ankuina v apuaa BKJKOYAOT MepKanTo-, TUOI(UPHYIO, HUTPO-
(NOz), amuHorpynny, apuioKCWs, aTOM rasioreHa, rmapoKCUbHY rpynny,
AJIKOKCWJT U auWnsl, PaBHO KakK apuJl, UMKI0aJIKU U HacCbIWEeHHble U YaCTU4YHO
HacbIWeHHble reTepounknbl. MNMpuMepbl 3aMmecTuTenen ONs retepoumkna u
LUWKI0aNKNUNa BKJYAKT TOT XXEe CMUCOK BbILLEYNMOMSAHYTbIX 3aMecTuTenemn
ONs ankuna u apuiaa, paBHO Kak caMum apui u ankumna. TUNnU4YHble 3aMeLleH-
Hble apusbl BKOYaKOT (PeHnbHoe UM HaPTUIbHOE KOJ1bLO, 3aMelleHHOoe
OOHMM M 60NbLWINM YNCSIOM 3aMecTUTeNnen, NPpeanoyYTUTENbHO OT OAHOrO
00 Tpex, He3aBUCMMO BbIOPaAHHbLIX W3 rano-, FMAOPOKCUIIbHOW Fpynmnbl,
MopdonmHo (Ci-Cs)ankokcukapboruna, nupmnagnn (C,-Cs)ankokcmnkapbonunna,
rano(Ci;-Cs)ankmna, Ci-Cs-ankuna, Ci;-Cys-ankokcmrpynnbl, Kapbokcurpynnmsl,
C,-Cs-ankokcu-kapboHuna, Kapbamownna, N-(C;:-Cs)anknn-kapbamonna,
aMunHo-, Ci-Cs-ankmnammHo-, [u(C:-CilankmnammHorpynnsl WAnM  rpynnbl
bopmynbl -(CH),-R’, rae a = 1, 2, 3 nam 4; a R’ aBnseTcs rmipoKCUIbHON
rpynnon, C;-Cs-ankokcu-, kKapbokcurpynnon, Ci;-Cs-anKokCnkapboHMNoM,
amuHorpynnon, kKapbamowunom, C;-Cs-ankunamumHo- wnam an-(Ci-Ci)ankun-
AMUHOr Py nrown.

Opyrum 3ameweHHbIM ankunom aensgetcsa rano(Ci-Cs)ankmn, KoTopbin
npenctaBnseT cobon MHENHYIO NN Pa3BETBJIEHHYIO aJIKUJIbHYIO Lenb, COo-
Aep>xawlyo oT 0O4HOro 00 4YeTblpex aToOMOB yriaepoa ¢ 1-3 atomamu rano-
reHa, npucoeamHeHHbIMN K Hell. TunmyHble rano(Ci-Cs)ankunbHble rpynnbl
BKJIOYAlOT xnopmeTun, 2-bpomatun, 1-xnopusonponun, 3-ptopnponun, 2,3-
an-bpombyTnn, 3-xnopnsobyTtun, noa-t-bytun, TpudpTOPMETUA U T.NM.

Opyrum 3aMelleHHbIM ankuaom dasnsfeTcsa rmnagpokcn-(Ci-Cs)ankmn,
npeacTaBasaoWmin cobon NMHENHYIO UM Pa3BETBJIEHHYIO alIKUJbHYIO Lenb,
cogepxxallylo OT O4HOro A0 4YeTbipex aToOMOB yrsepofa C NpUcoeiuHeH-
HbIMN K HUM TUOPOKCWIIbHBLIMW rpynnaMmn. TunmyHole rugpokcu(C:-Ci)an-
KW/IbHble Trpynnbl BKJOYalOT TMOPOKCUMETUN, 2-TMOPOKCUITUA, 3-rua-
poKCUMpOnua, 2-rnapokcmnmisonponun, 4-rugpokcnbyTmnn mn T.m.

Ewe opgHuM 3amMewieHHbIM ankunom asnsetca Ci-Cs-ankmntno(Ci-
Cs)anknn, npencTaBAAoLWLMA COboNn NMHENHYIO N pa3BeTBaeHHYy Cqi-Cq-an-

9
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KWbHYIO rpynny ¢ npucoegnHeHHon K Hell C1-Cs-anknn-tnorpynnon. Tunuy-
Hble Ci1-Cs-ankun-tno(Ci:-Cs)ankmnabHble rpynnbl BKAKYAKT METUATUOMETUN,
3TUNTUOMETWA, NponuaTuonponun, B-bytTnntumomeTnn u T.n.

Ewe oOAHMM  TUMNWYHLIM  3aMELWEHHbIM  aNKWUIOM  SBNSETCSH
retepounkn(Ci;-Cqs)ankmnn, npeactaBnatowmmn cobon NMHENHy nnim pa3BeTB-
JIEHHYIO aJIKUJIbHYIO LieMnb, Cogep>Xally OT O4HOro A0 YeTbipexX aTOMOB Yr-
nepoga C MNpPUCOEOUHEHHbIM K HUM  reTepouumksoM. TUNUYHbIE
retepouynk(Ci-Cs)ankmnnbl BKAKYAOT NUPPOANIMETU, XUHOJUHUAMETUN, 1-
WHOOMNNATUA, 2-PYypwua-3Tun, 3-TueH-2-unnponun, l-nmMmmpoasonnn-nm3onpo-
nun, 4-tnasonunbyTun u T.n.

Ewe oaHUM 3aMeweHHbIM ankuioMm asnseTcsa apun(C,-Cs)ankun, npen-
CTaBAAOLWMA COOON NNHENHYIO UM Pa3BETBJIEHHYIO aJKUIbHYIO Uernb, CO-
hep>xawyr oT O4HOro A0 4YeTblpex aTOMOB yrinepoga C NpUCoeauHEHHON K
HUM apunbHON rpynnon. Tunun4dHole apuni(Ci-Ci)ankunbHble rpynnbl BKIO-
YalT peHnnmeTun, 2-peHnn3Tun, 3-HapTun-nponun, l-HadTnansonponun,
4-cpeHnn-bytun n T.M.

FeTepounkn MoOXeT, Hanpumep, bbiTb 3aMelleH 1, 2 nnmn 3 3amecTuTte-
NAMKU, HE3aBUCUMO BbIBpaHHbIMKU 13 ranorpynnsl, rano(C:;-Cs)ankmna, Ci-Cs-
ankuna, C:-Cs-ankokcurpynnsl, kapbokcurpynnbl, Ci-Cs-an-kokcnkapboHuna,
kapbamouna, N-(C;-Cs)an-kmnkapbamownna, amuHo-, Ci;-Cs-an-KMnamMmHo-,
An(Ci-Cs)anknnamMmmHorpynnsl UM rpynnbl, nMmewwen cTpykTypy -(CHz)a-R’,
rnea=1,2, 3 v 4 n R’ aBnaetca ruapokcunbHon, Ci-Cy-a/IKOKCUIIbHONM,
Kapbokcurpynnon, C:-Cs-ankokcukapboHuiom, aMNHOrpynnown, Kap-
bamounnom, C;-Cs-anknn-ammHo- nnm an(C,-Cs)ankmnammHorpynmnon.

MpuMepbl 3aMeLleHHbIX reTepoumnksnos BkYatoT  3-N-T-6yTun-
KapbokcaMmup-gekarnaponoxXmHOINHNA, 6-N-T-6yTun-kapbokcamMnaok-
TarngpoTueHo[3,2-cl-nupnanHnn, 3-MeTunanMmnaa3onun, 3-Me-TOKCUMn-
pnonn, 4-xn0pXUHOAUHWA, 4-aMUHOTNA30INA, 8-MEeTUIXUHOUHWNA, 6-XN10p-
XWUHOKCaNUHWA,  3-3Tuanupunaunn, 6-me-tokcmbeHsmmumpasonun, 4-rng-
pokcudpypwun, 4-MeTUNN30XNHOJINHNN, 6,8-OMBPOM-XNHONHWA, 4,8-
anmetunnHagpTmnn, 2-metun-1,2,3,4-TeTparunapon3oxXmHosinHnn,  N-me-Tu-
XWUHONMUH-2-1n, 2-T-6yTokCcukapboHun-1,2,3,4-N30XNHOANH-7-11 1 T.M.

TUNNYHbIE TeTEPOUUKINYECKMNE KOJIbLEBbIE CUCTEMbI, N306pa>KeHHble
B Bnaoe A mnnn b, BkatoYvatoT: (1) 5-4neHHble MOHOUUKANYECKNE KOJIbLiEBbIE
rpynnsl Tuna TUeHWNa, NUuppoauia, ummpasonuna, nupasonuna, gypuna,
n3oTmasonwuna, pypasaHumna, ndokcasonumna, Tmasonunaa m T.n.; (2) 6-4neH-
Hble MOHOUUK/INYEeCKMe rpynnbl TUNna nupuannia, nupasnHuia, NMpMMNANHN-
na, NnupuaasnHuia, TpmasnHuna v T.0.; 1 (3) NOANLUNKINYECKNE reTePOLNK-
In4ecKmne KosbleBble rpynnbl TUMa geKarngponsoxXnHosnHMMa, oKTarnapo-
TneHo[ 3,2-c] nupuanHuna, 6eH3ol[b] TneHwnna, HadTO[2,3-b] TNMaHTpeHUNa,
n3obeH3loypaHnna, XxpoMmeHuna, KCaHTeHMNa, N NOJIHOCTbIO UM YAaCTUYHO
HaCbIWEHHbIE UX aHanorn. Lmknoankmn moxeT ObiTb 4OMNOJHUTENBHO 3aMe-
weH 1, 2 uam 3 3aMecTuTensamMmn, He3aBUCUMO BbiIBpaHHbIMKU M3 ranorpynnsl,
rano(C,-C4) ankuna, Ci-Cs-an-kmna, Ci-Cs-ankokcun-, kapbokcurpynnbl, Ci-Cy-
aNKokcn-kapboHmnna, kapbamouna, N-(C:-Cs) ankmnkapbamonna, ammHo-, C;-
Cs-ankmn-ammHo-, aun(Ci;-Cs)ankmn-aMmHoOrpynnel WA rpynnel, uUMeroLwen
CTPYKTYpY -(CHz)a-R’, rape a = 1, 2, 3 unn 4 n R’ aBnseTcs ruapoKCusibHom
rpynnon, C;-Cs-ankokcu-, kKapbokcurpynnon, Ci;-Cs-anKokCnkapboHMIom,
amuHorpynnon, kKapbamowusom, C;-Cs-ankmnamuHo- wan agn (Ci-Ci)ankun-
aMMHOrpynnon. TUNNYHbIE 3aMeLLEeHHble LMKN0aNKW/bHbIE TPYMnbl BKJO-
YalT 3-MEeTUIUUKNOMEHTWUN, 4-3TOKCU-UUKNIorekcun, 5-kapbokcnumnkio-
renTunn, 6-xJ10pUNKIOreKCusa u T.m.
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TunNn4YHble 3aMeLLeHHble OTrNAP0JIN30BbIBaeMble rpynnbl BKAOYatoT N-
6eH-3nnrnmunn, N-Cbz-L-eanun n N-MeTUN-HNKOTUHAT.

CoeaunHeHUs No HacTosWeMY n30bpeTeHUo MMetoT, Mo KpanHen Mepe,
ABa aCMMMeTPUYHbIX LeHTpa, obo3Ha4vyeHHble 3Be3404Kon B hopmyne |

Bcnencreme 3TOro coeamHeHns rno n3obpeTeHnto MOryT CyLLeCcTBOBaTb
B 11060 N3 BO3IMOXXHbIX CTEPEON30MEPHbIX GOpPM U MOryT 6bITb NCMNONL30-
BaHbl B BUOe CMecel CTepeon3oMepoB, ONTUYECKN aKTUBHbIX WIN paueMu-
YeCKUX, WInM MOryT WCMNoJb30BaTbCA B BUAE CYWECTBEHHO YUCTbIX
CTepeon3oMepoB, TO eCTb CTepeon3omMepoB, N0 MeHbLlen Mmepe, 95 %-on 4u-
CTOTbl. Bce acmmmeTpuyHble (popMbl, NHOUBUOYASIbHbIE CTepeon3omMepbl U
NX KOMOMHaUMKM ABNAKOTCA NpeaAMeToOM HacTosLwero nsobpeteHus.

NraovBuayanbHble cTepeonsoMepbl MOryT BbITb NOSYYEeHbl U3 UX COOT-
BETCTBYOLWMNX MpealecTBEHHUKOB MeTOA4aMU, OMMCAHHbLIMWU Bbille, MyTEM
pa3geneHns paueMmyeckux CMecem WM BblesieHus aunacTepeoMepos.
PazpeneHne MoXeT ObiTb OCYLIECTB/IEHO B MNPUCYTCTBUW pasgensoulero
areHTa, C NOMOLLbIO XpomaTorpadgum, NocpencTBOM nepekpuctTannmsaumm
NN HEKOTOPOW KOMOMHauMen 3TUX WM3BECTHbIX chneumannmcrtaMm MeTonO0B.
HanbHenwmne getasanm OTHOCUTENIbHO MEeTOO0B pa3fesIeHUss MOXXHO HaWTu B
Jacques et al. Enantiomers, Racemates and Resolutions. John Wiley & Sons,
1981 [1]. NMpeanoyTUTENnbHas 4YNCTOTa COeAMHEHUN Mo mn3obpeTeHuto npe-
BbllaeT 50 %. bonee npennoyTUTENIbHON ABNAETCA, MO MeHbLIen mepe, 75
%-Has 4ncTtoTa. Ewe bonee npegnovYTUTEsNIbHbI COEANHEHNS C YNCTOTOM 6O-
nee 90 %. Ewe 6onee npeanoyTuTesibHa, No MeHbLen mepe, 95 %-Hag yn-
cToTa, 6bonee npennoyTUTENbHA, MO MeHbLeNn Mepe, 97 %-Haa 4YUCToTa U
Hanbosiee NnpegnoyYTUTENIbHA, MO MeHbLUEN Mepe, 99 %-Hasa YncToTa.

Kak yrnomMsHyTO BbilWe, n3obpeTeHne BKOYaeT dapMaueBTUYECKN
npuemMaemMble Coain CoeamHeHNn, onucbliBaeMbix gopmynon 1. CoeamHeHmne
Mo n3obpeTeHnio MOXKET COAEPKaTb CYLLECTBEHHO KUC/IOTHbIE, CYyLLECTBEH-
HO OCHOBHblIE AN 06a 3TUX BMAA PYHKLMOHAJIbHBIX FPYMNMN N COOTBETCTBEH-
HO pearnpoBaTb C NOObLIMN HEOPraHUYECKUMUN NN OPraHNYeCKUMM OCHOBA-
HUAMN N HEOPraHNYEeCKUMUN U OPraHnYecKnMmn kucnotamm, obpasysa gpapma-
LLeBTUYECKM NpuemMsieMyto CoJib.

Ncnonb3yembin 30ecb TepMUH “apmMaueBTUYeCKN rnpnemsiemMas conb"”,
OTHOCUTCH K COJIAM COeOVNHEHWU BbILLIEeYNMOMAHYTON (POPMYJibl, KOTOPbIE SB-
NATCA CYyLWEeCTBEHHO HETOKCUYHBLIMU AN XUBbIX OPraHnW3MoB. TUMNUYHbIE
hapMaueBTNYECKM MpuemaemMble CONM BKJKOYAKOT COJIM, MoJlydYaemble B
peakunn CoefUHEeHUN Mo HacTosweMy n30bpeTeHnto ¢ MMHepasbHOU NIn
OpraHU4Yeckon KUCNOTOW WM HeopraHW4YeCKUM oCHoOBaHMEM. PeakTaHTbl B
obwem cnyyae o06bLEOMHAOTCA BO B3aWMHOM pacTBopuTesne Tuna nAau-
3TNNoBOro 3upa wnm 6eHsona anga conenm KMCNoT nmbo Boabl MM CNMPTOB
ansa conen ocHoBaHMn. Connm 06bIYHO BbiMadaloT B 0CaAo0K M3 pacTBOpa B Te-
YyeHne nepruoaa BpeMeHU NPOAO/IKUTENbHOCTbLIO OT NPUBAN3NTENBHO OOHO-
ro Yaca OO0 AecATUn AHenW u MoryT ObiTb BblAeneHbl PUibTPOBAHMEM WIN
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ApyrnMmu obbl4HbIMN MeToLaMu. Takme COMN U3BECTHbl KakK CONIM KUCIOT U
OCHOBaAHUMN.

KncnoTbl, KOTOpble MOXXHO MUCMOJsb30BaTb ANa obpa3oBaHMA COOTBET-
CTBYIOLLKMX COJIEN - 3TO HEOPraHMYeCKne KNCIO0Tbl TUna CconsiHon, bpomMncTo-
BOOOPOLHOW, NOONCTO-BOOOPOAHON, CepHON, (POCHOPHON KUCIIOTbI U T.M., U
opraHu4yeckme KUCNOoTbl TUMa M-ToJYyosICybPOHOBOW, MeTaHCY/Ib()OHOBOWN,
LwaBeneson, nN-6pomMmdpeHnNCYyNbPOHOBON, YroNbHON, SHTAPHOW, JIMMOHHOWN,
6eH30MHON, YKCYCHOWN KUCNOThbI 1 T.M.

MpuMmepbl (apMaueBTUYECKN TrMpuemMneMblx conen: cynbdat, nu-
pocynbdaTt, bucynbdaT, cynbput, bucynbdput, dochaT, ogHO3aMELLEHHbIN
doccaT, OBy3amelleHHbIn docdaT, MeTadocdaT, nupodocdaT, xsopua,
bpomua, wvoampa, auertaT, MPONMOHAT, AeKaHoaT, KanpwiaaT, akpwunaT,
opmunaT, nsobytumpaT, KanpoaT, rentaHoaT, NponuosiaT, oKcasaT, Mano-
HaT, CcykuwuHaT, cybepaT, uebakaT, ¢ymapaT, Maneat, byTaH-1,4-gunoar,
rekCcuH-1,6-gnoat, beH3oaT, xnopbeH3oaT, meTunbeHsoaT, AUHNTPOOEH3O-
aT, rmapokcnbeHsoaT, meTtokcubeH3oaT, pTanaT, cynbdoHaT, KCUIONICYb-
hoHaT, heHnnaueTaT, peHuANponuoHaT, peHnnbyTupaT, UMTPaT, NaKTaT,
g-rmopokcmbyTmpaT, rnmKkonaT, TapTpaT, MeTaHCy/ibpoHaT, NponaHCynbgdo-
HaT, HapTannH-1-cynbdoHaT, HapTaIMH-2-CyNb-POHAT, MaHaenaT v T.n.

MpennoYyTuTeNbHbIMN  (hapMaUeB-TUY4ECKU TMpUeMIIeMbIMU  COJTAMMU
KWUCNOT ABASAKOTCA CoN, 0bpa3oBaHHbIe TAaKUMU MUHEPAsIbHbIMU KUC1I0TaMu,
KakK cossiHasas u 6poMucTo-BOAOpPOAHAA KUCAOTbl U cosn, obpa3oBaHHbIE
TaKNMUN OpPraHNYeCcKMMn KNC0TaMu, Kak MasieMHoBas U MeTaHCYJIbqpOHOBas
KUCNOTbI.

Conn 0OCHOBaHMNM BKJIKOYAOT TakoBble, obpa3oBaHHble HeEOpraHU4YeckKu-
MW U OpPraHNYeCKUMN OCHOBAHUAMU, TAKMMU KaK aMMOHUI NI TMOPOKCUAbI,
KapboHaTbl, bBukapboHaTbl N T.M. WENOYHbIX UM WEeN0YHO-3EMESIbHbIX Me-
Tannos.. MNofnobHble 0OCHOBaHWSA, MOJIE3HbLIE B MOJIYYEHUN CONEN COeOUHEHUN
Mo HacTosaweMmy miobpeteHunto, TakuMm obpa3om, BKIOYAOT FMAPOKCUI Ha-
TPpUA, TMAPOKCUA Kand, TMAPOKCUL aMMOHUSA, KapboHaT Kanus, kKapboHaT
HaTpus, bukapboHaT HaTpuda, GukapboHaT Kanuda, rMOPOKCUMA KasbLus,
KapboHaT Kanbuma n T.n. Ocobo NpeanoyYTUTENIbHBIMU ABAAKOTCA POPMbI CO-
nen, cogepxxalmx Kasamm n HaTpu.

CnepyeT Npu3HaTb, YTO MHAMBUAOYAJIbHbLIA NPOTUBOMOH, 0bpa3ytowwmnin
4acTb N0OON CoNM No HacToALEMY N306peTEHMIO, HE ABNSAETCA KPUTUYHBIM,
rMoKa CoJib B Lie/IOM (papMaKoJIormyeckn npmemsemMa m rnoka npoTMBONOH He
BHOCUT HeXKeslaeMbIX CBOMCTB B COJIb B LL€IOM.

CoegunHeHunsa dopmynbl 1 MOryT npeactaBiiaTb cobom nponekapcTsa.
Hanpumep coeamHeHuns, B KOTOPbIX, MO MeHbLUeNn Mepe, oanH 13 Q4-Qs ABNSA-
eTcsa -0O-J, Kak onpeneneHo Bbile, MOXKHO LUCMNOJ1Ib30BaTb B KayecTsBe npoJe-
KapCTB C TakKUMWU YJyYLWEeHHbIMXW ()apMaueBTU4EeCKUMU CBOWUCTBaMU, Kak
HanpuMmep apMakKOKMHEeTUYeCKMe CBONCTBA, @ MMEHHO yny4ylweHHon buoao-
CTYMNHOCTbIO WIN PacTBOPUMOCTbIO. [lpUroToBsieHMe NpPoseKapCTB MOXeT
OCYLLEeCTB/IATLCA B pe3ysibTaTe B3auMoO4encTBUA coeguHeHnsa popmynbl 1 B
KOTOPOM, N0 MeHbLllen Mepe, oanH 13 Qs-Qs asnsetcsa -O-H, ¢ Hanpumep, ak-
TUBNPOBAHHOMW aMUHOAUWIbHOW, (POCHOPUIBHON UNN FTEeMUCYKLUHNIIBHON
NMPON3BOL4HON.

HacTosiwee n3obpeteHne, Kpome TOro, oxsaTbiBaeT nponncu gapma-
LLeBTUYEeCKMX MnpernapaTos, BKYaOWNMX d3PPeKTUBHOE KOIMYECTBO coeau-
HeHns opmMynbl 1 nam ero papMaueBTUYeCKN npuemMsieMon Cosin B KomMbu-
Hauun C apMaleBTUYECKM NpPUEMSIEMbIM HOCUTesneM Tuna pa3baBuTens
NN SKCUMUEHTA.
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HacTosuwee nsobpeteHne ganee oxsatbiBaeT cnocob neyveHusa Crna,
BKJIIOYAIOLLMIM BBEAEHME HOCUTENIO BUPYCa UM MauNeHTy, TaKOMYy KaK npu-
MaT, 3(PdpeKTUBHOro Konn4yecTBa CoeAMHEHMA MO HacToswemMy mnsobpeTe-
HUIO.

HacToswee nsobpeteHne, KpoMe Toro, oxeaTbiBaeT cnocob nHrnbmpo-
BaHMA pennukauum BUY, Bknovawowmm seegeHmne B BUY-nHpuUunpoBaHHYIO
K/NIeTKY, B KJIeTKY, BOCNPUUMYnBYIO K BUY-nHpekumnn, nnm Hocuteno smpyca
WA NaymeHTy, TakKoMy KakK npuMmaT, 3(p(peKTUBHOro Kosmyectsa coegunHe-
HNA MO HacTosweMy nsobpeTeHuto.

HacToswee mn3obpeTeHMe oxBaTblBAaeT HOBble COeAVWHeEHWs, nopgna-
jawouwme non dgopmyny 1, onmcaHHy Bbllle, KOTOpble SABAAKTCA MoJses-
HbIMWN Ona nedyeHns BUY-nHpekunm n/nnn Crna.

MpeanoYyTuTeNnbHbIMN peannsaunamu gopmynsl 1 gasnsatoTca: [3S-
(3R*,4aR*, 8aR*,2'S*,3'S*)]-2-[2'-rugpokcun-3'-peHnntnometunn-4'-aza-5"'-
OKCO-5'-(2-""MeTnn-3"-rmgpokcun-peHnn)neHTunlaekarnapon3oxmHoamH-3-N-
T-OyTunkap-bokcammnp, n ero cdapmaueBTUYECKM MNpPUEMSIEMbIE CONN, OCO-
6eHHO COoNb MeTaHCYJ/Ib(POHOBOW KWUCNOTbl, U €ro npoJsIeKapCTBEHHbLIE
aHanoru, B KOTopbiX 3'"-rmgpokcusbHas rpynna npeobpasoBaHa B -O-), Kak
onpeneneHo Bbiwe, 0CO6eHHO rMApoXxaopna ogHO3amMeLlWeHHOro gocgaTa; u
[6S-(6R*,3a5*,7aR*,2'S*,3'S*)]-2-[2'-rngpokcun-3'-peHnntnometnn-4'-aza-5"'-
0KCO-5'-(2"-MeTun-3"-rugpokcudeHnn)neHTnn] oktTarmgpoTneHol[3,2-clnun-
pnanH-6-N-T-byTunkapbokcamng m ero dapmaleBTUYEeCKM MpuemMsieMble
conn, 0cobeHHO CoJib MeTaHCYJIbqPOHOBOW KWUC/IOTbI, U €ro nposieKapcTBeH-
Hble aHanorm, B KOTopbixX 3'"-rmapokKCcusbHasa rpynna npeobpasosaHa B -O-),
KakK ornpeaeneHo BblLle.

MpeanoYTuUTeNbHbIMN COeOUHEHUAMU aBARgoTCA: 2-[2'-rnapokcn-3'-
heHunTno-metun-4'-aza-5'-okco-5'-(2"-metTunn-3"-
rMapoKCcugeHnn)neHTuNlaekarngpon3oxmHonunH-3-N-T-bytunkapbokcamma:

OH

RS

roe T2 - aToM BoAopoda Ui MeTun,
Z! - rpynna, uMeroLLaa CTPYKTYpPY:
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s oﬁm
0.,

roe R’ - atom Bogmopoaa, Ci-Cs-aflkua, rano-, HUTPO-, aMUHO-, TUAPOKCUSIb-

E

Haqa rpynna;
=1, 2 nnm 3;
c=1;

UM Ux apMaLeBTUYECKN NpPUEMAEMYt0 Cofb. 3 3Tux coegnHeHun 6onee
npeanoYTUTENIbHLIMUY ABNSAIOTCA T€ COeAVHEHNS, rae

R’ - aToM BoJopofZa, MeTwun, 3TWJ, TMAPOKCUAbHAS rpynna, aMmuHorpynna,
aToM xnopa; R! - npepctasnset cobon -S-cbeHun wmnm -S-HadpT-2-un n R3
npeactasnseT cobon -C(O)NR*R*, nnm ux gapmMaueBTUYECKN Npuemaemas
COJlb.

Ocob60 NpennoYTUTENIbHBIMM N3 3TUX COEANHEHUI SBNSIIOTCSA Te coenm-
HeHus, roe

roe R’? - atoMm Bogopoaa, MeTWU, 3TU, aTOMbI XJopa, bpoma nnn gtopa; R’
- aTOM BoOoOpoJa, rMAPOKCUIIbHAA rpynna, aToM XxJopa Winm aMUHOrpynna;
R’¢ - aToM Bogopona, rMAPOKCUIbHAS rpynna uanm ammHorpynna; R3® npen-
ctasnset cobon -C(O)NH (T-6yTwnn), nnm nx papmaueBTnYeCcKn npmemnemMas
COJlb.

MpeanoYTuTeNbHbIMN COoegUHEHUAMU aBAgTCA: 2-[2'-rnapokcn-3'-
heHunTno-meTnn-4'-aza-5'-okco-5'-(2"-metTunn-3"-
rMAopoKCUgeHnN)NeHTuNlaekarnapon3o-xmHonmH-3-N-T-bytnnkapbokcamumg
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OH

2-[2'-rugpokcun-3'-cpeHnntTnomeTnn-4'-asa-5'-okco-5'-(2"-metnn-3"-rug-
poKcueHnn)neHTnnlaekarnaponsoxmHoanH-3-N-T-oytunkapbokcammga
MeTaHCYJ/Ib(POHOBOMN KNCJIOTbI COJIb

OH H

X W/

sph ©

3'"-o4HO3aMelleHHbIn pocdaT 2-[2'-rmgpokcu-3'-peHnntuomeTnn-4'-aza-5"'-

OKCO-5'-(2"-MeTnn-3"-rmgpoKcnueHnn)neHTnn] gekarngpon3oxmHoanH-3-N-
T-byTunkapbokcammnpa rugpoxsaopuaa

OPO(OH)2
o) fr:)/

2-[2'-rnppokcun-3'-heHmnntnomeTnn-4'-a3a-5'-okco-5'-(2"-metnn-3"-rng-
pokcueHnn)neHTmnnl-okTarnapo-TueHo[3,2-clnmpnanH-6-N-t1-6ytumn-
Kapbokcamug

n 2-[2'-rngpokcn-3'-heHnntnomeTnn-4'-aza-5'-okco-5'-(2"-metTun-3"-rua-
poKcueHnn) neHTuI]-oKTarngpo-TueHo [3,2-c]lnnpngnH-6-N-T-6yTInn-
KapbokcaMmnpa MmeTaHCy Ibq)OHOBOW KNCNOTbI COJib
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Kaxkxaas 13 BblLEYNOMSIHYTbIX NATU (hOPMY1 UMeeT NATb aCMMMeTPunY-
HbIX LLEHTPOB N TakMM obpa3om onpepensieT coegnHeHue, BoibpaHHoe 13 32
NHONBUAOYANIbHbLIX CTepeou3omMepoB K nbon cmMecnm M3 OByx unm bonee

CTepeon3oMepos.
MpegnoyTuTesibHbIE  CTepeou3oMepbl 3TUX  coeaunHeHun:  [3S-
(3R*,4aR*,8aR*, 2'S*,3'S*)]-2-[2'-rngpokcn-3'-cbeHnntTnomeTnn-4'-aza-5"'-

OKCO-5'-(2"-MeTnn-3"-rmgpoKcnueHnn)neHTnn] aekarnapon3oxmHonmH-3-N-
T-OyTUnkapbokcamug

OH

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-rnapokcun-3'-oeHnntTnometnn-4'-asa-5'-
OKCO-5'-(2"-MeTnn-3"-rmgpoKcnueHnn)neHTnn] aekarnapon3oxmHonamH-3-N-
T-OyTunkapbokcamnzga meTaHCy1bOHOBON KNCJIOTbI COJb

CH

3"-o4HO3aMewleHHbIn  docdaT [3S-(3R*, 4aR*,8aR*,2'S*,3'S*)]-2-[2'-rua-
pokcu-3'-peHnntuomeTunn-4'-aza-5'-okco-5'-(2"-metunn-3"-
rmapokcngeHnn)neHTnN]
nekarngponsoxnHosnH-3-N-T-bytunkapbokcammnga rugpoxaopmaa

D?O(OH)2
+HC1
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[6S-(6R*,3aS*,7aR*,2'S*,3'S*)]-2-[2'-rngpokcun-3'-peHnntnometnn-4'-aza-5'-
OKCO-5'-(2"-MeTnn-3"-rugpokcudeHnn)neHTn] OKTarmapoTmeHo[3,2-
clnnpnponH-6-N-T-6yTnnkapbokcamug

{SPh

n [6S-(6R*,3aS*,7aR*,2'S*,3'S*)]-2-[2'-rugpokcun-3'-beHnntnomeTnn-4'-asa-
5'-0kco-5'-(2"-meTnn-3"-rugpokcnudenHmnn)neHTnnlokTarnapo-TneHol 3,2-
clnupnanH-6-N-T-byTnnkapbokcamm-ga MmeTaHCysibpOHOBON KUCNOTbI COJb

°CHSOH

Opyrne coeanHeHns HacTosAwero wun3obperteHma BKAOYawT: [3S-
(3R*,4aR*, 8aR*,2'S* 3'R*)]-2-[2'-rugpokcu-3'-peHnnmeTnn-4'-asa-5'-ok-co-
5'-(2"-nponun-3"-rugpokcmndeHnn)neHTmnn] neKarmapomsoxXmHoInH-3-N-T-
byTunkapbokcamnpg

OH

[25-(2R*,2'S*,3'S*)]-1-[2'-rngpokcmn-3'-chbeHnntnomeTnn-4'-asa-5'-okco-5'-(3"-
rMApoKcn-2"-metundeHunn)neHTun]-4-nupng-3"-nametTnnnunepasmH-2-N-T-
byTunkapbokcamnpg

OH
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[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-rnapokcun-3'-goeHnntTnometnn-4'-asa-5'-
okco-5'-(1",2",3",4"-TeTparnapoxXnHoNnH-5"-nn)nentnnloekarmna-
pPON30XNHONNH-3-N-T-6yTunkapbokcammg

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-rngpokcun-3'-peHnnmetnn-4'-asa-5'-
OKCO-5'-(2"-MeTun-3"-ruapokcnueHnn)neHTnN] gekarngpon3oxmHonnH-3-N-
T-6yTnkapbokcamung

OH

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-rngpokcun-3'-peHnnmetnn-4'-asa-5'-
0KCO-5'-(2"-3Tun-3"-rugpokcueHnn)neHTnn] nekarngponsoxmHonH-3-N-1-
byTunkapbokcammnpg

OH H

CH,CH, N

L AKX

H

[2'R-(2'R*,3'S*)]-N-T-6yTnn-2-[2'-rugpokcmn-3'-HapT-2-nntnometnn-4'-aza-5'-
okco-5'-(1",2",3",4"-TeTparnapoxXnHoINH-5"-nn)neHTnn]éeHsamng;
[2'R-(2'R*,3'S*)]-N-T-6yTnn-2-[2'-rugpokcun-3'-HapT-2-nntTnomeTnn-4'-asa-5'-
0KCO0-5'-(2"-meTun-3"-rngpokcucdeHnn)neHTun]beHsammny;
[2'R-(2'R*,3'S*)]-N-T-6yTnun-2-[2'-ruapokcmn-3'-HadpT-2-untnometnn-4'-asa-5'-
OKCO0-5'-(2"-meTnn-3",5"-anammnHodeHnn)neHTmnn] 6eHsamng;
[2'R-(2'R*,3'S*)]-N-T-6yTnn-2-[2'-rugpokcun-3'-HapT-2-nntTnomeTnn-4'-asa-5'-
0KCO-5'-(2"-MeTnn-3"-rngpokcucdeHunn)neHTun]-1-HacptTnnamung; v
[2'R-(2'R*,3'S*)]-N-T-6yTnn-2-[2'-ruapokcm-3'-HadpT-2-nntnomeTtnn-4'-aza-5'-
0KCO-5'-(2"-xnop-3"-amMmmHopeHnn)neHTnnl-1-Hacptunammng, wim  dapma-
LEeBTUYECKM Mnpuemsemyto cojib toboro m3 BbileynoMsaHYTbIX Hambonee
npeanoYTUTENIbHbIX COeANHEHUN.

CoeguHeHnsa opmysbl 1 MOryT BbITb MOJIYYEHbI COrNlIaCcHO crepyowen

peakumnmn 1.
Peakunsa 1
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9,
SN SCOOH  (cpaspipanme)
¥ A =
o ! Q
(1B) 7

(cbopmyna 1)

roe obo3HavyeHna onga popmynbl 1 onpeneneHsl Bbille.

Peakuusa 1 npepnctasnsgeT cobon CTaHAAPTHYIO peakuuio CBA3bIBaHUS,
00ObI4YHO MpPUMEHAeMylo B CUHTE3e aMmaoB Wau NenTuaoB, KOTopas oOcy-
L ecTBNaeTCa MNoCpeAcTBOM B3aMMOLENCTBUA MoAxXoAsile 3aMeLleHHOoro
amMnHa d¢opmynbl 1A ¢ noaxopsiue 3amMeweHHOM KapbOHOBOW KMUCNOTOW
opmynel 16 B anpoToHHOM pacTBOpuUTesie WIM CMecu pacTBopuTenen.
Ob6bI4HO peakuus NpoTekaeT B MNPUCYTCTBUM WU OTCYTCTBUE aKTUBUPY-
loLero areHTa, NpeanovYTUTENIbHO B NMPUCYTCTBUU aKTUBUPYIOLLEro areHTa,
U B MPUCYTCTBUU CBA3bIBAOLLEro peareHTa. TUNMMUYHbIMU anpoTOHHbLIMU pac-
TBOPUTENAMU 019 3TOUN peakuun ABAAITCA TeTparnapodypaH n aumMeTun-
bopmamua, nam cmecb Takux pacteoputenen. ObbIYHO peakumio NPOBOAAT
npn TemnepaTtype npubnmsntenbHo oT -30°C go npubnmsnmtenbHo 25°C.
AMWNHHbLIN peakKTaHT B OCHOBHOM MCMNOJIb3yeTCA B SKBUMOJIAPHbLIX COOTHOLLEe-
HNAX OTHOCUTENbHO KapbOHOBO-KMCNOTHOrO peakTaHTa B NPUCYTCTBUN K-
BUMONSAPHOro Kosmyectsa Jsnbo Hebosbworo wm3bbiTKa CBA3bIBAKOLWErO
peareHTa. TUNUYHbIE CBA3bIBAlOWME peareHTbl BKJYaT KapboannMmuasl,
Takue Kak pguumknorekcunkapbéogummmp (DCC) mu N,N'-gnatunkapbonuu-
MUA; WUMUAA30Mbl, TakKMe KakK KapOboHMngummmaasosn; a TakKxe Takue
peareHTbl, Kak 6uc(2-okco-3-okcasonungunHunn)pochpunxnopung (BOP-CI) nnn
N-3ToKCnkapboHunn-2-atokcun-1,2-aurngpoxmHonmH  (EEDQ). MpeanoyTtwu-
TeJIbHbIM CBSA3bIBAKOWMM peareHToM nsg 3ton peakuumm aengetca DCC. Ons
npoBefeHna 3TON peakuunm npeanoyTUTEeNIbHO WCMOJIb30BaTb aKTUBUPY-
IO areHT; NpeanoYTUTEsSIbHbIM aKTUBUPYIOWNM areHToOM ABNseTCa rmpa-
pokcubeHsoTpuason moHorngpat (HOBT - H,0).

Mo OKOHYaHUWM peakuun coefunHeHune MoXXeT ObiTb Npu >KeslaHUN Bbl-
[eJsieHOo C NOMOLLbI0 N3BECTHbIX CcChneunanmcTtaMm MeTonoB, HanpuMmep, 3aKpu-
CTa/l/IN30BaHO N 3aTeM cobpaHo hunbTpoBaHMEM, AN pacTBOpUTENb, UC-
NOSIb30BaHHbLIA B peakuun, MoXXeT OblTb yaaneH 3KCTpakuuen, ynapuvsa-
HUeM unun gekaHtaumen. Ecnn Heobxogumo, coeguHeHne moxeT bbITb Oa-
nee o4yuweHo obwmMMM MeToLaMU, TaKUMU KakK KpuUcTaaamsauns uam xpo-
MaTorpadusa Ha TaKuUX TBepAblX HOCUTENAX, KakK CUMKaresab WIN OKCUL
AJIIOMUHNA.

NcxoaHble coeanHeHns dopmynbl 1A MOryT ObiTb MOJSlyYeHbl B COOT-
BETCTBUM CO crnocobamMu, NOkKasaHHbIM Ha peakuunoHHon cxeme A (cM. B
KOHLLe onucaHuns).
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PeakuMOHHasa cxema A BbINMOJIHAETCA MnociefoBaTesibHbIM MNpoBefe-
HUeM peakuun 1-7. Nlo OKOHYaHUN Ka)K40W N3 peakunim NpoMexxyTo4yHoe Co-
eonHeHne MoXeT 6biTb Npu >KenaHuUM BblAeNIeHO C MOMOLLbIO U3BECTHbIX
cneunanncTtaMm MeTonoB, Hanpumep, coeguHeHne MoxeT ObiTb 3akpucTan-
IN30BaHO 1 3aTeM CObpaHO pUNbTPOBAHNEM NN PaCTBOPUTENb, NCNOJIb30-
BaHHbIN B peakuun, MoXxeT ObiTb yAaNleH 3KCTpaKuuen, ynapuBaHuemMm mam
hekaHTauunen. Ecnm Heobxoaoumo, nepen ocyuwecTBeHUEM CleayroLero
3Tana peakuMOHHON CXeMbl MPOMEXYTOYHOE coeanHeHne MoXXeT ObiTb Aa-
nee o4ynuieHo obwmMn MetogamMu, TakKUMM KakK KpUCTannmsaums uiam xpo-
MaTorpadmns Ha TakuMX TBepAblX HOCUTEnNsAX, Kak CuaukKaresb WM OKCUp
AJIIOMUNHUNA.

Peakuunsa A.1 npeactasnseT cobon npeobpasoBaHMe 3aWULLLEHHON MO
aMumHorpynne KapboHOBOM KUCNOTbI, UMEKOLWEN CTPYKTYPY

3

vt 0

N/

N OH

K COOTBETCTBYHWLLEMY CMelWaHHOMY aHrmapuay B YCJIOBUAX, WU3BECTHbIX
crneumanuctam. Hanpumep, 3awuuwieHHas No amMuHorpynne kapboHoBas
Kncnota MoxeT pearnmpoBaTb C Ci-Ce-anlkKua-x10pHopMrnaToM, TaKUM Kak
n3obyTtunxnopgopmmaT, nNpPeanoyTUTENbLHO B NPUCYTCTBUMM akKuLenTopa
KNCNOoThl. [peanoyTnuTesnbHbIMU akuenTopaMm KUCNOTbl ABNAKOTCA Tpuan-
KWNaMWHbI, MpeanoyTUTeNbHO TPpUaTUNaMuH. Peakumsa B TUMUYHOM Cly4ae
BbIMOJIHAETCHA B aNpPOTOHHOM pacTBopuTesie Tuna 3TunaueTaTa. Boibop pac-
TBOPUTENA HEe KPUTUYEH, MOKa WCMOoJIb3yeMbll pPacTBOPUTESIb UHEPTEH K
npoTeKatloLlen peakunm n peakTaHTbl 4OCTAaTOYHO CONOOUNN3NPOBAHDI, YTO-
Obl MpPOU3BECTU XenaeMy peakumio. MNonyyvarwmncs CMeWwaHHbIn aHrna-
pua UCNosib3yeTcsa B peakumnn A.2 npemMmyuecTBeHHO 6e3 JOono/IHNTENbHbIX
CTaguin BblAENEHUSA NN OHYUCTKN.

Peakuusa A.2 BbinosnHAeTcs B ABa 3Tana. CHa4vasia pacTBOp rMOpPOKCU-
0a HaTpu4d, NMOKPbLITbIM CnoemM acdunpa, NPeanovyTUTENIbHO AN3TUNOBOIo 3un-
pa, pearupyet ¢ 6onbwnM N3bbITKoM N-MeTuni-N-HUTPO-N-HUTpO30oryaHmnau-
Ha Cc obpa3oBaHMEM [OMA30METAHOBOr0 peakTaHTa. [maopokcma HaTpus
npennoyYTuTesIbHO UCMOoJIb3yeTCsa B BUAEe BOOHOMO pacTBoOpa C KOHUEHTpa-
uven npubnmsnmTenbHO OT YeTbipex A0 WecTu Moab/a. o OKOHYaHun
peakununm opraHMYeCcKuin C/IoN BbICYLLIMBAIOT HaL BbICYLUMBAKOLWMM areHToM
TUMa rMapoKcmpa Kanamga. DTOT pacTBOp 3aTeM pearvpyeT CO CMellaHHbIM
AaHrMOpuUAOM, MNOJZIYYEeHHbIM B OMMCAHHOW Bbiwe peakuun A.1 ¢ obpasosa-
HMWEeM COOTBETCTBYIOLEro a-gna3okapboHmnbHoOro coegunHeHus. dnasome-
TaHOBbIM peaKTaHT MpeanoYTUTEeNIbHO UCMOoJSIb3YyeTCa B 3TOW peakuun 6es
BblAENEHNA UM OYUCTKU. Peakumsa obbiMHO MPOBOAMTCA MpPU TeMmrnepaType
oT npubnnsntensHo -50°C go npubnmsmtenbHo -10°C, npeanoYTUTENbHO
npu TemnepaTtype okono -20°C.

B peakuun A.3 a-gna3okapboHMNbHOE coeAnHEeHMe, MoJsly4eHHoe Mo
peakuuun A.2, B3aUMOLENCTBYET C KNC0Ton hopmynbl H-ZZ, roe ZZ agnsaeT-
cA ranorpynnon, 06blMHHO B ANPOTOHHOM pacTBOpUTese, Hanpumep Au-
3TnnoBoM 3¢upe, ¢ obpasoBaHMEM o-raNoKapbOOHUIBHOIO COeAVNHEHUS.
MNpefonoYTUTENbHBIM KUCNOTHbLIM PEeaKTaHTOM fABJIAeTCA COoNdHasa KUCI0Ta,
BbICTYyNatoLLasa B POJIN COOTBETCTBYHOLWEro a-X10pKapboHNAbLHOro coeanHe-
HUNA. Peakuunsa obblYHO NPoOBOAUTCA NpU TemnepaType oT NPpUban3nTenbHO -
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30°C po npubnmsntenbHo 0°C. Bbibop pacTBOpUTENA HE KPUTUYEH, MOKa
NMPUMEHSAEMbIN PaCcTBOPUTENb MHEPTEH K MPOTEKALWEN peakumum 1N peak-
TaHTbl coMnobunn3npoBaHbl B AOCTAaTOYHOW CTeneHu AN OCyLeCTBJ/IEHUS
Xenaemonm peakuun. KNCOTHbIN peakTaHT 0bbl4HO pgobasnseTcsa B hopme
6e3BoAHOr0 rasa MajsbiMM MNOpPUMSAMWU L0 CYLLeCTBEHHO MOJIHOro 3aBepLle-
HUSA peakuuun. XoL peakumnm MOXXHO KOHTPOJIMPOBAaTb TOHKOCJ/IOMHOM XpPO-
MaTorpadunen.

B peakumn A.4 KapboHMNbHaaA YacTb COeAMHEHWUA, MOJIYYEHHOro B
peakuun A.3, BOCCTaHaBJ/IMBAETCHA B WU3BECTHbIX CTaHOAPTHbIX YCNOBUAX C
obpa3oBaHMeM COOTBETCTBYHOLWEro o-XJI0PrugpoKCUIbHOIr0 COeAVNHEHUS.
Hanpumep, coeauvHeHne, nony4YeHHoe B peakuun A.3, CMewmBawT C
BOCCTaHaB/MBAOWMM areHToM B CMecu pacTBopuTenen. TunuyHble
BOCCTaHaB/MBalOWME areHTbl BkAYalT bopruapun HaTpusd, 6oprugpug
nnmtna, 6oprmapuh UuUHKa, Aunsoby-Tunanwomormnapug n 6uc(2-metokcun-
3TOKCM)antomornapug Hatpusa. NpeanodyTuTesibHbIM BOCCTaHaBAMBAOLWMM
areHToMm sasnfeTca 6opruapung HaTpusa. TUNU4YHblIE CMECKM pacTBopuUTesnen
BKJIIOYAIOT MPOTOHHbLIE N arNpOTOHHbIE CMeCcn Tuna TeTparngpodypaH/soa.
Boibop pacTBOpuTENs HE KPUTWUYEH, MNOKa WCMNONb3yeMblll pacTBOPUTENb
WHEPTEH K NpoTeKalwLwen peakumm n peakTaHTbl 4OCTaTOYHO CoMtobunnnsm-
poBaHbl, 4TOOblI MPOM3BECTU Xenaemytl peakuuto. Peakums obbl4HO Mnpo-
BOOUTCA Npu TeMmnepaTtype npmbansmtensHo -10°C, npefnov4TUTEesIbHO Npwn
TemnepaType okosio 0°C.

B peakumn A.5 oa-XJ10prngpokcusibHoe coefuHeHwue, roJly4eHHoe B
peakuun A.4, obpabaTbiBalOT CUIbHBIM OCHOBaHMeM ansa obpasoBaHUsA COOT-
BETCTBYIOLEro 3MokKcnaa B CTaHAAPTHbIX, XOPOLIO U3BECTHLIX Creumanm-
cTaM B 3Ton obnacTu ycnoBusax. Hanpmmep a-xnoprugpokCcuibHOe coegnHe-
HWEe MOXXeT B3aMMOLEeNCTBOBATb CO CMeCbl TUAPOKCUA Kanusa/3TaHoN B
CNMPTOBOM pacTBOpuTEsie, TAKOM KaK 3TaHoa. OBbIYHO peakumnio NpoBoasT
B WHTepBase TemnepaTyp oT npubnmsnmtensHo 0°C p[o TemnepaTypbl
nednermaumm pactsoputens. NpeanovyTuTesNlbHO peakLuuilo OCYLLEeCTBAIT
rnpn KOMHaTHON TeMnepaType.

B peakuum A.6 anokcua, Nosly4eHHbIN B peakummn A.5, B3aMMoLencTBY -
eT C reTepounK/IN4eCKNM peakTaHTOM

S

00bI4HO B CMMPTOBOM pacTBoOpuUTesie Npu TemnepaType B npenesax oT rnpu-
6nnsntenbHo 20°C go 100°C. Beibop pacTBOpUTENSA HE KPUTUYEH, NOKa Npu-
MeHSIeMbll PpacTBOpPUTESIb MHEPTEH K MpOoTeKalLwen peakunm U peakTaHThbI
conobunmsmpoBaHbl B A0OCTATOYHOW CTeneHW AN OCYLeCTB/IEHUSA Xe-
naemMon peakuumun. TUNMYHbIE PacTBOPUTENMN ONA 3TOWN peakuunu BKIOYAIOT
CMUPTbl, NPeanoyYTUTESIbHO M30MPOMNaHoOa WA 3TaHoAa. [lpeanoYTUTENbHO
peaKunio OCyLLEeCTBAAIT nNpu TemMnepaTtype okoso 80°C.

Peakuunsa A.7 - cTaHOapTHasa peakumns CHATUA 3aWNUTbl C aMUHOT Py bl
C UCMOJSIb30BaHNEM MeTOo40B, M3BECTHbIX cneunanmcTtamMm B gaHHonm obnacTu,
C LUenbl Nosy4YeHUs COOTBETCTBYHOLWEro aMmHa, KOTOPbIM NPUMEHSeTCA B
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BblLleyKa3aHHON peakumn 1. DTOT aMUH MOXXHO BBOAUTb B peakuuto 6es
OYUCTKW, HO MPeanovYTUTENbHO, 4TObblI CHavana OH Obl1 OYULLEH.

CoennHeHnuss cdopmynbl 1A, roe Q° npeactasnsier cobon -S-apun,
06bI4HO NoNy4aloT B pe3ysbTaTe CHa4vasla B3aMMOOEeNCTBUSA 3alLuMULIEHHOMO
Mo aMUHOrpyrnne cepuHa C TpUPeHnNPoCchnHOM 1 gnaTunasognkapbokcu-
natom (DEAD) B anpOTOHHOM pacTBopuTesne npu TemnepaTtype npmbnnsn-
TenbHo oT -80°C pgo 0°C c obpa3oBaHMeM COOTBETCTBYHOLWEro B-NakToHa.
ObBbIYHO peakuuto NMPoBOAAT B 3hupe, TaKOM Kak TeTparumgpodypaH, npu
TemnepaType npubnnsmntensHo oT -80°C oo -50°C. 3aTeM pacKpbiBalOT Nak-
TOHOBOE KOJ1bLO, obecnevymBas nonyyeHme coegnHeHuUsa CTPYKTYpbl

aryl
S/

OH

06bIYHO NyTEM B3aMMOLENCTBUSA JlaKTOHA C NOoAXOoAsLEe 3aMeLlleHHbIM TNO-
AHNOHOM, UMELWNM CTPYKTYpPY -S-apuna. TMoOAHMOHHOE coeguHEHUe Nosy-
YaloT NPEenMyLLeCcTBEHHO NpU B3auMOo4enCTBUN COOTBETCTBYIOWEro Tnona ¢
CUJIbHLIM OCHOBAHMEM, TaKUM KaK ruapun HaTpua wuam rnapug Kaaus.
O6bI4YHO 3Ty peakuuto NMPOBOAAT B aNpOTOHHOM pacTBoOpuUTene npu Temne-
paType oT okono 0°C gmo npubnunsntensHo 40°C n B MIHEPTHOM aTMocdepe,
Hanpumep B a3oTe. TUNUYHBIMU PaCTBOPUTENAMU O 3TON peakuumn $B-
NATCA 3PMPLbI, NPeanoYTUTENIbHO TeTparngpodypaH.

B anbTepHaTUBHOM cniydyae coeguHeHus cdopmynbl 1A, roe Q3 npen-
cTasnsetr cobow -S-apun, Moryt O6bITb MNOJyYEHbl C WUCMOJSIb30BaHUEM
crnocoboB, geTanbHO onmncaHHbIX B Photaki. JACS, 85, 1123 (1963) [2], Sasaki
N.A. et. al. Tetrahedron Letters, 21, 6069, (1987) [3]. Hanpumep, coeanHe-
HUSA MOryT 6bITb MONyYEeHbl B pe3ysbTaTe peakuMn ABaKabl 3alUULLIEHHOMO
cepuHa (3aWwnLeHHoro no KapboKCcnIbHOM N aMUHOrpynnam) C TONyONCYNb-
doHnnxnopnaomMm B MPUCYTCTBUU AuMeTunamumHonmpuagunHa (DMAP) wu
akuenTopa KWUC/OTbl TuMa nUpuUaMHa B anpoTOHHOM pacTBopuTesie Tuna
MeTuneHxnopuaa ¢ obpaszoBaHMeM COOTBETCTBYIOLWEro TONyonCynboHaTa,
KOTOPbIN MOXEeT 3aTeM pearnpoBaTb C noaxogsuie 3amMelleHHbIM TUOaHW-
OHOM, MMEWLWNUM CTPYKTYpPY -S-apuna. TnoaHnoH npegnovytTutTenbHo obpa-
3yeTCs, KakK OMucCaHoO Bbille, B pe3y/ibTaTe peakuunm COOTBETCTBYHOLLEro
TMosna C CUIbHbLIM OCHOBaHMeM. KapbokcunsawmTHaga rpynna MoxeT bbiTb
yhoaseHa W3 NOJIYYEeHHOro [ABaXkAbl 3alUMLIEeHHOro apwuaTuvoasiaHuHa B
YC/I0BUSAX, N3BECTHbIX CreunasncTam.

FeTepoumkKnmyeckmne peakTaHTbl hopMy bl

G MNQ O,

g N
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npUMeHeHHble B peakuunm A.6, MOryT ObiTb MoJsly4eHbl C MCMNOJIb30BaHNEM
crnocoboB n MeToA0B, U3BECTHbIX creunannctam. Hanpumep, nx obbl4HO NO-
JIy4aloT U3 COOTBETCTBYIOLMX 3aLlUNLLEHHbIX MO aMUHOrpynne aMMHOKUCIIOT
nyTeM KMUCNOTHOW akTuBauuu C nocnepyouen obpaboTkonm ankuiammHoM.
OTa peakumsa obbIYHO OCYLLECTBASAETCA B NMPUCYTCTBUN aKLENTOpa KMUCAOThI
Tuna N-meTunmMmopdonaunHa. T[llocne ypaneHna aMUHO3ALWUTHBLIX rpynn
CTaHAAPTHLIMU XUMUYECKMMIN CriocobamMm NosyyatloT XKeslaeMble reTepoLmnK-
myeckme peakTaHTbl. B 4vacTtHocTn, [3S-(3R*,4aR* 8aR*)]-nekarmng-
pon30XnHONNH-3-N-T-6yTunkapbokcammng nonyyanm, ncnonbsysa 2S-1,2,3,4-
TeTparnapo-3-m30XMHONMHKAPOOHOBYIO KNCNOTY, cneaytowmm cnocobom:

1) 3awmTa ammnHorpynnel (t-Boc);

2) KNCNOTHasA akTuBauus/B3ammMogencTeme ¢ T-byTmiaMmmHomMm;

3) KaTannTmnyeckoe ruapupoBaHue;

4) cHATWME 3alnTbl C aMUHOIPYyMnbl.

NMnnepa3nHOBbIE peaKTaHTbl MOryT ObITb MOJIy4EeHbl MYyTEM MpeBpaLle-
HUA noaxosuie 3aMeLleHHOro nNMpPasnHoOBOro CoeAnHeHUA B COOTBETCTBY-
louee nunepasnHoBoe coegunHeHme criocobamn, M3BECTHbIMK Creuunanm-
CTaM, NMpPenMyLlecTBEHHO C MUCMOJIb30BaHMEM KaTaJIMTU4YeCKOro rmapupoBa-
HMA. Hanpumep, rmgpmupoBaHne MoXXeT ObiTb BbINOJIHEHO MYyTEM CMeLleHUSs
MMPasMHOBOro0 peakKTaHTa C KaTaJmM3aTopoM B aTMoc(epe Boaopona B
anpoTOHHOM pacTBopuTesie nNpu TemnepaTtype oT npubnmsnmtensHo 0°C ao
npnbnmnsntensHo 60°C. MoaxoadawMMM KaTanm3aTopaMu SABAAKOTCA Na-
naguin Ha yrrse, MeTassindyeckasa njaaTtmHa, OKUCb MaaTuHbl U T.n. MNpepno-
YTUTENIbHbIM KaTaJIn3aTOPOM SABAAETCHA OKUCb NAATUHBbI. TUNUYHbIE PacTBO-
putenun pns 3TON  peakuun BKIOYaAT TeTparvapodypaH, OUMeTu-
dopmMamMng nnm cMmechb TeTparngpodypaHa n auMmetTmndopmammaa.

ATOM a30Ta B MOJIYYEHHOM MUMNEPA3NHOBOM peakKTaHTe MOXeT ObITb
NMPOasKNANPOBAH W3BECTHbIMW cneynananctam cnocobamu. Hanpumep
MOXeT 6biTb MpPOBEeAEHa peakuus mMexay nunepasnHoOBbIM pPeakTaHTOM WU
rano(C,-Cs)ankusioMm unm ranoMeTuANMPNONHOM, TaKUMU KaK WNOOUCTbIN
MeTUN NN XNoOpMeTUINUPUAVH. NpeanodyTnTenbHbIMU rasio3aMecTuTensaMm
ABNAKOTCA xnop, 6pom m moa. Peakuuto NpoBoOoAT mMpu TemnepaTypax oT
npnbnunsmtensHo 0°C pno 60°C BO B3aMMHO MHEPTHOM pacTBopuTene u B
MPUCYTCTBMM akuenTopa KUCNoTbl. [pefnodYTUTeNbHbIM  akKLenTopoM
KUCNOTbl ABNseTCca KapboHaT Kanmsa. TUnmnyHble pacTBOPUTENU BKJOYaOT
CMeCb MPOTOHHbLIX U arMpPOTOHHbLIX pacTBOpUTeNnen, TakuxX Kak aLeTOHUTpUn
n Boda. Belbop pacTBopuUTENA HE KPUTUYEH, MOKa NMpUMeHseMblin pacTBOPU-
Tesb NHEPTEH K MPOTEKaloWeEN peakunun n peakTaHTbl CONtobnansnpoBaHsbl
B OOCTATOYHOW CTENEHN ONA OCYLLECTBIEHNS XXeJlaeMon peakuynn.

B anbTepHaTMBHOM CJlydae aJIKUIMPOBAHHbLIM NMNEpPa3nNHOBbLIA peak-
TaHT MOXXeT ObITb NOJIy4EeH C NCMNOJIb30BAHNEM BOCCTAHOBUTEJIbHOIO aMUHN-
poBaHuA. Hanpumep, MoXxeT 6bITb NpoBeAEHa peakuns Mexxay nosly4eHHbIM
BblLLE MUNepa3nHOBLIM peakTaHTOM U anbAernaom (a MMeHHo, 3-NNPUAnH-
KapboHOBbLIM anbAernngom, 3TaHasnem, NponaHaseM) Uanm KeToHOM B NMPUCYT-
CTBUM BOCCTaHaB/MBAKOLWEro areHTa M KucnoTbl. OBbIYHO peakuunsa npo-
BOAUTCA B CMNUPTOBOM pacTBOpuUTEesie, TaKOM KakK MeTaHOJl, 3TaHOoJ1 WUaun
n3onponaHosa. TuNMYHble BOCCTaHaB/MBAOLWME areHTbl BKJOYaT boprug-
puna HaTpua, uwnaHboprmapup nuTug, umaHbopruapui HaTpua wuo T.n.
MNpepno4YTuUTesIbHbIM BOCCTaHaB/MBAOLWMM areHToM saBnseTcsa unaHboprmng-
pna HaTpUAa. TUNNYHbIE KNCOTbI BKJOYAKOT N0OYI0 KUCNOTY, TaKylo Kak Co-
JIFHas, cepHas, MeTaHCYy/Ib)OHOBAA U YKCYCHasa KUCAOTbI. [lpeanoytutesns-
HOW KMUCJIOTON ABNSIETCHA YKCYCHasa KNUCOTa.
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MpoMe)XXyTO4YHbIN peakKTaHT

Tak)Xe MoXXeT 6bITb NoJly4eH B BUAE CoefnHEeHNs hopMy bl 2

roe VO n V! - He3aBucumo atombl Bogopona, Ci-Ce-ankun nnm ruapokcun(Ci-
Ce)ankun,
V? - aToM BOA4OPOAA, aMUHO3ALLMTHASA rpynna uam rpynna gopmybl

V3 npepactasnsaeT cobon -(CHy)-V3';

t=20,1, 2, 3vin 4,

V3' apnseTtcs apuaom, -O-apuiom nnm -S-apuniom;

V4 - aToM BOAOPOAA WM aMUHO3aLWMTHas rpynna; f, h u j kaxxabli He-
3aBucmmo 0, 1 nnm 2; g n i Kaxxabln Hesasmncmmo 0 nnm 1;

V° npeactasnset cobon -CH,-, -CHV?'- unu -CV>'V>'-;

Ve npenctasnsiet cobon -VH,-, -CHV®'- nnn -CVve've'-;

V'’ npepnctasnset cobon -CH,-, -CHV’'- unu -CV"'V"'-;

Kaxabih n3 V', V& n V"' HesaBucMmo BbibpaH M3 ranorpynnbl, rna-
pokcunbHown rpynnbl, Ci-Cs-ankuna, rano(Ci;-Cs)ankmna, rugpokcm (C,-Cq) an-
kuna, C:-Ce-ankokcu-, C1-Ce-aNKNN-TNO-, aMUHO- NN LMAHOT Py Nnbl;

T n W - He3aBUCUMO -S-, -S(0)-, -S(0),-, -O-, -NH- nnn -(V°9)-; un

V® npepctasnaet cobont Ci-Ce-ankun, apun(Ci-Ces)ankun, apun unm
auwnn;

C YCNIOBUSIMWN, YTO:

g ni He moryT oba 6bITb O;

cymma f, g, h, i nj gomxHa 6biTb 2, 3, 4 nnn 5;

ecnn V° npenctasnseTt cobon -CV°'V>'-, 1o V® ponxxeH 6biTb -CHz- nnn -
CHV®'-; a V' ponkeH 6bITb -CHz- nnun -CHV’'-;

ecnn Ve npenctasnseT cobon -CVe'Ve'-, 1o V° nonxeH 6biTb -CHy- nnnm -
CHV>'-; a V' ponxeH bbiTb -CH»- unu -CHV’'-;

ecnn V' npenctasnset cobon -CV”'V''-, To V> gponxxeH 6biTb -CHz- nnn -
CHV>'-; a V® poskeH 6bITb -CHy- nnn -CHV®'-;
nnu ero papMaleBTUYECKN NpMemMnemMas Cosib.
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CoeaunHeHns dgopMysbl 3 MoryT ObITb MoJly4eHbl B COOTBETCTBUU C
peakunoHHonm cxemon Il (CM. B KOHLE ONUCaHNS).

PeakynoHHada cxema |l BbInoNHAETCA nocsiefoBaTesibHbIM MpoBene-
HueMm peakuun 1-3 (nnm 1-5). Mo OKOHYaHMK Ka)Ka0W N3 peakuuin NpoMexy-
TOYHOE coefuHeHMe MOXXET ObiTb NPU XXEeNaHNW BblAE/IEHO C MOMOLLbIO M3-
BECTHbIX CcrneunannctamMm MeTonoB, HanpuMmep, 3aKPUCTaJIN30BaHO U 3aTeM
cobpaHO puNbTPOBAHMEM NN PACTBOPUTESNb, NCMONb30BaHHbIN B peakuuu,
MOXeT bbITb yAaseH 3KCTpakumen, ynapmBaHMeM unm gekaHTauuen. Ecam
HeobxoOomMMo, nepen OCyLleCTB/IEHWEM cCneaylulero sTana peakuUoHHON
CXeMbl, MPOMEXYTO4YHOEe coeguHEeHMEe MOXXeT ObITb Aasiee 04YnLLEeHO 0B MK
MeTo4aMW Tuna KpucTasamsaunum nam xpoMaTorpadpum Ha Takux TBepabiX
HOCUTEeNAX, KakK CUMKarenb Uian OKCUL asiloMUHUA.

Peakuuns 1.1 obbl4HO oOCyLLEeCTBASETCA NyTeM akTuBauum KapboHOBO-
KUCNOTHOM YacCcTu C ucnosb3oBaHueM, Hanpumep DCC wanm cMmewaHHoro
aHrnapuaa, Takoro Kak n3obytusa, ¢ nocnenylowen peakumen ¢ NepBnYHbIM
WX BTOPUYHLIM aMUHOM, umetowmm dopmyny NVOVE, roe VO u V! aHanormy-
Hbl BbILLEYNMOMAHYTbIM AN opMybl (2). ObbIYHO peaKkLmMio NPOBOAAT B He-
MONSAPHOM anpOTOHHOM pacTBOpUTEsIe WIN CMeCU pacTBoOpUTesien B NPUCYT-
CTBUM NN OTCYTCTBME aKLEeNnTopa KUCNOTbl Npu TemnepaType oT npnbnmsn-
TenbHo -20°C oo npubnmsntenbHo 25°C € Nony4YeHneM COOTBETCTBYIOLLErO
ammnpa. Noaoxoasawme pacTBopuUTeNn A8 3TON peakunn BKIKYAT 3MpPbl U
XJIOpNpPOBaHHbIE Yr/1eBOA0OPOAbl, NPennoYTUTEsNIbHO AN3TUNOBLIN 3PUP, XJ10-
poopM nnu MmetuneHxnopug. NpennoyTnTesnibHO 3Ty peakuuto NpoBOaAT B
MPUCYTCTBUM aKuenTopa KWUC/OTbl TUMNa TPeTUYHOro amMuHa, npeanoyTu-
TeNbHO TpMaTUAAaMUHA. AMUA, NOJIyHaeMbIN B 3TOMN peakumu, MoXeT ObITb
Bble/IeH NN NCMNOJIb30BaH B peakuun gasee, Kak nokasaHo B peakuuu I1.2.

Peakuyuio 1.2 06blMHO MNpoOBOOAT C COeAUHEHUEM, MOoJIyYEHHbIM B
peakuun II.1, ncnonb3sya MetTonbl, OeTaslbHO oOnNuUcaHHble B Heteroatom
Manipulation. In: Comprehensive Organic Synthesis. Vol. 6 (Barry M. Trost,
ed.), pp. 736-746, (1991) [4]. B obuwem, cooTBeTCTBYylOUWE 3aMelleHHOoe
MOHOUMK/INYEeCKOe KOJIbLLO pearupyeT C anbgerngom, Tuna opmanbiernaa
Unn TpuxnopaueTtanbgernga B npucyTCTBUM KUCNOTbI. KucnoTta MoOXeT UC-
MoJIb30BaTbCA KaK pacTBOpUTEsb. TUMNUYHbIE KUCOThI BKJIIOYAKOT COJIAHYIO,
6pOMUCTO-BOAOPOOHYIO, CEPHYIO, YKCYCHYK, TPURPTOPYKCYCHyO u T.n. K
pPeakLMOHHON CMeCu MOXXeT [OMosIHUTeNbHO bbiThb gobasneH copacTBopU-
Tenb. Bolbop copacTBopuTENa HE KPUTUYEH, MOKa NMPUMEHSAEMbIA COpPaCcTBO-
puTesnb MHEPTEH K NMpoTeKaloLWen peakunum n peakTaHTbl contobunminposa-
Hbl B OOCTAaTOYHOW CTEeneHn A8 OCYLLEeCTBAEHUSA >XeslaeMon peakuun.
TUNUYHbIE pacTBOPUTENN ANA 3TON peakumnm BKIKYAOT rasioreHUpoBaHHbIE
pacTBOPUTENN, TakKMe KakK MeTUNEeHXopug, TPUXI0opdTaH, YeTblpexxsopu-
CTbI yrnepog v T.n. B anbTepHaTUBHOM Ciiy4ae anbaerng MoXxeT ObiTb NO-
JlydeH in situ ¢ ucnonb3oBaHMEM, HanpuMmep, AMMeTOKCMMeTaHa 1 noaxons-
en KNCIoThl.

B peakuuu II.3 coeanHeHwne, BblioesIeHHOE Mocsie NpoBeneHNsa peakumm
[I.2, BOCCTaHaB/MBAKOT, KakK MOKa3aHO Bbille, C NoJiy4eHMeM HaCbILWeHHOro
reTepoLunkKInyeckoro coefuHeHuA. MpeonoyYyTuTENbHBLIM MEeTOLOM
BOCCTAHOBJIEHUA ABJIAETCA KaTaaMTudeckoe rngpuvposaHue. TUNu4yHble Ka-
Tasin3aTopbl BKJKOYAOT KaTam3aTopbl Ha OCHOBE Masilagns, KaTaans3aTopsbl
Ha OCHOoBe poaua (Hanpumep, poaAUA Ha aJlOMUHMK) N KaTasamsaTopbl Ha
OCHOBe peHusa. MNpeanoYTuTeNbHLIMN KaTanln3aTopaMmn ABASIOTCA KaTam3a-
TOopbl B BMAe Nannaguma Ha yrne. lNMoaoxogswme pacTBOpUTENN AONS 3TOWU
peakunn BkoYaoT Ci-Ci,-CrinpThl, TeTparnapodypaH, YKCYCHYO KUCIOTY B
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cnupTe, 3TunaueTaT v T.N. [peonoyYyTuTesibHbIM pacTBOpUTENIEM SABNAETCHA
3TaHoN. Peakuunio obbIMHO NPOBOOAT B aTMochepe Boaopoaa Npu AaBieHUn
oT npubnunsntenoHo 1000 go npubnusmtensHo 4000 ncu, Nnpn TemnepaType
oT npuMepHo 25°C po npumepHo 150°C. MNMpenonoyTUTEsIbHO peakuuno npo-
BOOAT B aTMoc(epe Bopopona Mpu pasieHUN B uHTepsane oT 2000 po
3000 psi n TemnepaTtype B nHtepsasie ot 50°C po 100°C. KaTanusaTtop B
obwem cnyvyae 1ncnosb3ylT B KOJIMYECTBAX, NexXallnx B npegenax ot npu-
MEpPHO 3BUMONAPHLIX A0 MPMMEPHO [ABeHaAauaTUKpaTHOro wu3bbiTka (no
BeCy) Haj peakKTaHTOM, Mpeano4YTUTEesIbHO OT WecCcTu- 40 AeCATUKPaATHOro
n3bbiTKa (NO Becy) kaTanamsaTopa Haa cybcTpaTomMm.

Peakuuu 1.4 n 1.5 MO>XXHO MCNOaIbL30BaTb AJ19 NOJIYYEHUS COeaUHEHUW
hbopmynbl (3), KOTOPbIE COOTBETCTBYIOT COeAUHEHUAM opMynbl (2), roe V2
npeacTtasngeT cobon rpynny popmy bl

VB

V4

Ny

N OH

n V3 n V* onpeneneHbl Tak Xe, Kak U paHee ana opmynbl (2), BKAOYas
onpenenenuns ons V' n t.

Peakuwus 1.4 npeactasnseT cobon CTaHOAPTHYO peakuuto CHATUSA 3a-
WNT C aMUHOrpynn C MUCMNosib30BaHMEM CNocoboB M MEeTOAO0B, U3BECTHbIX
crneumanncTtaMm, NPUBOAALLYIO K TMOJIyYEHUI0O COOTBETCTBYIOLEro aMuHa,
KOTOpPbIAN 3aTeM wucnonb3yetca B peakuyum I1.5. MpeanodtuTenbHbIMU SB-
NATCA XMMMNYECKue cnocobbl CHATMA 3aWwmT. Hanpumep, 3allnUTHbIE Fpynnbl
C coegunHeHus, BblAeNEeHHOro nocse nposeneHnsa peakumm 1.3, MoryT 6biTb
CHATbI C WUCNoJsib3oBaHUeM Tpumetuncunmnumogmaa (TMSI) B anpoTOHHOM
pacTBopuTesie UIn CMecu pacTeBopuTenen npu temnepaTtype oT npubnunsu-
TenbHo 10°C go 60°C, npeanoYyTUTEsNIbLHO NpM TemnepaType oT npubnusn-
TenbHo 20°C po 40°C. Tunn4yHble pacTBOPUTENIN BKJIHOYAKOT METUNEHXJ0-
pua, aueToOHUTPWUA, TPUXIOPITaH 1 T.M.

B peakuuu 1.5 3nokcua, nonyyeHHbIN paHee B peakuunm A.5, B KOTO-
poM rpynna Qs 3amMeHeHa Ha V3, pearupyeT C coeguHEHNEM, NoNyYeHHbIM B
peakuuun 1.4, B CMMpTOBOM pacTBopuTene nNpu TemnepaType oT npubnmsun-
TenbHo 20°C go 100°C. Bbibop pacTBOPUTENSA HE KPUTUYEH, MOKa NMPUMEHS -
eMbll PaCTBOPUTESIb MHEPTEH K MpOoTeKatoLen peakumm u peakTaHTbl COJO-
6MnM3MpoBaHbl B OOCTAaTOYHOM CTENeHW ANS OCYLLeCTBIEHUS >KeslaeMoWn
peakuun. TuNndHble pacTBOpPUTENN LN 3TON peakumn BKJOYaT CNUPTHI,
npennoYTuUTEsIbHO U30MNpPOoMaHos 1 3TaHo. Peakunsa npeanovYTUTesIbHO Bbl-
nonHsaeTCca Npu TemnepaTtype npubnnsmtensHo 80°C.

C coeaunHeHuns, nony4yeHHoro B peakuum I.5, moryT, Kpome Toro, 6bITb
CHATbI 3alUTHbIE FPYNMbl, YTO NPUBOOUT K MOJIY4YEeHUI0 coeanHeHna hopmy-
nbl (3), B KOTOPOM VA siBNsieTC aTOMOM BOAOPOAA.

2nokcna, ncnosb3lyemMoin B peakuum 1.5, moxeT BbITb CUHTE3MPOBaH C
NCMOJIb30BaHMEM BbILLEYNOMSAHYTOW peakuMOHHOW cxeMbl A, B KOTOpon Qs
3aMeHeH Ha V3.

KapbOHOBO-KNCNOTHLIN peakTaHT opMyibl (1B6)
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NCNOJIb3yeMbIN B peakUMOHHOM cxeme |, He Bcerga KOMMep4yecKu [OoCTyn-
HblA, MOXeT OblTb MOJIy4eH C WMCMNOJIb30BaHMEM M3BECTHbIX mpoueanyp. B
4YaCTHOCTMK, 3TOT peaKTaHT MOXeT ObiTb MNoJyYeH AajbHENWMM 3aMelle-
HMEM WN/MAN OKUCNEHNEM KOMMEpPYECKM [OCTYMHOro Kapboumkamyeckoro
NN reTepoLUKINYECKOro coeanHenns. Hanpumep, kapbounknmyeckme nam
reTepounkanyeckme coeguHeHnsa hopmy bl

MOryT OblITb OKWUC/JE€Hbl C TMPUMEHEHWEM W3BECTHbIX CheunaancTam
crnocoboB. Bonee KOHKPETHO coeanHeHne HopMyJibl

Q4
Q
RN —CH
A
Q
[ 8
Q7

MO>XeT B3aMMOLEeNCTBOBATb C OKUC/AKOLWMM areHToM Tuna AnoKcmaa cene-
Ha WM NMepMaHraHaTa Kaausa npum TemnepaTtypax oT npubnmamtensHo 0°C
0o 200°C Bo B3aMMHO MHEPTHOM pacTBopuTesie, TakoOM KakK Boga win guge-
HWNOBbLIN 3¢hUp.

BTopon meTopn nosydvyeHus coeamHeHun gopmyinbl (16) BkAo4YaeT 3a-
WNTY nogxonswe 3aMeLlleHHON KapboKCUAMpoBaHHOW KapbouMKINYeCKOn
NN reTepounKINYeCKON rpynnbl C NOMOLWbIO KapboKCU3alWmMTHOW rpynnbl C
nocnefywwmMm 3amMelleHneM KapbouMKINYeCcKon UM reTepounKInyeckon
rpynnbl  U3BEeCTHbIMW cneymanuctaMm cnocobamun. KapbokcmsawmtHas
rpynna Mo)eT 3aTeM 6biTb yAasieHa, U3BeCTHbIMKU crnocobamm c nonyye-
HMeM xenaemoro KapboHOBO-KUCNOTHOIrO peakTaHTa opmynsbl (16).

