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(54) Cnocob moJiyyeHusi 3aMelleHHbIX AMUHOAUKHUCJIOT, UX PalleMATOB MJIH ONTHYECKHX
U30MEepoB, WK UX papMaleBTHYECKH MPHEMJIEMBIX coJlei

(57) Crioco0 mosry4yeHus 3aMeIeHHBIX aMUHOIUKUCIIOT 00mmel hopmyisr |
COCH

/N\

R, COOR;
rae A - OeH30JIbHBIN HMKI, N = 1; A - HachIMIEHHBIH UK, n = 0 wik 1; R, - HU31mas ankwibHast
rpynma ¢ 1 - 4 aromamu yriepoja, cojepkamas aMHHOTpymmy; R, - atom Bomopoma win
ankuibHas rpymnmna ¢ 1 - 4 aromamu yriiepona; R; - nuHeiHas Wiau pa3BEeTBIICHHAS alKUJIbHAs
rpynna ¢ 1-8 aToMaMu yriepojia, MOHO- WM JULUKIOANKUI-aJIKUIIbHAS TPyIa Wik (eHuI-
aNKWIbHAS TPyNIa, CoAeprKallas B LIeJIOM 10 9 aToMOB yriepoja WK 3aMellleHHas alIKWIbHAas
rpynna Gpopmyst
-(CHz)p-y-(CH)(R4)-Rs,

rae R4 - Bomopoa, Hu3mmi ankui ¢ 1 - 4 aroMamu yriaepojia uiv MUKIOAIKWI ¢ 3 - 6 aTomaMu
yriepona; Rs - Bomopon, Hu3mmii ankuin ¢ 1 - 4 atomamu yriiepojaa, TUKIOAIKWI ¢ 3 - 6
aTOMaMH yTiepojia Wik alKoKCuKapoonwn, y = S unu > N - Q, rae Q - Bogopo, aneTus1 uin
oen3unokcukapoonuwt, p = 1 unu 2, q = 0 unu 1, Ux paremMaroB UM ONTUYECKUX H30MEPOB WIIH
ux (apMareBTHUECKH MPUEMIIEMBIX COJICH, OTIWYAIONIUICSA TEeM, YTO COCIAMHECHHE OOIei
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dopmysr 11
COR;
AN
(CH,,, CO—?H—(CH:)q—NHz {n ,
R,
rae A, n,  MMEIOT YyKasaHHbIE 3HAYCHWs; R, - HU3MMHA AIKWIBHBIA paguKal Wi

AMUHOQJIKWIBHBIA PaJUKaJ, aMUHOQYHKIMS KOTOPOTO 3allUIEHa TAKUMH paJuKalaMu, Kak
OCH3UIIOKCUKAPOOHUI WM TPETOYTHIOKCHKApOOHWI, R7 - THAPOKCHIBHBIA WM HU3MIAN

QJIKOKCWJIBHBIM PaJuKajbl, MOABEPralOT pEaKLHUU BOCCTAHOBUTEJIBHOIO aJKWIMPOBAHUS C
coequHeHneM oomeit popmyibl 111
/5

O_C (]I[)s
\COORZ

rae R; u R; uMeroT yka3aHHble 3HAYCHUS, C BBIAEICHUEM LIEJIEBOIO MPOAYKTA WM CO CHATUEM B
ciydae HeoOXxoquMocTu N-3alUTHBIX U 3PUPHBIX TPy THAPOT€HOIN30M WA OMBUICHUEM.

N3o0peTeHne OTHOCUTCS K CIOCOOY MOJYyYEHHUS 3aMEIICHHBIX aMUHOJMKHUCIIOT 0OIen

bopmybl
COOH

/N\

R, COOR;
rae A - OEH30IbHBINA UK, N = 1;
A - HaceImeHHBIN UK, n = 0 uin 1;

R, - Hu3mias ankunbHas rpynna ¢ 1-4 atromamu yriieposa, cojepraiiasi aMuHOTPYIILY;

R» - atroM Bogopoaa unu ankuiabHas rpymmna ¢ 1-4 atomamu yriepoaa;

R; - nunHeitHas uiu pa3BeTBICHHAs alKWIbHAs Tpynna ¢ 1-8 atromamu yriepoja, MOHO- WU
JTUTAKIIOATKUI-AJIKWIbHAS TPYIINa, WM (eHWI-aJKWIbHAsS TpyNna cojaeprkamias B IeJIoM 10 9
aTOMOB YTJIepO/la WX 3aMEeIICHHAs AIKUIbHAS TPpyIa (OPMYIIbI

-(CHz),-y-(CH)(R4)-Rs,
rae R4 - Bogopoa, Hu3mui ajnkui ¢ 1-4 atomamMu yriepoja WIM HUKIOIKUI ¢ 3-6 aToMamu
yriieposa;

Rs - Bomopon, Hu3mmii ankui ¢ 1-4 atomamu yriaepoja, HMUKIOANKUI ¢ 3-6 aToMaMu
yriepoaa WIH alKoKcukapOoHwn, y = S wmmum > N-Q, rme Q = BOJOpOI, aneTHsi1 WId
oen3unokcukapoonwt, P =1 nmm 2,

q=0wm 1,

WX palneMaToB WJIM ONTHYECKHMX H30MEpPOB HWIM HX (HDapMaleBTHUECKH IMPHEMIIEMBIX
coJiei, 00J1aJaroIINX HHTHONPYIOIICH aKTHBHOCTBIO.

N3BecTHa peakimsi MPUCOCIUHEHUS a30TOCOJCPIKAINUX COSAMHEHUN K KapOOHHMIIBHBIM
COCIMHEHUSIM. Y CIIOBUS MPOBEJCHUS PEAKIIUU 3aBUCAT OT CTPOSHUSI UCXOJIHBIX coeuHeHu [1].

Ilenmp wW300peTeHWs - CHHTE3 HOBBIX COCOUHEHWH, O0O0JIAAlOMUX  I[IEHHBIMU
(hapMaKoIOTUIECKIMH CBOWCTBAMHU.

[TocTaBineHHass 1eab JOCTHTAeTCsS CIIOCOOOM TMOJydYeHUs coeauHeHui (opmynsr |,
3aKITIOYAIONIUMCS B TOM, YTO COeTUHEHUs o01meit ¢popmyst 11
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COR;

N
(CHy, €O —CH—(CH)g—NH, (D ,
R
rac A, 1’1, q UMCHOT YKaSaHHBIe 3Ha‘{eHI/ISI,

R7, - HM3MMI aNKWIBHBIA pajuKaid WIM aMHHOAIKWIBHBIA paguKall, aMHHO(YHKIHS

KOTOPOTO  3allMIIeHA TAaKHUMH paJdKaJlaMd, Kak OCH3MIOKCHKAapOOHWJI WIM  TpeT-
OyTHIIOKCUKAapOOHMIT;

R7 - I'HAPOKCHJIBHBIN WM HH3IIMNA aJIKOKCHIBHBIA pajMKai, MOABEPraloT peaKiuu
BOCCTAHOBUTEJILHOTO AJIKWJIMPOBAHUS C coequHeHreM ob1eit popmyubl I11

/5

O_C (]I[) »
\COORZ

rae R n R; umeror ykasaHHble 3Ha4€HMs], C BBIIEICHUEM LIEJIEBOrO IPOAYKTA UM CO CHATHEM B
ciydae HeoOXxoquMocTu N-3alUTHBIX U 3PUPHBIX TPy THAPOT€HOIN30M WA OMBUICHUEM.

I[MIpumep 1. 2-[N-(1-Kap6okcuwatun)-(S) amanmn]-3(S)-kapbokcun - 1, 2, 3, 4-
TETParuAPOU30XUHOJIUH.

Cragus A.