TepMuH "KapbokcusalwmTHaa rpynna“, BBeLeHHbIN B crieundunkauum
TEPMMHOB, OTHOCUTCSA K 3aMecTuTenam kKapbokcunbHoOW rpynnbl, B obwem
cily4ae ucnosibdyemMblM ans ee 6/10KMpPOBaHUSA UM 3aLlLUTbl NPY NPOBEAEHNN
peakuun ¢ gpyrumun (pyHKLMOHaNbHBIMU rpynnamMmn coeguHeHus. Npumepsl
TakuX KapboKCM3aWUTHBLIX rpynn BK/AOYaAlOT MeTwun, n-HuTpobeHsun, n-
MeTunbeH3snn, n-meTokcnbeHsnn, 3,4-gumeTokcndbeHsnn, 2,4-ANMeTOKCU-
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beH3nn, 2,4,6-tpu-metokcnbensun, 2,4,6-tpuMmetunbeHsnn, neHTameTun-
beH3un, 3,4-meTuneHgnokcn-6eHsun, beHsrngpun,  4,4'-puMeTOKCHU-
beHsrngpun, 2,2',4,4'-teTtpameTokCcu-6eH3rngpun, T-6ytTnn, T-aMmun, TpUTUA,
4-meTokcuTputua, 4,4'-pnumeTtokcutpuTtnn, 4,4',4"-TpuMeTokCuTpuTua, 2-
eHunnnpon-2-un, TpumMeTUACuUNUAa, T-OyTun-gumeTuncunun, QeHauwun,
2,2,2-Tpuxnopatun, b-(an(H-6yTnn)meTnncunnn) 3Tuna, N-ToayoncysnabPoHu-
3TNN, 4-HNTPO-6EeH3NNCYNbMOHNAITUA, anaun, unHHamun, l-(tpumeTunncm-
nmnmetun)npon-1-eH-3-un n nogobHele UM oCTaTKU. [peanoyTUTenbHbIN
MeTo4 3awmnTbl KapbokcunbHbIX rpynn, obecrnedyvBaloWnn >Kenaemoe Uux
3aMelleHne, BKKYaeT npeBpalleHne KapbokcnabHOM 4acTu B aMUOHYHO C
nocnepymwmmMm obpaTHbIM rMAPON30M aMmnaa. LONONHUTENbHbIE NMPUMeEpSI
Takux rpynn nmetotcs B Haslam E. Protective Groups in Organic Chemistry.
J.G.W. McOmie, Ed., Plenum Press, New York, N.Y., 1973, Chapter 5 [5],
Greene T.W. Protective Groups in Organic Synthesis. John Wiley & Sons, New
York, N.Y., 1981, Chapter 5 [6].

MpepnovyTuTenbHaa npouenypa 3awnTbl KAPOOKCUIBHOW HYacCcTU BKIIO-
YaeT KUCJIOTHYI0 aKTUBaUWUO KapboOKCMIbHOW YacTu C nocneayowmnm obpa-
30BaHMeM amupa. Hanpumep, kKapbokcunbHasa 4HacTb MoxeT 6biTb npe-
BpalleHa B auwaranoreHunpg, aunnaHrngpua, aumnmmMmmpason n T.n. npenno-
YTUTENbHO B NPUCYTCTBUM aKLenTopa KUCNO0Tbl C oObpa3oBaHMEM aKTUBU3N-
poBaHHOM KapbokcunbHoW rpynnbl. OBbIYHO MCMOJSIb3YyEMbIN KOMMEPYECKU
OOCTYMHbIA KUCAbIA XJiopung yCTpaHAaeT HeobXoOMMOCTb B OajibHenLen
KWCNIOTHOM akKTuBauun. MNpefnovyTuUTesIbHbIMU aKLenTopaMu KUCNOTbl SAB-
NAKTCA TPUANKWIAMUHbI, NPEANOYTUTENIbHO TPMU3TUAAMUH. Peakunio obbly-
HO NPOBOAAT B anNpOTOHHOM pacTBopuUTesie TUna U3TUN0BOro adupa, MeTu-
neHxnopmnga nmnm nogobHbiM MM pacTBopuTenam. MNpeanovyTuTesbHbIN pac-
TBOpUTENb - MeTunenxsopup. Bboibop pacTBopuTens He KPUTUYEH, MOKa
npUMeHseMbIl pacTBOPUTESIb UHEPTEH K MNpoTekallen peakumm N peak-
TaHTbl CoNbMNN3NpPoBaHbl B AOCTAaTOYHOW CTENEeHM AONA OCYyW,eCTBJeHUN
Xenaemonm peakuun. AKTUBMpPoBaHHaa KapboKCuibHasa 4aCTb 3aTeM pearu-
pyeT ¢ ammHoM, R'-NH,, Hanpumep, ¢ aHWIMHOM, B anpPOTOHHOM PaCTBOPU-
Tene, obpa3ysa aMnaHbIN peakTaHT

Q

4

Q
SN -c(0)NH-R'?

KOTOpPbIA MOXXeT 3aTeM OblTb fasiee 3aMelleH B COOTBETCTBUU C U3BECT-
HbIMN MeTOo4aMu.
AMNOHBIN peaKTaHT

SN -C(0)NH-R'?

MOXXeT ObITb Jajiee 3aMeLleH NyTeM OpTo-AenpPoOTOHUPOBAHUA TPYNMbl
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C MoJiydeHMeM COOTBETCTBYKOWEro aHMOHa C nocsefyruwen peakumen c
pa3Hoobpa3HbIMK peareHTaMu Tuna ankuarajioreHnOoB WM rajaoreHunpy-
lOWKMX areHToB Tuna 6poma. AMUAHbLIA peakTaHT B obwem chayvae
0EenpPOTOHUPYIOT ABaXXAbl, UCNOMb3YySA OBa 3KBMBAJZIeHTa CUJIbHOrMO OCHOBA-
HUA TuNa H-6yTUNANTUS UK B-BYyTUAANTUSA OTHOCUTESIbHO aMUOHOI0 peak-
TaHTa, Npu HeobXxoAMMOCTM B MPUCYTCTBUM MeETanN-KoopaNHUPYOLLEro
areHTa Tuna TeTpamMeTunatTuneHanammHa (TMEDA). Peakynto obbl4HO Mpo-
BOOAT B arnpOTOHHOM pacTBoOpuTesne, npennoyTuTesibHO 3dupe Tuna Au-
3TUNOBOro sgupa, TeTparngpodypaHa wmanm nogobHoro MM pacTBopuTens
npu TemnepaType oT npmnbnnsuTensHo -78°C go npubnusutensHo 25°C.

MonyyeHHoOe coeAuHeHMe MOoXKeT 3aTeM ObiTb rmaposm3oBaHO C UC-
Mnosib30BaHMEM W3BECTHbIX cheunanucTtaMm MeTOLAOB A MOJIyYeHUsa »XKe-
NlaeMoro 3ameweHHoro KapboHoBO-KMUCIOTHOro peakTaHTa cdopmynbl (1B).
Hanpumep, nooxoasawmm rngponmns BkKAYaeT OeNCTBME HA aMUOHbIA peak-
TaHT CUJIbHOMN MUHEpPasibHOM KUCNOTbl, OPraHN4eCcKon KUCAOTbl UIN CMeCH
MWUHEpPasIbHOM N OPraHNYeCKOon KUCAOT Npu TemnepaTtype oT npubnnsntens-
HO 100°C po npubnnsntensHo 160°C. TUNNYHbIE KNCNIOTLI, KOTOPbie MOryT
NCMNONb30BaTbCA B 3TOM peakuuu, BKAKYaT 6GpoMUCTO-BOAOPOOHYIO
KUCNOTY, YKCYCHYIO KNUCJIOTY, CONSAHYIO KUCNOTY 1 T.M. lpoBeaeHmne peakuum
B 3anasHHOM NpobupKe MOXXHO OOMOJIHNTENIbHO UCMONb30BaTh A1 yBeU-
YEeHNSA CKOPOCTU peakuunu.

TpeTnin MeToa nNoJsy4eHus 3aMelleHHOro KapboHOBO-KMCIOro peak-
TaHTa dopmynbl (16) BKAOYaeT AMa3oTUpoBaHUE aHUIMHA C nocnenyrLuen
peakuuen (raweHmem) noJsyyvaloulenca B pe3ysbTaTe peakuun Ccosnu
OnasoHna. bosiee KOHKpPeTHO, aMUHOrpynny aHWJINHOBOIrO peakTaHTa npe-
BpallaloT B COJMIb AMA30HUA NOCpenCcTBOM peakumu C a3oTUCTOWM KUCNOTOMN.
A30TuCTas KNCNoTa MoXXeT ObiTb Nosly4yeHa in situ obpaboTkonm HUTpUTa Ha-
TpUA BOAHBLIM PAaCTBOPOM CUJIbHOW KUCOTbI TUMa CONAHOW UK CepHOW. ITa
peakuma obblMHO NPOBOAUTCA MpU TemnepaType paBHOM wanm Huxe 5°C.
Co/lb AMA30HMNSA 3aTeM racuTCs B peakuuu ¢ nogxogauwmm peareHTom C no-
JIly4eHueM XKeslaeMoun 3aMeLleHHOW apoMaTU4eCKon CUCTEMbI. TUMNYHbIE ra-
cAillMe peareHTbl BKJOYAT BOAY, UMaAHWA, rajnoreHupn, BOLHYI CEpHYI0
KUcNoTy n T.n. Obbl4HO OoNng obnervyeHma NpoTekaHus peakunum peakLmnoH-
Has CMeCb HY)XOaeTCs B HarpeBaHuu.

NmeeTcsa 6onblIoe 4nCNo pa3HOObpa3HbIX peakunin, N3BECTHbIX Ccrneuun-
anncTaMm, KoTopble MOryT ObiTb WCMOJIb30BaHbl AJIA OCYLLECTBNEHUA Xe-
NaeMbIX 3aMeLlleHnn B KapbounKNNYeCKNX N reTepoUnKINYeCcKnx coegmnHe-
HMax. Hanpumep, nmeetcsa 6osblIOe YNCIO pa3HOObBpa3HbIX peakuuin sneK-
TPOMPUIBLHOIO N HYKNEOMUIbHOIro 3aMeLleHUs B apoMaTU4eCcKnx coepuHe-
Huax March J. Advanced Organic Chemistry, 3rd. ed., Wiley 1985, Chapter
11, 13 [7].

Kpome ToOro, coegunHeHms ddopmynbl (1B6) mMoryT O6biTb MoayYeHbl
KapbokcnmnnposaHmem noaxoasiLie 3amMeweHHOro kKapboumnkan4eckoro nau
reTepounknnyeckoro coegmnHeHus. KapbokcmnnmpoaHme MoxkeT ObiTb Bbl-
MOSIHEHO C WCNOJIb3OBaHMEM psSAda pPas3/InYHbIX peareHToB. Hanpumep
KapbouNKNNYEeCKNN NN reTepoLMKINYEeCKUA peareHTbl MOryT pearnposaTbh
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C ocreHoMm, okcanunxaopuagom, rupgpoxaopuaoMm mMoyeBUHbl mnm  N,N-
anatunkapbamonnxnopnaoMm B MNPUCYTCTBUM KaTanm3aTtopos Dpupens-
KpacpTca. Pa3HOBMAHOCTb 3TOro MeToda BKJYaeT B3aumMoOeuncTeme
KapbouMKNINYEeCKOro Wan reTepounk/Inyeckoro peareHta C ankKunTuo-
xnopgopmmnatom (RSCOCI) nnm kapbamomnxnopugom (H.NCOCI) ¢ uenbto
MnoJsly4eHnUs COOTBETCTBEHHO aMmMpa U TUOJI0BOro 3pmpa. AMUA U TUOJIOBbIN
3cmp MoryT 3ateMm 6biTb FMAPOAM3OBaHbI AN MOJYYEHUA >KeslaeMOoWn
KapbokcumnbHom rpynnbl March J. Advanced Organic Chemistry, 3rd. ed.,
Wiley 1985, p. 491 [8].

Mpumepbl KaTanusatTopos dPpupensa-Kpaprtca BKAKOYAT KUCNOTHI
Jlblonca tuna 6pomunaa antommHua (AIBrs), xnopuga anommHua (AICls), xno-
pnaa TpexBaneHTHoro xenesa (FeCls), Tpuxnopunaga 6opa (BCls), TpudTopu-
na bopa (BFs) n T1.n. CM. Takxe Olah. Friedel -Crafts and Related Reactions,
Interscience, New York, 1963-1965 [9], Olah. Friedel-Crafts Chemistry, Wi-
ley, New York, 1973 [10].

HononHUTeNbHO KapbOHOBO-KUC/IOTHbLIE peaKTaHTbl XUHOJIMHA MOryT
ObITb MONlyYeHbl B pe3yfibTaTe B3auMOLEeNCTBUA Moaxoasilie 3aMeLleHHOoro
aHWJIMHA C MINLEPUHOM C UCMOJIb30BaHMeM peakuun Ckpayna, U3sioXKeHHOW
B Bradford L. et. al. J. Chem. Soc., p. 437 (1947) [11]. Hanpumep 3-aMuHO-
6eH30MHas KUCA0Ta MOXET pearnposBaTb C [INLEPUHOM B MPUCYTCTBUM
OKUCAOLWEro areHta Tuna M-HUTpPobeH301-CyNIbPOHOBOWN KUCAOTbI UIN M-
HUTpobeH3oN-cynbpoHaTa HaTpusa B 60-75 % BOAHOM pacTBOpe CepHOMn
KWUCNOTbl C MoJlydeHnemMm xenaemoro kKapbokcumsameweHHOro XuHOMHA.
Peakuunto obbI4HO NMpoBOAAT Npu TemnepaTtype oT npubnmsntensHo 35°C go
TeMnepaTypbl gednermaunm B Te4eHne ogHOro - lwecTm 4acos, NpennoyTun-
TeNbHO npu Temnepatype oT npubnmsantensHo 50°C po TemnepaTypbl
nednerMaumm oT OBYX A0 YeTbIpex 4Yacos.

Monyyvawwmecs B pesysibTaTe peakunnm peakTaHTbl MOryT 3aTeM bbITb
BOCCTAHOBJIEHbI WM  TUAPUPOBAHbI C  WUCMOJIb30BAaHUEM  MN3BECTHbIX
npouenyp. Cm. Hanpumep, March J. Advanced Organic Chemistry, 3rd ed.,
Wiley, 1985, cTtp. 700 [12]. NMpegnoyTuTenbHas npouenypa BKJAKYaeT KaTa-
UTUYeCKoe rugpuposaHue, HarnpuMmep, NyTeM CMeLleHUs XWHOJINH-
KapbOHOBO-KNCNOTHOINO peakTaHTa C rasoobpa3HbiM BOAOPOOOM B MPUCYT-
CTBUW KaTanm3aTopa. [lpeanodyTuTenbHbIN KaTanusaTtop - nasasiagunm Ha
yrne. TunnyHble pacTteBopuTenn, nogxoasuime Anas UCrosib30BaHUSA B 3TOW
peakuuu, BKIOYaT Ntobon opraHU4YeCcKnin pacTBopuTesb, TaKOW KakK 3TUN-
aueTaT. Boibop pacTBOpUTENSA HE KPUTUYEH, MOKa NPUMEHSEMbIN pacTBOpU-
TeNb UHEPTEH K NpoTekatuwen peakunn. Peakumsa B obuiem ciyyae 3akaH-
ynBaeTCs B Te4vyeHue npmbnusmtenbHo oT 1 ao 24 4acoB, B TOM CJlyyae,
Korga npoBOOUTCA MpWM TemnepaType B Aunana3oHe oT npubnmsmTtenbHo
25°C po npunbnmantenbHo 100°C.

B cooTBeTcTBMM C ApyruMm cnocobom coepguHeHus dopmynbl 1A, B
KoTopbiX Qs 3aMeHeH Ha R!, MoryT 6bITb NMoJly4YeHbl COrflacHO peakLUNOHHOMN
cxeme b (cM. B KOHLE onuncaHus).

PeakunoHHas cxeMa b ocyuwiecTBigeTca npoBefeHNeM peakuum 1-6 B
rnocsiegoBaTesibHOM nopagke. 10 OKOHYaHUU Ka>K4on N3 peakunimm npoMexy-
TOYHOE coefuHeHMe MOXXeT ObITb NpU XXeNaHUW BblaesleHO C NMOMOLLbIO U3-
BECTHbIX CneymnasnctamMm MeTonoB, HamnpuMmep, coeamHeHne MoxXeT 6biTb
3aKpUCTaI/IN30BaHO M 3aTeM cobpaHo puNbTPOBaHMEM UK PACTBOPUTESb,
NCMOJIb30BaHHbIN B peakuun, MoXXeT ObITb yaaneH 3KCTpakuuen, yrnapmsa-
HMEeM WIn pekaHTauven. Ecnnm Heobxogmmo, nepen oOCywleCTBAEHUEM
cnepylwero 3Tana peakuMoOHHOMN CXEeMbl, MPOMEeXYTO4YHOe CcoeAUHeHne
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MOXXeT bbiTb fanee oymuweHo obuwmMu mMeTogamMm TUNa KpuUcTanamsauunu
UWan XpomaTtorpaum Ha Takux TBepAblX HOCUTENAX, KaK CUInKarenb Wan
OKCUA aTItOMUHNA.

Peakunsa B.1 obbl4HO oCyLleCcTBASETCA MyTeM akKTuBauum, T.e. npe-
BpalleHns nogxonsuie 3aMeLleHHon rpynnbl opMy bl

H.C
\
D
o
oH

B COOTBETCTBYWOLIMN auunxjaopua nam aunnbpomma B peakuumm ¢ TUOHWUN-
XnaopugoMm, TuoHunbpommaom, Tpuxaopugom ¢doccdopa, TpubpomMnaom
doctopa, neHTabpomuaoom dGocchopa WM neHTaxaopmaom docdopa
COrJslacHO M3BEeCTHbIM crocobam M B yCNOBUAX, U3BECTHbIX Crieunanncram.
NMooxopdawme coeanHeHnsa

ABNAIOTCA KOMMEPYECKM OOCTYMHbIMU UM MOJIy4aloTCsa B COOTBETCTBUN C
M3BECTHbIMW CTaHOAAPTHbIMKU MeTo4aMMU.

B peakuun b.2 auwunxnopug wanm aumnbpommp, MNOJIYYEHHbLIN B
peakuun b.1, 0bbIYHO pearvpyeT C aMMWUAKOM UAWN NePBUYHbIM NMbo BTO-
PUYHBbIM aMUHOM popMysibl H-NR*R*

R®
H—E;J [cf;]p

nnn

[c{;]p

roe R4, R5, R® 1 p onpeneneHbl Kak 1 Bbile Ana opmynbl 16, B HEMNONSpHOM
anpoTOHHOM pacTBoOpuUTEeNe WIN CMecu pacTBopuTenen B NpUCyTCTBUN NN
OTCYTCTBME aKLenTopa KUCI0Tbl C obpa3oBaHNEM COOTBETCTBYHOLWEro aMu-
ha. Peakumsa obbl4HO BbINOSIHAETCA NMpu TemnepaTtype oT NpubnmsnTesnbHoO -
20°C po npubnmsmtenbHo 25°C. TunuyHbie pacTBOpUTENM ANA 3TON
peakuuy BKIOYaT 3PUPLI N XJIOPUPOBaHHHbIE Yr/1eBOA0OPOAbI, MPeaAnoYTH-
TeNibHO AW3TUNOBBIN 3Up, XJ0POOPM UAN MeTuneHxnopug. Peakuuio
npeanoYTUTesIbHO NMPOBOAAT B NMPUCYTCTBUN akKLenTopa KNCO0Thbl Tuna Tpe-
TUYHOIrO0 aMWHa, NPeanoYTUTENIbHO TPUITUIAMUNHA.

B peakuyumn b.3 amunpg, nosy4eHHbIN B peakuun b.2, B3anmMoaencTseyeT C
CUJIbHLIM OCHOBAHMEM B MPUCYTCTBUM contobunnsvpyrowero areHta ¢ obpa-
30BaHMEM COOTBETCTBYHOLWEro aHWOHa, KOTOpbIA 3aTeM pearvpyetr B
peakuuun b.4 ¢ Weinreb ammngom, obpasysa keToH. Peakunsa b.3 06bl4HO BbI-
NOSIHAETCA B aNpOTOHHOM pacTBopuTese Npu TemnepaTtype oT npubnmsn-
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TenbHo -78°C po npubnunsutensHo 0°C. TUNUYHbIE OCHOBAHUA, WUCMOJb-
3yemMble B peakuun b.3, BKIOYaOT aMUAIMTUEBBIE N aNlKWJIJIUTUEBbIE OCHO-
BaHMA, npennodyTutenbHo Ci-Cs-ankmnnutmesble ocHoBaHus un aun(C,-Cs)an-
Knn-amnoanTruesble OCHOBaHUA.

TUNNYHBIMU COMOBNIN3NPYIOWNMIK areHTaMn ON9 peakunm 3 ABAST-
ca TeTpameTun(Ci:-Cs)ankmneHgnaMmuHbel, npeanovYTuTeslbHO TeTpaMeTun-
3TuneHanamuH. Peakyunio 6.4 o6bI4HO NPOBOAAT B aNPOTOHHOM pacTBopuTe-
ne npu Temnepatype oT npnbnmsntenbHo -80°C oo npnbnmsntensHo -40°C.
TunnyHble pacTBopuTenn pnsa peakumn b.3 n b.4 BkAwYalT 3QuUpPHI,
npeanovYTuTeNnbHO TeTparmapodypaH. B peakunn 6.4 aHnoH B obwem cny-
4ae MCNOoJIb3yeTCa B KOIMYECTBe, NeXalleM B npegenax ot npnbnmintens-
HO 3KBUMOJISIPHOr0 0 NpUBAN3NTENbHO TPEXMONSAPHOro n3bbiTka aHUOHA,
npeanovYTUTeNbHbIM  SABASETCA MNPUBAN3NTENIbHO OBYMOJISAPHLIA  MU30bITOK
AHMOHA MO OTHOWEHNIO K aMuaHOMYy peakTaHTy Weinreb.

B peakuuun B.5 KeToH, nony4yeHHbIN B peakyun b.3, BocCTaHaBAMBalOT
00 COOTBETCTBYWOWEro cnumpTa, WUCNoab3ysa noaxoaswunnm BOCCTaHaB-
AMBawLWKMN areHT. Peakuuo NpoBOoOAT B MPOTOHHOM pacTBopuTesie npu
TemnepaTtype OT npmnbnmsntenbHo -25°C ao npmnbnusmtenbHo 25°C. Tununy-
Hble BOCCTaHaB/IMBalOLWLME areHTbl 419 3TOW peakuun BkaoYaloT bopruapua
HaTpusa, Boprugpuna nuTtua, auusobytTmnanomornapuag n 6uc(2-meTokcu-
3TOKCM)anomornapua Hatpusa. NpeonoyTuTesibHbI BOCCTaHaBJIMBAOLWNNA
areHT - 6oprnapug HaTpusa. TUNNYHbIE MPOTOHHbLIE PACTBOPUTENN ANA 3TON
peakuun BKJKYAT CNPThI, NPegnoyYTUTEe/IbHO 3TaHO.

Peakuna b.6 - cTaHOapTHasA peakums CHATUA 3aluUT C aMUHOrpynm,
ncnonb3ywuwas cnocobbl M MeTOoAbl, W3BECTHble cneymanncTam, B
pe3ysibTaTe KOTOPOW MOJly4aeTCss COOTBETCTBYHOLWMNA aMUH, NCMOJSb3YEMbIN
B OMNMCAHHON BbllWe peakuun |. 3TOT aMUH MOXKHO MUCMNOJIb30BaTb B peakuuu
6e3 o4YNUCTKKU, HO NpPeanoYTUTENbHO, 4TObbl OH 6Ll NpeaBapUTESIbHO O4Yun-
LieH.

Weinreb amnpg, npnmeHsemMbll B Ka4yeCcTBe peakTaHTa B peakuuu b.4,
06bI4HO NONlyYaeTCsa B pe3ysbTaTe peakumn 3alMueHHON no ammHorpynne
AMUHOKUCNOTLI C N-MeToKCU-N-MeTu1iaMNHOM MPUCYTCTBUN aKTUBUPYIOLLLEro
areHTa, akuenTopa KWUCNOTbl U CBA3biBatoWero areHta. Peakuuto 06bl4HO
NnPOBOOAT B anpoTOHHOM pacTBoOpuUTesnie UM CMecu pacTBopuTenen npwu
TemnepaType oT npubnmsntensHo -25°C go 25°C. MNMpeanovYTuTeNbHbIM aK-
TUBUPYIOLLUM areHToM ansa 3ton peakumm asnsetca HOBT - H,O. MNpegno-
YTUTENIbHbIE aKUEeNTopPbl KNCOTblI - TPETUYHbIE aNKUNAaMWUHLI, NMPeano4YTu-
TeNbHO TPUITUNAMUH NN N-MeTun-mMmopoamnH. MNpennoyTnTesbHbIN CBSA3bI-
BalOWMNIA peareHT - rmapoxaopua 3tuigunMmeTnnaMmuHonponuakapbognnmm-
na. NpepgnovytuTtenbHo, 4Tobbl Weinreb amunpg, nony4yaembin B 3TON peakuuu,
6bi1 BbigEeNeH Nepen ero NCrnosib3oBaHneM B peakuun b.4.

CoenunHeHus dopmynbl 1A, B KOoTopbiXx R 3ameHsieT Qs u R! npencTas-
nset cobon -S-apwusa, NnonyyarT No cxeme b Ha NepBoM 3Tane B peakuun 3a-
WWLLEHHOro No aMuHorpynne cepuvHa C TpugeHunpochmuHoMm N amatuna-
3o0aukapbokcnnatom (DEAD) B anpoTOHHOM pacTBopuTesie nNpun TemnepaTy-
pe oT npubnmsntenbHo -80°C o 0°C, c obpa3oBaHNEM COOTBETCTBYIOLLErO
B-nakToHa. Peakunto obbl4HO NPOBOOAT B 3dhmpe Tuna TeTparngpodypaHa
npun TemnepaTtype oT npubnusntenoHo -80°C mo 50°C. Ha BTopoM 3Tane
JJAKTOHOBOE KOJIbLLO pacKpbIBalT, NoJly4as coefuHeHune, nMmerllee CTpyK-

TYpy
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B3aMMOOENCTBMEM JIaKTOHa C noaxogsuie 3aMeleHHbIM TUOAHNOHOM,
NMMEeLWNUM CTPYKTYpY -S-apunia. TMOAHMOH NpeanoyYTUTEsNIbHO MNOoJly4aloT B
peakuum COOTBETCTBYOLWEro TUOJSIAa C CUJIbHLIM OCHOBaHMEM Tuna ruapuaa
HaTpUs UM rmgpuaa Kaama. 9Ty peakuunto obbIYHO NPOBOAAT B aNPOTOHHOM
pacTBopuTene npu TtemnepaTtype oT npubnusmtenbHo 0°C po npubnunsm-
TenbHo 40°C B aTMoOC(epe MHEPTHOro rasa, Takoro Kak asoT. TUMu4YHble
pacTBopuUTeNn LONIA 3TOW peakuunm BKJKOYAT 3upbl, NpeanoYTUTesIbHO
TeTparnapodypaH. Xenaemblil aMnaHbIN peakTaHT 3aTem obpa3yeTcsa B
pe3syfnbTaTe peakuum noay4eHHOro KapboHOBO-KUCIOTHONO peakTaHTa ¢ N-
MeTOKCU-N-MeTnnaMmmHoOM B MPUCYTCTBUM  aKTUBUPYIOLLEro  areHTa,
aKLenTopa KUCOTbI N CBA3bIBAIOLWLEro areHTa Tak e, Kak ornnMcaHo BblLUe.

B anbTepHaTMBHOM cnyyae, coeanHeHns gopmynbl (1A), B KoTopbix R?
3aMeHsieT Qs 1 B KOoTopbix R* npeactasnsieT cobon -S-apmn, MoryT 6bITh Mo-
Jly4eHbl No cxeme b ¢ ucnosnb3oBaHmeM cnocoboB, AeTasibHO OMUCAHHLIX B
[2, 3 ]. HanpumMmep, 3T coegnHeHUsA MOryT OblTb MOJly4eHbl B pe3yfbTaTe
peakuun aBa>kabl 3alULLEHHOIO CepuHa (3aWwmnweHHoro no KapbokcmnasHom
N aMUHOrpynnam) c TOJYONCYIbPOHUAXI0PNOOM B MPUCYTCTBUUN OUMETWUII-
amuHonmpuanHa (DMAP) n akuenTopa KUCAOTbl TUNa NUPUANHA B afpPOTOH-
HOM pacTBoOpuUTesie, TaKOM KakK MeTuneHxsopupn, ¢ obpa3zoBaHMeEM COOTBET-
CTBYIOLLEro TOJyoJiICy/ibhOHaTa, KOTOPbLIAN MOXET 3aTeM pearmposaTb C
noaxogsuie 3amMelleHHbIM TWUOAHMOHOM, UMELWNM CTPYKTYpYy -S-apuna.
TUOaHMOH, KakK ONnUcaHo Bbille, NPenMyLLeCcTBEHHO NOJy4atoT B peakummn co-
OTBETCTBYIOLLEro TWoNa C CWibHbIM OCHOBaHMeM. KapbokcmsawmTHas
rpynna MoxeT 3aTeM OblITb yaaseHa U3 NOJIYYEeHHOro ABaXkKAbl 3allMULeH-
HOro apunTmnoanaHMHa B YCNOBUSAX, U3BECTHbIX CneunaancTam.

B HekKoTOopbIX Cay4Yasax NMPOMeXyTOo4YHOoe coefguHeHue ONA MNoJNyYeHus
coegnHeHUNn No HacTosweMy uniobpeTeHuto nosy4varT creayrowmm obpa-
30M. [NpomMeXxxyTo4yHoe coeanHeHne nmeet popmyny 4

R N /\
H
Ogs/K/\'\Ro
roe R! - apun nnm -S-apun;

R - aToM BoZOpOAA UIN aMUHO3ALMTHAS rpynna;
R® npencTtasnseT cobon Ci-Cy-ankun nnum -CHx-nnupnann;
R3 - rpynna, nmetoLas CTpPyKTypy:

1) -C(O)-NRR?,
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R
0
||
—C—[\ll [C\RB] WK
2) R* g
0
8
I
—{ )
R
3) P
p=4wnb;

R* B KaxgoMm ciny4vae - He3aBuCUMO aTom Bopgopona, Ci-Ce-ankun mam
rngpokcn(Ci:-Cs)ankmn; un

R> n R® He3aBucumo BblbpaHbl M3 aToOMa BOAOPOAA, MMAPOKCUIILHOMN
rpynnel, C;-Ce-ankuna, Ci-Ce-ankokcurpynnbl v rugpokcun(C:-Cs)ankmnna;
nWnn ero papMaueBTUYeCKU npuemnemMas conb. [IpoMexyTo4yHoe coefunHe-
Hue, nmetowee popmyny 4, obbI4HO NOsyHalOT B NMpoLEecce, BKAKYAOLLEM:
(a) BoccTaHOBNEHME coeanHEHMNSA hopMy bl

0
R M "

C NoJly4YeHneM nunepasnHoBOro coeanHeHus;
(6) anknnmpoBaHme NUNepPasnHOBOro CoeaNHeEHNS

o

AN

(B) B3aumMogencTBme nmnepasmHoOBOro CoeguHeHnsd, NoJly4eHHOro Ha aTane
(6), c anokcngom popmy bl

roe R - aMMHO3aWwmMTHaA rpynna;

B CMMPTOBOM pacTBopuTesie Npu TemnepaTtype oT npubnunsntensHo 20°C oo
100°C c obpa3oBaHuneM coeagunHeHuna dopmynbl 4, B KoTopoM R npencras-
nsetT cobon aMMHO3ALLMTHYO rpynny; n (r) BO3MOXHOE yaasieHne aMMnHo3a-
LWMTHOW rpynnsbl, ¢ obpa3oBaHmMeM coeanHeHUs opmynbl 4, B KoTopoM RO -
aTOM BO4OpOAaA.
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MNpuBeneHHble HUXXe NOATOTOBKN U NpUMeEpPbl WITIOCTPUPYIOT acneKThl
n3obpeteHunsa. [aHHble NpUMepbl NPUBOAATCA B WUANIOCTPATUBHBLIX LENAX U
NX He criefyeT paccMaTpuBaTb Kak orpaHuyYuBarowme cpepy nsobperteHus.

CokpalieHnsa ona TepMuHoOB, 0b03HavYalWMX TOYKY NAaB/eHUs, Ccnek-
Tpbl A0EPHOr0 MarHUTHOINO pPe30HaHCa, 3JIEKTPOHHO-YAapHble Macc-Crek-
Tpbl, MacC-CNeKTPbl C MOHU3aUMEN NPU NoneBon gecopbumm, Mmacc-cnekTpsbl
C WoHM3aumen 6bICTpbIMM aTOMaMK, MH(MPaAKPACHbIE CMEKTpPbl, yabTpadu-
0J1IeTOBble CMNEKTPbl, 3/IEMEHTHbLIA aHaIn3, BbICOKO3I(MEKTUBHYIO XNOKOCT-
HYIO XpoMaTorpaduio U TOHKOCJ/IOMHYIO XpoMaTorpaguio, COOTBETCTBEHHO:
T.n., AMP, EIMS, macc-cnekTtp (FD), macc-cnekTtp (FAB), UK, Y®, aHanus,
BXXX n TCX. Kpome Toro, abcopbuymoHHble MakKCUMyMbl, MPUBEAEHHbIE AN
NK-cneKTpoB - 3TO He BCe HabnwgaemMmble MaKCMMYMbl, @ TOJIbKO Te, KOTO-
pble NpeaAcTaBAAlT UHTepec.

B npuBoaoumbix AMP-cnekTpax WCNOJb30BaHbl Clefyluine cokpatlle-
HUA: cnHrnet (s), aybnet (d), aybnet gybnetos (dd), Tpunnet (t), kBapTeT
(q), mynbTunaet (m), aybnet mynbtunnetos (dm), wmpoknm cnHrnet (br.s),
wupokmn aybnet (br.d), wmnpokun Tpunnet (br.t) n wWupoknn mynbTUnneT
(br.m). ] o603Ha4aeT KOHCTAHTY CMNWH-CMMHOBOIrO B3aUMOLENCTBUS,
Bblpa)KeHHYt0 B repuax ('u). Ecnm ocobo He oTMeyeHo, AaHHble AMP oTHO-
CATCA K cBOOOAHOMY OCHOBAHWUIO pacCMaTpPMBAEMOro CoOeANHEHNS.

CnekTpbl AMP 6bin nosy4eHbl Ha 270 MI'u npubope Bruker Corp. nam
Ha 300 MI'u npmnbope General Electric QE-300. XumMnyeckmne coBurn Boipaxke-
Hbl B BE/INYNHAX & (ppm HMXXe OT TeTpameTuncunaHa). Macc-cnektpsl (FD)
rnony4yeHbl Ha Varian-MAT 731 CnekTpoMeTpe C UCMNoJib30BaHWEM YrneBoao-
POAHbIX AEHOPUTHbIX 3MUTTEepoB. EIMS-cnekTpbl cHUMann Ha npmnbope Map-
km CEC 21-110 Consolidated Electrodynamics Corporation. Macc-cnekTpbl
(FAB) 6blnn nony4yeHbl Ha VG ZAB-3 CnekTpomeTpe. NK-cnekTpbl CHUManu
Ha npubope mogenn 281 pupmbl Perkin-Elmer. Y®-cnekTpbl 6b1211 Mosy4eHsbl
Ha npubope mogenn 118 pumpmbl Cary. TCX npoBoanan Ha NaacTUHaxX CUNN-
kKarens gpupmbl E. Merck. To4kn nnaBsieHN HECKOPPEKTUPOBAHDI.

MoaroTtoBka 1

A. [3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[3'-N-
(BeH3unnokcmkapboHmn)amnHo-2'-rugpokcun-4'-penHmnn] byTunaoekaruna-
pPOnN30XNHONNH-3-N-T-6yTnnkapbokcamug

Pacteop [1'S-(1'R*,1R*)]-1-[1'-N-(6eH3unnokcmkapboHmnn)ammnHo-2-(gpe-
HWUN) 3Tun] okcupaHa u [3S-(3R*,4aR*,8aR*)]-nekarnapon3oxmHoNNH-3-N-T-
byTnnkapbokcammnaa B abcontoTHOM aTaHoNe Harpeann npu 80°C B Tevye-
HMUe HO4YU. PeaKLMOHHY0 CMeCb ynapuBaan Aocyxa npu noHW>XeHHOM [aB-
JIEHNW, NOJIyHasa OCTATOK. DTOT OCTATOK OYMLLLAAN C MOMOLLbLIO (PN3LW-XPO-
MaTorpadun (3noupyowmm pacteop - 10-50 % rpagneHT aTunaueTaTa B
MeTuneHxnopuae), nonyyasa 6.47 r 6enosaTon neHol.

Bbixon: 75 %.

'H AMP (CDCls): & 1.29 (s, 9H), 1.25-2.05 (m, 2H), 2.20-2.35 (m, 2H),
2.55-2.70 (m, 11H), 2.85-3.10 (m, 3H), 3.24 (br.s, 1H), 3.82 (br.s, 1H), 3.98
(br.s, 1H), 4.99 (br.s, 2H), 5.16-5.18 (m, 1H), 5.80 (br.s, 1H), 7.05-7.38 (m,
10H).

MK (CHCIs): 3600-3100 (br.), 3031, 2929, 1714, 1673, 1512, 1455,
1368, 1232, 1199, 1047 cm™,

Macc-cnekTp (FD): m/e 536 (M*).

b. [35-(3R*,4aR*,8aR*,2'S*,3'R*)]- 2-[3'-AMUHO-2'-rnapoKcun-4'-pennn]
byTnnaekarnaponsoxmHonnH-3-N-T-bytnnkapbokcamug
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bbiCTpo nepemelwunBaemyo cycneHsuwo 6.37 r (11.91 mmMosb) NoMMeHO-
BaHHOro coeguHeHmns nogrotosknm 1A n 1.2 r 10 % nannagumsa Ha yrne B 200
M abCcoNTHOro 3TaHos1a NnoMewann B atMocdepy Bogopona. Mo nucrteve-
HUN NpnbnnsnTenbHo 48 4acoB peakLUMOHHYK CMecCb (phUbTpOBaaM 4Hepes
LesinT, N ynapusananm JoCyXa MpPwW MOHMXXEHHOM faBJsieHun, nonydasa 5.09 r
»KeslaeMoro noMMeHOBaHHOIo coeguHeHusa. 9To coegnHeHne UCMoJsib30Bain
6e3 panbHenwen o4YNCTKN.

'H AMP (CDCls): § 1.33 (s, 9H), 1.40-1.95 (m, 10H), 2.25-2.48 (m, 2H),
2.59-2.75 (m, 3H), 2.80-3.40 (m, 7H), 3.75-3.90 (m, 1H), 6.19 (br.s, 1H),
7.18-7.35 (m, 5H).

MK (CHCIs): 3600-3100 (br.), 2929, 2865, 1671, 1515, 1455, 1367,
1245, 1047 cm™.

Macc-cnekTp (FD): m/e 402 (M*, 100).

MoarotoBka 2

A. 2R-N (BeH3nmnokcukapboHunn) ammHo-3-HaT-2-UNTUOMNPONaAHOBas
KncnoTa

K pacteBopy 1.28 r (8.00 mMonb) HapTanuH-2-tnona B 30 mMa TeT-
parnapodypaHa meaneHHo gobasnsnm 1.77 r (8.16 mmonb) 60 % rupgpuaa
HaTpua B aTMocdepe a3oTa. Nocne nepemelwnBaHns B Te4eHne npubnnsu-
TenbHO 15 MWHYT K cMecu MepsieHHo aobasnanu pacteop N(beH3unokcum-
KapboHnn) cepumn B-naktoHa B 20 MAn TeTparuapodypaHa. Peakuuto npo-
BOOWIN B Te4yeHune npmbansmtenbHO 04HOro 4yaca npm KOMHaATHOM TeMnepa-
Type, rnocsie 4ero peakLuMoHHY0 CMeCb yrnapusaau npu NnoHMXeHHoM gasre-
HUN 00 MNOJIydYeHUs OoCTaTKa. ITOT OCTAaTOK PacTBOPSA/IM B dTujaueTaTte u
npombiBasn nocsenosaTtesibHO 0.5H. BucynbaToM HaATPUSA U HACbILLEHHbIM
conesbiM pacTtBopoM. Obpa3oBaBLUMECs C/OM pa3fensain U OpraHUYecKun
CJ/ION BbICYLUMBANM Ha CyNbdaToM HaTpusa, PUIbTPOBaIN KU 3aTEM yrnapuea-
JIN NPU MOHVXXEHHOM JaBJIeHUU A0 MNoJiyd4eHUsa ocTaTkKa. DTOT OCTaTOK O4u-
Wanm ¢ noMouwbto asw-xpomatorpadpum, nonyyasa 2.08 r 6nenHo-xenToro
TBEepLoro BeulecTBa.

Bbixon: 68 %.

'H AMP (CDCls): 6 3.42-3.61 (br.m, 2H), 5.53-5.76 (br.s, 1H), 4.85-5.08
(br.m, 2H), 5.54-5.76 (br.s, 1H), 7.06-7.97 (m, 12H).

[a]po -55.72° (c=1.0, MeOH).

MK (KBr): 3348, 3048, 1746, 1715, 1674, 1560, 1550, 1269, 1200,
1060 cm™.

Macc-cnekTp (FD): m/e 381 (M*), 381 (100).

AHanuns gna CyoH19NO,LS:

PacuyerT: C66.12; H5.02; N 3.67.

ObHapyxeHo: C 66.22; H 5.04; N 3.86.

B. 3R-1-Ilna30-2-okco-3-N-(beH3nn-okcnkapboHmn)aMmmHo-4-(HadpT-2-
nnTmno)byTaH

K xonogHomy pactBopy (-30°C) 15.38 r (40.3 MMOJIb) NOMMEHOBAH-
HOro coeguHeHusa noarotosku 2A B 230 mMa 3TunaueTaTa MensieHHO, UC-
nonb3ysa wnpuy, gobasnsanm 5.62 mn (40.3 MMOb) TPMITUNAMUHA B aTMO-
cthepe a3zoTa. K nmosyyeHHOMY pacTBopy u3 wnpuua gobasnsann 7.84 mn
(60.5 MMonb) nsobyTtunxnopgpopmuaTta. B otaensHonm konbe 10 r N(meTwun)-
N(HUTPO)-N(HMTPO30)ryaHngmnHa oCcTopoxHO fobasnsanu K oByC/ONHON CMe-
cn, coctoswen n3 170 mn auatunosoro acpupa n 170 mn 5H. pacTeopa rma-
poKCuaa HaTpus, B pesynbTaTe 4yero bypHoO Bblgensancsa ras. 1o oKkoH4YaHUn
peakunum opraHU4eckKmnin Cnom feKaHTUpoBaan OT BOOHOIMO B rMAPOKCUA Ka-
NS 1 BbICyLUMBaANAN. 3Ty peakuuio amasoMeTaHoBOro obpa3soBaHusa 1 Npuco-
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eVHEeHNA MOBTOPSAJIN, UCMOJIb3YA MOEHTUYHble KoJIn4yecTBa OUITUIOBONo
3chupa n rugpokcnaga Hatpua u 30 r N(meTun)-N(HUTPO)-N(HMTPO30) rya-
HUAnHa. Mony4YeHHbIN OMa3oMeTaHOBbIN peakKTaHT fobasnanu K pacTBopy
CMELWaHHOro aHrmgpuaa, npuUroToBJIEHHOMY paHee, U peakuuio ocy-
wectenanm Ha xonoay (-30°C) B TedeHme npubnunsumtensHo 20 MuHyT. lMo
3aBepLUeHnnNn peakumun, no pgaHHbiM TCX, ONna ycTpaHeHusa Henpopearupo-
BaBLUEro AMa3oMeTaHa 4epe3 pacTBop npobysbkuBanm a30T, UCMOJb3yS
OMJlaBJIEHHYO Ha OrHe NacTepoOBCKYK MNUMNETKY, 3aTeM pacTBOp ynapuBanm
nPY NMOHMXXEHHOM AaBNlIeHUW A0 MOJIYYEHUSA OCTaTKa. DTOT OCTAaTOK o4YuMLla-
N C NoMoLbio aaw-xpomMaTorpadpun (anoupytowmn pactesop - 10 % atun-
aueTaT B MeTuneHxnopuge), nony4dasa 13.62 r xentoro macna.

Bbixon: 83 %.

'H gMP (CDCls): & 3.32-3.46 (m, 2H), 4.40-4.67 (m, 1H), 5.00-5.09 (m
2H), 5.44 (s, 1H), 5.76 (d, ] = 7.8 T'u, 1H), 7.25-7.86 (m, 12H).

B. 3R-1-Xnop-2-okco-3-N-(beH3nnokcnkapboHun)ammHo-4-(HapT-2- nn-
Tno)byTaH

be3BoaHbIN XNOPUCTbLIN BOoAOpOoL (ra3) nponyckananm B Te4dyeHune npu-
6amM3nTenbHO ABYX CEeKyHA 4Yepe3 xonoaHbin pacteop (-20°C) 13.62 r (33.59
MMOJIb) MNOMMEHOBAHHOro coegunHeHnsa noaroToBkn 26 B 230 MAa aOu-
3TUJI0BOIro 3dpmpa, B pesysbTaTe 4Yero BblAeNAsncsa ras. 3Ty npouenypy no-
BTOpsnun, nlberas obpasoBaHma M3bbITKa XJ0PUCTO-BOAOPOAHON KUCNOTHI.
Mo 3aBeplleHUN peakuyun, Mo pgaHHbiM TCX, pacTBOp Yynapueanu rnpwu
MOHM>XXEHHOM OaBJIEHUM A0 MOJIYHYEHUSA OCTaTKa. DTOT OCTATOK Oo4Yumuanum C
rnomMoLbto hasw-xpomaTorpadpum (3nounpyowmn pacteop - 10 % 3Tunaue-
TaT B MeTunenxaopune), nony4asa 12.05 r teepporo sewectsa 6s1e4HON pbl-
XKEBaTO-KOPUYHEBOW OKPaCKMW.

Boixon: 87 %.

'H AMP (CDCls): § 3.41 (dd, ) = 12.6 'y, 1H), 3.53 (dd, ) = 12.6 Iy, 1H)
418 (ABqg.)=419Twu,) =159Tu, 2H), 4.77 (dd, ) = 9.3 'y, 1H), 5.04 (AB
q,)J=12Ty,) =10.4Tuy, 2H), 559 (d, ) =7 l'u, 1H), 7.24-7.85 (m, 12H).

[a]o -80.00° (c = 1.0, MeOH).

MK (CHCIs): 3426, 3031, 3012, 1717, 1502, 1340, 1230, 1228, 1045 cm-

Macc-cnekTp (FD): m/e 413 (M*), 413 (100).

AHanuns gna CxHoNOsSCl:

Pacyer: C,63.84; H, 4.87; N, 3.38;

ObHapyxeHo: C, 64.12; H, 4.95; N, 3.54.

I. [3R-(3R*,45%*)]-1-Xnop-2-rugpokcun-3-N-(6eH3nnokcmkapboHmnn)
aMNHO-4-(HadT-2-nnTNo)byTaH

K xonogHomy pacteopy (0°C) 530 mr (1.28 MMO/s1b) MOMMEHOBAHHOIO
coegnHeHua noarotoskn 2B B 10 mn TeTparmpgpodypaHa v 1 mn BoAabl
nobasnanu 73 mr (1.92 mmonb) 6opruapupa HaTpua. Mo 3aBepllieHnmn
peakuunmn, no gaHHbIM TCX, pH pacTtBopa nogsoamnn K 3, ucrnonb3sysa 10 mn
BOOHOIO HacCbILWEHHOro pacTteopa xaopunaa ammoHmnsa n 500 mkn 5H. pacTBo-
pa CONSAHOM KUCNOTbl. [MoslydeHHbIN pacTBOP 3KCTparvpoBann OBakKAbl
MeTuneHxnopmnaom, obbegnHeHHbIE OpraHMYeckne Csiom NPoMbIBaaN BOOOMN,
BbICYLUMBANN Hapg cynbdaToM HaTpusa, punbTpoBaaM U 3aTeM ynapusain
npwv MOHMXXEHHOM OaBJIeHUN 00 MOJIy4YeHUSA OCTaTKa. DTOT OCTAaTOK O4YuLla-
N C MOMOLLbID pajuanbHOW XpomaTtorpadpunm (30MpyowWmnn pacTeop -
MeTuneHxaopung), noayyasa 212 mr TBepLoro BewecTBa pbi>KeBaTO-KOPUYHe-
BOM OKpPaCKMW.

Boixon: 40 %.
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'H gMP (CDCls): § 3.40 (s, 2H), 3.61-3.71 (m, 2H), 3.97-3.99 (m, 2H),
4.99 (s, 2H), 5.16 (br.s, 1H), 7.21-7.83 (complex, 12H).

Macc-cnekTp (FD): m/e 415 (M*), 415 (100).

[a]lo -47.67° (c = 0.86, MeOH).

MK (CHCIls): 3630, 3412, 3011, 1720, 1502, 1236, 1044 cm™.

AHanuns gnsa C;H:NOsCIS:

PacyerT: C63.53; H5.33; N 3.37.

O6HapyxeHo: C 63.72; H5.60; N 3.64.

O. [1'R-(1'R*,15*)]-1-[(1'-N-(BeH3unnokcnkapboHun)ammnHo-2'-(HapT-2-
WNTNO)3TN] OKCMpPaH

PactBop 31 mr (0.55 MMonb) rmgpokcmpa kKaamsa B 1 Mn 3TaHona
nobasnanu K pacteopy 190 mr (0.46 MMOAb) NOMMEHOBAHHOIO COeaUHEHUS
noaroToBkn 2 B 6 M1 pacTBOpa 3TaHoN/aTunaueTaT B oTHoweHun 1:2. Mo
3aBepLlleHnn peakymm, rno gaHHbiM TCX, peakuUOHHYI CMeCb BblIIMBaAN B
CMecCb BoAbl C MeTuneHxaopugom. ObpasoBaBLINECH C/ION pa3gensann, opra-
HNYECKNI CJION NPOMbIBASIV BOLOW, BbICyLUMBANIN HafL CynbaToOM HaTpus,
dunbTpoBaNM N 3aTeM ynapuBaau rnpu NOHMKXEHHOM OaBJIEHUN [0 MNojy4e-
HWA oOCTaTKa. DTOT OCTaTOK Oo4YuWasnm C MOMOLbIO pagnasbHOW Xpo-
MaTorpadun (Anwoupyrowmnn pacteop - 10 % s3TunauetaT B MeTUNEHXIO0-
pnge), nonyd4aa 172 mr TBepLoro BewiecTBa CBETJ/ION pbI>)KeBaTO-KOPUYHe-
BOM OKpPACKMW.

Bbixoa: 99 %.

'H AMP (CDCI?): § 2.76 (br.s, 2H), 3.01 (br.s, 1H), 3.3
3.77 (br.s, 1H), 5.05 (s, 2H), 5.22 (d, ] = 6 'y, 1H), 7.
12H).

[a]p -125.42 (c = 0.59, MeOH).

Macc-cnekTp (FD): m/e 379 (M*), 379 (100).

MK (CHCIs): 3640, 3022, 2976, 1720, 1502, 1235, 1045 cm™.

AHanun3 gna CyHzNOsS:

PacyerT: C 69.63; H5.58; N 3.69.

O6HapyxeHo: C 69.41; H 5.53; N 3.64.

E. [2S5-(2R*,2'R*,3'S*)]-1-[2'-Tngpokcun-3'-(N-6eH3mnnokcnkapboHmn)
aMUNHO-4'-(HadT-2-nnTNno)byTnn] nunepnanH-2-N-(T-6ytnn)kapbokcamug

PactBop 0.51 r (1.34 MMOJIb) MOMMEHOBAHHOI0 COegNHEHNSA NOArOTOB-
kn 20 n 0.26 r (1.41 MmMOJiIb) NOMMEHOBAHHOIO0 coegunHeHnsa noaroToskn 4B
B 25 Mn m3onponaHosa Harpesanm npu 55°C B TevyeHume npmnbnamsnTesnbHo
COpOKa BOCbMM YacoB. [10/ly4EHHYI0 peaKLMOHHYI0 CMeCb OXJNlakKdasan 1 yna-
puBasn MNpu MNOHMXXEHHOM [OaBJIEHUM, MoJly4ass HEOYULLEHHbIM MaTepuan.
OTOT MaTepuan o4uwanm C NOMOLLbIO pagnanbHOM XpoMaTtorpadgpum (4 Mm
naacTuHa; annpyrowmin pacteop - 10 % aueToH B MeTuaeHxaopuae), nony-
Yas 104 mr 6enon neHbl.

Boixon: 14 %.

'H dMP (CDCls): & 1.29 (s, 9H), 1.44-1.82 (m, 6H), 2.19 (m, 1H), 2.40
(m, 1H), 2.68 (m, 2H), 3.09 (m, 1H), 3.46 (m, 2H), 4.00 (m, 2H), 5.01 (s, 2H),
5.73 (d, 1H), 6.01 (br.s, 1H), 7.23-7.34 (m, 5H), 7.45 (m, 3H), 7.72-7.83 (m,
4H).

Macc-cnekTp (FD): m/e 563 (M*, 100).

XK. [2S-(2R*,2'S*,3'S*)]-1-[2'-Tnapokcun-3'-aMnHo-4'-(HapT-2-nNTMo)bYy-
Tnn] nunepnanH-2-N-(T-6yTnn) kapbokcamunpg,

Pacteop, cogepxawmn 1.05 r (0.18 MmMOsb) NMOMMEHOBaAHHOIO coenu-
HeHunsa noarotoBkn 2 B 10 ma 30 % 6pomMnCTO-BOAOPOAHON KUCNOTHI B YK-
CYCHOMN KWUC/I0Te, pearnpoBan B TeyeHume npmbnmsmtenbHO OAHOro Yaca.

1(d,) =5Tu, 2H),
25-7.85 (complex,
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PeakUMOHHYIO CMeCb yrnapusasaun, a3eoTPONHO NeperoHsaAnn Tpum pas3a C TO-
JIlyoJ/ioM, nepepacTBOpPAIN B MeTaHoJ1e, coaepxawem no 4.5 mn gnatnnamu-
Ha M r’MOpoKCcnaa aMMOHUA, N 3aTeM yrnapuBaan rnpu NOHMXEHHOM AaBie-
HUN OO0 NOJly4YEeHMSA OoCTaTKa. DTOT OCTAaTOK OYMLLAAM C MOMOLLbIO pagunab-
HoM xpomaTtorpadgum (1 MM naacTUHa; SaUpYyOWNMA pacTteop - 3 % Me-
TaHON B MeTwieHxaopuae, cogepxawem 1 % yKCyCHY KUCA0TY), nosy4das
64 mr 6enon NeHs.bl.

Boixon: 80 %.

'H 4MP (CDCls): § 1.29 (s, 9H), 1.52-1.73 (m, 6H), 1.84 (m, 1H), 2.31-
2.43 (m, 2H), 2.75-3.04 (m, 5H), 3.17 (m, 1H), 3.41 (m, 1H), 3.71 (m, 1H),
6.22 (br.s, 1H), 7.47 (m, 3H), 7.73-7.82 (m, 4H).

Macc-cnekTp (FD): m/e 430 (M*, 100).

MogroTtoBka 3

A. 2S-N-(beH3unokcukapboHun)-2-nupponnanHkapbokcnnata neH-
TapTopheHnNoBbIN SPUp

K xonogHomy pacTtBopy (0°C) 30 r (0.12 monb) 2S-N-(6beH3mnokcu-
KapboHwun)-2-nupponngnHkapboHoson kucnotbl n 25.8 r (0.14 monb) neH-
TapTopdeHona B 450 mn TeTparmapodypaHa nobasnsnm B BUAE OOHON
nopuun 27.7 r (0.14 monb) 1-(3-gumeTnnamMmuHonponun)-3-atun-kapboanu-
muga (EDC) c nocneagywowmm gobasneHmem 150 mn metuneHxnopuaa. lNo-
JIYHYEHHYIO peaKUMOHHYK CMeCb HarpeBaan 00 KOMHaATHOW TemMnepaTypbl n
peakuuio NpoBoaAMAN B TeveHune npubamsntenbHO 4YeTbipex 4acoB. [lo 3a-
BEPLUEHUN peaKumu, No gaHHbIM TCX, peakLUMOHHY0 CMeCb ynapusanau npu
MOHM>XXEHHOM [aBJI€EHUN A0 MOJIyYEeHUA oCcTaTKa. DTOT OCTAaTOK PacTBOPSAIN
B 500 mn 3TunaueTaTa 1 NPOMbIBaSIN NOC/eA0BaTeNIbHO BOAON, KapboHaToM
Kanmsa, 1H. CONSAHOW KWUCAOTOW WM COJIEBbIM PaCTBOPOM, BbICYLUMBANMN Han
cysibaToM HaTpus, PUAbLTPOBAIN N 3aTeM yrnapuBaanm Mpu MNOHUKEHHOM
AaBfleHUn OocyXa, NoJslydas TBepaoe BelwecTBo. 3TO TBepaoe BeLecTBo no-
BTOPHO pPacTBOPS/IN B rekcaHe n MnpoMbiBasin KapboHaToOM Kanus, BbICy-
wmBanm Hapg cynbaToM HaTpuda, PUNbTPOBaAIN U yrapuBaau focyxa npu
MOHMXXEHHOM AaBneHunn, nony4dasa 45.95 r »xenaemoro nNOMMeHOBaAHHOIO CO-
eaANHEeHNA.

Bbixon: 92 %.

'H AMP (CDClIs): § 1.95-2.15 (m, 2H), 2.20-2.35 (m, 1H), 2.35-2.50 (m,
1H), 3.50-3.75 (m, 2H), 4. 6 75 (m, 1H), 5.02-5.30 (m, 2H), 7.20-7.45 (m,
5H).

b. 25-N-(beH3unnokcnkapboHmn) NMUPPOANANH-2-N(T-
byTun)kapbokcamnpg

K xonogHomy pacteopy (0°C) 45.90 r (0.111 MmMO/b) NOMMEHOBaHHOIO
coegnHeHunsa noarotosku 3A B 100 mn 6e3BOAHOr0 MeTUNEHXJI0OpUAa Mefn-
neHHo pobasnsnam 100 mn (0.952 mmonb) T-6yTunammHa. PeakuMOHHYIO
CMeCb Harpesasn 00 KOMHATHOW TeMrnepaTypbl, peakuuo rnposoanan B Te-
yeHne Npmnbnm3nTenbHO OOHOM0 Yaca, Mocie Yero peakuMoHHY CMeCb pas-
6asnsanm 1000 mn meTuneHxaopuga v 3aTeM npoMbiBasn NocsienoBaTesibHO
1H. kapboHaTOM Kanus, 1H. cCoNaHOM KNcnoTon, 1H. kKapboHaToM Kanma un co-
NIeBbIM pacTBOPOM, BbICyLLIMBaJIN HaL CynbgaToM HaTpua N ganee puibTpo-
Banun Yyepes npobky, ncnonbsysa 50 % sTunaueraT B rekcaHe, nonyyasa 37.74
I >KeNnaemMoro coeauHeHus, KOTopoe ucnosb3oBanan 6e3 panbHenwen
O4YUCTKMN.

'H dMP (CDCls): 6 0.95-1.5
2H), 4.10-4.30 (m, 1H), 4.95-5.3
7.20-7.50 (m, 5.5H).

-1.50 (m, 9H), 1.70-2.40 (m, 4H), 3.30-3.60 (m,
5(m, 2H), 5 5 (br.s, 0.5H), 6.55 (br.s, 1H),
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B. 28-MupponnamnH-2-N-(T-byTnn) kapbokcamung

C coeguHeHuns, nomMmeHoBaHHOro B noarotoske 36 (2.71 r, 8.9 MmmMoJib)
CHUMaNN 3allNTy TaK XKe, Kak AeTajibHO onucaHo B NoArotoBke 1b, ncnosb-
3ya 500 mr 10 % nannagunsa Ha yrne v rasoobpasHbin Bogopos (1 atMocoe-
pa) B 200 mn s3TaHonNa.

Boixoa: 1.53 r (100 %).

'H AMP (CDCls): 6 1.35 (s, 9H), 1.60-1.75 (m, 2H), 1. 7 90 (m, 1H),
2.00-2.15 (m, 1H), 2.58 (br.s, 1H), 2.80-3.05 (m, 2H), 3.5 5 (m, 1H),
7.45 (br.s, 1H).

. [2S5-(2R*,2'S*,3'R*)]-1-[3'-N(BeH3unnokcukapboHui)-aMmnHo-2'-rna-
pokcn-4'-cherHnnbytun] nupponngnH-2-N-(T-6ytun)kapbokcammg

PacTBop, cogepxxawmm 122 mr (0.72 MMOJIb) MOMMEHOBAHHOIo coeau-
HeHnda nogrotoskn 3B n 200 mr (0.68 mmonb) [1S-(1R*,1'R*)]-1-[(1’-N-(beH-
3nNoKCu-KapboHmn) ammnHo-2'-penHnn)aTunlokcmpaHa B 10 ma meTtaHona, ne-
pemMellBann B TedyeHue Ho4u. Mo 3aBeplueHUN peakuuu, no gaHHbiM TCX,
peakUMOHHYD CMeCb ynapueasn Npu MOHUMXKXEHHOM AaBsieHunn. Xenaemoe
coeNHEeHMEe Oo4YMLaIN C NOMOLLbID KOJIOHOYHOW XpoMaTorpadpumn (3ntounpy-
IOLWMI pacTBop - 2-4 % rpagueHT MeTaHos1a B MeTueHxaopuae), nosyydas
232.2 Mr npo3payHOro amoppPHOro TeepLoro seLiecTsa.

Bbixon: 55 %.

[a]p -56.97° (c = 0.27, MeOH).

'H dMP (CDCIls): & 1.33 (s, 9H), 1.55-1.95 (m, 4H), 2.05-2.25 (m, 1H),
2.40-2.55 (m, 1H), 2.65-2.75 (m, 2H), 2. 80 3.00 (m, 3H), 3.15-3.30 (m, 1H),
3.65-3.75 (m, 1H), 3.85-3.95 (m, 1H), 4.86 (br.d, ] = 1.1 'y, 1H), 5.03 (s,
2H), 6. 95 (m, 1H), 7.15-7.40 (m, 10H).

K (CHCIs): 3700-3100 (br.), 3434, 3031, 2976, 1720, 1664, 1604,

1512, 1455, 1394, 1367, 1343, 1233, 1156, 1107, 1063, 1028, 911 cm™.

Macc-cnekTp (FD): m/e 468 (M*, 100).

O. [2S5-(2R*,2'S*,3'R*)]-1-[3'-AMUHO-2'-rnapokcn-4'-cpeHnn-oytnnl nu-
pponnanH-2-N-(T-bytmnn)kapbokcamng

C coeaunHeHuns, nommeHoBaHHOro B noarotoBke 3 (222 wmr, 0.47
MMOJIb), CHUMaN 3alLUTY TaK XXe, Kak JeTaJ/lbHO OnnucaHo B NnoArotoske 16,
ncnonosysa 67 mr 10 % nannaguma Ha yrnae m rasoobpasHbin Bogopond (1
aTMoccepa) B 15 Ma 3TaHoNa. XKenaemoe coefuHEeHMe 0YuLanm c rnomo-
LWbIO KOJIOHOYHOM XpoMaTorpadgun (anounpyrowmn pacteop - 10 % mnsonpo-
naHon B MeTuneHxnopunge, cogepxawem 0.75 % rnapokcmg aMMoHus), no-
ny4das 80 mr 6esioBaTOro TBEPAOro BelwlecTBa.

Boixon: 51 %.

[a]o -55.26° (c = 0.23, MeOH).

'H dMP (CDCls): 6 0.80-3.70 (m, 25H), 6.90-7.40 (m, 6H).

MK (CHCIs): 3692, 3600-3200 (br.), 2975, 1657, 1603, 1522, 1497,
1479, 1455, 1393, 1366, 1232, 1198, 1137, 1049, 882 cm™.

Macc-cnekTp (FD): m/e 334 (M*, 100).

Moporotoska 4

A. 2S5-N-(T-byToKCcukapboHun) nunepnanH-2-kapboHoBas KMcaoTa

PacteBop 1.64 r kapboHaTa HaTpusa B 15 mn Boabl fobaBnsanm K xonon-
HoMy pacTBopy (0°C) 2.0 r (15.5 monb) 28-nunepun-guHKapbOHOBOW KUCNOThI
B 50 mn gmnokcaHa. Mo uctevyeHun npnbnmsntenbHO AeCATU MUHYT K CMecu
nobasnanm 3.7 r (17.0 monb) an-t-bytungmkapboHaTta. [lony4eHHas
peakuMoHHas CMeCb B3aMMOAENCTBOBajsla B TeyeHne nNpubnamsntensHo Lwe-
CTW YacoB, NOCJIe Yero ee KOHUEHTPMpOBaIN 40 OOHOW 4YeTBepTOoM 4acTu oT
rnepBoHavanbHOro obbvemMa n 3aTtemM nogkucasanm o pH 2, ncnonb3yas 1 M
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oOHO3aMelleHHbIN cynbdaT HaTpusa 1 dTunauetaT. ObpasoBasBLInecs Csiou
pa3gensnm u opraHu4yeckme cJionm NpomMbiBasN HaACbIWEHHbLIM COJIEBbLIM pac-
TBOPOM, BbICYLUMBANN Haf4 CysbaToOM HaTpus, GUAbTPOBaIN U 3aTeM yna-
puBasan focyxa Npu MoHW>XeHHOM faBneHuun, nosy4dasa 2.67 r 6enoro Kpu-
CTaJI/IN4eCKOoro TBepAoro BewecTBa.

Boixon: 75 %.

[a] -55.26° (c = 0.23, MeOH).

'H 4MP (CDCls): 8 1.20-1.80 (m, 15H), 2.15-2.30 (m, 1H), 2.85-3.10 (m,
1H), 3.90-4.10 (m, 2H), 4.70-5.00 (m, 1H).

MK (CHCIs): 3700-1800 (br.), 3025, 3018, 3011, 2980, 2947, 2865,
1716, 1685, 1449, 1394, 1368, 1280, 1252, 1162, 1147, 1129 cm™.

Macc-cnekTp (FD): m/e 229 (M*, 100).

AHanun3 gnsa Cy7H37Ns04:

Pacyer: C57.63; H8.35; N6.11.

O6Hapy»xeHo: C57.90; H 8.35; N 6.19.

b. 2S-N-(T-byTokcmkapboHun) nunepupunH-2-kapbokcunat, nMeH-
TapTopheHnNoBbIN 3PUp

K xonogHomy pacteopy (0°C) 2.53 r (11.03 mMonb) NOMMEHOBAHHOIO
coeanHeHus noarotoBkn 4A n 2.34 r (12.7 monb) neHTadpTopbeH3omnHON
KucnoTbl B 50 mn TeTparungpodypaHa gobasnanm 2.42 r (12.7 monb) EDC.
Mosy4eHHYIO peakuMOHHYI0 CMeCb Harpesasin 4O KOMHaTHOM TeMnepaTypsbl
N peakuuto nNpoBoanan B Te4veHue npmbnmsmtenbHO ABYyX 4HacoB. Cmecb
3aTeM ynapusasau Mpu MNOHWKEHHOM [aBJIeHUN, MNoJsiydasa TBepaoe Belle-
CTBO. 3TO TBepAoe BeLleCcTBO NMOBTOPHO pacTBOPSASIMN B MeTuneHxaopuge, u
pacTBOp NpoMbIBasn nocsenoBaTesibHO KapboHAaTOM Kanusa M CosieBbIM pac-
TBOPOM, BbICYLLUMBANN Ha4 CysbdaToOM HaTpus, GUAbTPOBaIN U 3aTeM yna-
puBasan OOCyXa Npu NOHMXXEHHOM faBneHuun, nonydas 3.85 r npo3payvyHoro
Macsia, KOTopoe oTBepaeBasio Npu CTOAHUN.

Bbixon: 88 %.

'H 4MP (CDCls): 8 1.20-1.90 (m, 15H), 2.30-2.40 (m, 1H), 2.90-3.15 (m,
1H), 3.90-4.15 (m, 1H), 5.05-5.35 (m, 1H).

B. 25-N-(T-byToKcnkapboHunn) nunepmnanH-2-N-t-6ytunkapbokcamung

K xonogHomy pactBopy (0°C) 3.8 r (9.6 MM0OJ1Ib) NOMMEHOBAHHOIO CO-
eanHeHnsa noarotoBkn 4b B 200 mn MeTuneHxnopmnga menneHHo pnobasns-
nm 2.53 mn (24.0 mmonb) T-byTunamuHa. PeakynmoHHasa cMecb B3aMMoOen-
CTBOBaJsla B Te4yeHne nNpubnmsnTesibHO 4YeTbIpex 4acoB, MoCse 4Yero ee yna-
puBasan Npu NOHUKEHHOM OaBJIEHUU 00 MNOJyHYEeHUs oCTaTKa. DTOT OCTATOK
MOBTOPHO PacTBOPSAN B MeTWUJeHxJopuge M 3aTeM NpoMbiBaau nocneno-
BaTeNbHO 1 M KapboHaTOM Kanns 1 ConeBbIM PacTBOPOM, BbICYLLUMBAAN Han
cysibpaToOM HaTpUA, PUNLTPOBAIN N OYULLAIN C MOMOLLLIO KOJIOHOYHOW XpPO-
MaTorpadun (nounpyowmn pactesop 10-20 % rpaguneHT 3TunaueTtaTa B
rekcaHe), nosy4as 2.52 r 6enoro TBepAoro BewiecTsa.

Bbixon: 92 %.

[a]p -41.47° (c = 0.506, MeOH).

'H gMP (CDCls): § 1.10-1.70 (m, 15H), 2.20-2.35 (m, 1H), 2.65-2.82 (m,
1H), 3.90-4.10 (m, 1H), 4.62 (br.s, 1H).

MK (CHCIs): 3600-3300 (br.), 2978, 2945, 2869, 1677, 1512, 1455,
1413, 1394, 1367, 1317, 1280, 1255, 1162, 1144, 1127, 1078, 1042, 868 c™m"
1

Macc-cnekTp (FD): m/e 284 (M*, 100).
AHann3 gnsa ClsH2sN2Os:
PacyerT: C 63.35; H9.92; N 9.85.
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ObHapyxeHo: C 63.10; H 9.66; N 9.92.

. 2S-MunepngnH-2-N-T-6yTunnkapbokcamnpg,

PacTtBop, cogepxawmn 1.0 r (3.5 Mosb) NOMMEHOBAHHOI0 coeANHeHUs
noaroToBkn 4B n 3.5 Mn TPUPTOPYKCYCHON KUCNOTbI B 25 M1 MeTUNEHXJ10-
puaa, nepemMewnBanm Npn KOMHaTHOWM TemnepaType B TevyeHue npubnnsu-
TesibHO OBYX 4acoB. PeakUMOHHYIO CMeCb KOHLUEHTpUpOBaIM N OAMH pa3
A3€0TPONHO MNeperoHANn C TOoNyosioM. [OSIyHeHHYIO peakLMOHHYI CMecCb
3aTeM pacnpenensnm mexay metuneHxsaopnaom n bukapboHaToM HaTpus.
Obpas3oBaBLIMECa C/IOM pa3faensanm u opraHNYeCcKUin Caon BbICYLIMBANW Hapg
Cy/sibpaTOM HaTpuA, puUnbTpoBaaMN U yrapuBaan A0CyXa MPU NMOHUKEHHOM
hassieHnun, nosyyasa 641 Mr NnOMMEHOBAHHOIN0 COeUHEHUS.

Bbixoa: 99 %.

[a] -22.45° (c = 0.95, MeOH).

'H dMP (CDCls): & 1.20-1.50 (m, 12H), 1.51-1.62 (m, 1H), 1.64 (s, 1H),
1.75-1.88 (m, 1H), 1.90-2.00 (m, 1H), 2.60-2.72 (m, 1H), 2.98-3.10 (m, 2H),
6.63 (br.s, 1H).

K (CHCI5): 3363, 3002, 2969. 2940, 2860, 1738, 1660, 1522, 1480,
1455, 1398, 1367, 1324, 1295, 1230, 1129, 1110, 852 cm™.

Macc-cnekTp (FD): m/e 184 (M*, 100).

. [25-(2R*,2'S*,3'R*)]-N-[3'(N-beH3nnokcnkapboHmnn)-aMmnHo-2'-rna-
pokcn-4'-cpeHnn] bytTunnunepmnamnH-2-N-t-bytnnkapbokcamng,

PacTtBop, cogepxawmmm 195 mr (1.06 MmMOsb) MOMMEHOBAHHOI0O Ccoeaun-
HeHuna noarotoBku 4 n 300 mr (1.01 mmonb) [1S-(1R*,1'R*)]-1-[(1'-N-(6eH-
3nNoKCMKapboHmN) amnHo-2'-penHnn)atTun]okcmpaHa 8 10 ma nsonponaHona,
nepemewmnsann npmn 55°C B Te4yeHmne npnbansmtenbHO COpoKa BOCbMU 4a-
coB. [lo 3aBepuweHuMn peakumun, no paaHHbiM TCX, peakuMOHHYI CMeCb
KOHLEHTPUPOBANMN NpPU MOHMXXEHHOM [aB/ieHUU. XXeslaemoe coefunHeHune
O4YULLAN, NCMNOJb3YS KOJIOHOYHYIO XpoMaTorpaduio (31lonpyrowmn pacTeop
- 1-5 % rpagmeHT n3onponaHosia B MeTUNEHXI0pUae).

Bbixon: 395 mr (81 %).

[a]po -55.64° (c = 0.22, MeOH).

'H AMP (CDCls): & 1.32 (s, 9H), 1.45-1.90 (m, 6H), 2.25-2.50 (m, 2H),
2.70-3.20 (m, 5H), 3.30-3.40 (m, 1H), 3.75-4.05 (m, 2H), 4.95-5.10 (m, 3H),
6.15 (br.s, 1H), 7.18-7.40 (m, 10H).

MK (CHCIs): 3700-3100 (br.), 3623, 3021, 2976, 1668, 1603, 1511,
1456, 1313, 1047, 878 cm™.

Macc-cnekTp (FD): m/e 482 (M*, 100).

E. [25-(2R*,2'S*,3'R*)]-N-[3'-aMnHO-2'-rngpokcun-4'-pennn] éytnnnune-
pnanH-2-N-T-byTn-nkapbokcamma

C coeaunHeHusi, nonMmeHoBaHHOro B nogrotoeke 41 (371 mr, 0.77
MMOJIb), CHUMaJIN 3alLNTY TaK XXe, Kak JeTaJlbHO onncaHo B noarotoske 16,
ncnonb3ysa 110 mr 10 % nannagusa Ha yriae n rasoobpasHbin sBogopos B 20
MJ1 3TaHoNa n nony4ada 260 mr 6esoM NeHbl.

Bbixon: 97 %.

[a]p -64,92° (c = 0,39, MeOH).

'H dMP (CDCIls): & 1.35 (s, 9H), 1.45-1.90 (m, 6H), 2.25-2.35 (m, 1H),
2.50-2.90 (m, 5H), 3.00-3.40 (m, 3H), 3 85-3.98 (m, 1H), 6,29 (s, 1H), 7.15-
7.38 (m, 5H).

K (CHCIs): 3693, 3650-3100 (br.), 2943, 2862, 1671, 1603, 1517,
1497, 1455, 1394, 1367, 1233, 1185, 1049, 887 cm™.
Macc-cnekTp (FD): m/e 348 (M*, 100).
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MoporotoBka 5

A. Munpa3sunH-2-N-(T-6yTnn) kapbokcamnpg

K cycneHs3um 50 r (0.403 Monb) NnpasunH-2-kapboHoBon kKncaoTel B 600
Mn TeTparngpodypaHa u 100 mn gumetundopmammnpa pnobasnsnm 65.9 r
(0.407 monb) kapboHungunmupasona. llonyyvyeHHas peakUMOHHas CMecCb
B3amMogencTeoBasia npu 50°C oo Tex nop, Noka He npekpallanoch Bblgene-
Hune rasa. locse oxnaKgeHns peakLuMoHHOM CMecun K Heln measieHHo obas-
nann 73.5 r (1.00 monb) 6byTnnammHa. Peakuunio NpoBoanan B Te4eHne npu-
611M3MTEeNbHO TPUALATM MUHYT, NOC/IE Yero peakLMOHHY CMeCb yrnapusaau
npu NOHW>XXeHHOM AaBneHun, nepepacteopsanm B 500 M meTnnenxaopuga v
3aTeM MnpoMbiBaNIM NnocsiegoBaTesibHO BOAOW, CONMAHON KucnoTon (pH 2), Ha-
CbllWeHHbIM bukapboHaToM HaTpus, Bogon, 1 M rugpokcnaom Kanmsa n cone-
BbIM PaCTBOPOM, BbICYLUVBaAN HaL Cy/bPaTOM HAaTPUSA N KOHLLEHTPUpPOBan,
nony4yasa 68.5 r 6enoro TBepAoro BewecTBa.

Boixon: 95 %.

'H 4MP (CDCls): 6 1.51 (s, 9H), 7.73 (br.s, 1H), 8.49 (m, 1H), 8.72 (m,
1H), 9.38 (s, 1H).

B. (+/-)-NMunepa3nH-2-N-(T-6yTnn) kapbokcamung

Cmecb 68.5 1 (0.382 Mosb) NOMMEHOBaHHOI0 CoeAMHEHNA NMOLTOTOBKMN
5A n 70 r (0.308 Monb) okucK nNaaTuHbl B 186 M 3TaHONa Harpesasin B Te-
yeHue Ho4m npu 40°C B aTMmocepe Bogopoaa (60 psi). NNosly4eHHbIN Heo4YN -
LWEeHHbIN MaTepuan puabTpoBaan, U punbTPaT KOHLEHTPUPOBaAKU, Nosy4as
65 r 6enoro TBepAOro BewecTBa.

Bbixon: 95 %.

Macc-cnekTp (FD): m/e 185 (M*, 100).

B. (+/-)-4-(Mupnpa-3'-nnmetunn) nunepasunH-2-N-(T-bytnn) kapbokcamupg,

K pactBopy 5.0 r (0.027 m™MoOsib) NOMMEHOBAHHOro CoeAUNHEHUS
nogrotoekn 56 B 160 Ms cMecnm BoObl N aueTOHUTPWUIA B OTHoweHun 1:1
pnobasnanm 18.65 r (0.135 monb) kKapboHaTa kKanua. MNonyvyeHHy CMeChb
SHEPrnyHoO nepemewwnBann Bo Bpemsa gobasneHusa 4.43 r (0.027 monb) rma-
poxnopuaa 3-xJ10pMeTWINMPUANHA U peakunio NpoBOANIN B TEYEHNE HOYN.
PeakKUMNOHHYIO CMeCb KOHLUEHTPUPOBaaMN MPU MNMOHMKXEHHOM [LaBJIEHUN, CYyC-
neHanposanun B pacteope 20 % n3onponaHoaa B xsiopodopmMe, NpoMbIBaIn
nocnepnosaTesibHO BOOOW N COJIEBbIM PacTBOPOM, BbICyLUIMBAAN HapL Ccybda-
TOM HaTpus, puAbTpPOBaNM U 3aTEM KOHUEHTPUPOBaNM A0 MOJy4YeHus -
OCTaTKa. DTOT OCTAaTOK O4MLLaAN C NOMOLWbIO hia-XxpomMaTorpadum (3a10m-
pylowmn pacteop - 5 % MeTaHon B MeTuneHnxnopupe, cogepxawem 1 %
rMaopoKcng ammoHus), nonydas 1.34 r npo3pavyHOro XXesnToro macna.

Boixon: 18 %.