(JIeBoBpamaromascsi) TeTparuipon30Xu-HOINH-3-KapOOHOBas KUCIIOTA.

B tpexropiayio konly ¢ oOpaTHBIM XOJOJMIBHUKOM BBOIAT 15 1 (S) B-henunananuna,
3arem 34 mut 40 %-Horo pactBopa ¢popmanvHa U 105 M1 KOHIIEHTPUPOBAHHON KHUCIIOTHI.

HarpeBatot B Teuenue 30 MuH Ha Kumsmeil BojsHoN OaHe. Takum oOpa3zoM, MOIy4aroT
MPO3payHbI PacTBOp, OCTABISAIOT ISl YCTAHOBJIEHHA B PEAKIIMOHHOM CMECH KOMHATHOW
Temreparypbl U Torna jao0aBisttoT 15 mu gopmanbaeruna v 30 M KOHLUEHTPHUPOBAHHOM
COJITHOM KHCJIOTHI. 3aTeM HarpeBaloT 3 9 IMpU TEMIEpaType KWUIIEHUs C OOpaTHbIM
XOJIOAUIBHUKOM pacTBopuTeNs. OCTaBISIOT OXJAXIAThCs, 3aT€M OCaZOK OT(PHIBTPOBBIBAIOT.
[Tocne orcacwsiBanusa ero odpabatsiBatroT 200 miu kunsime Boasl U 40 Mi1 ropsuero 3TaHodja.
PacTBOpBI 00BEAMHAIOT, 3aTEM HelTpanu3ytoT nob6asnenuem 10 %-Horo aMmMuaxa.

TerparupoxuHoauH - 3 - kapOOHOBasi KHUCIOTa KpucTaumsyerca. Kpucraminueckyro
CMECh OCTaBJIIIOT B TEYEHHE HOUYU B XOJOJAWIBHUKE, 3aTEM OCAIOK OTAEISAIOT, OTCACBIBAIOT U
IIPOMBIBAIOT 3TaHOJIOM. TakuM oOpa3om, nosydarot 17.3 T HeounieHHOro npoaykra. Ilpoaykr
cymar HaJl GocOpHBIM aHTUAPHUIOM 101 BAKYYMOM.

C10H11N02 = 177

Paccuurano, %: C 67.78; H 6.26; N 7.90.

Haiineno, %: C 66.87; H 6.20; N 7.96.

HUK-crextp: NH," nonoca npu 2800 - 2400 cm™, COO™ nosioca kapboruia npu 1630 ecm®

BpamarenpHas ciocobHOCTh: 0p=-108° (¢=2.2; 1 1 NaOH).

Cramusa b. Xnmoprugpar metui-1, 2, 3, 5S-reTparuipon30XuHOIUH - (S)-3 -kapOokcuiara.

B Tpexropnyio koily NOCIEIOBaTENbHO 3arpy’karoT 5 T TeTparuaApOoU30XHUHOIUH-3-
KapOoHOBOW kuciaoTel U 30 Ma MeraHona. B 3Ty cycneH3uio q0OaBiSIOT IMyTeM MPHIMBAHUA,
u3beras mpesblieHuss Temmneparypsl 0-5°C, 6 r xsopuctoro THoHMia. JloOGaBieHHE IUTCS
okoJ10 10 muH. 1o okoH4YaHun 100aBIEHUS NOAAEPKUBAIOT [IEPEMEIIMBAHNE B T€UEHHE 2 Y IIPU
KOMHATHOW TemImeparype, 3aTeM KHUISATAT TpUd TEeMIepaType KHUIEHUS C OOpaTHBIM
XOJOJWIBHUKOM pactBoputens B TedeHue 1.5 4. [lociie moaHOro pacTBOpeHHs CMECH HarpeB
IPEeKpaIlaloT, 3aTeM BbIMApuBalOT Jocyxa. OcTaTok 00pabaThIBalOT METAaHOJIOM IyTeM
AKCTPAKIUHU TPU paza M 3aTeM AOBOAAT jaocyxa. Ilomyuaror 8 r OeclBETHBIX KPHUCTAIOB,
KOTOpbIE OUMINAIOT IyTeM MOpPOIIKOBaHUS ¢ 3¢pupom. Kpucramisl OTHUIBTPOBBIBAIOT,
0TCaChIBAlOT MX, MPOMBIBAIOT 3(PUPOM M BbICYHIMBAIOT. TakuMm oOpa3om, mnoiydarworT 6.4 r

3
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XJIOPTUpaTa METHII-TETPAruIPON30XUHOJIMH - 3-KapOOoKcuiIara.

C10H13N02HC12227.69.

Paccunrano, %: C 58.03; H 6.20; N 6.15; C1 15.57.

Haiineno, %: C57.79; C 6.46; N 6.38; Cl 15.67.

HUK-criektp: mosioca kapoonuna npu 1734 cm™, monoca NH," ipu 2800 - 2400 cm™.

Cramus B. Tper-OyroxcukapO6onmi-2-(S) amanun-3(S)-merokcukapOonui-1, 2, 3, 4-
TETParuApON30XUHOJINH.

6.01 r (0.0264 Mo01b) MOTYYEHHOTO Ha MPEAbIAYIIEH CTaIuu XJIOpryuapaTa pacTBOPSIOT B
50 mu Bojpl, 1 pacTBOp noamenadnsaroT 10 pH 11 ¢ nomomsro NH4OH, 3atem skcTparupyror 2
pa3a mo 50 mia cepHoro 3¢upa. O0benuHeHHbIE 3(QUPHBIE PACTBOPBI CyIIAT HaJ CyJb(haTom
KaJblys, (QUIBTPYIOT M BBINAPUBAIOT jAocyxa. OcTaTouHbId clOXHBIM amuHO3Gup (5.04 1)
pactBopsitoT B 30 mi1 gumeTtuindopMaMuaa U 3TOT PacTBOp 00ABISAIOT K IEPEMEIINBAEMOMY
pactBopy 5 1 (0.0264 Monb) TpeT-OyTHiiKapOoHUI-(S)-ananuHa B 30 M1 numetuiapopmMaMuia,
oxnaxaeHHoro 10 0-5°C. K nmomyueHHoMy pacTBopy 100aBiIsIOT ocieaoBatenbHo 3.6 T (0.0264
MoJib) 1-okcubeH3Tprasona, pactBopeHHoro B 40 mu numermindopmamuia, 3atem 5.45 r (0.0264
MOJTb) TUITUKJIOT€KCUIKapOOIMUMHK 1A, pacTBOpeHHOTO B 30 Mut X1opodopma.

PeakunonHyro Maccy nepeMemunBaroT B TeueHUe 18 4 Ipy MOBBIIEHUN TEMIIEPATYPHI 10
KOMHaTHOW. OOpa30BaBIIYIOCS JTUITMKIOTCKCHIMOYEBUHY OT(WIBTPOBHIBAIOT, W (uibTpar
BBINIAPUBAIOT JocyXa Moa BakyymMmoM 0.1 MM prT.cT., mojiydas OCTAaTOK, KOTOPBIA CHOBa
pactBopsitoT B 50 M1 3TMianerata U CHOBa (QWIBTPYIOT JUIsl OTHAEICHHS BTOPOH MHOPLUU
JULUKIOTeKCMIMOYEeBUHBL.  DuibTpaT mnocienoBaTeabHO IpoMbiBaloT 80 M1 BOJHOTO
HaceimenHoro pactsopa NaCl, 2x40 ma BogHoro 10 %-HOro pacTBOpa JTUMOHHOW KHCJIOTHI,
cHoBa 80 mu1 BogiHOTO HackleHHOro pactBopa NaCl, 2x40 M1 BOJHOTO HAaCHIILIEHHOTO pacTBOpa
NaHCOs; , BomHBIM HackImeHHBIM pacTBOpoM NaCl 10 HeUTpabHON PEaKIIUH.

Oprannyeckyto ¢azy cymar Haa CaSOs , OTGUIBTPOBHIBAIOT M BHIIAPUBAIOT J10CYXa MO
BakyyMoM. OCTaTOK MMOCje BhITApUBaHUs MPEACTABIAET coO0i 1eneBoit mpoaykt. Bec. 9.1 1 (96
%); 1. 1. 98-100°C (mo Kodnepy).

C19H26N205-

Paccuurano, %: C 62.97; H 7.23; N 7.73.

Haiigeno, %: C 63.15; H 7.05; N 7.97.

Cragus I'.

Tper. -  Oyrtokcukapbonmn-2-(S)-amanmn-3-(S)-xkapboken-1, 2, 3, 4 -terpa
THJIPOU30XUHOJIHH.

1.45 1 (0.004 MoJb) MOYYEHHOTO Ha MPEABIAYIICH CTaUN COSAUHEHUSI PACTBOPSIOT B
20 M3 MeTaHoJIa U K TMOJIyueHHOMY pacTBopy aobasistoT 4.4 mu (0.004 monp) 1 H. BoaHOTO
pacTBopa eakoro Harpa. PacTtBop ocraBisiror B TedeHue 20 4 NMpu KOMHATHOM TeMIlepaType.
MeTaHoJ BBINapHUBAIOT M0JI BAKYYMOM BOJOCTPYHHOT0 Hacoca, U 0CTaTOK 00padaTeiBatoT 20 M
BojbI. [locie aKCTpakImu HEOMBUJICHHOM YacTH ATHJIAIICTATOM BOAHYIO (ha3y MOAKHUCISIOT 4.4
min 1 H. HCL O6pa3oBaBmmiics ocafok 3SKcTparupyoT 2 paza mno 20 M 3Tuianerara,
nosrydyeHHbl pactBop cymar Haa CaSOs , GuiabTpyroT U BblnapuBaroT. [lomyueHHBIH OCTaTOK
npeJcTaBisieT co00i MCKOMBIN MpoayKT, Bec 1.3 1 (93 %).

C18H24N205-

Paccuurano, %: C 62.05; H 6.94; N 8.04.

Haiineno, %: C 61.64; H 6.98; N 7.78.

Cragus /.

2-(S)-ananun-3-(S) kapbokcu-1, 2, 3, 4-TeTparupOU30XUHOJIHH.

1.1 r (0.00316 w™monb) MOMYyYEHHOTO HA MPEABIAYIICH CTaAuU TPOU3ZBOIHOTO
nepememmuBatoT npu 5°C ¢ 4.5 mu 6e3BogHON TpUPTOPYKCYCHOM KHUCHOTHI. [lomydeHHBIN
pacTBOp KOHLEHTpUPYIOT nocyxa mnon BakyymoM 0.1 wmm pr.ct. Kpucrammueckuit
TUTPOCKOMUYECKHI OCTATOK MOCJe BhIMapUBaHUs NPEICTaBIsIET cOO0M 1eIeBOM MPOAYKT B BUE
Tpudropanerara, conpBaTupoBanHoro 0.5 Monb TpupTOpyKCyCHOM KHCIOTHL, Bec. 1.3 1 (98%).

C3H3sFoN4Ona.
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Paccuurano, %: C 45.83; H4.21; N 6.68.

Haiigeno, %: C45.99; H 4.62; N 6.55.

0.7 r (0.0019 monp) mpensigymiero Tpudropanerata mnpeBpamarotr B 0.45 r (94 %)
COOTBETCTBYIOIIEH  CBOOOAHONW aMUHOKHCIOTHI IyTeM MmpomyckaHus uepes 50 T
cynbhupoBanHoii cmoibl (Dowex 50Wx 8HY), 3atem smrompoBanust 500 mi 1 H. pacTtBOpa
ammuaka. T. . 170°C ¢ paznoxeHuem.

Cramus E. 2-(N) 1-KapOokcwm-stun-[(S)-ananun]-3-kapbokcu-1, 2, 3, 4-
TETParuAPONU30XUHOJIUH.

0.849 t (0.0034 wmomnw) 2-(8)-amanmn-3-kapOokcu-1, 2, 3, 4-TeTparuIpou30XUHOINHA
pactBopsitoT B npucyrctBuu 1.9 r (0.0216 moab) nupyBuHOBOM KucaoTsl ipu 25°C B 22 mi 1 H.
pactBopa enxoro Hatpa u 50 ma OydepHoro pactBopa ¢ pH 7, B3ATBIX M3 pacTBOpa,
npurotoBieHHoro u3 50 mu 0.1 M pactBopa nepBudHoro ¢ocdara marpus u 29.1 mu 0.1 H.
pactBopa eakoro Harpa. 0.45 r (0.0072 Monb) nmaHoOOpPrUAPUAA HATPHUS JOOABISIOT Cpasy.
PeaknimoHHy0 CMeCh BBIIEPKUBAIOT B TEYEHHUE 22 4 IMPU KOMHATHOM TeMIIeparType.

N36bITOK IMaHOOOPTUAPHUIA HATPUS pazjaratoT 100aBjIeHnEM 6 MJI KOHIICHTPUPOBAHHON
COJITHOW KHCIIOTHI. [lomyueHHBII pacTBOp MPOITyCKaIOT Yepe3 noHooOMeHHyt0 cMmomy (Dowex 50
H"). [Tocne amoupoBaHus TUCTHILTUPOBAHHON BOOH CMOJIBI BIUIOTh 10 OTCYTCTBHSI HOHA XJIOpa
MPOAYKT, 3a(UKCHPOBAHHBII Ha CMOJIE, BBIMBIBAIOT 3JIIOMPOBaHHEM ¢ momompo 1 1 1 H.
BOJAHOIO pacTBOpa amMMuaka. AMMUAYHBIA pPAcTBOP KOHLEHTPUPYIOT IO BaKyyMOM
BOJOCTpyHHOro Hacoca jJocyxa. OcraToK Tociie BbIIApUBaHUS MpeACTaBiseT co0oit
MOHOAaMMHAYHYIO COJIb UCKOMOTro npoaykTa. [lomyuennsiii Bec 0.8 T (69.7 %).

C16H23N3OS-

Paccuurano, %: C 56.96; H 6.64; N 12.96.

Haiineno, %: C57.79; H 6.69; N 12.70.

[Tpumep 2.2-{3-(1-Kapbokcu-stunamuno)-[2-(RS) metun-npomnanonn]}-3-(S)-kapbokcu-
1, 2, 3, 4-TreTparuipOn30XNHOJIMH.

[Tonyyarot o npumepy 1 (ctagus B) uz 3-tper.-OyrokcukapoonnnamuHo-2-(RS) metui-
MPONaHOBON KUCTOTHI U 3-(S) MeTokcukapOoHui-1, 2, 3, 4-reTparuiponu30XuHOIUHA.

[Tomyuennslii  2-[3-tper. — OyTokcukapOoHmiamMuHo-2-(RS) Merunnponanoun]-3-
(S)metokcukapbonwmi-1, 2, 3, 4-TeTparuipOU30XUHOJIWH OMBUISIIOT C TOMOIIBIO BOJIHOTO
pacTBOpa eIKOro HaTpa, Ucroib3ys Meron npumepa 1 (cragus I).

[Tomyuennwrii 2 - [3-TpeT.-OyTokcukapOoHmiaMuHO-2-(RS) merunmponanownn]-3-(S)
kapOokcu-1, 2, 3, 4-TeTparuJpou30XHHOJIIMH 00padaThIBalOT TPUPTOPYKCYCHOH KHUCIOTOM
cormacHo Merony mnpumepa 1 (cramus [l), momywast Tpudtopaueratr 2-[3-amuHo-2-(RS)
MeTuiponanoni|-3-(S) kapbokcu-1, 2, 3, 4-TeTparuIpoON30XHHOIMHA, KOTOPBIM MPEBPAIAOT B
xjopruapat pactBopenueM B u3oeiTke 1 H. HCl 1 koHIIeHTprpOoBaHueM JocyXa.