'H 4MP (CDCls): § 1.10 (s, 9H), 1.89-2.01 (m, 2H), 2.35 (m, 1H), 2.57-
2.74 (m, 4H), 3.09 (m, 1H), 3.27 (s, 2H), 6.71 (br.s, 1H), 7.03 (m, 1H), 7.44
(m, 1H) 8.26 (m, 2H).

MK (KBr): 3691, 3611, 3366, 2974, 1666, 1602, 1521, 1479, 1456,
1427, 1393, 1366, 1324, 1139, 1047, 839 cm™.

Macc-cnekTp (FD): m/e 276 (M*, 100).

r. [2S-(2R*,2'S*,3'R*)]-1-[2'-Tnapokcn-3'-(6eH3unnokcnkapboHmn)
aMuNHo-4'-pennn-bytnnl-4-(nupuna-3"-nnmetmn)nunepasnH-2-N-(T-bytmnn)
Kapbokcamupg

Pacteop, cogepxawmnm 0.377 r (1.27 mmonb) [1S-(1R*,1'R*)]-1-[(1'-N-
6eH3nnokcnkapboHun)ammHo-2'-dpeHnn) stunlokcupaHa mn 0.350 r (1.27
MMOJ1b) MOMMEHOBAHHOIO COegNHEHNS NOArOTOBKK 5B B 12 MAa n3onponaHo-
na, B3aumopenctsoBan npu 45°C B TeyeHue npubnmsmTenbHO COPOKa
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BOCbMMW 4acoB. PeakUMOHHYIO CMeCb OxJlaxfasm N 3aTeM yrnapusanum npu
MOHM>XXEHHOM [aBJIEHUN, MoJly4as HEOYULLEHHbIN MaTepunan. ITOT MaTepman
O4YULLAIN C NOMOLLbIO pagnasbHOW XpoMmaTorpadpum (6 MM naacTuUHa; 30u-
pytlowmn pacteop - 5-10 % rpagueHT msonponaHosia B MeTWUeHXJaopuae),
nony4asa 120 mr nsomepa A n 68 mr nsomepa b.

Bbixon: obwnm 26 %.

N3omep A:

'H AMP (CDCls): 6 1.33 (s, 9H), 2.26-2.89 (m, 13H), 3.29 (m, 1H), 3.45
(s, 2H), 2.79-3.95 (m, 3H), 4.73 (br.s, 1H), 4.97 (br.s, 2H), 5.20 (m, 1H),
7.14-7.29 (m, 6H) 7.57 (m, 1H), 7.82 (br.s, 1H), 8.53 (m, 2H).

MK (KBr): 3692, 3434, 2970, 2829, 1714, 1661, 1604, 1579, 1512,
1455, 1427, 1393, 1365, 1231, 1149, 1029, 909 cm™.

Macc-cnekTp (FD): m/e 573 (M*, 100).

O. [25-(2R*,2'S*,3'R*)]-1-[2'-Tngpokcmn-3'-aMnHo-4'-cheHnn]bytnn-4-
(Mnpuna-3"-nnmetnn) nunepasnH-2-N-(T-6ytTun)kapbokcamma

Pacteop, cogepxawmnm 0.062 r (0.11 MMOSb) NOMMEHOBAHHOI0 coeau-
HeHus noaAroTtoBku 5 (n3omep A), mepemewnmBann B TeyeHue npubnunsu-
TenbHO AeBsAHOCTa MUHYT B 1.5 mn pacTtBopa 30 % 6poMucTo-BOAOPOAHON
KUCNOTbl B YKCYCHOW Kucsiote. [loNly4eHHYl0 CMeCb KOHLUEeHTpupoBau,
A3e0TpPONHO NeperoHsAn Tpu pasa C TOJyosIoOM, MOBTOPHO PacTBOPS/IN B Me-
TaHose, cogepxawem no 1 mn gmstTunaMmHa U rMAPOKCMOa aMMOHUA, U
3aTeM ynapusasu Mpu MOHUMKEHHOM [aBJIeHUN [0 MOoJIydYeHUsA ocTaTKa.
DTOT OCTATOK O4uLann C NOMOLWbI pagunanbHON xpomaTtorpadpuu (2 Mm
naacTUHa; 3MpYyWNN pacTBop - 15-25 % rpaAveHT MeTaHosla B MeTu-
nexnxnopunpge, cogepxawem 1 % ruapokcma aMmmMoHus), nonydasa 13 mr be-
JIoro TBEPOOro BelecTsa.

Boixon: 28 %.

'H 4MP (CDCl5): 6 1.33 (s, 9H), 2.36- 3 21 (m 15H), 3.47 (d, 2H), 3.75
(m, 1H), 7.19-7.30 (m, 6H), 7.57 (m, 2H), 8.52 (m, 2H).

Macc-cnekTp (FD): m/e 440 (M*, 100)

Moporotoska 6

A. [25-(2R*,2'S*,3'S*)]-1-[3'-N-(beH3nnokcnkapboHun)amMmHo-2'-rna-
pokcu-4'-peHnnturno-oytunl-4-[nupng-3"-nnmetunlnmnepasnH-2-N-t-bytun-
kKapbokcamug [nsomep b]

PactBop 596 mr (1.81 mmonb) [1S-(1R*,1'S*)]-1-[1'-N-(6eH3unnokcu-
Kapbo-HWUM)aMnHo-2'-(peHnnturo)atunlokcmpaHa mn 500 mr (1.81 mMMonb)
noMMeHOBaHHOIro coeguHeHua noarotoskn 5B B 15 Mn m3onponaHona
Harpesann npu 43°C B TeyeHne npuban3nTenbHO COpOKa BOCbMMK 4YacoB. 3a
peakuuen cnegunnun, ncnonbsys TCX (10 % wv3onpornaHoOs B METUJIEHXJO-
pnoe, cogepxawem 1 % rngpokcmng ammoHuns; nsomep A R¢) = 0.7; nsomep
b R = 0.6). Mo 3aBepLlIeHNN peakLun peakLMOoOHHY0 CMeCb ynapusanau rnpu
MOHVMXXEHHOM [JaBJIEHNM A0 MOJIYYeHUSA OCTaTKa. DTOT OCTAaTOK o4vunuanum c
MOMOLLbIO pagnasibHOW XxpomaTorpadum (6 MM naacTuHa; SIONPYIOLLMKA pac-
TBOp - 5-15 % rpagneHT n3onponaHosa B MeTuaeHxaopunae, cogep>kawem 1
% rngpokcmn ammoHus), nosydas 200 mr nsomepa A B BUOE PbIXJION MNeHbI
pPbI>X€BaTO-KOPMYHEBON OKpPaCcKM 1 119 mr 6enosaTton neHsbl (n3omep b).

N3omep A:

Bbixon: 18 %.

'H dMP (CDCIls): & 1.31 (s, 9H), 2.25-2.62 (m, 7H), 2.78-2.95 (m, 2H),
2.98-3.08 (m, 1H), 3.10-3.25 (m, 2H), 3.40-3.55 (m, 2H), 3.72-3.85 (m, 1H),
3.90-4.00 (m, 1H), 5.05 (s, 2H), 7 01 (br.s, 1H), 7.10-7.40 (m, 11H), 7.62 (d, )

7.8 'y, 1H), 8.49 (s, 2H).
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Macc-cnekTp (FD): m/e 606 (M*, 100).
AHanun3 gna CssHasNsO,4S:

PacyeT: C65.42; H7.15; N 11.56.
O6Hapy»xeHo: C 65.38; H7.27; N 11.36.
N3omep b:

Boixon: 11 %.

'H AMP (CDCls): & 1.33 (s, 9H), 2.25-2.85 (m, 8H), 3.20-3.32 (m, 3H),
3.47 (s, 2H), 3.78-3.95 (m, 2H), 5.06 (s, 2H), 5.30-5.38 (m, 1H), 7.10-7.42
(m, 12H), 7.55-7.85 (m, 2H), 8.50-8.60 (m, 2H).

Macc-cnekTp (FD): m/e 606 (M*), 497 (100).

HR Macc-cnekTp (FAB) ansa CssHasNsO,S:

PacyeT: 606.3114.

ObHapy»xxeHo: 606.3141.

b. [2S-(2R*,2'S*,3'S*)]-1-[2'-Tnapokcun-3'-amnHo-4'-deHnntnobytmnn]-4-
[Mupng-3"-nn-metnnlnunepasunH-2-N-T-bytTnnkapbokcamug

Pacteop 110 mr (0.18 mmonb) nsomepa b n3 nogrotosku 6A B 5 mn 30
% BpPOMUCTO-BOAOPOAHON KUCIOThI B YKCYCHOM KNCI0TE NepeMeLLnBanm npu
KOMHaTHON TemnepaType B TedyeHue npmbnmsmtenbHo 1 4Yaca. PeakuwnoH-
HYIO CMeCb yrnapuBaau Npu MOHUXXEHHOM OaBJIEHUN L0 NoJy4YeHMsa ocTaTKa.
DTOT OCTATOK NepepacTBOPSA/IN B 4 M rMApPOKCUAa aMMOHUA. osly4eHHbIN
pacTBOp 3KCTparmpoBann 4YeTbipe pa3sa nopumamm no 10 mn pacteopa 10 %
n3onponaHosa B xjopocdopme. ObbeanHEHHbIE OpraHMYecKne Cion BbICy-
WmMBaan Hapg cynbaToM HaTpUA, PUAbTPOBAIN N YNAPMBAIN MPUN NMOHUXKEH -
HOM JaBJIEHUN 00 MoJly4eHUsa ocTaTKa. DTOT OCTATOK O4YuLlasn C NOMOLLbIO
paananbHON XpoMmaTtorpaduum (2 MM niaacTuHa; aalunpyrowmnn pacteop - 10-
30 % rpaguneHT MeTaHoNla B MeTuneHxsopupe, cogepxawem 1 % rua-
poKCMa aMMOHUA), Nony4vasa 65 Mr pbiXJ10A XKeNTON NeHbI.

Boixon: 72 %.

'H AMP (CDCls): & 1.25 (s, 9H), 2.25-2.78 (m, 7H), 3.00-3.32 (m, 4H),
3.47 (s, 2H), 3.60-3.75 (m, 1H), 4.18-4.35 (m, 1H), 6.90-7.65 (m, 9H), 8.40-
8.60 (m, 2H).

Macc-cnekTp (FD): m/e 473 (M*, 100).

MonrotoBka 7

A. [3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[3'-N-
(BeH3unnokcmkapboHmnn)amMmmnHo-2'-rngpokcun-4'-(HacpT-2-nnTno)] bytnnae-
KarmaponsoxmHonmH-3-N-(T-bytun)kapbokcamunpg

FoToBMAKM pacTBoOp, cogepxxawmm 165 mr (0.40 MMOb) MOMMEHOBAH-
HOro NMPOMEeXyTO4YHOro coegnHeHnsa noarotoskn 20 n 94 mr (0.43 MMonb)
3-(1-N-(T-6yTnn) ammHo-1l-okcomeTun)oktTarngpo-(2H)-n3oxmHonmHa B8 5 mn
3TaHoNa. Peakuwuto ocywecTtsnanm npu 80°C B TeyeHne npmnbnmnsmrtensHo 19
YacoB. PacTBop 3aTeM oxJlak4asim 40 KOMHaTHOMN TemnepaTypbl N yrnapusa-
JIN MPUN NOHMKEHHOM [OaBJIEHUN A0 MOJIyYeHUsA ocTaTKa. DTOT OCTATOK O4YM-
Lwanan c NoMOLLbIO paanasnbHoN XpoMaTorpadpum (aawomnpyrowmn pactseop - 10
% 3TunauyeTaT B MeTuneHxnopuae), nonyyasa 103 mr 6es0BaTon NeHbl.

Bbixon: 42 %.

'H 4MP (CDCls): & 1.10-1.73 (m, 20H), 2.13-2.31 (m, 2H), 2.44-2.53 (m,
1H), 2.56-2.68 (m, 1H), 2.86-2.97 (m, 1H), 3.52 (br.s, 2H), 4.02 (br.s, 2H),
4.98 (s, 2H), 5.65 (s, 1H), 5.94 (s, 1H), 7.25-7.83 (complex, 13H).

Macc-cnekTp (FD): m/e 629 (M*), 138 (100).

[a]p -92.45° (c = 1.06, MeOH).

MK (CHCls): 3429, 3010, 2929, 1713, 1670, 1514, 1455, 1047 cm™.

AHanun3 gnsa CssHy7NsO,4S:
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PacyeT: C69.98; H7.67; N 6.80.

O6Hapy»xeHo: C 69.86; H 7.78; N 6.58.

b. [35-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[3'-aMUHO-2'-rngpokcun-4'-(HadpT-2-
nnTno)] bytTnngekarngponsoxmHoanH-3-N- (T-bytunn) kapbokcamung

FoToBMAKM pacteop, cogepxawwmm 50 mr (0.081 MMOb) MOMMEHOBAH-
HOro NMPOMEXXYTO4YHOro coeamHeHusa noarotoskn 7A u 1 mn 38 % BogHOro
pacTtBopa 6pOMMNCTO-BOAOPOAHON KUCOTbl B YKCYCHOM KUCnoTe. Peakuwuto
OCYLLECTB/IANMN NPU KOMHATHOW TeMnepaType B TeyeHme npnbnmintensHo 1
Yyaca, NnocJsie Yyero peakUMOHHY CMeChb yrnapueaau Npu rNOHMXEeHHOM faBJle-
HUN 0O MOoJQly4YeHUsa ocCTaTKa. DTOT OCTaTOK CyCrneHOupoBasn B TOJyosie U
3aTeM ynapusasv Npu NOHMXEHHOM AaBJsieHuU, nony4vasa 61 Mr xenaemoro
MOMMEHOBAHHOI0 NMPOMEXXYTO4YHOro coeanHeHus. lNony4yeHHoe coenuHeHne
ncnonb3oBann 6e3 o4nUCTKM B Nnpumepe 9.

'H A4MP (CDCl5): 6 1.14 (s, 1H), 1.17-2.07 (complex, 15H), 2.66-2.87 (m,
2H), 3.21-3.25 (m, 2H), 3.75(d, ) = 12 'y, 1H), 3.85 (d, ) = 6 'y, 1H), 4.36-
4.47 (m, 1H), 6.73 (s, 1H), 7.39-7.90 (complex, 7H).

Macc-cnekTp (FD): 483 (M*), 483 (100).

NMoarotoska 8

A. 2R-2-N(beH3mnokcumkapboHusn)  amMunHo-3-peHnNTUonponaHoBas
KncnoTa

>Kenaemoe noMmMeHoBaHHOE NMPOMe)XYTO4YHOe coegUHeHne noslyyasn B
BMUOe ocTaTKa B COOTBETCTBMM C MeTOAWKOW, AeTajlbHO OnuMCaHHOW B
noagrotoske 2A, ucnonbsysa 13.1 mn (127 mmonb) TuodeHona, 4.6 r (117
MMmonb) 60 % pacTBopa ruapmuaa HaTtpua u 25.6 r (116 mMonb) L-N(ben-
3nnokcnkapboHmn)cepunH-p-naktoHa B 450 mn TeTparmagpodypaHa. ITOT
OCTATOK O4YMWananm C NoMoLwbilo qaw-xpoMmaTorpadum (3110NPYIOLWMN pac-
TBOP - 0-2 % rpaguveHT YKCYCHOW KUC/IOTbl B CMeCU MeTUSIeHXJI0pua/3Tui-
aueTaT B oTHoweHun 4:1), nonyydasa 27.9 r 6enoro TBepaoro BeLeCcTBa.

Boixon: 72 %.

'H AMP (CDCls): & 7.55-7.18 (m, 10H), 5.55 (d, ] = 7 'y, 1H), 5.08 (s,
2H), 4.73-4.60 (m, 1H), 3.55-3.30 (m, 2H).

MK (KBr): 3304, 3035, 1687, 1532, 736 cm ™.

Macc-cnekTp (FD): m/e 332, 288, 271, 181.

AHanns gna Ci7;H17NO,S:

PacyerT: C61.61; H5.17; N 4.23.

O6HapyxeHo: C 61.69; H5.22; N 4.47.

b. 3S-1-Iuna30-2-okco-3-N-(beH3nnokcnkapboHmn)amMmHo-4-peHnNTHO-
byTaH

)Xenaemoe nNoMMeHOBaHHOe coefMHeHMe noJsiyyvyasun B BuOe oCcTaTka B
COOTBETCTBUMN C METOAMKOW, AeTaslbHO onmcaHHoM B noarotoske 2b, wuc-
nonb3ysa 12.1 r (37 MMOJIb) MOMMEHOBAHHOIO COeAMHEHNS NMOArOTOBKN 8A,
5.09 mn (37 ™MMonb) TpuaTMnamuHa, 7.13 mna (55 mmonb) un3obyTtun-
xnopcgopmmaTa, 146 MMONb pacTBoOpa AMa3oMeTaHa. PacTBop AMa3oMeTaHa
rotosunaun, ucrnonbsysa 100 mn gusatmnosoro acpupa, 150 mn 5H. pacTtBopa
rngpokcmnpa Hatpua n 21 r (146 mmonb) N(MeTnn)-N(HUTPO)-N(HUTPO30) ry-
aHNONHA, KaK onncaHo B noaroTtoBke 2b. MNMoay4YeHHbIN OCTaTOK OYULann C
rnomMoLlbio hasw-xpomaTtorpadpun (3ntoupyowmim pacteop - 0-5 % rpagneHT
3TuNaueTaTa B MeTWIeHXJlopuae), noayyasa >xesatoe mMacJo.

Boixon: 73 %.

'H 4MP (CDCls): 6 7.50-7.19 (m. 10H), 5.62 (d, ) = 7 'y, 1H), 5.47 (br.s,
1H), 5.11 (s, 2H), 4.50-4.32 (m, 1H), 3.33 (d, ) = 6 'y, 1H).

MK (KBr): 3012, 2115, 1720, 1501, 1367, 1228 cm™.
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Macc-cnekTp (FD): m/e 356, 328, 242.

B. 3R-1-Xnop-2-okco-3-N- (6beH3mnokcnkapboHm)aMrUHoO-4-peHnnTumo-
byTaH

Xenaemoe noMmMmeHoBaHHOE COoegMHEHME MNOoJlyHaanm B COOTBETCTBUN C
MEeTOAMKOW, AeTasibHO ONMCaHHOM B noaroToBke 2B, ucnonb3ysa 22.3 r (63
MMOJIb) MOMMEHOBAHHOIO COeAVMHEHNs NoarotoBkn 86 n HebosbluMe KONU-
yecTBa XxJopuctoro sogopona (rasa) B 400 mn gnatmnoBoro acupa, nosay-
yas 21 r 6enoro TBEpAOro BewecTBa. 9TO TBepAOe BewecTBO UCMOJb30Ba-
nn 6e3 panbHenLwen O4YnNCTKN.

'H AMP (CDCls): 6 7.50-7.15 (m, 10H), 5.56 (dd, ] = 26.7 'y, 1H), 5.11
(s, 2H), 4.78-4.67 (m, 1H), 4.20 (d, )] = 15.9 'y, 1H), 4.12 (d, ] = 15.9 I'y,
1H), 3.48-3.23 (m, 2H).

MK (KBr): 3349, 1732, 1684, 1515, 1266 cm™.

Macc-cnekTp (FD): m/e 363 (M*).

AHanns gnsa CigH1sNOsSCI:

PacyeT: C59.42; H4.99; N 3.85.

O6bHapyxeHo: C59.57; H5.09; N 4.13.

. [25-(2R*,35*)]-1-Xnop-2-rugpokcun-3-N(beHsnnokcnkapboHmnn)
aMUNHO-4-peHnnTno-byTaH

Xenaemoe nonmMmeHoBaHHOE COoefUHEHMEe MNOoJlyvaan B COOTBETCTBUN C
MEeTOAMKOW, AeTasbHO OonucaHHow B noarotoBke 2, ucnonb3dya 21 r (58
MMOJIb) MOMEHOBAHHOIo0 coeamHeHns noarotoskm 8B n 2.4 r (63 MMOb)
boprnapuaoa Hatpusa B 300 mn TeTparngpodypaHa. MNMoayyYyeHHbIN OCTaTOK
o4yuuianm, ncnonbsysa gasw-xpomaTtorpaguio (a3aonpyrowmin pacteop - 0-2
% rpagveHT MeTaHosla B MeTuieHxsopuge) C nocneaywouwen ¢asw-xpo-
MaTorpadguen (dnwoumpyrowmn pacteop - 0-2 % rpagveHT aTunaueTaTa B
xnopocopme), n 3aTeM NepekpucTa sIn30BbIBaIN N3 METUNEHX0pUaa Npu -
78°C, nosyyas 8.3 r MOMMEHOBAHHOI 0 coeiHEeHUS.

Boixon: 39 %.

'H AMP (CDCls): § 7.47-7.19 (m, 10H), 5.22-5.03 (m, 1H), 5.09 (s, 2H),
4.01-3.89 (m, 2H), 3.75-3.58 (m, 2H), 3.32 (d, ] = 4 'y, 2H).

MK (KBr): 3321, 2951, 1688, 1542, 1246, 738 cm™.

Macc-cnekTp (FD): m/e 366 (M*), 119.

AHanuns gna CisHoNOsSCI:

Pacuyer: C 59.09; H5.51; N 3.83.

O6Hapy»xeHo: C59.03; H5.50; N 3.96.

. [1'R-(1'R*,15*)]-1-((1'-N-(BeH3unnokcnkapboHu)aMmnHo-2'-peHnn-
TNO)3TUNOKCUPAH

Xenaemoe noMmMmeHoBaHHOE COegMHEHME MNOoJlyHananm B COOTBETCTBUN C
MeTOOMKOW, AeTaslbHO onMcaHHoW B noarotoBke 2, ucnonb3ya 8.3 r (23
MMOJIb) NMOMMEHOBaHHOro coeaunHeHusa noarotoskun 8N, 1.4 r (25 MMonb)
rmgpokcnpga kKanma B 400 mn staHona. MoNy4YeHHbIN OCTAaTOK o4uuann c
noMoLLbio hasw-xpoMaTorpagpun (a3oupyowmin pacteop - 0-2 % rpagueHT
3TunaueTaTa B MeTuneHxnopupe), nonyydaa 6.4 r 6enoro TBepaoro sewye-
CcTBa.

Boixon: 85 %.

'H AMP (CDCls): 6 7.45-7.15 (m, 10H), 5.12 (s, 1H), 5.08 (s, 2H), 3.77-
3.62 (m, 1H), 3.21 (d, ] = 6 'y, 2H), 2.99 (m, 1H), 2.77 (m, 2H).

MK (KBr): 3303, 3067, 1694, 1538, 1257, 741 cm™.

Macc-cnekTp (FD) m/e 329. AHanu3 ansa Cs;HasN3O,S:

PacyerT: C 65.63; H5.81; N 4.25.

ObHapyxeHo: C 65.48; H 5.82; N 4.29.

47



299

E. [3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[3'-N-
(beH3mnokcnkapboHmN)aMnHo-2'-rmapokcm-4'-(doeHnn)Tno) OByTunagekarung-
pPON30XNHONNH-3-N-T-6yTunkapbokcammg

Xenaemoe noMmMmeHoBaHHOE COoegMHEHME MNOoJlyHaanm B COOTBETCTBUN C
MEeTOAMKOW, OeTasJibHO onucaHHOM B nogrotoske 2E, ncnonb3dysa 6.3 r (19
MMOJIb) MOMMEHOBAHHOIo coeanHeHmsa noarotosku 80, 5 r (21 mmonb) (3S-
(3R,4aR,8aR))-oekarngpon3oxnHonnH-3-N-T-bytunkapbokcammaga 8 300 mn
3TaHoNa. [loNly4YeHHbIN OCTaTOK o4Yuwanm C  noMowbio  ¢a3Ww-xpo-
MaTorpadun (dnwoupyrowmnn pacteop - 0-20 % rpaguneHT aTunaueTaTa B
MeTuneHxnopunge), nony4vas 4.3 r 6enoro TBepOoro BeLwecTBea.

Bbixon: 40 %.

H FIMP (CDCl3): 6 7.41-7.11 (m, 10H), 5. 90 (d, ) = 5Tu, 1H), 5.64 (s,
H), 5.05 (d, ] = 4 'y, 2H), 4.08-3.90 (m, 2H), 3.40 (d, )] = 6, 2H), 3.05 (s,
H), 2.95-2.85 (m, 1H), 2.62-2.45 (m, 2H), 2.28-2.15 (m 2H), 2.05-1.88 (m
2H), 1.78-1.10 (m, 7H), 1.29 (s, 9H).
MK (KBr): 3330, 2925, 2862, 1706, 1661, 1520, 1454, 1246, 738, 694
cm,

Macc-cnekTp (FD): m/e 568 (M*), 467.

AHanuns gnsa Cs;HysNsO,S:

PacyerT: C67.69; H7.99; N 7.40.

O6HapyxeHo: C 67.64; H 8.20; N 7.45.

XK. [3S-(3R*,4aR*,8aR*,2'S*,3'S*))- 2-[3'-aMmunHo-2'-rngpokcun-4'-(de-
HWUN)TNo] byTunaekarnapon3soxmHonmH-3-N-T-bytnnkapbokcammg

Xenaemoe noMmMmeHoBaHHOE COegMHEHME MNOoJly4Yaan B COOTBETCTBUN C
MEeTOAMKOW, AeTasibHO ONMCaHHOW B noaroTtoBke 2XK, ucrnosb3dya 1 r (1.8
MMOJIb) MOVMMEHOBAHHOIro coeanHeHns noarotoskn 8 n 40 mn 30 % 6pomu-
CTO-BOLOPOLAHON KUCNOTbl B PAaCTBOPE YKCYCHOW KUC/IOThbI, 3@ UCKIIOYEHNEM
TOro, 4TO HEOYULLEHHbIN MaTepuan pacteopsanm B 30 mn MeTaHona. K no-
Ny4YeHHOMY pacTBopy Aobasnsnm 2 Mn amdTuaaMmnuHa v 2 MJ KOHUEHTPUPO-
BAHHOI0 rmapokcuaga aMMOHUSA, N 3aTeM CMeCb yrnapuBaaun Mpu MOHUXXEH-
HOM [aBJIeHUN A0 MNOoJIly4YeHUA oCTaTKa. DTOT OCTaTOK NOBTOPHO PacTBOPSAIN
B Boge u aTunaueTtaTte. Obpa3oBaBLUMeCs CNOMN pa3fensann n opraHn4yeckumn
C/I0/ NpoOMbIBaNMN nocsnenoBaTeslbHO BOOAHbIM pacTBOpoM bukapboHaTa Ha-
TpUA U COJMIeBbIM pPACTBOPOM, BbICYLUMBAZIM HaL CysbdaToM HaTpus,
dunbTpoOBaNM K 3aTEM ynapuBasan OOCyXa MPU MOHMXXEHHOM OaBJIEHUN A0
MnoNy4eHnUs ocCTaTKa. IDTOT OCTaTOK O4YMWwanMm C MoMouwbio  ¢N3LW-Xpo-
MaTorpacgun (anwoupyrowmn pacteop - 0-10 % rpagneHT MeTaHosNla B XJO-
podopmMe, copepxawem 3 Karam rugpokcupga ammoHus Ha 1000 mn xno-
pocdopma), nonyyvas 0.54 r 6enon neHobl.

Boixon: 71 %.

'H gMP (CDCls): § 7.41-7.16 (m, 5H), 6.07 (s, 1H), 3.78-3.70 (m, 1H),
-3.38 (m, 1H), 3. O 2.84 (m, 3H), 2.38-2.20 (m, 3H), 2.0-1.05 (m, 12H),
(s, 9H).

MK (KBr): 2924, 2862, 1660, 1517, 1454, 1439, 737, 691 cm™.

Macc-cnekTp (FD): m/e 434 (M*), 293.

MoorotoBka 9

A. 3-MeTokcu-N-cheHnnbeHzamma

PacTtBop 13.4 mn (147 mmonb) aHnnuHa B 30.7 M1 TpMaTUIAMUHA Mef -
neHHo pobaeBnsanu K pacTtBopy, cogepxxawemy 25.1 r (147 mmonb) 3-me-
ToKCcubeH3nnxnopuaga B MeTuneHxsaopuge. Peakyno npoBoanan B Te4eHue
npnbdnn3nTenbHO TPUALATU MUHYT, NOCAEe 4Yero peakuMOoHHYK CMeCb pas-
b6aBnsnn 1H. bukapboHaToM HaTpusa. ObpasoBaBLUMECSH C/ION pPa3fensanm u

3.45
1.33
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OopraHU4Yeckun cCaon MpoMbIBasN nocsenosaTesibHO BoAon, 1 M ruapokcu-
OOM HaTpUA N 3aTEM COJIEBLIM PaCTBOPOM, BbICYLLINBaAAN Hag CyNbdaToOM Ha-
Tpusa, PUAbTPOBaIN N ynapuBaan JocCyxa MPuM NOHUMXKEHHOM AaBl€HUN, MO-
ny4yasa 31.6 r 6enoBaToro TBepAOro BelecTBa.

Bbixon: 95 %

b. 3-MeTokcu-2-meTun-N-peHnnbeHsamung

K xonogHomy pactBopy (-70°C) 4.54 r (20 MMO/Ib) MOMMEHOBAHHOIO
coeanHeHus noarotoskn 9A n 5.11 r (44 mmonb) TMEDA B 70 mn 6e3BOAHO-
ro TeTparnapodypaHa, nobasnsanm 26.9 mn 1.56 M pacteopa H-OyTunanTms
B rekcaHe. losly4eHHYI0 peakLUMUOHHYIO CMecCb Harpesasv Ao - 15°C v ne-
pemMewmnBanm B Te4eHne npnbnmintenbHo 45 MUHYT, Nosy4dasa XXenTy cyc-
MeH3unto. Ty CYCNeH3U0 MOBTOPHO oxaaxkaanan ao -70°C n K Hen gobasnsann
2.89 r (20 MMoOIb) NOANCTOro MeTuna, 4To NpPMBOANIO K obpa3oBaHuio be-
JIoro ocagka. PeakuMOHHYIO CMeCb NepemMelunBasn B TEYEHME HO4YU npu
KOMHaTHON TeMnepaType, peakuuo oCTaHaBJIMBaIN HACbILWEHHbIM XJ10pU-
OOM aMMOHUSA N peakUMOHHYI cMecb pa3baBnsanu guaTUIoBbIM 3C(UPOM.
Ob6pa3oBaBLIMECA CNION pa3fenssin n opraHnYeckyto gasy nocnegoBaTesib-
HO MPOMBbIBaIN HACbILLEHHbIM XJIOPMNAOM aMMOHMUSA, BOAOW, HACbILWEHHbIM 6U-
KapboHaToOM HaTpuMa WM CcoNeBbiM pPacTBOPOM. OpraHMYeckme 3SKCTPaKThbl
3aTeM BbICyWMBaAN HaL Cy/bhpaTOM HATPUA U KOHLEHTPUPOBaIN, nony4vas
benoe TBepOoe BeWECTBO, KOTOpPOE OuYuMWann nepekpucTannmsaunen ms3
pacTBopa 3TwiaueTaT/rekcaH B oTHoweHun 2:1, nony4daa 4.00 r uronb-
YaTbIX KPUCTasNOoB.

Bbixoa: 99 %.

'H AMP (CDCls): & 2.36 (s, 3H), 3.88 (s, 3H), 3.89 (s, 1H), 6.90-7.70 (m,
8H).

MK (CHCI5): 3424, 3013, 2963, 2943, 2840, 1678, 1597, 1585, 1519,
1463, 1438, 1383, 1321, 1264, 1240, 1178, 1083, 1069 cm™.

Macc-cnekTp (FD): m/e 241 (M*, 100).

AHanuns gnsa CisHisNO;:

PacyeT: C74.67; H6.27; N 5.80.

O6HapyxeHo: C 74.65; H 6.29; N 5.82.

B. 3-Tngpokcu-2-metnnbeHlonHas KNCao0Ta

Cmecb 1.21 r (5.00 MMOJIb) MOMMEHOBAHHOIO COeANHEHNSA MOATOTOBKMN
96, 35 mMn 5H. conaHon kucnotbl U 20 ma 30 % pacTBopa 6poMMCTO-BOAO-
POAHOWN KNUCNOTbl B YKCYCHOW KUCI0TE KUNATUAMN C 0OpaTHbLIM XO0J104UbHN-
KOM B Te4dyeHue 24 4yacos. [locsie oxNaXKaeHnsa peakUuMoHHY cMecb pa3bas-
nanan 100 ma atunauetaTta u 100 mn Boabl. O6bpa3oBaBLUMECS C/ION pa3nens-
N, N OpraHnU4yecKun caon NMpombiBasv OOWH pa3 BOOOW U 3aTeM nojLiena-
ymBannm o pH 11, mncnonb3ysa 0.5H. rugpokcma HaTpus; obpa3oBaBLUMECS
C/Ion pasfensanu u BoAHbIN csion nogkucnanm go pH 1, ncnonbsysa 5H. conga-
HYIO KUCNOTYy. XenaeMoe coefuHeHue 3KCTparmposasimi U3 3TOro BOLHOMO
C/108 3TUaueTaToOM. dTunaueTaTHbIe 3KCTPaKTbl MPOMbIBaJIN COJIEBLIM pac-
TBOPOM, BbICYLUMBaNN Hapg cCysbdaToM HaTpusa, (GUAbLTPOBAAMN U 3aTeM
KOHL,eHTPpUpOBaaM [0 MOJIyYeHUsA oCcTaTKa, COCTaBMBLLEro rnocsie AByx yna-
punBaHUN U3 rekcaHa 750 mr 6benoro TBEPAOro BewecTBa.

Bbixon: 98 %.

'H AMP (OAMCO-ds): § 2.26 (s, 3H), 6.98 (d, ] = 8.03 'y, 1H), 7.02 (t, ] =
7.69 Ty, 1H), 7.15(d, J = 7.37 'y, 1H), 9.55 (br.s, 1H).

MK (CHCIs): 3600-2100 (br.), 3602, 2983, 1696, 1588, 1462, 1406,
1338, 1279, 1174, 1154, 1075, 1038, 920, 892, 854, 816 cm™.

Macc-cnekTp (FD): m/e 152 (M*, 100).
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AHanuns ona CgHgOs:

PacyerT: C 63.15; H 5.30.

O6bHapy»xeHo: C 63.18; H 5.21.

B anbTepHaTUBHOM CJly4ae >KejlaeMoe NoMMeHOBaHHOe coefunHeHne
nony4vanu, nobasnas Hebonbwmmm nopumsamm 22.6 r (0.33 mMonb) HUTPUTaA
HaTpua K oxnaxaeHHomy pacteopy (-10°C) 45 r (0.30 mMosb) 3-aMUHO-2-
MeTnnbeH3lonHonm kKucnoTbl 1 106 r (58 mna; 1.08 MOb) KOHLEHTPUPOBAHHON
cepHon KucaoTel B 400 mMn Boabl Mpu nogaep)XaHuu TemnepaTypbl HUXKe
7°C. TloNny4YeHHY0 peakuMOoHHYI0 CMeCb nepeMellnBaan B TevyeHne npmbau-
3ntesnbHO 30 MUHYT npu -10°C, BbIIMBaNKM B pacTBop, cogepxxawmm 240 mn
KOHLeHTPUPOBAHHOW CEepHOW KUCIOTbl B 1.2 N BOAbl, U 3aTeM MeOJIeHHO
Harpesaam Ao 80°C (bypHoe rasoBblgesieHMe NPONCXOAUT Mexay TeMnepa-
Typamn 40-60°C). Korga BblgesieHMe ra3a 3akaH4MBaslOCb, pPeaKUWNOHHYIO
CMeCb OxJlaXfa/IM A0 KOMHATHOM TeMnepaTypbl U NOMMEHOBaHHOE coeaun-
HEeHWe 3KCTparmpoBann NATUKPaATHO 3TunauetaTtoM (600 mn). NonyyYeHHble
opraHu4deckue ¢asbl 0bbegnHanm ¢ 500 mn BoOHOro pacTBopa HacCbILLEH-
Horo kapboHaTa HaTpus. Obpa3oBaBLUMECH C/ION pa3aensann N BOAHbIA C/I0ON
noakmcnanu o pH 2 KOHUEeHTPUPOBAHHOW CONIAAHOM KUcAoToW. Ha3BaHHOe
coegnHeHne 3aTeM 3KCTparmpoBann, ucnonb3ysa stunauetat (500 mn), un
obbegnHeHHble opraHn4yeckne asbl MPOMbIBaN COJIEBLIM PAacTBOPOM, Bbl-
cywmBanan Hapg cynbaTom HaTpus, GuabTpoBaanN N 3aTeM ynapusanau npwu
MOHVM>XXEHHOM LaBJIeHUN, MoJly4asa HeOUYULLEHHbIN MaTepuan. DTOT MaTepuman
oYMLLaIN C MOMOLLbIO OBYX Mepekpuctanamsaumm mi cMmecu stunauertat/
xnopogopmM, nonyyas 23.2 r pbIXJIOro OpaHXeBOro NopoLLKa.

Bbixoa: 52 %.

Mogrotoska 10

A. 2-9Tnn-3-meTokcn-N-peHnn-beHzamma

NMonMeHOBaHHOE coefVHeHWe MnoJsly4yaan B COOTBETCTBUM C MeToau-
KOW, AeTaJibHO OnncaHHoW B noarotoske 9b, ncnosb3sysa 13.5 M (21 MMonb)
1.56 M H-6yTunauTng, 2.27 r (10.0 MM0osb) NOMMEHOBAHHOIO COEANHEHMNSA
nogrotoBku 9A, 2.56 r (22.0 mmonb) TMEDA n 1.56 r (10.0 mmonb) noam-
ctoro 3tuna B 50 mn 6e3BoagHoro tetparnapodyparHa. NonyyYyeHHbIn HEOUN-
LWEeHHbIN MaTepuan o4uLann nepekpucTasinsaumnen s pacTteopa stuiaue-
TaT/rekcaH B oTHoweHun 3:1, nony4ada 1.57 r uronb4aTbiX KPpUCTaJ10B.

Bbixon: 62 %.

'H dMP (CDCl3): § 1.22 (t, ) = 7.4 Ty, 3H), 2.81(q, ) = 7.4 Ty, 2H), 3.88
(s, 3H), 6.96 (d, ) =8.2Twu, 1H), 7.05 (d, ) = 7.6 T'y, 1H), 7.10-7.45 (m, 4H),
7.50 (s, 1H), 7.62 (d, ) = 7.95 'y, 1H).

Macc-cnekTp (FD): m/e 255 (M*, 100).

AHanns gnsa CieH17NO,:

PacyerT: C75.27;H6.71; N 5.49.

O6HapyxeHo: C 75.39; H 6.72; N 5.43.

b. 2-2Tun-3-rupgpokcmbeHsonHas kKucnota Pacteop, cogepxxawmm 180
mr (0.71 MmMOJIb) NOMMEHOBAHHOIro coeanHeHmnsa noarotosky 10A, 3 ma 5H.
CONAAHOM KNUcnoTbl U 3 Ma pacteopa 30 % 6poMMUCTO-BOAOPOAHON KUCAOThI B
YKCYCHOW KucnoTte HarpeBanu npu 155°C B TedyeHue 20 4acos B 3amnasiHHOW
npobupke. MNMocne oxnaxaeHns peakuMoHHY cMecb pa3baBnanm 3Tunaue-
TaToM 1 Bogon. Obpa3oBaBLUMECA CNOH pa3fensnv, U oOpraHNYeCcKnn cromn
3KCTparnposaan oguvH pas BOAOW W 3aTeM nopguwenavmsanu go pH 11, mnc-
nonb3ys 0.5H. rmapokcua HaTpusa. Obpa3oBaBLUMECH CIOUN Pa3aensnm 1 BOA-
Hbl cnon noakucnanu go pH 1, ncnonb3sys 5H. CONAHyO KUCIOTY. XKe-
JlaeMoe coejuHeHne 3KCTparmpoBanm M3 3TOro BOOAHOrO CJ10s 3TUlaueTa-
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TOM. DTuaueTaTHble 3KCTPaKTbl MPOMbIBASIN COJIEBbIM PACTBOPOM, BbICY-
WMBaan Hapg cynbaTom HaTpusd, punbTpoBaaM N 3aTEM KOHLUEHTPUPOBAIN,
nony4dasa 103 mr TBepaoro sewecTBa 6,1e4HO-KPaCHOW OKPaCKMU.

Bbixon: 88 %.

'H AMP (aueToH-de): § 1.16 (t, ) = 7.4 'y, 3H), 2.98 (q, ) = 7.4 Tu, 2H),
7.00-7.15 (m, 2H), 7.32-7.36 (m, 1H), 8.48 (br.s, 1H).

Macc-cnekTp (FD): m/e 166 (M*, 100).

MoarotoBka 11

A. 2-®Top-3-MeToKCcU-N-theHnnbeHsamung

Kenaemoe nonmeHoBaHHOE CoefUHEHMEe MNOoJlyvYanan B COOTBETCTBUN C
MEeTOAMKOW, AeTasibHO onucaHHoM B noarotoBke 9b, pobaBndAsa pacTBOp
3.15 r (10.0 mmonb) N-cpbTopbeH3oncynbhoHnMunpa B 5 mn tetparngpody-
paHa K pacTBopy, cogepxawemy 13.5 mn (21.0 mmonb) 1.56 M H-byTun-
nnTtua, 2.27 r (10.0 MMOJ1b) MOMEHOBAHHOIO CoeguMHEeHNSa NoAroToBKY 9A n
2.56 r (22.0 mmonb) TMEDA B 50 mn 6e3sogHoro tetparugpodypaHa. Mo-
JIY4EHHbI HEOYULLEHHbIN MaTepuan ABaXkAbl NepeKkpucTasa/in3oBbiBaan U3
pacTBopa 3TuNaueTaT/rekCaH B OTHOWeHnn 2:1 n 3aTtem ovyunwannm ganee c
noMoLLbio pagnanbHon XxpomaTtorpadpum (6 mm, 0.5 % sTunauyetaTt B MeTuU-
neHxnopupe), nony4asa 540 mr 6enosaTtoro TBepAoOro BeLwecTsa.

Bbixon: 22 %.

'H AMP (CDCls): 6 3.94 (s, 3H), 7.05-7.80 (m, 8H), 8.35-8.50 (m, 1H).

Macc-cnekTp (FD): m/e 245 (M*, 100).

B. 2-®Top-3-rngpokcnbeH3omnHasa KucaoTa

NonMeHOBaHHOe coeauHeHue roJsly4yasan B COOTBETCTBUM C MeToau-
KOW, OeTasibHO onMcaHHOW B noaroTtoBke 9B, mcnonb3lysa pacteBop 255 mr
(1.02 MMOSb) MONMEHOBAHHOIO coeguHeHnsa noarotToBkn 11A, 3 mn 5H. co-
naHon kucnotbl M 5 mn 30 % pacTtBopa OPOMUCTO-BOOOPOAHON KUCNOThI B
YKCYCHOW KMCnoTe n nonyyasa 134 mr 6enoro TBepaoro BewecTsa.

Bbixon: 86 %.

'H AMP (aueToH-ds): § 7.05-7.50 (m, 5H).

Macc-cnekTp (FD): m/e 156 (M*, 100).

MoarotoBka 12

A. 4-N-(®PeHwnn) kapbamonnnupuanH

Pacteop 22.8 mn (250 mmonb) aHunuHa B 104.5 mn (750 Mmonb)
TpuaTUNaMnuHa MensneHHo pobasnanu kK pactesopy 44.5 r (250 mmonb) 4-
xnopgopmunnupunanHa rugpoxnopuna s 500 mn xnopodgopma. NosyyeHHyo
pPeaKUMOHHY CMeCb nepeMellnBasn B TEYEHME HOYM N 3aTeM KUMATUIN C
obpaTHbIM X0104UILHUKOM B TeyeHune 2 4acoB. [locne oxnakaeHns peakum-
OHHYIO cMecb pa3basnsann 600 mn BoAbl, B pe3ysbTaTe 4Yero npomcxogunno
obpa3oBaHue ocanka. lNocne pobasneHms kK cmecu 200 ma msonponaHona
obpa3oBaBLUMECS CNIOMN pa3aensanm n opraHU4Yeckuin CJIon NpomMbiBann nocre-
pnosaTtenibHO 0.1H. rMAPOKCMOOM HATpus, BOOOW W 3aTeM COJieBbIM pPacTBO-
pOM, BbICYLUMBANN HapL Cy/ibpaTOM HaTpus, PUAbLTPOBaIN N yNnapueaan npu
NOHM>XeHHOM pasneHun npu 70°C, nony4as 6enoe TBephoe BeLWECTBO C KO-
pPUYHEBBLIM OTTEHKOM. DTO TBepAoe BewecTBo npomMbisann 200 Mma sTunaude-
TaTa, nony4dasa 38.9 r )xenaemMoro NOMMeHOBaHHOI0 COegUHEHNS.

Boixon: 78 %.

B. 4-N-(®eHunn) kapbamonnnupmnanHa N-okcua

K ropsyemy pacteopy (85-90°C) 19.8 r (100 MMO/Ib) NOMMEHOBAHHOIO
coegnHeHusa noarotoskn 12A B 60 mn nefsHom yKCYCHOW KWUC/OThbI, NoMe-
LWEeHHOMY 3a 3allMTHbIM 3KpPaHOM, MegneHHo fobasnsanm 51 mn nepekuncu
Bogopona. lMNosiydyeHHasa peakuMOHHas CMeCb B3aMMOLEeNCTBOBaJia B Teye-
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HUe NpnbnnsnTenbHo YeTbipex 4acoB npu 90°C, nocsie 4yero ee oxsaakKaanum
00 KOMHaTHOMW TemnepaTypbl, pa3basnann npubnnsmtensHo 60 Ma cmecu
n3onponaHosia M xnopodopMma M 3aTteM nogwesnadymsann o pH 12. Tllo-
JIY4eHHble cnon pasaensann n obbegunHEHHbIe OpraHNnYeckne 3KCTPaKTbl Bbl-
cywmBanau Hag CcynbaToM HaTpud, QUIbTpPOBaAM U ynapusanam npwu
MOHM)XEHHOM [daBJiIeHMW, NoJsy4Yasa TBepAoe BewecTBo 61eaHO->KenTomn
OKpacCKW. DTO TBepaoe BeuwecTBo pactupann ¢ 250 mn MeTuneHxnopmoa v
ynapuBanu gocyxa, nonydasa 15.95 r 6enosaToro TBepaoro BewiecTsa.

Bbixon: 75 %.

B. 2-Xnop-4-N-(cheHnn) kapbamonnnupmnanH

K pactBopy, cogepxawemy 20.2 r (97.0 mMMonb) neHTaxnaopuaa
doccdopa B 27 M (289 mmonb) okcuxnopuga gocdopa, godbasnsanm 14.4 r
(67.2 MMOIb) MONMEHOBAHHOIO coeanHeHUsa noarotToBkn 126. MNosyy4yeHHyo
peakuMoOHHY CMeCb MepJlieHHO Harpesaanm po 130°C m peakuuio ocy-
WwecTBnanAm B TedeHme npumbnmantenbHo 40 MUHYT. PeakKUMOHHYK CMeCb
oxjlaXxgaanm [0 KOMHATHOWM TemnepaTypbl W 3aTeM ynapuvBanam npwu
MOHWXXEHHOM [aBJIEHUN 00 MOJIy4eHUs ocTaTKa. DTOT OCTAaTOK MOBTOPHO
pacTteopsnm B 80 mn Boabl n pazbasnanm 80 mn BoaHoro kapboHaTa Kanus,
4yTOo npuBoAMaOo K o6pa3oBaHMIO »XenToro ocagka. Ocagok oTaenanu
dunbTpoBaHMeM, pacTeopsaan B 250 M1 ropayvero sTaHosN1a N puabTpoOBaN B
ropsidiemM COCTOSAHMWM, MoJly4ass TEMHO-)XKeNTblIN pacTBOp. DTOT pacTBoOp yna-
pvBanu Npu NOHMXXEHHOM faBsieHUn NpmnbnusnTenbHo Ao obbema 160 mn,
rnocyie 4yero onaTb PUAbLTPOBANIN B ropsa4eM COCTOSAHMUM nepepn gobasneHmnem
npnbnmnsntenbHo 50-60 Ma BoAabl. NMoyYEeHHbIM PacTBOP OXJaXkKdasanm N xe-
naemoe coegvHeHue BblAeNANn rnepekpuctanausauymen, nonydas 8.0 r
Nrosib4aThbiX KPUCTANIOB BnefHO-XKeNnTon n 6enon oKpacku.

Boixon: 51 %.

. 2-MeTokcun-4-N-(cpeHnn) kapbamonnnmpuanH

K cycneH3un, cogepxawen 4.09 r (18.0 MMob) MOMMEHOBAHHOIO CO-
eanHeHnsa noarotoskn 12B B 30 mn mMeTaHona, pobasnsnm 2.92 r (42.0
MMOJIb) MeTOKCuaa HaTpus. NMonyyeHHYI peakUMOHHYD CMeCb KUMATUAN C
obpaTHbIM X0N10OUILHUKOM B TeyeHune npubnnsnTtesnbHO BOCEMHaAUATK Ya-
COB, OxJlaxganan wu ynapueasanm NpU TMOHMKEHHOM aaBJsieHUU, nony4as
TBepAoe BelecTBO. DTO TBepAoe BewecTBO NPOoMbIBasiv BOLON N pacTupanm
C xonoAaHbIM 6eH3010M, nonyyaa 1.8 r TBepAoro sewiectsa. AHaan3 3TOro
TBEpAOro BelwecTBa MNOKa3aJ, 4YTO peakums He npowsia MOJIHOCTLIO,
MO3TOMY K MOJIy4YEHHOMY BeLleCTBY B MeTaHoJsie JOMOIHUTEeNbHO Aobasnanu
10.01 r (144 mMonib) MeTOKCHAA HAaTpUA. MNMoNy4YeHHYI0 peakLMOHHYI0 CMeCb
KUMNATWUIN B MeTaHoJs1e C 06paTHbLIM X0/104NIbHUKOM B Te4YeHne natHaguaTun
yacoB N obpabaTbiBanm TeM xe crnocobom, 4TOo U paHee, nosydasa 300 mr
TBEPAOro BeuwlecTBa. IOTO TBepAoOe BewecTBO O4YUWaanM C MNOMOLLbIO
paavasbHOW XpoMaTorpadpuu (2 MM naacTuHa; 3aoupyowmnin pacteop - 40
% 3TunaueTaT B rekcaHe) C nocnenywlen nepekpuctannmsaumen n3 rops-
yero rekcaHa, nony4dasa 140 Mr )xeslaemoro coeinHeHus.

Bbixon: 3 %.

. 2-MeTokcn-3-metunn-4-N- (peHnn)kapdbomonnnmnpmnonH

MNonMeHOBaHHOe coefuHeHue roJsiyyYasn B COOTBETCTBMM C npoueny-
pon, OeTanbHO OnMcaHHom B noarotoeke 9b, mcnonesya 260 mr (1.17
MMOJIb) MOMMEHOBAHHOIro coefuHeHusa noarotoskn 12, 404 mn (2.68
MMosb) TMEDA, 1.78 mn (2.68 mMMosb) H-6yTunantng n 329 mn (5.61 mmonb)
noancToro MeTuna B 2 Ma TeTparuapodypaHa. HeoduweHHbIN MaTepuan
O4YULLAN C NOMOLLbIO pagnasnbHOW XpoMaTorpapum (2 MM naacTUHa; 3J0u-
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pytowmin pacteop - 40 % 3TunaueTaT B rekCaHe) C nocsenywLlen nepexkpu-
CTasn3aumnen n3 ropsayero rekcaHa, nonaydasa 140 Mr »xesaemMoro nonMMeHo-
BAaHHOI0 CoeANHEHUS.

E. 3-MeTun-2-nnpnpoH-4-kapboHoBas KMcnoTa

CycneHsuio, cogep>xatgyto 150 mr (0.598 mmosib) NnOMMEHOBaHHOIO CO-
egnHeHna noarotoBkn 121 B 4 mn 5H. CONAHON KNCNOTbI (BOOHOW), KUNATU-
NN C¢ obpaTHbLIM XONOAUIBHUKOM B Te4dyeHue nNpubnamsntenbHo NATU 4acos.
Mocne oxnakaeHns peakuMOHHYI0 CMeCh yrnapusaam npu NOHWXEHHOM [aB-
JIeHUW, noay4vas »entoe Macsao. 3TO Macso pacTteopsanu B 15 mn soabl u pH
MoJly4eHHOro pacTBopa NOABOAWMAN K 8, NUCMOb3ySA TMAPOKCUA Kasiusd, no-
cne 4vero ero pasbasnsanm 10 mn Tonyona. Obpa3soBaBLunecs cgou pasnens-
IV N BOAHbLIN cnon nogkucnanu no pH 3.5, ncnonb3sysa 5H. CONAHYO KUCTOTY,
ynapusanau rpu NOHWKEHHOM [aBJIeHUUN, NMoJslyyYasa TBepaoe BeLleCcTBO Xesl-
Toro uBeTa. lNony4yeHHoe TBepOoe BeLWeCcTBO CycneHamMmpoBaan B 2 MJ rops-
4yero 3TaHosNa U punbTpoBaaM 4Yepe3 XJIOMNKOBYK Habueky. ®uabTpaT yna-
puBasan [ocyxa rnpu NnoOHMXXeHHOM AaBaeHun, nosay4dasa 130 mr TBepOoro se-
wecTsa. 3ToO TBepAoe BeLwecTBO npombiBanm 5 mn ropsdyen 10 % ykcycHom
KMCNOTbI B 3TUNaueTaTe, nosiydasd 17 Mr TBepAoro BewecTsa, KOTopoe Kpu-
CTaNIM30BannN M3 3TaHoJsa, nojay4asa 6.8 Mr >Kesnaemoro NnovMeHOBaHHOMO
coenHeHuns.

Bbixon: 6 %.

MoarotoBka 13

2,6-Ouxnop-3-rngpokcnbeHsonHas KucnoTa

a3006pa3Hbin xnop (20 r, 282 MMOAb) MeaseHHO NpobynbKuBanu Yve-
pe3 xonoaHbin pacteBop (-70°C) 20 r (145 mmonb) 3-rngpokcnbeHsonHom
kmcnotbl B 100 mn MeTaHos1a B aTMocCgepe a3oTa, 4TO MPUBOLWIIO K MO-
BbILLEHMIO TeMnepaTypbl NnpumMmepHo A0 -5°C. PeakUMOHHYIO CMeCb NOBTOPHO
oxNla)K4annm 1 No uctevyeHun NpnbnnsnTenbHO TpUaUaT MUHYT rasoobpas-
HbI XJIOP BbITECHA/IN @30TOM. PeakUMOHHYIO CMeCb Harpesasn A0 KOMHAT-
HOW TeMmnepaTypbl U pa3basnann 100 mn BoAbl. XXenaemoe Ha3BaHHOe CO-
eAVHeHVe BblOensAnn nepekpuctaanmsaumen, noayv4aa Teepnoe BellecTBO
6enoro uBeTa. 3TO TBEPAOE BELLECTBO OYULLANM MepeKkpucTanansaymen mn3
90 mn BOAbl C nocnenylowen nepekpuctannmlaumen ns 250 mn 6eHsona,
conoepxawero 10 mn auetoHa, nony4dasa 4.8 r enaemoro Ha3BaHHOMo CO-
eoVHeHuns.

Bbixoa: 16 %.

MoporotoBka 14

2-Xnop-3-rngpokcnbeH3onHasa KMcaoTa

MazoobpasHbin xnop (10.3 r; 147 mMMoNb) MefneHHO npobynbKmuBanu
yepe3 xonoaHbIn pacteop 20 r (145 MMonb) 3-rnapoKCMBEH30MHON KNCAOThI
B 100 mn MeTaHoOM1a B aTMOC(hepe a30Ta, NogAepPKXMUBAsA TeMNepaTypy HMxe
-60°C. MpubnunsmTenbsHO Yepes TpupuaTb MUHYT ra3oobpasHbi XJ10p BbITEC-
HAJIN @30TOM, PEeaKLUMOHHYIO CMeCb OCTaBJIS/IN HarpeBaTbCA 4O KOMHATHOW
TemnepaTypbl 1 pasbasnanm 100 mn Boabl. Xenaemoe, Ha3BaHHOE B 3aro-
NIOBKE coefuHeHune, BblOeNsanun nepekpuctanamsauymen, nony4vas 6enoe
TBepAoe Bel,ecTBO. DTO TBepAoe BeLleCTBO O4ULLanm nepekpuctTainmsaum-
en n3 50 mn BoAbl C Nocaepywowen nepekpmuctannnsaumen n3 130 mn beH-
30/1a, comepxawero 10 Mn aueToHa, nony4as >kesaemoe, Ha3BaHHOe B
3aroJsioBke coefunHeHue.

MoaroTtoBka 15

A. 2-MeTunn-3-meTokcnbeHsoaTa MeTUNOBbIN 3PUP
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CycneH3nio 306 mr (2.00 MMOJIb) MOMMEHOBAHHOIN0 COefWHEHUS
noagrotosku 9B, 1.06 mn (20.0 mmonbk) meTununoamaa n 1.38 r (10.0 mmonb)
KapboHaTa Kasina B 8 M1 aueToHa KUNATUAM C 06paTHLIM X0/104UNbHUKOM B
TeyeHne npmnbansnTesnbHO 3 YacoB. Tak KakK peakuusa He npolsia 40 KOHUA,
K peakLuMOHHOMN cMeCcn AonosIHnTenbHO gobasnann 2 ma (37.7 MMOJb) MeTU-
nmoaupga, 2 r (14.5 mmonb) kKapboHaTa kanua u 10 mn auyeToHa. lMocne
KUnsa4yeHnsa cMmecun ¢ obpaTHbIM XOJI0ANIbBHUKOM B Te4YeHmne npnbnmsntenbHo
wecTHaguaTn 4YacoB cMeCb (ounibTpoBaan. PunbTpaT 3aTEM KOHLEHTPUpPO-
BaZIM MPU MNOHMKXEHHOM [aBJIeHUN [0 MNOJNy4YeHUA OCTaTKa. DTOT OCTaTOK
pacTBOpAaM B dTUNaUeTaTe, NPOMbIBasM BOOOW U 3aTeM yrnapuBaau gocyxa
npun MOHMXXEeHHOM [faBfieHnn, nony4vas 188 Mr maTepuwana, KOTOpbIM CO-
nep>xan 88 % »xenaeMmoro npoaykTa.

b. 2-MeTun-3-MmeToKCNOEH30MHasA KNCNOTa

Pacteop 116 mr (4.86 MMonb) rugpokcuaa nmtma B 1 ma Boabl nobas-
nann K pacteopy 175 mr (0.97 MMOJib) MOMMEHOBAHHOro COeAVHEHUS
nogrotoBkn 15A B 3 Mn TeTparmapodypaHa. Obpa3oBaBLUYOCA pPeaKLMOH-
HYIO CMeCb MHTEHCUBHO nepemMelunBanun. o 3aBepLlleHnn peakumm, No OaH-
HbIM TCX, peakUuMOHHY0 CMeCb KOHLLEHTPUPOBAJIN NPU NOHNXEHHOM [aBe-
HUM 00 NOoJNyYeHMs oCTaTKa. DTOT OCTATOK MOBTOPHO pacTBopssin B 10 mn
rekcaHa, 25 mn Boabl U 3 Mn 1H. rugpokcmaa HaTpusa. ObpasoBasLumecs
CNlon pasnensanu, BoAHbIA csion pa3baBnsanm sTunaueTaTtoMm N 3aTeM NogKucC-
nann pgo pH 1, ucnonbsysa 1 M consHyto kKucnoty. ObpasoBaBLumecs cou
pa3fensnm n 3TuaaueTaTHbIA CI0 NPOMbIBaSIM COJIEBbIM PACcTBOPOM, BbICY-
WwmMBasan Hapg cysbdaToM HaTpusa, GUAbTPOBaAN MU ynapuBanu Ao0CyXa MNpwu
MOHVW>XXEHHOM JaBJsieHun, rnosyydass 73 Mr »xKesaemMoro noMMeHOBaHHOro B
3aroJsioBKe coeguHeHuns.

MogrotoBka 16

A. 2-byTnn-3-metokcn-N-peHnnbeHsamn g

Xenaemoe, NoMMeHoBaHHOE B 3aroJIoBKe coefuHeHwue, rnosiyydasan B
COOTBETCTBUMN C METOAMKOW, AeTajibHO onmcaHHom B noarotoske 9b, wuc-
nonb3ya 11.95 mn 1.51 M H-6ByTunnntua B rekcaHe (18.04 mmonb), 1.95 r
(8.95 MMO/sIb) NTOMMEHOBAHHOIoO coegMHeHunsa noarotTosku 9A, 2.19 r (18.89
Mmonb) TMEDA n 1.60 r (9.45 mmonb) 6ytunmnognga 8 30 mn 6e3BogHOro
TeTparngpodypaHa. lMNosy4eHHbI HEOYULLEHHbIM MaTepuan ovYuuwanun, uc-
nosb3ysa paguvanbHyo xpomaTtorpadguio (4 MM naacTUHA; 3JIOUPYIOLWNIA pac-
TBOp - 15 % >TunauyertaT B rekcaHe), nony4vasa 83 mr npospayvyHoro, becupeT-
HOro macna.

Boixopn: 3.5 %.

'H dMP (CDCls): 6 0.89 (t, J=7.27 Ty, 3H), 1.36 (m, 2H), 1.56 (m, 2H),
2.78 (m, 2H), 3.84 (s, 3H), 6.92 (d, J=7.98 'y, 1H), 7.00 (d, J=7.36 Ty, 1H),
7.11-7.22 (m, 2H), 7.35 (t, 2H), 7.59 (m, 2H).

MK (CHCI5): 3691, 3619, 3424, 3024, 3010, 2963, 2874, 1677, 1602,
1580, 1517, 1459, 1437, 1315, 1265, 1177, 1055, 877 cm™.

Macc-cnekTp (FD): m/e 283 (M*, 100).

b. 2-byTnn-3-ruagpokcmbeH3onHas KMCaoTa

Kenaemoe, noMMeHoOBaHHOe B 3aroJioBKe coefuHeHue, rnosiyyasan B
COOTBETCTBUM C METOAUKOW, OeTajibHO onucaHHow B noarotoBke 10b, uc-
nonb3sys 80 mr (0.28 MMOJIb) MOMMEHOBAHHOIO COeAUHEHUA MOArOTOBKU
16A B 2 Mn 5H. congHonm kucnotbl m 2 mn 30 % 6GpomMmcToBoOoopoOHOWM
KMUCNOTbl B YKCYCHOW KUC/IOTe, nosayyas 44 Mr Heo4YuweHHOro martepuana,
KOTOpPbIN NCMONb30Bann 6e3 aanbHenWwen o4NCTKN.

Bbixon: 60 % (no gaHHbIM *H AMP).
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'H NNR (CDCls): & 0.96 (t, J=8.09 'y, H), 1.44 (m, 2H), 1.59 (m, 2H),
3.03 (m, 2H), 6.99 (d, J=8.03 Ty, 1H), 7.15 (t, J=7.77 Ty, 1H), 7.59 (d,
J=6.85Tu, 1H).

MoarotoBka 17

A. 3-MeTokcu-2-nponun-N-chbeHnnbeHsammna

Xenaemoe, noMMeHoBaHHOEe B 3aroJIoBKe coefuHeHue, rnosiyyanan B
COOTBETCTBUMN C METOAMKOW, AeTasibHO onmcaHHom B noarotoske 9b6, wuc-
nonb3ysa 2.5 r (11.0 MM0osb) NOMMEHOBAaHHOI0 COegUHEHNS NOAroTOBKU 9A,
2.81 r (24.2 mmonb) TMEDA, 15.23 mn (23.13 mMonb) H-6yTnnantna v 1.33 r
(11.0 mmonb) annunbpomuga B 30 mn TeTparnpodypaHa, noayyasa 2.5 r He-
OYULLEHHOr0 MaTepuasa. OTOT MaTepuan pacteopsanm B 30 ma abcontoTHOro
3TaHona B npucytctemm 0.5 r 10 % nannagua Ha yrie, nocsie 4ero cMechb
pearvpoBajia B aTMocgepe BOAOPOAa B TeyeHue nNpubnmsntenbHO OBeHa-
auaTtn YacoB. CMeCb 3aTeM (punbTpoBaaM Yepes LenanuT n puabTpaT KOHLEH-
TpMpOBaIN MNP NOHWKEHHOM [LaBJIEHUN, MOJly4as OpaHXeBoe Macso. 3TOo
MacJs10 OYULLANN, UCMOJb3YSA paanalibHY0 XpoMmaTorpaguio (6 MM nNnacTuUHa;
3nonpyroWwmnn pacteop - 10 % sTunaueTaT B rekcaHe), nonyyas 438 mr be-
JION NeHbl.
Bbixon: 15 %.
'H AMP (CDCls): & 0.94 (t, J=7.35 Iy, 3H), 1.62 (m, 2H), 2.75 (m, 2H),
(s, 3H), 6.92 (d, J=8.06 'y, 1H), 7.00 (d, J=7.39 Iy, 1H), 7.16 (m, 2H),
(t, 2H), 7.59 (d, 2H), 7.69 (br.s, 1H).
b. 3-Tngpokcu-2-nponnnbeH3onHasa KNCnoTa
Kenaemoe, noMMeHoOBaHHOe B 3aroJioBKe coefuHeHue, rnosiyyasan B
COOTBETCTBUM C METOAUKOW, OeTajibHO onucaHHow B noarotoBke 10b, wuc-
nonb3ys 438 mr (1.62 MMO0Jib) NMOMMEHOBAHHOI0 COoegUHEHUSA MOArOTOBKU
17A B 7 Mn 5H. conaHon kucnotel n 7 ma 30 % 6poMUCTO-BOLOPOLAHON
KUCNOTbl B YKCYCHOM KWUCNOTE, MNOJiydasa TBephoe BellecTBO pbiKeBaTo-
KOPMYHEBON OKpPACKW. ITO TBEpPAOE BELLECTBO OYULLAAN NepeKkpucTaninsa-
uven nu3 ropsa4dero Tosyona, nonydvas 84 Mr TBepaoro BewecTsBa pbh>XeBaTo-
KOPMYHEBON OKPAaCKMW.

Bbixon: 29 %.

'H AMP (CDCls): & 1.01 (t, J=7.33 Ty, 3H), 1.63 (m, 2H), 2.98 (m, 2H),
6.98 (d, J=7.97 Ty, 1H), 7.14 (t, J]=7.86 T'u, 1H), 7.57 (d, J=7.28 'y, 1H).

MK (KBr): 3383, 3047. 2962, 2872, 2641, 1698, 1458, 1412, 1341,
1296, 1278, 1223, 1174, 1086, 929, 815, 752 cm™.

Macc-cnekTp (FD): m/e 180 (M*, 100).

Moporotoska 18

A. 2-N3onponnn-3-MeToKCNBEH30HNTPUN

K cmecn 2.76 r (0.115 mMonb) mMarHua B 75 Mn gmatmnoBoro sdupa
MegneHHo gobasnsanm 24.31 r (0.143 monb) m3onponunanoanaa. Obpaso-
BaBLUENCA peakKUMOHHOW CMeCW MNO3BOJIANIN pearnpoBaTb 00 Tex rnop, noka
BE€Cb MarHMM He 6bia1 MCNOJIb30BaH. 3aTeM B Te4yeHue OeBAHOCTa MUHYT K
cmecun gobasnanu pacteop 15.0 r (0.92 monb) 2,3-AnMMeTOKCMOEH30HUTPUA
B 75 mn gnatunosoro acdupa. Obpa3oBaBLIasca peakynoHHas CMeCb pearu-
poBaJjla B TEYEHME HOYN MPU KOMHATHOMN TeMnepaType, Nocjie Yero ee Kuns-
TNUAK C obpaTHLIM XON0ANIBHUKOM B Te€YEeHMe YeTbipex YacoB. [MoayYeHHYo
peakUMOHHY CMecCb 3aTeM oxnaxkganum o 0°C, n BepxHUn C/ion feKaHTu-
pPOBa/IN B HACbILWEHHbIA XJI0pna aMMOHUS BO sibay. Obpa3oBaBLUMecs Ciou
OTOENSANN N OPraHNYEeCKNIA CNI0O NPOMbIBaIN NocaenoBaTenbHO pa3baBneH-
HbIM PacTBOPOM rMApoKcMAaa HaTpusa, Boaon u pa3baBneHHbIM PacTBOPOM
CONIAHON KWCNOThI, BbICYLUMBANN HaL CyJsibaTOM HaTpusa, PUabTpoBaIn U

3.84
7.34
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3aTeM KOHUEeHTpupoBaaun, noay4yas opaHXesoe Macyo. 3TO Macsio nepero-
HAMWU NPUN NOHMXXEHHOM AaBneHun (5 gronmoBas vigreux KosioHKa; 0.2 MM
Hg), nony4asa 6.25 r opaHxeBoro macna.

Boixon: 39 %.

'H dMP (CDCls): 6§ 1.37 (d, J=6.47 'y, 6H), 3.55 (m, 1H), 3.83 (s, 3H),
7.04 (d, J=7.79 Ty, 1H), 7.18 (m, 2H).

MK (CDCIs): 3690, 3617, 3019, 2968, 2939, 2841, 2228, 1577, 1470,
1457, 1440, 1387, 1363, 1265, 1100, 1070, 1045, 878 cm™.

Macc-cnekTp (FD): m/e 175 (M*, 100).

B. 3-Tngpokcu-2-n3onponnnbeH-3onMHasa KNCI0Ta

)Xenaemoe, rNnoMMmeHoBaHHOE B 3aroJIOBKe coefunHeHue, noJsiyyaau B
COOTBETCTBUM C METOAUKOW, OeTajibHO onucaHHow B noarotoBke 10B, wuc-
nonb3ys 330 mr (1.88 MMOJb) MOMMEHOBAHHOI0 CoegUHEeHUSA MOArOTOBKU
18A B 2 MAa 5H. congHon kncnotbl 1 30 % 6poOMUCTO-BOAOPOAHON KUCOThI B
YKCYCHOW KMCI0Te. HeoUYnLLEHHbIA NPOAYKT O4YuLann, NCNosb3ysa paanasib-
HYIO XpoMaTorpadguio (2 MM nnaacTuHa; 3aupyowmn pacteop - 3 % Me-
TaHON B MeTwieHxnopuae, cogepxawem 1 % yKCYyCHY KUCNO0TY), nosy4das
125 Mr TBepaoro BewecTsa po30BOro LBeTa.

Buixon: 37 %.

'H dMP (CDCls): § 1.40 (d, J=6.92 'y, 6H), 3.62 (m, 1H), 6.83 (d, ]=7.86
u, 1H), 7.06 (t, J=7.89 'y, 1H), 7.24 (d, J=7.55 "y, 1H).

MK (CHCI5): 3599, 3025, 2965, 2876, 1695, 1603, 1584, 1466, 1454,
1404, 1360, 1275, 1234, 1166, 1148, 1086, 1057, 926 cm™.

Macc-cnekTp (FD): m/e 180 (M*, 100).

AHanuns gnsa CioH120s:

PacyerT: C 66.65; H6.71.

O6bHapy»xeHo: C 66.53; H 6.84.

MogorotosBka 19

3-MeTUIN30HNKOTUHOBAs KMUCNoTa

K ropsdemy pacteopy (155°C) 10.7 r (0.1 monb) 3,4-nytnanHa B 100
MAn andeHnnosoro acgpupa gobasnanum nopumsamm 18 r (0.16 monb) agmokcmaa
ceneHa. Mo npowectBun NpubnnsntenbHo 20 MUHYT peakLMOHHYKD CMeCb
Harpesann 0o 185°C n peakuuio NpoBOANIIN B Te@YEHNE NPUMEPHO Tpuaua-
TN MUHYT. locne oxNakKAeHnsa peakuMoHHYI cMecb pasbaBnsanm BoLooOn U
unbTpoBanmn, punbTpaT 3KCTPArnpoBaIn xJopodpopMom, 1N X10poPOpPMHbIE
SKCTPaKTbl 3aTEM KOHLLEHTPUPOBAIN NPU MOHMXKXEHHOM [aBJieHUn, rnosyyas
6.0 r TBepporo BewecTtsa 61e4HO-KOPNYHEBOW OKPaCKMN.

Bbixoa: 44 %.

'H AMP (CDCls): & 2.43 (s, 3H), 7.61 (d, J=4.98 'y, 1H), 8.49 (d, J]=4.99
Mu, 1H), 8.53 (s, 1H).

13C dMP (CDCls): 6 17.91, 123.21, 132.81, 138.15, 148.12, 152.71,
167.89 ppm.

MK (KBr): 3425, 2418, 1724, 1606, 1445, 1387, 1303, 1278, 1235,
1100, 1072, 850 cm™.

Macc-cnekTo (FD): m/e 138 (M*, 100).

MoarotoBka 20

5-XnHonnHkapboHoBasa KMucnoTa

K pacTtBopy, comepxawemy 15 r (0.1 mosb) M-aMMHOBEH30MHON
kncnotbl, 27 r (0.13 monb) M-HUTpobeH3oncynboHaTa 1 25 r (0.4 mMonb)
ranuepuHa, pobasnanm 125 r 70 % cepHonm KNCNOTbI. Moay4YeHHYO peakum-
OHHYIO CMeCb KUMNATWAN C 0BpaTHbIM X0N0AUAbHUKOM NpubnnsntensHo 2.5
Yyaca, pasbasnsnan 125 mn Boabl, noauwenodyeHHon oo pH 9 c noMmowblo rna-
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pOKCUAAa aMMOHUA, NnepeMellnBasvn B TeYeHMe HOYM C 5 r yrasa nm 3aTem
dpunbTpoBann. UAbTPAT KUNATUAN C 5 T yrada, GUabTPOBaIU, oxXJaxKhanum
0o 50°C, nogkucnanu go pH 5 ¢ nomMowbo negaHom yKCyCHOM KMUCNOThbI (15
MJ1) U PUNbTPOBaAN, NOJyHas KOPUYHEBOE TBepLoe BelecTBo. TO TBepaoe
BewectBo kunatmnam B 300 Ma BoAabl, copgepxawen 10 MmN yKCYCHOW
KUCNOTbl, N PUNbTPOBaJIN B rOps4eM COCTOSAHUMK, MNOJSyHasd HEOYMLLEHHbIN
MaTepuas. ITOT MaTepuass o4vuwanun, UCNosb3ysa nepekpucTaainsaynio mn3
KUNSALWEN YKCYCHOM KUCIOTbI, nony4vas 6.1 r TBepaoro sewectsa 6nenHo-
KOPUYHEBON OKPaCKMW.

Bbixon: 32 %.

'H dMP (CDCls): § 7.62 (m, 1H), 7.81 (t, J=7.82 I'u, 1H), 8.20 (m, 2H),
8.93 (d, J=3.79 'y, 1H), 9.24 (d, J=8.58 I'y, 1H).

MK (KBr): 2772. 2431, 1906, 1708, 1610, 1589, 1507, 1363, 1323,
1269, 1235, 1211, 1141, 1076, 1034, 999, 866, 807 cm™.

Macc-cnekTp (FD): m/e 173 (M*, 100).

MoarotoBka 21

1,2,3,4-TeTparnapo-5-xmHoNnMHKapboHoBas KNCIOTa

PacTtBop, cogep>awmnm 1.03 r (5.95 mmMonb) coegnHeHNs NOArOTOBKMU
20, 1.87 r (29.77 mMonb) popmmnmaTta ammoHma B 100 mn aTtaHona, nponysa-
nn a30ToM B TeyeHue 10 MuHyYT. K 3TOMy pacTtBopy aobasnsnm 0.5 r nan-
NlaiNeBON YEepPHU U NOJTYYEHHYIO peaKUMOHHY cMecb Harpenm ao 65°C. lMo-
cne nNpubnm3nTenbHO Tpex 4YacoB pPeakUMOHHYK cMecCb (huabTpoBaau; no-
NIY4EeHHbIN PUAbTPAT KOHLUEHTPMUPOBAIN MPU MOHUXKEHHOM AaBJIEHUM 00 MO-
JIlydeHUsa ocTaTKa. IDTOT OCTaTOK pacnpepenann mexny sogon (pH=4) wn
pactBopoM 10 % wu3onponaHona B xsopocdopme. Obpa3oBasBLunecs csiou
pasfensnm u opraHn4yeckuin caonm rnpombiBann sogoun (pH=4), BbiCylmMBanu
Hag cynbdaToM HaTpuA, PUIbTPOBAIN N KOHLEHTPUPOBaN, Nosyvyas He-
OYULLEHHbIM MaTepuan. DTOT MaTepuas ovuliann, UCNoJib3ysa pagnabHYo
XpoMaTorpaduio (2 MM naacTuHa; snunpyowmn pacteop 5-10 % rpaguneHT
MeTaHoJ1a B MeTuieHxsopuae, cogepxawem 1 % yKCYyCHY KUCNOTY), Noay-
Yyasa 87 Mr TBepLoOro BelecTBa pbKeBATO-KOPUYHEBOW OKPACKMW.

Bbixon: 8 %.

'H dMP (CDCls): & 1.04 (m, 2H), 2.16 (t, 2H), 2.40 (m, 2H), 5.81 (d,
J=8.05Tu, 1H), 6.09 (t, J=7.78 T'y, 1H), 6.23 (d, J=7.96 Iy, 1H).

MK (KBr): 3296, 2965, 2929, 1691, 1597, 1474, 1461, 1443, 1350,
1305, 1279, 1236, 1184, 1159, 1106, 1073, 1022, 827 cm™.

Macc-cnekTp (FD): m/e 177 (M*, 100).

AHanuns gnsa CioH11NO,:

PacyerT: C67.78; H6.26; N 7.90.

ObHapyxeHo: C 67.96; H 6.10; N 7.88.

MoarotoBkKa 22

A. 3-AMUHO-2-MmeTunbeH30aTa MeTUNOBLIN 3hUP

PactBop 10 r (66.2 MM0oJb) 3-aMUNHO-2-MeTnNBeH30MHOM KUCNOThI 1 20
I M-TONYONCYNbOHOBOW KNUCNOTbl MOHOrngpata B 400 mn MeTaHoNa KunNs-
TN ¢ obpaTHbIM XONIOAN/IBHUKOM B TeYeHWe HO4YM 1 3aTeM pasbasnsnim
CMecblo 3TunaueTaTa n 1 M kapboHaTa kKanmsa. ObpasoBaBLimecs C/goM oxna-
xganum n pasgensann. OpraHu4ecknin Caion rnpoMbiBasin rnocsenosaTesibHO 1
M kapboHaTOM Kanns n ConeBbiM PacTBOPOM, BbICyLIMBAAN HaL CysbdaToMm
HaTpusa, PUALTPOBaAIIN N KOHLEHTPpUpPOBasau, nosydyasa 9.23 r opaH>XeBOro
Macna.