C14H19C1N203.

Paccunrano, %: C 56.28; H 6.41; N 9.38; C1 11.87.

Haitineno, %: C 56.44; H 6.59; N 9.04; Cl1 11.94;

C 56.94; H 6.62; N 8.97; C1 11.87.

1.3 r (0.005 wmonp) momyyeHHoro B mpeapinymeit craguum 2-[2-(RS) wmernin-3-
amuHonpornanomn]-3-(S) kapOokcu-1, 2, 3, 4-TeTparuapon30XHUHOINHA PACTBOPSIOT B 20 MII
MetaHona, coaepxkamiero 0.009 mons HCI u 0.515 r 94 %-Hoit nupyBuHOBO# kucnoTh (0.0055
Mmoiib). PactBop ruapupytot nox aasinenuem 0.5 Gap B mpucytctBuu 1 1 10 %-Horo mamiagus-
Ha-yrie. OKOJO TOJOBUHBI TEOPETUYECKOI0 KOJIMYECTBA BOJOpoja ajacopbupyercs 3a 1 u.
Cycnensuto OTGUIBTPOBBIBAIOT, K (puibTparty no0asistoT 0.515 r mupyBHMHOBOM KHCIOTHI,
3aTteM HeWTpanusyroT 1o pH 7-7.2 ¢ nmomomipio TpusTiinamuHa. [locne no6asnenus 1 v 10 %-
HOTO MaJulaJusi-Ha-yriie CYCIEH3UI0 CHOBa THJPHUPYIOT moj nAaeieHuem 0.5 Gap BIIOTH 10
MCYE3HOBEHUS MCXOJHOrO NMEPBUYHOIO aMHHA, YTO KOHTPOJIUPYIOT C MOMOUIBK) TOHKOCIONHON
xpomaTorpaduu, oOHapy)uBasi TOT AMHH C TOMOIIbIO HUHTUAPHUIA.

PeakiimonHyto cMech GUIBTPYIOT U KOHIIGHTPUPOBAHHBIA (PUIBTPAT PacTBOPSIOT B 25 M
BOJIBI U TIPOITYCKatOT uepe3 125 mi1 nonoooMenHoit cmoitsl (Dowex 50 H'). ®ukcupoBaHHbIN Ha
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cmoisie mpoAyKT smoupyror 500 mn BoaHoro 1 H. pacTBopa ammuaka, 3areM 260 wmi
JUCTUJUTMpOBaHHOW BoJbl. OOBEAMHEHHBIE AIII0AThl BhINAPUBAIOT jgocyxa. OcTtaTok mocie
BBIMIAPUBAHUS TPEJCTABISET COOON I1eNeBOM MPOIYKT B BHJE MOHOAMMHAYHOW COJIH.
[Tomyuennsrii Bec 0.6 .

C17H25N3OS-

Paccuurano, %: C 58.11; H 7.17; N 11.43.

Hatineno, %: C 58.91; H 6.93; N 11.96.

[Tpumep 3. 1-{N-[1-(RS)-KapOokcurtun-]-(S) ananwmi} -2- kKapOOKCUTIEPTUIPOUH IO,

Cranus A.

2-(RS) kapO6OKCUUHIOTUH.

31.5 r aroro unnonuHa (86 %) nomyyaroT oMbuleHHeM B 250 mul 1 H. pacTBOpa €IKOro
Hatpa U 150 mu staHoma B TedeHue 18 4 mpu xomHaTHOM Temmeparype 43 r (0.224 moib)
COOTBETCTBYIOIIETO 3THIIOBOTO 3(upa.

BoHO-cipTOBOM pacTBOp KOHIIEHTPHUPYIOT HANOJOBUHY, HeWTpanu3yroT 25 mu 10 H.
COJISIHOM KHUCIIOTHI, 00pa30BaBIIMICA OCalOK OT(UIBTPOBHIBAIOT, MPOMBIBAIOT BOJOW U
BBICYLINBAIOT.

HeounieHHy0 KHCIOTY OYHMILNAIOT MPOIyCKaHMEM Yepe3 KOJIOHKY ¢ HMOHOOOMEHHOU
cmonoii (Dowex 50 We8 H') m smrompoBanuem 2 H. BOAHBIM aMMuakoM. [loimydeHHYRO
aMMOHHEBYIO COJIb PAacTBOPSIOT B MUHUMAJIbHOM KOJMYECTBE BOJABI U KHUCIOTY OCaXAAlOT
TeopeTudecku paccuuTaHHbM konudyecTBoM HCl. OtcackiBatoT, IpOMBIBAIOT €€ BOJOW U CymIaT
Ha BO3AYyXE.

C9H12N202 (COJ'H) aMMOHI/ISI).

Paccuurano, %: C 59.99; H 6.71; N 15.54.

Haiigeno, %: C 60.22; H6.71; N 15.06;

C5993; H6.71; N 15.29.

Cranus b.

2-(S)-KapOokcu-uHmonuH.

60.5 r (0.37 monp) 2-(DL)-kapOoKCH-UHI0INHA, TIOTYYEHHOTO B CTaauu A, 100aBIISIOT K
pactBopy 44.9 r (0.37 momb) (+)-o-metundensmnamuHa B 400 mu 0e3BOJHOTO 3TaHOIIA.
[TomyueHHBI OCalOK OTCACHIBAIOT M HAcTamBalT (dKcTparupyioT) B 350 mur 6e3BOAHOTO
M30MIPOIIaHoja MPU TeMIepaType KUMEeHHUs ¢ 0OOpaTHBIM XONoAWIbHUKOM. Ilocie oxmakiaeHus
CYCIIEH3UI0 OT(PUIBTPOBBIBAIOT, OCAJOK MPOMBIBAIOT HEOOIBIINM KOJUYECTBOM H30IPOINaHOJa
Y BBICYIINBAIOT.

[Tomyuennsiii Bec 2-(L)-xkapOokcu-unponuHa, conu (+)-o-MeTwiOeH3wnamuHa, 29.8 T
LD*=5.3 ° (¢=1; sranon).

2-(S)-KapOoKkcu-mHI0INH MOIy4al0T C TEOPETUYECKUM BBIXOJOM ITyTeM pacTBopeHus 10
r npensiaymeit conu (0.029 monp) B 50 Mt Boabl ¥ ogkuciaeHust 29 M 1 H. COMSHON KUCIOTHI.
Ocanok oTcachlBalOT, MPOMBIBAIOT BOAOM, MEPETOHAIOT M BhICYMIMBatOT. OnTHYeCKas YUCTOTA!
967 (C. P. V. nocne BbiaeneHus B popme amua (-)-kam(paHoBOH KUCIIOTHI).

2-(R)-Kapbokcu-uHa01MH noay4aioT TeM ke crnocodom u3 (RS) -xapOokcu-unnonuna u
(-)-0-MeTHIIOSH3MITAMHHA.

AGcomoTtHbIe KOHpUTYparuu kucioT (S) u (R) onpenenstores crieayronmm o0pazom.

AHanutnueckue kosnnyecta (0kosio 0.5 T) Kaxa0i U3 KUCIOT NMPEBPAILAIOT B CIIOKHbBIE
ATUIIOBBIE 3GUPBI 00pa0OTKON XJIOPUCTHIM THOHWIIOM M 3TAHOJIOM COTJIaCHO criocody craauu B.