Bbixon: 85 %.
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'H AMP (CDCls): & 2.34 (s, 3H), 3.73 (br.s, 2H), 3.88 (s, 3H), 6.81 (d,
J=7.96 'y, 1H), 7.05 (t, J=7.78 T'y, 1H), 7.19-7.30 (m, 1H).

MK (CDCIs): 3406, 3027, 3012, 2978, 2953, 1718, 1621, 1467, 1435,
1315, 1301, 1265, 1196, 1159, 1108, 1066, 1045, 810 cm™.

Macc-cnekTp (FD): m/e 165 (M*, 100).

B. 3-N-(MeTnncynboHnm)aMnHo-2-meTunbeH3oaTa METUOBbLIN 3P

K xonogHomy pactBopy (0°C) 1.07 r (6.48 MMOJIb) NOMMEHOBAHHOIO
coeanHeHusa noaroToskn 22A B 50 mn 6e3zsoaHoro metmnerHxnopmnaa nobas-
nann 1.18 r (6.80 MMob) MeTnACyIbOOHOBOIro aHrnapuaa.

NMonyyeHHas peakUMOHHas CMeCb pearvpoBasla B TeYeHue HOo4YU npwu
KOMHaTHON TeMnepaType, nocsie yero ee pasbasnsanm 100 Ma MeTUIEHXN0-
pnha, NpoMbiBanM ABakAbl pacTBopoMm bukapboHaTa HaTpus, BbICyLUMBaANN
HaL cy/nbg)aToOM HaTpuda, PUNbLTPOBAJIN, KOHLUEHTPpUpOBaau, nepepacTteops-
JIN B FeKCaHe W1 3aTeM OnATb KOHUEHTPUpoBaaM L0 MOJIy4eHUSA OCTaTKa.
DTOT OCTaTOK TPWMXXAbl pacTUpPasiv B rekcaHe, nocsie 4yero ynapusanam OOCY-
Xa Mnpu MOHMXXEeHHOM [faBfieHun, nosiydaa 1.46 r TBepLoro BewecTBa pPo-
30BOr0 LBeTa. DTO TBepLOoe BelleCTBO 3aTeM MNnepeKpucTassin3oBbiBasn, NUC-
nonb3ya 20 mn cMmecn 30 % rekcaH/50 % stnnauyetat/20 % meTaHoOI.

Bbixon: 57 %.

'H AMP (OAMCO-d¢): & 2.25-2.45 (m, 4.5H) 2.97 (s, 1.5H), 3.80 (s, 3H),
7.23-7.63 (m, 3H), 9.24 (s, 1H).

MK (KBr): 3900-2400 (br.), 3298, 1713, 1466, 1320, 1290, 1265, 1248,
1210, 1183, 1156, 1047, 971, 964, 752, 563, 519 cm™.

Macc-cnekTp (FD): m/e 243 (M*, 100).

AHanun3 gnsa CioH1sNO,S:

PacyerT: C49.37; H5.39; N5.76.

O6Hapy»xeHo: C49.15; H 5.54; N 5.80.

B. 3-N-(MeTnncynboHnn) aMmnHo-2-MeTu6eH30MHasa KNCIo0Ta

)Kenaemoe, nMoMMmeHoBaHHOE B 3aroJIOBKe coefunHeHue, noJjsiyyvyanu B
COOTBETCTBUM C METOANKOW, OeTasjibHO OnNMucaHHoOW B noarotoBke 15B, wuc-
nonb3ys 400 mr (1.64 MmmMoab) coeANHEHNHA, NMOMMEHOBAHHOIO B 3aroJioBKe
noarotoBkn 226 v 118 mr (4.93 mmonb) rngpokcnaga nntua B 20 Ma TeT-
parnapodypaHa n 8 ma sBoabl, nony4vaa 206 mr 6enoro TBepnoro BeLwecTsa.

Bbixon: 55 %.

'H AMP (OAMCO-de): 6 2.43 (s, 3H), 2.97 (s, 3H), 7.26 (t, J=7.87 'y, 1H),
7.43 (d,)=7.79 Ty, 1H), 7.60 (d, J=7.17 'y, 1H).

MK (KBr): 3800-2200 (br.), 3252, 1685, 1404, 1334, 1309, 1277, 1149,
982, 965, 914, 780, 763, 748, 632, 518, 498 cm™.

Macc-cnekTp (FD): m/e 243 (M*, 100).

Mogorotoska 23

A. 3-meToKCcu-M-cheHnnbeHsamnpg

Pacteop 13.4 mn (147 mMmonb) aHuanHa B 30.7 M TpUaTuUnaMuHa men-
neHHo pobaBnsAnm K pacTtBopy, cogepxkawemy 25.1 r (147 mmonb) 3-me-
TOKCu-beH3omnxnopmnga B MeTuneHxnopuge. llonydyeHHas peakUUOHHas
CMeCb pearupoBasa B TedyeHue NpubnamsanTenbHO TpuauaTyh MUHYT, nocne
yero ee pasbasnsnm 1lH. bukapboHaToM HaTpua. Obpa3oBaBLunecs C/iou
pa3gensnm n opraHU4YeckKmnin Caon NpoMbiBasIn nocsenoBaTesnbHoO sogon, 1 M
rMOPOKCNOO0M HAaTPUs U 3aTeM COJIEBbIM PAaCTBOPOM, BbICyLLIMBANIN HAL CYJib-
haToM HaTpua, PUNbTPOBaN N ynapuBaanm Aocyxa rnpv NOHW>XeHHOM [aB-
neHunun, nony4asa 31.6 r benosaToro TBEpPAOro BewwecTsa.

Bbixon: 95 %.

b. 3-MeTokcun-2-metun-N-tpeHnnbeHsamung
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K xonogHomy pacteopy (-70°C) 4.54 r (20 mMMonb) coeounHeHUS
MOMMEHOBAHHOIo B 3arosioBke noarotoBkm 23A n 5.11 r (44 mmonb) TMEDA
B 70 mn 6e3soaHoOro TetparnapodypaHa gobasnann 26.9 mn pacteopa 1.56
M H-6yTnanTna B rekcaHe. lMNosly4eHHYIO peakLUMOHHYI CMeCb Harpesasu
0o -15°C un nepemewmsanu B Te4eHue npmndbnmsnTenbHo 45 MUHYT, nosy4vas
XKenTyr cycneH3nto. CycneHsunto 3aTeM NOBTOPHO oxnaxkgasam Ao -70°C u K
Hen pobasnsnanm 2.89 r (20 mMmonb) MeTunmogmpa, B pe3ynbTaTe 4ero
dopmmnpoBancsa 6enbii ocafgok. PeakLUMOHHYO CMeCb NepemMeLlnBain B Teye-
HME HOYM MPU KOMHATHOW TeMnepaType, peakuuto ocTaHasaueanan, nobas-
NAS HaCbIWEHHbIA XJ1I0pUg aMMOHUSA, U COAEepPXUMOEe pPeakKUUMOHHON CMecun
pasbasnsanan auatunosbiM 3cdmpom. ObpasoBaBLUMECA C/IOM pa3fensim u
opraHuyeckyio ¢asy npombiBasM MNoCNefoBaTes/IbHO HaCbILEHHbIM XJI0pU-
OOM aMMOHUS, BOOOW, HaCbIWEHHbIM BKapboHaTOM HaTpUsA 1 CONEBbIM pac-
TBOpOM. OpraHn4yeckme 3KCTPaKTbl 3aTEM BbICyLLMBAIN HaA CyNbdaToOM Ha-
TpMA N KOHUEHTpupoBanm, nony4asa benoe TBepaoe BeLECTBO, KOTopoe
oYULLAIN MepekpucTanamsaumen n3 pacTBopa rekcaHa/aTuiaueTtaT B OT-
HoweHuun 2:1, nonyyasa 4.00 r nronbyaTbiX KPUCTas0B.

Bbixon: 99 %.

'H AMP (CDCls): 6 2.36 (s, 3H), 3.88 (s, 3H), 3.89 (s, 1H), 6.90-7.70 (m,
8H).

MK (CHCIs): 3424, 3013, 2963, 2943, 2840, 1678, 1597, 1585, 1519,
1463, 1438, 1383, 1321, 1264, 1240, 1178, 1083, 1069 cm™,

Macc-cnekTp (FD): m/e 241 (M*, 100).

AHanun3 gnsa CisHisNO;:

PacyeT: C74.67; H6.27; N 5.80.

ObHapyxeHo: C 74.65; H 6.29; N 5.82.

B. 2-MeTun-3-rugpokcmbeHsonHas KMcnoTa

Cmecb 1.21 r (5.00 MMOJ1b) NTOMEHOBAHHOIO0 COEANHEHUS MOArOTOBKN
23b, 35 mn 5H. conaHonm kucnotbl 1 20 mn 30 % pacTtBopa 6poMnCcTO-BOAO-
POLHOW KUC/IOTbl B YKCYCHOW KUC/IOTE KUNATUAK € 06paTHbIM XON0ANbHU-
KOM B Te4yeHue 24 4acos. [locsie oxNaXkKaeHnsa peakUunoHHy cMmecb pa3bas-
nann, pobasnas 100 mn stmnauyetata n 100 mn Boabl. Obpa3zoBaBLIMECS
c/ion pasfensann, n opraHNYeckuin CJsionm MpomMbiBasv OAUMH pa3 BOLON U
3aTeM ero pH noasoamnm K 11, ncnonb3sya 0.5H. pacTBOp rMapokcuaa Ha-
Tpua. Obpa3oBaBLuMecs cnou pasgensaam n pH BogHoOro csoa nogBoanamn K
1, ncnonb3sya 5H. conaHylo KUCNOTY. XKenaemMoe coefduHeHWe 3aTeM 3KC-
TparmMpoBasnm W3 3TOro BOAHOro C/0S C WCMNOJQIb30BaHMEM 3TwuaueTaTa.
dTnnayeTaTHble 3KCTPaKTbl 3aTEM MPOMbIBAJIN COJIEBBIM PacTBOPOM, BbICY-
WmMBaan Hapg cynbaToM HaTpusa, GUAbLTPOBAIN U yriapuBanm 4O NOJyYeHUs
OCTaTKa, KOTOPbIN Nocne AByX yNapuBaHWM U3 rekcaHa gaBan 750 mr be-
JIoro TBEpAOro BelecTsa.

Bbixon: 98 %.

'H dMP (OMCO-de): § 2.26 (s, 3H), 6.98 (d, J=8.03 l'u, 1H), 7.02 (t,
J=7.69 'y, 1H), 7.15 (d, J=7.37 Ty, 1H), 9.55 (br.s, 1H).

MK (CHCIs): 3600-2100 (br.), 3602, 2983, 1696, 1588, 1462, 1406,
1338, 1279, 1174, 1154, 1075, 1038, 920, 892, 854, 816 cm™.

Macc-cnekTp (FD): m/e 152 (M*, 100).

AHanuns gnsa CgHgOs:

PacyerT: C 63.15; H 5.30.

O6bHapy»xeHo: C 63.18; H 5.21.

AnbTepHaTMBHaA MNOAMOTOBKA ANA MNOJIyYeHUS 2-MeTU-3-rmapoKCcu-
BEeH30MHOM KMUCNOTbI
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K xonogHon cycneH3unm (0°C) 0.54 r (3.3 MMOnb) 2-MeTU-3-aMUNHO-
6eH30MHOM KNCNOThl B 5 MA BOAbl, cogep>kawen 0.65 Mn KOHUEHTPUPOBAH-
HOW cepHon KucnoTbl, gobasnsann 0.25 r (3.6 MMoNb) TBEPAOro HATPUTA Ha-
Tpua. Mo uctedeHun npubnnsantTenbHo 15 MUHYT peakUMOHHYK CMeCb Bbl-
nvmBanu B 20 M1 Tension BoAbl, cogepalen 4 Ma KOHLUEHTPUPOBAHHON cep-
HOM KncnoTbl. Obpa3oBaBLUYOCA PEeaKUMOHHYIO CMeCb MedJIEHHO HarpeBaau
0o 90°C, B pe3ynbTaTe 4Yero Bblgenancsa ras. locsne oKkoH4YaHUS BbloeneHuns
rasa pacTBop oxJla)Kgasim A0 KOMHATHOW TemnepaTypbl N 3KCTparnposaau
3TunaueTatoM. OpraHmyeckmne cnom obvegnHsann, npombiBanu 0.5H. consa-
HOW KWUCJIOTOW, BbICYLLUNBAJIN U KOHLEHTPUPOBAJIN MPUN NMOHUWKXEHHOM [aBe-
HUN. HEeoYMLWEHHbIN OCTATOK OYuMLLaAN MOCPEACTBOM ObICTpON hunbTpaLmn
yepes cunukarenb (3n0OMPYIOWNUA pacTBop - 5 % MeTaHON B MeTUJIeHXJ10-
pnae), nonydas 350 mr 6enoro TBepaoro sBewecTBa (T.n0. 137-138°C).

Bbixon: 69 %.

'H AMP (CDCls): 6 8.18 (br.s, 1H), 7.42 (d, J=7.7 T'u, 1H), 7.13 (t, J=7.9
Mu, 1H), 6.93 (d, J=7.9 Ty, 1H), 2.46 (s, 3H).

AHanun3 gnsa CgHgOs:

PacuyerT: C 63.15; H 5.29.

ObHapyxeHo: C 63.32; H 5.36.

MoorotoBka 24

A. N-(T-6yTunn)-2-meTnnbeHzamumg

K xonogHomy pacteopy (0°C) 139.2 r (0.9 Monb) xnopmnpa o-tonyouna
B 1200 mn metuneHxnopumpa npu 25°C B aTMocdepe a3oTa MenJlIeHHO
nobasnanm 180.0 r (1.8 monb) TpuaTuiaMuHa € nocnepywwmm pgobasrne-
HWeM No KanjaaMm pacTBopa, cogep>kawero 73.14 r (1.0 monb) T-6yTnammHa
B 200 mn meTuneHxnopupa. Obpa3oBaBLIYOCA PEaKLUMOHHYIO CMeCb Harpe-
BaJZIM 0O KOMHaTHOMN TemMnepaTypbl U OCTaBNAAIN pearnposaTb B Te4eHune 2.5
yacos. lMocne 3Toro peakyMoHHy cMecb pa3zbasnsanm ¢ nomoubio 1800 mn
Boabl. Obpa3oBaBLUMECH OpraHUYeckue u BOAHbIe C/IOM pa3nensnm u opra-
HWYEeCKM CJI0OM MNPOMbIBaNMN NocsenoBaTeslbHO 2H. TMOPOKCUAOM HaATpuS,
1.0H. conAHON KNCZIOTON N COJIEBbIM PAaCcTBOPOM, BbICYLLUMBaAAW Hapg cysbda-
TOM MarHus, puiabTpoBaJM N 3aTeM ynapuBaan [0CyXa MPU MOHUXKXEHHOM
hasneHnn, nony4vasa 167.6 r xenaemoro rnoMMeHOBAHHOIN0 CoefMHEHUA B
Buae benosaTtoro TBepaoro Bewectsa (1.n. 77-78°C).

Boixon: 97 %.

'H AMP (CDCls): & 1.41 (s, 9H), 2.41 (s, 3H), 5.54 (br.s, 1H), 7.13-7.30
(m, 4H).

MK (CHCIs): 3430, 3011, 2971, 2932, 1661, 1510, 1484, 1452, 1393,
1366, 1304, 1216, 876 cm™.

Macc-cnekTp (FD): m/e 191 (M*), 191 (100).

AHanun3 gnsa Ci2H17NO:

PacyerT: C 75.35; H8.76; N 7.32.

ObHapyxeHo: C 75.10; H 9.11; N 7.20.

B. S-N-T-byTnn-2-(3-(N-6eH3mnnokcnkapboHmn)aMmmHo-2-okco-4-peHunn-
6yTun)beHzamnpg

K pactBopy 7.0 r (36.5 MMOJIb) MNMOMMEHOBAHHOIN0 cCoeanHeHUs
noarotoskn 24A B 200 mn 6e3BogHoro TeTparmagpodypaHa m3 wnpuua
nobasnanm 12.1 mn (80.3 mmonb) N,N,N',N'-TeTpameTun-asTuneHonamumHa
(TMEDA). O6pa3oBaBLWINNCA pacTBOp oxfnaxkdananm o -78°C, nocse 4ero K
HeMy No Kanaam M3 wnpuua aobasnsanm 55.9 mn B-OyTunnnTusa, nogaepxu-
Basg TeMmnepaTypy peakuuoHHonm cMmecnm Humxe -60°C. ObpasoBaBLUMNCS
PEeaKLUMOHHbIM PacTBOP 3aTeM MNepeMellvBasn B TevyeHne npubnmsntenbHo
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1 yaca npu -78°C, npexnage 4em gobaBnTb, UCNONL3YS cannula, pacTBop, CO-
nepxawmnm 5.00 r (14.6 mmonb) S-N-meTokcu-N-meTun-2-(N-beH3nnokcu-
KapboHwu)amMmnHo-3-peHnn-nponaHammng B 50 mn 6es3sogHOro TeTparunpg-
podypaHa, nogaoepxmeasa TemnepaTypy pPeakuMoOHHOW cMecu Huxxe -65°C.
Ob6pa30BaBLWIYOCA pPeaKLUMOHHYID CMeCb Harpesanm pno -20°C, peakuuto
oCTaHaBAMBaNM, ucrnosbdysa 20 MA HaACbIWEHHOro XxJopuaa aMMOHUA, WU
3aTteMm passoguan 200 mn gmatmnosoro acpupa. OpraHunyeckme m BOLHble
C/ion pasfensin n opraHNYeckuin CJgIon NpoMbiBasMN MocsiefoBaTesIbHO
Bogon, 0.2H. ogHO3aMeLleHHbIM Cy/IbpaTOM HATPUS N CONEBLIM PAaCTBOPOM,
BbICYLUMBANN HapL CynbdaToM HaTpusda, puabTpoBaan U ynapmsasanm AocyxXa
Mpu NOHM>XXEHHOM faBJieHnn, nosy4vas becyuBeTHOE Macs0. DTO MAC/0 O4U-
wann, ncnonb3sysa dgrasw-xpomaTtorpaguio (anounpyrowmn pacteop - 25 %
3TunaueTaT B MeTuaeHxnaopunae), nony4asa 6.08 r becuBeTHOW NEHbI.

Boixopn: 88 %.

[a]p -289.26° (c=0.12, MeOH).

'H dMP (CDCls): 6 1.38 (s, 9H), 2.99 (dd, J=15; 6 'y, 1H), 3.24 (dd,
J=15; 6 Ty, 1H), 3.89 (d, J=18 Iy, 1H), 4.16 (d, J=18 Iy, 1H), 4.72 (dd,
J=15.6 'y, 1H), 5.00-5.09 (m, 2H), 5.56 (d, J=6 'y, 1H), 5.93 (br.s, 1H), 7.03-
7.40 (m, 14H).

MK (CHCI5): 3431, 3027, 3012, 2973, 1713, 1658, 1511, 1454, 1383,
1366, 1307, 1231, 1046 cm™.

Macc-cnekTp (FD): m/e 472 (M*), 218 (100).

AHanun3 gna CyoH3:N204:

PacyeT: C 73.70; H6.82; N 5.93.

O6Hapy»xeHo: C 73.41; H 6.98; N 5.83.

B. [2R-(2R*,35*)]-N-T- byTnn-2-(3-(N-6eH3nnokcnkapboHmnsn) aMmHo-2-
rnapokcun-4-gpeHnn-bytun)beHsammng

K pacTtBopy 6.96 r (14.7 MMOJQIb) NOMMEHOBAHHOIro0 CoeaAUHEHUS
noarotoekn 24b B 200 mn abconoTHOro 3TaHoNa B aTMocdepe a3o0Ta
nobasnanu 2.78 r (73.5 mmonb) 6opruagpmnpa HaTpusa. Mo 3aBeplueHunn
peakuuu, NO faHHbIM TOHKOC/ONMHON XpoMaTorpagum (TCX), peakUMOHHYIO
cMmecb pasbasnsanm 200 ma aTunaueTaTa U peakuuio ocTaHaBamBanu, nobas-
naa no kannam 20 Ma HacbIWEeHHOro xjaopuga aMMoHusa. OpraHu4yecknin um
BOOHbIN C/ION, 3aTEM pa3gensann, nu opraHU4YeckKmnin Caom NpombiBaaM nocne-
AoBaTesibHO 1H. CONSHOW KUCA0TOW, HaCbILWEHHbIM pacTBOpoM bukapboHaTa
HaTpuUs W COJIEBbIM pPaCTBOPOM, BbICYLUMBANAM Hafg CynabdaToM HaTpus,
dunbTpoBaNM M ynapmeanau focCyxa NPU MOHMXXEHHOM AaBJ/ieHUW, nosyyas
6.4 r OecuBeTHOro Macsa. 3TO MacC0 o4uLann, KUCNoJsb3ys (N3LW-XPO-
MaTorpaduio (3nwounpyrowmm pacteop - 2-10 % rpaaveHT MeTuaeHxaopuga
B 3TWUMaueTaTe), nonyyasa 5.12 r nomMmeHoOBaHHOro coenHeHus.

Boixon: 74 %.

[a]o +10.38° (c=0.10, MeOH).

'H AMP (CDCls): & 1.40 (s, 9H), 2.79 (dd, J=12.3 'y, 1H), 2.90-2.9
2H), 3.04 (44, )=12.3 Ty, 1H), 3.70-3.81 (m, 1H), 3.97 (m, 1H), 4.96-5.08 (m,
2H), 5.10 (d, J=9 Iy, 1H), 5.88 (d, J=6 'y, 1H), 5.93 (s, 1H), 7.13-7.4
14H).

MK (CHCIs): 3431, 3028, 3012, 2971, 1773, 1643, 1515, 1454, 1367,
1229, 1028 cm™.

Macc-cnekTp (FD): m/e 475 (M*), 475 (100).

AHanuns oA C29H34N204:

PacyerT: C 73.39; H7.22; N 5.99.

ObHapyxeHo: C 73.12; H 7.48; N 5.62.
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r. [2R-(2R*,35*)1-N-T-byTunn-2-(3-aMUHO-2-rnapoKcn-4-
dheHnnbyTnn)beHszamng

FoToBMAKM cycneH3uto, cogepxawyto 41.0 r (120 MMOsib) MOMMEHOBAH -
HO coeaunHeHusa noarotoBkn 24B n 500 kr 10 % nannaausa Ha yrne B 150 mn
abconoTHOro 3TaHosa. DTy CYCMNEeH3ulo BCTpSAXMBaaM B aTMocdepe BOAO-
pona noAa passieHmMeM B 60 psi B annapate lMNMappa. KatannsaTop - 10 % nan-
naguin, Ha yrne ypansanm gunbTpoBaHueM. ®dunbTpaT ynapuBanm [ocyXa
MPW NOHM>XXEHHOM faBfieHun, nony4asa 31.1 r CBET/I0-)KeJ/ITON MeHbl. DTO COo-
eonHeHne ncnosb3oBanan 6e3 gasnbHeNnLWen O4YNCTKN.

Bbixon: 96 %.

[a]lo +34.68° (c=1.0, MeOH).

'H 4MP (CDCls): 6 1.46 (s, 9H), 2.71 (dd, J=13.7; 9.5 'y, 1H), 2.84 (dd,
J=13.3; 2.51 'y, 1H), 2.95-3.06 (m, 2H), 3.23-3.29 (m, 1H), 3.84-3.90 (m,
1H), 6.23 (s, 1H), 7.19-7.37 (m, 12H).

MK (CHCIs): 3440, 3382, 3007, 2970, 2934, 1643, 1516, 1454, 1367,
1213 cm?.

Macc-cnekTp (FD): m/e 341 (M*), 341 (100).

MogorotoBka 25

A. 2R-2-N(T-byTOoKCukKapboHWn) aMUHO-3-HaAPT-2NNTUOMNPONAHOBAS
KMUcnoTa

K pactBopy 2.14 r (13.4 mMosib) 2-HadTannHTrona B 40 mn 6e3BogHO-
ro TeTparmapodypaHa npm KOMHaTHOW TemnepaTtype nobaBnanm cycneH-
3uto 0.54 r (13.5 mMonb) rmgpunga HaTpms B MUHepasibHOM Machne. 1o ncre-
YyeHUn NpmbnnsnTenbHoO 15 MUHYT K cMecu gobasnanu no Kannasm pacTBop
2.5 r (13.4 mmonb) S-N-6yTok-cukapboHun)-cepmHbnaktoHa B 30 mn TeT-
parngpodgypaHa. CMecb pearmposajia B TedyeHne nNpubans3nTenbHO O4HOro
Yaca, NocJie 4Yero ee KOHUEHTPUPOBaAM NPU NMOHUXKEHHOM OaB/E€HUU, NONY-
4yasa JiMNkKoe TBepaoe BewecTBo. Ero o4uwanu, wucnonbsys ¢Gnsw-xpo-
MaTorpaduio (aonpyowmn pacTeop - 1 % MeTaHon B aTuUaueTaTe), nony-
yas 4.35 r 6enoro TBEPOOro BeLwecTBa.

Boixon: 94 %.

'H AMP (CDCls): § 10.25 (s, 1H), 7.89 (s, 1H), 1.78 (m, 3H), 7.46 (m,
3H), 5.39 (d, 1H), 4.61 (m, 1H), 3.49 (m, 2H), 1.37 (s, 9H).

B. 2R-N(MeTokcu)-N(meTun)[2-N(T-6yTOKCMKapboHUN)aMUHO-3-HapT-2-
nNTuo] NnponaHaMmug

K xonogHomy pactBopy (0°C), comepxawemy 4.3 r (12.4 kKMOJb
MONMEHOBAHHOI0 MPOMEXYTOYHOro coegunHeHusa noarotosku 25A, 1.58 r
(16.15 mMonb) N,O-gn-metTnarngpokcunammHa rmgpoxnopmnga, 2.18 r (16.15
MmMosb) l-rmpgpokcm-6eH3oTpuaszona moHormgpaTta (HOBT - H,0), 2.24 mn
(16.15 mMonb) TpuaTUIaMuHa n 2.73 mn (24.86 mmonb) N-MeTunamMopgoamHa
B 100 mn MmeTunenxnopuaa, nodbasnanm 2.62 r (13.67 mmonb) 1-(3-agumeTunn-
ammHonponun)-3-atunkapboannmmnaga rugpoxnopunaa (EDC). O6bpa3so-
BaBLUENCA peaKLUMOHHOW CMeCu MOo3BOJIS/IN pearupoBaTb MPU KOMHaTHOMN
TeMnepaType B TeyeHue Ho4Yu. PeakKuuoHHyl cmecb pasbasnsnm 100 mn
rekcaHa, npombiBasn nocneposatesbHO 200 mMa HacbILWEHHOro pacTBopa
bukapboHaTa HaTpuma n 200 mn conesoro pacteopa. Obpa3oBasBLuMecs caou
pasfensanm nu opraHMYeCcKum CNon BbICYLUMBaAIN Hafh CynbaToOM HaTpus,
unbTpoBaNM MU 3aTeM yrnapuBanu Mpu MNOHUKXEHHOM AaBJSIEHUU, Mosy4vas
npo3pavyHoe XKenTtoe Macso.

'H AMP (CDClIs): 6 7.90 (s, 1H), 7.80 (m, 3H), 7.49 (m, 3H), 5.41 (d, 1H),
4.92 (m, 1H), 3.59 (s, 3H), 3.18-3.46 (m, 2H), 3.05 (s, 3H), 1.42 (s, 9H).

Macc-cnekTp (FD): m/e 391 (M*), 390 (100).
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B. 3R-N(T-byTwnn)-2-[2'-0kco-3'-N(T-6yTOKCMKapboHM)aMNHO-4'-HadT-
2-nntno] bytunbeHsamunpg,

K xonogHoMy pactBopy (-78°C), copnepxawemy 8.60 r (45 mmosb)
MOMMEHOBAHHOIO coeguHeHUsa noaroToBkn 24A un 14.2 mn (95 mMMonb)
TMEDA B 100 mn 6e3BogHOro TeTparmnapodypaHa, B aTmocepe NHEPTHOro
rasa megneHHo gobasnsanm 111 mn (95 mmonb) 0.85 M pacteBopa B-6yTun-
JINTUA B reKCaHe, WCMOJsb3ysa wWnNpuu. 3a BHYTPEHHeW TemrnepaTypou
peakUMOHHOro cocyda cnegunm B TeyeHue pobaBneHusa B-OyTuaAnTuUA,
obecneymBas He npesbilleHne -57°C. lNMocne npoBedeHUs peakumn B Teye-
HMe NpmMbansnTenbHO O4HOIro Yaca npu -78°C K peakuMoHHOM CMecK no Karn-
nam pobasnanu pacteop 7.90 r (20 MMOJ1Ib) NOMMEHOBAHHOIO MPOMEXXYTOM -
HOro coegunHeHuns noarotoskn 26 B 80 mn TeTparuapodypaHa. Mo oKoH4a-
HUn pobaBneHUs peakUMOHHYK CMecCb HarpeBanun Ao -20°C, mocne 4ero
peakuuto ocTaHaBamBanan gobaBsieHMEM HaCbILWEHHOr0 pacTBopa xJjopuaa
aMMoHUA. Mony4YeHHY0 cMecb 3aTeM pa3basnanm 600 Ma oM3TUIOBOro 3Pu-
pa. Obpa3oBaBLUMeCs C/0M pa3fensn n opraHNYecKuin CsioM NpoMbIBaIn
nocnenosaTesibHo 1 M pacTBoOpoM bucynbgaTta HaTPUsS U COJIEBbIM PacTBO-
pOM, BbICYyLUMBaNAN HapL CysibhaTOM HaTpus, GUAbLTPOBAIN N ynapueaan npu
MOHM)XEHHOM [aBJIeHUW, noJsiyyas »Kentoe Macsio. 9TO Macsio oYunLLaIn, UC-
nonb3ysa asw-xpomaTorpadguio (aonpytowmnin pacteop - 10-50 % rpaaw-
eHT 3TuiaueTaTa B rekcaHe), nonydas 8.5 r xenaemoro noMmMeHOBaHHOIoO
NMPOME)XYTOYHOro coeiuHeHus.

Bbixon: 82 %.

'H AMP (CDCls): 8 7.90 (s, 1H), 7.79 (t, 3H), 7.48 (m, 3H), 7.40 (d, 1H),
7.29 (m, 2H), 7.05 (d, 1H), 5.94 (br. s, 1H), 5.65 (m, 1H), 4.65 (d, 1H), 4.24
(d, J=17 l'uy, 1H), 3.86 (d, J=17 'y, 1H), 3.66 (m, 1H), 3.40 (m, 1H), 1.42 (s,
9H), 1.39 (s, 9H).

Macc-cnekTp (FD): m/e 521 (M*), 521 (100).

r. [(2R-(2R*3R*)]-N(T-ByTnn)-2-[2'-ruapokcmn-3'-N-(T-byToKCK-
KapboHu) aMnHo-4'-HadT-2-unTnoloytmunberHsamny

K pactBopy 3.49 r (6.7 MMOJIb) NOMMEHOBAHHOI0 NMPOMEXYTOYHOro Co-
egnHeHnsa noarotoBku 25B B 150 mn abconoTHOro ataHosla gobaBnsanm
0.51 r (13 mmonb) 6bopruagpuaa HaTpma U obpa3oBaBLUENCS PeaKLMOHHON
CMeCn MO3BONISANN pearnpoBaTb B Te€4EeHUE HOYU NPU KOMHATHOW Temnepa-
Type. PeakuMoHHYIO cMecCb 3aTeM oxsaxganun po 0°C, peakuuio oCTaHaB-
nmBanun pobaBsieHMEM HacCbIWEHHOro pacTBopa xJjopuaa aMMOHUA W
peakunoHHy cMmecb pa3basnsann 550 mn metuneHxnopupa. ObpasosasLun-
ecs Cqlon pasfensanm u opraHu4YeckKuin C0M NpomMbiBaan nocsenoBaTesibHO
1H. cONgHOM KUCNOTOW, 2H. TMOPOKCUOOM HATPUA MU COJIEBLIM PACTBOPOM,
BbICYLUMBANN Hapg cynbaToM HaTpusa, punbTpoBasnM U 3aTeM ynapusain
Mpu NMOHMXXEHHOM AaBNeHUU, nosiy4as 6ecuBeTHY NeHy. DTy NMeHy oYulla-
v, uncnosb3lysa qaaw-xpomaTtorpadguio (nwoupyowmn pactesop 10-25 %
rpagueHT rekcaHa B 3TwiaueTaTe), nosydasa 2.78 r xesnaemMoro novMeHo-
BAHHOI0 NMPOMEXYTOYHOro CoeANHEHNS.

Bbixon: 78 %.

'H AMP (CDCls): & 7.84 (s, 1H), 7.73 (m, 3H), 7.41 (m, 3H), 7.29 (t, 2H),
7.16 (t, 2H), 6.53 (s, 1H), 5.32 (d, 1H), 3.86 (m, 2H), 3.33 (m, 2H), 2.83 (m,
2H), 1.40 (s, 9H).

Macc-cnekTp (FD): m/e 523 (M*), 522 (100).

AHanns gnsa Cs3oHs3sN204S:

PacyerT: C 68.94; H 7.33; N 5.36.

ObHapyxeHo: C 68.65; H 7.34; N 5.15.

~—
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O. [(2R-(2R*,3R*)]-N(T-byTnn)-2-[2'-rngpokcun-3'-ammHo-4'-HadpT-2-nn-
Tno] bytnnberHsamug

K xonogHomy pactsopy (0°C) 2.89 r (5.53 MM0sb) NOMMEHOBaHHOIO
MPOMe)XyTO4YHOro coegnHeHusa noarotosku 25 8 100 mn meTmneHxnopuna
nobasnanm 18 mn TpuTOpyKCYCHOM KNUCoTbl. O6pa3oBaBLUENCA peaKLNOH-
HOM CMeCW MNO3BOJISNIN pearvpoBaTb B TeyeHne npubnmamtenbHO OOHOro
Yaca. PeakUMOHHYIO CMeCb 3aTeM ynapusasnau; Npu NMOHM>XXEeHHOM [aBJleHUN,
rnosny4yas neHy. Ee cycneHsmposasnu B TOJsiyosie N ynapusaaun rnpu rnoHUXXeH-
HOM [OaBJieHUW, MoJly4asa NeHy, KOTOPY 3aTeM o4vuLlann, Ncnosb3ys asw-
XpomaTtorpaduio (3nonpyrowmn pacteop - 5 % MeTaHON B MeTUSIEHXJ10-
pnae), nonyyas 1.71 r 6enon neHbl.

Beixon: 74 %.

'H gMP (CDCls): § 7.75-7.85 (m, 4H), 7.2
3.75 (m, 1H), 3.61 (m, 1H), 3.07 (m, 2H) 2 95 (

Macc-cnekTp (FD): m/e 423 (M*), 422 (10

MogorotoBka 26

A. N-T-byTunn-2-metunn-l-Hacptunammpg

Xenaemoe, noMMeHoBaHHOe B 3aroJioBKe coefuHeHue, rnosiyyasan B
COOTBETCTBUM C METOOUKOW, OeTaJlbHO onmcaHHoW B noarotoBke 24A. He-
OYULLEHHbIV MaTepuan o4YuLann nepekpuctannmsaumen U3 rekcaHa/aTmn-
aueTaTa, nony4asa 20.99 r 6ecuBeTHbIX UroabYaTbiX KpUcTannos (T.n. 124-
126°C).

Bbixopn: 68 %.

'H 4dMP (CDCls): & 1.54 (s, 9H), 2.50 (s, 3H), 5.50-5.65 (br.s, 1H), 7.23-
7.54 (m, 3H), 7.74 (d, J]=10 'y, 1H), 7.78 (d, J=10 'y, 1H), 7.87 (d, J=10 Iy,
1H).

4-7.51 (m, 7H), 6.06 (s, 1H),
m, 2H), 1.47 (s, 9H).
0).

K (CHCI5): 3424, 3010, 2969, 1660, 1512, 1503, 1454, 1366, 1291,
1263, 1221 cm™.

Macc-cnekTp (FD): m/e 241 (M*), 241 (100).

AHanun3 gnsa CisH19NO:

PacyerT: C 79.63; H 7.94; N 5.80.

O6HapyxeHo: C 79.90; H 8.11; N 5.76.

B. S-N-T-byTun-2-(3-(N-6eH3nnokcmkapboHmn)ammHo-4-peHnn-2-oKCo-
byTun)-l-HapTn-namng

>Xenaemoe, nNoMmMeHoBaHHOE B 3aroJIoOBKe coefuHeHue, rnosyvanan B
COOTBETCTBUMN C METOANKON, AeTasIbHO ONMUCaHHOW B noaroTtoBke 24A. OcTa-
TOK O4MLLanu, UCcnonb3lysa gasw-xpomaTorpauio (310MpyroWwmnin pacTeop -
10-30 % rpaaveHT 3TuNaueTaTa B rekcaHe), nonydyasa 7.43 r 6ecuseTHOM
MeHbl.

Bbixon: 86 %.

[a]p -6.86° (c=0.10, MeOH).

'H 4MP (CDCls): & 1.45 (s, 9H), 3.03 (dd, J=15.8 'y, 1H), 3.18 (dd,
J=15.5Tu, 1H), 3.91 (d, J=16 lu, 1H), 4.04 (d, J=16 Iy, 1H), 4.70-4.80 (m,
1H), 4.94-5.06 (m, 2H), 5.41 (d, J=8 'y, 1H), 6.12-6.20 (br.s, 1H), 7.10-7.38
(m, 11H), 7.42-7.58 (m, 2H), 7.76-7.85 (m, 2H), 7.93 (s, J=9 'y, 1H).

K (CHCIs): 3420, 3029, 3012, 2970, 1713, 1658, 1505, 1455, 1367,
1232, 1045 cm™.

Macc-cnekTp (FD): m/e 522 (M*), 522 (100).

AHanus oA C33H34N204:

PacuyerT: C 75.84; H6.56; N 5.36.

ObHapyxeHo: C 75.56; H 6.74; N 5.17.
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B. [2R-(2R*,35*)]-N-T-byTunn-2-(3-(N-6eH3nnokcnkapboHma)aMmHo-3-
(beHunmeTnn-2rngpokcunponun)-l-HapTrnnamma

Xenaemoe, NoMMeHoOBaHHOE B 3aroJioBKe coefuHeHue, rnosyvanan B
COOTBETCTBUM C METOOUKOW, AeTasibHO OnucaHHOM B MnoaroTtoBke 24B.
MaTepuan o4uwanm, NCNoab3ysa qis-xpoMmaTorpaduio (anovpyowmn pac-
TBOp 2-10 % rpagueHT aTunaueTaTa B MeTwieHxaopuge), nosayydasa 5.50 r
6ecuBeTHON MeHbl.

Boixon: 74 %.

[a]o +11.55° (c=0.20, MeOH).

'H dMP (CDCls): & 1.54 (s, 9H), 2.85-3.15 (m, 4H), 3.85- 3.95 (m, 1H),
0-4.13 (m, 2H), 4.90-5.34 (m, 3H), 5.85-5.95 (m, 1H), 7.05-7.60 (m, 15H),
1(d, J=9 Ty, 2H), 7.91 (d, J=9 'y, 2H).

MK (CHCIs): 3420, 3012, 2970, 1713, 1643, 1515, 1454, 1367, 1219,
1209, 1028 cm™.

Macc-cnekTp (FD): m/e 524 (M*), 524 (100).

AHanus oA C33H36N204:

PacyeT: C 75.55; H6.92; N 5.34.

ObHapyxeHo: C 75.41; H 7.16; N 5.14.

Ir. [2R-(2R*,35*)]-N-T-byTunn-2-(3-aMmnHo-2-rugpokcunponunn)-1-Hag-
Tnnammpg

Xenaemoe, noMmMeHoBaHHOEe B 3aroJioBKe coefuHeHue, rnosiyyasan B
COOTBETCTBUN C METOAMKOW, AeTasibHO ONMMCaHHOW B noarotoBke 24[. He-
OYULLEHHBIN (UNbTPAT KOHUEeHTpupoBasan, nonydyaa 1.30 r BecuBeTHOW
MeHbl, KOTOPY UCnoab3oBaan 6e3 Kakon-nmbo gasbHenwen O4nCTKu.

Bbixon: 92 %.

MoarotoBka 27

A. 2-Noa-4-rnapoKCUMEeTUNTOSTYO0N

K pactBopy 5.0 r (19.1 mmonb) 2-noa-3-mMeTuibeH30MHON KNCIOThI B
50 mn 6e3BogHoro tertparuvapodypaHa MegneHHo gobasnanm 22 ma 1 M
pacTBopa bopaHa B TeTparumapodypaHe. Peakuma npoTekasia B Te4deHue
npubnnsnTenbHO OEBAHOCTA MUHYT, MOC/Ae 4Yero ee ocTtaHaBnamBaau pobas-
NeHneM 3TaHosa, BbI3blBAOWMM BbigesieHne rasoobpasHoro BofopoAa.
Cmecb pasbasnanu sTunauetatoMm. Obpa3oBaBLUMECHA CAOU pa3fensanv u
OpraHMYyecKnin Csion NpoMbIBasn nocaenoBatenbHO bukapboHaToM HaTpUsa U
COJIEBbIM PAaCTBOPOM, BbICYLLMBaAIN HaL Cy/ibPaToOM HaATpuUA, PUILTPOBAIN U
KpUCTannn3oBaan U3 CMeCU rekcaH/aTunauertaT, nonydvaa 120 mMr xe-
JlaeMoro NoOMMeHOBAHHOI0 COeANHEHNS.

B. 2-MeTun-5-rugpokcmmeTnnbeH-3oMHaa KMCnoTa

Cmecb 142 mr (5.92 mmonb) rmgpokcuga nutnga n 249 mr (1.48 mmonb)
NMOVMEHOBAHHOI 0 coegnHeHund noaroToBKU 27A B cMmecu
TeTparmapodypaH/Bofa B oTHoweHUM 3:1 pearnposBana B TedyeHne npubnn-
3UTesIbHO ABafuUaTW 4YeTbipex 4YacoB. [10 OKOHYaHUW peakuun, Mo AAHHbLIM
TCX, peakUMOHHYIO CMeCb yrnapusanan nNpu NMOHU>XXeHHOM OaBJIEHUU N MOA-
KUCNanam 1H. conssHon kucnoton. Cmechb pa3baBnanm stunauetaTomMm u obpa-
30BaBwmeca cnon pasgensann. OpraHM4Yeckum C/I0M MPOMbIBaJIN COJIEBbIM
pacTBOPOM, BbICyLLMBaIN Hafg CyJsibpaTOM HaTpus, QGuUabTPOBaIN U ynapusea-
v pocyxa, nony4vasa 70 Mr »xenaemoro noMMeHoOBaHHOro B 3aroJloBKe CO-
eoVuHeHus.

MogrotoBka 28

2-MeTun-3-meTnnammHobeH3omHasa KMcnoTa

K pactBopy 500 ™Mr (2.5 MMOsb) MeTWIOBOro 3dupa 2-MeTun-3-
amnHobeH3oaTa B 5 MAa gumetundopmammpa pobasnsam 387 wmr (2.7

4.0
7.8
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MMOJIb) nognucTtoro metusa n 700 mr (5.4 MmMonb) AMnsonponnadTuiaMnHa.
PeakuUMOHHYO cMecb Harpeann Ao 70°C B TedyeHne npubnnmsmtensHoO OBYX
4yacoB M 3aTeM BbimBasM B 10 Mma 1H. rugpokcupga kKanua. o ncrtevyeHuun
npnbnn3nTenbHO WecTHaguaTM 4YacoB CMeCb MNOAKUCAMBAIN 2H. COJIAHOMN
kucnotonm o pH 6. XXenaemoe, Ha3BaHHOE B 3aroJioBKe coefuHeHue, 3KC-
TparvMposasn B 3TuhauertaT, BbICyWMBaAW W YyrnapuBaaum [ocyxa rnpu
MOHM>XEeHHOM OaBsieHun, nonyyaa 343 mr 6enoro TBepnoro sewiectea (T.n.
165-167°C).

Bbixon: 84 %.

'H dMP (CDCls): 6 12.52 (br.s, 1H), 7.38 (d, J=7.8 'y, 1H), 7.25 (t, J=7.9
u, 1H), 6.93 (d, J=7.8 T'y, 1H), 2.92 (s, 3H), 2.21 (s, 3H).

AHanun3 gna CoH11NO::

PacyerT: C65.44; H6.71; N 8.48.

ObHapyxeHo: C 65.62; H 6.84; N 8.26.

MogorotosBka 29

A. 2-MeTunn-5-ammHobeH30MHaga KNCNOTa

)Xenaemoe, Ha3BaHHOe B 3aroJIoBKe coefuHeHue, T[oJsiy4vanu,
BOCCTaHaB/MBasA 2-MeTUN-5-HUTPOBEH30MHYIO KWUCIOTY, MCNONb3ys CMeCb
0J10Ba C CONIAHON KucnoToun (T.m. 142-144°C).

Bbixon: 75 %.

'H dMP (OMCO-d¢): & 12.67 (br.s, 1H), 7.23 (s, 1H), 7.04 (d, J=8.2 'y,
1H), 6.82 (d, J=7.9 'y, 1H), 3.25 (s, 2H), 2.40 (s, 3H).

AHanun3 pna CgHoNO;:

PacyeT: C 63.57; H6.00; N 9.27.

O6HapyxeHo: C 63.81; H 6.24; N 9.06.

b. 2-MeTun-5-rmpgpokcmbeH3onHas KMCaoTa

)Xenaemoe, NMoMMmeHoBaHHOE B 3aroJIOBKe coefunHeHue, noJsiydyaau B
COOTBETCTBUM C METOAUKOW, [hOeTasJibHO OMUCaHHOW B aJibTEPHATUBHOW
noarotoeke 23B, ncnosb3ys coegnHeHne NoaroTosku 29A.

Bbixon: 65 % (T.n. 136-139°C).

'H AMP (DMSO): 6 12.77 (br.s, 1H), 9.46 (br. s, 1H), 7.26 (s, 1H), 7.12
(d, J=8.3Twu, 1H), 6.85 (d, J=8.1Tu, 1H), 2.41 (s, 3H).

AHanuns ona CgHgOs:

Pacyer: C 63.15; H 5.29.

O6bHapy»xeHo: C 63.27; H5.22.

Mogrotoska 30

A. 5-LUnaHn3oxmHonmnH

K xononHomy pacTteopy (0°C) 10.0 r (61.4 MmMOSb) 5-aMNUHON30XUHONN-
Ha B 288 mn 1.5H. conAHon Kucnaotbl gobasnsanm 15 mn 5.2 M pactBopa HUT-
puTa HaTpusa B Boae. MpmnbansmtenbHO 4epes 5 MUHYT K peakuMoHHON CMe-
cn pobaBnsanm oxnaKAeHHbI HacbIWeEeHHbIN pacTBop bukapboHaTa HaTpus
0O Tex nop, NOKa peakUWOHHbIM pPacTBOP MNOKa3biBasl OTpULLATEsIbHYIO
peakuuio B TeCcTe C UCNOJIb30BaHMEM noanpa n KpaxmasabHonm bymaru. Pac-
TBOP BblIMBaNM B xosnogHyto (0-5°C) gBydasHyto cMmecb, cogepxxawyto 300
M1 Tonyona n 150 mn BogHoro pacteopa, Bkitodatowero 8.4 r (177 mmonb)
uUnaHunga Hatpuma u 7.6 r (85 MMonb) unaHunga megu. MNMonyvyeHHyo peakuu-
OHHYIO CMEeCb HarpeBasim 4O KOMHaTHON TemMnepaTypbl 1 peakuuto npoBoan-
nn B TevyeHue npmbnmsmTtenbHo 1 Yyaca, 3aTEM peakUMOHHY0 CMecCb pa3baBs-
NAAN CMecblo 3TunaueTtata M Boabl. Obpa3oBaBLUMECS CNOWN pa3fensim u
OpraHM4eckyto a3y BbiCyLIMBaNMN HaA Cy/ibPaToOM HaTpuUA, PUabTpoBaInN U
3aTeM yrnapueanan AOCyXa MNpu NMOHMXEHHOM LaBJsieHUn, noayyasa 5.9 r xen-
TOro TBEepAOro BelecTsa.
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Bbixoa: 56 %.

'H AMP (CDCls): & 9.38 (s, 1H), 8.76 (d, J=5.89 I'u, 1H), 8.25 (d, J=8.29
Mu, 1H), 8.13 (d, J=8.30 'y, 1H), 8.03 (d, J=8.59 'y, 1H), 7.71 (t, J=7.78 T'L,
1H).

MK (KBr): 3433, 3090, 3026, 2924, 2226, 1618, 1574, 1495, 1433,
1373, 1277, 1225, 1034, 829, 766, 714.

b. 5-KapboKCcnMmn3oxmHonmnH

PacTtBop 6.5 r (42 MMOJIb) MOMMEHOBAHHOI0 COeAUHEHNS NOArOTOBKU
30A B 55 M1 KOHLEHTPUPOBAHHON COJIAHOW KUCOThI Harpesann Ao 155°C B
3anevyaTaHHoOM npobupke B TeyeHue 5.5 yacos, oxnakgannm 4O KOMHATHOW
TeMnepaTypbl W yrnapuBanuM p[ocyxa, Mnosyyas TBephoe BewecTBo. 3TO
TBepLoe BeLecTBO NOBTOPHO pacTteopsnm B 300 ma Boabl n pH pacTtBopa
noasoannun K 6, ncrnosb3lys pasbaBneHHbIM pacTBOP rMMAPOKCMAa aMMOHUS, B
pe3ysibTaTe 4ero BbiNagas TBEpPAblIn OCALOK KOPUYHEBOro UBeTa. ITOT
oCafoK oTaensann uabTpoBaHWEM, a3€0TPOMHO NeperoHsn ¢ 6eH3010M U
3aTeM BbICyLLIMBaANN NMpu NOHUXXeHHOM fasneHun npu 130°C B Te4eHne npu-
6am3nTenbHO 3 Yacos, noay4asa 5.7 r MENKO3EPHUCTOro TEMHOro NopoLUKa
pbI>XeBaTO-KOPUYHEBOM OKpacKu (T.n. 270-272°C).

Bbixon: 78 %.

'H 4MP (DMSO): 6 13.4 (dr. s, 1H), 8.69 (d, 1H, J=6.00 I'y), 8.58 (d, 1H,
4.6 ly), 8.40 (d, 1H, J=7.37 Tu), 8.36 (d, 1H, J=8.12 Ty), 7.74 (t, 1H,
7.76).

MK (KBr): 3460, 3014, 2930, 2851, 2777, 2405, 1912, 1711, 1622,
1574, 1493, 1427, 1375, 1264, 1211, 1152, 1044.

B. 5-KapboKCUN30XNHONNH-NEHTaPTOPHEHNNOBLIN SPUP

K xonogHomy pactBopy (0°C) 1.53 r (7.39 mmonb) 1,3-anuunkno-
rekcunkapbogumnmupa (DCC) B 60 mn sTunavetata gobasnsanm 1.28 r (7.39
MMOJIb) MOMMEHOBAHHOIro coeauHeHums noarotoeku 306 m 4.08 r (22.17
MMOJb) neHTadTopdeHona B 30 Mn 3TunauyetaTa. PeakunmoHHas cMecb
pearnpoBaia B Te4yeHue npubnmsntensHo 6 4acos npu 0°C, nocne 4yero ee
dunbTpoBann 4Yepes uennT, PuUabTPaAT NPOMbIBaAN MocaefoBaTeslbHO 1H.
rMOpPOKCNOOM HaTpus, BOLOM M COJIEBbIM pPacTBOPOM W 3aTeM ynapusaau
npu MOHWMXXEHHOM pAaBfieHuMKn, nosy4dasa 6enoe TBepaoe BewWeCTBO. ITO
TBepAoe BeLleCTBO O4MLLaIN, UCMNOJIb3YS KOJIOHOYHYIO XpoMaTorpadguio (on-
OKCUL KPEMHUS; 3M0NPYIOLWNA pacTBop - 33 % 3TunaueTaT B rekcaHe), no-
ny4asa 1.80 r >xennaeMoro noMMeHoBaHHOro coeanHeHus (T.n. 142-144°C).

Boixon 72 %.

'H AMP (CDCI5): 6 9.38 (s, 1H), 8.74 (m, 3H), 8.34 (d, J=8.1 l'u, 1H),
7.78 (t, J=7.7 Ty, 1H).

MK (KBr): 3422, 3021, 2089, 1752, 1622, 1522, 1215, 758.

AHanus oA C16H6N02F5 . O3CH2C|2

PacuyerT: C57.30; H2.17; N 4.03.

O6HapyxeHo: C57.40; H 2.10; N 4.33.

MoarotoBka 31

5-KapbokcuxmHonnHneHTaTop-heHn0BbIN 3Hnp

Xenaemoe, noMMeHoBaHHOe B 3aroJioBKe coefuHeHwue, rnosiyyasan B
COOTBETCTBUM C METOAMKON, AeTasibHO onucaHHonm B nogrotoske 30B, wuc-
nonb3ys 0.236 r (1.36 mmMosib) 5-kapbokcu-xmHonuHa, 0.746 r (4.05 mmonb)
neHtadgpTopdeHona n 0.571 r (2.76 mmonb) DCC B 25 Ma 3TunaueTaTa, 3a
NCKJIIOYEHUEM TOro, 4YTO peakuuio npoBoamnm B TeyeHue 48 yacos. [o-
JIY4EHHbIN HEOYULLEHHbIV MaTepman o4ULLaInN, NCMOJb3yYS KOJIOHOYHYIO XPO-
MaTorpacduio, nonyydasa 0.40 r 6enoro TBepAOro BewecTsa.

J
J
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Boixon 87 %.
'H dMP (CDCls): & 9.33 (d, J=8.54 I'y 1H), 9.03 (dd, J=4.16, 1.28 Iy,
H), 8.63 (d, J=7.25 I'u, 1H), 8.47 (d, J=8.53 I'u, 1H); 7.87 (t, J]=7.96 'y, 1H),

7.61 (dd, ]=8.76, 4.18 'y, 1H).

MK (KBr): 3472, 2667, 2461, 1749, 1520, 1319, 1259, 1182, 1145,
1105, 1005, 947, 812.

MoarotoBka 32

1H-NHoonnH-4-kapboHoBasa KMcnoTa

K xonogHomy pacteopy (10°C), cogep>xawemy 100 mr (0.62 mmosb)
WHO0NNH-4-KapbOHOBOW KNCOTLI B 5 M1 YKCYCHOW KUCNOTbI, Aobasnsanm 390
Mr (6.2 MMoNb) TBepAoro umaHboprugpuga HaTpusa. losydyeHHas cMecb
pearvpoBana B Te4yeHune npmbnmsntesnbHo 16 4acoB nNpm KOMHATHOW TeMmne-
paType, nocne 4ero ee pasbasnanm sBonoun. XXesnaemoe coegunHEHUE 3KC-
Tparuposasay U3 3TOro0 pacTBopa C MOMOLLLID MeTUNeHXJIopuaa, N OpraHu-
YyeCKMe 3KCTPaKTbl BbICYLUMBANMN Hafg CynbdaToM HaTpus U GUabTPOBasIn.
HeounweHHbIn  MaTepuan o4Yuwannm, WUCMosb3ya  KOJIOHOYHYK  XpPO-
MaTorpaduio (OUOKCUA KpPeMHUS; SIoupyowmn pacteop - 1 % MmeTaHon B
MeTuneHxaopuge), nony4vasa 12 Mr HasBaHHOro coegmHeHus (t.n. 97-98°C).

Bbixon: 12 %.

'H 4MP (CDCls): & 7.48 (d, J=8.8 ', 1H), 7.34 (t, ]J=8.6 I'u, 1H), 6.88 (d,
J=8.8 'y, 1H), 3.59 (m, 4H).

AHann3 gna CoHoNO;:

PacyerT: C 66.25; H5.56; N 8.58.

O6HapyxeHo: C 66.36; H 5.82; N 8.42.

MoaroTtoBka 33

A. 2,3-IMMeTOKCU-6-X1I0PTOyO

K cmecn 25 r (0.16 mmMonb) 1-meTtun-2,3-gumetokcmnbeHsona B 25 mn
YKCYCHOM KUCNOTbl MeasieHHO pfobasnanm 26.4 r (0.33 mmonb) 1-xnop-
MeTuaMeTnnoBoro acgupa. NonyvyeHHas peakuMoHHas CMeCb pearmpoBaJsa B
TeyeHne Ho4um npu 30°C, nocne 4yero ee pasbaBnanm xos04HOWM BOAOWN, YTO
npmneBoano K 0bpa3oBaHMIO ocagka. ITOT 0CafoK OYULLAIN MEPEKPUCTANN-
3auMen U3 ropsavyero rekcaHa v 3aTem ynapmBanm gocyxa npu noHMXeHHOM
nasneHunun, nonyydas 20.3 r 6enoro TBepnoro Bewectsa (1.n. 69-70°C).

Bbixon: 62 %.

'H dMP (CDCIs): § 7.01 (d, J=6.1 'y, 1H), 6.75 (d), 4.62 (s, 2H), 3.85 (s,
3H), 3.76 (s, 3H), 2.37 (s, 3H).

AHanns ansa CyoH150,Cl:

Pacuyer: C 59.93; H 6.54.

O6bHapy»xeHo: C 59.87; H 6.43.

B. 2-MeTun-3,4-onmetokcnbeH-30MHaa KNCNoTa

K cmecn 3.0 r (15 MMOAb) NOMMEHOBAHHOIMO COeANHEHNA NOArOTOBKM
33A B 150 mn Boabl aobasnanm 3.2 r (20 MMosb) TBEPAOro nepMaHraHaTa
kKanma n 3.0 r (36 mmonb) KapboHaTa HaTpusa. PeakUMOHHYO CMeCb Harpesa-
nm go 80°C n peakuuio npoBoannm B TedyeHune npubnmsntenbHo 24 4acos.
Mocne oxnaKaeHnsa peakuMoHHY cMeCb PUIbTPOoBaan U paszbasnanu aTu-
aueTtaTtom. ObpasoBaBLMecsa C/ou pa3fensasin n BOAHbIM CNON NOOKUCASAN,
NCNoNb3ys 2H. COJNIAHYIO KUCNOTY, YTO NpuBoaMao K obpa3oBaHUIO OCajka.
DTOT 0CafoK oTAensann puabTpaumen n NpPoMbiBaan X0J04HbIM FeKCaHOM,
nony4yasa 1.7 r 6enoro TBepaoro sewectsa (T.n. 179-180°C).

Bbixon: 58 %.

'H AMP (OMCO-ds): 2.49 (br.s, 1H), 7.71 (br.s, 1H) 6.99 (br.s, 1H),
3.89 (s, 3H), 3.77 (s, 3H), 5 (s, 3H).
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AHanus onsa CyoH1204:

PacyerT: C61.28; H6.17.

O6bHapy»xeHo: C 61.36; H 6.24.

B. 2-MeTun-3,4-gnrnapokcnbeH-30MHasa KNCcnoTa

K xonogHon cmecu (0°C) 250 mn (1.3 MMOJIb) MOMMEHOBAHHOIO CoOeaun-
HeHnsa noprotoskm 33b B 5 mMn MeTtuneHxnopupa, pobasnsanm 6.4 mn 6.4
Mmosb/1.0 M pacTBopa Tpubpomuaa 6opa B MmeTuneHxnopuge. NonyyvyeHHas
peakuMoHHas CMeCb pearvpoBasia B TedyeHue npubnmamtenbHo 90 MUHYT,
rnocne 4yero ee pasbasnsanm 25 Ma 2H. CONSHON KNCNOTbI. XXenaemoe coeau-
HeHue 3KCTparnpoBassn, UCNOJb3yA 3TunaueTaT, U OpraHn4yeckme 3KCTpak-
Tbl BbICYLUMBANN HaL4 Cysib(paToOM HaTpusd, GUbTPOBaAN U ynapusaau, Nosy-
yaa 197 Mr TBepaoro BewecTBa pbhXKeBaTo-KOpuiHeBOW okpacku (T.n. 200-
201°C).

Bbixon: 92 %.

'H AMP (OMCO): § 12.14 (br.s, 1H), 9.
(d, J=7.0Tu, 1H), 6.67 (d, J=6.7 'y, 1H), 2.

AHanun3 gnsa CgHgOu:

6 (br.s, 1H), 8.34 (dr.s, 1H), 7.27
7

9
37 (s, 3H).

PacuyerT: C57.14; H 4.80.
ObHapyxeHo: C57.34; H 4.76.
Mpumep 1

[3S-(3R*,4aR*,8aR*2'S*,3'R*)]-2-[2'-Tuapokcu-3'-peHnnmeTnn-4'-asa-
5'-0Kkco-5'-(2"-pTOop-3"rnapokcndeHnn)neHTnN] nekarngpon3oxXmHoanH-3-N-
T-6yTunkapbokcamung

K xonogHoMy pacTteopy (-10°C), copepxawemy 80 mr (0.20 Mmmonb)
MOMMEHOBAHHOIO coeanHeHns noarotoekn 1B, 31 mr (0.20 MMOnb)
noarotoBkn 116 mn 27 wmr (0.20 mmonb) l-rnapokcu-6eH3oTpuasona
MoHorungpaTta (HOBT - H,O) B 3 mn 6e3BogHoro tetparnapodypaHa, nobas-
naam 41 wmr (0.20 mmonb) 1,3-anumkno-rekcunkapboanunmmaoa (DCC).
PeakKLUMOHHYIO CMeCb nepemelunBasn B Te4eHme 36 4acoB MPU KOMHaTHOM
TeMrnepaType W 3aTeM ynapusasn npu NOHWKEHHOM paBieHun. lMonyyeH-
Hbll OCTATOK MOBTOPHO pacTBOPSAAM B 3TunauertaTte, puabTpoBaan 4Hepes
LennT, NPoMbIBaAnN nocnenoBaTesibHO HacbliWeHHbIM BukapboHaToOM HaTpus
M CONEeBbIM PacTBOPOM, BbICyLIMBaIN HaL CybaToM HaTpusa, QGuabTpoBan
N ynapumeann. Heo4ynweHHbI NPOOYKT O4MLLann, UCMNONb3ysa pannasibHYIo
xpoMmaTorpaduio (1 MM nnacTtuHa; a3nIOUPYIOWUNA pacTeop - 2-5 % rpagneHT
MeTaHoJ1a B MeTuneHxsaopuae), nosy4as 79 mr 6enon neHol.

Boixopn: 73 %.

[a]p -90.80° (c=0.333, MeOH).

'H dMP (CDCls): & 1.24 (s, 9H), 1.16-2.05 (m, 14H), 2.20-2.40 (m, 2H),
5-2.70 (m, 2H), 2.90-3.04 (m, 2H), 3.10-3.25 (m, 1H), 4.03 (br.s, 1H),
1 (dr.s, 1H), 6.01 (s, 1H), 6.90-7.35 (m, 9H).

MK (CHCIs): 3580, 3550-3100 (br.), 2929, 2865, 1662, 1596, 1521,
1472, 1455, 1394, 1368, 1293, 1157, 1047, 879, 839 cm™.

Macc-cnekTp (FD): m/e 540 (M*, 100).

HR Macc-cnekTp (FAB): m/e gnsa Csi1HasN3O4F:

PacyeT: 540.3238.

ObHapy»xeHo: 540.3228.

Mpumep 2

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-peHnnmetnn-4'-asa-
5'-0kco-5'-(2"-xnopnupngun-3"-nn)neHTnnl  gekarngpon3oxXmHoNnH-3-N-T-
byTnnkapbokcamunpg

2.5
4.5
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Ha3BaHHOe coeguHeHMe MosyyYasan B COOTBETCTBUU C METOAMKOW, Ae-
Ta/bHO onucaHHon B npuMepe 1, ncnonbsysa 80 mr (0.20 MMO/Ib) MOMMEHO-
BaHHOro coegunHeHusa noarotoBkn 16, 31 mr (0.20 MMOAb) 2-XJIOPHUKO-
TuHoBoW KucaoTbl, 41 mr (0.20 mmonb) DCC n 27 mr (0.20 mmonb) HOBT -
H.O B 3 mn 6e3BoaHOro TetparnapodypaHa. Heo4ynweHHbIM NPOAYKT O4un-
wannm, ncnosb3ya pagnasnbHyo xpoMmaTtorpadguio (1 MM naacTuHa; 3110Upy-
owmnin pacteop - 0-5 % rpagneHT MeTaHos1a B MeTuNeHxaopuae), nosy4yas
58 mr 6enoBaTon MNeHbI.

Bbixon: 54 %.

[alo -70.64° (c=0.224, MeOH).

'H gMP (CDCls): § 1.16 (s, 9H), 1.17-2.10 (m, 12H), 2.25-2.37 (m, 2H),
2.52-2.70 (m, 2H), 2.97-3.06 (m, 2H), 3.44-3.53 (m, 2H), 4.05 (br.s, 1H),
4.60-4.70 (m, 1H), 5.64 (s, 1H), 7.18-7.38 (m, 7H), 7.60-7.63 (m. 1H), 8.38-
8.40 (m, 1H).

MK (CHCIs): 3618, 3428, 3650-3100 (br.), 2929, 1667, 1583, 1515,
1455, 1401, 1368, 1247, 1071, 1046, 877 cm™.

Macc-cnekTp (FD): m/e 541 (M*), 440 (100).

AHann3 gnsa CsoH41N4OsCl:

Pacyer: C 66.59; H 7.64; N 10.35; Cl 6.55.
O6HapyxeHo: C 66.60; H 7.58; N 10.17; Cl 6.84.
Mpumep 3

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-peHnnmetnn-4'-asa-
5'-0kc0-5'-(2"-3TUN-3"-rmapokcneHnn)neHTnal aekKarngpom3oxXmHOINH-3-
N-T-6yTunkapbokcamnp

Ha3BaHHOe coefuHeHMe MoJslyyYasn B COOTBETCTBUU C METOAMNKOWN, Ae-
Ta/bHO onucaHHon B npuMepe 1, ncnonbsysa 80 mr (0.20 MMO/Ib) MOUMEHO-
BaHHOro coegnHeHmnda nogrotosku 16, 35 mr (0.21 MM0OJ1b) NOMMEHOBAHHOIO
coegnHeHuna noarotoskm 10B, 41 mr (0.20 mmonb) DCC wu 27 mr (0.20
MmMmonb) HOBT - H,O B 3 mn 6e3BogHOro tetparngpodypaHa. HeounweHHbIN
NPOAYKT oYULLann, UCMOJIb3YSa pagnanbHyo XxpoMmaTtorpadpuio (1 MM nnactu-
Ha; aoupylowmnnm pacteop - 3-5 % rpagmeHT MeTaHOoNa B METWUIEHXJ0-
pnae), nonyyas 71 mr 6enoBaTon NeHbI.

Bbixon: 65 %.

[a]lp -76.29° (c=0.291, MeOH).

'H gMP (CDCls): & 1.03 (t, J=7.42 Ty, 3H), 1.21 (s, 9H), 1.22-2.10 (m,
11H), 2.24-2.35 (m, 2H), 2.44-2.70 (m, 4H), 2.96-3.05 (m, 2H), 3.26-3.40 (m,
1H), 3.96-4.23 (m, 2H), 4.53 (br. s, 1H), 5.80 (s, 1H), 6.30-6.56 (m, 3H), 6.77
(d, J=7.77 Tu, 1H), 6.88 (t, ]=7.75 Ty, 1H), 7.19-7.39 (m, 5H).

MK (CHCI5): 3700-3100 (br.), 3429, 3327, 3010, 2971, 2930, 2867,
1662, 1604, 1585, 1514, 1455, 1394, 1368, 1278, 1155, 1087, 1046, 910 cm"
1

2
2

NS (FD): m/e 550 (M*, 100).

HR Macc-cnekTp (FAB): m/e pnsa CssHasHs0u4:
PacyeT: 550.3645.

O6bHapy»xeHo: 550.3664.

Mpumep 4

[2S-(2R*,2'S*,3'R*)]-1-[2'-Tuapokcn-3'-peHnnmeTunn-4'-aza-5'-okco-5'-
(2"-meTun-3"-rmgpokcmdeHnn)neHTnn] MMppPoNnanH-2-N-T-byTnn-
Kapbokcamupg

Ha3BaHHOe coefguHeHMe MoJslyyYasin B COOTBETCTBUU C METOAMKOWN, Ae-
Ta/lbHO onucaHHoM B npuMepe 1, nucnonbsysa 55 mr (0.16 MmMonb) NoMmeHo-
BaHHOro coegunHeHna nogrotoskn 34, 25 mr (0.16 MMOsb) NO MMEHOBAH-
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Horo coeaunHeHusa nogrotosku 96, 33 mr (0.16 mMonb) DCC n 22 mr (0.16
Mmmosib) HOBT - H,O B 2 mn 6e3BoaHOro TetparngpodypaHa. HeoumweHHbIN
MPOAYKT OYMLLLANN, UCNOJb3YSA paanaibHyo XxpomaTtorpaduio (1 MM niactu-
Ha; aaupyloWwnnm pacteop - 4-8 % rpagMeHT MeTaHoNa B METUIEHXJ0-
pnae), nonyyas 52 mr 6enoro TBepaAoro BeLlecTsa.

Bbixon: 69 %.

[alp -72.15° (c=0.211, MeOH).

'H 4MP (CDsOD): & 1.33 (s, 9H), 1.70-1.90 (m, 4H), 2.06-2.20 (m, 1H),
2.45-3.30 (m, 8H), 3.60-3.70 (m, 1H), 4.25-4.38 (m, 1H), 6.48 (d, J]=8.8 'L,
1H), 6.74 (d, J=7.7 'y, 1H), 6.93 (t, J=7.7 T'u, 1H), 7.15-7.32 (m, 5H).

MK (CHCIs): 3600-2700 (br.), 3450, 3255, 2968, 2928, 1653, 1632,
1588, 1513, 1454, 1364, 1291, 1233, 1064, 884, 836 cm™.

Macc-cnekTp (FD): m/e 468 (M*, 100).

AHanuns oA C27H37N304:

PacyeT: C 69.35; H 7.98; N 8.99.
O6HapyxeHo: C 69.54; H 8.10; N 9.19.
Mpumep 5

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcun-3'-peHnnmetnn-4'-asa-
5'-okco-5'-(nupna-3"-nn-N-okcngnun)neHTnn] agekarngpomsoxXmHoNnH-3-N-T-
byTunkapbokcamnpg

Ha3BaHHOe coeguHeHMe MosyyYasan B COOTBETCTBUU C METOAMKOW, Ae-
Ta/bHO onucaHHon B npuMepe 1, ncnonbsysa 80 mr (0.20 MMOb) MOMMEHO-
BaHHOro coegunHeHuna noarotoskn 16, 28 mr (0.20 mmonb) N-okcnmaa HUKO-
TuHoBOoW KucaoTbl, 41 mr (0.20 mmonb) DCC n 27 mr (0.20 mmonb) HOBT -
H20 B 3 mn 6e3BogHoOro teTparngpodypaHa. Heo4nuweHHbIN NMPOAYKT O4U-
wanu, ncnonb3ysa pagnanbHyo xpomaTtorpadguio (1 MM nnacTtuHa; anupy-
lowmm pacteop - 5-10 % rpagneHT MeTaHos1a B MeTUeHxaopuae), nosy4yas
81 mr 6enon neHsbl.

Bbixon: 76 %.

[a]p: -104.39° (c=0.213, MeOH).

'H gMP (OMCO-d¢): & 1.19 (s, 9H), 1.19-2.10 (m, 14H), 2.50-2.60 (m,
1H), 2.65-2.79 (m, 1H), 2.95-3.10 (m, 2H), 3.83 (br.s, 1H), 4.22-4.32 (m, 1H),
4.87 (d, J=5.5Tu, 1H), 7.06-7.11 (m, 1H), 7.17-7.22 (m, 2H), 7.33-7.44 (m,
3H), 7.57 (d, J=8.0 I'u, 1H), 8.26 (d, J=6.4 'y, 1H), 8.44-8.48 (m, 2H).

MK (CHCIs): 3600-3100 (br.), 3428, 2930, 2864, 1669, 1603, 1515,
1479, 1455, 1432, 1394, 1368, 1300, 1279, 1245, 1135, 1083, 1046, 1017
cml.

Macc-cnekTp (FD): m/e 522 (M*, 100).

Mpumep 6.

[25-(2R*,2'S*,3'R*)]-1-[2'-Tnapokcn-3'-dpeHnnmeTnn-4'-asa-5'-okco-5'-
(2"-meTnn-3"-rngpokcndeHnn)NeHTn] nunepngnH-2-N-T-6ytun-
Kapbokcamug

Ha3BaHHOe coegunHeHWe noJsiyyasan B COOTBETCTBUN C METOAUKOW, aOe-
TasbHO onncaHHom B npumepe 1, ncnonsbsysa 100 mr (0.29 MMob) NOMMEHO-
BaHHOro coeamHeHunsa noarotoskun 4E, 44 mr (0.29 MMO/1b) MOMMEHOBAHHOIO
coegnHeHunsa nogrotoeku 96, 59 mr (0.29 mmonb) DCC 1 39 Mr (0.29 mMmonb)
HOBT - H,O B 5 mn 6e3BogHoro TeTparngpodypaHa. HeouunweHHbIn
MPOAYKT OYMLLLANN, UCNOJb3YSA paanaibHYyo XxpomaTtorpaduio (1 MM niacTu-
Ha; aoupyowmn pacteop - 1.5-7 % rpagueHT MmeTaHosNla B METUJIEHXJ10-
punae), nony4yas 57 mr 6enoBaTon NeHbl.

Boixoa: 41 %.

71



299

[a]o: -58.90° (c=0.163, MeOH).

'H AMP (CDsOD): 6 1.29 (s, 9H), 1.50-2.20 (m, 10H), 2.60-2.75 (m, 4H),
3.10-3.35 (m, 4H), 3.85-4.02 (m, 2H), 4.10-4.35 (m, 2H), 4.85 (s, 1H), 3.85-
4.02 (m, 2H), 4.10-4.35 (m, 2H), 4.85 (s, 1H), 6.55 (d, J=7.29 Ty, 1H), 6.75

(d, J]=7.83 Ty, 1H), 6.90-6.96 (m, 1H), 7.15-7.35 (m, 5H).

MK (CDCls): 3601, 3600-3100 (br.), 3428, 3340, 3008, 2941, 2861,
1661, 1601, 1587, 1514, 1455, 1394, 1367, 1284, 1156, 1086, 1047, 832 cm"
1

Macc-cnekTp (FD): m/e 482 (M*, 100).
AHann3 anga CygH3gN3O4:

PacyerT: C 69.83; H8.16; N 8.72.
O6HapyxeHo: C 69.84; H 8.46; N 8.50.
Mpumep 7

[3S-(3R*,4aR',8aR*,2'S*,3'R*)]-2-[2'-Tnapokcn-3'-gppeHnnmetunn-4'-a3a-
5'-0kco-5'-(2"-meTnn-3"-prTopheHnn)neHTnn] nekarngpon3oxXmHoNnH-3-N-T-
byTnnkapbokcamunpg

Ha3BaHHOe coefuHeHMe MosiyyYasin B COOTBETCTBUU C METOAMNKOW, Ae-
TasibHO onucaHHom B npumepe 1, ncnonbsya 80 mr (0.20 MMOJIb) MONMEHO-
BaHHOro coeanHeHnsa noarotosku 16, 31 mr (0.20 mmonb) 3-pTOp-2-MeTUN-
6eH3onHoM KmncaoTsl, 41 mr (0.20 mmonb) DCC n 27 mr (0.20 mmonb) HOBT -
H.O B 3 mn 6e3BoaHOro TeTparnapodypaHa. Heo4nweHHbIM NPOAYKT 0O4un-
wanau, ncnonb3ysa pagnanbHyo xpomaTtorpadguio (1 MM nnacTtuHa; 3nupy-
loWmMn pacTeop - 1.5-3 % rpaAneHT MeTaHos1a B MeTUEHXI0pnae), nony4as
40 mr 6esoun NeHsbl.

Boixon: 37 %.

[a]p: -80.10° (c=0.132, MeOH).

'H AMP (CDCls): § 1.13 (s, 9H), 1.13-2.10 (m, 16H), 2.20-2.35 (m, 2H),
50-2.70 (m, 2H), 2.95-3.05 (m, 2H), 3.53-3.58 (m, 1H), 3.98 (s, 1H), 4.03-
10 (m, 1H), 5.68 (s, 1H), 6.83-7.07 (m, 3H), 7.10-7.40 (m, 5H).

MK (CHCIs): 3650-3150 (br.), 3429, 3030, 3008, 2930, 2863, 1672,
1608, 1514, 1455, 1394, 1368, 1277, 1046, 910, 830 cm™.

Macc-cnekTp (FD): m/e 538 (M*, 100).

HR Macc-cnekTp (FAB): m/e gnsa Cs;HisNsOsF:

PacyeT: 538.3445.

ObHapy»xxeHo: 538.3469.

2.
4.

Mpumep 8
[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcun-3'-peHnnmetnn-4'-asa-
5'-0kco-5'-(2"-xnop-3",5"-aurnapokcueHnn) neHTunloekarmna-

pon30xXnHoNNH-3-N-T-6yTunkapbokcammg

Ha3BaHHOe coefuHeHue MoJsiyyasn B COOTBETCTBUU C METOAMNKOWN, fe-
TasibHO onncaHHon B nNpumepe 1, ncnonbsys 100 mr (0.25 MMOJ1b) MONMEHO-
BaHHOro coeguHeHumsa nogrotoekn 16, 47 mr (0.25 mmonb) 2-xnop-3,5-
anrnapokcn-6eHsonHon kmncaotbl, 51 mr (0.25 mmonb) DCC n 34 mr (0.25
MmMmosnb) HOBT - H,O B 2 mn 6e3BogHoro tetparngpodypaHa. HeounweHHbIN
MPOAYKT OYULLLANN, UCNOJb3YA pafnalibHY0 XpomMaTtorpadguio (2 MM niaacTtu-
Ha; 3oupylowmnn pacteop - 2-10 % rpagmMeHT MeTaHONa B METUJIEHXJO0-
punae), nonyyvas 47 mr 6enoro TBepAoro BeLwecTsa.

Boixon: 33 %.

[a]p -53.79° (c=0.097, MeOH).

'H dMP (CDCls): 6 0.5-3.10 (m, 32H), 3.70-4.60 (m, 2H), 6.00-7.50 (m,
8H).

72



299

MK (CHCIs): 3700-3100 (br.), 2930, 2865, 1658, 1604, 1521, 1455,
1368, 1246, 1156, 1047, 1014, 856 cm™.

Macc-cnekTp (FD): 572 (M*, 100).

AHann3 gnsa CsiH4NsOsCl:

Pacuyer: C 65.08; H7.40; N 7.34.
ObHapyxeHo: C 65.30; H 7.35; N 7.43.
Mpumep 9

[3S-(3R*,4aR*,8aR*,2'S*,3'R")]-2-[2'-Tuapokcn-3'-dpeHnnmetTnn-4'-asa-
5'-0kco-5'-(2"-meTnn-3",5"-gnaMmnHopeHnn) neHTUN]oekarngpon3oXmMHOINH-
3-N-T-6byTunkapbokcamug

Ha3BaHHOe coefuHeHue MnoJsiyyYasin B COOTBETCTBUU C METOAMKOWN, fe-
TasIbHO onncaHHom B npumepe 1, ncnonbsysa 100 mr (0.25 MMonb) nonMmeHo-
BaHHOro coegmHeHuns noarotoskn 1b, 41 mr (0.25 mmonb) 3,5-onamMmunHo-2-
MmeTunbeHsomHonm kKncnotbl, 51 mr (0.25 mmonb) DCC u 34 mr (0.25 mmonb)
HOBT - H.O B 2 mn 6e3BogHoro teTparugpodypaHa v 0.5 mn gumeTun-
dopMamMmnpga. HeoUMLLEHHbLIN MPOAYKT O4Yuulann, WUCNOoNb3ys pagunasibHYyo
xpoMmaTorpadguio (1 MM nnactuHa; snwoupyrowmnn pacteop - 1-10 % rpaaun-
eHT MeTaHoNa B MeTuneHxsopuge), nonydasa 30 Mr pbIXJION OpaHXeBOWU
MeHbl.

Bbixon: 22 %.

[a]p -89.27° (c=0.137, MeOH).

'H dMP (CDCls): & 1.21 (s, 9H), 1.30-2.02 (m, 16H), 2.19-2.35 (m, 2H),
2.48-2.70 (m, 2H), 2.90-3.07 (m, 2H), 3.10-3.23 (m, 1H), 3.50 (br.s, 4H),
3.94 (br.s, 1H), 4.40-4.50 (m, 1H), 5.70 (s, 1H), 5.89-5.95 (m, 2H), 6.30 (d,
J=8.4Tu, 1H), 7.15-7.33 (m, 5H).

MK (CHCI5): 3600-3100 (br.), 3029, 3005, 2928, 2865, 1664, 1621,
1513, 1455, 1392, 1367, 1276, 1244, 1171, 1047, 841 cm™,

Macc-cnekTp (FD): m/e 550 (M*, 100).

HR Macc-cnekTp (FAB): m/e ons Cs2HasNsOs:

PacyeT: 550.3757.

O6Hapy»xeHo: 550.3762.

Mpumep 10

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-beHnnmetnn-4'-asa-
5'-0kco-5'-(2"-meTnn-3",5"-gnHNTPOoEeHNN) NeHTUN]aeKarngpon3oXmMHOINH-
3-N-T-byTnnkapbokcamumg

Ha3BaHHOe coefguHeHMe MoslyyYasn B COOTBETCTBUU C METOAMKOWN, Oe-
TasbHO onncaHHowm B npumMepe 1, ncrnosbsys 100 mr (0.25 MMob) NoMMeHOo-
BaHHOIro coeguHeHusa nogrotoskn 1b, 56 mr (0.25 mMMonb) 3,5-ONHUTPO-2-
MeTunbeH3sonmHom kKncnotbl, 51 mr (0.25 mmonb) DCC n 34 mr (0.25 mMMosb)
HOBT - H,O B 3 mn 6e3BogHoro TeTparngpodypaHa. HeouunweHHbIn
MPOAYKT OYMLLLANN, UCNOJb3YA paanaibHyo XxpomaTtorpaduio (1 MM niacTu-
Ha; aaoupylowmnn pacteop - 0-3 % rpagmMeHT MeTaHoNa B METUNEHXJ0-
punae), nonyyasa 61 mr 6enoBaTon NeHsbl.

Bbixoa: 41 %.
[a]lp 105.96° (0=0.302, MeOH).
'H AMP (CDCls): § 1.02 (s, 9H), 1.02-2.60 (m, 20H), 2.90-3.06 (m, 2H),
21 (br.s, 1H), 3.60-3.75 (m, 1H), 4.05-4.20 (m, 1H), 4.65-4.80 (m, 1H),
47 (s, 1H), 7.20-7.50 (m, 5H), 8.00-8.20 (m, 2H), 8.56 (s, 1H).
MK (CHCIs): 3621, 3500-3100 (br.), 3428, 3024, 2977, 2931, 1665,
1615, 1539, 1455, 1347, 1278, 1245, 1047, 878 cm™.
Macc-cnekTp (FD): m/e 610 (M*, 100).
HR Macc-cnekTp (FAB): m/e ans Cs;HasNsOy:

3.
5.
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PacyeT: 610.3241.

ObHapy»xeHo: 610.3240.

Mpumep 11

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-peHnnmetnn-4'-asa-
5'-0kc0-5'-(2"-xnop-3"-rmapokcndeHnn)neHTna]l aekarngpom3oxXmHOINH-3-
N-T-6yTunkapbokcamnp

Ha3BaHHOe coefuHeHMe MoJsiyyYasin B COOTBETCTBUU C METOAMNKOWN, fe-
TaJIbHO onncaHHom B nNpumepe 1, ncnonbsys 116 mr (0.29 MMoJib) NONMEHO-
BaHHOro coegmHeHms noarotoskn 16, 50 mr (0.29 MMoOsb) Ha3BaHHOIoO CoO-
egnHeHna nogrotosku 14, 60 mr (0.29 mmonb) DCC n 39 mr (0.29 mmonb)
HOBT - H,O B 4 mn 6e3BogHoOro TeTparugpodypaHa. HeouMuweHHbIN
MPOAYKT OYMLLLANN, NCNOMb3YSA paanaibHYyo XpomMaTorpadguio (1 MM naacTu-
Ha; JIoUpyowWwmMn pacTeop - 2.5-5 % rpagneHT MeTaHoOsla B METUJIEHXJ0-
punae), nonyyasa 83 mr 6enoro TBepAoro BewecTBa.

Boixon: 51 %.

[a]po -74.29° (c=0.140, MeOH).

'H AMP (CDCls): § 1.19 (s, 9H), 1.19-2.80 (m, 16H), 2.90-3.15 (m, 2H),
3.35 (br.s, 1H), 4.06 (br.s, 1H), 4.56 (br.s, 1H), 5.85 (dr.s, 1H), 6.60-6.70 (m,
1H), 6.90-7.35 (m, 8H).

MK (CHCI3): 3621, 3600-3100 (br), 3429, 2977, 2929, 1671, 1584,
1515, 1445, 1394, 1368, 1292, 1182, 1046, 878, 823 cm™.

Macc-cnekTp (FD): m/e 556 (M*, 100).

AHanun3 gnsa CsiH4aNsO4Cl:

PacyeT: C 66.95; H7.61; N 7.56.
ObHapyxeHo: C 66.76; H 7.72; N 7.69.
Mpumep 12

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tnapokcun-3'-cbeHnnmeTnn-4'-a3a-
5'-0kco-5'-(2"-MeTnn-3"-rngpokCcnMpeHnN)NeHTnN] aekarngpon3oxmHoInH-3-
N-T-6yTunkapbokcamumng

Ha3BaHHOe coefuHeHue MoJsiyyasn B COOTBETCTBUU C METOAMNKOWN, fe-
TaJZIbHO onNMcaHHoM B Npumepe 1, ucnonbsysa 261 mr (0.65 MmMonb) NnonmeHo-
BaHHOro coeaunHeHunsa nogrotoskn 1b, 100 mr (0.65 mMmMonb) NoOMMEHOBAH-
HOro coegunHeHuns nogrotosku 96, 134 mr (0.65 mmonb) DCC n 88 mr (0.65
MMmosb) HOBT - H.O B 6 mn 6e3BoagHoro TetparnapodypaHa n 0.2 mn bes-
BOOHOro aumeTtundgopmMaMmuga. Heo4nweHHbI NPOAYKT OoYuMWann, UCnosb-
3y pagnanbHyo XxpomaTorpaduio (2 MM naacTUHA; SMIONPYIOLWNA pacTBOp -
1-5 % rpagueHT MeTaHona B MeTuneHxsopupe), nonydasa 304 mr 6enoro
TBEpPAOro BelwecTBa.

Boixon: 87 %.

[a]po -75.00° (c=0.200, MeOH).

'H gdMP (CDCls): 6 1.18 (s, 9H), 1.19-2.05 (m, 18H), 2.20-2.35 (m, 2H),
2.50-2.70 (m, 2H), 2.90-3.05 (m, 2H), 3.22-3.35 (m, 1H), 3.96-4.05 (m, 1H),
4.45-4.55 (m, 1H), 5.77 (s, 1H), 6.53 (d, J=7.4 Ty, 2H), 6.75 (d, J=7.8 T,

1H), 6.85-6.90 (m, 1H), 7.15-7.35 (m, 6H).

MK (CHCIs): 3606, 3600-3100 (br), 3429, 3011, 2929, 2865, 1663,
1604, 1587, 1514, 1455, 1367, 1277, 1200, 1156, 1046, 910 cm™.

Macc-cnekTp (FD): m/e 537 (M*, 100).

HR Macc-cnekTp (FAB): m/e ona Cs;HaeNsOu:

PacyeT: 536.3488.

ObHapy>xeHo: 536.3488.

Mpumep 13
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[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-peHmnnmetnn-4'-asa-
5'-0KkC0-5'-(2"-MeTunN-3"-MeToOKCNPEeHUN)NEeHTNN] [eKarngpon3oxXmMHONNH-3-
N-T-6yTunkapbokcamumng

Ha3BaHHOe coefuHeHMe MoslyyYasn B COOTBETCTBUU C METOAMNKOW, Oe-
Ta/lbHO onucaHHon B npuMepe 1, ncnonb3sys 80 mr (0.20 MMO/b) MOUMEHO-
BaHHOro coegnHeHmnsa noarotosku 16, 33 mr (0.20 MMOJ1b) NMOMMEHOBAHHOIO
coegnHeHunsa noarotoskm 15b, 41 mr (0.20 mmonb) DCC wu 27 mr (0.20
MmMmosnb) HOBT - H,O B 2 mn 6e3BogHoOro tetparngpodypaHa. Heo4nweHHbIN
MPOAYKT OYULLLANN, UCNOJb3YA pafnaiibHY0 XpoMmaTtorpadguio (2 MM niaacTtu-
Ha; 2NUpYyOLWMIA pacTBop - 2.5 % MeTaHoN B MeTUAeHxopuae), nonay4yas
93 Mr 6enon NeHs.bl.

Boixon: 84 %.

'H 4MP (CDCls): 8 1.17 (s, 9H), 1.17-2.05 (m, 12H), 2.05 (s, 3H), 2.25-
2.38 (m, 2H), 2.50-2.75 (m, 2H), 2.95-3.10 (m, 2H), 3.35-3. O (m, 1H), 3.79
(s, 3H), 3.98-4.15 (m, 2H), 4.59-4.65 (m, 1H), 5.72 (s, 1H), 6.47 (br.d, ]=8.21
Mu, 1H), 6.63 (d, J=7.7 Ty, 1H), 6.82 (d, J=8.12 'y, 1H), 7.08 (t, J=7.0 Iy,
1H), 7.15-7.45 (m, 5H).

AHanuns oA C33H47N304:

PacyerT: C72.10; H8.62; N 7.64.

O6bHapyxeHo: C 71.84; H 8.49: N 7.67.

0
5

Mpumep 14

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcun-3'-cheHnnmeTnn-4'-a3a-
5'-0kco-5'-(2",3"-anxnopdeHnn)neHTnn] neKarngponsoxXmHoInNH-3-N-T-
byTunkapbokcamnpg,

Ha3BaHHOe coeguHeHMe MosyyYasanm B COOTBETCTBUU C METOAMNKOW, Ae-
Ta/lbHO onucaHHon B npuMepe 1, ncnonb3sysa 80 mr (0.20 MMOb) MOUMEHO-
BaHHOro coegunHeHmns noarotoskn 1b, 38 mr (0.20 mmonb) 2,3-guxnopbeH-
30MHOM KnucnoTbl, 41 Mr (0.20 mmone) DCC n 27 mr (0.20 mmonb) HOBT - H,0
B 3 MmAa 6e3BoAHOro TeTparnapodypaHa. Heo4nweHHbIM NPOAYKT O4YULLaNN,
NCNoNb3ysa paguanbHylo xpoMaTorpaduio (2 MA naacTuUHa; SI0UPYIOLLNA
pacTBop - 2.5-5 % rpagneHT MeTaHoN1a B MeTuneHxnopuae), nosayyas 95 mr
benon neHobl.

Boixon: 84 %.

'H AMP (CDCls): 8§ 1.16 (s, 9H), 1.17-2.05 (m, 12H), 2.20-2.38 (m, 2H),
-2.75 (m, 2H), 2.95-3.10 (m, 2H), 3.40-3.55 (m, 1H), 3.69 (s, 1H), 4.00-
(m, 1H), 4.58-4.72 (m, 1H), 5.77 (s, 1H), 6.98-7.47 (m, 9H).

Macc-cnekTp (FD): m/e 574 (M*), 473 (100).

Mpumep 15

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcun-3'-peHnnmetnn-4'-asa-
5'-0kco-5'-(2"-TpucTopMmeTUneHnn)neHTnN] aekarnapomsoxXmHonmH-3-N-T-
byTunkapbokcamng

Ha3BaHHOe coefuHeHue MoJsiyyasn B COOTBETCTBUU C METOAMNKOWN, fe-
TasibHO onucaHHom B npumepe 1, ncnonbsya 80 mr (0.20 MMOJb) NONMEHO-
BaHHOro coegunHeHua nogrotoekn 1b, 38 wmr (0.20 MMonb) 2-Tpu-
dTopmeTunbernsonHon kucnotbl, 41 mr (0.20 mmonb) DCC un 27 mr (0.20
MMmonb) HOBT - H,O B 3 mn 6e3BogHoOro tetparngpodypaHa. Heo4nweHHbIN
MPOAYKT OYULLLANAN, UCNOJb3YSA paanalibHY0 XpomMaTorpadguio (2 MM niaacTu-
Ha; JI0UpyoWwmMn pacTeop - 2.5-5 % rpagneHT MeTaHoOsla B METUJIEHXJ0-
punae), nony4das 72 mr 6eson neHbl.

Bbixon: 63 %.

.5
1

2.50
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'H 4MP (CDCls): § 1.10 (s, 9H), 1.16-2.05 (m, 14H), 2.15-2.35 (m, 2H),
45-2.70 (m, 2H), 2.92-3.05 (m, 2H), 3.38-3.55 (m, 1H), 3.70 (br.s, 1H),
98-4.10 (m, 1H), 4.58-4.70 (m, 1H), 5.90 (s, 1H), 7.00-7.65 (m, 10H).

Macc-cnekTp (FD): m/e 573 (M*, 100).

AHanns oA C32H42N305F5:

2.
3.

PacyerT: C67.00; H7.38; N 7.32.
O6HapyxeHo: C67.11; H7.09; N 7.10.
Mpumep 16

[3S-(3R*,4aR*,8aR*,2'S* 3'R*)]-2-[2'-ngpokcun-3'-cbeHnnmeTnn-4'-a3a-
5'-0kc0-5'-(2"-okco-3"-MmeTunnupng-4"-nn)neHTun] pekarngpon3oxXmHONNH-
3-N-T- byTunkapbokcamumnpg

Ha3BaHHOe coeguHeHMe MosyyYasanm B COOTBETCTBUU C METOAMNKOW, Ae-
TalbHO onucaHHom B npuMepe 1, wucnonb3ya 14.7 mr (0.037 MMosib)
MOMMEHOBAHHOIO coeaunHeHna noarotoBknm 16, 5.6 Mmr (0.037 MMonb)
MOMMEHOBAHHOIro coeamHeHns noarotoskm 12E, 7.6 mr (0.037 mmonb) DCC
n 4.9 mr (0.037 mmonb) HOBT - H,O B 1.3 mn 6e3BogHOro gumetusadopmMamm-
ha. HeounmweHHbIn NpoAYKT O4Yulanm, WUCMOoNb3ysa pafuasibHYK Xpo-
MaTorpaduio (1 MM naacTuHa; 3aoupyrowmnn pacteop - 10 % meTaHon B
MeTuneHxnopuae), nonyyasa 6.5 mr 6enoro TBepaAoro BewecTaa.

Bbixon: 34 %.

'H 4MP (CDCls): 8 1.00-3.40 (m, 32H), 4.00-4.70 (m, 3H), 5.90-6.10 (m,
1H), 6.90-7.40 (m, 8H).

Macc-cnekTp (FD): m/e 537 (M*, 100).

Mpumep 17

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-peHnnmetnn-4'-asa-
5'-0kco-5'-(2",6"-anxnop-3"-rmgpokcneHnn)neHTnnloekarng-
pOn30xXnHONNH-3-N-T-6yTunkapbokcamma

Ha3BaHHOe coefuHeHMe MoJsiyyasin B COOTBETCTBUU C METOAMNKOWN, fe-
TaJibHO onNucaHHom B npumepe 1, ncnonb3sya 48 mr (0.12 MMosb) NONMEHO-
BaHHOro coegnHeHunsa nogrotosku 16, 25 mr (0.12 MMos1b) NOMMEHOBAHHOIO
coeagnHeHunsa noarotosku 13, 2.5 mr (0.12 mmonb) DCC n 16 mr (0.12 MMOAb)
HOBT - H,O B 2 mn 6e3BogHoro TeTparmgpodypaHa. HeouvuweHHbIn
MPOAYKT OYULLANN, UCNOJIb3YA padnaibHYo XxpomaTtorpadguio (1 mm niacTtu-
Ha; 3JIoUpYylLWMA pacTBop - 2-5 % rpagveHT MeTaHosNla B MeTWIeHXJ0-
punge), nony4asa 14 Mr >xenaemoro HasBaHHOro coeaAuHeHns.

'H dMP (CDCls): 6 0.9-2.15 (m, 23H), 2.22-2.85 (m, 4H), 2.9
2H), 3.30-3.58 (m, 1H), 3.98-4.12 (m, 1H), 4.56-4.75 (m, 1H), 5.6
1H), 6.60-6.79 (m, 1H), 6.90-7.40 (m, 6H).

MK (CHCI5): 3010, 2937, 1644, 1606, 1605, 1497, 1474, 1454, 1433,
1417, 1341, 1313, 1274, 1252, 1161, 1093, 1074, 1027, 991 cm™.

Macc-cnekTp (FD): m/e 590 (M*, 100).

Mpumep 18

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-ngpokcun-3'-cheHnnmeTnni-4'-a3a-
5'-0kco-5'-(2"-meTunn-3"-aMnHopeHnN)NeHTNN] [eKkarngpon3oxXmHoInH-3-N-
T-6yTunkapbokcamug

Ha3BaHHOe coeguHeHMe MosyyYasan B COOTBETCTBUU C METOAMNKOW, Ae-
TasbHO onncaHHowm B npuMepe 1, ncrnonbsys 100 mr (0.25 MMob) NOMMeHO-
BaHHOro coeagunHeHuss nogrotoekun 1b, 38 mr (0.25 mMMonab) 3-aMUHO-2-
MeTunbeHsonHon kucnotbl, 34 mr (0.25 mmonb) HOBT - H,O, 52 mr (0.25
Mmosib) DCC B 3 mn 6e3BoaHOro teTparngpodypaHa 3a NCKIOYEHNEM TOrO,
4YTO peakuuto nposoaunn B npucyTcTeum 76 mr (0.75 Mmonb) TpuaTunamum-
Ha. BewecTBOo, Nonyyawluieeca B pesysbTaTe peakuun, o4uwanan, UCrosib-

5-3.10 (m,
0-5.82 (m,
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3ys pagunanbHyto XpomaTtorpaduio (2 MM nnacTuHa; SM0UPYIOLWLNA PpacTBOp -
2-5 % rpagneHT MeTaHoNa B MeTuneHxaopuae), nosy4dasa 78 mr 6enosaton
MeHbl.

Bbixon: 58 %.

'H AMP (CDCls): § 1.19 (s, 9H), 1.20-2.08 (m, 15H), 2.20-2.35 (m, 2H),
2.50-2.70 (m, 2H), 2.92-3.05 (m, 2H), 3.28-3.38 (m, 1H), 3.61 (br.s, 1H),
3.93-4.20 (m, 2H), 4.45-4.58 (m, 1H), 5.80 (s, 1H), 6.44 (d, J=7.5 Ty, 2H),
6.63 (d, J=7.9 Ty, 1H), 6.90 (t, J=7.7 Ty, 1H), 7.17-7.36 (m, 6H).

Macc-cnekTp (FD): m/e 535 (M*, 100).

Mpumep 19

[2S5-(2R*,2'S*,3'S*)]-1-[2'-Tngpokcn-3'-cbeHnntTnomeTnn-4'-a3a-5'-okco-
5'-(3"-rngpokcn-2'"'-metundeHunn)neHTun]-4-nupng-3"-nn-MmeTnanunepasnH-
2-N-T-6yTunkapbokcammng

Ha3BaHHOe coefMHeHMe MoslyyYasn B COOTBETCTBUU C METOAMNKOWN, Ae-
Ta/lbHO onucaHHon B npuMepe 1, ncnonbsysa 50 mr (0.11 MmMonb) NOMMeEHO-
BaHHOro coegnHeHmnsa noarotosku 66, 16 mr (0.11 MMOJs1b) NOMMEHOBAHHOIO
coegnHeHusa noarotoskn 9B, 14 mr (0.11 mmonb) HOBT - H,O n 22 mr (0.11
mMmonb) DCC B 2 mn 6e3BogHoro TeTparmgpodypaHa. BewecTBo, nony-
yatlolleecs B pe3ysibTaTe peakuum, oHuwann, NCnosb3ya pagnasibHyl Xpo-
MaTorpadguio (1 MM nnacTtuHa; 3npyoWmMn pacteop - 5-10 % rpaguneHT
MeTaHoJ1a B MeTuneHxsopuae), nony4das 35 mr 6enoBaton NeHbl.

Bbixon: 55 %.

'H gMP (CDCly): § 1.29 (s, 9H), 2.18 (s, 3H), 2.23-2.33 (m, 1H), 2.45-
2.85 (m, 7H), 3.20-3.35 (m, 3H), 3.45 (s, 1H), 4.00-4.10 (m, 1H), 4.25-4.35
(m, 1H), 5.00-5.40 (br.s, 1H), 6.61 (d, J=7.6 'y, 1H), 6.76-6.80 (m, 2H), 6.92
(t, )=7.7 Ty, 1H), 7.12-7.43 (m, 7H), 7.57-7.62 (m, 1H), 7.78 (br.s, 1H), 8.48-
8.58 (m, 2H).

Macc-cnekTp (FD): m/e 606 (M*, 100).

Mpumep 20

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-peHnnmeTnn-4-asa-
5'-0Kkco-5'-(2"-n3onponun-3"-rmgpokcndeHnn)neHTuN]aekarnapomn3oxu-
HONNH-3-N-T-6yTnkapbokcamung

Ha3BaHHOe coeanHeHMe noJjiy4yasanm B COOTBETCTBUM C METOOUKOW, Oe-
Ta/lbHO onncaHHowm B npumepe 1, ncnosbsys 55 mr (0.137 MMoOb) NOMMEHO-
BAHHOIro coeamHeHus noarotoskun 16, 24.7 mr (0.137 MMOJIb) NMOMEHOBAH-
HOro coeamHeHuns noarotoskn 186, 28.25 mr (0.137 mmonb) DCC n 18.5 mr
(0.137 mmonb) HOBT - H.O B 8 mn1 TeTparngpodypaHa. Heo4nuweHHoe Belle-
CTBO, noJiy4aloulleecsa B pe3ysbTaTe peakuun, o4uwann, WUCnonb3ys
paavasnbHylo xpomaTtorpaduio (1 MM nnacTuHa; 3J10UpYyOWNN pacTteop - 3
% MeTaHOM B MeTuneHxnaopuae), nosy4asa 46 mr 6enon nexol.

Bbixon: 60 %.

[a]po -84.61° (c=2.60, MeOH).

'H AMP (CDCls): 6 1.19 (d, J=3.7 'y, 3H) 1.21 (d, J=3.75 Iy, 3H), 1.23
(s, 9H), 1.27-1.51 (m, 7H), 1.61-2.00 (m, 6H), 2.26-2.35 (m, 2H), 2.56-2.65
(m, 2H), 2.91-3.03 (m, 3H), 3.19-3.27 (m, 1H), 3.96 (m, 1H), 4.51 (m, 1H),
5.82 (br.s, 1H), 5.93 (br.s, 1H), 6.23 (d, J=8.53 'y, 1H), 6.46 (d, J=7.15 Iy,
1H), 6.66 (d, J=7.17 'y, 1H), 6.86 (t, J=7.74 Ty, 1H), 7.21-7.31 (m, 5H).

MK (CDCIs): 3427, 3322, 3028, 3008, 2930, 2868, 1660, 1603, 1582,
1513, 1455, 1393, 1366, 1304, 1278, 1245, 1088, 1059 cm™.

Macc-cnekTp (FD): m/e 564 (M*, 100).

AHanuns oA C34H49N304:

PacyerT: C72.43; H8.76; N 7.45.
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O6Hapy»xeHo: C 72.13; H 8.85; N 7.30.

Mpumep 21

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-peHnnmetnn-4'-asa-
5'-0kc0-5'-(2"-6yTnn-3"-rugpoKcneHnn)NeHTnn] nekarngpon3oxXmHoOINH-3-
N-T-6yTunkapbokcamnp

Ha3BaHHOe coefuHeHMe MosiyyYasin B COOTBETCTBUU C METOAMNKOW, Ae-
TaJIbHO onncaHHon B Npumepe 1, ncnonbsys 91 mr (0.227 MMoJib) NONMEHO-
BaHHOro coegunHeHmna nogrotoskn 1b, 44 mr (0.227 MMOJb) MOMMEHOBAH-
HOro coenunHeHusa nogrotoBkn 166, 46.7 mr (0.227 mmonb) DCC n 30.6 Mr
(0.227 mmonb) HOBT - H.O B 10 mn TeTparngpodypaHa. Heo4ynweHHoe Be-
LecTBO, MoJsyyawuweeca B pe3ysibTaTe peakuuu, O0YUWanm, UCNonb3ys
paavasnbHyo XpoMaTorpaduio (1 MM naacTuHa; 310UpYyOLWUA pacTeop - 4-7
% rpagneHT MeTaHO/1la B MeTuneHxaopuae), nonydasa 72 mr 6esom neHsol.

Boixon: 55 %.

[a]o -77.36° (c=0.36, MeOH).

'H AMP (CDCls): 6 0.84 (t, J=7.2 'y, 3H), 1.20 (s, 9H), 1.29-2.00 (m,
18H), 2.27 (m, 2H), 2.48-2.69 (m, 4H), 2.99 (m, 2H), 3.29 (m, 1H), 3.99 (m,
1H), 4.49 (m, 1H), 5.85 (s, 1H), 6.45 (m, 2H), 6.75 (d, J=7.19 'y, 1H), 6.86
(t,J=7.67 'y, 1H), 7.21-7.31 (m, 5H).

MK (KBr): 3303 (br.), 3087, 3029, 2927, 2862, 1647, 1583, 1520, 1455,
1366, 1281, 1209, 1108, 735, 698 cm™.

Macc-cnekTp (FD): m/e 578 (M*, 100).

HR Macc-cnekTp (FAB): m/e ona CssHsiNsOu:

PacyeT: 578.3958.

ObHapy>xeHo: 578.3962.

Mpumep 22

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tnapokcun-3'-cbeHnnmeTnn-4'-a3a-
5'-0kco-5'-(2"-nponun-3"-rngpokcneHnn)neHTunlaekarnapon3oxXmHoOJINH-
3-N-T-byTunkapbokcamug

Ha3BaHHOe coefuHeHue MoJsiyyasn B COOTBETCTBUU C METOAMNKOWN, fe-
TaJZIbHO onNMcaHHom B nNpumepe 1, ucnonbsya 67 mr (0.167 MMosib) NOMMEHO-
BaHHOro coeaunHeHunsa nogrotoskn 1b, 30 mr (0.167 MMOab) MONMEHOBAH-
Horo coeguHeHusa noarotoskn 176, 34 mr (0.167 mmonb) DCC n 23 wmr
(0.167 mmonb) HOBT - H,O B 4 mn TeTparngpogypaHa. Heo4ynuweHHoe Belle-
CTBO, nNoOJyvalolleeca B pe3ysbTaTe peakuun, ouvuwanu, WUCnosb3ys
paavasnbHyo xpomaTorpadguio (1 MM nnacTuHa; 3J10UpYyOWMN pacTeop - 3
% MeTaHO/ B MeTuneHxsopuae), nosy4asa 75 mr 6enon neHol.

Boixon: 80 %.

[a]p-43.75 (c=0.160, MeOH).

'H 4MP (CDCls): 6 0.87 (t, 3H), 1.18 (s, 9H), 1.21-2.04 (m, 15H), 2.24-
2.33 (m, 2H), 2.49-2.58 (m, 3H), 2.66 (m, 1H), 2.98 (m, 2H), 3.37 (m, 1H),
3.99 (m, 1H), 4.52 (m, 1H), 5.07 (m, 1H), 5.70 (s, 1H), 6.43 (d, J=8.32 Iy,
1H), 6.56 (d, J=7.32 'y, 1H), 6.76 (d, J=7.12 'y, 1H), 6.95 (t, J=7.78 Ty, 1H),
7.20-7.33 (m, 5H).

MK (KBr): 3287 (br.), 3086, 2932, 2868, 1681, 1558, 1456, 1368, 1334,
1291, 1261, 1218, 1169, 1101, 1042, 776, 734, 552 cm™™.

Macc-cnekTp (FD): m/e 564 (M*, 100).

HR Macc-cnekTp (FAB): m/e ona CssHsoNsOu:

PacyeT: 564.3801.

ObHapy>xeHo: 564.3789.

Mpumep 23
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[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tuapokcu-3-heHnntmomeTunn-4'-
a3za-5'-okco-5'-(2"-meTnn-3"-okcneHnn)neHTnN] nekarnaponsoxXmHoOINH-3-
N-T-6yTunkapbokcamumng

Ha3BaHHOe coefuHeHMe MoslyyYasn B COOTBETCTBUU C METOAMNKOW, Oe-
Ta/lbHO onucaHHon B npuMepe 1, nucnonbsysa 70 mr (0.16 MmMonb) NovmMeHo-
BaHHOro coeamHeHns noarotosku 8X, 24.6 mr (0.16 MMOJib) MOMMEHOBAH-
HOro coeaunHeHusa nogrotoskn 9B, 33 mr (0.16 mmonb) DCC n 22 mr (0.16
mMmosb) HOBT - H,O B 4 Mn TeTparuagpodypaHa. HeoynweHHoe BeLLecTBo,
rnosiyyaruieecs B pesynbTaTe peakuum, ovuuiann, UCnonb3ysa paanaibHYIo
xpomaTorpadguio (1 MM nnacTuHa; 3aUpyWUN pacteop - 3 % MeTaHoN B
MeTuneHxnopuge), nonyyasa 54 mr 6esoim neHsl.

Boixon: 60 %.

[a]lp -119.23° (0=0.26, MeOH).

'H dMP (CDCls): & 1.09 (s, 9H), 1.12-1.79 (m, 12H), 1.93-2.02 (m, 2H),
2.17-2.30 (m, 2H), 2.31 (s, 3H), 2.43-2.61 (m, 2H), 2.91 (m, 1H), 3.42 (m,
1H), 3.78 (m, 1H), 4.07 (m, 1H), 4.47 (m, 1H), 5.37 (m, 1H), 5.51 (br.s, 1H),
6.84 (m, 1H), 7.06 (m, 2H), 7.17-7.32 (m, 4H), 7.45 (m, 2H).

MK (KBr): 3297, 2925, 2862, 1627, 1586, 1530, 1482, 1466, 1439,
1366, 1287, 1221, 1156, 1119, 1026, 801, 735, 689 cm™.

Macc-cnekTp (FD): m/e 568 (M*, 100).

HR Macc-cnekTp (FAB) onsa Cs:HasN3O,S:

PacyeT: 568.32009.

ObHapy»xeHo: 568.3182.

Mpumep 24

[3S-(3R",4aR*,8aR",2'S*,3'S*)]-2-(2'-T'npgpokcmn-3'-(HapT-2-1n-
TnomeTunn)-4'-aza-5'-okco-5'-(2"-meTnn-3"-rugpokcndenHmnn)neHtTmnnloge-
Karmapomnso-xmHonnH-3-N-t-bytunkapbokcammng

Ha3BaHHOe coefuHeHMe MoJsiyyasin B COOTBETCTBUU C METOAMNKOWN, fe-
TasIbHO onncaHHon B npumepe 1, ncnonbsys 70 mr (0.145 MMoJ1b) NMONMEHO-
BaHHOro coegunHeHunsa nogrotoskn 76, 22 mr (0.145 mMMoab) NMOMMEHOBAH-
HOro coeamHeHmnsa noarotosku 9B, 29 mr (0.145 mmonb) DCC n 19 mr (0.145
MmMonb) HOBT - H,O B 4 mn TeTparmngpodypaHa. HeouyunweHHoe BeLecTBo,
rnosyyarmuieecs B pe3ysbTaTe peakuuu, oduuianu, uUcnonb3ys ¢asw-xpo-
MaTorpaduio (3nonpyrowmn pacteop - 5-15 % rpaaveHT aueToHa B MeTU-
neHxnopuge), nony4asa 65 mr 6esnoro TBEpAOro BewecTsa.

Boixon: 73 %.

[a]p -112.00° (c=0.25, MeOH).

'H dMP (CDCls): & 1.10 (s, 9H), 1.15-1.80 (m, 12H), 1.93-2.06 (m, 1H),
2.17-2.28 (m, 2H), 2.29 (s, 3H), 2.42-2.61 (m, 2 H), 2.94 (d, 1H), 3.51 (m,
1H), 3.83-3.92 (m, 1H), 4.10 (m, 1H), 5.36 (br.s, 1H), 5.53 (br.s, 1H), 6.79
(m, 1H), 6.93 (m, 2H), 7.21 (d, J=8.83 'y, 1H), 7.40-7.53 (m, 3H), 7.73 (m
3H), 7.90 (s, 1H).

MK (KBr): 3427, 3311 (br), 2929, 2864, 1703, 1661, 1587, 1514, 1456,
1393, 1366, 1276, 1200, 1177, 1146, 1119, 1070, 1042 cm™,

Macc-cnekTp (FD): m/e 618 (M*, 100).

AHanuns ansa CsaHagNsOa:

PacyerT: C 69.98; H7.67; N 6.80.
O6bHapyxeHo: C69.92; H7.72; N6.75.
Mpumep 25

[2S5-(2R*,2'S*,3'S*)]-1-[2'-Tngpokcn-3'-(HapT-2-nnTnomeTnn)-4'-asa-5'-
0KCO0-5'-(2"-meTun-3"-rngpokcucdeHnn)neHtTunlnmnepngnH-2-N-t-bytunn-
Kapbokcamug
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Ha3BaHHOe coeguHeHMe MosyyYasan B COOTBETCTBUU C METOAMKOW, Ae-
Ta/lbHO onncaHHowm B npumMepe 1, ncrnosbsys 28 mr (0.065 MmMob) NoMMeHo-
BaHHOro coeamHeHnsa noarotoskn 2, 10 mr (0.065 MMOab) NMONMEHOBAH -
HOro coeguHeHns noarotosku 9B, 13.5 mr (0.065 mmonb) DCC n 9 mr (0.065
MmMmosb) HOBT - H,O B 2 Mn TeTparunapodypaHa. HeoynweHHoe BeLLeCcTBO,
rnoay4atouieecs B pesysibTaTe peakuum, o4nann, UCrnonib3ysa pagnasabHyto
xpomaTtorpadguio (1 MM nnacTuHa; 3ONPYIOWNUA pacTBop - 2 % MeTaHoN B
MeTuneHxnopuge), nony4vas 23 mr 6es0om NeH.bl.

Bbixon: 63 %.

[alp -233.33° (c=0.09, MeOH).

'H gMP (CDCI5): 8 1.17 (s, 9H), 1.26 (m, 1H), 1.56-1.73 (m, 6H), 2.19-
2.23 (m, 2H), 2.25 (s, 3H), 2.42 (m, 1H), 2.62-2.73 (m, 2H), 3.11-3.19 (m,
1H), 3.50-3.72 (m, 2H), 4.10 (m, 1H), 4.45 (m, 1H), 5.89 (s, 1H), 6.77-6.87
(m, 3H), 7.00 (d, J=8.65 'y, 1H), 7.43-7.51 (m, 3H), 7.72-7.80 (m, 3H), 7.88
(s, 1H).

MK (KBr): 3329, 2934, 2857, 1646, 1586, 1522, 1457, 1364, 1284,
1223, 1133, 1072, 944, 835, 811, 744, 474 cm™.

Macc-cnekTp (FD): m/e 564 (M*, 100).

HR Macc-cnekTp (FAB) ona Cs;Ha2N3O,S:

PacyeT: 564.2896.

ObHapy»xeHo: 564.2916.

Mpumep 26

[2S5-(2R*,2'S*,3'R*)]-1-[2'-Tuapokcn-3'-peHnnmeTunn-4'-aza-5'-okco-5'-
(2"-meTun-3"-rupgpokcndennn)neHTnnl-4-(nupna-3'"-naMmeTnn)nunepasnH-2-
N-T-6yTunkapbokcamnp

Ha3BaHHOe coefuHeHMe Mosiyyasin B COOTBETCTBUM C METOAMKOWN, Oe-
TaJIbHO onMcaHHon B Npumepe 1, ncnonbsys 65 mr (0.148 MMoJib) NMONMEHO-
BaHHOro coegnHeHunsa noarotosku 51, 22.5 mr (0.148 MMOJ1b) NONMEHOBaAH-
Horo coeguHeHuns noarotosku 9B, 30.5 mr (0.148 mmonb) DCC mn 20 kr
(0.148 mmonb) HOBT - H,0 B 5 Mmn TeTparngpodypaHa. Heo4ynuweHHoe Belle-
CTBO, MoJlyyawuieecs B pe3ysbTaTe peakuunm, OouYuwann, WCrnosb3ys
paguanbHyto XxpomaTtorpaduo (1 MM nnacTuHa; aaloupyloWwWnn pacTteop - 3
% MeTaHOJ1 B MeTueHxaopunae), noayyas 64 mr 6en1on nexsi.

Bbixon: 75 %.

'H AMP (CDCIs): 6 1.33 (s, 9H), 1.86 (s, 3H), 2.30 (m, 1H), 2.49-2.58 (m,
11H), 3.33 (m, 1H), 3.46 (m, 1H), 4.02 (m, 1H), 4.46 (m, 1H), 6.29 (d, J=9.16
Ny, 1H), 6.46 (d, J=7.23 'y, 1H), 6.73 (d, J=7.79 'y, 1H), 6.83 (t, J]=7.84 I'L,
1H), 7.17-7.31 (m, 7H), 7.60 (m, 1H), 7.95 (br.s, 1H), 8.50-8.55 (m, 2H).

Macc-cnekTp (FD): m/e 574 (M*, 100).

HR Macc-cnekTp (FAB): m/e ons CssHasNsOu:

PacyeT: 574.3393.

O6bHapy»xeHo: 574.3373.

Mpumep 27

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-beHnnmetnn-4'-asa-
5'-0kC0-5'-(2"-3TnUN-3"-rmapoKkcndenHnn) NneHTnnloekarngpon3oxXxmHoInH-3-N-
T-OyTunkapbokcamuga MoHoMe3nnaTHas Coslb

K xonogHomy pacteopy (0°C) 35.1 mr (0.064 MMOsb) Ha3BaHHOIo CO-
eonHeHns npmMepa 3 B 2 MkJ1 6e3BoAHOro MetTuneHxsaopmnaa gobasnsanm no
kannam 134 mn (0.067 mmonb) 0.5 M pacTBOpa MeTaHCYJ/b(pOoHOBOMN
KUCNOTbl B MeTunenxnopunae. Obpasytouieecsa B pesynbTaTe peakuum Belle-
CTBO ynapwuBaau focyxa npu rnoHm>xeHHoMm pasneHum (0.2 - 0.1 Torr), nony-
Yyaa 38 Mr CcBeTN0-XKeNTon (HEOYNLWEHHOW) MEHbI.
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Bbixon: 90 %.

'H AMP (CDsOD): & 0.91 (t, J=7.39, 3H), 1.29 (s, 9H), 0-3.20 (m
21H), 4.00-4.40 (m, 2H), 6.47 (d, J=7.30 'y, 1H), 6.73 (d, J=7.78 lu, 1H),
6.91 (t, ]=7.78 T'y, 1H), 7.15-7.32 (m, 5H).

Mpumep 28

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcun-3'-peHnnmetnn-4'-asa-
5'-0kco-5'-(2"-MmeTnn-3"-rmgpokcndeHnn)neHTuN]aekarngpom3oxXmHoOINH-3-
N-T-6yTunkapbokcammaa MoHoMme3nnaTHas CoJjib

Ha3BaHHOe coefuHeHue MoJsiyyYasn B COOTBETCTBUU C METOAUNKOWN, fe-
TasibHO OMMUCaHHOW B npumMmepe 27, ncnonbsysa 125 mr (0.23 MMoJb) Ha3BaH-
HOro coegunHeHmns npumepa 13 B 5 ma 6e3soagHOro MmeTuneHxsaopuga n 240
Mk (0.24 mMmosib) 1.0 M pacTBopa MeTaHCY/Ib(PpOHOBOWN KNCNOTbl B METUJIEH-
xnopuge, nonyyasa 136 mr 6enoBaton (HEOYULLEHHOWN) MEHBbI.

Boixon: 95 %.

'H 4MP (CDsOD): § 1.12 (s, 9H), 1.10-2.20 (m, 16H), 2.60-2.75 (m, 4H),
3.10-3.50 (m, 6H), 3.60-3.70 (m, 1H), 3.90-4.30 (m, 3H), 6.53 (d, J=7.35 Iy,

H), 6.55 (t, J=7.87 I'y, 1H), 6.89 (t, J=7.82 'y, 1H).

Mpumep 29

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tuapokcmn-3'-heHnntmomeTnn-4'-
a3a-5'-okco-5'-(2"-meTnnderHnn)neHTnn] neKarnaponsoxXmHoInMH-3-N-T-
byTunkapbokcamnpg

Ha3BaHHOe coefuHeHue MoJsiyyasn B COOTBETCTBUU C METOAMNKOWN, fe-
TaJZIbHO onmncaHHom B npumepe 1, ncnonbsysa 15 mr (0.034 MMoJIb) MOMMEHO-
BaHHOro coegnHeHusa noarotosku 8>K, 4.7 mr (0.034 MMOib) O-TOSIYWUIOBON
kKucnotsbl, 7.13 mr (0.034 mmonb) DCC n 4.7 mr (0.034 mmonb) HOBT - H,O B
2.5 Mn TeTparuagpodypaHa. BewecTBo, nosiyyawuwieeca B pe3sysbTaTe
peakuuu, oYunlanm, UCNosb3ysa pagunaibHyto xXxpomaTtorpadpuio (1 MM nna-
CTUHA; anoupyrowmnnm pacteop - 10 % aueToH B MeTuaeHxaopuae), nonydvas
16 mr 6enon neHbl.

Bbixoa: 84 %.

[a]p -80.00° (c=0.15).

1H AMP (CDClIs5): 6 1.04 (s, 9H), 1.08-1.80 (m, 11H), 1.93 (m, 3H), 2.22

(m, 4H), 2.44 (m, 1H), 2.49 (s, 3H), 2.58 (m, 1H), 2.94 (m, 1H), 3.47 (m, 1H),
3.84 (m, 1H), 4.03 (m, 1H), 4.50 (m, 1H), 5.45 (br.s, 1H), 7.12-7.32 (m, 7H),
7.45 (m, 2H), 7.51 (d, J=7.51 'y, 1H).

MK (KBr): 3327, 2928, 2852, 1627, 1574, 1535, 1481, 1364, 1311,
1275, 1225, 1088, 737 cm™.

HR MaCC-CﬂeKTp (FAB) o4 C32H46N303S:

PacyeT: 552.3260.

ObHapy»xeHo: 552.3272.

Mpumep 30

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tkgpokcmn-3'-hbeHnntnomeTnn-4'-
asa-5'-okco-5'-[3"-MeTunnmnpuna-4"-mnn)lneHtTun] gpekarngponsoxXmHoOInNH-3-N-
T-6yTunkapbokcamug

Ha3BaHHOe coeguHeHMe MosyyYasan B COOTBETCTBUU C METOAMKOW, Ae-
Ta/lbHO onncaHHowm B npumepe 1, ncnonbsys 15 mr (0.034 MmMosb) NOMMeEHO-
BaHHOro coeamHeHnsa noarotoeku 8K, 6.69 mr (0.048 MMONb) Ha3BaHHOIO
coegnHeHusa noarotoskn 19, 7.13 mr (0.034 mmonb) DCC n 4.7 mr (0.034
Mmonb) HOBT - H.O B 1.5 mn TeTparugpodypaHa u 1 mn gumeTtnngopmamu-
ha. BewecTBo, nonyyawuieeca B pesysbTaTe peakuuu, o4uuiann, NCrosb-
3ysa pagnanbHyto xpomaTtorpadguio (1 MM nnacTuHa; 37I0NPYIOWNA pacTBOp -
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rpagneHT 3-5 % ™MeTaHoNa B MeTuneHxsopuae), nonydas 10 mr 6enown
MeHbl.

Bbixon: 52 %.

[a]p -95.65° (c=0.115).

'H dMP (CDCls): & 1.00 (s, 9H), 1.20-1.77 (m, 12H), 1.99 (m, 1H), 2.17
(m, 2H), 2.44 (m, 5H), 2.92 (m, 1H), 3.41 (m, 1H), 3.84 (m, 1H), 4.13 (m,
1H), 4.56 (m, 1H), 5.39 (s, 1H), 7.20-7.46 (m, 6H), 7.75 (d, J=8.94 'y, 1H),
8.46 (m, 2H).

MK (KBr): 3307, 2925, 2860, 1653, 1542, 1481, 1439, 1391, 1365,
1281, 1224, 1058, 1041, 738, 691, 669 cm™.

HR Macc-cnekTp (FAB) ona Cs1HasN4OsS:

PacyeT: 553.3212.

ObHapy»xeHo: 553.3222.

Mpumep 31

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tngpokcu-3'-beHnntuomeTunn-4'-
a3a-5'-0kco-5'-(XxMHONNH-5"-un)nerTnn] AeKarngpon3oxmHosInmH-3-N-T-
byTnnkapbokcamunpg

Ha3BaHHOe coegunHeHMe noJsiyyasan B COOTBETCTBUN C METOAUKOW, aOe-
TaJIbHO onncaHHon B nNpumepe 1, ncnonbsys 15 mr (0.034 MMoJib) NONMEHO-
BaHHOro coeguHeHmns noarotoskn 8>K, 6.0 mr (0.034 MMOJ1b) Ha3BaHHOIO
coegnHeHunsa noarotoskn 20, 7.13 mr (0.034 mmonb) DCC n 4.7 mr (0.034
MMmosb) HOBT - H,O B 2 M TeTparmapodypaHa. BewecTBo, nosy4vatowieecs
B pe3ysibTaTe peakyumn, o4uLann, NCnosb3ysa paguasabHyO XpoMaTorpadguio
(1 MM nnacTuHa; 3oupyowmnin pacteop - 3-5 % rpaguneHT MeTaHoN1a B
MeTuneHxaopuae), nonyyasa 15 mr 6enoin neHsl.

Boixon: 74 %.

[a]p -99.50° (c=0.201).

'H 4MP (CDCl5): § 0.74 (s, 9H), 1.15-1.79 (m, 12H) 1.97 (m, 1H), 2.17
(m, 2H), 2.36 (m, 1H), 2.54 (m, 1H), 2.90 (m, 1H), 3.45 (m, 1H), 3.99 (m,
1H), 4.16 (m, 1H), 4.62 (m, 1H), 5.29 (s, 1H), 7.18-7.32 (m, 3H), 7.40-7.50
(m, 3H), 7.70 (m, 1H), 7.89 (m, 2H), 8.17 (m, 1H), 8.91 (m, 2H).

MK (KBr): 3299, 2923, 2862, 1644, 1546, 1481, 1439, 1390, 1327,
1279, 1222, 1207, 1037. 810, 735, 689 cm™.

HR Macc-cnekTp (FAB) ansa CsiHasN4OsS:

PacyeT: 589.3212.

ObHapy>xeHo: 589.3237.

Mpumep 32

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tuapokcmn-3'-heHnntmomeTnn-4'-
asa-5'-okco-5'-(1",2",3",4"-TeTparngpoxXnMHOINH-5"-nn)neHtTmnnloekarna-
pon3oxnHonnH-3-N-T-bytunkapbok-camng

Ha3BaHHOe coegunHeHMe noJsiyyYasanm B COOTBETCTBUN C METOAUKOW, aOe-
TaJIbHO onucaHHom B npumepe 1, ucnosnbsysa 18 mr (0.04 MMoJb) NMONMEHO-
BaHHOro coeguHeHmns noarotoskn 8>K, 7.38 mr (0.04 MMosb) Ha3BaHHOIO
coegnHeHua noaroTtoskn 21, 8.56 mr (0.04 mmonb) DCC m 5.61 mr (0.04
MMmosb) HOBT - H,O B 2 M TeTparmapodypaHa. BewecTBo, nosy4vatouieecs
B pe3ysibTaTe peakyunmn, o4uLann, NCnosb3ysa paguasabHyO XpoMaTorpadguio
(1 MM nnacTuHa; 3oupyowmnin pacteop - 3-5 % rpaguneHT MeTaHoN1a B
MeTuneHxnopuae), nonyyasa 12 mr 6esoim neHsl.

Boixon: 50 %.

[a]p -98.59° (c=0.142).

82



299

'H AMP (CDCls5): & 1.13 (s, 9H), 1.14-2.04 (m, 15H), 2.19 (m, 2H), 2.45
(m, 1H), 2.57 (m, 1H), 2.75 (m, 1H), 2.90-3.09 (m, 2H), 3.26 (m, 2H), 3.44
(m, 2H), 3.75 (m, 1H), 4.01-4.14 (m, 2H), 4.42 (m, 1H), 5.56 (s, 1H) 9 (d,
J=7.96 Tu, 1H), 6.80 (d, J=7.40 Iy, 1H), 6.93 (t, J=7.72 Ty, 1H), 8 (d,
J=8.39 Ty, 1H), 7.18 (m, 1H), 7.27 (m, 2H), 7.42 (d, 2H).

MK (KBr): 3327, 2928, 2852, 1629, 1590, 1519, 1481, 1449, 1364,
1310, 1275, 1229, 1087, 738, 690 cm™.

Macc-cnekTp (FAB) ona CssHaoN4O5S:

PacyeT: 593.3525.

ObHapy»xeHo: 593.3552.

Mpumep 33

[2S-(2R*,2'S*,3'S*)]-1-[2'-Tngpokcn-3'-cbeHnntTnomeTnn-4'-asa-5'-okco-
5'-(1",2",3",4"-TeTparnapoxmHonnH-5"-nn)nentnnl-4-(nnpuna-3'"'-nnmetnn)
nunepasunH-2-N-T-byTunkapbo-kcamunpg,

K oxnaxpeHHomy pacteBopy (-10°C), copepxawemy 45 mr (0.10
MMOJ1b) MOMMEHOBAHHOI0 coeanHeHnsa noarotoskn 66, 18 mr (0.10 Mmmonb)
1,2,3,4-TeTparnapoxmHonmH-5-kapboHoson kucnotbl, 30 mr (0.30 MMOnb)
TpmaTunamuHa n 14 mr (0.10 mmons) HOBT - H,O B 2 mn 6e3BoAHOrO TET-
parngpocdypaHa, gobasnsanm 22 mr (0.11 mmonb) DCC. TlMony4mBLuytocs
peakUMOHHY CMeCb rnepemMellunBann B TedyeHue npmbnmsntenbHo 24 4acoB
MpuM KOMHaTHON TeMnepaType 1 3aTeM yrnapusaam Npu NOHWKEHHOM AaBie-
HUN 0O MOJIYHYEeHUSA OoCTaTKa. DTOT OCTAaTOK MOBTOPHO pacTBOPSaM B ITUN-
aueTtaTte U puabTpoBaan Yepes uenut. OuabTpaT 3aTeEM 3KCTparnpoBanu
rnocnenoBaTesibHO HacCbIWEHHbLIM BukapboHaTOM HaTpua (OBakAbl) N cone-
BbIM PAaCTBOPOM, BbICYLUNBASIMN Hag CyNbaToOM HaTpusd, punbTpoBanm 1 yna-
puBann Npu MOHMXXEHHOM [AaBJieHNUN. Heo4unweHHbIN MaTepuan o4vuuianu,
NCNonb3ys pafmnasibHylo XpomaTtorpadguio (1 MM nnacTuHa; 310UPYHOWUN
pacTtBop - 2.5-5 % rpagmeHT MeTaHo/1la B MeTuwieHxaopuge), nosy4dasa 33 Mr
6enoBaToN NEHbI.

Bbixon: 62 %.

'H dMP (CDCls): & 1.29 (s, 9H), 1.79-1.97 (m, 2H), 2.26-3.00 (m, 11H),
3.20-3.50 (m, 9H), 3.95-4.05 (m, 1H), 4.23-4.35 (m, 1H), 6.43-6.62 (m, 2H),
6.89 (t, ]=7.8 Ty, 1H), 7.12-7.35 (m, 6H), 7.41 (d, J=7.7 Tu, 2H), 7.57-7.70
(m, 2H), 8.50-8.58 (m, 2H).

Macc-cnekTp (FD): m/e 631 (M*, 100).

Mpumep 34

[2S5-(2R*,2'S*,3'S*)]-1-[2'-Tngpokcn-3'-beHnntTnomeTnn-4'-asa-5'-okco-
5'-(xmHONMNH-5"-nn)nenTunl-4-(nupna-3"'-nn-metTnn)nunepasmH-2-N-t-bytmnn-
Kapbokcamug

Ha3BaHHOe coeanHeHMe noayydanm us npmMmepa 33.

Bbixon: 13 mr 6enoBaTon NeHbl.

'H gMP (CDCls): § 1.18 (s, 9H), 2.27-2.90 (m, 9H), 3.17-3.60 (m, 5H),
4.07-4.19 (m, 1H), 4.40-4.55 (m, 1H), 4.75-4.95 (m, 1H), 6.90-7.68 (m, 11H),
8.16 (d, J=8.1 l'y, 1H), 8.48-8.60 (m, 2H), 8.80 (d, J=8.4 'y, 1H), 8.89-8.97
(m, 1H).

Macc-cnekTp (FD): m/e 527 (M*, 100).

Mpumep 35
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[2S5-(2R*,2'S*,3'S*)]-1-[2'-Tngpokcn-3'-cbeHnntnomeTnn-4'-a3a-5'-okco-
5'-[3"-meTunnunpnp-4'"-nn)lneHtunl-4-(nnpng-3'"'-nnmeTnn)nunepasmH-2-N-
T-OyTUnkapbokcamug

Ha3BaHHOe coefuHeHMe MoslyyYasn B COOTBETCTBUU C METOAMNKOW, Oe-
Ta/lbHO onncaHHown B npuMepe 1, ncnonb3lysa 20.3 mr (0.148 MmMoOnb) Ha3BaH-
Horo coegnHeHunsa nogrotoekn 19, 70 mr (0.148 MMONb) NMOMMEHOBAHHOIO
coeanHeHua noarotoskm 19, 31 mr (0.148 mmonb) DCC mn 20 mr (0.148
mMmosib) HOBT - H,O B TeTparug-podypaHe, cogepxxawem 62 mn TpUsTui-
aMunHa. BewecTBo, mosyyalwouleecsa B pesysbTaTe peakuum, ovuuianum, UC-
nosib3ys pagunanbHyo XpoMaTorpaduio (2 MM NaacTUHa; 3NUPYIOLWLKA pac-
TBOp - 2.5-15 % rpagneHT MeTaHoNla B MeTuneHxaopuae), nonyyasa 48 mr
6enon neHsbl.

Bbixon: 55 %.

'H dMP (CDCls): & 1.23 (s, 9H), 2.30-2.90 (m, 12H), 3.16-3.50 (m, 5H),
4.02-4.10 (m, 1H), 4.30-4.42, 41 (m, 1H), 4.85 (br.s, 1H), 6.90-7.60 (m,
10H), 8.38-8.57 (m, 3H).

Macc-cnekTp (FAB): m/e 591.4 (M*, 100).

Mpumep 36

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tngpokcn-3'-hbeHnnmetnn-4'-asa-
5'-0kco-5'-[2"-MeTnn-3"-N-(MeTnncynbpoHnn) aMmHopeHnn)lneHTunloe-
KarngponsoxmHonnH-3-N-T-6ytunkap-bokcamupg

Ha3BaHHOe coeanHeHMe noJjiy4yasanm B COOTBETCTBUM C METOOUKOW, Oe-
Ta/lbHO onucaHHon B npuMepe 1, nucnonbsysa 70 mr (0.17 MMOb) NMOMMEHO-
BaHHOro coegunHeHmsa noarotoskm 1b, 40 mr (0.17 MMOAb) HAa3BaHHOIO CO-
egnHeHna noarotoBkuy 22, 35 mr (0.17 mmonb) DCC n 123 mr (0.17 mMonb)
HOBT - H,O B 2 mn 6e3BogHoro TteTparmpgpodypaHa. BeuwecTtBo, nony-
Yyatlolleecs B pe3sysibTaTe peakuum, o4uLann, NCNosb3ya pagnasbHylo Xpo-
MaTorpadguio (2 MM nNnacTuHa; aUpyoLWNM pacteop - 1-5 % rpagneHT me-
TaHO/Mla B MeTuneHxnopuae), nonydyasa 72 mr 6enosBaToro TBEPAOro Belle-
CcTBa.

Bbixon: 69 %.

'H AMP (CDCls): § 1.14 (s, 9H), 1.19-2.38 (m, 19H), 2.50-2.70 (m, 2H),
2.92-3.06 (m, 4H), 3.43-3.55 (m, 1H), 4.01-4.10 (m, 1H), 4.58-4.70 (m, 1H),
5.66 (s, 1H), 6.37 (br.s, 1H), 6.82-6.93 (m, 2H), 7.10-7.39 (m, 6H), 7.48 (d,
J=8.16 'y, 1H).

MK (KBr): 3691, 3600-3300 (br.), 2929, 2866, 1672, 1603, 1513, 1455,
1393, 1368, 1327, 1277, 1154, 1047, 972. 909, 877 cm™.

Macc-cnekTp (FD): m/e (M*, 100).

Mpumep 37

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tngpokcun-3'-hbeHnnmetnn-4'-asa-
5'-okco-5'-[(1",2",3",4"-TeTparngpoxnHonnH-5"-nn)lnentTnnloekarng-
pOn30XNHONNH-3-N-T-6yTunkapbokcammg

Ha3BaHHOe coefuHeHue MoJsiyyYasin B COOTBETCTBUU C METOAMKOWN, fe-
TaJbHO onucaHHom B npuMmepe 1, wucnonb3ya 185 mr (0.046 MMoOsb)
MOMMEeHOBAHHOIro coeaunHeHusa noarotosku 16, 8.14 mr (0.046 MMOsb) Ha-
3BaHHOro coeamnHeHmns noarotosku 20, 9.48 mr (0.046 mmonb) DCC mn 6.21
Mmr (0.046 mmonb) HOBT - H,O B 2 mn 6e3soaHoOro TetparnapodypaHa. Be-
LecTBO, MoJsyyawuweeca B pe3ysibTaTe peakuuu, O0YUWanm, UCNonb3ys
pafavasnbHyo XpoMaTorpaduio (1 MM nnacTuHa; 310UPYOLWUA pacTeop - 2-5
rpagueHT MeTaHos1a B MeTuneHxsopuae), nosydasa 11 Mr neHobl.

Boixopn: 43 %.
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'H gMP (CDCIs): § 1.20 (s, 9H), 1.25-2.02 (m, 15H), 2.28 (m, 2H), 2.46-
2.70 (m, 4H), 2.99 (m, 2H), 3.21 (m, 1H), 3.35 (m, 1H), 3.98 (m, 1H), 4.49
(m, 1H), 5.75 (br.s, 1H), 6.38 (m, 3H), 6.83 (t, 1H), 7.21-7.33 (m, 5H).

Mpumep 38

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tuapokcmn-3'-heHnntmomeTnn-4'-
asa-5' -okco-5'-[6"-meTun-(1",2",3",4"-TeTparngpoXmHoONNH-5"-nn)lneHTmnn]
nekarngponsoxmnHonnH-3-N-T-bytunkapbokcammng

Ha3BaHHOe coegnHeHWe noJsiyyasn B COOTBETCTBUN C METOAUKOW, aOe-
TaJZIbHO onMcaHHom B npumepe 1, ncnonbsysa 15 mr (0.035 MMosb) NnonmeHo-
BaHHOro coeguHeHuns noarotoskn 8>K, 6.5 Mmr (0.035 mMmonb) 6-meTun-
1,2,3,4-TeTparngpo-5-xnHonnHkapboHoson KNcaoTbl, 7.15 mr (0.035 mMMonb)
DCC n 4.7 mr (0.035 mmosnb) HOBT - H,O B 2 M1 TeTparugpodypaHa v 1 mn
anveTungopmamuaa. BewecTtso, nonayvawuieeca B pesysabTaTe peakuuwu,
oYULLAAN, NCNONb3YS paanasbHyo XpomaTorpadguio (1 MM nnacTuHa; 3/10n-
pylowmn pacteop - 3-5 % rpagmeHT MeTaHoOsla B MeTueHxaopuae), nony-
Yas 12.5 mr 6enoro TBepAOro BeLlecTsa.

Boixon: 60 %.

HR MaCC-CﬂeKTp (FAB) o4 C35H47N403S:

PacyeT: 603.3369.

ObHapy»xxeHo: 603.3384.

Mpumep 39

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tngpokcn-3'-peHnn-tnometnn-4'-
asa-5'-okco-5'-[2",6"-anumeTun-3"-rugpokcudeHnn]neHTnN) gekarngpomnso-
XNHONNH-3-N-T-byTunkapbokcamng

Ha3BaHHOe coeguHeHMe MosyyYasan B COOTBETCTBUU C METOAMKOW, Ae-
TaNbHO onncaHHowm B npumMepe 1, ncnonbsys 20 mr (0.046 MMoSb) NOMMEHO-
BaHHOro coegumHeHmsa noarotoBkun 8>, 11.53 mr (0.0694 mMmonb) 2,6-
anNmMeTun-3-rng-pokcmbeHsonHonm Kmcaotbl, 9.54 mr (0.046 mmonb) DCC un
6.25 mr (0.046 mmonb) HOBT - H.O B 3 mn TeTparnagpodypaHa. BewecTso,
rnosy4vatouieecsa B pesysibTaTe peakuumm, o4mann, UCrosib3ysa pagnanabHyto
xpoMmaTorpadguio (1 MM nnacTuHa; 3a0MpyloWwmMn pacteop - 4 % MeTaHoN B
MeTuneHxnopuge), nony4vasa 14 mr 6enoro TBepAoro BeLecTsa.

Boixon: 52 %.

HR Macc-cnekTp (FAB) ansa CssHasN3O,S:

PacyeT: 582.3375.

ObHapy»xeHo: 582.3373.

Mpumep 40

[2R'-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcun-3'-peHnnmetunn-4'-asa-5'-
OKCO0-5'-(2"-meTnn-3"-rugpokcuceHnn)neHtTmnnlbeHszamma

Ha3BaHHOe coegunHeHWe noJsiyydanan B COOTBETCTBUN C METOAUKOW, aOe-
TasbHO onucaHHou B npumepe 40, wucnonbsys 100 mr (0.29 mMmMonb)
MOMMEHOBaAHHOro coeauHeHms noarotoskun 24, 44 wmr (0.29 MMOAb)
MONMEHOBAHHOIo coeamHeHms noarotoskn 238, 60 mr (0.29 mmonb) DCC m
39 mr (0.29 mmonb) 1l-rngpokcmbeHsoTpuasona moHorungpata (HOBT - H,0)
B 4 mn 6e3BoagHOro TeTparngpodypaHa. HeouynweHHbIM NPOAYKT O4YMLLLANN,
NCNoNb3ys pafunasibHYy0 XpomaTtorpadguio (2 MM nnacTUHa; SI0UPYHOWUN
pacTeBop - 2-5 % rpagMeHT MeTaHos1a B MeTuleHxsopuae), nosyyasa 58 mr
6enoro nopouwka.

Boixon: 42 %.

[alo 2.34 (c=3.4, MeOH).

'H gMP (CDsOD): & 1.47 (s, 9H), 1.8
3.10 (m, 3H), 3.25-3.30 (m, 1H), 3.85-3.9

85
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(s, 1H), 6.55-6.58 (m, 1H), 6.74 (d, J=8.0 'y, 1H), 6.94 (t, J=7.8 'y, 1H),
7.15-7.45 (m, 11H).
K (CHCIs): 3580, 3550-3100 (br.), 2929, 2865, 1662, 1596, 1521,

1472, 1455, 1394, 1368, 1293, 1157, 1047, 879, 839 cm™.

Macc-cnekTp (FD): 475 (M*, 100).

HR Macc-cnekTp (FAB): m/e pna CyoH3sN2Ou:

PacyeT: 475.2597.

O6bHapy»xeHo: 475.2610.

Mpumep 41

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcn-3'-peHnnmetunn-4'-asa-5'-
OKCO-5'-(2"-MeTnn-5"-rmgpokcumetumndeHnn)neHTmnnlbeHsamma

Ha3BaHHOe coegnHeHWe noJsiyyasan B COOTBETCTBUN C METOAUKOW, ae-
TasibHO onncaHHon B nNpumepe 40, ncnonbsysa 95 mr (0.28 MMoJib) MONMEHO-
BAaHHOro coeamnHeHunsa noarotosku 24r, 65 mr (0.28 MMOsb) NOMMEHOBAH-
Horo coegunHeHusa noarotosku 276, 58 mr (0.28 mmonb) DCC n 38 mr (0.28
MmMmonb) HOBT - H,O B 2 Mn TeTparugpodypaHa, cogepxawero 0.2 mn
anmetTnngpopmMamMmmaa. HeounweHHbIn NPoAYKT  o4Yulann, MNCNoab3ys
paguanbHyto XpomaTorpaduo (2 MM nnacTuHa; 3aK0uUpyloWwWnn pacTteop - 4
% MeTaHOJ1 B MeTwieHxsiopuae), nosyyas 64.6 Mr »xesnaemoro HasBaHHOrro
coegnHeHus.

Bbixon: 47 %.

[a]p -0.003° (c=1.02, MeOH).

'H dMP (CDCls): § 1.44 (s, 9H), 1.98 (s, 3H), 2.70-2.
3.12 (m, 2H), 3.25-3.35 (m, 1H), 3.85-3.97 (m, 1H), 4.00-4.
4.46 (m, 1H), 4.50 (s, 2H), 6.98-7.43 (m, 11H), 8.06-8.18

Macc-cnekTp (FD): m/e (M*+1, 490).

AHanuns oA C30H36N204:

85 (m, 1H), 3.00-
10 (m, 2H), 4.35-
(m, 1H).

PacuyerT: C73.74; H7.43; N 5.52.
O6Hapy»xeHo: C 74.00; H 7.49; N 5.68.
Mpumep 42

[2'R-(2'R*,3'S*)]-N-T-ByTunn-2-[2'-rngpokcn-3'-Hap T-2-nn-rnometnn-4'-
a3a-5'-0kco-5'-(2"-meTnn-3"-ammnHoeHun)neHTnn] 6eHszamng

K xonogHomy pacteopy (0°C) 50 mr (0.12 MMOJb) NOMMEHOBAHHOIO
coeanHeHusa noarotoBku 25 B 2.0 mn anmeTundopmamuaga gobasnanm 22

r (0.14 mmonb) 2-meTun-3-aMmmHobeH3o0mHonm KncaoThbl, 16 mr (0.12 MmMosb)
HOBT, 22 mr (0.12 mmonb) EDC n 0.081 mn (0.58 MMonb) TpmatuiamMuHa.
Mony4YeHHYI0 peakUuMOHHYIO cMecCb nepemewwmsanu npu 0°C B TeyeHne npu-
611M3MTEeNbHO OOQHOrMO 4aca W 3aTeM B TeYeHme wWecTHaguaTu 4acoB npwu
KOMHaTHON TeMmnepaType. Peakuunto ocTaHaBameanu gobasneHnemMm BoAbl U
pPeaKkLUMOHHYI0 CMeCb 3KCTparmposasnm >3TunauetaTtoMm. O6pa3oBaBLunecs
C/IoN pasfenssv u opraHMYeckuin CsIon BbICYLUMBANW, punbTpoBann 1 yna-
pvBasn Npu NMOHWXXeHHOM OaBJIEHUUN A0 MOJIYYEeHUA HeOYULLEHHOro ocTaT-
Ka. DTOT OCTATOK O4ULLaIN, UCMONb3ysa qsw-xpoMmaTorpadguio (anoupy-
loWMI pacTBop - 3 % MeTaHON B MeTuieHxnopuae), nonyydasa 52 mr 6enoro
TBepnoro seuwectsa (T.m. 105- 106°C).

Bbixon: 80 %.

'H dMP (CDCls): & 7.89 (s, 1H), 7.75 (m, 3H), 7.40 (m, 7H), 6.86 (t,
J=9.0 'y, 1H), 6.12 (s, 1H), 5.93 (s, 1H), 4.51 (m, 1H), 4.02 (m, 1H), 3.68
(br.s, 2H), 3.51 (m, 3H), 3.12 (s, 2H), 3.04 (dd, J=13.4, 10.1 Iy, 1H), 2.92
(dd, J=13.4, 3.3 'y, 1H), 2.23 (s, 3H), 1.50 (s, 9H).

MK (KBr): 3304, 3068, 1633, 1516, 1321, 1221, 1076, 746 cm™.

AHanun3 gns CssH3;NsOsS:
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PacyerT: C71.32; H6.71; N 7.56.
O6Hapy»xeHo: C 71.54; H 6.83; N 7.32.
Mpumep 43

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcn-3'-HadpT-2-nn-tmomeTnn-4'-
a3a-5'-okco-5'-(2"-meTun-3"-N(meTun)ammHodeHnn)neHTunlbeHsamua

Ha3BaHHOe coefuHeHMe MosiyyYasin B COOTBETCTBUU C METOAMNKOW, Ae-
TaJ/ibHO oOnucaHHou B npuMmepe 42, wucnonbsys 100 mr (0.23 mMMoOsb)
NMONMEHOBAHHOIro coeguMHeHns noarotoekn 254 B 2.0 Mn guMmeTun-
dopmamunpa, 42 mr (0.26 MMOJIb) Ha3BaAaHHOINo0 coeaMHEHUs NMoaroTOBKN 28,
32 mr (0.23 mmonb) HOBT, 45 mr (0.23 mmonab) EDC 1 0.16 mn (1.20 mmMonb)
TpuaTUNaAMMUHA. HeOoYUWEHHbIM OCTATOK O4Yullann, WUCMOoNb3ysa (3LW-XPOo-
MaTorpadguio (aonpyrowmnm pacteop - 2 % MeTaHos1 B MeTWieHxJsiopuae),
nonydasa 102 mr 6enoro TBepnoro Bewectsa (T.n. 111-113 °C).

Bbixon: 76 %.

'H AMP (CDCls): & 7.89 (s, 1H), 7.75 (m, 2H), 7.52-7.21 (m, 9H), 7.00 (t,
J=7.9 I'u, 1H), 6.62 (t, J=7.4 Ty, 1H), 6.41 (d, J=9.1 'y, 1H), 6.09 (d, J=5.8
My, 1H), 5.91 (s, 1H), 4.48 (m, 1H), 4.01 (m, 1H), 3.69 (s, 1H), 3.50 (m, 2H),
3.01 (m, 2H), 2.85 (s, 3H), 2.15 (s, 3H), 1.45 (s, 9H).

AHanuns gnsa CssHaoNsOsS:

Pacyer: C71.67;H6.89; N 7.37.
O6HapyxeHo: C71.92; H6.74; N 7.42.
Mpumep 44

[2'R-(2'R*,3'S*)]-N-T-byTnn-2-[2'-rngpokcn-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-0kco-5'-(2"-xnop-3"-amnHopeHnn)neHTnN] 6eHsamung

Ha3BaHHOe coeguHeHMe MoslyyYasnm B COOTBETCTBUU C METOAMNKOWN, Oe-
TaJlbHO oOnucaHHon B npuMmepe 42, wucnonb3yda 100 mr (0.23 ™MMosb)
MOMMEHOBAHHOIo coegunHeHnsa noarotoBkn 254 B 2.0 Mn gnMmeTun-
dopmammnpa, 48 mr (0.28 MmMonb) 2-xN0p-3-aMUHOBEH30MHON KUCIOThI, 32
mr (0.23 mmonb) HOBT, 45 mr (0.23 mmonb) EDC n 0.16 mn (1.20 mmonb)
TpuaTUNaMMUHA. HeoYUWEHHbIM OCTATOK O4YuLann, WUCMOoNb3ysa (3LW-XPOo-
MaTorpadguio (3noupyrowmnm pacteop - 2 % MeTaHos1 B MeTuieHxsiopuae),
nony4dasa 97 mr 6enoro TBepaoro BeuwecTtBa (T.n. 107- 108°C).

Bbixon: 72 %.

'H dMP (CDClz): & 7.89 (s, 1H), 7.78 (m, 2H), 7.61-7.23 (m, 9H), 6.95 (t,
J=7.8 T'uy, 1H), 6.78 (m, 1H), 6.52 (d, J=7.9 'y, 1H), 6.05 (d, J=6.0 'y, 1H),
5.92 (s, 1H), 4.51 (m, 1H), 4.21 (s, 2H), 4.16 (m, 1H), 3.51 (m, 2H), 3.01 (m,
3H), 1.49 (s, 9H).

AHanun3 pnsa Cs;Hz4CINsOsS:

Pacyer: C66.71; H5.95; N 7.29.
ObHapyxeHo: C 66.85; H 6.06; N 7.42.
Mpumep 45

[2'R-(2'R*,3'S*)]-N-ByTunn-2-[2'-rngpokcun-3'-HacpT-2-nnTnomeTnn-4'-
a3a-5'-0kco-5'-(2"-6pom-3"-ammHopeHnN)neHTnUN] 6eHzamuna

Ha3BaHHOe coefuHeHue MoJsiyyasn B COOTBETCTBUU C METOAMNKOWN, fe-
TaJ/ibHO oOnucaHHou B npuMmepe 42, wucnonb3sys 100 mr (0.23 mMMoOnb)
MONMEHOBAHHOIro coeamHeHnsa noarotoskn 2540 B 2.0 Mn guMmeTun-
dopmamunpa, 61 mr (0.28 mMmMonb) 2-6pom-3-aMUHOBEH30MHOW KUCAOTbI, 32
Mmr (0.23 mmonb) HOBT, 45 mr (0.23 mmonb) EDC n 0.16 mn (1.20 MmMonb)
TpM3TUNaMUHA. Heo4YnWweHHbI OCTaTOK OYULAAN, UCNOoAb3ysa (I3LW-XPOo-
MaTorpadguio (3npyowmnn pacTteop - 2 % MeTaHo MeTueHxaopuae), no-
nydasa 102 mr 6benoro tBepgoro Bewectsa (T.n. 110-112°C).

Boixon: 71 %.
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'H AMP (CDCls): § 7.88 (s, 1H), 7.78 (m, 2H), 7.60-7.25 (m, 9H), 6.95 (t,
J=7.8 'y, 1H), 6.78 (m, 1H), 6.52 (d, J=7.9 T'u, 1H), 6.1 (d, J=6.1 Tu, 1H),
5.90 (s, 1H), 4.52 (m, 1H), 4.21 (s, 2H), 4.15 (m, 1H), 3.50 (m, 2H), 3.00 (m
3H), 1.49 (s, 9H).

AHanuns oA C32H34BFN303S:

PacyerT: C61.93; H5.52; N6.77.
O6HapyxeHo: C61.82; H5.83; N 6.63.
Mpumep 46

[2'R-(2'R*,3'S*)]-N-T-ByTunn-2-[2'-rngpokcn-3'-HapT-2-nn-tnomeTtnn-4'-
asa-5'-okco-5'-(2"-meTnn-3"-rmpgpokcmdeHns)
neHTunl]beHzamnp

Ha3BaHHOe coeguHeHMe MosyyYasanm B COOTBETCTBUU C METOAMNKOW, Ae-
Ta/lbHO OnNMcaHHoW B npumMepe 42, ncnonb3ysa 75 mr (0.18 Mmosb) NoMMeHo-
BAaHHOIo coeAnHeHna noarotoskn 254 8 2.0 mn gumetunndopmammaa, 32 Mr
(0.21 MMO/1b) NOMMEHOBAHHOIro0 coeanmHeHus noarotosku 23B, 24 mr (0.18
mMmosnb) HOBT, 34 mr (0.18 mmonb) EDC 1 0.12 mn (0.88 MMonb) TpMITUAN-
aMMUHa. Heo4YuweHHbI OCTAaTOK  O4YMWann, uUcnonb3lya  Gasw-xpo-
MaTorpadguio (3noupyrowmnm pacteop - 1 % MeTaHON B MeTuieHxsiopuae),
nony4yasa 52 mr 6enoro TeBepaoro BewecTBa (T.n0. 119-120°C).

Bbixon: 53 %.

MK (KBr): 3297, 1636, 1518, 1284, 1221, 1073, 746 cm™.

'H dMP (CDCIs): 6 7.90 (s, 1H), 7.76 (m, 3H), 7.48 (m, 6H), 6.79 (m,
4H), 6.52 (d, J=9.2 'y, 1H), 6.23 (s, 1H), 5.92 (s, 1H), 4.50 (m, 1H), 4.02 (m,
1H), 3.49 (m, 3H), 3.03 (dd, J=13.4, 10.2 'y, 1H), 2.97 (dd, J=13.4, 3.4 Ty,
1H), 2.25 (s, 3H), 1.49 (s, 9H).