CroxHble 3¢upbl BOCCTaHABIMBAIOT JUTHHaMIOMUHUUTHApHIoM cornacHo E. J. COR EY
(UMTHPOBAHO BBHIIIE) B COOTBETCTBYIOIINE MEPBUYHBIE CIUPTHI, KOTOPbIE HIEHTUPHUIUPYIOT IO
UX BpalaTeIbHON CIIOCOOHOCTH B CPaBHEHUHM CO CIIUPTAMH, COOTBETCTBYIOIIME aOCOIIOTHBIE
KOH(UTYypalui KOTOPhIX U3BECTHBI.

Cragus B.

2-(S) DTOKCUKapOOHMII- IEPTUIPOUTON.

11 r 2-(L)-xapOokcu-unnonuna B Buue conu (+)-o-metunoensmwiamuna (0.032 moms),
MoJy4YeHHOW Ha ctaguu b, pactBopsitor B 100 Ma BoAbl M IpEBpalIalOT B COOTBETCTBYIONIYIO
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kucnoty nob6asnenueM 32 mi 1 H. HCL. Kucnoty orcachIBatoT, IpoOMBIBalOT BOJOH M cyllaT B
sKcUKaTope HaJl (pochOpHBIM aHTUIPUIOM, 3aTEM CYCTIEHIUPYIOT B 50 M1 6€3BOIHOTO 3TaHOMA.
[Tpu 0-5°C nobGasinsroT 3.9 M1 XJIOPUCTOTO THOHMIA B TedeHue 10 MHUH IpH MepeMelInBaHui,
IepeMenIMBaHue MpoIoJLKarOT B TeueHue 1 1 npu 25°C, 3arem 1 u nmpu 50°C.

CMmech ocTaBisitoT Ha Houb npu 25°C, 3aTeM KOHLEHTPUPYIOT J0CyXa IOJ BaKyyMOM
BoocTpyitHoro Hacoca npu 40°C u oOpabateiBatoT 50 M1 6€3BOIHOTO O€H301a U OTCACHIBAIOT.

[Tomyuennslii xmopruapat 2-(S) 3TOKCHKapOOHWI-UHIONUHA THIPUPYIOT B pacTBOpe B
150 M1 BOZBI B MPUCYTCTBUM 2 T' Najulauicoepskamero yrias B Tedenue § 4 npu 45°C noxg
nasnenueM 50 kr/cm® . Tlocnme oxnaxkaeHuss ¥ OTGUILTPOBLIBAHHMS KaTauu3aropa (UIbTpaT
BBITIAPUBAIOT TocyXxa. OCTAaTOK MPEACTaBISIET COOOM 1eJIeBOM MPOIYKT B BUAE Xjopruapara. Bec
6.9 1 (93 %).

C18H20C1N02.

Paccunrano, %: C 56.52; H 8.62; N 5.99; Cl1 15.17.

Haiineno, %:  C 55.52; H 8.53; N 5.96; CI 15.16.

Cragus I'. N-[(S)-t--bok-ananun]-2-(S) 3TOKCHKapOOHUIT-TIEPTUIPOUHIOM.

PactBop, Brmouatommii 3 r (0.0128 w™momw) xmopruapata 2-(S)-3TOKCHKapOOHWMII-
NepruIpOMHI0NA, MOJYyYeHHOro B mpeabyaymed craauun (1), 15 M ©e3BoaHOTrO
numetundopmamuga (AM®) u 1.8 M TpusTHIaMuHaA JOOABISAIOT K OXJaxaeHHOMY 10 5°C u
nepementnBaemMomy pactBopy 2.42 t (0.0128 monp) t-bok (L) amanmna B 15 man JJM®. K
MOJIyYEHHOW CMeCH TmocieaoBaTeNbHo nob6asisitor pactBop 1.7 r (0.0128 monws) N-okcu-
oemstpuazoma B 20 wMa M, 3zarem pactBop 2.64 1 (0.0128  wmomb)
JTUAKIIOTeKCHUIIKapOooauuMuia B 15 mit 6e3Bo1HOTO Xstopodopma.

[Tocne mepememmBanus B TeueHue 65 1  mpu  25°C  oOpaszoBaBHIyIOCS
JUIUKIOTeKCUIMOYEBIHY OT(GUIBTPOBBIBAIOT M MPOMBIBAIOT 3THi-aneraToM. OObeAUHEHHBIE
¢GuIbTpaThl MPOMBIBAIOT IMOcien0oBaTeaIbHO 80 MJI BOAHOTO HachlmeHHOro pactopa NaCl, 2
pasza o 40 MJT KOHIIEHTPUPOBAHHOI'O PACTBOPA JIUMOHHOM KHUCIIOTHI, 2 paza mo 40 M BOJHOTO
HacbleHHoro pactBopa NaHCO;, 3aTem cHoBa 2 pasa o 40 mi pactopa NaCl.

Oprannueckuii pactBop cymat Haax CaSOs, QUIBTPYIOT, KOHIIEHTPUPYIOT J0CyXa MO
BaKyyMOM BOJOCTpYHHOro Hacoca, octaTok oOpabatsiBator 100 mi stmmanerara. PactBop
GUIBTPYIOT AJIS yAaJeHUs TIOCIEIHUX CIIEIOB IULUKIOT€KCUIIMOYEBHUHBI, KOHIIEHTPUPOBaHHBIN
nocyxa (pUIBTpaT JaeT OCTATOK, KOTOPBIN MpPeCTaBIseT cOO0i 1eNeBOM MPOAYKT B BHIE OUCHb
BSI3KOTO Macia.

Bec 3.8 1 (91%).

C19H32N205-

Paccuurano, %: C 61.93; H 8.75; N 7.60.

Haiineno, %: C 61.76; H 8.56; N 7.77.

Cragus /1.

N-[(S)-t-bok-ananun]-2-(S) kapOoKcHUTIEPTUAPOUHIOI.

3.6 T (0.0098 Moip) crnoxHOrO 3dupa, MoyyeHHoro B craguu I', pactBopstor B 30 mi
METaHOJIa B MPUCYTCTBUM 11 MJT BOJHOTO pacTBOpa €IKOT0 HaTpa.

Cnycts 20 9 npu 25°C MeTaHOJ BBINApUBAIOT 10J BAKyYYMOM BOJOCTPYWHOIO Hacoca |
nob6asmsitor 60 Mi Boawl. PacTBop mpombiBaroT 2 pasa mo 50 M 3THianerara Ui yaajdeHUs
HEOMBUTUBILIEHCS YacT, 3aTeM NoAkucisitoT 11 mi 1 H. consiHON kucnoTel. OGpa3oBaBIIMKCS
0Ca/IoK Oeoro I[BeTa IKCTparupyroT 2 paza mo S0 Mi sTuiarerarta, SKCTpakThl OOBEIUHSIOT U
IPOMBIBAIOT BOJOH, cymar Hajg CaSOs GWIBTPYIOT M KOHIEHTPUPYIOT aocyxa. Ocrarok
MpeACTaBISIET CO00 UCKOMBIN mpoaykT. Bec 1.9 1 (57 %).

Ci7H28N205-

Paccumurano, %: C 59.98; H 8.29; N 8.23.

Haiineno, %: C 59.10; H 8.16; N 7.81.

Cranus E.

1-(S)-Ananun-2-(S) kapOoKCUIEeprUuAPOUHIOI.

1.6 T (0.0047 monb) MOMYYCHHOW B TIPEABIAYIICH cTaguu J[ KHCIOTBI MEepeMENTuBaAIOT
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npu 0-5°C B 10 mi1 TpudTOpyKCYCHON KHUCIOTHI B TeueHHe 1 4, 3aTeM B TeueHue 15 MUH mpu
KOMHATHOM TeMImepaType.

Ilocne BrImapuBaHMsl JOCyXa MO BaKyyMOM JIONIACTHOI'O HAacOCa OCTaTOK PacTBOPSIOT B
15 ™M1 BOABI M TIPOIYCKAIOT Yepe3 KOJOHKY ¢ HMOHOOOMeHHO# cmomnoii (Dowex 50 +8 HY).
Konounky amoupyror 1 11 BogHOro 2 H. pacTBOpa aMMHMaka. DJH0aThl KOHLIEHTPUPYIOT JI0CyXa
nos BakyymoM. [lomydeHHbIN ocTaTok mpenacTaBiseT codboi nckoMelil npoaykt. Bec 0.90 r (95
%).

C12H20N203 .

Paccuurano, %: C 59.98; H 8.39; N 11.10.

Haiineno, %:  C58.53; H 8.24; N 11.43.

Cragns XK.

1 - {N[1 - (RS) - kapbokcu - >tuin| - (S) anmanun} -2-(S) kapOOKCU-TIEPTUIPOUH ION.

0.7 r (0.00291 monpb) N-(S)amanmn-2-(S) xapOOKCHU-TIEPIUIPOUHIO0NA, TMOJTYYEHHOTO B
npenpinymeit craauu (E), u 1.67 r (0.0183 Moinp) nupyBUHOBOM KUCIOTHI pacTBOPsAOT B 18 M 1
H. BOJJHOTO pacTBopa enkoro Harpa u 40 mi OydepHoro pactBopa ¢ pH 7, nmoiy4eHHbI pacTBOp
noJiBepraioT BoccraHoBieHuo ¢ nomoirsio 0.400 r (0.0064 moib) nuaHoObOprugpuIa HaTpHs,
Kak onucaHo B mpumepe 1, cranus E.

[Tocne 00pabGOTKM KOHUEHTPUPOBAHHON COJITHOM KHUCIOTOM M MPOMYyCKaHHsS 4Yepes
noHooOMeHHY10 cMoty (Dowex 50 H') BbImapeHHBIH 10CyxXa KOHEYHbIH aMMHUAYHBIN 3JTF0AT JTacT
0.76 Tt (79 %) ocraTka, KOTOpPBI TpEACTaBIsET COOOW WMCKOMBIM TPOAYKT B BHJIE
MOHOAMMHUA4YHOH COJIH.

CisH27N5Os.

Paccuurano, %: C 54.70; H 8.26; N 12.76.

Haiigeno, %:  C 54.10; H 7.78; N 12.77.

[Tpumep 4. N-{2-[1-(RS) atokcukapbonmn-stunTuo-1-(RS) sroxcukapbonmmtui]-1-(S)
anmanmi }-2-(S) kapOOKCUTIEPTUAPOUH IO,

I r (417 monp) 1-(S) anmanmn-2-(S) xapOOKCH-NIEPrHAPOMHIONA, IOJYYEHHOTO IO
npumepy 3, craaust E, u 4.72 r (19 mmonp) atuin-[1-(RS) sToKCHKapOOHUIATHITHO |-TUpYBaTa
pactBopsatoT B 50 Mi1 6€3BOJTHOTO 3TaHOJIa B MPUCYTCTBUU 15 T MonekymnsipHoro cuta 4 A. Ilocne
MepeMenIMBaHus B T€UCHHE 45 MUH IPH KOMHATHOW TeMmIeparype B TeueHue 6 4 J00aBIISIOT
0.25 r uma"oboprunpuaa HaTpusi B BUAE pacTBopa B 2.25 mu Ge3BojpHoro stanoia. Ilocne
OTJIEJICHHUS MOJIEKYJIIPHOTO CUTa IMyTeM OT(GMIBTPOBBIBAHUS (PUIBTPAT KOHIIEHTPUPYIOT JIOCyXa
0] TIOHIKEHHBIM JIaBJI€HUEM, UM OCTaTok pacTtBopsoT B 100 mu cepHoro 3dupa. PactBop
KCTparupyoT 2 paza mo 100 M AUCTHIITMPOBAHHOM BOJIBI, 3aTEM CyMIaT HaJ CyJb(aToMm
Kajblus, QUIBTPYIOT U Xpomatorpadupyior Ha 200 r nByokucu kpemuus (Merck F 254),
AIIOUPYS CMECHIO XJIOPUCTOro MeTuiieHa ¢ MetanosnoM 180/20. 0.5 r (25 %) uckomoro npoaykra
II0JTy4aroT B BUJIE HATPUEBOU COJIH.

C22H35N207SN3.

Paccuurano, %: C 53.43; H 7.13; N 5.66; S 6.48.

Haiigeno, %: C 53.28; H 7.09; N 5.19; S 5.92.

[Mpomexyrounbtii  3tun  -[1-(RS)  3TOKCHKapOOHUI-ITUATHO |-MUPYBAT  MONTYYArOT
KOHJeHcauuel stwiOpoMnupyBara ¢ 3Twi-(RS) THonmakTatoM B npuUCYTCTBHM NHUpPUIUMHA
COTJIACHO CTOCO0Y JIst OMM3KUX Mpou3BOAHBIX. Beixon 67 %. T. kum. 165-170°C/15 MM pr.CT.

IIpumep 5. N-[2-DrokcukapOonmi-meTmituo)-1-(RS) srokcukapbonmmathi]-1-(S)-
anaHui-2-(S) kapOOKCUIIEPTUAPOUHIOI.

[lomyvator mo mnpumepy 4 w3 1 1 (417 wmmons) 1-(S)-ananun-2-(S)-
kapOokcumnepruapounaona, 4.45 r (1.9 mons) >3tun-(kapo3ToKCUMEeTIIITHO) THpyBaTa U 0.25 T
IMaHOOOPTHAPHUIA HATPHS.

[Tocne oumctku ¢ momompio Xxpomatorpaguu noiydaoor 0.26 r (14 %) uckomoro
MPOJYKTA.

C21H34N207S.

Paccunrano, %: C 55.0; H7.47; N 6.11; S 6.99.
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Haiineno, %: C54.71; H 7.32; N 5.94; S 7.01.

[IpoMexyTouHbIi  ATHII-(KapOOITOKCHUMETUIIMEPKAIITO)-TUPYBAT  MOJIY4YalT IyTeM
KOHJIEHCALIUU JTWIIMOpOMIIUpYBaTa ¢ OSTWITHONHMKONATOM. Beixon 50 %. T. xum.
165-175°C/15mmMm pT. cT.

[Tpumep 6. 1-{N-[3-(N-6eH3mnokcukapooHm)-N-(TuuKiIonponuiMeTiiaMmuHo)- 1-(RS)
sTOKCHKapOoHMIIponwi|-(S) amanwmn }-2-(S)-kapOOKCUTIEPTUPOUH IO,

[Tonmyuarot o npumepy 4 u3 0.6 v 1-(S) ananun-2-(S) kapobokcuneprugponsona, 4.3 r
3Tu-[4-(N)OeH3mI0KkcuKapOOH M- TUITUKIIONPOTIMIIAMHIHO |-2-0KCOOy THpaTa " 0.15 r
IUaHOOOPTUIPHJIA HATPHSL.

[Tocne ounctku xpomarorpadueii noxyqatot 1 (67 %) HCKOMOT0O IPOAYKTA.

C33H47N3O7-

Paccuurano, %: C 66.31; H 7.93; N 7.03.

Haiineno, %: C66.11; H 7.83; N 7.22.

[TpomexyTounsblit 3Tui-[4-(N)-0eH3UI0KCUKapOOHIII |- TUIUKIIONPONUIAMHUHO (-2-0KCO)-
OyTHpar Mmojy4aroT B 6 CTaJiUU CIEAYIOIMIUM 00pazoM.