AHanun3 gnsa CssHssN20,4S:

Pacyer: C71.19; H6.52; N 5.03.
ObHapyxeHo: C 70.95; H 6.59; N 4.87.
Mpumep 47

[2'R-(2'R*,3'S*)]-N-T-ByTunn-2-[2'-rungpokcn-3'-Hap T-2-un-rnometunn-4'-
a3a-5'-o0kco-5'-(2"-meTnn-5"-ammnHodeHnn)neHTnn] 6eHszamng

Ha3BaHHOe coegunHeHMe noJsiyyYasan B COOTBETCTBUN C METOAUKOW, aOe-
TaJ/ibHO oOnucaHHou B npuMmepe 42, wucnonbsys 100 mr (0.23 mMMoOnb)
MONMEHOBAHHOIro coenumHeHnsa noarotoskn 2540 B 2.0 Mn guMmeTun-
dopmamnpa, 44 mr (0.28 MMOJIb) Ha3BaAaHHOIr0 coeAMHEHUs NoaroToBkn 29,
32 mr (0.23 mmonb) HOBT, 45 mr (0.23 mmonb) EDC 1 0.16 mn (1.20 mmMonb)
TpM3TUNaMUHA. Heo4YnweHHbI OCTaTOK OYULAAN, UCNOoAb3ysa (I3LW-XPOo-
MaTorpadguio (3aupyowmn pacteop - 2 % MeTaHON B MeTuieHXxaopuae),
nony4dasa 101 mr 6enoro TBepnoro Bewectsa (T.n. 106-107°C).

Bbixoa: 79 %.

'H AMP (CDCls): § 7.89 (s, 1H), 7.76 (m, 3H), 7.40-7.25 (m, 7H), 6.85 (t,
J=9.0 Iy, 1H), 6.62 (d, J=7.7 Ty, 1H), 6.43 (d, J=9.0 'y, 1H), 6.08 (d, J=5.8
Mu, 1H), 5.89 (s, 1H), 4.51 (m, 1H), 4.02 (m, 1H), 3.70 (br.s, 2H), 3.50 (m,
3H), 3.04 (dd, J=13.3, 10.1 Iy, 1H), 2.92 (dd, J=13.3, 3.2 'y, 1H), 2.21 (s,
3H), 1.50 (s, 9H).

AHanun3 gnsa CssHzsNsOsS:

PacuyeT: C71.32; H6.71; N 7.56.
O6HapyxeHo: C 71.64; H 6.93; N 7.45.
Mpumep 48

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcn-3'-Hadp1-2-nn-tmomeTnn-4'-
asa-5'-okco-5'-(2"-meTnn-3"-rmgpokcneHnn)neHTun]-1-HapTnnammg
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Ha3BaHHOe coeguHeHMe MosyyYasan B COOTBETCTBUU C METOAMKOW, Ae-
TaJlbHO oOnucaHHonm B npuMmepe 42, wucnonb3yda 100 mr (0.21 ™MMoib)
MOMMEHOBAHHOI0 CoeguHeHNs NoAroToskn 26 B 2.0 mn gumMmeTundopMmamMm-
na, 35 mr (0.23 MMO/Ib) NOMMEHOBAHHOIO0 CoeaANHEeHNSa NOAroToBku 23B, 29

r (0.21 mmonb) HOBT, 40 mr (0.21 mmonb) EDC 1 0.15 mn (1.10 mmosb)
TpM3TUNaMUHA. Heo4YnLEeHHbI OCTaTOK O4ULLaIn, UCNoab3ysa (3LW-XpPo-
MaTorpaduio (3nounpytowmnn pacteop - 1.5 % MeTaHON B MeTUieHxsopuae),
nony4dasa 106 mr 6enoro tBepaoro BewecTtsa (T.n. 115-117°C).

Bbixon: 82 %.

'H dMP (CDCls): & 7.90 (s, 1H), 7.76 (m, 2H), 7.53-7.24 (m, 11H), 6.85
(t, ]J=7.6 T'u, 1H), 6.73 (m, 1H), 6.63 (d, J=5.7 I'u, 1H), 6.51 (d, J=9.2 I'u, 1H),
6.10 (s, 1H), 5.90 (s, 1H), 4.50 (m, 1H), 4.09 (m, 1H), 2.48 (m, 2H), 3.10 (dd,
]=12.9, 9.7 'y, 1H), 2.88 (dd, J=12.9, 3.2 T'u, 1H), 2.13 (s, 3H), 1.46 (s, 9H).

AHanun3 gnsa Cs7H3sN20,4S:

Pacyer: C73.24; H6.31; N 4.62.
O6HapyxeHo: C 73.46; H 6.70; N 4.35.
Mpumep 49

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[-[2'-rngpokcn-3'-HapT-2-nn-TnomeTnn-
4'-aza-5'-0kco-5'-(2"-xnop-3"-ammnHopeHun)neHTU]-1-HacpTnnammng

Ha3BaHHOe coefuHeHWe MoJsiyyYasin B COOTBETCTBUU C METOAMNKOWN, fe-
TasbHO onucaHHonm B npumepe 42, wncnonbdysa 100 mr (0.21 Mmonb)
MOMMEHOBAHHOI0 CoeguHeHNs NoaAroToskn 26 B 2.0 mn gumeTundopMmamMu-
na, 39 mr (0.23 MMonb) 2-xnop-3-amnHobeH3onHon Kucnotbl, 29 mr (0.21
mMmonb) HOBT, 40 mr (0.21 mmonb) EDC 1 0.15 ma (1.10 MMONb) TpUITWUII-
aMMHa. HeoYMWEeHHbIN OCTAaTOK  o4YMwanu, UCnonb3ya  GasW-xpo-
MaTorpaduio (anwnpyrowmnn pacteop - 1.5 % meTaHON B MeTUeHxaopuae),
nony4vas 97 mr 6enoro TBepaoro BewecTtsa (T.n. 110-112°C).

Boixon: 74 %.

'H 4MP (CDCls): & 7.90 (s, 1H), 7 81 (m, 4H), 7.75-7.21 (m, 9H), 6.95 (t,
J=7.8 T, 1H), 6.75 (m, 1H), 6.51 (d, J=8.2 Iy, 1H), 6.12 (d, J=5.9 Iy, 1H),
5.95 (s, 1H), 4.50 (m, 1H), 4.21 (s, 2H) 4.15 (m, 1H), 3.51 (m, 2H), 3.00 (m
3H), 1.49 (s, 9H).

AHann3 gnsa CseHssCIN3OsS:

PacyeT: C 69.05; H5.79; N 6.71.
O6Hapy»xeHo: C 69.21; H 5.85; N 6.54.
Mpumep 50

[2'R-(2'R*,3'S*)]-N-T-byTnn-2-[2'-rngpokcn-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-okco-5'-(3"-ammnHoeHnN)neHTUN]beH3amMung

Ha3BaHHOe coefguHeHMe MoslyyYasin B COOTBETCTBUU C METOAMNKOW, Ae-
TaJlbHO oOnucaHHon B npuMmepe 42, wucnonb3yda 100 mr (0.23 ™MMosb)
MOMMEHOBAHHOIo coegunHeHnsa noarotoBkn 254 B 2.0 Mn gnMmeTun-
dopmamupa, 38 mr (0.28 MMonb) 3-aMUHO-BEH30MHOM KMUCNOTbI, 32 Mr (0.23
mMmosnb) HOBT, 45 mr (0.23 mmonb) EDC n 0.16 mn (1.20 MMonb) TPUITUN-
aMMUHa. Heo4YuweHHbI OCTAaTOK  Oo4YMWann, UCnonb3lya  Gasw-xpo-
MaTorpadguio (3noupyrowmnm pacteop - 2 % MeTaHos B MeTuieHxsiopuae),
nony4dasa 90 mr 6enoro TBepaoro BewecTBa (T.n0. 101-102°C).

Bbixon: 72 %.

'H AMP (CDCls): 8 7.87 (s, 1H), 7.78 (m, 2H) 7.61-7.22 (m, 10H), 6.96
(c, J=7.7 Ty, 1H), 6.76 (m, 1H), 6.52 (d J=7.8 'y, 1H), 6.04 ( ,J 6.1 lu,
1H), 5.91 (s, 1H), 4.5 (m, 1H), 4.20 (s, 2H), 4.15 (m, 1H), 3.50 (m, 2H), 3.01

(m, 3H), 1.49 (s, 9H).
AHann3 gnga Cs;HssNsOsS:
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PacyerT: C 70.95; H6.51; N 7.76.
O6HapyxeHo: C71.21; H6.72; N7.72.
Mpumep 51

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcn-3'-HadpT-2-nn-tmomeTnn-4'-
a3a-5'-okco-5'-(3"-rngpokcucpeHnnlnentmnnl]berHszamug

Ha3BaHHOe coefuHeHMe MosiyyYasin B COOTBETCTBUU C METOAMNKOW, Ae-
TaJIbHO onncaHHon B Npumepe 42, ncnonbsysa 50 mr (0.12 MMoJ1b) MONMEHO-
BaHHOro coeguHeHusa nogrotosku 25 8 2.0 ma gumetundopmammaa, 20 mr
(0.14 mMonb) 3-rmapo-kKcmbeH3onHom kKucnoTbl, 16 mr (0.12 mmonb) HOBT,
22 mr (0.12 mmonb) EDC n 0.081 mn (0.58 Mmmonb) TpuaTunammHa. Heo4u-
LWEeHHbIN OCTAaTOK OYuLlliannM, uUCcnonb3ysa qsw-xpomaTtorpadguio (aawoupy-
lowmnm pacteop - 50 % >TunauyertaT B rekcaHe), nony4asa 36 mr 6enoro
TBepnoro seuiectsa (T.m. 125-128°C).

Boixon: 57 %.

'H 9MP (CDCls): § 7.87 (s, 1H), 7.73 (m, 3H), 7.20-7.50 (m, 7H), 6.95-
7.15 (m, 4H), 6.80 (m, 1H), 6.80 (m, 1H), 6.50 (s, 1H), 6.30 (m, 1H), 5.95 (s,
1H), 4.53 (m, 1H), 4.10 (m, 1H), 3.45 (m, 2H), 3.03 (dd, J=13.4, 10.5 Iy,
1H), 2.90 (dd, J=13.4, 3.5 Ty, 1H), 1.46 (s, 9H).

HR Macc-cnekTp gnsa Cs;HsaN20,4S:

PacyeT: m/e 675.1294.

ObHapy»xeHo: m/e 675.1311.

Mpumep 52

[2'R-(2'R*,3'S*)]-N-T-byTnn-2-[2'-rngpokcn-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-0kco-5'-(2"-MeTuneHnn)neHTnnlbeHzamumg

Ha3BaHHOe coeguHeHMe MoslyyYasnm B COOTBETCTBUU C METOAMNKOWN, Oe-
TaJlbHO onncaHHoW B npumMepe 42, ncnonb3ysa 50 mr (0.12 MMoJb) NOMMEHO-
BAaHHOro coeanHeHa noarotoskn 254 8 2.0 mn gumetunndopmammaa, 19 mr
(0.14 mMmonb) 2-meTun-6eH3onHon Kucnaothbl, 16 mr (0.12 mmonsb) HOBT, 22
Mmr (0.12 mmonb) EDC n 0.081 mn (0.58 mmonb) TpusTunammHa. Heo4vunuweH-
Hbll OCTaTOK O4ullanu, UCNoNb3ysa Qs-xpoMmaTorpaduio (31I0NPYIOLLNNA
pacTteop - 40 % 3TunaueTaT B rekcaHe), nony4asa 33 mr 6esoro TBepAoOro
BewecTBa (T1.n. 85-87°C).

Bbixon: 52 %.

'H dMP (CDCls): 6 7.89 (d, J=1.0 'y, 1H), 7.76 (m, 3H), 7.15-7.52 (m,
11H), 7.02 (t, J=7.4 Ty, 1H), 6.48 (d, J=9.0 'y, 1H), 6.08 (d, J=6.1 'y, 1H),
5.89 (s, 1H), 4.53 (m, 1H), 4.02 (m, 1H), 3.48 (d, J=6.8 'y, 2H), 3.00 (dd,
J=13.4, 10.2 Ty, 1H), 2.92 (dd, J=13.4, 3.6 T'y, 1H), 2.46 (s, 3H), 1.45 (s, 9H).

HR MaCC-CI'IeKTp ansa C33H35N203S:

PacyeT: m/e 673.1501.

ObHapy»xeHo: m/e 673.1504.

Mpumep 53

[2'R-(2'R*,3'S*)]-N-T-ByTunn-2-[2'-rungpokcun-3'-Hap T-2-un-rnomeTunn-4'-
a3a-5'-okco-5'-(2"-meTnn-3",5"-anammHodeHnn) neHTunlbeHsammg

Ha3BaHHOe coefuHeHue MoJsiyyasn B COOTBETCTBUU C METOAMNKOWN, fe-
TaJIbHO onncaHHon B npumepe 42, ncnonbiya 50 mr (0.12 MMoJ1b) MONMEHO-
BaHHOro coeguHeHusa nogrotosku 25 8 2.0 ma gumetundgopmammaa, 23 Mr
(0.14 w™MmMonb) 2-meTun-3,5-gpnammHobeH3omMHOnM KucaoTbl, 16 ™Mr (0.12
mMmosb) HOBT, 22 mr (0.12 mmosnb) EDC n 0.081 mn (0.58 mmonb) Tpuatun-
aMuHa. Heo4nuweHHoe Macso o4uwanu gaw-xpomaTtorpaduen (sanwoupy-
IOLWWIA pacTBop - 5 % MeTaHoN B MeTuneHxaopuae), nony4aa 28 mr benosa-
TOoro nopouwka (t.n. 125-128°C).

Boixon: 42 %.
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'H AMP (CD CI) 5 7.90 (d, J=1.2 T'u, 1H), 7.77 (m, 3H), 7.20-7.53 (m

10H) 6.35 (d, J=9.3 'y, 1H), 6.15 (br.m 1H), 6.01 (d, J=2.1 Ty, 1H), 5.92 (s
H), 5.83 (d, J 2 1 My, 1H), 4.50 (m, 1H), 3.96 (m, 1H), 3.50 (m, 4H), 3.03

dd,J 13.4, 10.2 Ty, 1H), 2.91 (dd, )= 13 4, 3 5Tu, 1H), 2.10 (s, 3H), 1.47 (s
9H).

HR Macc-cnekTp gnsa CssHssN4OsS:

PacyeT: m/e 703.1719.

ObHapy»xeHo: m/e 703.1733.

Mpumep 54

[2'R-(2'R*,3'S*)]-N-T-byTnn-2-[2'-rngpokcun-3'-HadpT-2-nn-tmomeTnn-4'-
a3a-5'-okco-5'-(2",2"-auxnopdenHnn)neHTnnlbeHsammng

Ha3BaHHOe coeguHeHMe MosyyYasanm B COOTBETCTBUU C METOAMNKOW, Ae-
Ta/lbHO OnNMcaHHoW B npumMepe 42, ncnonb3ysa 75 mr (0.18 Mmosb) NoMMeHo-
BaHHOro coegnHeHusa noarotosku 251 8 1.0 mn gumeTtuncdopmamuga, 40 mr
(0.21 mmonb) 2,3-anxnopbeH3onHon kKncnoTol, 24 mr (0.18 mmonb) HOBT, 34
Mmr (0.18 mmonb) EDC 1 0.12 mn (0.88 MMob) TpMaTUNaMUHa. Heo4ynweHHoe
MacJ1I0 o4uLLanu, UCNosib3ya qsw-xpoMmaTorpaduio (31onpyrowmnin pacTeop
- 25-50 % rpaaueHT 3TunaueTaTa B rekcaHe), nonydas 75 mr 6enoro
TBepnoro seuwectBa (T.n. 116-119°C).

Beixon: 74 %.

'H gMP (CDCls): § 7.90 (s, 1H), 7.75 (m, 3H), 7.20-7.52 (m, 9H), 7.13
(dd, J=7.9, 1.2 'y, 1H), 7.00 (t, J=7.8 'y, 1H), 6.64 (d, J]=9.9 'y, 1H), 5.88
(br.s, 1H), 4.52 (m, 1H), 4.03 (m, 1H), 3.50 (d, J=6.0 'y, 2H), 3.00 (m, 2H),
1.44 (s, 9H).

AHanuns OnA C32H32C|2N203S:

PacyeT: C64.53; H5.42; N 4.70.
O6Hapy»xeHo: C 64.54; H 5.50; N 4.73.
Mpumep 55

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcn-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-0kco-5'-(2"-xnop-5"-amnHopernn)nenTnn] 6eHsamng

Ha3BaHHOe coegunHeHMe noJsiyyYasan B COOTBETCTBUN C METOAUKOW, aOe-
TaJIbHO onNncaHHon B nNpumepe 42, ncnonbsya 75 mr (0.18 MMoJib) NMONMEHO-
BaHHOro coeguHeHusa nogrotosku 25 8 1.0 mn gumetundopmammaa, 36 mMr
(0.21 MMONb) Ha3BAHHOIro coeaMHeHnsa noarotoskn 29, 24 mr (0.18 mmonb)
HOBT, 34 mr (0.18 mmosnb) EDC 1 0.12 mn (0.88 MMonb) TpuaTuiaMmmHa. He-
O4YMLLEHHOE MacCJ/lI0 oYuLaIn, UCMosb3ya daw-xpomaTtorpadgpuio (3aoumpy-
lowmnm pacteop - 50 % >TunauyetaT B rekcaHe), nony4asa 90 mr 6enoro
TBepaoro sewectsa (T.n. 109-110°C).

Bbixoa: 90 %.

'H gMP (CDCls): § 7.89 (s, 1H). 7.75 (m, 3H), 7.21-7.52 (m, 10H), 7.04
(d, J=8.3 T'u, 1H), 6.73 (m, 1H), 6.55 (m, 2H), 5.92 (br.s, 1H), 4.50 (m, 1H),
3.99 (m, 1H), 3.52 (d, J=5.6 'y, 2H), 3.02 (m, 2H), 1.45 (s, 9H).

AHanun3 gnsa Cs;Hs34CINsOsS:

PacyerT: C66.71; H5.95; N 7.29.
O6Hapy»xeHo: C 66.94; H 6.34; N 6.92.
Mpumep 56

[2'R-(2'R*,3'S*)]-N-T-bByTnn-2-[2'-rngpokcun-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-0kco-5'-(2"-xnop-3"-rugpokcuceHnn) neHTnnléeHsammng

Ha3BaHHOe coefuHeHMe MoJslyyYasn B COOTBETCTBUU C METOAMKOWN, Ae-
Ta/lbHO ONMMcaHHOW B npumepe 42, ncnonb3lysa 75 kr (0.18 mmonb) nommeHo-
BaHHOro coegunHeHus nogrotosku 25 8 1.0 mn gumetundopmammaa, 36 mr
(0.21 MMoOb) Ha3BaHHOro coegnHeHnsa noarotosku 14, 24 mr (0.18 MmmMonb)
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HOBT, 34 mr (0.18 mmosnb) EDC 1 0.12 mn (0.88 MMonb) TpuaTuiaMmmHa. He-
OYNLLEHHOE MaC/I0o O4ULLaNM, MUCNoJsb3ysa qsw-xpoMmaTorpauio (3a1mnpy-
loWKnn pacTBop - 25-50 % rpagveHT sTunaueTaTa B rekcaHe), nonydasa 71
Mmr 6enoro TeBepporo sewecTtsa (T.n. 104-105°C).

Boixon: 71 %.

'H gMP (CDCls): 6 7.90 (d, J=1.0 T'u, 1H), 7.7 (m, 3H), 7.19-7.52 (m,
8H), 7.00 (m, 2H), 6.87 (m, 1H), 6.64 (d, J=9.1 'y, 1H), 5.89 (s, 1H), 4.52 (m,
1H), 4.04 (m, 1H), 3.50 (d, J=6.1 Iy, 1H), 3.05 (dd, J=13.4, 10.2 Ty, 2H),
2.94 (dd, J=13.4, 3.6 'y, 1H), 1.45 (s, 9H).

AHanun3 ansa Cs;Hs3CIN,O,S:

PacyerT: C 66,59; H5,76; N 4,85.
O6HapyxeHo: C 66,64; H 5,90; N 4,93.
Mpumep 57

[2'R-(2'R*,3'S*)]-N-T-byTnn-2-[2'-rngpokcun-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-0kco-5'-(n3oxnHoNMH-5"-nn)neHTnnlbeHsamng

K pactBopy 0.40 r (0.95 MMOab) NOMMEHOBAHHOro0 CcoeaAuHEeHUS
noarotoskn 250 n 134 mkn (1.22 mmonb) N-meTun-mopgosinHa B 15 mn teT-
parngpodypaHa pobasnsanm 0.45 r (1.33 MMOJIb) MOMMEHOBAHHOIO Coeau-
HeHusa noarotToskn 30B. Peakuunto npoBoanam B TedeHne npmbnmsntenbHo 8
4acoB, MOC/Ee Yero peakuMoHHY cMecb pa3baBnsanm atunaueTatom. Obpa-
30BaBLUMECH CJIOM pa3gensnn, n opraHUYecKnin Csion rnpombiBasin nocreno-
BaTe/IbHO BOAOW N COJIEBbIM PAacTBOPOM W 3aTEM KOHLUEHTPUPOBaaM, NOy-
4as HEOYMLLEHHbLIN MaTepuan. OTOT HEOYULLEHHbIM MaTepunas OYnNLLLANIN, UC-
nonb3ysa daaw-xpomMmatorpaduio (ANOKCNL KPEMHUS; SMOMNPYIOWNA PacTBOP
- 4 % meTaHoN B MeTuneHxsopuge), nonydas 0.53 r 6benoro TBepaLoro Be-
wecTtBa (T.n. 109-112°C).

Boixon: 97 %.

'H gMP (CDCls): 6 9.19 (s, 1H), 8.50 (d, J=4.6 T'u, 1H), 8.23 (d, J=5.9
My, 1H), 7.92 (m, 2H), 7.76 (m, 3H), 7.56 (m, 3H), 7.43 (m, 3H), 7.32 (m,
2H), 7.24 (m, 1H), 6.88 (d, J=9.0 'y, 1H), 6.05 (br.s, 1H), 5.93 (s, 1H), 4.64
(m, 1H), 4.12 (m, 1H), 3.51 (d, J=6.3 'y, 2H), 3.01 (m, 2H), 1.40 (s, 9H).

MK (Hepa3baBneHHbI TOHKMIW cnon): 3428, 3019, 2978, 1647, 1514,
1215, 758 cm™,

HR Macc-cnekTp onsa CssHisNsOsS (MHY):

PacyeT: 578.2477.

ObHapy»xeHo: 578.2468.

AHanuns oA C35H35N303S . 017CH2C|2

PacyerT: C71.33; H6.02; N7.10; S5.41.
O6bHapy»xeHo: C 71.35; H6.00; N 7.09; S 5.44.
Mpumep 58

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-(2'-rngpokcn-3'-Hapt-2-nn-tuomeTnn-4'-
asa-5'-okco-5'-(1",2",3",4"-TeTparngpo-n30xXmMHoOANH-5"-nn)neHtmnn]beHsa-
Munpg

K pacteopy 0.15 r (0.26 MMoJ1b) Ha3BaHHOIo coeguHeHNs npumepa 57
B 6 M yKCcycHon kucaoTbl gobasnsann 0.08 r (1.27 mmonb) umanboprugpunga
HaTpusa. Peakuunio npoBoauam B TedyeHume npubnusmtenbHo 1 4aca, nocne
4yero ee oCTaHaB/MBann gobasBneHMemM HacblLEHHOr0O pacTBopa bukapboHa-
Ta HaTpusa. XesnaemMoe coefuHEHMe 3aTeM 3KCTparnpoBasn, WUCNOJb3y4
3TunaueTaT, WU OpraHMYeckMe >SKCTPaKTbl MNPOMbIBaSIM MocCsenoBaTesIbHO
BOOOMN U COJIEBLIM PAaCTBOPOM M 3aTeM yrapuBanun rnpu NoHMXXeHHOM [aBe-
HANM 00 NOJIyYeHUSA NeHbl. 3Ty MeHy o4Yuwanu, wucnonb3ys ¢asw-xpo-
MaTorpaduio (OUOKCUA KPeMHUS; SI0UpyoLwWwmn pacteop - 4 % MeTaHon B
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MeTuneHxnopunge), nonydasa 0.10 r 6enoro amoppHOro TBEPOOro BelecTBa
(T.n. 197-199°C).

Bbixon: 66 %.

'H gMP (CDCls): 6 7.85 (s, 1H), 7.75 (m, 3H), 7.50-7.20 (m, 7H), 7.06
(m, 1H), 6.95 (m, 2H), 6.59 (d, J=9.1 Ty, 1H); 6.02 (s, 1H), 4.48 (br.s, 1H),
4.00 (br.s, 1H), 3.98 (s, 2H), 3.45 (m, 2H), 3.01 (s, 1H), 2.98 (d, J=6.0 Iy,
3H), 2.89 (m, 3H), 1.44 (s, 9H), OH He Habnogann.

MK (Hepa3baBneHHbIN TOHKUA cnon): 3418, 3281, 3019, 1632, 1516,
1215, 756.

HR Macc-cnekTp onsa CssHioNsOsS:

PacyeT: 582.2790.

ObHapy»xxeHo: 582.2792.

AHanuns OnA C35H35N3O3S . 017CH2C|2

Pacyer: C 70.85; H6.65; N 7.05; S 5.38.
O6Hapy»xeHo: C 70.85; H6.74; N 7.16;S 5.42.
Mpumep 59

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcn-3'-Hap1-2-nn-tmomeTnn-4'-
asa-5'-okco-5'-[2-N(meTunn)-1",2",3",4"-TeTparngpon3oXmMHONNH-5"-nn)neH-
TunléeHsamunp

K ropsyemy pacteopy (60°C) 0.11 r (0.19 mMMonb) Ha3BaHHOro coenu-
HeHnsa npumepa 57 B 3 Mmn TeTparugpodypaHa pobasnsnam 53 mr (1.40
MMOJb) boprugpunaga HaTpusa U 75 MK MypaBbUHON KUCIOTbI. lNocne npwu-
61m3mMTenbHO 1 Yaca peakumio ocTaHaBaMBann gobasreHNeM HaCbILLEHHOro
pacTBopa bukapboHaTa HaTpusa. Xesaemoe coefUMHEHWe 3KCTparvpoBasnu,
NCNoNb3ys 3TUNaueTaT, U opraHU4Yeckme 3KCTPaKTbl MPOMbIBaAN Mocseno-
BaTeJIbHO BOAOW N COJIEBbIM PacTBOPOM W 3aTeM KOHLEHTPUPOBaaM, NOy-
4asd NeHy. 3Ty NeHy oYULann, NCnonb3ys Gasw-xpoMmaTorpaduio (anMokcmng,
KPEMHUSA; N0UPYIOLWNIA pacTBop - 5 % MeTaHON B MeTuneHxaopuae), nony-
yas 0.05 r 6enoro amopgHoro TBepaoro sewecTsa (T1.n. 110-113°C).

Bbixoa: 44 %.

'H AMP (CDCls): & 7.86 (s, 1H), 7.75 (m, 3H), 7.50-7.20 (m, 7H), 7.00
(m, 3H), 6.46 (d, J=9.0 'y, 1H), 6.13 (d, J=5.0 'y, 1H), 5.96 (s, 1H), 4.45 (m,
1H), 3.97 (m, 1H), 3.54 (S, 2H), 3.46 (m, 2H), 3.20-2.90 (m, 4H), 2.60 (t,
J=5.9Tu, 2H), 2.40 (s, 3H), 1.44 (s, 9H).

MK (Hepa3baBneHHbIN TOHKUI cnon): 3432, 3019, 2976, 1645, 1516,
1215, 756 cm™,

HR MaCC-CﬂeKTp ansd C36H42N303S (MH+)

PacyeT: 596.2947.

ObHapy»xxeHo: 596.2939.

AHanuns oA C36H41N303S . 032CH2C12

PacyerT: C70.02; H6.74; N6.75; S 5.15.
O6Hapy»xeHo: C 70.03; H6.74; N 6.81; S 5.24.
Mpumep 60

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcn-3'-peHnnmetunn-4'-asa-5'-
okco-5'-(1",2",3",4"-TeTparnapom3oxXnHoNnH-5"-nn)nentnnlbeHzamma
Ha3BaHHOe coegnHeHMe noJsiyyasan B COOTBETCTBUN C METOAUKOW, Ae-
TasibHO onNMcaHHOM B npumepe 58.
'H gMP (CDCl3): § 7.42 (m, 10H), 7.00 (m, 3H), 6.28 (d, J=9.4 Ty, 1H),
(s, 1H), 4.60 (m, 1H), 3.95 (bs, 3H), 2.80-3.20 (m, 7H), 2.62 (m, 1H),
(s, 9H).
AHanuns oA C31H37N303 - MeOH:
Pacyer: C72.29;,H7.77; N 7.90.
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O6Hapy»xeHo: C 72.61; H 7.58; N 7.61.

Mpumep 61

[2'R-(2'R*,3'S*)]-N-T-bByTnn-2-[2'-rngpokcun-3'-Hap1-2-nn-tmomeTnn-4'-
a3a-5'-o0kco-5'-(HapT-1"-nn)neHTmnn]beHzamung

K xonogHomy pacteopy (0°C) 100 mr (0.23 MMOJIb) MOMMEHOBAHHOIO
coegnHeHunsa nogrotoBku 251 B 2.0 mn gumetundopmamnga gobasnanm 45
Mr (0.26 mMmonb) HadTanuH-l-kapboHoBon KuUcnoTbl, 32 Mr (0.23 MMOSb)
HOBT, 45 mr (0.23 mmonb) EDC n 0.16 mn (1.20 mMmonb) TpuaTuUnaMuHa.
Peakuuto nposoannm B TedyeHme npmbnmsmtenbHo 1 yaca npm 0°C n 16 4a-
COB NpPW KOMHATHON TeMnepaType, Noc/ie Yero peakLMoHHY cMecb pa3bas-
nann 10 mn stTunavertaTa. loNy4YeHHYO CMeCb MPOMbIBasin BOLOW, BbICY-
wmBaanm Hapg cynbaToM HaTpuda, GPUAbTPOBaIN WU 3aTeEM yrnapusanu npu
MOHVW>XXEHHOM [aBJIeHUU A0 MNOJIyYeHUS OCTaTKa. DTOT OCTAaTOK oyuuianu,
ncnonb3ysa gasw-xpomaTorpadguio (3atoupyowmn pacteop - 1 % meTaHon B
MeTuneHxnopunge), nonydyas 82 mr besnoro TBepaoro seuwecTtsa (T.n. 92-
95°C).

Boixon: 63 %.

'H AMP (CDCls): § 8.35 (br.s, 1H), 7.95-7.68 (m, 7H), 7.62-7.30 (1m,
10H), 6.71 (d, J=8.9 Iy, 1H), 6.10 (d, J=6.2 Ty, 1H), 5.89 (s, 1H), 4.61 (m,
1H), 4.26 (m, 1H), 3.51 (d, J=8.9 'y, 2H), 3.0 (m, 2H), 1.51 (s, 9H).

AHanun3 gna CssHisN.OsS:

PacyerT: C74.97; H6.29; N 4.86.
O6Hapy»xeHo: C 75.13; H 6.45; N 4.49.
Mpumep 62

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcun-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-okco-5'-(nHpoon-4"-nn)neHtTunléeHsamunp

Ha3BaHHOe coefuHeHMe Mosiyyasin B COOTBETCTBUM C METOAMKOWN, Oe-
TaJIbHO onncaHHonm B npuMmepe 61, ncnonbsys 100 mr (0.23 mMmMonb) coeam-
HeHnsa noarotoBkn 251, 42 mr (0.26 MMOJb) Ha3BaHHOro coegunHeHus
nogrotoBkn 32, 32 Mmr (0.23 mmonb) HOBT, 45 mr (0.23 mmonb) EDC n 0.16
M (1.20 mmonb) TpudTnnamuHa B 2.0 mn gumetnndopmammaa. HeovumuieH-
HbIh OCTATOK OYULLaNN, UCMONb3YyAa (dLW-XxpoMaTorpaduo (3110MPYHOLLLNA
pactBop - 1 % MeTaHon B MeTuneuxsopupae), nonydyaa 43 mr 6benoro
TBepporo Beuwiectsa (T.n. 109-110°C).

Bbixon: 35 %.

'H 4MP (CDCls): § 8.45 (br.s, 1H), 7.90 (s, 1H), 7.76 (m, 3H), 7.57-7.23
(m, 10H), 7.19-6.89 (m, 3H), 6.24 (d, J=6.2 T'u, 1H), 5.97 (s, 1H), 4.63 (m,
1H), 4.13 (m, 1H), 3.51 (m, 2H), 3.01 (m, 2H), 1.49 (s, 9H).

AHanun3 gnsa CssH3sNsOsS:

Pacyer: C72.18; H6.24; N 7.43.
ObHapyxeHo: C 72.31; H6.37; N 7.22.
Mpumep 63

[2'R-(2'R*,3'S*)]-N-T-ByTunn-2-[2'-rngpokcn-3'-Hap T-2-un-rnometunn-4'-
a3a-5'-0kco-5'-(xmHoNNH-5"-nn)nenTmnnl]bensamug

Ha3BaHHOe coefuHeHue MoJsiyyasn B COOTBETCTBUU C METOAMKOWN, fe-
TasbHO onucaHHonm B npuMmepe 57, wncnonbsya 0.060 r (0.15 mMmosb)
MOMMEHOBAHHOINro coeamHeHus noarotoskun 251, 42 mkn (0.38 mmonb) N-
MmeTunmopdgosimHa u 0.074 r (0.38 MMOJIb) Ha3BaHHOro CoefuHeHUs
noarotoekn 31 B 2 M TeTparupgpodypaHa, nonydasa 0.045 r 6enoro
TBEPAOro BelwecTBa.

Boixon: 54 %.
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'H gMP (CDCls): § 8.85 (m, 1H), 8.75 (m, 1H), 8.75 (d, J=8.21 'y, 1H),
8.07 (m, 2H), 7.95 (s, 1H), 7.76 (m, 3H), 7.64 (m, 2H), 7.54 (m, 2H), 7.44 (m
2H), 7.38 (m, 3H), 7.25 (m, 1H), 4.88 (s, 2H), 4.45 (m, 1H), 4.05 (m, 1H),
3.69 (dd, J=14, 3.09 'y, 1H) 3.23 (m, 1H), 3.05 (m, 2H), 1.32 (s, 9H).

MK (KBr): 3485, 3429, 3279, 3061, 2964, 1638, 1543, 1454, 1364,
1319, 1219, 1072, 806, 746 cm™,

HR Macc-cnekTp ona CssHisNsOsS (MHY):

PacyeT: 578.2477.

ObHapy»xeHo: 578.2491.

AHann3 gna CssHisNsOsS - 0.6H,0:

PacyeT: C71.42; H6.20; N 7.14; S 5.45.
O6Hapy»xeHo: C 71.44; H6.16; N 7.19; S 5.41.
Mpumep 64

[2'R-(2'R*,3'S*)]-N-T-byTnn-2-[2'-rngpokcun-3'-Hap1-2-nn-tmomeTnn-4'-
asa-5'-okco-5'-(1",2",3",4"-TeTparnapoxXnHoNnH-5"-nn)nentTnnlbeHsammg

Ha3BaHHOe coefuHeHMe MoJslyyYasn B COOTBETCTBUU C METOAMNKOWN, Ae-
TasibHO OonMncaHHowm B npumepe 58, ncnonbsysa 0.023 r (0.36 MMOJb) UMaAH-
6opruapuaa HaTtpus, 0.041 r (0.07 MMOSIb) Ha3BaAaHHOIO COeANHEHNS NMpUMe-
pa 63 M 2 MA YKCYCHOM KUCNOTbl, nonyyas 0.024 r 6enoro amopdHoOro
TBEpPOOro BeuecTsa.

Bbixon: 60 %.

'H AMP (CDCIs): 6 7.88 (s, 1H), 7.75 (m, 3H), 7.42 (m, 6H), 6.79 (t,
J=7.73 Ty, 1H), 6.54 (d, J=7.28 Ty, 1H), 6.44 (d, J=8.15 Ty, 2H), 6.10 (br.
1H), 5.91 (br.s, 1H), 4 4 (m H), 4.05 (m, 1H), 3.48 (m, 2H), 3.24 (t, J=5.50
My, 2H), 2.89 (m, 4H) 1.85 (m, 2H), 1.46 (s, 9H).

MK (KBr): 3450, 2972, 1638, 1618, 1591, 1512, 1454, 1309, 1119,
1134, 1086, 814, 698, 621 cm™.

HR MaCC-CﬂeKTp ans C35H40N303S (MH+)

PacyeT: 582.2790.

ObHapy»xeHo: 582.2792.

Mpumep 65

[2'R-(2'R*,3'S*)]-N-T-bByTnn-2-[2'-rngpokcun-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-okco-5'-(nHponnH-4"-mn)nenHTunléeHsamna

Ha3BaHHOe coefguHeHMe MoslyyYasn B COOTBETCTBUU C METOAMKOWN, Oe-
TaJlbHO oOnucaHHon B npuMmepe 61, wucnonb3ysa 100 mr (0.23 ™MMOSb)
MOMMEHOBAHHOIro coeaunHeHus noarotoBkun 251, 42 mr (0.26 MMOJb) Ha-
3BaHHOro coeamHeHnsa noarotoBkn 32, 32 mr (0.23 mmonb) HOBT, 45 mr
(0.23 mmMmonb) EDC wu 0.16 mn (1.20 mmonb) TpuaTunammHa B 2.0 Mn
anmetTnngpopMmamMmmaa. Heo4YnWeHHbIN OCTAaTOK o4YuLLanM, UCNONAb3ys asLW-
xpomaTtorpadguio (anoupyrowmn pacteop - 1.5 % mMeTaHON B MeTUIEHX10-
pnae), nonyyas 12 mr 6enoro TBepaoro sewecTtsa (1.n. 83-84°C).

Bbixoa: 9 %.

'H 4MP (CDCls): & 7.99 (s, 1H), 7.76 (m, 3H), 7.69-7.23 (m, 10H), 7.10
(d, J=8.8Ty, 1H), 6.60 (d, J=8.9 'y, 1H), 5.99 (d, J=6.2 Iy, 1H), 5.89 (s, 1H),
4,53 (m, 1H), 4.11 (m, 1H), 3.44 (m, 6H), 3.01 (m, 2H), 1.49 (s, 9H).

AHann3 gnsa CssHs,Hs0sS:

Pacyer: C71.92; H6.57; N 7.40.
O6Hapy»xeHo: C 72.21; H6.72; N 7.26.
Mpumep 66
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[2'R-(2'R,3'S)]-N-T-byTunn-2-[2'-rugpokcun-3'-HadpT-2-nn-tmnometunn-4'-
a3a-5'-0kco-5'-(xnHoNnH-4"-nn)neHTnnlbeHsamna

Ha3BaHHOe coeguHeHMe MosyyYasan B COOTBETCTBUU C METOAMNKOW, Ae-
TaJlbHO oOnucaHHon B npuMmepe 61, wucnonb3yda 100 mr (0.23 ™MMOsb)
MOMMEHOBAHHOIro coegnHeHnsa noarotoBkm 250, 45 mr (0.26 MMOJb)
XNHONNH-4-kKapboHoBon KmncnoTbl, 32 mr (0.23 mmonb) HOBT, 45 mr (0.23
mMmosb) EDC n 0.16 mn (1.20 mmonb) TpuaTunammHa B 2.0 Mn gnmeTun-
opMmammnpga. Heo4uwEeHHbIN OCTAaTOK O4YULLANN, WUCNONb3YyA QA3LW-XPO-
MaTorpaduio (3nounpyowmn pacteop - 1.5 % MeTaHON B MeTUeHxsiopuae),
nonydasa 42 mr 6enoro TeBepaoro seuwiectsa (T1.n. 88-92°C).

Bbixon: 32 %.

'H dMP (CDCls): 6 8.59 (s, 1H), 8.33 (d, J=7.9 I'u, 1H), 8.09 (d, J=8.4
My, 1H), 7.93 (s, 1H), 7.80-7.71 (m, 4H), 7.69- 7.25 (m, 8H), 7.15 (s, 1H),
6.88 (d, J=8.4 I'u, 1H), 5.99 (s, 1H), 5.85 (s, 1H), 4.63 (m, 1H), 4.21 (m, 1H),
3.51 (d, 6.2 I'u, 2H), 3.02 (m, 2H), 1.39 (s, 9H).

AHanun3 onsa CssHisNsOsS:

PacuyerT: C72.76; H611; N 7.27.
O6Hapy»xeHo: C 72.91; H6.33; N 7.36.
Mpumep 67

[2'R-(2'R*,3'S*)]-N-T-ByTunn-2-[2'-rngpokcn-3'-HapT-2-nn-rnomeTnn-4'-
a3a-5'-o0kco-5'-(2"-meTnn-3"-HuTpodeHnnlnenTnnlbeHsamng,

Ha3BaHHOe coeanHeHMe noJjiy4yasanm B COOTBETCTBUM C METOOUKOW, Oe-
Ta/lbHO oOnMucaHHonm B npuMmepe 61, wucnonb3yda 100 mr (0.23 ™MMOSb)
MOMMEHOBAHHOIro coeauHeHums noprotoeku 250, 47 mr (0.26 MMonb) 2-
MeTUN-3-HUTpobeH30MHON KncnoTbl, 32 Mr (0.23 mmonb) HOBT, 45 mr (0.23
MmMmonb) EDC n 0.16 mn (1.20 mMonb) TpusTunammHa B 2.0 Ma gumeTun-
opMamMupa. HeouyuwWeHHbIN OCTAaTOK o4ulanu, WCNosb3ys ¢A3LW-Xpo-
MaTorpadguio (3noupyownm pacteop - 1 % MeTaHON B MeTuieHxsopuae),
nonydasa 100 mr 6enoro TBepaoro Bewectsa (T.n. 80-81°C).

Boixon: 74 %.

'H AMP (CDCls): & 7.89 (s, 1H), 7.75 (m, 3H), 7.65-7.25 (m, 9H), 7.10
(d, J=7.9 Ty, 1H), 6.63 (d, J=8.9 'y, 1H), 5.97 (d, J=6.0 'y, 1H), 5.87 (s, 1H),
4.53 (m, 1H), 4.11 (m, 1H), 3.44 (m, J=6.3 Iy, 2H), 3.03 (dd, J=13.3, 10.2
u, 1H), 2.28 (dd, J=13.5, 2.8 'y, 1H), 2.53 (s, 3H), 1.47 (s, 9H).

AHanun3 gna CssHisNsOsS:

PacyerT: C67.67;, H6.02; N 7.17.
O6Hapy»xeHo: C67.83; H5.93; N 7.05.
Mpumep 68

[2'R-(2'R*,3'S*)]-N-T-byTnn-2-[2'-rngpokcun-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-0kco-5'-(3"-HuTpo-6"-meTnndeHnn)neHTunlbeHzamug

Ha3BaHHOe coefuHeHMe Mosiyyasin B COOTBETCTBUM C METOAMKOWN, Oe-
TaJ/ibHO oOnMucaHHouW B npuMmepe 61, wucnonbsys 100 mr (0.23 mMMOsb)
MOMMEHOBaHHOIro coeauHeHums nogrotosku 250, 47 mr (0.26 MMoab) 2-
MeTuN-5-HuTpobeH3onmHonm KucnoTbl, 32 Mr (0.23 mmonb) HOBT, 45 mr (0.23
mMmonb) EDC n 0.16 mn (1.20 mmonb) TpuatunammHa B 2.0 Ma gumeTun-
dopmamunpga. Heo4ynwWwEeHHbIN OCTAaTOK O4YULLANN, WUCNONb3yAa (QA3LW-XPO-
MaTorpadguio (aoupyrowmnm pacteop - 1 % MeTaHON B MeTwieHxJiopuae),
nony4dasa 102 mr 6enoro TBepnoro BewecTtsa (T.n. 85-88°C).

Boixon: 75 %.

'H AMP (CDCls): 6 8.17 (s, 1H), 8.07 (d, J=8.4 'y, 1H), 7.78 (m, 2H),
7.59-7.22 (m, 10H), 6.71 (d, J=8.9 Ty, 1H), 6.03 (d, J=6.1 Iy, 1H), 5.9 (s,
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1H), 4.52 (m, 1H), 4.13 (m, 1H), 3.45 (d, J=6.2 'y, 2H), 3.03 (dd, J=13.3,
9.61 'y, 1H), 2.9 (dd, J=13.3, 3.72 I'u, 1H), 2.55 (s, 3H), 1.43 (s, 9H).
AHann3 anga CssHssNsOsS:

Pacyer: C67.67;, H6.02; N 7.17.
ObHapyxeHo: C 67.92; H 6.22; N 7.02.
Mpumep 69

[2'R-(2'R*,3'S*)]-N-T-ByTunn-2-[2'-rungpokcun-3'-Hap T-2-un-rnomeTunn-4'-
a3a-5'-okco-5'-(1"-N(meTun)nupoon-4"-nn)neHtmnn] 6eHlamug

Ha3BaHHOe coegunHeHMe noJsiyyYasan B COOTBETCTBUN C METOAUKOW, aOe-
TaJ/ibHO oOnMucaHHoW B npuMepe 61, wucnonbsys 100 mr (0.23 mMMOnb)
NMOMMeHOBaHHOro coegnHeHunsa nogrotoBku 2514, 46 mr (0.26 mmonb) 1-N-
MeTun-4-kapboHoBO-KMCNOro nHaonmHa, 32 mr (0.23 mmonb) HOBT, 45 mr
(0.23 mmonb) EDC wn 0.16 mn (1.20 mmonb) TpumaTunammHa B 2.0 mMn
anmeTungopMmamMmmaa. HeodneHHbIM OCTAaTOK oYuLWann, NCMonb3ys asLwU-
XpomaTorpaguio (3noumpyrowmn pacteop - 1 % MeTaHON B MEeTUNEHXJ0-
pnge), nonyyas 42 mr 6enoro Teepaoro sewecTtsa (1.n. 86-89°C).

Boixona: 31 %.

'H gMP (CDCls): § 7.88 (s, 1H), 7.79-7.65 (m, 3H), 7.53-6.95 (m, 13H),
6.22 (d, J=6.3 'y, 1H), 5.99 (s, 1H), 4.67 (m, 1H), 4.13 (m, 1H), 3.75 (s, 3H),
3.51 (m, 2H), 3.03 (m, 2H), 1.49 (s, 9H).

AHanun3 gna CssHisNsOsS:

PacyerT: C72.51; H6.43; N 7.25.
O6Hapy»xeHo: C 72.83; H 6.51; N 7.15.
Mpumep 70

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcun-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-okco-5'-(2"-meTnn-3",4"-gurnapokcndeHnn) neHtunlbensamma

Ha3BaHHOe coefuHeHMe Mosiyyasin B COOTBETCTBUM C METOAMKOWN, Oe-
TaJ/ibHO oOnMucaHHouW B npuMmepe 61, wucnonbsys 100 mr (0.23 mMMONb)
MOMMEHOBaHHOro coegunHeHnsa noarotoskm 250, 44 mr (0.26 MMOJb)
MOMMEHOBAHHOIo coeaunHeHna noarotoskn 33B, 32 mr (0.23 mmonb) HOBT,
45 mr (0.23 mmonb) EDC 1 0.16 mn (1.20 mmonb) TpuaTunammHa B 2.0 mn
anmeTtTungopmaMmmaa. HeouymeHHbIN OCTAaTOK o4Yullann, UCnosb3ysa asLw-
XpoMmaTorpaduio (3aomnpyrowmn pacteop - 2.5 % MeTaHON B MeTUIEHXJI0-
pnae), nony4das 76 mr 6enoro TBepaoro sewectsa (T.n. 121-123°C).

Bbixon: 58 %.

'H AMP (CDCls): 6 7.89 (s, 1H), 7.75 (m, 2H), 7.55-7.22 (m, 10H), 6.85
(t, J=7.9Tu, 1H), 6.72 (m, 2H), 6.61 (d, J=5.7 'y, 1H), 6.50 (d, J=9.4 'y, 1H),

13 (s, 1H), 5.92 (s, 1H), 4.51 (m, 1H), 4.09 (m, 1H), 3.51 (m, 2H), 3.12 (dd,

J=13.1, 10 Iy, 1H), 2.87, (dd, J=13.1, 3.1 'y, 1H), 2.13 (s, 3H), 1.46 (s, 9H).
AHanun3 gns Cs3HzsN20sS:

PacyerT: C69.21; H6.34; N 4.89.
ObHapyxeHo: C 69.43; H6.72; N 4.72.
Mpumep 71

[2'R-(2'R*,3'S*)]-N-T-ByTnn-2-[2'-rngpokcn-3'-HapT-2-nn-tuomeTnn-4'-
a3a-5'-okco-5'-(3"-rmgpokcndeHnn)neHTun]beHsammng

>Kenaemoe Ha3BaHHOe coegMHEHMe NoJlydyanan B COOTBETCTBUN C METO-
OWKOW, [OeTasibHO onuMcaHHom B npuMmepe 61, ucnonb3ys 100 mr (0.23
MMOJ1b) MOMMEHOBAHHOIo coegnHeHns noarotosku 2514, 45 mr (0.26 MMonb)
2-xnop-4-amnHobeH30MHOM KncnoTtbl, 32 Mr (0.23 mmonb) HOBT, 45 mr (0.23
MmMonb) EDC n 0.16 mn (1.20 mMonb) TpuaTunammHa B 2.0 M gumeTun-
opMamMupa. HeouyuwWEeHHbIN OCTAaTOK o4uwanu, WUCNosb3ysa ¢3LW-Xpo-
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MaTorpadguio (3aupyowmn pacteop - 2 % MeTaHON B MeTW/eHXaopuae),
nonyyasa 92 mr 6enoro TBepgoro BewecTBa (T.n0. 102-104°C).

Bbixon: 69 %.

'H AMP (CDCls): 8 7.88 (s, 1H), 7.77 (m, 2H), 7.61-7.23 (m, 9H), 6.95 (t,
J=7.7 Ty, 1H), 6.75 (m, 1H), 6.51 (d, J=7.8 T'y, 1H), 6.06 (d, J=6.1 'y, 1H),
5.90 (s, 1H), 4.51 (m, 1H), 4.20 (s, 2H), 4.12 (m, 1H), 3.50 (m, 2H), 3.01 (m,
3H), 1.48 (s, 9H).

AHanun3 gnsa Cs;Hs34CINsOsS:

PacyerT: C66.71; H5.95; N 7.29.
O6Hapy»xeHo: C 66.92; H 5.97; N 7.16.
Mpumep 72

[2'R-(2'R*,3'S*)]-N-T-bByTnn-2-[2'-rngpokcun-3'-Hadp1-2-nn-tmomeTnn-4'-
a3a-5'-o0kco-5'-(2"-MeTunn-5"-rngpokcndeHnn) neHtTun]beHsamung

>Xenaemoe Ha3BaHHOE coegMHEHMEe NoJslyyasnm B COOTBETCTBUN C METO-
ONKOW, JeTajslbHO onucaHHonm B npumepe 61, wucnonb3sya 100 mr (0.23
MMOJIb) NMOMMEHOBAHHOIro coegnHeHuns noarotosku 250, 47 mr (0.26 MMob)
MOMMEHOBAHHOIo coeanHeHns noarotosku 296, 32 mr (0.23 mmonb) HOBT,
40 mr (0.23 mmonb) EDC 1 0.16 mn (1.20 mmonb) TpuaTunammHa B 2.0 mMn
anmetnngpopMmamMmmaa. Heo4nweHHbIN OCTAaTOK o4YuLLannM, UCNOb3ys pasaLw-
XpoMmaTorpadguio (3naounpyrowmn pacteop - 3 % MeTaHo/Nl B MEeTUJIeHXJ0-
pnae), nony4das 86 mr 6enoro TBepaoro sewectsa (1.n. 104-106°C).

Bbixoa: 67 %.

'H dMP (CDCls): 8 7.85 (s, 1H), 7.72 (m, 3H), 7.60-7.22 (m, 9H), 6.92 (t,
J=7.5Tu, 1H), 6.72 (m, 1H), 6.50 (d, J=7.6 T'uy, 1H), 5.96 (s, 1H), 5.90 (s, 1H).
4,50 (m, 1H), 4.15 (m, 1H), 4.02 (m, 1H), 2.51 (m, 2H), 3.01 (m, 3H), 2.36 (s,
3H), 1.45 (s, 9H).

AHanun3 gnsa CssHiz7NsOsS:

Pacyer: C71.32; H6.71; N 7.56.
ObHapyxeHo: C 71.56; H 6.76; N 7.52.
Mpumep 73

[2'R-(2'R*,3'S*)]-N-T-ByTunn-2-[2'-rungpokcn-3'-Hap T-2-un-rnomeTunn-4'-
a3a-5'-o0kco-5'-(3"-rmapokcn-4"-ammHopeHnn) neHTunlbeHsamny

>Kenaemoe Ha3BaHHOe coegMHEHMe NoJlydYaanm B COOTBETCTBUN C METO-
OWKOW, aOeTasibHO onuMcaHHom B npuMmepe 61, ucnonb3ys 100 mr (0.23
MMOJ1b) MOMMEHOBAHHOIro coegnHeHnsa noarotoskn 254, 40 mr (0.26 MMOnb)
3-rnapokcun-4-ammnHo-6eH3onHon kmucnoTbl, 32 Mr (0.23 mmonb) HOBT, 45 mMr
(0.23 mmosnb) EDC u 0.16 mn (1.20 mMmonb) TpumaTmnamuHa B 2.0 Mn
anmeTungopMmamMmmaa. HeodneHHbIM OCTAaTOK oYuWann, NCNonb3ys asLwu-
XpomaTorpadguio (3noumpyrowmn pacteop - 3 % MeTaHO/I B MEeTUSIEHXJ10-
punae), nonyyasa 43 mr 6enoro TBepaoro BewecTsa (T.n. 119-122°C).

Boixon: 34 %.

'H dMP (CDCls): 6 7.91 (s, 1H), 7.75 (m, 2H) 7.60-7.20 (m, 10H), 6.96
(t, J=7.9 Ty, 1H), 6.75 (m, 1H), 6.55 (d, J=7.8 'y, 1H), 6.1 (s, 1H), 5.95 (s,
1H), 4.51 (m, 1H), 4.23 (s, 2H), 4.12 (m, 1H), 3.52 (m, 2H), 3.00 (m, 3H),

1.48 (s, 9H).

AHanns gnsa CsHisNsO4S:

PacyerT: C68.92; H6.33; N 7.53.

O6HapyxeHo: C69.12; H6.57; N 7.32.

PeakunmoHHaa cxema Ill (cM. B KOHUE oONMCaHMA) OEMOHCTpUpyeT
CTPYKTYpbl COeANHEHUI B NMpUBeLEeHHbIX HUXe npuMepax 74 (A-M).

Mpumep 74

Mpumep A
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N-(beH3nnokcnkapboHmn-3-(2-tnennn)-D, L-anaHnH

B konby emkocTbto 500 mn nomewanun 3.0 r 3-(2-tueHnn)-D,L-anaHnHa
(onTu4eckn akTMBHbIN MaTepunan B L-popme BbinyckaeTcsa mpmamu Aldrich
nnn SIGMA n MoXXeT NMPUMEHATLCA OS89 MoJIly4YeHUs ONTUYECKU aKTUBHOIMo
npoaykTa) B cMecu, coctosawen s 75 man H.O n 60 Mn gnokcaHa, n K HUM
nobasnsanm 5.6 r K,CO; ¢ nocneayowmnm gobasneHmnem 2.85 mn kapbobeHsn-
nokcumxnopmga. Cmecb 6bICTpo nepemewmBann B TeyeHme 1 vaca. TCX
(21/7/7/9, EtOAc/AcOH/CHsCN/H,0) nokasana, 4TO WUCXOOHbIN MaTepuan
peakuun ncyepnaH. Habnwopgann nosiBeHMe HOBOro npoaykrta ¢ bonee BblI-
COKUM 3HayveHmeM Rf. [InokcaH ynapuBanm n BoOOHbIN csion npombiBanun Et,0
(75 mn). BogHbin cnon cmewmsananm ¢ CH,Cl; (150 mn) n 3HaveHne ero pH
nogsoannn kK 2.0 ¢ nomouwbto 5H. HCl. >Xenaembin N-(6eH3nNOKCKU-
KapboHwun)-3-(2-tnennn)-D,L-anaHnH 3kcTparnpoBann ¢ nomowbio CH,Cls.
OpraHun4deckmn cinon otpenanu, sboicywmsann Hap Na,SO., punbTpoBann un
KOHLEeHTpupoBaan, nonyyasa 5.05 r xxenaemoro N-(6eH3nn-okcukapboHwun)-
3-(2-tneHunn)-D,L-anaHnHa (Bbixon 98 %).

'H 4MP (300 Ml'y, CDCIs): & 7.37 (m, 5H), 7.18 (d, J=4 'y, 1H), 6.95 (m,
1H), 6.83 (m, 1H), 5.35 (d, J=8 'y, 1H), 5.15 (s, 2H), 4.7 (m, 1H) n 3.4 (m,
2H).

Mpumep b

N-(BeH3unnokcnkapboHunn)-3-(2-tneHnn)-L-anaHnH-T-6yTnnamma

B Konby emkocTbio 500 mn nomewann 8.06 r noMMeHOBaHHOIO coeaun-
HeHusa npuMmepa A, N-(beH3nn-okcnkapboHmnn)-3-(2-tneHnn)-L-anannHa 8 130
mn THF. CoeaunHeHne oxnaxkpanu go 0°C. B konby pobasnanm N-meTun-
MopdonunH (4.23 mn) c nocneayowmm gobaBsieHNEM B Te4eHNE OBYX MUHYT
n3obyTtunxnopgopmmnaTta (4.04 mn). Cmecb nepemelunsann B TedeHne 15-20
MWUHYT, Nocne 4yero K Hen gobasnsanm 3.74 mn T-OyTunamuHa. OxnakgeHue
ybupann, n cmecb nepemMeLllnBain Npu KOMHaTHON TeMrnepaType B Te4yeHune
OByXx 4YacoB. CMecb ynapuBasim Ha POTOPHOM UCMapuTesne, N oCTaToOK pac-
TBOPSAAM B 3TuNaueTaTe. OCcTaToK NpoMbiBanu nocsegosatenbHo H,0, HCl u
HacbiweHHbIM pacTBopoM NaHCOs;. OpraHudeckyio a3y oTaoensanu, BbiCy-
wwuanm Hag Na,SO., punbTpoBaIn U KOHLEHTPUPOBAJIN A0 COCTOAHMUSA MacC-
na. Macno pacteopssn B 100 Mn ropsdyero rekcaHa wu oxnagaaum B
pedpwxKepaTope B Te4eHMEe HOYN, Nnoslydasa TBepaoe BelwecTBo. [ekcaH ge-
KaHTMUpoBasau, nocse 4ero ocagok BbiCylwmBann, nosydasa 9.25 r teepmoro
N-(kapbobeH3nnokcn)-3-(2-tneHunn)-L-anaHnH-t-bytunammaa (sbixon 97 %).

'H AMP (300 Mlu, CDCls): 8 7.37 (s, 5H), 7.2 (d, J=4 l'u, 1H), 6.95 (dd,
J=4 Ty, 8 'y, 1H), 6.87 (d, J=4 Ty, 1H), 5.52 (m, 2H), 5.12 (s, 2H), 4.27 (m,
1H), 3.27 (m, 2H) n 1.23 (s, 9H).

Mpumep B

N-T-ByTun-5-6eH3nnokcun-kapborHunn-(4,5,6,7)-teTparnapo-tneHol3,2-
clnupnanH-6S-N-T-6yTnnkapbokcamua

B konby emkocTbio 50 ma nomewann 500 Mr nommMeHOBaHHOIO coeau-
HeHus npumepa b, N-(6beH3nn-okcnkapboHun)-3-(2-Tnennn)-L-anaHnH-T-
byTunamupa B 12 mn 1,1,2-TpuxnopataHa. K cogepxmmomy Konbbl gobasns-
nm 2 mn TFA ¢ nocneayowmm gobasneHnem 2 Mmn guMmeTtokcumeTaHa. Cmecb
KUNATUANM C 0oBpaTHbLIM  XONOAW/IbHUKOM, KOHTPOJINPYS MPOXOXKAEHME
peakunn ¢ nomouwbto TCX, Kaxable NATb MUHYT. 10 ncrteyeHUn 15 MUHYT
TCX nokasana, 4TO UCXOAHbLIN MaTepuan peakuum ncyepnat. Mo nonyyeHun
B OCHOBHOM >Xe€JlaeMOro npoAykTa, HarpesaHume ybupann n cogepxumoe
Konbbl BolnMBanu B 30 mn H0, copepxawen 3.5 r K,COs n 40 mn CH.CL.
MpoAYyKT NepeHoCUIN B AeNNTEsIbHYI0 BOPOHKY, OpraHnYeckyto a3y otae-
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nanu, sbicywmBann Haph Na,SO., puabTpoBain M KOHUEHTpPUpPOBaAN [0
COCTOAHUA Macna. MpoayKT ovnwanu gasw-xpoMaTtorpadpuen, Ncnosb3ys
25 1 (Si02) n 3 % EtOAc/CH.Cl,. B pesynbTate nony4vanu 357 mr N-T1-6ytun-
5-6eH3nnokcukapborHun (4,5,6,7)-tetparnapo-tueHo [3,2-clnmpmnanH-6S-N-
T-6yTnnkapbokcamupga (Boixon 69 %).

CobntogeHne nMHTepBajsia BpeEMEHW B MNATHagUaTb MUHYT OT Havasna
nednermaumm 0o ypaneHms UCTOYHMKA HarpeBaHWS U HeMedsieHHoe MNo-
cnepgymuwiee CMelurBaHME O04eHb BaXXHbl Ana wusbexaHma nNob6OYHbIX
peakuyuni.

'H 4MP (300 MI'y, de¢ AMCO): § 7.35 (m, 7H), 6.83 (m, 1H), 5.15 (m,
2H), 4.98 (m, 1H), 4.35 (m, 2H), 3.10 (m, 2H) n 1.10 (s, 9H).

Macc-cnekTp: m/e 372 (M*).

Mpumep I

[6S-(6R*,3aS*,7aR*)]-N-(beH3nnokcmkapboHn)-oKTarnapo-TMeHo
[3,2-clnnpunanH-6-N-T-6yTunkapbokcamma

B cocyn ona rmapupoBaHMa Mnoph BbICOKUM [aBllieHUEM MoMeLlasnu
MoMMeHOBaHHOe coeaguHeHne npumepa B, N-T1-6yTun-5-6eH3nnokcu-
KapboHun-(4,5,6,7)-teTparnapo-tneHol3,2-clnnpnamnH-6S-N-t-bytmnn-
kapbokcamug (10.5 r), n 105 r 5 % nannaausa Ha yrne B 1100 mn THF n 525
mn EtOH. Cmecb nomewanu B atmocdepy H, (3000 psi) npn 80°C Ha 24
yaca. PeakUMOHHYIO CMeCb Ooxna)Kganau, KaTanmsaTop OTPUAbLTPOBbLIBAAN U
npombiBanin 20 % MeOH/CHCIs. OpraHuydeckue ¢a3bl 06beguHANIN N KOHLEH-
TpMpOBaN [0 COCTOSAHUSA HEOYULEHHOro Machna. Macno pacTBopsaM B
CH.Cl; n nogseprann gasw-xpomoTtorpadgumm Ha 250 r (SiO;), anonpysa 2 %
MeOH/CH,Cl,. »Xenaembin uucmsomep (OCHOBHOW) B pe3ysbTaTe Xpo-
MaTorpamm nojsy4aeTcsas B OYMUWEHHOM BUAe C HebosbwoW npuMechto
MWHOPHOIro n3oMepa. 3Ty CMeCb NepekpucTasaIn3oBbiBanun, pacteopsasa B 1.5
mn MeOH, pobasnas 20 mn Et,O, ¢ nocneaywowmm gobasneHunem 120 mn
rekcaHa, nocJsie 4yero cMecCb rnomMeLlann B pegpmxepaTop Ha HOYb. NMony4deH-
Hble KpuUcTalsbl oOTAenann @QuabTpoBaHMEM, T[MPOMbIBAJIN  XOJIOOHbLIM
reKCaHoOM 1 BbICYLUMBaANAW Nog BakKyyMoMm, rnosy4dasa 2.54 r ymcusomepa [6S-
(6R*,3aS*,7aR*)]-N-(beH3nnokcukapboHnn) okTarmgpotmeHo [3,2,-clnu-
pnaonH-6-N-T-byTunkapbokcammnga (Bbixoa 24 %).

'H dMP (300 MIl'u, CDCls): 8 7.37 (s, 5H), 6.0 n 5.5 (br.s, 1H), 5.18 (br.s,
2H), 4.22 (m, 2H), 3.40 (m, 1H), 2.87 (m, 3H), 2.48 (m, 1H), 2.15 (m, 2H),
1.70 (m, 1H) n 1.15 (br.s, 9H).

Macc-cnekTp: m/e 377 (M* +1).

Mpumep A

[6S-(6R*,3aS*,7aR*)]-OkTarngpoTneHol3,2-clnupnanH-6-N-t-6ytunn-
kKapbokcamunpg

B konby emkocTbtio 100 mn nomewanm 2.41 r nOMMEHOBAHHOI0 coeau-
HeHus npumepa I, [6S-(6R*,3aS*,7aR*)]-T-(6eH3nnokcukapboHmMI)-oKTarna-
poTtuneHo [3,2-clnnpunanH-6-N-T-byTnnkapbokcammaga B 12 mMn cmecnm 1:1
CHsCN/CH,Cl,. K pacTtBopy nobaBnsnm nepByto NOPUUIO TPUMETUICUANIN-
oanaa (TMSI) (1.9 mn) n nepemewnBann B TedyeHne 10 mnHyT. 3aTeM gobas-
nann sTopyto nopumnto TMSI (0.94 mn) n nepemewmBann B teyeHme 10 mun-
HyT. do6asnsann TpeTbio nopuuto TMSI (0.48 mn) n nepemelnBanm B Teve-
Hue 30 MuHyT. TCX (5 % EtOAc/CH,Cl;) noka3ana, 4TO UCXOOHbLIV MaTepuan
peakuun ncyepnaH. PeakynoHHyo cmecb pasbasnsnm 30 ma OnaTUIO0BOro
sacumpa, 40 mn H,O n 6 mn 1H. HCIL. Cnon acpmpa oTaensnm v npombisanan 15
Mn 0.1H. HCl. ObbeauHeHHble 3¢upHbLIe crion oTbpackiBann, a BOAHble
MPOMbIBKK 06beanHann. K Hum nobaBnanu HacbiweHHbIn pactBop NaHCOs;,
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Ana noaseneHus pH BogHoro cnoa A0 8. BoAHbLIM C/IOM 3KCTparmposasnu
nsaxabl 200 mn CH,Cl,, opraHnyeckne cnoun obbeaMHSANN U BbICYLLUUBANMU
Han Na,SO.. PacTBop hunbTpoBaM N KOHLEHTpupoBaau, nonyyasa 1.3 r (Bbl-
xon 84 %) »xenaemoro [65-(6R*,3aS*,7aR*)]-okTarngpotueHo
[3,2-c]lnnpunanH-6-N-T-6yTnunkapbokcammaa.

'H AMP (300 Ml'u, CDCls): 6 6.43 (s, 1H), 3.22 (m, 2H), 2.95 (m, 4H),
2.17 (m, 3H), 2.0 (m, 1H), 1.55 (m, 2H) n 1.32 (s, 9H).

[a]o(EtOH) = -179.1° (npn 25°C).

Mpumep E

[6S-(6R*,3aS*,7aR*,2'S*,3'S*)]-5-[2-Tnapokcn-4-coeHnnTno-3-(beH-
30KCMKapboHMI)-aMnHobyTnnl-okTarnapoTmMeHo [3,2-c]nupnanH-6-N-T-
byTunkapbokcamnpg

B konby emkocTtbio 100 mn nomewann 1.45 r [1'R-(1'R*,1S*)]-1-[(1'-N-
(beH3mnokcnkapboHmN)aMnHo-2'-(hbeHnNTNO)aTuMJoKkCMpaHa (Nosy4eHHoro
nocne noaroToBKU 81, [1'R-(1'R*,1S*)]-1-[(1'-
N(6eH3nnokcnkapboHmnm)aMmnHo-2'-(heHnNTNOo)3TUN]oOKCMPpaH MOXKET TaKxe
OblITb MONy4eH Kak nokasaHo B npumepe H Hmxke)) n 1.07 r noMmMeHOBaH-
HOro coegunHeHusa npumepa 75, [6S-(6R*,3aS*, 7aR*)]JokTarngpoTtueHo [3,2-
clnupnanH-6-N-T-byTunkapbokcammaa B 30 mn EtOH n cmecb HarpeBanu oo
65°C B Te4yeHue 60 4YacoB. PeakKUMOHHYIO CMeCb KOHLEeHTpupoBau A0
COCTOSIHUA MeHbl N o4Ynwann Ha xpomatoTpoHe (4000 MMKpPOHHAsA niacTu-
Ha), amoupya 1 % MeOH/CH.CIl,. Hy>XHble hpakunm KOHLEHTPUPOBaIN, MNO-
ny4daa 1.8 r »xenaemoro [65-(6R*,3aS*,7aR*,2'S*,3'S*)]-5-[2-rngpokcun-4-ge-
HUNTNO-3-(6eH30KCMKapboHMI)-aMnHOBYTNN]-OKTarnagpoTMNeHo [3,2-c]nn-
pnanH-6-N-T-6yTunkapbokca-mmaa. HecKonbko hpakumm B Ha4ane pasgene-
HUSA, copdep)Xawmx CMecb BeuwiecTB, 0b6beanHanu, nonaydas 326 Mr cmecw,
KOTOPYIO CHOBa O4uMUlafn XpoMaTorpamyeckm B TeX e CaMbIX YC/I0BUAX
Ha 2000 MUKpPOHHOM NnacTuHe. B pe3synbTaTe nosyyann LOMNOJIHATESIbHbIE
228 Mr xenaemoro [6S-(6R*,3aS*,7aR*,2'S*,3'S*)]-5-[2-rngpokcun-4-peHnn-
Tno-3-(6eH3okcnkapboHmn)-ammHobyTunlokTarngpoTneHo[3,2-c] nNupuanH-

6-N-T-6yTunkapbokcammaa. Oo6bwunin BbIX0O/, MoJly4eHHOro [6S-
(6R*,3aS*,7aR*,2'S* 3'S*)]-5-[2-ruapokcun-4-deHnnTmno-3-(beHsokcmkapbo-
HW) aMUHOBYTNN]-OKTarmgpoTUEHo [3,2-c]nnpngnH-6-N-T-6yTInn-

kapbokcamunpa coctasmn 80.5 %.

'H gMP (300 Mlu, CDCls): § 7.30 (m, 10H), 5.80 (m, 2H), 5.08 (AB, 2H),
3.95 (m, 2H), 3.42 (m, 2H), 3.17 (m, 3H), 2.90 (m, 2H), 2.67 (m, 1H), 2.58
(m, 1H), 2.48 (m, 1H), 2.35 (m, 2H), 1.98 (m, 4H) n 1.30 (s, 9H).

Mpumep XK

[6S-(6R*,3aS*,7aR*,2'S*,3'S*)]-5-[2-Tmuapokcn-4-peHnnTno-3-aMmHoby -
Tunl-okTarmapoTumeHo [3,2-clnupnanH-6-N-T-6yTunkapbokcamng

B konby emkocTbio 100 mn nomewann 1.8 r nOoMMeHOBAHHOIr0 coeaun-
HeHnsa npumepa E, [6S-(6R*,3aS*,7aR*,2'S*,3'S*)]-5-[2-rngpokcun-4-cheHnn-
Tno-3-(6eHsokcnkapboHmn)-ammHobyTnn] oKkTarnapoTueHo [3,2-clnupunann-
6-N-T-6yTunkapbokcammga B 10 mn kaxxgoro n3 CH,Cl, n CHsCN. K pacTtBopy
nobasnanu nepsyto nopuunto (TMSI) (1.14 mn) n nepemMewnBann B TeyeHune
10 mMuHyT. 3aTtem pobasnsanm BTOpyto nopuyuto TMSI (0.72 mn) u ne-
pemewmnsanm B TedeHme 10 muHyT. Jobasnsanu TpeTbio nopuuto TMSI (0.24
MJ1) N nepeMelInBann B Te4yeHmne 15 MnHyT. PeakUMOHHYIO cMecb pa3basns-
nm 40 mn Et;O mn Beiameann B 30 ma 0.1H. HCl u 60 mn Et,O. 3TaHONbHLIN
cqion otoenanu u otbpacbiBann. BooHbiM cnon noalienadmBanm HacCblLWEH-
HbiM pacTtBopoM NaHCOs n akcTparuposanm CH,Cl; (2 X 100 mn). OpraHunye-
CKyto a3y otgmensanu, Bbicywmsann Hag NaxSO,, punbTpoBaM U KOHLEH-
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TpupoBann, nonydasa 1.18 r [6S-(6R*,3aS*,7aR*,2'S*,3'S*)]-5-[2-rugpokcun-4-
dheHnnTno-3-aMmHobyTnn] oKTarmapoTmeHol[3,2-clJnnpnanH-6-N-T-byTnn-
kapbokcamunpa (86 % Bbixon) B Buae 6enoro Teepnoro sewecTsa.

'H 4MP (300 Mlu, CDCls): & 7.38 (m, 2H); 7.28 (m, 2H); 7.20 (m, 1H);
6.23 (s, 2H); 3.65 (s, 1H); 3.28 (m, 3H); 2.90 (m, 4H); 2.70 (m, 2H); 2.58 (m,
1H); 2.43 (m, 1H); 2.34 (m, 1H); 2.05 (m, 4H); 1.80 (m, 3H) n 1.32 (s, 9H).

MK (CHCIs): 3430; 3005; 2973; 1670; 1514; 1456; 1366 n 1090 cm™.

Macc-cnekTp: m/e 437 (M*).

Mpumep 3

[6S-(6R*,3aS*,7aR*,2'S*,3'S*)]-2-[2'-Tngpokcn-3'-doeHnntTnomeTmnn-4'-
a3za-5'-okco-5'-(2"-meTnn-3"-rugpoKcn-peHnN)NeHTUN]-oKTarngpoTneHo
[3,2-c] nupnanH-6-N-T-byTunkapbo-kcamung

B kKonby emkocTbio 25 mn nomewann 40 Mr NOMMEHOBAHHOIO coenu-
HeHnsa npumepa XK, [6S-(6R*,3aS*,7aR*,2'S*,3'S*)]-5-[2-ruapokcun-4-gpeHnn-
TNO-3-aMNHOBYTNN]-OKTarnapo-TMeHo [3,2-clnmpnanH-6-N-T-6yTunn-
Kapbokcamupga, 14 Mr 3-rugpokcm-2-MmeTunbeH30MHON KNUCNoTbl N 12.6 Mr
HOBT B 2 mn THF u peakuumoHHy cMecb oxnakganu po -10°C. K cmecu
nobasnsanm DCC (18.7 Mr), HarpeBaan 0O KOMHaTHOW TemnepaTypbl U ne-
pemMewmnBanm B TedyeHne 85 4YacoB. PeakuMoOHHYO cMecb pa3baBnsnm 2 M
Et,O n punbTpoBanm 4epes XJ0MKOBYO HaAabUBKY, puabTpaT KOHUEHTPUPO-
BaJIM U OCTaTOK 3JIlOMpPOBasM Ha xXpomaToTpoHe (2000 MMKpPOHHasa niacTu-
Ha) ¢ nomowblo 3 % MeOH/CHCIs. XKenaemble hpakumnM KOHLEHTPUPOBaIu,
nony4aa 44 wmr [6S5-(6R*,3aS*,7aR*,2'S,3'S*)]-2-[2'-rngpokcun-3'-chbeHnn-
TnoMmeTun-4'-aza-5'-okco-5'-(2"-meTun-3"-rugpokcneHnn)NeHTnN J-ok-
TarngpoTtueHo [3,2-clnnpnanH-6-N-T-6ytnnkapbokcamuaa (Bbixon 85 %).

Mpumep U

[6S-(6R*,3aS*,7aR*,2'S*,3'S*)] -2-[2'-Tnapokcu-3'-peHnntnometunn-4'-
a3za-5'-okco-5'-(2"-meTun-3"-rmgpokcngeHnn) nNeHTun] -oKTarngpoTUeHo
[3,2-c]lnnpnanH-6-N-T-6yTnunkapbokca-mmaa COJ1b MeTaHCY1Ib(OHOBOW
KUCNOTbI

B konby emkocTbtio 50 mn nomewann 330 Mr NOMMEHOBAHHOIO coeau-
HeHusa npuMmepa 3, [6S-(6R*,3aS*,7aR*,2'S*,3'S*)]-2-[2'-rngpokcu-3'-peHunn-
TnomeTun-4'-aza-5'-okco-5'-(2"-metTun-3"-rugpokcneHmnn) neHTun]-ok-
TarnapoTtueHo [3,2-clnnpnpnH-6-N-T-byTnnkapbok-cammpga B cmecm CH,Cly/
CH.CN (4 mn/2 Mmn), n K HEMY, UCNONb3YS MUKPOJUTPOBLIN WNpul, Aobasns-
nm 37.5 mn MeSOsH. Cmecb cTaHoBMNaCb Henpo3pavyHon. Ee pasbasnsanm 1
mn CH.Cl;, pobasnsnnm Et;O mn rekcaH mn KoHueHTpupoBann. OCTaToK C
reKCaHOM 1 KOHLUEeHTpupoBaau ABa pasa, nosaydasa 385 Mr xenaemowm cosnm
MeTaHCy/Ib(hOHOBOW KMUCNOThLI [6S-(6R*,3aS5*,7aR*,2'S*,3'S*)]-2-(2'-ruapokcu-
3'-heHunTnomeTnn-4'-aza-5'-o0kco-5'-(2"-meTun-3" rugpokcnpeHnn)neHTnn -
oKTarmapotmeHo [3,2-clnmpunanH-6-N-T-6yTnnkapbokcamuaga (Bbixog 100
%).