Cranus 1. Koupencamus JTUATUIIAIIC TATEOPOMKETATBACTH 1A C STHI-2-
nuTHaHuikapookcunaToM. Bexox 57 %, T. kum. 130-135°C/0.07 mm pT.cT.
Cranns 2. [TonyuenHsbIi 2-(2,2-nusToKCcH-1-3TI)-2-KapOaTOKCH AU THAH- 1,3

npeBpamaiT B 2-(2-okco-1-3Tmi)-2-kapO3ToKCuInTHaH- 1,3 cemMukapOa30H MepeMelIMBaHUEM C
pPacTBOPOM XJIOpPTUIApaTa ceMukapOa3uaa B BOJE MPU KOMHATHOM TeMIiepaTtype B TeUeHue 24 4.
[Tomydennsrii ¢ BerxoaoMm 88 % cemukap6a3zoH umeer T. . (o Koduepy) 183°C.

Cramua 3. Cemukap0a3oH  TpPEBpalalOT B COOTBETCTBYIOIIMM  allbJIETH]I
NEPEMEIIMBAHUEM C TUPYBUHOBOW KHCIOTOM B BOJHO-AallETOHOBOM pacTtBope. Beixox 50 %, T.
kum. 140-145°C/0.8 MM pT.CT.

Cramus 4. llpenpiaymuii anbAeryu], KOHACHCUPYIOT C JULIUKIONPONWIAMHUHOM H
MOJTyYEHHBIM aMUH MOJBEPralOT BOCCTAHOBJIEHUIO COTJIACHO H3BECTHOMY CIIOCOOY, MoJyuas
TakuM o0pa3zoMm 2-(2)-IUIHUKIONPONWIMETUIAMUHO (3TW) - 2-KapOdTokcuauTHan-1,3 ¢
BbIX0I0M 65 %. Ero xnopruapat mnasutcs npu 150°C.

Cragus 5. Ilony4yeHHOE B NpeAbIAYyILIEH CTaIuN IPOU3BOIHOE TIOJBEPrat0T BO3IECHCTBUIO
OeH3MIXII0pPopMuaTa COrJIaCHO M3BECTHOMY CIIOCO0Y.

2-[2-(N-) bensunokcukapOooHu| JTUIUKIONPONUIMeTHIaMUHO-( 1 -3THIT) 2-
KapOdTOKCUANTHAH- 1,3 TpecTaBiseT coO0H BSI3KOE MAacio, MoydyaeMoe ¢ BRIXoaoM 93 %.

Cramguss 6. Ilog neiictBueM N-OpOMCYKUMHMMHIA B BOJHO-allETOHOBOM pAacTBOpE
MOJIydeHHOE HA TPEABIAyIIeH CTaauu TPOM3BOAHOE TpeBpamaroT B ITui-[4-(N)-
OCH3MIIOKCUKApOOHWT (AMIUKIONMPOIIIAMUHO)-2-0Kc0|-0yTupar ¢ BbeixogoMm 70 % cormacHo
W3BECTHOMY CIIOCO0Y.

CoenuHeHusi, NONYyYEHHbIE B TMPEABAYIIMX NpPUMEpPax, Kak JApyrue COeAMHEHUS
¢dopmynbel (1), momyuyaemble cXOAHBIM 00Opa3zom, mpeacTaBieHbl B Tabn. 1. Jlns ymoOcrta
CHUMBOJIBI A M T YKa3aHbI TOJIBKO 7Sl 3HaUeHUH A=0eH30JIbHbIN UK u n=1. J[7s Bcex Ipyrux
COCIMHCHH A O3HayaeT HaChIMEHHBIN 1UKT U n=0 (meprugpounaon). B Tabm. 2 ykazaHsl
XapakTepucTHueckue BenuuuHsl coennnenuit B K- u IMP-cnekrpax.

dapMakoIOrHuecKoe HCCIe0BaHUE COSAMHEHUN MPOBOAST Ha JKUBOM cobake MyTem
BBE/ICHUSI BHYTPUBEHHO WJIM NIEPOPATBHO.

ApTepranibHOE JaBJICHUE COOAK M3MEPSIOT ¢ TOMOIIBIO U3MEPUTENs naBieHus (Statham
P 23 Db) mocne karerepusaliiii aopThl MOCPEACTBOM (heMopasibHOW apTepuu. Perucrpanmio
OCYIIECTBIISIIOT € TIOMOIIBIO perucTpupytomero anmapara (Brash 400).

Anruotensuu | u anrnorensuu Il BBOAAT KMBOTHBIM MMyTEM MHBEKIUU BHYTPUBEHHO B
no3e 0.3 Mr/kr. 3aTeM BBOJSAT COEIUHEHMSI IEPOPATbHO WM BHYTPUBEHHO B J103€ 1-5 MI/KT.

KoHcTatupyroT UHruOUpoBaHHE THIEPTEH3UBHOM AaKTUBHOCTH AaHTUOTEH3WMHa [,
noxozsieit 10 50-100 %, cryctst 30-90 muH mocne BBeneHusI U noaepkuBaroieiics mpu 40-80
%, crycts 6osee 6 u mocie BBeAeHUs. HekoTopble COeMHEHUs] OCTAIOTCS aKTUBHBIMU CITYCTS
24 9 B OTIMYHME OT HW3BECTHHIX, B OCOOCHHOCTH Kamrompmia. Kpome Toro, coeawmHeHUs HE
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HPOSIBIIAIOT HUKAKOW TokcHYHOCTH (DLo > 500 MI/Kr HHTpanepuTOHAIBHO Y MBIIIN).
CpaBHUTENbHBIE JaHHBIE 10 AKTUBHOCTH MpeJiaraéMblX COCAUHEHUH MU COEIUHEHUs
KaITOIPUII, KOTOpOE UMeeT PopMyIry

COOH

COCHCH,SH
CH,

cBezieHbl B Tabi. 3. Pe3ynbTaThl MOMYy4eHBI MOCTE BBEACHUS MCCIEIYEMBIX BEIECTB Uepe3 poT
(UYP) m BaytpuBenHo (BB). IlpoBepsroT cHWXEHHWE KpPOBSHOTO JJABJICHHS IO 3HAYEHUIO
MHTEHCUBHOCTH TOPMOKEHHSI aHTHOTEH3MHA CcIIycTs | 1 6 4 mocie npuema.

Coneprxanue, MT: 1-{N-[2-1-(S) OTOoKCH-KapOOHMIT-3TUNATHO- 1 -(RS)
3TOKCUKapOOHWIITII|-(S) ananun}-2-(S) kapOokcunepruapousgoia-manear 10, HIIeHUYHBINR
kpaxman 120, kykypy3ubiii kpaxman 115, oOpabGotanusii popmanmHoMm kazeun 20, creapart
MmarHus 15, Tanek Ha ofHy TabseTky 20.

Takum  oOpa3om, TOMyYyeHbl HOBbIE COEOUHEHHs, oOJajalolue  [EeHHBIMU
(hapMaKoIOTHIECKUMH CBOWCTBAMHU.
Tabmuma 1
Coenunenue | q R, R, R; ®dopma (cob)
1 2 3 4 5 6
1 (mpumep 1)
(A OeH3OJIbHBIH, 0 CH; H CHs Coap aMMOHUS
n=1)
2 (mpumep 2)
(A OeH3OJIbHBIHN, 1 CH; H CHs Coap aMMOHUS
n=1)
3 (mpumep 3) 0 CH; H CH; CoJlb aMMOHHS
4 0 CHs CHs | —CH, CHz@ Kucnerii manear
5 0 CH; C,Hs -
—CH,—S—CH
2
6 0 CH; C,H;s Kucasiit manear
—CH,—CH4;~CH
2
7 0 CH3 C2H5 CH3 95
8 0 CH3 Csz Na-coin
2
9 0 CH; C.Hs
(mpumep 6) _CHz_CHz_Ilq_CH A
(RS) COOCH, CgH;s

10




177

[Iponomxkenne TadauIs! 1

1 2 3 4 5 6
10 0 CH, C,Hs; [-CH,-S-CH-COOC,Hs Na-conb
(mpumep 4) CH;
11 0 CH; C,Hs (S) Kucasriit manear
~CH,-S-CH-COOC,Hs
CHj;
12 0 CH3 Csz -CHz-CH/CH3/2 Na-comnp
1 3 O CH3 Csz AHeTaT
—CH;—CH;~NH-CH
2
14 (HpI/IMep 5) O CH3 C2H5 -CHz-S-CHz-COOC2H5 -
15 0 CH; H Na-cois
—CH,CH;-NH—-CH CH;COONa
2
16 0 CH; C,H; n-C4Hy Na-coip
17 0 CH3 C2H5 H—C3H7 -
18 0 CH; C,H;s Na-cois
—CH,
19 0 CH; C,H; n30-CsP; -
20 0 CHx C.Hs C,Hs --
21 0 CH; C,H;s (|300C2H5
— CH2CH2—1\|I—C('I-§—CH3
S
COCH3
22 0 CH; C,H; -7-
23 0 CH3 C2H5 H-C6H13 Na-conp
24 0 CH; CHs | CH,~CHyN- cH ( ) 95
COCH3 2
25 0 CH; C,H; n-CsH 7 Tpudropanerar
26 (1=1) 0 CH; C,H; n30-C,H» -
27 0 -(CH,)s- C,Hs n-C;H; ouc-Tpudrop-

NH,

anerar

11
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Tabmuma 2.
Coenunenue UK, VS, cm’! SIMP B CJICl; Xumcasuru, M. 1./TMC
1 2 3 4
1 NH : 3500-230 m: 4H (7.4) d: 2H (5.3) S: 2H (4.8)
C=0:1600 3H (5.3-4.1) 6H (1.8)
2 Maccussi: SH (3.5-3) q: IH (4-3.5)
4H (3.3) 3H (1.2) d: 3H (1.45)
3H (4.7)
3 NH : 3500-2500 m: 3H (4.8-4) S: 5H (7.3) 2H (6.35)
C=0 : 1600 Maccussl: 18H (2.5-1.3)
4 Maccussl: 6H (4.6-3.7)
2H (2.5-3) 19H (2.5-1)
5 Maccussl: 17H (1.6-0.8) [2H (5.7-5.2)
6H (4.5-3.5)
10H (0.7-0.1)
3H (3.2-1.9)
6 Maccussi: 21H (2.7-1)  |S:2H (6.4)
6H (4.6-3.7)
11H (0.8-0.1)
4H (11.2)
7 Maccussi: 20H (2.7-1.1) |S: 2H (6.4)
4H (10.3)
6H (4.7-3.9)
8 NH 3700-3200 Maccussr: 8H (4.7-3.2) |d: 2H (2.9)
CO cnoxwnsiii 2¢up 1730  [39H (2.5-1)
CO amup 1650-1600
9 NH 3500-3200 Maccussr: 39H (4.6-0.15)|S: 2H (5.1) 5H (7.3)
CO cnoxxHbIN A(HUPHBII
1730-1690
CO amup 1650-1660
10 NH 3300 Maccussr: 11H (4.5-2.6) |S: 2H (6.5)
CO cnoxusiit 5¢pup 1725  (23H (2.5-1) 4H obmeHHMBaeMble
CO amup 1620 (11.1)
11 Maccussl: 9H (4.7-3.2) |d: 6H (1)
25H (2.5-1)
12 NH 3600-2300
CO cnoxHublit 3¢pup 1725  (Maccussl: 6H (3-4.5) q: 2H
CO amun 1630 20H (1.2-2.5)
13 NH,+3600-2300 4H oOmeHHBaeMble
CO cnoxnsiii 3¢pup 1730 |Maccussi: 6H (4.5-3.3)  ((8.7-7.7)
CO amup 1650-1550 35H (0.3-2.5)
14 NH 3700-2500 q: 4H (4.25)
C=0 cnoxwubsiii 3¢up 1720 [Maccussl: 18H (2-1) S: 2H(3,4)
C=0 amup 1625 2H (2.5-2) d: 2H (3)

4H (4.5-3.2)

12
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[Tponomkenne TabIUIB 2

1 2 3 4
15 NH 3500-3000 Maccussi: 19H (2.5-0.9) |S: 3H(1.9)
C=0 1680-1550 7H (4.5-2.5)
8H (0.9-0.1)
SAMK B /1,0
16 NH 3600-3100 Maccussi: 6H (3-4.5)
C=0 cnoxwusriii 5¢up 1725  |27H (0.1-2.5)
C=0 amupg 1620
17 NH 3300 Maccussl: 24H (2.4-0.7)
C=0 cnoxwusrii 3¢pup 1725 |S: 2H (6.8)
C=0 amun 1620 6H (4.6-3.4)
18 NH 3300
C=0 cnoxwusii 3¢pup 1725  [Maccussl: 25H (2.5-0)
C=0 amupg 1610 6H (4.5-3)
19 NH 3300
C=0 cnoxwusiii 3¢up 1725  |Maccussr: SH (4.5-3)
C=0 amun 25H (0.7-2.5) 1H (2.9)
20 NH 3600-2500
C=0 cnoxusiii 3¢up 1730  |Maccussr: 6H (3-4.6)
C=0 amun 1610 23H (0.6-2.5)
21 NH 3300
C=0 cnoxusrii 3¢up 1735  |Maccussr: 11H (4.6-2.9)
C=0 amup 1650-1600 S:3H(2.1) 26H (2.4-1)
22 NH 3300
C=0 cnoxusiii 3¢up 1725  |Maccussl: 7H (3.5)
C=0 amun 1610 28H (0.5-2.6)
23 NH,+3 600-2400
C=0 cnoxwusriii 5¢up 1730  |Maccussr: 6H (3-4.7) 2H oOMeHuBaembIe
C=0 amup 1650-1550 30H (0.8-2.6) (5.9
24 NH 3700
C=0 cnoxwusriii 53¢up 1730  [Maccussi: 32H (2.6-0)
C=0 amun 1600 10H (5-2.8)
25 NH,+3500-2300
C=0 cnoxwusriii 3¢up 1740  [Maccussl: 6H (3.5-4.6) |3H oOMeHuBaembIe
C=0 amun 1650 34H (0.6-2.7) (8-9)
26 NH,+3340-3200-3400
COen.npup 1720 Maccussl: 27H (2.2-0.7) |2H oOMeHuBaembIe
CO amupg 1650 7H (4.8-3) (5.8)
27 NH,+3300-2300

C=0 xkucnora 1780
C=0 cnoxuslii 3¢up 1740
C=0 amug 1650

Maccussl: 29H (2.5-0.

4H (2.5-3.5)

7) |4H (4.5-3.5)

SIMP B J,O

13
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Ta6muma 3
Coeaunenue Jlo3a, Mr/kr 5 % WHruOMpPOBaHMS TIOCTIE, U
1 6
Kanronpun 5 BB 76 30
5 qp 87 30
1 10 BB 81 41
10 qp 100 46
5 5 BB 73 38
8 5 BB 77 47
10 5 BB 83 62
11 2 BB 100 48
1 qp 52 48
12 5 BB 92 67
5 yp 71 56
16 5 BB 100 83
1 BB 94 53
17 5 BB 100 68
1 qp 91 72
18 1 BB 84 46
22 1 BB 79 41
1 qp 90 38
23 1 BB 84 52

OTBETCTBEHHEIHN 3a BBIITYCK

Horaii C.A.

Keipresnarent, 720021, r. bumikek, yi. Mockosckas, 62, tein.: (312) 68 08 19, 68 16 41, daxc: (312) 68 17 03
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