Mpumep K

[6S-(6R*,3aS*,7aR*,2'S*,3'R*)]-5- [2-Tuapokcu-4-peHnn-3-(beH3okcun-
KapboHun)-aMnHo-byTunl-oktarngpotuneHo [3,2-c] nupnaunH-6-T-T-6yTnn-
Kapbokcamug

B konby emkocTbio 50 mn nomewann 145 mr [1'S-(1'R*,1R*)]-1-[(1'-N-
(6beH3mnokcnkapboHmn)amMmHo-2'-(beHnn)atTunlokcmpaHa (Moxxet 6bITb NO-
JIy4eH TaK Xe, Kak U B peakunoHHonm cxeme A (waru ot 1 o 5), npuBeneH-
HOM HMXe) M 118 Mr noMMEeHOBaHHOro coeaunHeHuns npumepa L, [6S-
(6R*,3aS*,7aR*)]-okTarngpoTneHo [3,2-c] MMPUANH-6-N-T-6yTNN-
kapbokcamunpa, B Buge cmecum sHaHtTnomepos B 3 ma EtOH. Cmecb Harpesa-
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nm go 65°C n Bbigep>Xmneasam npu 3Ton TemnepaTtype B TedyeHne 20 4acos.
Hanee peakUMOHHYIO CMeCb KOHLEHTPUPOBAJIN U HEOYULLEHHbIN OCTaTOK
O4YULLAN C NOMOLLbLID XpoOMaTOTPOHa Ha 2000 MNKPOHHOW NaCcTUHE, 3J0U-
pys 1 % MeOH/CHCIl; n nony4asa 98 mr [6S-(6R*,3aS*,7aR*,2'S*,3'R*)]-5-[2-
rnapokcu-4-gpeHnn-3-(beHsokcnkapboHnn)-ammHobyTNA]  OKTarmgpoTUEHO
[3,2-c] nupunaunH-6-N-T-6yTunkapbokcammaoa (Bbixogq 37 %) wm 109 w™r
anactepeomepa [6S-(6R*,3aS*,7aR*,2'S*,3'R*)]-5-[2-rngpokcun-4-peHnn-3-
(6beH30KCMKapboHmMn)-aMmmHobyTnlokTarnapotueHo [3,2-clnnpunanH-6-N-T-

byTunkapbokcammnaa.
Ncnonb3oBaHMe - CylweCTBEHHO  3HAaHTUOMEPHO  4ucTtoro  (6S-
(6R*,3aS*,7aR*)]-okTarngpotmneHo [3,2-c] MMPUANH-6-N-T-6yTNN-

Kapbokcamnuga BMecTo [6S-(6R*,3aS* 7aR*)]-okTarngpotueHo [3,2-c] nu-
pnanH-6-N-T-byTunkapbokcammpoa B BMAE CMeCU 3SHAHTUOMEPOB [LOJIXKHO
npuBoanTb K 6onee BbICOKOMY BbIxondy [6S-(6R*,3aS*,7aR*,2'S*,3'R*)]-5-[2-
rmaopokcn-4-peHunn-3-(beHsokcmkapboHmn)-amnHobyTnNl-oKTarnapoTNEHoO
[3,2-c] nupunaunH-6-N-T-6yTunkapbokcammnpga (cM., Hanpumep, npumep E
BbiLLE).

Mpumep J

[6S-(6R*,3aS*,7aR*,2'S*,3'R*)]-5-[2-Tnapokcn-4-cdbeHnn-3-aMmHoby-
Tnnl-okTarnapoTumeHo [3,2-clnupnanH-6-N-T- 6yTnkapbokcamug

B Konby emkocTbio 25 mn nomewann 85 Mr noMMeHOBaAHHOIro coenu-
HeHuA npuMmepa K, [6S-(6R*,3aS*,7aR*,2'S*,3'R*)]-5-[2-ruapokcun-4-cpeHnn-3-
(beH3okcukapboHun)-ammHobyTnnlokTarmapoTmerHo[3,2-c] nMpuanH-6-N-T-
byTunkapbokcammga B cmecn CHsCN/CH.Cl,. K pacTtBopy nopuuamum B 56, 34
n 11 MUKPOINTPOB COOTBETCTBEHHO KaXAble [ecATb MUHYT pgobasnsanu
TMSI n nepemewnBanu B Te4yeHme 1.5 yacoB. Cmecb pasbasnsanm Et,O (5 mn)
n Bblnneann B 15 mn 1H. HCI n Et;0 (20 mn). OpraHuyeckyto ¢asy oTaensanu
n otbpacbiBanu. BogHbin cnon obpabaTeiBanm 30 M1 HacbILWEHHOro pacTBoO-
pa NaHCO; u akcTparmnposanu CH,Cl; (2 X 50 mn). OpraHnyeckyto ¢asy Bbl-
cywwmsann Hapg NaySO., punbTpoBasM U KOHUEHTPUPOBAAM A0 COCTOAHUSA
Macna, KOoTopoe KpUcTanaam3oBanu, nony4as 64 Mr [6S-
(6R*,3aS*,7aR*,2'S* 3'R*)]-5-[2-ruapokcun-4-cheHnn-3-aMmmHobyTunl]-oktarng-
poTueHo [3,2-clnnpnamnH-6-N-T-byTnnkapbokcammnpga (Boixon 100 %).

'H 4MP (300 MI'y, CDCls): § 7.28 (m, 5H), 6.38 (s, 1H), 3.75 (m, 1H),
3.32 (m, 2H), 3.12 (m, 1H), 2.93 (m, 2H), 2.78 (m, 2H), 2.58 (m, 3H), 2.38
(m, 1H), 2.12 (m, 5H), 1.83 (m, 2H) n 1.35 (s, 9H).

Mpnumep M
[6S-(6R*,3aS*,7aR*,2'S*,3'R*)]-2-[2'-Tuapokcun-3'-peHnnmeTnn-4'-asa-
5'-0kco-5'-(2"-MeTnn-3"-rugpoKCcueHnn)neHTnN]-okTarngpoTueHo [3,2-

clnupnanH-6-N-T-byTnnkapbokca-mma

B konby emkocTblo 25 mn nomewann 64 Mr NOMMEHOBAHHOIo coeam-
HeHns npumepa J1, [6S-(6R*,3aS*,7aR*,2'S*,3'R*)]-5-[2-rupgpokcun-4-peHnn-
3-amuHobyTunl-okTarmapoTneHo [3,2-clnnpunamnH-6-N-T-6ytTnnkapbokcamm-
na, 24 Mr 3-rugpokcun-2-MmeTnnbeH30omMHoOM KUCNOThbl (MoslydyeHa MeToaoMm, 13-
NNOXKeHHbIM B noarotoske 23B) n 22 mr HOBT - H,O B 2 mn THF n cmechb
oxnaxxganu go -10°C. MNMocne 3Toro Kk cmecn godbasnsanm DCC (32 mr), cmecb
Harpesaan OO0 KOMHATHOMW TemnepaTypbl U nepemMewunBanm B TedyeHue 60
yacoB. PeakuuoHHyO cMmecb pasbasnsnm 2 mn Et.0, punbTpoBanu 4vepes
XJNIONKOBYIO Habmeky, unbTpaT KOHUEHTPUPOBAIN N OCTAaTOK 3JIIOMPOBaANM
Ha XxpomaToTpoHe (2000 MUKpOHHaA naacTuHa) rpaguveHToMm oT 1.5 %
MeOH/CHCI; no 4 % MeOH/CHCIs. Hy>XHble hypakLmnm KOHLEHTpUpoBasau, no-
nydaa 72 mr [6S-(6R*,3aS*,7aR*,2'S*,3'R*)]-2-[2'-ruapokcun-3'-dpeHnnmeTni-
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4'-a3a-5'-0kco-5'-(2"-MmeTun-3"-rmnapoKCNPeHnN)NeHTUN]-OKTarnapoTUEHoO
[3,2-c]lnnpngnH-6-N-T-6yTunkap 6okcammnaa (Bbixon 85 %).

Mpumep 75

[3S-(3R*,4aR*,8aR\2'S*,3'S")]-2-[2'-Tuapokcu-3'-peHnntnometunn-4'-
a3a-5'-0kco-5'-(2"-MeTnn-3"-rugpokcuceHunn)neHTuN]-geka-rug-
pon3oxnHonnH-3-N-T-bytunkapbokcammnaa COJb MeTaHCY1b(OHOBOW
KUCNOTbI

JTO coefuHeHMe Mnosydann TakK e, KakK B npumepe 23, 3a UCKJKOYe-
HWEM TOro, 4TO NYHKTbl NOArOTOBKK 8A 1 81 Obl/IN U3MEHEHbI, KaK N3N0Xe-
HO HMXe B NyHKTe (1) n, kpome 3T10ro, 6611 A06aBNEH U3TOXKEHHbLIN HUXE
3Tan obpa3soBaHus conu (2).

(1). B konby emkocTbto 2 n gobasnanu PhsP (109.6 r) B8 500 mn CH.Cl,
N cMmecb oxnaxpganm po -70°C. K cMecnm no kanasm B TedyeHue 25 MUHYT
nobasnanu pacrteop anatunasngognkapbokcmnaTta (66 ma) B 60 mn THF. Mo
NcTevyeHUn 25 MUHYT K CMecu No Kanjasam B TevyeHue 45 MunHyT pobasnsam
pactBop N-kapbobeH3nnokcu-L-cepuHa (100 r) B 400 mn THF n no3sonsanm
CMeCn HarpeTbCs B BoAsiHOW BaHe 0O KOMHATHOW TeMnepaTypbl B TeYEeHne
AByX 4YacoB. lMocne 3Toro kK cmecn gobasnsnn 150 mn THF. B gpyron konbe
pacTtBop TnodeHona (46 r) B 1 n THF oxnaxxganm B negsaHonm 6aHe o 0°C um
obpabaTbiBanu nopunamm namenbyeHHoro NaH (10 r), nony4asa BA3KMM pac-
TBOP. M0 NpolwecTBUn 0OOHOro Yaca K pacTBopy TuosaTta B TedyeHue 30 Mu-
HYT 0o00aBAsAIN NO KanasMm, UCMOJb3ys KanesibHY BOPOHKY, HEOYNLLEHHbIN
pacTBOp JlakTOHa. Yepe3 12 4yacosB oThuAbTPOBbIBaAN besnbli 0CafoK, KOTO-
pbin npombiBanun THF. TBeppoe BewecTtBa pacteBopssinv B 0.4H. NaHSO, wn
EtOAc, pasgensann gasbl U opraHUYeCcKUin CJ0M MNPOMbIBASIN COJIEBLIM pac-
TBOPOM, BbICyLUMBaNM M ynapueanu, nony4dasa 85 r 2R-2-N-(beH3mnokcu-
KapboHMN)aMNHO-3-PeHNITNONPONAHOBOW KNCNOThI B BUAE BA3KOr0 Macna.

MepBOHa4Ya/IbHO MOJIy4YeHHOE TBepAOe BeLwecTBOo, NO-BUANMOMY, SABNS-
eTCsd HaTpWeBOW COJIbIO >»enaemMoro npoaykta. Takum obpasom, BbIXon
peakumn 1 NpocToTa BbiAesieHUs MOryT ObiTb yJly4lleHbl MyTEM BblAENEHUSA
HenocpenCcTBEHHO HAaTPUEBOW COJIN.

Heo4unweHHbIN XJIOPKETOH 3R-1-xn0op-2-okco-3-N-(beH3nnokcun-
KapboHunn) aMunHo-4-cbeHnnTnobyTaH (16.87 r, 46.4 mmonb) gobasnsanm K 1
n abcontotHoro EtOH mn 200 mn THF n pactBop oxnaxpananm B CO-aue-
ToHOBOW BaHe (Ts = -78°C), nocne 4yero K HemMy No kKanaam gobaBnsann B Te-
yeHne 1 4aca pacteop NaBH. (2.63 r, 69.5 mmonb) B 200 mn abcontoTHOro
EtOH (Tew < -75°C). AHanm3 ¢ nomoubto TCX, NpoBeAEeHHbIN NO OKOHYaHUM
nobasneHns, nokasas, 4TO peakyuus npowsia MOJIHOCTbIO. PeakuMOHHYIO
cMmecb pasbasnsann 300 M acmpa N peakuUno OCTaHaBIUBAIN MeASIEHHbIM
nobasnenmem 0.4N NaHSO; c nepemellMBaHNEM, KOTOPOE Bbi3blBaJIO Bblae-
neHne rasa. lony4YeHHy0 CMeCb yrnapuBananm MNpu MOHUMXKXEHHOM [OaBJIEHUU
ana ynaneHms 6onbwen 4actu EtOH n B Hee gobaBnsanm [ONoONHUTENbHOE
KOJIM4ecTBO BoAbl. CMeCb 3KCTparmpoBaan agmpom, obbeanHeHHbIe OpraHu-
Yyeckme CQ1ou NPOMbIBaIN HacCblWeHHbIM BOoAHbIM pacTBopoM NaHCOs u cone-
BbIM pacTBOpoOM, BbicyinBann (Na.SOs) n KoHUueHTpuposanun, nony4vaa 15.7 r
benoBaToro TBEpAOro BewecTBa. OTOT MaTepuan pacTupaam B MOPOLUOK C
KUNAWMM rekcaHom (300 mn) n rekcaH TwaTesIbHO LeKaHTUPOoBan B rops-
yeM cocTosHuWN. [aHHyo npouenypy nostopsnan 10 pa3 (kaxabinm pas B 300
M), nonydasa 10.35 r 6enosaToro TBepAoro BewecTtsa (0AUH YUCTbIA U30-
Mep No gaHHbiM TCX). ®unbTpaT rekCaHa KOHUEeHTpuUpoBaaun, nosydas 6 r
benoro TBepAOro BewecTBa, KOTOpoe oTKagbiBanu. PactepToe B NOPOLLOK
TBephoe BewecTBo Harpesanu B 50 mn CH,Cl, u npumMmepHO 6 M rekcaHa u
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unbTpoBanm B ropsyem supe. NpospavyHoMy pacTBOpPYy MO3BOJANMN OXJ1aAW-
TbCcA 0o 25°C, nocse 4yero ero nomMewiann B MOPO3UJIbHUK. [loslydyeHHoe
TBephoe BewecTBo PpUNbLTPOBAIN N NMPOMbIBaAN C rekcaHoMm, nony4vasa 7.157
r 6enoro TBepporo BewecTBa. PunbTpaT 00BEAUHANN C FEKCaHOBbIM
punbTpaToOM, NOJNYYEHHbLIM paHee, N HEOYULLEHHbIM MNPOAYKTOM, MOJIyYeH-
HbIM MPX NPoOBEeAEHNN OBYX MenKoMacwTabHbix akcnepumeHToB (no 500 mr
NCXOOHOIr0 KETOHAa B KaXXAoM), N obbegnHEHHbI MaTepunan xpoMmaTorpadpu-
poBann Ha SiO, (cuctema pacTBopuTenem ot 2:1 rekcaH-agup no 1:1
rekcaH-acpup, HacobiweHHbIXx CH,Cl;), nonydasas p[onosHUTENbHO 2.62 T
npoaoykta. O6uwee KOANMYECTBO MOJIYYEHHOrO0 YUCTOro wu3oMmepa [2S-
(2R*,35*)]-1-xnop-2-rnapokcn-3-N-(6eH3nnokcnkapboHnn) amMunHo-4-peHnn-
TnobytaHa coctaBunno 10.31 r (Bbixoa 50 % ncxons n3 KNCAOThI).

[a]p -63.6° (c=1, MeOH).

(2). ObpasoBaHune conm

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tngpokcu-3'-beHnntuomeTmn-4'-
asa-5'-okco-5'-(2"-meTnn-3"-rmgpokcmdeHnn) neHTunloekaruna-
pon30xXnHoNnH-3-N-T-6yTunkapbokcamng (3.34 r) pactsopsam B 30 M
MeOH n 30 mn CH.CIl; n K pactBopy no kKanasm gobasnsanm pacTBop MeTaHC-
ynbgoHoBOW kKucnoTbl (596 mr) B 10 mn CH.Cl,. Mo npowectBun 10 MUHYT
peakUNOHHY CMeCb KOHLLEHTPUPOBasN 40 COCTOAHUSA NMeHbl. HeouyunLeHHyo
conb pacteopsnan B 5 mn THF u megneHHo aobaBnsam K CMeCcu, COCTosLLEeN
n3 175 mn sTtunosoro acupa n 25 mMn rekcaHa, c nepeMewnBaHmeM Ao no-
lyd4eHusa Menkonm cycneHsunn. CycneH3nio oxJakaasn B MOPO3UJbHUKE,
dunbTpoOBaNM B XOJI0HOM COCTOSHUM N MPOMbIBAJIN HECKOJILKO pa3 3TUJI0-
BbIM 3(pMPOM C NOCNeayLlmnM BbiCyLUMBAHNEM B BaKyyMHOM MNe4yu, nosy4vas
3.75 r (96 %) conn MeTaHCYyNb(OHOBOM KUCNOThI [3S-
(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-rugpoKcun-3'-peHnntmno-metunn-4'-aza-5'-
OKCO-5'-(2"-MeTnn-3"-rmgpokcnueHnn)neHTnN]-gekarnapomn3oxmHonmnH-3-N-
T-6yTnnkapbokcamuga B Buae 6en1oro nopoLuka.

Mpumep 76

3-[bucbeH3o0KCcnPoCHUHNT)OKCUN-2-MeTUNOEH30MHAA KMC0Ta

OPC(OBn) >

OH

K oxnaxxgeHHoMy (0°C) nepemMelumBaeMoMy pacTBOpY, cogep kauiemy
706 Mr (4.67 MMonb) 3-TMAPOKCU-2-MeTUNBEH30MHON KNCAOThI B 30 MA nNu-
pnonHa pobasnanm no Kannsam B TedyeHme 5 MumHyT 10.3 M (10.21 MMOsb)
1.0 M pacTBOpa rekcameTungucunasunga nutua. lNocne nepemMewisBaHusa B
TeyeHne 5 MMHYT K cmecn ogHom nopumen pobasnanm 3.0 r (5.57 mmonb)
TeTpabeH3nnnmpogocdaTta U PeakUMOHHYIO CMeCb Harpesasin LO KOMHAaT-
HOW TeMnepaTypbl B TedeHne 30 MNUHYT. PeaKUMOHHYO CMEeCb KOHLLEHTPUPO-
BaJin, U oCcTaToK pacnpegenanu mexnay 2.5H. HCl (200 mn) n cmeckio 50/50
3TunauyeTtaTt/rekcaH (200 mn). Cnowu pasnensnun, n BOAHLIA C/ION SKCTparnpo-
Ba/In OBaXXAbl paCTBOPOM 3TunavueTaT/rekcaH B oTHoweHun 50/50. OpraHu-
yeckme cnon obbvegnHann, NpomMbiBaan CONEBbIM PAaCTBOPOM U BbICyLUMBAIN
Hag cynbgaTtoM HaTpua. O4YMCTKA HEOYULLEeHHOro npoAaykTa ¢3Ww-xpo-
MaTorpadguen (anouposaHue rpagmeHTom - 50-70 % sTunaueTaT/rekcaH/2
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% yKCyCHas kucsoTa) gasa 910 mr cBeTno-KenToro Macsa, Kotopoe npeg-
cTtaBnsetr cobon 3-(bucbeHzokcudoCchuHUN)  OKCU-2-MeTUNBEH30MNHYI0
KUCIOTY.

Boixon: 47 %.

'H dMP (CDCls): 6 2.49 (s, 3H), 5.14 (d, J=8.60 'y, 4H), 7.10-7.40 (m,
11H), 7.48 (d, J=8.09 'y, 1H), 7.81 (d, J=7.80 'y, 1H).

MK (CHCIs): 3700-2350 (br), 1700, 1457, 1382, 1273, 1240, 1179,
1082, 1034, 1023, 1001, 966, 881, 851 cm™.

Macc-cnekTp: (FD): m/e 413 (M*, 100).

Mpumep 77

[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-peHnnmetnn-4'-asa-
5'-0kc0-5'-(2"-meTun-3"-(6bncbeHsokcnupochnHmMN) okCcugpeHmnn)neHTnnloe-
KarmaponsoxmHonnH-3-N-T-oytunka-pbokcammng,

OPO(QCBn) 2

K oxnaxpgeHHoMmy (-10°C) pactBopy, cogepxawemy 95 mr (0.23
MMOJIb) MOMMEHOBAHHOro0  coeauHeHusa  npumepa 76, 3-(bucbeH-
30KCUPOCPHUHNA) OKCU-2-MeTUNBEH30MHON KUCNOTbl, 92 Mr (0.23 MMOsb)
[3S-(3R*,4aR*,8aR*, 2'S* 3'R*)]-2-(3'-aMUHO-2'-ruapokcun-4'-peHnn] 6ytun-
nekarngponsoxmHonnH-3-N-T-bytunkapbokcammnaa (cm. HanpuMmep
noarotoBky 16) n 31 mr (0.23 mmonb) HOBT B 5 mn 6e3sogHoro THF nobas-
nann ogHow nopumnen 48 mr (0.23 mmonb) DCC. lMocne nepemMelumBaHns B
TevyeHue 3 OHen npu KOMHaATHOW TemMrepaType peakUMOHHYK CMeCb pas-
6aBnanm satTunayetaTtomMm U uabTpPoOBasN 4Yepe3 XJoNKoByk Habueky. [Mo-
NYYEHHbIN UNbTpaT ABa)KAbl dKCTPArmpoBasin HacCbILWEHHbIM KapboHaToM
HaTpusa, NPOMbIBaJZIN CONIEBLIM PACTBOPOM U BbICYLUMBANN HapL CybgaToMm
HaTpusa. O4NCTKa NpoayKTa paanasbHON XpoMmaTorpaguen (2 Mm nnacTuHa;
3NoMpyroWwmnn pacteop - 2.5-5 % rpagveHT MeTaHoNa B MeTuaeHxaopuae)
fana 1.00 mMr 6enom neHbl, KOTOpas npeactaBnsder cobom [3S-
(3R*,4aR*,8aR*,2'S*,  3'R*)]-2-[2'-rngpokcn-3'-beHnnmeTunn-4'-asa-5'-okco-
5'-(2"-meTnn-3"-(bucbeH3oKCNPoChUHMI) oKCcudeHnn) neHTunl-gekaruna-
pON30XNHONNH-3-N-T- ByTunkapbokcamung.

Bbixon: 52 %.

'H AMP (CDCls): § 1.13 (s, 9H), 1.14-2.10 (m, 15H), 2.23-2.36 (m, 2H),
2.50-2.70 (m, 2H), 2.92-3.05 (m, 2H), 3.39-3.50 (m, 1H), 3.80-4.10 (m, 2H),
4.52-4.62 (m, 1H), 5.03-5.13 (m, 4 H), 5.65 (s, 1H), 6.62 (d, J=8.51 'y, 1H),
6.83 (d, J=7.60 'y, 1H), 7.02 (t, J=8.10 "y, 1H).

MK (CHCIs): 3690, 3600-3100 (br), 3009, 2929, 2866, 1672, 1603,
1513, 1456, 1368, 1277, 1239, 1182, 1037, 1023, 1001, 967, 880 cm™.

Macc-cnekTp (FD): m/e 796 (M*, 100).

AHanun3 ansa CseHsgNsO7P4:

Pacyer: C69.41; H7.34; N5.28.
ObHapyxeHo: C 69.57; H 7.33; N 5.20.
Mpumep 78
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[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-peHmnnmetnn-4'-asa-
5'-0kc0-5'-(2"-MeTnn-3"-ruapoKCcnudeHnn)neHTnn] aekarnapom3oxXmHoOINH-3-
N-T-6yTunkapbokcammnpa

3"-o4HO3aMelleHHbIN hochaT

OPO(OH)

Cmecb 86 Mr (0.108 MMOJ1b) MOMMEHOBAHHOIO CoOeAMHEHUA NpuMepa
77, [35-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-(2'-rugpokcun-3'-beHnnmetnn-4'-aza-5'-
0KCO0-5'-(2"-MeTnn-3"-(bncbeHzokcnMpocHmHUT)oOKCUEHNN) neHTunloe-
KarngponsoxmHonunH-3-N-t-bytunkapbokca-mmga n 23 mr 10 % nannagus
Ha yrne B 16 mMn mMeTaHos1la nepemMewnsann nog o4HOM aTMocgepon BOL4O-
pofa B TeyeHue 1 4aca. PeakUMOHHYIO CMeCb (pubTPOBaIN Yepes LennT n
KOHLeHTpupoBanan, nony4asa 61 mr 6enoro TBepLoro BelwlecTBa, KOTOpoe
npeactaBnseTt cobon 3"-04HO3aMeLLEHHbIN dochaT [3S-
(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-rngpokcu-3'-beHnnmeTnn-4'-asa-5'-okco-5'-
(2"-meTun-3"-rugpokcmdeHnn)neHTnn] neKarngponsoxXmHoInH-3-N-T-
byTunka-pbokcammaa.

Bbixon: 96 %.

'H dMP (MeTaHon-de¢): & 1.32 (s, 9H), 1.33-2.21 (m, 14H), 2.60, 2.75
(m, 1H), 3.18-3.49 (m, 5H), 3.56-3.70 (m 1H), 3.95-4.35 (m, 3H), 5.47 (s,
1H), 6.71 (d, J=7.26 Ty, 1H), 7.02 (t, J]=8.24 Ty, 1H), 7.15-7.35 (m, 5H), 7.40
(d, J=8.18 T'u, 1H).

MK (KBr): 3800-2400 (br), 1673, 1545, 1456, 1395, 1368, 1222, 1185,
1077, 942, 857, 792 cm™.

Macc-cnekTp (FAB): m/e 616.3 (M*, 100).

Mpumep 79

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tngpokcun-3'-beHnntunomeTnn-4'-
asa-5'-okco-5'-(2"-meTunn-3"-
(6bncbeH3zokcnocHHN)OKCNPEHUN)NEHTUN]AEKArNAPON30XUHOMNH-3-N-T-
byTnnkapbokcamunpg

OPO(OBn)

K oxnaxgeHHomy (0°C) nepemelumBaeMoMy pacTBOpPY, coaepxallemy
478 mr (1.16 MMOJ1b) MOMMEHOBAHHOI0 coeanHeHns npmmepa 76, 3-(bncbeH-
30KCU-hoChUHNN)OKCU-2-MeTnNbeH3oMHOM KNcaoTbl, 500 mr (1.16 mMmonb)
[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[3'-aMnHO-2'-ruapokcmn-4'-(deHnn)Tnoloy-
TUNAEKarnapomsoxnHonnH-3-N-T-bytunkapbokcammga (cMm., Hanpumep,
noarotoBky 8> vam noaroTtosky 8K ¢ moguukaunamm nogrotoskm 8A un
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8l kak B npumepe 75), 352 mr (3.48 mmonb), TpU3ITUMIAMMUHa 1 166 mr (1.23
mmosb) HOBT B 8 mn 6e3soagHoro THF, nobasnsann ogHom nopuwnen 254 mr
(1.23 mmonb) DCC. MNocne nepeMellnBaHNS B TEY4EHNE HOYM NMPUN KOMHATHON
TeMnepaType peakUMOHHYK CMeCb KOHLEHTPUpPoBaau, K oCcTaTKy nobasns-
NN 3TunaueTtaT U PUIbTPOBAIN HYepe3 XJIOMKOBYK Habueky. MNMosy4YeHHbIN
unbTpaT ABa)KAbl 3KCTParnpoBasn HacCbIWEHHbIM KapboHaToOM HaTpus,
MPOMbIBaJIN COJIEBBIM PAacTBOPOM W BbICYLUMBAAW HaL CysibaToM HaTpus.
O4yncTka npoaykTa pagunanbHOW XpomaTorpaduen (6 MM naacTUHA; SJOU-
pytowmin pacteop - 30 % rpagneHT aTunaueTaTa B rekcaHe) gana 644 mr
benon neHbl, KoTOpasa npencrtasnseT cobon [3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-
2-[2'-rnppokcun-3'-peHnntnometunn-4'-aza-5'-okco-5'-(2"-metun-3"-(bncbeH-
30KCUOCHUHNA) OKCUpeHNN)NeHTNN] aekarnapon3oxXxmHonnH-3-N-T-bytunn-
kapbokca-mua.

Boixon: 67 %.

'H dMP (CDCls): & 1.04 (s, 9H), 1.15-2.61 (m, 19H), 2.89-3.00 (m, 1H),
39-3.50 (m, 1H), 3.67 (s, 1H), 3.75-3.85 (m, 1H), 4.03-4.15 (m, 1H), 4.43-
58 (m, 1H), 5.00-5.20 (m, 4H), 5.47 (s, 1H), 7.10-7.55 (m, 19H).

MK (CHCIs5): 3600-3150 (br), 3010, 2975, 2929, 2867, 1670, 1517,
1457, 1440, 1368, 1277, 1239, 1082, 1035, 1025, 1001, 968, 879 cm™.

Macc-cnekTp (FAB): 828.4 (M*, 100).
AHanus ans C46H58N3O751P1:

3.
4.

PacyerT: C66.73; H7.06; N5.07; S 3.87.
O6bHapyxeHo: C 66.56; H 7.29; N 4.82; S 3.62.
Mpumep 80

[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-Tuapokcmn-3'-peHnntmometnn-4'-
a3a-5'-0kco-5'-2"-meTun-3"-rmgpokcndeHnn)neHTunlaekarna-
pon3oxnHonunH-3-N-T-bytunkapbokcammna

3"-oQHO3aMeLleHHbINn hocdaT rngpoxaopus

OPO(OH)2

a O
i
o \Ph O/

Cmecb, copepxawyto 505 mr (0.61 MMosib) NOMMEHOBAHHOIO coegnHe-
HUa npuMmepa 79, [3S-(3R*,4aR*,8aR*, 2'S* 3'S*)]-2-[2'-rupgpokcun-3'-gpeHunn-
TnomeTunn-4'-aza-5'-okco-5'-(2"-metun -3'"-(bucbeHzokcnpochunHmMn) okcuge-
HUN)NeHTUN] AekarngpomsoxmHonuH-3-N-T-bytunkapbokcammaga n 500 mr
10 % nannagmna Ha yrne B 20 Ms MeTaHoNa nepemMewmBanm nog oOHOMN
aTMoc(epon Bogopona B Te4yeHne 24 4yacoB. PeakUMOHHYO cMeCb pUIbTPO-
BaZIM 4epe3 ueNuT U KoHUueHTpupoBanun, nonydasa 380 Mr Heo4YULLEHHOro
npoayKTa, KOTopbIN o4nwann ¢ nomowbio BXXX (kosioHka Waters Nova pack
C18 RCM (40x10 c™m); ckopocCTb noToka 40 MA/MUH; 3I0MPYIOLLIMA pacTBOp -
45 % (1 % HCI) Boaa, 15 % auetoHuTpun, 40 % meTaHon), nony4vasa 230 mr
B6enon neHbl, KOTOpasa npencrTasnseT cobonm 3"-ogHO3aMeLLEHHbIN docdaT
[3S-(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[2'-rnapokcn-3'-oeHnntTnomeTnn-4'-asa-5'-
OKCO-5'-(2"-MeTnn-3"-rngpoKcueHnn)neHTnn] aekarnapon3oxmHoamH-3-N-
T-6yTnnkapbokcamuaa.
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Bbixoa: 58 %.

'H 4MP (MeTaHon-d4): § 1.10-2.30 (m, 25H), 2.39 (s, 3H), 2.95-3.65 (m,
4H), 3.90-4.25 (m, 3H), 7.15-7.50 (m, 8H), 7.99 (s, 1H).

MK (KBr): 3700-2100 (br), 1674, 1547, 1458, 1440, 1395, 1368, 1241,
1182, 1074, 1025, 966, 867 cm™.

Macc-cnekTp (FAB): m/e 648.3 (M*+1, 100).

AHanuns ans C32H41N309 51C|1P1:

PacyeT: C 53.37; H 7.14; N 5.83.

O6HapyxeHo: C 53.44; H 6.76; N 5.84.

Mpumep 81

3-(AueTnn)rngpokcmn-2-meTnnbeH3onHasa KNCa0Ta

OAc

OH

K reteporeHHOMYy pacTtBopy, cogep>xawemy 3.06 r (30 MMonb) yK-
CycHoro aHrmgpuga v 1.53 r (10 mMMonb) 3-rMapoKCnU-2-meTuib6eH30MHON
KUCNOTbl Ao00aBnsaim oAHy Kanji KOHLEHTPUPOBAHHOM CEPHOMN KUCIOTHI.
Cmecb Harpesanu npu nomowmn heat gun B Te4eHmne 2 MUH 1 3aTEM BblJIMBA-
nn B 14 mn xonoaHom Boabl. [Mony4YmMBLWINICS B pe3ysibTaTe ocafok cobupanm
C NOMOLLbIO BaKyyMHOro onibTPOBaHWUSA, NMPOMbIBaAN ABaXk4bl BOLAOW U Bbl-
CyWMBasan B Te4eHMe HO4YM B BaKyyMHOM neyu. MNepekpuctannmsauyms ns 20
% 3TunaueTaTa/rekcaHa (7 mn) pana 595 mr 6enoro TBEPOOro BeELLECTBa,
npeacrtasnsawwero  cobon 3-(aueTnn) FMAOPOKCN-2-MeTUNO6EeH30MHYI0
KUCNOTY.

Buixon: 31 %.

MK (CHCIs): 3700-2300 (br), 1765, 1698, 1460, 1404, 1372, 1299,
1273, 1172, 1081, 1041, 1012, 933, 913, 865, 823 cm™.

Macc-cnekTp: (FD): m/e 194 (M*, 100).

Mpumep 82
[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-Tngpokcu-3'-peHnnmetnn-4'-asa-
5'-0kco-5'-(2"-meTnn-3"-(aueTnn)rnapoKcmdeHmnn) neHTUnloekarna-

pON30XNHONNH-3-N-T-6yTrn-kanbokca-mun

OAc

I H
O \Ph O/

K oxnaxpgeHHoMy (-10°C) nepemewumBaeMoOMy pacTBOpPY, coaepxka-
wemy 34 mr (0.174 MMOsb) MOMMEHOBAHHOIO coegmnHeHusa npuMmepa 81, 3-
(aueTnn)rnpgpokcun-2-metTunbeHsonmHonm kncnotbl, 70 mr (0.174 mmons) [3S-
(3R*,4aR*,8aR*, 2'S* 3'R*)]-2-[3'-aMunHO-2'-rngpokcn-4'-oeHnn] 6ytmnnge-
KarngapomsoxmHonuH-3-N-T- bytunkapbokcamumpga v 24 mr (0.174 MMoOsb)
HOBT B 3 mn 6e3soaHoro THF pgobasnanu ogHowm nopuwmen 36 mr (0.174
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mMmosnb) DCC. lNocne nepemewnBaHuUsa B Te4yeHMe 2 OHEN NpPU KOMHaATHOMN
TeMnepaType, peakUNOoHHY CMecb pa3baBnanm aTunauetatom U QuUabTPO-
BaNiM 4Yepe3 XJI0ONKOBY Habueky. Mony4YeHHbIN GunbTpaT dKCTparmposain
OAWH pa3 HacblWeHHbIM KapboHaTOM HaTpPUA, OANH pPa3 COJIEBLIM PaCcCTBOPOM
N BbiCylUMBaNM Hag cysbdaTtoM HaTpuda. O4McTKa NpoaykKTa C MOMOLLbIO
paavasnbHON XpomaTtorpadpum (1 MM nnacTuHa; 3nUpyLWmMn pacteop - 0-5
% rpagueHT MeTaHon/MeTuneHxnopuna) noana 65 mr 6enon neHbl, NpeacTaB-
nawowen cobon [3S-(3R*,4aR*,8aR*,2'S* 3'R*)]-2-[2'-ruapokcun-3'-peHnnme-
Tun-4'-aszab’'-okco-5'-(2"-meTnn-3"-(auetTun)rngpokcndeHnn) neHTun] pe-
Karnapon3soxmHonmH-3-N-t-bytunkapbokcamma,.
Bbixon: 65 %.

'H dMP (CDCIls): & 1.15 (s, 9H) 1.16-2.37 (m, 21H) 2.50-2.70 (m, 2H),
2.93-3.05 (m, 2H), 3 39-3.50 (m, 1H), 3.99-4.10 (s, 1H), 4.53-4.64 (m, 1H),
3.99-4.10 (m, 1H), 4.53-4.54 (m, 1H), 5.69 (s, 1H), 6.64 (d, J=8.45 'y, 1H),
6.91 (d, J=7.47 Ty, 1H), 7.00 (d, J=7.57 Ty, 1H), 7.11 (t, J=7.75 lu, 1H),
7.19-7.40 (m, 5H).

MK (CHCIs3): 3700-3100 (br), 3008, 2929, 2865, 1762, 1671, 1604,
1514, 1455, 1394, 1368, 1303, 1277, 1175, 1121, 1082, 1047, 910 cm™™.

Macc-cnekTp: (FD): m/e 578 (M*, 100).

Mpumep 83

K xonogHomy pacteopy (0°C), comepxawemy 35 mr (0.061 mmosb)
MOMMEHOBAHHOIr0 coeauHeHnsa npumepa 82, [3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-
2-[2'-rnpgpokcun-3'-peHnnmeTnn-4'-aza-5'-okco-5'-(2"-metTnn-3"-(auetTnn)rua-
poKCcupeHunn)neHTnnl-gekarnapon3oxmHonmH-3-N-T-bytnnkapbokcammaga B
2 mn 6e3BoagHOro MetTuneHxnopuaa, gobasnsanu no Kanasm 128 MUKponuT-
poB (0.064 mmonb) 0.5 M pacTBOpa MeTaHCYJ/Ib(POHOBON KWUCJIOTblI B MeTU-
neHxnopunpe. ObpasyroLyoca peakLuMoHHYIO CMeCb ynapuBaanm AoCyxa npwu
noHMmxxeHHoM passieHnn (0.2-0.1 Torr), nonyydaa 40.5 Mr cCBeTI0-XXeNnToun
(Heo4ynweHHON) NeHbl, NpeacTasnswen cobonm conb MeTaHCyNb(pOoHOBOMN
kncnotbl [3S-(3R*,4aR*, 8aR*,2'S*,3'R*)]-2-[2'-ruppokcmn-3'-peHnnmeTnn-4'-
asa-5'-okco-5'-(2"-meTnn-3"-(aueTnn)rngpoKCNPeHn)NeHTUM] gekarmg-
pon3oxmnHonunH-3-N-T-bytunkapbokcammnga.

Bbixoa: 98 %.

Mpumep 84

0,5
L on

¥

N-Boc-4-Tno-L-npoaunH (MoxxeT BbITb Noay4eH n3 gpupmol Sigma) (1.5 r)
pacTBopsaaM B 3 MJ1 MeTaHosa n oxnaxgann go 0°C B nepgsiHon 6aHe. B oT-
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nenbHom kKonbe pacteopsann 5.8 r "OXONE" B 5 mn H,O n nony4eHHbIN pac-
TBOp A06aBNANM NO KanjasaM K peakumoHHon cMmecu. Mo ncrtevyeHmn 30 MUHYT
pPeakKUMOHHY CMeCb OCTaBJIS/IN HarpeBaTbCA OO KOMHATHOM TeMnepaTypsbl
N nepemMewnBann B TeyeHMe Ho4un, nocse 4ero pasbasnanm CHCIs/H0,
pa3gensnn gasbl U 3KCTparmposanan ¢ nomowbto CHCI5 (3 X 100 mn). Opra-
HMn4yeckmne cnom obvengnHann, BoicywmBann Hag Na,SOs n KOHUEHTPMPOBaAIN
B BaKyyMe, NnoJiydas coeguHeHue npueeneHHoOW Bbiwe dopmynbl (700 mr,
Bbixoa 41 %) B Buae 6enoro TBepaoro BeLlecTsa.
Mpumep 85

o, S/\N/B ;C OH
i..‘ N :

2
Ph O

CoegunHeHne dopMynbl, npuBegeHHon B npumepe 84, u [3S-
(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[3'-aMnHO-2'-rngpokcun-4'-(dpeHnn)tmnolbytnn-
nekarngpo-n3oxnHoanH-3-N-T-oytunkapbokcammp climBaim B COOTBETCTBUN
C MeTOAWKOW, ONMUCaAaHHON Bbile B npuMmepe 79. Heo4YULLEHHbIN MaTepuan
odnwann gpnaw-xpomatorpacdpumen (3 % MeOH/CH,Cl;), nony4yaa 40 mr (Bbl-
xon 51 %) coeanHeHns npnBeaeHHOW Bbille (YOPMYJibl.

Mpumep 86

CoepgunHeHune copmysbl, NpuBeneHHon B npumepe 85 (20 mr), pacTseo-
psnn B 1 mn CH.Cl; n obpabaTtbiBann 1 mMna TpuTOPYKCYCHOM KUCAOTHI. Mo
ncrtedeHmm 30 MUHYT NPU KOMHaTHOW TeMnepaType NPOAYKT peakuuu yna-
pvBasn B BakKyyMme, nojsy4as coefunHeHue npuBeLeHHOW Bbille (opMyJibl,
npeactasngwowee cobon [3S-(3R*,4aR*,8aR*,2'S*,3'S*,4"S)]-2-[2'-rngpokcu-
3'-peHnnTmnomeTnn-4'-asa-5'-okco-5'-(tnasonnHo-4"-nn-1",1"-guokKcna)neHx-
TnN] pekarngponsoxmHonunH-3-N-T-bytnnkapbokcamuma.

Pandex ICso = 244 Hr/Mmn.

Mpumep 87
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3-KapboHoBoKucCAbIn TUOEeH (MoxeT O6biTb MnosaydyeH u3 UPMbI
Aldrich) n [3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[3'-aMUHO-2'-rnapokcun-4'-peHnn]
byTnnoekarngponsoxXxmHonmH-3-N-T1- dytunkapbokcamug cimvBasam B COOT-
BETCTBUN C METOOUKOW, ONMUCaAaHHON Bbille B npumepe 77. HeovuleHHbIN
MaTepuan odnwann dnaw-xpomatorpadpuen (2 % MeOH/CH.Cl;), nony4as
70 Mr (BbiIxon 63 %) coegnHeHUs, NpMBeaeHHOWN Bbille YOpMYJibl, MpeacTaB-
nsawwero cobon [3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-rngpokcH-3'-he-
HunMeTunn-4'-asa-5'-okco-5'-(TneHo-3"-nn) neHTUN]aeKarnapom3oXmHOINH-
3-N-T-byTunkapbokcamua.

Pandex ICso = 25 % npun 1.000 Hr/mMn

Mpumep 88

3-KapboHOBOKUCbIN TeTparngpotmogeH-1,1-anokcua n [3S-
(3R*,4aR*,8aR*,2'S*, 3'R¥)] -2-[3'-aMunH0-2'-ruapokcun-4'-goeHnn] dbytunpeka-
rMAPO-N30XNHONUH-3-N-T-6yTunkapbokcammng cwmBaanm B COOTBETCTBUU C
MEeTOAMKOW, ONMMUCaHHOW Bbilwe B nNpumepe 77. Heo4YnWEHHbLIN MaTepuasn o4u-
wanu dnaw-xpomatorpagpuen (3 % MeOH/CH,Cl,), nony4as 50 mr (42 % Bbl-
X0L4) coefuHeHUs, npuBeneHHon Bbiwe dopMmynbl [3S-(3R*,4aR*,8aR*,2'S*,
3'R*¥)] -2-[2'-rngpokcn-3'-beHnnmeTnn-4'-asa-5'-okco-5'-(teTparngpoTmueHo-
3"-un-1",1"-gnokcna) neHTUN]aeKarngpon3oxXmHonH-3-N-T-6ytumn-
kapbokcamunpa, B Buae cMecum gmacTte-peoMepos.

Pandex ICso = 28 % npwu 20 Hr/MA.

Mpumep 89

3-KapboHOBOKUCIbIN TeTparungpotmodeH-1,1-guokcuna 7 [6S-
(6R*,3aS*,7aR*,2'S*, 3'S*)1-5-[2-rnppokcu-4-peHnntno-3-(beHsokcun-
KapboHnn) aMnHobyTmnlokTarngpotmeHo  [3,2-clnupnaunH-6-N-T-6yTunn-
Kapbokcamunp CluMBasn B COOTBETCTBUM C METOOUKOW, OMNMUCAaHHOW Bbille B
npumepax 74 X wn 3. HeoynweHHbI MaTepuasn o4uwannm ¢naw-xpo-
MmaTorpadguen (3-4 % MeOH/CH.CL), nonydaa 30 mr (Bbixog 57 %) [6S-
(6R*,3aS*,7aR*,2'S*,3'S*)]-2-[2'-rngpokcn-3'-peHnntnometnn-4'-aza-5'-
OKco-5'-(TeTparngpotmeHo-3''-nn-1",1"-gnokcuna)
neHTunlokTarnapoTumeHol[3,2-clnnpnanH-6-N-T-bytnnkapbokcammaoa B Buae
CcMecn AnacTtepeon3nmMepos.

CEM ICys = 98 HM.
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Pandex ICso = 50 Hr/mn (0.9).

Mpumep 90
",
O h o/ )(
H
3-MeTunn-2-kapboHOBOKNCbIN TnoeH n [3S-

(3R*,4aR*,8aR*,2'S*,3'S*)]-2-[3'-aMmnHO-2'-rugpokcun-4'-(dpennn)tmno] 6ytumn-
neKarngpon3oxmHonunH-3-N-t-bytunkapbokcamma clumBananm B COOTBETCTBUN
C MeTOLAWKON, ONUCaHHOM Bbie B npuMmepe 79, nonyyasa 39 mr (Bbixon 76
%) coegnHeHUs BblleyKa3aHHOM opMyibl, NMpeacTasasaowero cobonm [3S-
(3R*,4aR*,8aR*, 2'S*,3'S*)]-2-[2'-rugpokcun-3'-chbeHnntnomeTnn-4'-asa-5"'-
OKCO-5'-(3"-MeTun-TneHo-2"-nn)neHTnnl-gekarnapon3oXmHoINH-3-N-T-
byTunkapbokcamung.
Mpumep 91

OH

OH
H\/E\/N ¥
AKX
0 h O

[6S-(6R*,3aS*,7aR*,2'S*,3'R*)]-2-[2'-ruapokcn-3'-dpeHnnmetnn-4'-asa-
5'-0Kkco-5'-(2"-MeTnn-3'-rngpoKCMpPeHn)NeHTUN]-OKTarngpoTneHo [3,2-
clnupnanH-6-N-T-byTnunkapbokcamma (cm., Hanpumep, npumep 74 M) (30.5
Mr) pacTtBopsaanm B 2 ma MeOH. B gpyrom konte "OXONE" (51 mr) pacteops-
nm B 1 mMAa BOoAbl U NMPUrOTOBJIEHHBLIN pacTBop A06aBNAAMN K COAEPKUMOMY
nepson Konbel. Nocne 6 4YacoB nepemMelnBaHna 4obaBnsaIn BTOPYO MOPLUIO
"OXONE" (17 Mr) n peakuMoOHHYIO CMeCb nepemMelinBann B Te4eHue 42 4a-
coB. PeakunoHHyt0 cMecb pasbasnsnm CH.Cl, n npombiBann sogon. OpraHu-
Yyeckun cnon BbicywmBann Hag Na.SO;, GpunbTpoBaIn U KOHLEHTPUPOBAJIN.
Heo4ynweHHbIN OCTAaTOK oO4uMWwanu pagunanbHoOnM XpomaTorpadgpuen (1000
MUKPOHHasa nnactuHa; 3-9 % MeOH/CH.Cl;), nony4as 5 w™r [65-
(6R*,3aS*,7aR*,2'S*,3'R*)]-2-[2'-rugpokcu-3'-peHnntnometunn-4'-aza-5'-
OKCO-5'-(2"-MeTun-3"-rmapokcueHnn)neHTnN]- okTarmagpoTneHo [3,2-clnun-
pnanH-1,1-gnokcna-6-N-t-6ytnnkapbo-kcammaa.

Mpumep 92
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OH

CoeanunHeHune, npmeeneHHoe Bbiwe, [3S-(3R*,4aR*,8aR*,2'S*,3'R)]-2-[2'-
rngpokcn-3'-(4"'-gptop)-heHnntnomeTmn-4'-asa-5'-okco-5'-(2"-meTnn-3"-rng-
pokcneHnn)NeHTnAlaekarngpon3oxmHoanH-3-N-T-bytunkapbokcamma, no-
nyyanu, Ncnonb3ysa cnocobbl, aHaNornyHble NpMBeneHHbIM B NpuMmepe 23, 3a
NCKJIIOYEHNEM TOro, 4To TuodeHon Obi 3amMeHeH Ha 4-pTop-TnoceHon B
nogrotoeke 8A.

MonyyYyeHHbIN MNPOAYKT WCMNOJSb30BaJsM aHANIOMMYHO WCMNOJSIb30BaHUIO
npPoAyKTa noaroTosBkn 8A, npuseneHHOMY B ripumepe 23.

Mpumep 93

OH

MpnBegeHHOE Bblle CcoeAuHEHME, CONIb METAHCYJ/Ib(POHOBOMN KUCOThI
[3S-(3R*,4aR*,8aR*,2'S*,3'R*)]-2-[2'-rugpokcmn-3'-(4'"-cpTop)-dpeHnn-
TnomeTunn-4'-asa-5'-okco-5'-(2"-metnn-3"-rugpokcuceHmn) neHtTunloe-
Karngpon3oxmHonunH-3-N-t-bytukap-6okcamnaa, rnoay4anmu MeToLOoM,
aHaJIOrMYHbIM NpUBESEHHOMY Bbille B npuMepe 75 (war 2).

Kak oTMe4anocb Bbllle, CcoeguHEeHMs No HacTosdwemy mniobpeTeHuto
rnonesHbl B KayecTBe MHrMbmntopos npoTea3bl BUY, dhepmeHTa, CBA3aHHOIO C
obpa3oBaHueM n cOOPKON BMPYCHbIX KOMMOHEHTOB. CyLleCcTBEHHOW COCTaB-
nalWwen Hacrtoawero wunsobpeteHusa saBngeTca MeTon  neveHua BUY-
MHGEeKLNN, 3aKI0YaLWMNCA BO BBEOEHUN HOCUTESIO BUPYCa WU MauneHTy,
TakUM Kak rnpumaTbl, SPPEeKTUBHOIro KosimyecTsa coegmnHeHumns gopmynbl (1)
nnu ero dgapMaueBTUYECKN rpuemneMmon conn. [pyras cyuwecTBeHHas
coCTaBAgLWan HacToswero n3obpeteHns - cnocob nevenna Clrnha, 3aknto-
YalLWMNCAa BO BBEOAEHUN HOCUTESIO BUPYCa UM naumeHTy 30(PeKTUBHOIMO
Kosfim4ecTBa coeguHeHusa gopmybl (1) nam ero papMaueBTUYECKN NpUueMm-
nemon conn. Cnepyrouwasa cyuwecTBeHHasa CoCTaBasaOWan HacToawero n3ob-
peTeHnsa cnocob mHrnbuposaHusa npoTteasbl BUY, 3aknoyarowmincsa Bo BBe-
aeHnn BUY-mHMUMpOBaHHBIM KNeTKaM UM HOCUTENo Bupyca nmbo nauyu-
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eHTY, TaKMM KakK npumaTbl, UHpUUMpoBaHHOMY Bupycom BUNY, sdppeKTnBHO-
ro Koam4yecTBa coeguHeHusa opmynbl (1) nnm ero capmaueBTUYECKN NpU-
emM1IeMon Conu.

TepMUH "a(phpeKTnBHOE KOIMYEeCTBO" 03Ha4YaeT TO KOJIM4YeCTBO Ccoeaun-
HeHns dopmynbl (1) nnu ero papmMaueBTUY4ECKU NpUeMaemMon COJin, KOTO-
poe ABnsfeTcsa 3pPeKTUBHbIM 419 NHIMONPOBaAHNA ONOCPEeAOBaHHOIoO nNpoTe-
ason BUY obpa3zoBaHua un cbopkn BUPYCHBLIX KOMMNOHEHTOB. KOHKpeTHas
003a coeguHeHns, BBOAUMOIO COrlacHO HacTosAweMy nlobpeteHnto gns no-
NIYy4EHNA TepaneBTUYECKOro WanMm WHrmbutopHoro Bo3pencTteun, Oyper,
KOHEeYHO, onpenensaTbCa cneynpunieckumMm obctoaTenbCTBamMmn, COnyTCTBY-
lowmnmmn 3abonesaHnto, BKIYasa, HanpmMmep, KOHKpeTHoOe BBOAMMOE Coenun-
HeHne, cnocob BBedeHUSs, COCTOAHME Nedauwerocs 60/IbHOrO U NHAUBUAY-
aJibHble 0CODEeHHOCTWU Nnevallerocsas BUPYCOHOCUTENs wuanm nauueHTa. lMpwu-
MepHasa exegHeBHasa AO03a (BBOAMMAA OOHOKPATHO WAM OTAENIbHbIMU A0-
3aMun) coctasnseT npubnusmtensHo ot 0.01 mr go 50 Mr coeguHeHms no
n3obpeteHnto Ha Kr Beca Tena. lNpennoyTuTesibHble exeOHeBHble A03bl
06bI4HO cocTaBnaT npumepHo oT 0.05 mr/kr go 20 Mr/kr n 6bonee npeano-
yTuTenbHble - npuMepHO oT 0.1 mMr/kr go 10 mr/kr.

CoeanHeHns no un3obpeTeHnio MOryT BBOOUTbLCA MHOXXECTBOM
cnocoboB, BKJ/OYaAA OpaljibHbIA, PeKTasibHbI, TPaHCAEPMalibHbIA, MOAKOX-
Hbll, BHYTPMBEHHbIN, BHYTPUMbILLEYHbIN cnocobbl 1 4Yepe3 HOCOBOE OTBEp-
ctne. CoegnHeHna no m3obpeTeHnio NpegnoYTUTE/IbHO BBOAATCA B COCTaB
NeKapCTBEHHOro cpenctesa nepen wux ynotpebneHmem. CnepoBaTenbHO,
OPYron CylweCcTBEHHON COCTaBAsAOLWEN HAaCToALWero n3obpeTteHns asnseTcs
(hapMaueBTUYECKNA COCTaB UM NPOMUCbL JIeKAPCTBEHHOro cpeacTtsBa, CO-
nepxawero 3PeKTUBHOE KOJIM4eCTBO coeamnHeHusa gopmynbl (1) nam ero
hapMaueBTUYECKM MPUEMSIEMON CONN U (hapMaLeBTUYECKU MpUeMIeMbln
HOCUTEsIb, TAKOM KaK pa3baBuTenb UK SKCUMNEHT.

Copoep)xaHne akTUBHOIMO MHrpeaneHTa NpennoyYTUTEesIbHO CoCcTaBnseT
oT 0.1 % mo 99.9 % Beca NnekapCTBEHHOro cpencrtsa. l[log TepMUHOM
"thapMaueBTMYeCKN npmemMmnaembln” nogpasymMmeBaeTCs, YTO HOCUTENb, TaKOoW
Kak pa3baButenb WM ISKCUMUEHT, SABNSETCA COBMECTUMbIM C APYrMMU
WHrpegneHTaMmn JsieKapCTBEHHOro cpencTBa M He sBAseTCA BpenHbIM O
BUPYCOHOCUTENA UM NaUuneHTa.

dapMaueBTUYeCKNE NeKapCcTBEHHbIe cpeacTBa MOryT 6biTb NPUroToB-
NeHbl U3 coeanHEeHUN, NpeayCcMOTPEeHHbIX n3obpeTeHneM, Npu NOMOLWN U3-
BECTHbIX MeTOAWK, WCMOJb3YIWNX Jierko [OCTYNHble WHrpeguneHTbl. B
rnpouecce npUroToB/IEHNA COCTAaBOB MO HacTosAweMy n3obpeTeHuto aKTUB-
HbI MHrpeaneHT 0BbbI4HO CMeWnBaT C HOCUTeneMm, unm pasbaBnasaiT HOCKU-
Tenem, Win BKJKOYaT BHYTPb HOCUTENS, KOTOPbLIA MOXXET OblTb BbIMNOJIHEH B
dopme kancynbl, 06natkm, Bymarm nam gpyroro NoAxXonsLWero KOHTenHepa.
Korga HocuTenb CNy>XUT B KadecTBe pasbaBuTens, oH MoxXeT ObiTb TBep-
ObIM, MONYTBEPAbIM WIN XWOKUM MaTepuasioM, KOTOPbIN AENCTBYeT Kak
HaMNoOJIHUTENb, SKCUMUEHT WIN cpefa AN aKTUBHOIO KOMMOHEeHTa. Takum
obpa3om, cocTaBbl MOryT ObiTb M3roTOBJSIEHbl B hopme TabneTok, NMUAKb,
MnopowkKoB, Nnenewek, 06/1aTokK, KpaxMasbHbIX Karncys, 3JIMKCMPOB, CYyCMNeH-
31N, 3MYNbCUW, PACcTBOPOB, CMPOMOB, a’po30sien (Kak TBepaoe BeLllecTBO
UIn Xunakasa cepa), masen (cogepxawmx, Hanpumep 0o 10 % akTUBHOIo Co-
eOVHeHUA Mo BecCy), MArKUX UNn TBepAblX »XXesIAaTUHOBbIX Kancys, Cynno-
3UTOPUEB, CTEPUJIbHBIX UHBEKLUMOHHbLIX PacTBOPOB, CTEPUJIbHO YMNaKoBaH-
HbIX MOPOLLUKOB U T.M.
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Cnepytowime npuMepbl onucen npueefeHbl TONbKO A8 WUIIIOCTpaunm
N He orpaHmymsaloT obnacTtb nNpuMeHeHusa usobpeTteHusa. TepMuH "akTuUB-
Hbll MHrpeaneHT" o3Ha4YaeT coedunHeHune, npeacTtaBiaeHHoe dopmynon (1),
nnn papmaueBTUYeCKN NpmemMaeMyro CoJjib 3TOro CoegnHeHuns.

Mponuck 1

NpurotoBsieHne TBepAbIX >eJIATUHOBbLIX Karcys C WUCMNOJib30BaHMEM
cnedyroLWwnx NHrpenneHros, vr/kancyna:

AKTUBHbIN UHrpeaun- 250

eHT

Kpaxman BbicyweH- 200
HbIW

CTeapaT MarHus 10
WToro, mr 460
Mponunck 2

rlpI/IFOTOBJ'IeHVIe TabneTtkm C MCnosb3oBaHUEM npmBeaeHHbIX HW>Xe
MHIrpeagneHrTos, mr/rabnerka:

AKTUBHbIN UHIFpeaVeHT 250
Lennionosa Mukpokpuctamnnmye- 400
CcKas

benas caxa 10
CTteapunHoBas KucsoTa 5
WToro, mr 665

KOMMNOHEeHTbI CMeLlnBaOT U NpeccytoT Ao obpasoBaHma TabneTok Be-
coM 665 Mr kKa>xpas.

Mponucek 3
ITpuroToBneHne pacTBOpa a’3po30JIs C HCIOIb30BaHUEM CIECIYIONNX HHIPEIUECHTOB, Bec.%:
AKTUBHbIA UHIFpeaVeHT 0.25
dTaHon 25.75
MNponennaHT 22 (xnopgn- 74.00
dpTopmMeTaH)
NToro 100.00

AKTVBHOe coefVHeHMe CMeLIMBAlOT C 3TAaHOJIOM cMecb A06aBnslT K
nopuuun nponennaHta 22 oxnaxxgatT o -30°C mn nepeHocAT B 3ano-
HAloWee YCTPOMCTBO. 3aTeM TpebyeMbiM KOMMYECTBOM CMeCWU 3arojHAIT
KOHTEeNHep N3 Hep>xaBelLlen cTanm 1 pa3baBnsaoT OCTaTKOM NpornessaHTa.
Hanee B KOHTEeNHep YyCTaHABAMBAIOT 3JIEMEHTHI KJlanaHa.

Mponwucek 4

Tabnetku, copepxawme 60 Mr akKTUBHOIMO WHrpegueHTa Kaxkaasd,
roToBAT Crienyowmnm obpasom:

CocTaB Mmr/
TabneTka

AKTUBHbIN UHFpeaueHT 60

Kpaxman 45

MuKpokpucTanamyeckas  uUensio- 35

No3a

MoNMBUHNANMUPPONNLOH

(B Buae 10 % BogHoOro pacrtseopa) 4

HaTpueBasa conb kapbokcmmeTus- 4.5

Kpaxmasna

CTteapaT MarHus 0.5

TanbkK 1

NToro 150
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AKTUBHbLIA WHrpegueHT, KpaxMana W Lenao3y MNponyckawT Yepes
cnto N 45 mew U.S. v TwaTenbHO nepemMewwnsatoT. BooHbIn pacTBop, CO-
aep>xxawmnin NMoNMBMHNANMUPPONNAOH, CMeLnBalT ¢ obpa3yrwmMMcsa nopoLl -
KOM, U cMecb nponyckatoT 4Yyepe3 cuto N 14 mew U.S. lNMonyyYyeHHble TaknMm
obpa3oM rpaHysbl cywaTt npun 50°C n nponyckatoT 4epe3s cuto N 18 mew
U.S. HaTpueByto conb KapbokcumeTunkpaxmana, cTeapaT MarHMa M Tasbk,
npeaBapuTenbHO nponyueHHble Yyepe3s cnto N 60 mew U.S., gpobaBnstoT K
rpaHynam, KoTopble rnocjie CMellBaHUA MNPeccylT Ha MaluHe ANA npu-
rotossieHus TabneTtok, nonyyvasa TabneTkm secom 150 Mr Kakaas.

Mponuck 5

Kancynebl, cogepxawune 80 Mr akTUBHOIO MHrpefneHTa KaXKhasd, roto-
BAT cregyowmm obpasom:

CocTas Mr/Kancyna
AKTUBHbIV UHIFpeaVNeHT 80
Kpaxman 59
MunkpokpucTannmyeckasa uesn- 59
Nntos103a

CTeapaTt MarHums 2
NToro 200

AKTUBHbIN WHIpeaueHT, uUesuIioN03y, KpaxMan u cTeapaT MarHus
cMeLwunBatloT, nponyckatT Yyepe3 cnto N 45 Mmew U.S. n 3TOM CMeCbio B KOJU-
yecTtBe 200 Mr 3anofiHAKT TBepAble XenaTUHOBbIe KarncyJbl.

Mponuckb 6

Cynnosuntopun, cogepxxawme no 225 Mr akKTUBHOrMoO MHrpegueHTa,
roToBAT Crenyowmnm obpasom:

CocTaB KOJIN4eCTBO Ml
AKTUBHbIN NHFpeaneHT 225
(nMuuepnibl HacCbIWEH- 2000

HbIX

XKUPHbIX KNCNOT

NToro 2225

AKTUBHbIN MHrpeaneHT nponyckatT Yyepe3 cuto N 60 mew U.S. u cyc-
MeHOVPYIOT B ramuepuaax HacblWeHHbIX XUPHbIX KUCNOT, npefBapuTesibHO
pacrniaBsieHHbIX C WUCMNOJIb30BAaHMEM MUHUMabHO Heobxoammoro Konu4e-
CTBa TernJoTbl. 3aTEM CMeCb 3aJINBAOT B CYMNMNO3UTOPUNHYIO POPMY HOMU-
HaJ/IbHOW BMECTUMOCTbIO 2 ' U OCTaBAAIT AN OXJla)XXAEHUS.

Mponuck 7

CycneH3un, cogep>xxawme no 50 Mr akTUBHOrO MHrpegMeHTa Ha 5 mn
003bl KaXKgas, roToBAT cieaytowmm obpasom:

AKTUBHbIA MHIPEAVNEHT, MI 50
HaTpueBas CoJlb
KapbokCcMMeTnnuenan03bl, Mr 50
Cwupon, mn 1.25
PactBop 6eH30MmHOM KnucnoTel, Mmn 0.10
ApomMaTusaTop q.v.
Kpacutenb g.v.
OuyuweHHaa Bopja p[o obuwero 5

obbema, Mmn

117



299

AKTUBHbIN WHrpeameHT nponyckatoT 4epe3 cunto N 45 mew U.S. n
CMELUMBAOT C HAaTPUEBON COJIbIO KapboOKCUMETUNLENI0103bl U CUPOMNOM [0
obpa3oBaHMA oQ4HOPOAHOM NacTbl. PacTBOp BEH30MHOM KNCNOTbI, apoMaTun-
3aTOp W KpacuTenb pa3baBngaT 4YacTbto BoAbl M [obaBndawT npu ne-
pemewmnBaHnn. 3atem o6aBNAOT OCTaBLUYOCHA BOAY OO0 NosyyvyeHus Tpeby-
emoro obvema.

Mponuce 8.

JlekapCcTBeHHbIe MpenapaTbl AN8 BHYTPUBEHHOrO BBEAEHUSA FOTOBAT
cnepywowmm obpasom:

AKTUBHbIV NMHIrPegneHT, Mr 100
N3oToHM4Yeckun coneson pacteop, 1000
M1

PacTBOp BbILWEYNOMSAHYTbIX UHIPeANEeHTOB 00blYHO BBOAAT CybbekTy
BHYTPUBEHHO CO CKOPOCTbIO 1 M1 B MUHYTY.

CKPUHUHI aKTUBHOCTW

Ona nccnenoBaHna BMONOrMYEeCKOm akKTUBHOCTU COEAUNHEHUN, NHINOK-
pylowunx npoteasy BUY, ncnonb3oBanu pag TecTtoB. Hanpumep, NCnosib3oBa-
NN TeCTbl AN aHa/m3a CKOPOCTEN MPOTEONNTUYECKOro MHIMOnpoBaHUA w
AHTUBUPYCHOIr0 AencTens Ha BUY-mHpmnumpoBaHHble KNeTo4YHblIe INHUK. Me-
TOOWKU 3TUX 3SKCMNEPUMEHTOB OMnncCaHbl HUXe. Pe3ynbTaTbl aHalM30B
npocyMMupoBaHbl B Tabnnue 1, npeacTaB/ieHHON HUXE, WaN NpuBeneHbl B
YKa3aHHbIX Bbille npumepax.

[. TlepBUYHbLIA CKPUHUHI MpenapaTtoB aHTU-BNY-coegnHeHnn, BbINO-
HeHHbIN B KO>)KHOM Hay4HoO-unccnegosaTesibCKOM UHCTUTYTe (SRI) (pe3ynbTa-
Tbl, BHeCeHHble B Tabnauuy 1, o6o3HaveHbl "SRI CEM (Hr/mn)" nnm "SRl MT2
(Hr/mn)")

A. MpunHunn MTT-aHanu3a:

SRI obnapaeT y4ypexneHHoM nporpamMmMon As9 NEePBUYHOrO aHTUBU-
PYCHOro aHanm3a coeguHEeHUW NnocpencTBOM MUKPOTUTP-aHaIM30B, KOTO-
pble M3MepAT CrNocobHOCTbL BbIBpaHHOro coeguHeHns UHrnMbmpoBaTb U-
6ens BUY-nHAYUMPOBaAHHbIX K/ETOK. IDTOT aHa/iM3 3akj4vaeTca B npe-
BpalleHnn TeTpa3osimeBoro kpacutena MTT B oKpalleHHbIW (hopMa3aHOBbLIN
NPOAYKT No4 OEeNCTBMEM MUTOXOHAPUANIbHbIX (PEPMEHTOB B MeTabosinyeckun
AKTUBHbIX KNeTKaX. 2Ta aHaaumTu4deckaa cucrtema mcnonbsyetca B SRl gnsa
nposepkn cebile 30000 coeanHeHnin B rod. BkpaTue OaHHbIA aHaU3 3a-
KNto4YaeTca B UHpuumposaHum CEM mnm MT2 KNneTok B KPYrJ04OHHbIX 96-
NIYHOYHbIX NJaHweTax. MIHTepecywowee coeanHeHne nobaBnsaoT Henocpen-
CTBEHHO nepen uWHdUuMposaHueM. lMocne 6 gHen uHkybauum npu 37°C
niaaHweTbl oKpawwBatoT MTT. Pe3synbTaTbl aHanM3a onpenendiT Kosuv4ye-
CTBEHHO CMNeKTpo(oTOMEeTpMUYEeCKN Ha anmnapaTte OJiIA YTeHUs MJIaHLIeTOoB
(Molecular Devices Vmax). [LDaHHble aHanuM3npywT MeToaAOM JINHENHOW
perpeccmn, ncnonb3lys cOb6CTBEHHYIO MPOrpamMMmy ON8 BblYUCNEHUA aHTUBU-
pycHOW akTUBHOCTU (ICzs, I1Csp, 1Cos) M TOKCUYHOCTU (TCys, TCso, TCos), @ TakXKe
OPpYrux BesIN4unH.

MepBNYHbIE aHTUBUPYCHbIE aHaNN3bl 0ObIYHO BbINOAHAT Ha CEM wnun
MT2-knetkax. B SRI 6b1s10 06Hapy>XeHO, 4TO BCE aKTUBHbIE COEAUHEHUS
npossnaTca Ha CEM kneTkax, B TO BpeMsl KakK B 3KCMepuMeHTax, BbINOJI-
HEHHbIX Ha MT2-KneTo4YHON NnHUKM, Hebonbliaa YacTb aKTUBHbIX CcoefuHe-
HWU He NPOSBASAET CBOEro AencTBuS.

b. CtaHpoapTHble CKPpUHUHI-aHanm3bl Ha CEM n MT2-kneTkax

1. Pa3BegeHne coegnHEHNN N NX HAHECEHWE Ha NJaHLWeThI
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JlekapCTBeHHble CcpeCcTBa PacTBOPAOT B NOAXOASAWEM pacTBopuTene,
TakoM KakK OUCTUNIMpOBaHHasa Boda wau B ciydvae Heobxogumoctmn OMCO.
JlaTekCcHble nep4yaTKn, sabopaToOpHY oAexaAy W MacKM MWCMOoJb3yHT B
NPOAOJIKEHNE BCEX CTaAWW BbINOJIHEHUA Npouecca AN8 npefoTBpalleHuns
KOHTaKTa C MOTeHUWasnbHO BpeAHbIMU areHTaMu. JlIeKkapCTBEHHbLIN npena-
paT roToBAT B HEO6XOAMMOWN KOHLEHTPaUUM N XpaHAaT npu -20°C 4o ncnonb-
30BaHNA B CKpUHUHr-nabopatopun. MNMepBoe pa3BefeHne Ka)Kgoro coegunHe-
HMA genatoT B Npobupke ansa passBeneHns co cpeaon Takmum obpasom, 4Tobbl
noay4yusiacb KOHUEHTpaumns, B ABa pa3a rnpesbilalowas cCaMyto BbICOKYIO Te-
CTUPYEMYIO KOHLEHTpaLMo. 3aTEM UCNOSb3YIOT CTePUSIbHbIE NPOBMPKK oNns
TUTPOBaHUSA, NPOMN3BOLA MOC/enoBaTesibHble Nonynorapnpmmyeckme passe-
OeHnsa Kagoro coeguHeHuda. [locse >3Toro pasBefeHHoe coefuHeHue
006aBNAlT B COOTBETCTBYIOLLYIO JIYHKY 96-/lyHOYHOro nJjaHweTa A8 MUK-
pPOTUTPOBaHMA. Ha 0O4HOM NaaHLWeTe MOXHO yaobHOo npoaHanm3npoBaTb A0
12 pa3BegeHnn B Tpex napansensx co BceMn HeOOXOANMBbIMU KOHTPOIAMMU,
BKJ1lOYAsA KOHTPOJIMN Ha KJEeTKY, BUPYC, TOKCUYHOCTb, LUBEeT rpenapaTa,
KOHTPOJIb Ha Cpefy N KOHTPOJ1Ib Ha nsacTMaccy naaHweTa (goH). Ecnum npo-
BOLAAT aHa/IN3 TOJIbKO LIEeCTU pa3BefeHnN, TO Ha O4HOM niaHweTe ans TUT-
poBaHMA MOXXHO MpoOaHanun3upoBaTb ABa MnpenapaTa. [penapaTbl HAHOCAT
Ha NJaHWeT B KOHe4YHOM obbeme 100 MK

2. KneTtku n supyc

[loka roToBAT pa3BefeHUsa npenapaTa, KJeTKU MPOMbIBalOT U MOL-
CHYUTBbIBAIOT. XKNU3HECNOCOOHOCTb KOHTPOIMPYIOT METOLOM UCKIIIOYEHUSA Kpa-
CUTens TpunaHa CUHEro U UCMbITaHUSA He MPOBOAAT, €C/IN XKMU3Hecnocob-
HOCTb MagaeT Hmxe 90 %. KneTkm noanep>XmBakT B dKCMNOHEHUMasIbHON
hase pocTa n pasgensaoT 1:2 B AeHb, NpeALlecTBYOLWMNIA NMPOBEAEHMNIO aHa-
nn3a gnsa obecnevyeHmsa sKCNOHEeHUMaIbHOW CKOPOCTU poCTa.

[Ona nepBUYHOro CKPUHWUHra WUCMOJSb3YIT KJeToYHble nuHum CEM un
MT2. Ecnin cneyunasbHO He yKa3aHo, TO ncnone3yoT cpeny RPMI 1640 c 10
% pacTBOPOM TEepPMOMHAKTUBUPOBAHHOMN (peTasibHOW CbIBOPOTKM TeJsieHKa
(FBS), rnyTaMMHOM N aHTNBNOTUKaMMN.

KneTkun BblpawmeatoT npu 37°C B atmoccepe 5 % CO, B Bo3ayxe. Bu-
pyC, NCNoJb30BaHHbIN B AaHHOW paboTe, npeacTtasnseT cobon BUY-1 nonsa-
Tol IIIB wn/vnn RF, nonyyeHHble C MOMOLWbIO OCTPOro WHMEeKLMOHHOro
rnpouecca.

BkpaTue, MHPUUMNPOBaAHHbIE BUPYCOM KJIETKU exefHeBHO cobupatoT
LeHTpuUdyrnpoBaHmeM, HaudymHasa C TpeTbero AHA rnocsie MHeKunm, 0o Tex
rnop, NMoka BMPYC HE YHUYTOXUT BCE KJNETKUN B KyJibType. OAna noeHtuduka-
UMWY NYyNoB C cCaMbiM 60/bLUMM KOJIMYECTBOM BMPYCa UCMOJb3YIOT N3MEpPeHMe
aKTMBHOCTK 0bpaTHOM TpaHC-KpunTa3sbl U MmeToa p24 ELISA.

9T 24-4yacoBble cbopbl KNeTok 06bLeaAuHAT, GUAbLTPYIOT M 3aMo-
paxxusatoT npu -90°C. UHPEeKLMOHHLIN Ny BUPYCa OTTUTPOBLIBAOT Ha BCeEX
OOCTYMHbIX KJIETOYHbIX JIMHUAX 00 ero UCroJib30BaHUA B aHasn3e C uesblo
onpeneneHns Koan4yecTBa Bumpyca, TpebyemMoro aas aHTUBMPYCHOrO aHann-
3a.

OB6bI4HO nNyJsibl, MOJYYEHHblE METOOOM OCTPOW WHpekunn, TpebytoT
nobaBneHma oOoHOro MUKPOUTPA MHGPEKUMOHHONO BMUpyCa Ha JIYHKY, B
pe3ysibTaTe 4Yero rnpu CKPUHUHIre npenapaTtoB MHOXKECTBEHHOCTb NH(eKuUnn
coctaBngeT 0.01. 3Tum cnocobom roToBAT M 3aMOpPaXKMBaOT BMPYC B A0CTa-
TOYHOM KOJIM4ecTBe OJ15 3anoJIHEHNS CBbILIE OOHOW ThICAYM MJAHLWETOB A4
TUTPOBaAHUSA, MO3BONSAIOLWMNX TECTUPOBATb 00 ABYX TbICAY COEAUHEHUA U3
OOHON JIMHUN MH(PEKUMOHHOro Bupyca. Mcnonb3oBaHMe OOAHOW JIMHUWN BU-
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pyca B Te4dyeHume MpoAO/DKUTENIbHOrO rnepuoga TeCTUPOBaHUA OKa3biBaeT
o4YeHb bnaronpusaTHOE BANSHNE Ha BOCNPOU3BOAUMOCTb pe3ysibTaTOB n3Me-
pUTEsIbHbIX CUCTEM.

BupycHasa uHpekumna CEM mn MT2-kneTok npu nposBefeHun aHTUBWU-
PYyCHOro aHasan3a OCyLWecTB/sSIeTCA B Npouecce MHPMUMpoBaHns B obbeme.
Heobxoaommoe 4ucno kneTtok, Tpebyemoe pnOna oCywecTBleHUs TecTa,
CMeWwunBalT C MHMPEKUNOHHBbIM BUPYCOM B KOHUYECKOW LLEHTPURY>XKHON
npobunpke B HeOGObLWIOM KOHEYHOM 0ObemMe, paBHOM 1-2 MKJI.

Mocne 4-4acoBoro NMHKYBMpPoBaHNA NHPULNPOBAHHbIE KJETKN LO0BOOAT
[0 HY>XHOW KOHEYHOW KOHUeHTpauun 5-10* kKnetok Ha MUAUANTP C NOMO-
Wb CBEXEW nuTaTeNbHOM cpenbl ANnA KynbTypbl TkaHen n 100 mkn pnobas-
NAKT B IYHKU, COOTBETCTBYIOLLME SKCMEPUMEHTY N KOHTPOJIIO Ha BMpYyC. He-
MHPUNLUNPOBAHHbIE KJNIETKM B TOM »X€ CaMOW KOHLEHTpauunm nomewiaroT Ha
niaHWeTbl A9 NMPOBeAEHNS KOHTPOJIEM Ha TOKCMYHOCTb M KOHTpPOJIEN Ha
KNeTKU. MOXXHO TakK>Xe BbIMOJIHATb aHain3bl, UCNOJIb3Ys MeTo4 UH(EKLNN B
NyHKax. B 3Tom cnyvae npenapaT, KNeTKn n Bupyc Ao6aBnsaoT B JIYHKY MO
oTaenbHOCTU. B Kaxxgom cnydyae MOI nogbupatoT Tak, 4Tobbl MOAy4YnUTb NON-
HOe YHNYTOXKEHMNE KJIeTOK B JIYHKaX KOHTPOJ19 Ha BUPYC Ha LLEeCTOW OeHb.

3. OueHka CPE-nHrnbuposaHus

Mocne pobaBneHNs KNETOK U JIEKapCTBEHHbIX NpenapaToB B NaaHWeT
AN MUKPOTUTPOBAHUA NOCNeOHUN UHKYOUPYIOT B TeyeHue 6 AHen npu
37°C. OnbIT NokKa3an, 4To nHKybaumsa B Te4yeHne 6onee AANTENbHbIX Nepu-
040B BpeMeHun (7-8 gHewn) uam mncnosib3doBaHme 6osiee BbICOKUX HavaslbHbIX
Konnyects kneTtok (1-10%) npuBOAMT K 3HAYUTENbHOMY YMEHbLUEHUIO
MXKN3HECNOCOBHOCTN B KJIETOYHOM KOHTPOJIE U K CY>XKEHUIO Pa3/iNdnin B ONTU-
YECKOM MNJIOTHOCTU MeXAY KINEeTOYHbIM U BUPYCHbIM KOHTPOJAAMU MNpU
OKpawunBaHMnM ¢ noMmouibio MTT.

MeTo4 OUEeHKW aHTUBMPYCHOrO aHasnm3a BKI4YaeT pobasneHue 20
MUKPOJIMTPOB TeTpa3osmeson conm MTT B KOHUEHTpauunm 5 Mr/mn B Kaxk-
AYI0 NYHKY niaaHweTa Ha 4-8 4acos. lNocse 3Toro nHkybaunoHHOro nepuoaa
KeTKun pa3pywatoT gobasneHnem 50 mukponntpos 20 % SDS B 0.01H. HCI.

Hannymne meTtabonmyeckom akKTUBHOCTU Y »XU3HECNOCOOHbIX KIETOK B
KyJbType NpuUBOOUT K MOSABIIEHNIO OKPALUEHHOro NMpoAykKTa peakuuu, KoTo-
pbi NU3MEPSAIDT CNeKTPohoTOMEeTPUYECKN B annapaTte AN18 YTeHUA NJaHLwe-
TOB (Molecular Devices Vmax) Npu 570 HM. 3Ha4YyeHne oNTUYEeCKON MJIOTHOCTH
(O.D.) aBnsaeTca pyHKUMEN Konn4yecTBa OpMa3aHOBOro NpoaykKTa, KoTopoe
MPOMOPLMOHANIbHO YUCY XXMN3HECNOCOOHbIX KETOK.

AnnapaT ON9 4TeHUsa NAaHLWeTOoB MNOAKJYEH K YyCTaHOB/IEHHOMY B
CKPUHUHr-nabopatopum MMKPOKOMMLIOTEPY, KOTOPLIA OUEeHMBaeT W nopn-
CYMTbIBAET AaHHble, NOJIy4eHHble C naaHweToB. OTYeT O MOJIYYEHHbIX Ha
niaHweTax pe3ysbTaTax npencrtaBnsgeT KpaTKoe U3NI0XKeHne BCeun
MMEeLWEN OTHOWeEHNe K geny uHdopMaumu, BKoYas HeobpaboTaHHble
3Ha4veHnsa 0O.D., pacyeTHble 3HadeHua O.D. M nNpoueHTHOe yMeHblUeHune B
BupycHoMm CPE, a Takxe BbluncieHund, skaodaowme TCso, ICso, aHTUBUPYC-
HbI MHOEKC N UHOEKC crneundpuyHoCcTn. HakoHel, pe3ysibTaTbl BK/OYAOT
rpauk, KOTOpbIM BU3yasibHO OTobpa)kaeT BAMAHME COEOUHEHUSA Ha He-
MHPUNLNPOBaAHHbIE KNETKN (TOKCUYHOCTL) U 3P EKT 3aLlunTbl UIN HE3ALUTDI
coefiHeHneM UHPULNPOBAHHbIX KJIETOK.

[I. CKPUHWMHI Ha uenbiX KheTkax aHTuBWY-coeamHeHun B Eli Lilly
(pe3ynbTaTbl, BHECEHHbIe B Tabauuy 1, obo3Ha4veHbl "LUenas kneTtka ICso HM"
nnm "Uenasa knetka ICqo HM")

A. Lenb n matepuansl

120



299

Lenb: onpepenntb ICso n CCso AN5 COEANHEHUN:
PeakTuBbl 1 MaTepuasbl
Cpena A
Cpena A [l % OMCO] (100 mkn OAMCO + 9.9 mn cpegbl A)
SN 123 ncnonb3yoT Ana MHPULMPOBAHUA KNeToK (15 mn Ha 6 niaHweToB)
(10 Mn Ha 4 nnaHweTa)
CEM-kneTtkn @ [1-10%] kneTtok/mn (4 nnaHweTta = 40 mn) (6 NNaHWeTOB =
60 mn)
OMCO (Heobxoaumo 5 mn)
35B B [10 MM] (Heobxoammo 70 MK Ka)X4oro coeanHeHus)
A-D B [10 mM] B 100 % OMCO
4 nnn 6 96-N1YHOYHBbIX MJjaHweTa ¢ u-obpa3HbIM AHOM
4 96-NYHO4YHbIX NaHLWeTa C NJOCKUM AHOM OS89 pa3BefeHuun
8-10 KopoboK CTepusibHbIX cOostar HAKOHEYHNKOB
MpunbnusntensHo 10 nogHocoB a5 peakTneos Costar 12-kaHaNbHasa nuneT-
Ka
BcrnomoraTtenbHasa nHpopmaumsa:
1000 kneTok/nyHka = 1-10* knetok/mn = 1000 mMkn
200 Mkn = 0bwmin o6beM B yHKe
KoHe4dHasa KoHueHTpauua AMCO = 0.25 %
KoHe4yHoOe pa3BefeHune Snl23 = 1:64

MocnepoBaTesibHO pa3BefeHHble coeanHeHusa 358, A-D, 1:3

b. MeTogunka

1. NMoaroTtoBka KNeTOK N HaHeCeHue UX Ha nnaHweTbl, cpena A n cpe-
na A (1 % AMCO)

a. lMpoHymepynTe 96-/IyHOYHbIN NAAHLWET ON9 KYJAbTypbl TKaHW Ha
Kakgoe TecTupyemoe coefiMHeHue, OAUH NaaHweT O KOHTPOoaA N OOUH
0151 KOHTPOJIbHOI0 COeaUHEHUS.

MnaHweT OnucaHune

#
1 KOHTpOJ1b
oTpuu. 1 no-

NOX.

2 35B

3 A

4 B

5 C

6 D

6. MoacumTanTe KNEeTKN Ha reMounTOMeTpe N pecycneHanpynTe nx B
40 mn vnu 80 mn cpenbl A B KOHUeHTpauwun [1-10*] kneTok/mn.
Mooc4yeT KJIETOK Ha remoumToMeTpe:
NMomeTbTe ABE NUNC NPOBNPKM BMECTUMOCTLIO 1.8 M1 MeTKamn 1 n 2.
MomectnTe 0.5 Mn xopowo nepemMewaHHbiXx CEM-kneTok (B ha3e pocTa) B
npobupky 1.
MNomecTtnTe 50 Mkn PBS n 40 MKN TpunaHa cuHero B npobupky 2.
XopoLlo nepemellanTe kKaeTku B npobupke 1, 3atem otbepute 10 MK Kne-
TOK 1 MOMEeCTUTE nx B Npobupky 2.
NepemMewanTe Xopowo cogepXxmumoe npobupkn 2, 3atem otbepute 10 MKAN
OKpalUeHHbIX KJIETOK U NOMeCcTUTe UX B reMounToMeTp.
MoacymnTamTe YUCO KNETOK B LLEHTPasibHOM KBagpaTe reMoumToMeTpa npu
MOMOLLM MUKPOCKONa npu yesennvyeHnn 10X.

121



299

KoHueHTpaunsa ucxogHom cycrneH3nm CEM, Bbipa>keHHas B KheTKax/Mn
onpepenseTca cnegyowmm obpasom:
KonnyectBo noAcHYMTaHHbIX Knetok - 1.10°= KoHueHTpaumsa CEM B [kneT-
Kax/mn].
B. [lobaBbTe 200 MKA cpenbl A B:
Al nnaHweToOB 2-6.
9T0 - 6naHKn.
A4-H4 nnaHwerTa 1.
9T0 - 61aHKw.

r. JobaBbTe 5 MK cpeabl A BO BCe NIyHKU panos A-D B nnaHweTax 2-6
3a UCKJII0YEHNEM NYHKN Al (BEPXHSASA NOJIOBMHA Kaxk4oro njaHLweTa).

n. Job6asbTe 50 Mk cpeabl A B iyHKM Al-D3 nnaHweTa 1 (BepxHsas
MosIOBMHA MJaHLWweTa).

e. JobaebTe 50 Mkn cpeabl A [1 % OMCO] BO BCe NYHKN KOJIOHOK 1-3
nnaHweTa 1.

. [obaBbTe 100 mkn [1-10%] kneTok/MN BO BCE JIYHKU KOJIOHOK 1-3
naaHweTa 1 n BO BCe JIYHKN (3a ncknwyeHmem Al, kotopasa asnseTcs 6naH-
KOM) opyrux nnaHweToB. 3To BHOCUT 1000 KNeTOoK Ha JIYHKY.

3. NomecTnTe NNaHweTbl B MHKYDAaTOp Ha BpeMs MOArOTOBKW pa3Be-
OeHUN NeKapCTBEHHOr o npenapaTa.

2. [loaroTtoBka KOHTPOJIBHOrO W TeCTUPYEeMOro JieKapCTBEHHbIX
rnpenapaTos

(a) MoprotoBka mnocnepoBaTesibHbIX pa3BegeHun (35B, A-D) 1:3 B
nnaHweTe ¢ 100 % OMCO.

(1) MomecTtuTe 60 Mk AMCO BO BCe JiyHKU KOJIOHOK 2-12, pagos A-E.

(2) MomecTtuTe 70 mkn 35B [10 mM] B 100 % OAMCO B nyHKy Al.

(3) MomecTtute 70 Mmkn A [10 mM] B 100 % OAMCO B nyHKy B1.

(4) NMNomecTtute 70 mkn B [10 mMM] B 100 % OMCO B nyHKy C1.

(5) MomecTtute 70 Mmkn C [10 mM] B 100 % OAMCO B nyHky D1.

(6) MomectuTe 70 mkn D [10 mM] B 100 % OAMCO B nyHKy E1.

(7) NocnepoBaTenbHO pa3eeauTe (35B, A-D) 1:3 0o KONIOHKK 12, nepe-
HOCA 30 MK U3 KOJIOHKN 1 B KOJIOHKY 2, 3aTeM M3 KOJIOHKN 2 B KOJIOHKY 3 1"
T.4. 00 KOJIOHKN 12. MeHsaNnTe HaKOHEYHUKN Nepen Ka>KablM pa3BeLeHneM.

(6) MogroToBka naaHweTa Ansa pa3seneHusa 1:10 B cpene A:

(1) B papax A-E pgpyroro nnaHweTa caenanmte psan nna nepsoro
pa3BeneHusa 1:10 Takum obpa3om, 4Tobbl OH COOTBETCTBOBaN psAndy, CO-
nepxawemy 100 % AMCO ona Ka>kgoro coeguHeHuns.
35B B pag A onsa nepsoro passeneHus 1:10.

A B psan B ona nepsoro pa3seneHusa 1:10.
B B pan C ona nepsoro pa3seneHusa 1:10.
C B psaa D ona nepsoro pa3sseneHusa 1:10.
D B pag E ona nepsoro pa3seneHusa 1:10.

(2) MomecTtnte 180 MKN cpenbl A BO BCe JIyHKU panoB A-E, cooTBeT-
cTeBywowme pagam, cogepxawmm 100 % OMCO. Onsa NoAroTOBKU Ka)XAoro
psaa Heobxoammo 2.5 mn cpenbl.

(3) OTbepute No 20 MK M3 BCEX NIYHOK Ka)KAQoro psga B psgax, co-
aepxawmx 100 % OMCO, n nepeHecnTe UX B COOTBETCTBYHOLWME pAagbl 4N
pa3seneHusa 1:10.

(B) MoaroTtoBka nnaHweTa ansa passeneHns 1:100 B Cpege A:

(1) MogroToBbTE MAAHWET ANA KaXXAbIX 3 Uccaenyembix CoOe guHEHNN.

(2) MomecTuTe 225 MK cpenbl A BO BCe nyHku pagos A, B, D, E, Gu H,
octasnasa pagbl C n F nycteiMn. Ucnone3synte 20 mn cpenbl A Ha MniaHLwWwerT.
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(3) MepeHecnTe 25 MK Ka)KOoro coeguHeHUa M3 psga Onasa passege-
HMa 1:10 B COOTBETCTBYKOLWIME ABa psAfa Ha NJaHWeTe AONaa pa3BeneHus
1:100, MeHAS HAaKOHEeYHUKM nepen KakAabiM rnepeHeceHnem (cMm. Tabaum-uy
4).

3. Nob6aBneHune Bupyca Snl23 B naaHLWEThI

a. Pazmopo3bTe Snl23 B BoasHonm 6aHe npu 37°C npnbnmsntenbHo 3a
10 MuHyT,

6. PazBeanTte Snl23 B cooTHOoweHun 1:16, pobasnsaa 1 mn Snl23 Kk 15
M1 cpenbl A.

B. Jo6aBbTe 50 Mkn Sn123 [1:16] B n"yHKM E1-H12 Ha nnaHweTax 2-6
n B NyHKM E1-H3 Ha nnaHweTe 1.

4. NobaBneHne nekapCTBEHHbIX NpenapaToB B NJaHWeTbI

a. JobaBbTe 50 MKJ1 KOHTPOJIbHOIO U TECTUPYEMbIX JIeKapCTBEHHbIX
npenapaToB U3 pAOOB MNJaaHWeETOB C pa3BegeHmemM 1:100 B COOTBETCTBY-
lowme psaabl B KOHEYHOM MaHweTe (MeHAs HaKOHEeYHUKW nepen KaxkabiM
nepeHeceHuem). U3 opgHoro paga nnaHweta 1:100 6ynet nony4atbca 4
psfa Ha KOHe4YHOM nnaHweTe. OcTaBbTe NIyHKY Al nycTou.

6. NHKybunpynTe Bce nnaHweTbl 7 gHen npu 37°C B 5 % CO..

B. BbinonHuTe Xtt-npoTokon Ha 7 AeHb cneaytowmm obpasom.

r. MoaroTtoska Xt-t/PMS pacTBopa:
(Ha 4 nnaHweTa = 20 Mn) (Ha 6 nnaHweToB = 30 M)

(1) PeuenTt onga 2 mM PMS:

15.3 mr PMS + 0.5 mn PBS = PMS B KoHL,. [100 mM]

100 mkn [100 mM] PMS +4.9 mn PBS = PMS] B KoHUeHTpauun [2 mM]

(2) NMporpente 500 mn H20 B MUKPOBOJIHOBON Me4yYn B Te4yeHne 5 Mu-
HYT.

(3) NomecTtnte 20 nnam 30 mn cdeHonoBoro KpacHoro RPMI B LeHTpu-
hy>XHY10 Npobnpky, BMeCcTUMocTbio 50 M.

(4) MomecTtuTe RPMI B MEH3YpPKY C ropsven BOLON.

(5) AobasbTe 20 nnm 30 mr XTT K HarpeTomy RPMI. KoHe4YHas KOHLEH-
Tpauua XTT = [1 mr/mn].

(6) Mopmoxaonte noka pacteoputca XTT, 3aTem gobasbTe 200 Mk [2
MM] PMS Ha 10 mn pactBopa XTT.

0. JobasneHne XTT/PMS B nnaHWeT:

(1) OobasbTe 50 Mkn pacTBopa XTT/PMS BO BCe NyHKM BCeX MjaHLle-
TOB.

(2) 3akponTe nnaHweTbl U UHKYBupynte nx 4 vaca npm 37°C B8 5 %
COa,.

(3) YpanuTte nnaHweTbl U3 MHKybaTOpa W 3aMeHUTEe KPbIWKK Ha
nJacTMacCcoBble 3aLNTHbIE NOKPbLITUSA 419 NJIAHLETOB.

(4) NepemelwanTe cogep>XMMoe rniaaHLWeToB.

(5) MpoynTanmTe NnaHwWeTsbl NP TecTupyemon gnamHe BoJiHbl 450 HM un
3TaJIOHHOW AJInHEe BOJIHbI 650 HM.

[ll. ®noopecueHTHbIW aHannu3 Ha WHrnbmposaHme npoTeasbl BUY-1
018 NpoBepKN NHrmbmposaHusa npoteasbl BUY (pe3ynbTaTbl, BHECEHHbIE B
Tabnnuy 1, obo3HayveHbl "Pandex (Hr/mn)")

Ncnonb3oBaHHbIE 34eCb COKpaLLEeHMsa onpeneneHsl cneayowmm obpa-
30M:
BSA - Bbl4MIn CbIBOPOTOYHBLIN anbbymuH; BOC - T-byToKcnkapboHun;
BrZ - 2-6pombeH3nnokcnkapboHun;
2-ClZ - 2-xnopbeH3nnokcnkapboHun;
DCC - gnumnknorekcunkapboaonmmnpg;
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DIEA - onmnsonponuasTuiamMuH;

DTT - autnoTtpenTon;

EDTA - asTnuneHonamMnHTeTpayKCyCcHasd KNCNOTa;

FITC - qontoopecuenH nsotnokapbammnna;

HEPES - 4-(2-rugpokcmnatui)-1l-nunepasnH-3TaHCyib(poHOBasA KNCNOTAQ;

MES - 4-MmopONMHITaHCYIbPOHOBAs KUC/OTa;

PAM - peHUNnaueTnmMnaoomeTun;

TAPS - 3-[Tpuc(rngpokcmmeTusn)MeTus] aMmHo-1 -cyibqpoHOBasA KUCNOTA;
TRIS - Tpuc(rngpokcumeTtun)ammHomeTaH; TOS - n-TonyoncynboHmnn (To-
3un).

A. MogroTtoBka npoTteasHon n GAG-chpakuuin

1. KynbTypa E.coli K12 L507/pHP10D

JInogmnnunzoBaHHble KynbTypbl WTamma E.coli K12 L507/pHP10D 6bian
nonyyeHol n3 CesepHon PermoHanbHoM Hay4Ho-uccneposaTenbckon nabo-
patopuun, Peoria, WUTaT NnnnHonc 61604 nopn kKaTasnoxXHbiIM HoMepoMm NRRL
B-18560 (wTamm pgenoHupoBaH 14 Hosbpsa 1989 r.). JInopunmnsoBaHHblE
GakTepuasbHble KNETKM AEeKaHTUPOBaan B Npobupku, cogepxxawme 10 mn
LB-cpeabl (10 r 6akTOoTpunTOHA, 5 I rogpo)xx»xeBoro akcTpakta u 10 r Boa-
HOrO XJIOPUCTOro HaTpusa Ha nnMTp), noasoannm pH go 7.5 n nHkybmuposann
npwv 32°C B Te4eHne HouN.

Hebonbliyo 4acTb HOYHOW KyJbTypbl BbiCEBAJIN Ha 4HalwKu C LB-ara-
pom (LB-cpepa c 15 r/n bakToarapa), cogepxawme 12.5 MukporpamMmm/mi
TeTpauuKkKnHa C Uesibio MoJlyYeHUsA OTAeSIbHbIX U30JIMPOBAHHLIX KOJIOHUN
wTamMma E.coli K12 L507/pHP10D. MNMony4eHHy0 oTOENIbHYIO KOJTOHUIO MHOKY -
nuposanm B 10 mn LB-cpeasbl, cogep>xawen 12.5 MukporpaMmm/mna TeTpaumnk-
NINHa, N NHKYBMpoBanm B TedeHmne Ho4n npu 32°C C sHeprmyHbIM BCTPSAXUBA-
HMem. 10 MA HOYHOM KYNbTYpbl MHOKYNMpPOBanu B LB-cpeny, comoep>xaluyto
12.5 MukporpamMmm/mn TeTpaunkanHa, n nHkybmposanu npun 32°C € sHeprmny-
HbIM BCTPSIXMBAHMEM [0 AOOCTUXKEHUA CepenuHbl NorapnmMmyeckon gasbl
pocTa.

2. KynbTypa E.coli K12 L507/pHGAG

JlInopunmioBaHHble KynbTypbl wWTamMma E.coli K12 L507/pHGAG 6bian
nonyyeHol n3 NRRL non kaTanoxHbiM HoMmepoMm NRRL B-18561 (wTamm
aenoHmpoBaH 14 Hoabpsa 1989 r.). OuymweHHyto konoHuto E.coli K12 L507/
pPHGAG Bbigensanu n Ncrosib3oBasin Kak NOCeBHON MaTepuan aaa KyJabTypsbl,
KOTOPYIO BblpalumBanan 0O CepefuHbl sorapudmmnyeckon gasbl pocta B NOJI-
HOM COOTBETCTBMW C MNpPUBELEHHON Bbille B pa3sgene A MeTOoOUKOW ONs
wTtamma E.coli K12 L507/pHP10D.

3. MoaroTtoBka npoTeasHoOW hpakLmu

KynbTypy wtamma E.coli K12 L507/pHP10D BbipawinBann Ao cepenu-
Hbl lorapugmmnyeckon asbl npu 32°C B LB-cpene, conepxawen 12.5 Muk-
porpaMMm/mMn TeTpauukanHa. TemnepaTypy KyJbTUBMPOBaHUA ObICTpO nopa-
HUMann o 40°C C uenbi UHAOYUMPOBAHUSA 3KCMNPECCUnM FeHOB U KIIETKU
OCTaBNA/IN pacTu NpU 3TON TeMnepaType B TedeHue 2.5 yacos, nocsie 4ero
KynbTypy 6bICTPO oxnakgaanun BO nbAy. KneTtkm ocakgananm LeHTpudyrmpo-
BaHMEM W KNEeTOYHbIN 0cafok pecycneHgmpoBanu B 20 mn 50 mmonb MES-
bycdepa (pH 6.0), conepxawero 1 mmonb EDTA, 1 mmonb DTT, 1 mMmonb
PMSF n 10 % ravuepuH ("bydep A"). KneTkn nmsanposanun ybTPa3BYyKOM,
NCNoNb3ys KNEeTOoYHbIM Ae3unHTerpatop (Mogens 300, Fischer) u 30HA C MUK-
pOHaKoOHe4YHUKOM. [locne ueHTpudyruposaHmna npm 27000xg Hapmocanou-
HYIO XMAokKocTb pasbasnsann bydepom A fo kKoHeyHoro obvema 60 mMn un
HaHoOCMAM Ha KONOHKY ¢ QAE-cegapo3on pasmepom 2.0x19 cm (1 Mna/MuH,
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4°C), KoTopyt YypaBHoBewmsann bygepom A. KONOHKY TMpOMbIBan
N30KpaTHO B TedyeHue 180 MUH 1 3aTem aompoBanm rpagneHtom 0-1.0 M
BOLHOIro pacTBopa xJopuaa HaTpua B bydepe A B TeyeHume 120 mMuH.
depMeHTaTUBHYIO aKTUBHOCTb U3MepsAn C nomoLlbio BXKX, ncnonbsya cuH-
TeTndyeckunn nentmp Ser-Gln-Asn-Tyr-Pro-lle-Val, kak onucaHo B [13]; n3sme-
psnn obpa3soBaHue pl-nentuga (Ser-Gln-Asn-Tyr).

AKTUBHbIE (hpakuum obbegnHanm, noasoannm K pH...1.2 M... B Cy/b-
daTe aMMOHNA N HAHOCWU/IN KOJIOHKY pa3MepoMm 2.0x18 cM c rekcuiarapo-
301, ypaBHOBeLWeHHY0 bydepom A, cogepxawmm 1.2 M cynbaT aMMOHUSA.
Obpasey, HaHOCKUAIN MPU CKOPOCTU NpoTeKaHmna 1 ma/muH n 4°C, npomMbiBaan
ypaBHoBewmnBawwmm bydepom B TeyeHne 240 MuH (1 MA/MUH) n 3aTem
3/10MpoBasN, UCMONb3ya O06paTHbLIM JNIMHEWHbIA FpagueHT cyfbdaTa am-
MoHMA 1.2 - 0 M B bychepe A B TedyeHne 120 MUH Npu TON e CaMOWn CKOpPO-
CTU NOTOKa. KOJIOHKY 3aTeM MpoMbiBasin U30KpaTHO bydepom A B TeyeHune
120 MuH.

AKTUBHbIE (hpakunm obbednHANMN, KoHueHTpupoBanu o 10 mna, uc-
nonb3ysa A4erky c nepemewmsaHmnem (Amicon) n membpaHy YM-10, n 3atem
HaHOCMAM Ha MonoS-kKaTUOHOOOMeHHY KONOHKY (1.0x10 cMm), ypaBHO-
BelleHHY bydepom A. Obpa3en, HAHOCUAM MPU CKOPOCTU NOToKa 1 MA/MUH
n 25°C. lNocne NpoMbIBKN U30KPaTHO B TevyeHne 30 MUH npoTeasy 3J1l0nNpo-
Basn B TedyeHne 40 MUH, NCnosb3ysa NMHenHbIn rpagueHT 0 - 0.45 M BoaHO-
ro pacteopa xsopupa Hatpusa B bydepe A. KoJIOHKY NpOMbIBasN U30KPaTHO
Bbydepom A, cogep>xxawmm 0.45 M BoAHbLIN pacTBOp XJlopuaa HaTpus, B Te-
yeHune 30 MUHYT.

AKTUBHbIE (bpakumm obbeamHANM U KoHueHTpupoBann o 200 Muk-
PONNTPOB, UCMOJIb3YS SAYEeNKy C rnepemMewwnmBaHnem (Amicon) n MembpaHny
YM-10, nocne 4yero HaHOCUJIN Ha KOJIOHKY C Superose 6 Onsa resb-puabTpa-
uun, ypaBHoBelleHHYO bygepom A, cogepxawum 0.1 M BOoAHbIM pacTBOp
xnopuga HaTpusa. KONIOHKY MPOMbIBaN N30KPaTHO 3TUM Bydepom npu CKo-
pocTtn notoka 0.5 ma/mMunH n BUY-npoTeasy anonposann B Buae eqUHCTBEH-
HOro nuka.

QAE-cetapo3a n rekcunaraposa 6biam npnobpeTeHbl y XMMUYeCKon
KoMnaHuK Sigma. Superose 6 n MonoS 6bian npuobpeTteHbl y Pharmacia.
Bydepbl n peakTnBbl 6bI7IM NONYyYeHbI N3 Sigma.

4. Nopgrotoska GAG-hpakumn

AHanorn4yHbeiM cnocobom kynbTypy E.coli K12 507/pHGAG BblpalimBa-
NN 00 cepenuHbl norapudpmmuyeckon gasel npmn 32°C, 3aTeM TemnepaTypy
rnosbiwann 0o 40°C npumepHo Ha 4-5 4acoB. Ky/sibTypy oxna>kganuv BO Jibay
N LeHTpudyrmpoBanmn, ocafgok pecycrneHaunposasm B 8 MJ1 NM3MpyroLLero
bydepa, cogepxawero 5 mr/mn nusoumma. Jinsupyrowmin dydep BkKoYan
50 MM Tpuc-HCI (pH 7.8), 5 mM EDTA, 1 MM DTT, 100 mM NaCl, 1 mukpo-
rpamm/mn E64 n 2 Mmukporpamma/mMmn anpoTuHnHa. KynbTypy MHKybuposanu
npumepHo oT 30 ao 60 MMHYT npu 4°C, 3aTeM OBbICTPO NN3MPOBANN YabTpa-
3BYKOM MpPWU MOMOLLK KNeTo4YHoro gesuHTterpatopa (Branson @) npu 60 %
MOLLHOCTKN TpeMsa 20-CeKyHAHbIMW UMMYyJbCaMU C OXJaxheHunem nepep
Ka>KOAblIM UMMynbCOM. lMocne 3Toro KyabTypy OCa>Kpajn UeHTpudyrmposa-
HueMm npu 15000xg. Hapocafo4Hyo XXUAKOCTb, COAep Kallyo Henpoueccu-
pOBaHHbIN gag- 6enoK, YaCTUYHO O4YULLLANKN renb-PuabTpaLnen Ha KOJIOHKE
c cepapekcoMm G-50 m xpaHuam npum -20°C B 50 % ravuepuHe v Nn3npy-
owem bydepe.

b. MoarotoBka cybcTtpaTa: N2-bnoTtmH-Gly-Ser-Gln-Asn-Tyr-Pro-lle-Val-
Gly-Lys (Ne-FITC)-OH
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(a = Anba, e = INCUN0oH)

1. MogroTtoBka nentuaa, GUOTUHUANPOBAHHOIO MO aMUHOKOHLLY

Cmony, cogepxalwyt 3awmuweHHbin nentng, N2-Boc-Gly-Ser-Gln-Asn-
Tyr(BrZ)-Pro-lle-Val-Gly-Lys (2-CIZ)
-OCH,-PAM-cMmony, CUHTe3mpoBasiM Ha CuHTe3aTope nenTupos (Advanced
Chemtech, Mogenb 200) B KosinyecTse 1.5 MMOJIb, NCMOJb3YA CTaHAAPTHbLIN
aNropuT™M OBOMHOrO CBSA3bIBaHUA. AMUHOKOHLUEBYIO T-Boc-rpynny ypananu
50 % TpUMTOPYKCYCHON KNUCAOTOW B MeTuleHxnopuae n obpasytoulytocs B
pe3ynbTaTe CMONYy HenTpanuisosanun 5 % guunsonponunatmnammHom (DIEA) B
MeTuneHxnopunge. 3ateMm K nentuagHom cmone gobasnanm 1.1 r (4.5 mmonb)
bnotuHa B 20 Ma gumeTuncynbokcuaa ¢ nocnengywuwmm godbasneHnem 4.5
MMOJIb anuunknorekcunkapbogunnmmaa (DCC) B 9 mn meTunenxnopuga. lNo-
NIYHEHHYIO0 peaKkuUMOHHYI0 cMecb pa3baBnsim Ao KOHe4YHoro obvema 40 mn,
ncnonbsysa 1.1 ma MeTuneHxnopupa, nocae 4Yero peakyuo NpoBoaAnInN B Te-
YyeHne nNpmbnmanTenbHo 5 YacoB. PeakKUMOHHLIN PacTBOP KOHLEHTPUPOBAN,
CMOJly MNpOMbIBannN MNocsenoBaTesibHO OUMETUICYNbGOKCUAOM, AUMETUN-
dhopMamMngoMm U MEeTUNEHXNIOPNOOM N 3aTeM HeuTpanusoBanm 5 % DIEA B
MeTuneHxnopunge. Ty peakuumio NOBTOPAAM OBaXKAbl, YBeJN4YMBaAs BPeEMS
peakumn p[o 12 4acoB. AHaAM3 CMOJIbl C TMOMOLWbLIO HUHIMAPUHA
CBMOeTenbCTBOBaAN O 3aBepLUeHUN peakumm BmoTmHa C aMUHOrpynmnown ram-
uUnHa. losly4eHHYIO B UTOre nNenTUOHYH CMOJlyY MHTEHCUBHO MPOMbIBaIN
anMmeTungopmMaMmnaomMm N MeTUIeHXIo0pnaomMm 1 BbiCylumBanu, nosayyaa 4.3 r
cmonbl (Bbixon 98 %).

2. CHATMe 3aWnThI

C nenTuga cCHMManNKM 3aWnUTy N OTAENAAN ero OT cMosbl, obpabaTbiBas
50 Mmn pacTBopa (pTOPUCTO-BOAOPOAHON KUCIOTbI/M-Kpe3ona npu 0°C B Te-
YyeHue 1 4aca. Nocne yganeHns TopmnCcTo-BOA0OPOAHON KNCOTbI BAKYYMHOW
MeperoHKOn M-Kpe3oJ1 3KCTparnpoBasan M3 peakuMoHHOW CMeCu, NCMOJb3yS
100 mn gmatunosoro 3cupa. 3ateMm nentug conwbunmsmposanm B 50 %
BOOHOW YKCYCHOW KWUC/I0TE, 3aMOpa)KmBanum n nmMounabHO BbICYLLUMBaAKU, No-
ny4aa 2.14 r nentuga.

3. O4yuncrtka

Heo4ynweHHbIN nentng, OUOTUHUAMPOBAHHBLIN Mno  KOHLEBOWU
aMmuHorpynne, pacteopann B 200 mn 5 % BoOHOr0O pacTBopa aLeToHUTpuUna,
copnepxawero 0.1 % TpNPTOPYKCYCHYIO KNCOTY, U 3aTeEM PUIbTPOBAJIN Ye-
pe3 0.22 MUKPOHHbIN punbTp. MNMoNy4YeHHbIN pacTBOP HAaHOCUAM Ha 2.2X25
CM obpalieHHo-(a3Hy0 KOMOHKY C OKTageuun-cunmkarenem (Vydac C-18),
YPaBHOBELLEHHYIO TEM e cambiM bydepom. MenTng anonMpoBann, UCNosb-
3y 855-MUHYTHbIN JINHENHbIN rpagneHT 7.5-25 % aueToHUTpuna, npu cko-
pOCTW NOTOKa 2 MA/MUHYTY, NpousBoasa cbop phpakuun. 3T ppakumn aHa-
NIN3NPOBasN, NCMOJNb3yA aHanTnydeckyto BXKX. BXKX BbinonHanm Ha 4.6x250
MM KOoNoHKe Vydac C-18 B aHasorn4yHbix ycnosusax no dydpepy. dpakuymu, co-
aep>xawme xenaembin Matepuasn, 06beanHanNn, 3amopakmeaam n AMopuib-
HO BbiCywnmsanau, nonyyas 1.206 r nentuga (Boixon 62 %).

AMNHOKNCNOTHLIA aHaN3 NOJYYEHHOr0 BUOTUHUAMPOBAHHOIO NENTU-
Ja nokasan chepywouwune pesynbTaTbl, COOTBETCTBYKWOWMNE TeopeTU4Yecku
paccymTaHHbIM: Asn 1.1; Ser 0.96; GIn 1.1; Pro 1.1; Gly 2.1; Val 0.80; lle
0.78; Tyr 1.1; Lys 1.1. FAB-Macc-cnekTpoMeTpus gasia 3Ha4yeHne MaccCbl MO-
JNIeKYJIIPHOro  MoHa paBHoe 1288, 4TO COOTBETCTBYET TeopeTUyecKu
paccynTaHHOMY.

4. BBegeHne MeTKu
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O4ynwEeHHbIN BUOTUHUAMPOBAHHLIM NenTua 3aTeM MeTuan Go-
pecueHTHbIM MapkepoM no C-KoHUeBOW rpynne A58 WCNOoJIb30BaHUA B
Pandex-aHanuse. CHavana 6uoTuHmnuposaHHbin nentug (1.206 r, 0.936
MMosb) pacTteopsanu B 100 mn 0.1 M bopaTa HaTpusa, pH 9.5. 3aTemM K HeMy
nobaBnanm pecsaTbld OAMHAKOBBLIMU MOPLUMAMU B Te€YEHMEe ABYX 4aCOB pac-
TBOpP, cogepxawmn 3 r (7.7 mmonb) aopecuenHnsoTuoumaHaTta B 15 mMn
anmMeTunncynbokcnpa. Peakumio NpoBOoAUIN B Te4eHMe 0OOHOro 4Yaca nocJse
nocnegHero gobasneHusa. pH pacTtBopa nmoasoaAnan K 3, UCNOAb3ysa 5H. co-
NIAHYI0 KUCJIOTY, 4YTO NMPUBOANIIO K obpa3oBaHUIO oCaZika, KOTOPLIA yaansanm
LeHTpugyrnpoBaHmem.

3aTeM pH pacTBopa nentuha NoABOAMIN K 3HaYeHUto 7.8, nCnosb3ys
5H. rmpgpokcmna HaTpus, nocne vyero pacteop pasbasnsanm go 200 mn gobas-
nexnvem 0.1 M aueTtaTta ammoHus, pH 7.5. MonyyeHHbIN pacTBoOp GUabLTPOBA-
nn 4vepes 0.22 MUKPOHHBIN PUABTP U HAHOCUAM Ha 2.2X25 CM KOJIOHKY
Vydac C-18, ypaBHoBelleHHYO 5 % aueToHuTpusaom B 0.1 M auetaTe aMm-
MoHUsa (pH 7.5). NMenTng 3nomnpoBanun C KOJIOHKN, NCNOJb3YS 855-MUHYTHbIN
NINHEeNHBbIN rpagneHT 5-25 % aueToHUTpuUaa, Npy CKOPOCTU NMOTOKa 2 MJ/MU-
HYTy co cbopom cdpakuuin. Onsa aHanmla Ppakynii NCNOJb30BaIN aHANINTK-
yeckylo BXXX. ®dpakuun, copgepxxalime »KeslaeMblnl NpoayKT, obbeanHsann,
3aMopakmeasm N N1MopusbHO BbiCcylumBanm, nony4asa 190.2 mr nentmnga (12
%).

AMNHOKNCNOTHLIN aHan3 OYULLEHHOro NenTuaa nokasan ciegyoumne
pe3ysibTaTbl, COOTBETCTBYOLWMNE TEOpEeTUYECKN paccinTaHHbiM: Asn 1.1; Ser
1.0; GIn 1.1; Pro 1.1; Gly 2.1; Val 0.8; lle 0.8; Tyr 1.1; Lys 1.0. FAB-macc-
crieKTpoMeTpusa fasna 3Ha4YeHme MacCbl MOJIEKYIIPHOrO MOHa paBHoe 1678,
YTO COOTBETCTBYET TeOpeTUYeCKN pacCinTaHHOMY.

5. ®noopecueHTHbIN aHann3 Ha MHrnbmnposaHme npoTteassbl BNY-1

Cnepytowme bydepbl U pacTBOPbI NCMOJIb30BaIN BO PJIOOPECLEHTHOM
aHanunse Ha nHrubuposaHue BUY-1-npoTeasbl:

MES-ALB-6ydep:

0.05 M 4-moponnHaTaH cynboHoBada Kucnota, pH 5.5
0.02 M NaCl

0.002 M EDTA

0.001 M DTT

1.0 mr/mn BSA

TBSA-bydep:

0.02 M TRIS

0.15 M NaCl

1.0 mr/mn BSA

PacTBOp NOKpbITbIX aBnauvHoM wapukos: 0.1 % pactBop Fluoricon
AaBUOMHOBbLIX TecT-4acTuy, (aBUAWH, KOHBIOrMPOBAHHbLIA C TBepAbIMU MOJN-
CTUPOJIbHbIMY WapkaMu gnameTpoMm 0.6-0.8 Mkm B TBSA-byepe).

PacTBop (hepmeHTa:

27 IU/mn ovunweHHon HIV-1-npoTteasbl B MES-ALB-6ycepe (1 IU cooT-
BEeTCTBYeT KONM4ecTBy hepMeHTa, Tpebyemomy gna rngponmsa 1 MKMOJsib
cybcTpaTta B MuHyTy npu 37°C).

K Kaxgonm nyHke KpyrnoLoHHOro 96-nyHo4YHoro nnaHweTa pobas-
nawT 20 MK pacTtBopa epMmeHTa € nocnepywowmm gobasneHvem 10 MK
aHanm3npyemoro coegmHeHus B 20 % BOOHOM pacTBoOpe AUMeTUNCynbgo-
Kcuga. OvumweHHyto npotea3y BWY-1 nonydanum, Kak onmcaHo Bbiwe. [lo-
JIYYEHHbI PacTBOpP UHKYOUPYOT B Te4YeHMe O4HOro 4Yaca npu KOMHaTHOM
TeMnepaType, Nocsie 4Yero B Kaxay NyHKy gobasnsaoT rno 20 MKN pacTsBo-
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pa, cogep>xauwero cybcTpaT, NpUroToBsIEHHLIN paHee, B MES-ALB-bydepe
(1.5 mkn). PacTBopbl 3aTeM NHKYDOUPYIOT B Te4yeHne 16 4acoB Npu KOMHaT-
HOW TeMnepaType, Mocsie 4Yero CoAepXumMoe Kaxkgoow NyHKn pasbasnsoT
150 mkn MES-ALB-bydepa.

K KaXgom nyHKe BTOPOro Kpyriaog4oHHOro 96-ayHo4Horo Pandex
nnaHweTa fobaBnsAT No 25 MKA pacTBOpa MOKPbITbIX aBUANHOM LLUAPUKOB.
3aTeM K Kaxgon nyHke 0obaBnsoT no 25 MKA NpUroTOBAEHHbLIX paHee pas-
6aBneHHbIX WNHKYDAUMOHHbIX pacTBOPOB. PacTBopbl TwaTenbHO ne-
peMelumBaloT N NMiaaHwWweTbl noMewatoT B Pandex-mMmawmnHy, npomMbliBatoT, 0Ono-
POXHSAKT N Npo4YUTbIBalOT. [leTekTupoBaHue obpasuos NnposBoanIN, NUCMONb-
3ya Bo3byxxaeHue npu 485 HM, NpoynTbiBas BO3HMKAKLLYIO B pesynbTaTe
anudaoopecueHunto npu 535 HM.

PesynbTaTbl ICso, MONYy4YEHHbIE BO (PJIIOOPECLLEHTHOM aHanmse OJid co-
eAVuHEeHNn Mo HacTosweMy nsobpeTeHunto, ykasaHbl B Tabnanuax 1, 2 n 3. Bce
3Ha4YeHUA 6blIM OTHECEHbBI K NOJSIOXKNTE/IbHOMY KOHTPOJII0, KOTOPbIM ABNSET-
cs [1S-(1R*,4R*,55*)]-N-(1-(2-aMNHO-2-0KCO3TNN)-2-0KCO-3-a3a-4-e-
HUAMETUN-5-rimgpokcn-6-(2-(1-T-byTnnammHo-1-okcomeTun)heHnn)rekcmn)-
2-xnHonuHunkapbokcamum.

NnniocTpaTuBHbIE OaHHbIE MO aKTUBHOCTU A1 COeAUHEHUWN, OXBaTbl-
BaeMbIX HaCcToAWMM n3obpeteHnem, npeacrasneHsl B Tabavuax 1, 2 n 3 m B
npegwecTByOWNX NpuMepax. Pe3ynbTaTbl, AaHHblE B KPYr/biX CKOBKaXx,
npuBeneHbl ona npumepa 1 n3 onybankoBaHHOM 3as8BKM Ha EBponenckumn
naTteHT 0526009 A1 = 35B B TOM »Xe caMOM aHanunse.

PeakunoHHas cxema A

1. xucnornas aKTUBalus

A A
) 0 > )
~ N ~ N N
H 2. obpazoBaHme O-TUA30KapOOHUITIA " N,
OH 0

3. H-ZZ

A 4

4. BOCCTaHOBIICHHE H 2z

5. CUJIbHOE OCHOBAHUE

=
o

Ne,Q,

=)

0
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Q3 NQ .0,

A\

HarpcBaHHuce v
(marp ) ~, ,

Q; Ney0,

7. cHATHE 3aIIUT (1A),

A\

BN 0

0H
0,

roe:
VA - rpynna, 3awmuatowias aMmHorpynny;
B, D, G, Q1, Qz, Q3 n Qo onpeneneHbl Tak XXe Kak U paHee npu onuca-
HUK hopMyJibl (1);
ZZ - ranorpynna.

PeakuynoHHaa cxema ll

1) oOpa3oBanue amuga

A 4

2) uMKIM3aIms

A 4

3) BoccTaHOBJIEHHE

A 4

4) CHATUE 3alUunThI

o

(BO3MO>KHO)
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| v! '
. ~ v
\I X 5) N
Vi ! 0
0 / |
A >
Vi
(BO3MOXHO)
N
VRN
VU Vl
vl
] 3
'S " vl\Ta
' 0H 3
1
0 v’fw
N—uy!
v dopmyna 3,

roe V4, V3, VO, Vi V3, T, Ve, W, V7, f, g, h, i, ] aHanorn4Hel onpeneneH-
HbIM Bbllle 015 opMysbl 2, BKOYaAs onpenesieHHbIM Bbllle A5 hopMy bl
2, BKJtoYasa onpenenenuns V¥, t, V>, V&', V' n v¥;

VA - aMUHO3alLMTHaa rpynna; v

U B BblLLEYNOMSIHYTON peakuun 1-3 obo3HavaeT HaJnyme OBOWHbIX
cBsizen mexnay, Hanpumep, V> n Ve, V> u V> unu V- n Vé n 1.n., roe q pasHo 0,
h pasHo O n f paBHO 2 nnm i paBHo 0, COOTBETCTBEHHO.

PeakunoHHas cxema b

H o0 H ot
™~ 1. KHCTIOTHAS peakiHs ™
| = = ||
2. oOpaszopaHHe aMHAa
RS

N

OH

3. CHILHOE DCHDBHI-]I-I&"'I{EITEI.]'IHSBTDP

RS
c
Rg
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(amupg BanHpeba)

5. BocCTaHOBJ/IEHNE

> H o \
6. CHATWE 3aWunThI X
OH

roe:
B
- rpynna opmMybl:
<
roe:

RP - aMMHO3aLWNTHAA Frpynna; 1

R!, R® n T? onpeneneHbl Kak 1 Bbie ana cgopmynsl 1(B), BKAOYas

onpepnenenne R4, R> Ré un p.
PeakunoHHaa cxema llI

Ex. A Illll Ex. B Ph 0 H
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< H 3 H Ph lr‘« +0
0 &
NS g N \(\]
0
N
Ph\/°\n/ Ex.D "M\ 0" t EX.E #H H Sob
Rkt Y ==,
0 )< 0 )< )< Opuon A Ex.F
0 N 0 N
H K

Opuon B

Next page

H
] " !
] 0K o
Ph 0 N N H Ex. G 0 Ex. H
v Y —_ KN N —_
° X X
Sph 0 N Sph 0
H

N
H

0H K 0H H
; $
/I " 0H Ex. | /I " 0H
QS ! N H S ! N Boicm 0,0
° X ° X
Sph 0 N Sph 0 N
H 1

0H

Tabnnua 1

Pe3ynbTaThl B cKObKax faHbl ansa MNpumepa 1 u3
onybnnKoBaHHOWM 3a8BKM Ha EBponenckun nateHT 0 526 009
Al = 35B B 0AMHAKOBbIX UCMbITaHNAX

NMpumvep | Uenas | Uenas | SRICEM | SRIMT2 | Pandex
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KNneTKa KNneTKa Hr/MN Hr/MN Hr/MN
|C50 HM |Cgo HM
12 15 16.5 24.3 9.4°
(69)
28 *35.7* *¥91.9*
(41.17) (76.45)
3 96.1 286.3 15.2 21.3 11.6¢
(70.0) (237.3)
22 399.9 798 136 53 70¢
(74.8) (257.8)
21 414.28 886.16 443 427 7.9¢
(41.17) (76.45)
20 186.11 671.15 153 144 85f
(43.96) (92.17)
37 339
a) 35B 3.1 Hr/mn b) 35B 2.7 Hr/mn ¢) 35B 9.6 HI/Mn
d) 35B 0.48 Hr/mn e) 35B 0.7 Hr/mn f) 35B 1.3 Hr/Mn
g) 35B 1.2 Hr/mn ** TecTupoBanacb Cosib Me3nniaT
Mpumep Lenas Lenas SRI CEM SRI MT2 Pandex
KJeTKa KJeTKa Hr/MN Hr/MnN Hr/MnN
|C50 HM |C9 HM
25 211 169 2.0°
14.3¢
26 56 165.7 49.7 49.0 2.0¢
(70) (237.3)
b) 35B 0.63 Hr/mn d) 35B 9.3 Hr/mn 3) 35B 0.65 Hr/Mn
Mpumep Llenas Llenas SRI CEM SRI MT2 Pandex
KNneTKa KNneTKa HIr/MN Hr /M HF /M
ICs HM |1Co0 HM
12 15 16.5 24.3 2.8¢
(69) 11.4°
23 2.39 19.0 8.62 6.27 0.2¢
(9.93) (53.5) 0.16¢
02 2.01 57.02 <0.16f
24 25 67 41.4 2.8¢
(19) (74.8) 46.4 841/20¢
b) 35B 2.7 Hr/mn c) 35B 9.3 Hr/mn d) 35B 0.63 Hr/Mn
e) 35B 0.48 Hr/mn f) 35B 1.24 Hr/mn
Mpumep Lenas Lenas SRI CEM SRI MT2 Pandex
KNneTKa KneTKa Hr/MN Hr/MN Hr/MnN
|C50 HM |C90 HM
29 1587.6 4455.7 2.0°
23 2.39 19.0 8.62 6.27 0.2°
(9.93) (53.5) 0.16¢
31 430.05 884.09 3.5¢
32 539.47 2307.2 1.5¢
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38 35¢
39 8f
90 27°
30 366.63 735.75 5.0°
a) 35B 1.2 Hr/mn b) 35B 2.7 Hr/mn c) 35B 2.9 Hr/Mn
d) 35B 0.63 Hr/mn e) 35B 2.3 Hr/mn f) 35B 1.5 Hr/mMn
g) 35B 1.24 Hr/mn
Mpn- Llenas Llenas SRI CEM SRI MT2 Pandex
Mep kKneTkal! kneTka! ICso ICso HF/MN
CEM CEM Hr/MN HI/MN
|C90 HM |C50 HM
12 47.77 15 16.5 24.3 9.42
(77) (69) 11.8 10.0 11.4°
91.80%* 35.71%
(76.45) (41.17)
73.15 22.28
(78.01) (31.33)
3 286.3 96.1 15.2 21.3 11.6¢
(165.7) (70) 11.3 21.5
11 114 420 649 13.7°
(9) 338 387
a) 35B 3.1 Hr/mn; b) 35B 2.7 Hr/mn; ¢) 35B 0.38 Hr/mn;
d) 35B 0.48 Hr/mn; e) 35B 1.5 Hr/mn; f) 35B 1.5 Hr/mn;
9) 35B 1.2 Hr/mn; h) 35B 0.65 Hr/mn; i) pe3ynbTaThbl B
ckobkax gaHbl onga 35B B oanMHaKOBbLIX UCNbITaHUAX; k 35B 1.4 Hr/mn;
) 35B 2.1 Hr/mn;
* TeCTupoBasiaCb COJib Me3nnaT
Mpn- Llenas Llenas SRI CEM SRI MT2 Pandex
mep kKneTka?! kneTkal ICso ICso HE/MJT
CEM CEM Hr/MnN HI/MN
|C90 HM |C5o HM
1 1000 1310 462¢
1380 1500
18 738.75 256 254 9.6°
(70.67) 231 232
7 323 617 2330 18.5¢
(19) 1330 970 221¢
14 2550 1610 48.7¢
1240 1290
a) 35B 3.1 Hr/mn; b) 35B 2.7 Hr/mn; ¢) 35B 0.38 Hr/mn;
d) 35B 0.48 Hr/mn; e) 35B 1.5 Hr/mn; f) 35B 1.5 Hr/mn;
g) 35B 1.2 Hr/mn; h) 35B 0.65 Hr/mn; i) pe3synbTaThl B
ckobkax paHbl onsa 35B B oaMHaKoBbIX UCMblITaHUAaX; k 35B 1.4 Hr/mn;
) 35B 2.1 Hr/™Mn;
* TeCcTMpoBasiacb CONb Me3unaT
Mpn- Llenas Llenas SRI CEM SRI MT2 Pandex
mep kKneTkal! kneTka! ICso ICso HE/MJT
CEM CEM Hr/MnN HI/M

134




299

|C90 HM |C5o HM
5 4970 7800 1000¢
4430 5030
17 2900 8990 146°
2500 5390
9 52.7°
8 5.80°

a) 35B 3.1 Hr/mn; b) 35B 2.7 Hr/mn; ¢) 35B 0.38 Hr/Mmn;
d) 35B 0.48 Hr/mn; e) 35B 1.5 Hr/mn; f) 35B 1.5 Hr/mMn;

9)

35B 1.2 Hr/mn; h) 35B 0.65 Hr/mn; i) pe3ynbTaThl B

ckobkax paHbl ona 35B B oAMHaKoOBbIX UcnblTaHuax; k 35B 1.4 Hr/mMmn;
) 35B 2.1 Hr/™Mn;
* TeCTupoBasiaCb COJib Me3nnaT

Mpw- Llenas Llenas SRI CEM SRI MT2 Pandex
mMep kKneTtka' KneTkal ICso ICso HI/MN
CEM CEM Hr/Mn Hr/Mn
|C90 HM |C5o HM
16 125¢
15 1430 1680 181¢
1590 1470
36 2430 1870 93¢
1730 2300
82 158f

a) 35B 3.1 Hr/mn; b) 35B 2.7 Hr/mn; c) 35B 0.38 Hr/mn;
d) 35B 0.48 Hr/mn; e) 35B 1.5 Hr/mn; f) 35B 1.5 Hr/mMmn;

9)

35B 1.2 Hr/mn; h) 35B 0.65 Hr/mn; i) pe3ynbTaThbl B

ckobkax gaHbl onga 35B B oanMHaKOBbLIX UCMbITaHUAX; k 35B 1.4 Hr/mn;
) 35B 2.1 Hr/mn;
* TeCTupoBasiaCb COJib Me3nnaT

Mpn- Llenas Llenas SRI CEM SRI MT2 Pandex
Mep KneTka' KneTkKa' ICso ICso HF/MN
CEM CEM Hr/Mn Hr/Mn
|C90 HM |C5o HM
80 27.94 8.99 0.31 ac
20k
4i
78 66.48 8.64 2040 1640 19939
(73.81) (19.96) 34.1 80.0
45.8 80.0
2 1380 1580 520¢
1580 1630

a) 35B 3.1 Hr/mn; b) 35B 2.7 Hr/mn; ¢) 35B 0.38 Hr/Mmn;
d) 35B 0.48 Hr/mn; e) 35B 1.5 Hr/mn; f) 35B 1.5 Hr/Mn;

9)

35B 1.2 Hr/mn; h) 35B 0.65 Hr/mn; i) pe3ynbTaThl B

ckobkax paHbl ona 35B B oaMHaKoBbIX UcnblTaHuax; k 35B 1.4 Hr/Mn;
) 35B 2.1 Hr/™Mn;
* TeCTupoBasiaCb COJib Me3nnaT
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Mpn- Llenas Llenas SRI CEM SRI MT2 Pandex
mep kKneTkal! kneTkal ICso ICso HE/MJT
CEM CEM Hr/Mn Hr/Mn

|C5o HM |C90 HM
19 16.10 41.96 0.42°
(52.77) (101.17)
33 39.54 200.15 2P
(22.02) (80.07)
34 149.05 564.04 5.4°
(22.80) (80.07)
35 501 519 73
156 368
a) 35B 1.5 Hr/mn; b) 35B 1.2 Hr/mn; ¢) 35B 2.3 Hr/mn;
d) 35B 1.9 Hr/mn; €) pe3ynbTaTbl B CKObKax AaHbl ona 35B B
OAVHAKOBbLIX UCMbITaHUAX;
* TecTupoBanacb CoNb Me3nnatT
Tabnunua 2
Mpumep 74 | ICso = 0.3 HM (Pandex)
ICso = 4.06 HM (Uenada kneTka)
ICoo = 9.74 HM (Uenada KneTka)
Mpumep 75 ICso = 14.5 HM (Luenada kneTka)
[Coo = 56.1 HM (Lenas KneTka)
Tabnuua 3

NHrmbnTopHas akTUBHOCTb

Mpumep dnyopecueHTHbIN aHanns 1Csp,
MKI/MnN
1 2
KOHTpOJ1b 1.0
1 962
2 1083
3 24.2
4 1425%
5 2631
6 513*
7 255%
8 16.4
9 17
10 N.T.
11 5.1
12 8.3*
13 346
14 101
15 377
16 329
17 269*
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18 67.2*
19 0.32
20 6.5
21 9.4
22 0.73
23 0.25
24 5.8
25 3.2
26 3.1
27 H.T.
28 H.T.
29 1.7
30 4.2
31 1.2
32 0.52
33 1.7
34 4.5
35 31.7
36 62
37 27.5
38 15.2
39 5.3
40 0.010
41 0.006
42 0.106
43 0.540
44 0.07
45 0.133
46 0.063
47 0.091
48 0.177
49 0.086
50 0.12
51 0.50
52 0.281
53 0.055
54 0.077
55 0.112
56 0.094
57 0.8
58 0.18
59 0.350
60 0.4
61 1.6
62 0.198
63 0.250
64 0.113
65 0.39
66 0.274
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67 0.54310

68 30

69 ICss (15)** 0.105
70 0.18

71 0.63

72 1.94

HT He TecTupoBanu
* paccHyuTaHHoOe cpefHee
** KOHUEeHTpaumsa nHrmnbntopa He npesbiwana 15 MKr/min.

Tabnuua 4
HomMep KOOH- JlekapcTBeHHOe CpencTBo JlekapcTBeHHOe CcpeacTBo
KW KoHu,. /HM/ KoHu,. /Mmkn/
1 25000 25.00000
2 8333 8.33333
3 2778 2.77778
4 926 0.92593
5 309 0.30864
6 103 0.10288
7 34 0.03429
8 11 0.01143
9 3.81 0.00381
10 1.27 0.00127
11 0.42 0.00042
12 0.14 0.00014

dopmMmyna nsobpereHus

1. CoeanHeHune popmynbl 1
?4 YQS 5/&1(22
QS\/\E)KN :
O W B
ﬁ){ " \){
o Q q %

roe Qs- apun unm -S-apwu, BO3MOXXHO 3aMelleHHble rasloreHoM, rae apun -
3TO KapboumknMyYecknn apoMaTuHecknim 5-14-4neHHbIN MOHOLUKINYECKUN
NN NOANLUNKIINYECKUN OCTATOK;

A - Kapbouuknn4yecknm apoMaTu4eckmm 5-14-4neHHbIN MOHOLUKINYECKUNN
UIN NMOJNUNKIINYECKUA OCTaTOK, NMUPUANHUA, MUMPNOUHUN-N-OKCUL, XUHON-
HWUA, N3OXNHOJNIMHWUA, UHOO0JIUA, UHOONNHWUA, TUa3onun-1,1-onokcna, TMeHnn,
nnn TneHmn-1,1-onokcuna;

B - kapbouunknn4yeckmm apoMaTmyveckmm 5-14-4neHHbIN MOHOLUUKINYECKUNA
NN NOJINLUMKINYECKNA OCTATOK, HACbIWEHHbIN 5-14-4n1eHHbIN MOHOLIMKIIN-
YECKUN NN NOJNUMKINYECKNIA OCTaTOK, BKJOYAKOLWMN reTepoaToM a3oTa,
MMPUANIMETUANUNEPA3UHNI, OKTArnapoTmeHo[3,2-ClnnpnanHun nam Ook-
TarngpoTueHo [3,2-clnmpunanHnn-1,1-gnokcua;
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Q: n Q; He3aBUCMMO - aTOM BOAOPOOA WM aNKWUIT;
Q4-Qs He3aBMCMMO - aTOM BoZOpOAda, TMAPOKCUI, rasioreH, HUTPO-, aMUHO-,
ANKNNCYNb(POHNTAMNHO-, ANKUIAMUHO-, aJIKUJ, BO3MOXXHO 3aMeLleHHbIN
rasioreHoMm, ankokcun, rpynna -O-] (roe J obo3HavyaeT OTrnaposIN30BbIBaA-
emyto rpynny) nnm rpynna LeC(O)Ls (roe Le ob03HaYaeT npocTyio CBA3b UK
-0, a L4 - anknn nnm ankokcun);
Y n G - atombl Kucnopoga; D - atom yrnepoga wam asota, npudem D coegn-
HEeH NPOCTOWN CBA3bIO C KaXKAbIM N3 CMEXHbIX aTOMOB KOJ1bLLa;
E - aTom yrnepogaa;
Q¢ - aTOM BOAOpPOLa UK ero papMaLLeBTUYECKM npnemMsiemas Colb.

2. CoegunHeHne nnmn hapMaLeBTUYeCcKN npnemsaemMas cosb no n. 1, roe
Qs BblOpaH 13 3aMeLLEeHHbIX FrajloreHOM U He3aMeLleHHbIX heHuna, -S-peHun-
na, HagTmna n -S-HadpTmna.

3. CoegunHeHne nnm chapMaueBTNYECKN npnemsaemMas cosib no n. 1, rge
Qs BblbpaH M3 3aMeleHHbIX rasioreHoOM W He3aMelWleHHbIX )eHuna u -S-
dheHuna.

4. CoegnHeHne nan hapMaLeBTUYeCKU npnemMsieMas cofb no n. 1, rae
Qs BbIOpaH 13 3aMeLLEHHOr0 raJloreHoM N He3aMeLleHHOoro eHnna.

5. CoegnHeHne wnn gapmaueBTUYECKU npuemaemMasa cosib no n. 1,
raoe Qs BbibpaH M3 3aMeLLEHHOro rajloreHoM 1 He3aMeLlleHHoro -S-peHnna.

6. CoeanHeHne no n. 1, rge oanH n3 Q1 n Q; asnsaeTca TpeT-byTnnom,
Qs - -S-tpeHnn nnm peHnn n Qs - rmgpokcun nam rpynna -0O-J, nan apma-
LeBTUYEeCKM npuemsieMas CoJib 3TOro CoOeguHEeHUs.

7. CoegnHeHne no n. 1, roe oonH s Qi n Q; asnseTca TpeT-byTnnom,
a gpyrom - atomomMm Bogopoda, Qs - -S-peHnn nnm cdeHun, Qs - metun, Qs -
rmppokcun nnm rpynna -0-J, Qs-Qs - aToMbl Bogopoaa, D - aTtom a3oTa, A -
deHun n B obo3HavaeT

roe M; u M; - aTombl Bogopoaa wanm M; n M, moryT obpa3oBbiBaTb 4acCTb
KofbLa, nMmewwero Ao 10 4yneHoB, nan gapmaueBTUYECKU npuemsemas
COJIb 3TOr0 CoeguHeHUS.

8. CoeanHeHne no n. 7, roe M: n M, He3aBUCMMO coLepaT OT HyA
00 BOCbMW HEBOLOPOOHbIX aTOMOB, WM (papMaLEeBTUYECKU npuemaemMas
COJlb 3TOr0 CoeguHeHUS.

9. CoeanHeHunsa no n. 1, rae ognH n3 Q: n Q. asnaeTcsa TpeT-byTmnniom,
a apyrown - atomoMm Bogopona, Qs - MmeTun, Qs - rmgpokcua unm rpynna -0O-J;
Qs-Qs - aToMmbl Bogopona, D - atom a3oTa, A - ¢eHun n B pekarupg-
POU3OXUHOIMHUA AW OKTarngpoTtueHo [3,2-clnmpunguHunn, wnnnm dapma-
LLeBTMYECKMN npmnemsiemas CoJlb 3TOr0 CoOegUHEHUNS.

10. CoeanHeHune no n.9, roe Qs- -S-apwun, unn hpapmMaLeBTUYeCKU Npun-
emMJieMas CoJib 3TOro coeguHeHus.

11. CoeanHeHne no n. 1, roe oavH 3 Q; n Q; aBnAeTCa TpeT-
byTnnom, a gpyrom - atomoMm Bogopopna, Qs - -S-apun, D - aTom a3oTa, B -
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0EeKarngpon3oXMHOIMHUA  WIN  OKTaruapoTueHo[3,2-clnupnanHnn, wunu
hapmMaLeBTUYECKU NpuemMsieMas CoJib 3TOro coeguHeHuns.

12. CoegnHeHne no n. 11, rae A - kKapbounkan4ecknin apoMaTn4ecknin
5-14-41€HHbIN MOHOLIMKJINYECKNN NN NONNLNKINYECKNA OCTATOK, Q4 - TNA-
POKCWJI, aNIKOKCWUJT UM aNKNJ, BO3MOXXHO 3aMeLlLleHHbIN rasoreHom, n Qs -
rngpokcun, rpynna -O-] uam ankokcun, nan papmMaLeBTU4YeCckn npmemMsemas
COJlb 3TOr0 CoeguHeHUs.

13. CoeanHeHue no n. 12, roe A - dpeHun, Q4 - ankmn n Qs - rMOPoOKCu
nnn rpynna -OPO(OH),, nnu hapmaueBTUYECKN npmemsieMas CoJib 3TOro Co-
eaVHeHns.

14. CoegnHeHne no n. 11, roe Qs - -S-chbeHnn nan papmMaueBTUHECKN
rnpuemnemMas CoJjib 3TOro CoeANHeEHnS.

15. CoegnHeHue mnnn hapMmaueBTUYECKN NpuemaemMas cojib no n. 1,
roe, Nno MeHblen mepe, oanH 13 Q1 n Q, asndeTcs ankunom, Q. - Qs He3aBU-
cumo BblOpaHbl M3 aTOMa BOAOPOAA, FMAPOKCUAA, ranoreHa, rpynnsl -O-)
(roe ) obo3HavYaeT OTrMApPOIN30BLIBAEMYIO FPYMny), aJIKOKCUAa, aMUHO-, as-
Knuna, BO3SMOXXHO 3aMeLlleHHOoro raaoreHom, un rpynnbl L¢C(O)Ls (roe Ls 060-
3HavyaeT npocTtyw cBA3b wmam -0, a Ls - ankun), D - atom a3oTa, A -
KapboUNKNNYECKMA apOMaTUYECKUN 5-7-4NEeHHbIN MOHOLUUKINYECKUA Wn
MOINUUKIINYECKW OCTaTOK, NMUPUAVUHWA, NMUPNANHUA-N-OKCNL, XUHOJINHWI,
W3O0XUHOJIMHWNA, NHOOMNA, NHOOJNHWUA, Tnasonun-1,1-ouokcna, TUeHnnN uin
TneHunn-1,1-pnokcng; B - HacblWEeHHbIN 8-12-4YN€HHbIA MOHOLIMKANYECKUNIA
UM MONNUUKINYECKMW OCTaTOK, BKJIIOYAKOWMA retepoaToM asoTa, MNu-
pnonaMeTUNNunepasuHui, OKTarngpoTueHo[3,2-CINnMpuanuHna  Uanm  OoK-
TarngpoTtueHo[3,2-c InnpunanHun-1,1-guokcna,.

16. CoeanHeHne wnn apMaueBTUYECKU npmemseMas cosib no n.l5,
roe Qs BbibpaH M3 3aMeLlEeHHbIX rasloreHOM N He3aMelleHHbIX deHuna, -S-
deHwnna, HaptTuna u -S-HapTUNa.

17. CoeonHeHve nnn papmaueBTU4eCKU npmemsiemas cosb no n. 15,
roe Qs BbibpaH M3 3aMeLEeHHbIX FaJIoreHoOM U He3aMelleHHbIX heHuna un -S-
dheHuna.

18. CoegnHeHne nnn papmMaueBTUYECKN Mpuemsiemas cosib no n. 15,
roe Qs BblbpaH M3 3aMeLLEeHHOro rajloreHoM 1 He3aMelleHHOro eHnna.

19. CoegnHeHne unn papmMaLeBTUYECKM npuemaemMas cosib no n. 15,
roe Qs BblbpaH 13 3aMeLleHHOro rasioreHoM 1 HesaMewlwleHHOoro -S-cheHuna.

20. CoeguHeHne nnn papMaueBTUYECKM npuemaemMas cosjib no n. 15,
roe oguH n3 Q; n Q; ABNgeTCa anNKMIOM, a ApYyrom - atoMmoMm Bogopona, Qs -
ankun, Qs - rmgpokcun nam rpynna -O-) (roe ) obo3HavaeT oTrnaposiM3oBbl-
BaeMylo rpynny), WanM ankokcwua, wiam amuHo-, E - aTom yrnepopa, A -
KapbouNKNNYECKMA apOMaTUYECKNN 5-6-4NEHHbIN MOHOUMKANYECKUA WK
MOINUNKIINYECKUN OCTaTOK, NUPUONHUA, NNPUANHNA-N-OKCUL, XUHOJNHWA,
W3O0XUHOJIMHWUA, UHAONNA, UHLOJNHWUA, Tuasonun-1,1-aunokcma, TUeHUn uin
TneHunn-1,1-gpnokcna, B - HacbiweHHbI 8-10-4N1€eHHbIN MOHOLMKANYECKUNIA
NN NOJINUUKIINYECKUM OCTaTOoK, BKJIIOYaLWMA reTtepoaTtoM asoTa, Mu-
punanaMeTunnmnepasnHua, OoKTarngpoTuneHo[3,2-clnupnanHnun  uanm  OK-
TarngpoTuneHol[3,2-clnupnanHun-1,1-gnokcua.

21. CoeagunHeHne nnun capMaueBTNYECKN npuemnemMmas cosb no n. 20,
roe Qs BbibpaH M3 3aMelleHHbIX FasioreHoM U He3aMelleHHbIX peHunna, -S-
deHnna, HapTnna n -S-HapTrna.

22. CoeavHeHne nnu apmaueBTUYeCcKn npuemsieMas cosb no n. 20,
roe Qs BblbpaH M3 3aMeleHHbIX FaJloreHOM U He3aMelleHHbIX heHuna u -S-
dheHuna.
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23. CoeanHeHne nnu apmMaueBTUYECKN npuemanemasn cosib no n. 20,
roe Qs BblbpaH M3 3aMeLleHHOro rasioreHoM 1 HesaMewlwleHHoro oeHunna.

24. CoenvHeHne nnu apmaueBTUYeCcKn npuemsieMas cosb no n. 20,
roe Qs BblbpaH M3 3aMeLleHHOro rasioreHoM 1 HesaMeLlleHHoro -S-theHuna.

25. CoegvHeHne nnn apmaueBTUYeCKN npmuemsieMas cosib no n. 20,
roe oanH n3 Qi1 n Q, - TPETUYHLIN anKkua, a Apyrom - atom Bogopona, Qs -
MmeTun, Qs - rMAPOKCUA, aMmnHo- nnm rpynna -O-) (roe ) obo3HavaeT oTrua-
ponn3oBbIBaeMyto rpynny), A - geHnn n B - HacbiWeHHbIN 9-10-41eHHbIN 6ur-
UVKINYECKNI OCTaToK, BKJ1IOYAOLL NI reTepoaTom asoTa,
OKTarnapoTmeHo[3,2-c] nmpuanHmn unm oktTarnpgpoTtueHol[3,2-c] nupmngn-
HuN-1,1-gnokcuna.

26. CoegnHeHne nnn papMauLeBTUYECKU npuemsieMas cosib rno n.25,
roe Qs BbibpaH U3 3aMeLlleHHbIX rasioreHoM N He3aMelleHHbIX eHuna, -S-
deHnna, HapTnna n -S-HapTrna.

27. CoeanHeHne nnn apMaLeBTUYECKN npuemaemMas cojb no n. 25,
roe Qs BblbpaH M3 3aMeLleHHbIX FraJloreHOM M He3aMeleHHbIX eHuna n -S-
dheHuna.

28. CoeauHeHne nnn papMaUeBTUYECKN npuemaeMas cosb no n. 25,
roe Qs BblbpaH M3 3aMEeLEHHOro rajloreHoM 1 HedaMelwéHHOro eHnna.

29. CoeovHeHne nnun apMaLeBTUYECKN npuemsemas Cosib no n. 25,
roe Qs BblbpaH M3 3aMeLLEHHOro rajloreHoM 1 He3aMelleHHOro -S-peHnna.

30. CoeonHeHne nan papmMaueBTUYeCKU npmemsiemas cosb no n. 25,
roe B - pekarngponsoxXxnHONHNA NN OKTarnapoTmeHo[3,2-ClnupunanHun.

31. CoeauHeHne wnn papMaueBTUYECKN rnpuemaemMas conb no n. 1,
roe oanH n3 Qi1 n Q. - ankua, a gpyrom - atomom Bogopona, Qs-Qs Hesasu-
cumo BbibpaHbl M3 aTOMa BOAOPOAA, MMAPOKCWAA, rasoreHa, rpynnbl -O-
(roe ) obo3Ha4YaeT OTrMApPO/IN30BbLIBAEMYIO FPyNMny), aJIkOKCUAa, aMUHO-, asl-
Kuia, BO3MOXHO 3aMelleHHoro ranoreHom, u rpynnbl LeC(O)Ls (rae Ls 060-
3HavyaeT NPocTyto cBA3b unm -0, a Ls - ankmn nnm ankokcun), A - kapbouuk-
NINYEeCKNN apoMaTUYeCKUM 5-7-41€HHbIN MOHOUWKJINYECKMW OCTaTOK, MNun-
pnonHun, nmpnguHmnn-N-okcug; Tuasonun-1,l1-guokcnp, TUEHUN wuanm Tue-
Hun-1,1-gnokcuna, B - HacbiweHHbIN 8-10-4YNeHHbIN MNOANLIMKINYECKUA OCTa-
TOK, BKJIIOYAWOLWMM reTtepoaToM a30Ta, OKTarmpgpoTtueHo[3,2-clnnpuanHun
UM oKTarmapoTmneHol3,2-clnupngnHnn-1,1-gnokcunyg.

32. CoegnHeHue nnn apmaueBTUYEeCKN npuemaemMas cosb no n.31,
roe B HacbiweHHbIN 9-10-4/1eHHbIN BULNKINYECKUIN OCTAaTOK, BKJIHOYAOLWUN
reTepoaTtoM a30Ta, MUPUAWIMETUINUNEPa3nHNA, OKTarnapoTneHo[3,2-
ClNMMPUOVNHNA UKW OKTarmgpoTumeHo [3,2-clnupngnHun-1,1-gnokcna.

33. CoegnHeHne mnnn (hapmMmaueBTUYECKN nNpuemsemMas CcoJjib no n.32,
roe B obosHavaeT

roe M; n M, - atombl Bogopoaa wam M; n M, moryT obpa3oBbiBaTb 4acCTb
KoJibua, nmetuwero Ao 10 4yneHos.
34. CoegnHeHune opmyibl
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Wn ero nNpoJsiekapcTeo, WM ero papMmaLeBTNYeCckn npnemnemas Cosb.
35. CoegnHeHne nmo n. 34, oTnmMyawuweecsd TeM, 4YTO OHO Mpen-
cTaBnseT cobonm ctepeonsomep n nmeet hopmyny

OB

UKW ero NposiekapcTBo, WK ero (papmMmaueBTNYeCKN npuemMaemMas coslb.

36. CywecTBEeHHO YUCTbIN CTepeon3oMep, NposiekapCTBO WU COJb MO
n. 35.

37. CtepeounsomMmep no N.36, OTAMYALWNNCA TeM, 4TO OH SABNSA-
eTCs CYyLeCTBEHHO YUCTbIM.

38. CoegnHeHune popMy bl

39. CoeagnHeHne no n. 38, oTAmMYawwwWweecs TeM, 4YTO OHO npen-
cTassseT cobon cTepeonsomep n nMeeT popmyny

40. CoeguHeHne no n. 39, oTNMYatlolUW,eecs TeMm, 4TO OHO npea-
cTaBnsieT coboli CyLLLeCTBEHHO YNCThIN CTepeonsomep.
41. CoeonHeHue popmMy bl

OPO(OH)2
<HC1
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42. CoeanHeHne no n. 41, otnmyawouweecsa TeM, 4TO OHO Mnpen-
cTasnsfeT cobon ctepeonsomep n nMeeT hopmyny

43. CyweCTBEHHO YUCTbIA CTepeon3omep no n. 42.
44. CoegnHeHne popMybl

45. CoegnHeHne no n. 44, otnunyvatou eecsa TeM, YTO OHO npea-
cTasssfeT cobon cTepeonsomep n nMeeT popmyny

46. CoeanHeHne no n. 45, oTnamMYyawu eecsda TeM, 4YTO OHO Mnpen-
cTaBnseT cobon CyuweCTBEHHO YNCTbIN CTepeon3omep.
47. CoegnHeHne popMy bl

WUJIN ero nNposiekapcTseo, UM ero papMaLeBTUYeCKN npuemsieMas coJlb.
48. CoeanHeHue no n.47, oTAnmnmyawuweecsa TeM, 4TO OHO npepn-
cTaBnseT cobon ctepeomsomep n nmeeTt hopmyy

WUJIN ero nNposiekapcTseo, UM ero papMaLeBTUYeCKN npuemsieMas coJlb.

49. CoeanHeHne no n. 48, oTnmn4vyawu,eecsd Tem, YTO OHO npen-
cTaBnsfeT cobon CyweCTBEHHO YUCTbIM CTepeon3oMep, MPONEKapCTBO WUAN
COJlb.

50. CoegnHeHne no n. 49, oTAm4atweecsa TeM, YTO OHO npen-
cTaBnseT cobon cyuwecTBEHHO YNCTbIN CTepeounsomep.

51. ®apmaueBTMnyeckasa koMmnosnumsa, nHrimbupyrowas BMY-npoTteasy,
cogepxxawaa apPeKTUBHOE KOJINYECTBO aKTUBHOIO UHrpeaneHTa u papma-
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LEeBTUYECKM NMpUemMsieMbIl HOCUTENb, O T/IMYatloWwasaca TeM, 4TO aKTUB-
Hbl MHrpeguneHT npencrtasnseT cobom coeauHeHme no nwbomy m3 nn.l -
50.

52. Cnocob nHrubuposaHus BUY-npoTeasbl, Npn KOTOPOM Ha HoCuTe-
N BUpyca BO34eNCTBYIOT 3PPEKTUBHBLIM KOJIMYECTBOM COeIUHEHNA hopMy-
nbl 1l

Q Y Q ~ Q] QZ

14 3
QS\/\E)KN N B
/A \ m
ﬁ){ : K){
o o q %

roe Qs - apun uam -S-apuJil, BO3SMOXXHO 3aMeLLEHHbIE raJioreHoM, rae apun -
3TO KapbouMKNMYeCcKUn apoMaTUYeCKNM 5-14-4neHHbIN MOHOLUUKINYECKUN
NN NOJIMUNKIINYECKNI OCTATOK;

A - Kapbouuknn4ecknm apoMaTUHeCKM 5-14-41€HHbIN MOHOUUKINYECKNI
NN NONNUNKINYECKUN OCTATOK, MUPUANHWUA, NUpnanHnn-N-okcna, XMHOIN-
HWUA, N3OXUHONMHWUA, UHOONNA, NHOONUHWA, TUa3onunn-1,1-ouokcna, TUeHunN
nnn TneHmnn-1,1-gpnokcna;

B - kapbouuknanyecknin apomMmaTu4eckuin 5-14-4neHHbll MOHOLMKANYECKUI
AN NOJINLMKINYECKNA OCTATOK, HACbIWEHHbIN 5-14-4n1eHHbIN MOHOLUWKN-
YECKMN NN NONULMKINYECKNN OCTAaTOK, BKJIIOYAKOLWMA reTepoaToM a3oTa,
nupnanaMeTnanmnepasnHWu, oKTarmgpoTueHo [3,2-clnMpuanHun, nan ok-
TarngpoTtueHo [3,2-clJnnpunanHun-1,1-guokcng,

Q: n Q2 He3aBUCMMO - aTOM BOAOPOOA WU aNKWUIT;

Qs - Qs HE3@BUCKMMO - aTOM BOgOpoO4a, MTMMAPOKCUA, FrasioreH, HUTPO- aMUHO-,
ANKNNCYNbPOHNTAMNHO-, aNKWIAMUHO-, asiKWJ, BO3MOXHO 3aMeLLEHHbIN
rasioreHom, asnkokcun, rpynny -O-] (roe ) obo3Ha4YaeT OoTruaposin30BbIBa-
emyto rpynny) wam rpynny LeC(O)Ls (roe Ls 0603Ha4YaeT NpoCTyto CBA3b NN
-0, a Ls - ankun vnm ankokcun); Y n G - atombl kucsopopga; D - aTom yrne-
poaa nnu asoTa, npnyem D coeguHeH NPOCTON CBA3bIO C KaXKAbIM U3 CMEX-
HbIX @aTOMOB KoJsbua; E - atom yrnepona; Q¢ - atoM BOOOpOLAa WM e€ro
dhapMaueBTUYECKN NPUEMNIEMON CONN.

CocTasuTtenb onucaHus CypTaeBa 3.P.
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