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HanOonee G1M3KMM aHAJIOTOM K H300pPETEHUIO SBIISIOTCA MPOU3BOAHBIE LiedanocnoprHa,
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UMEIOIINE B MOJOXKEHUH 3 3aMENICHHYI0 BUHWIOBYIO Tpymmy (US 4255423).

3anadeil U300peTeHus ABISETCS CO3JaHue MPOU3BOAHBIX Ie(aiocnopuHa, 00 aronmx
BBICOKOM aHTUMHKPOOHOW aKTMBHOCTBIO, KOTOpPbIE MOTYT OBITh OCHOBOM ISl 3(PEeKTHUBHOTO
(hapmareBTUYeCKOro mpemnapara.

[TocraBnennas 3a1a4a pemaercs HpOI/IBBOI[HBIMI/I nedanocrnopuHa oouei GopmMysl

[ e g;::"_ Rz

B KoTopoii Z o3Hauaet rpynmny -CH(X)NH,, rae X o3HauaeT ¢peHWI1 Win rpynmy
3
~OR

l
HN S

R, o3nawaer Bomopon, okcu, Hu3muK ankuil, Cs;-Cs HHUKIOANKWJ, MPEANOYTUTEITHHO
LUUKJIONPONUIMETHSI, HU3IIUA aJIKOKCH, HU3IIMM alKeHW1, HU3LIUNA alKUHWI, apui-Qpm,
apaJIKOKCH WJIM TETEPOLMKIMII, BHIOPAHHBIA W3 TPYMIBI, BKIFOYAIONIEH TUPUIWI, TUPA3UHUI,
M30KCA30JIMII, HeoOs3aTeNbHO 3aMENICHHBIH HU3IIUM alKUJIOM NHpUMUAMHMT wunu 1,1-
JIUOKCOTETPArUAPOTUECHIIT, TIpudeM HU3IMid ankuil, C;-Cg IUKIOAIKWI, HU3IIAKN aJTKOKCH,
HU3IINN aNKeHW, HU3IINN alIKUHWI, apyil, apajIKOKCH U TeTePOLUKIINI MOTYT ObITh 3aMEIICHBI,
[0 MEHbIIeH Mepe, OJHOW TpyNmoi, BHIOPaHHOM W3 psijaa, coieprallero KapOooKcH, aMHHO,
HUTPO, IMAHO, HU3IIUHN aJIKUJI, HU3IIMKI aJIKOKCH, OKCH M TaJIOTEeH;

R® npencraBnsger coboii Bomopon, Hmsmmii ankmi, C;-Cs muknoankun, R’CO-umm --
C(R'R*)CO.R”, rne R’ sBisercs HusmmmM ankuioM, R7 u R® kaxaplii HE3aBUCHMO IPYT OT Ipyra
TPEICTABIIAOT COOOM BOJOPOJ WM HU3MMU ankui, U R, npencrasnser coGoil BOAOPOA WM
HU3IINN aJIKUII,

Q mpeacrasisieT coboit -CO- mu - SO»;

m -0 unu 1;

n-0,1 wmm2;

a TaKKe HUX JErKOTHAPOIU3YeMBbIe CIOXKHBIE d(DUPBI, (apMaleBTUYECKH MpHEMIIEMbIE
COJIM YKa3aHHBIX COEAMHEHUW W THApPATHIl coeauHeHUN ¢Gopmyibl I, UX CIOXKHBIX (DUPOB U
COJIEH.

[IpeanouTuTenbHbI coem/IHeHI/m dbopmyiel 1, umeromue 3amectutens Cs B E-popme

TR

rae R? we sBisercs apuinoM-Q, rae Q npencrasiser 0060171 rpynmbsl CO- umu -SO,-, a
TaKK€ HX JETKOTUIPOJIU3YEMbIE CIIOXHBIE 3(UpbI, ¢dapMareBTUYECKH TMPUEMIIEMbIE COJHU
YHOOMSIHYTBIX COSIMHEHUN U TUPATHI COeAMHEHUN (HopMyItbl [, uX CIOKHBIX 2PHUPOB U CONEH.

[IpeanouTuTeNbHBI TAKKE BBINICYKa3aHHBIE COCTUHEHUSI, UMEIoIne 3aMmecTuTeNb Cs B Z-

dopme,
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H 2
YA S o 'R
Y )
o N AN A Fh
COCH Ib

rae R? ¥ n MMEIOT 3HaYeHNs, ONPEAEIeHHbIE 11 GOpMyIIBI I, a TakKe UX JIETKO THAPOJIU3YEMBIE
clokHbIe AGUphI, (hapMalleBTUUECKU MPUEMIIEMbIE COJM YKa3aHHBIX COEAMHEHUN U TUAPATHI
coequHeHM GopmyIs I, UX CIIOKHBIX A(UPOB U COJICH.

Jlanee, mpennovTUTENbHBI BBIIICYKa3aHHbIE COEAMHEHHUS, B KOTOPBIX Z TPEICTaBIISET

coboit rpynimy
3

_OR
N
i
N
A3
HN S

rae R umeer 3Hauenusi, onpeneneHnbie Boime, a R? apusercs (GeHuiom, 4-MeTOKCH(PEHUIOM,
2,2,2-tpudropaTHiiOM,  2-QTOPITWIOM,  IHUKJIONPONUIOM,  3-MUPUIUHHUIOM,  aJUIUJIOM,
UAHOMETUIIOM, IIUKJIONPONUIMETUIIOM, 2-IIPOTTUUUIIOM U 2-TTUPAa3HHUIIOM.

[Tpu 3TOM NpennoYTUTENbHBI CIeTyIOIUE COeIMHEHNUS JaHHOU (hOpMyIIBL:

N NrDH FN S

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amun0-4-THa30mu1) (OKCHMMHHO) areTw|-aMuHo |-3-[[1-
[IUKIIOTIPOITHII-2-0KCO-3-MUPP O TUHIIIUICH [MeTHI | -8-0KC0-5-THa- 1 -a3abuniukio [4.2.0] okT-2-
eH-2-KapOOoHroBasi KMUCJIO0Ta, a Takke (PapMareBTUIECKH TPUEMIIEMBIE COJIM 3TOTO COCIUHCHHS U
THJIPAThl YKa3aHHOTO COSJIMHEHUS U €T0 COJIeH;

LCH
I
5
N HNI( CHyF
we—4 | § N A AN
8 D
COH o

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amuHO-4-THa301111 )(OKCUUMUHO )alleTHI |-aMuHO |-3-[ [ 1-(2-
(bTOpITHI)-2-0KCO-3-TTUPPOTUIMHIINEH [METHI |-8-0KCco-5-THa- 1 -a3adunukiio [4.2.0] okT-2-eH-
2-kapOOHOBAs KUCJIOTA, a TakKe (hapMalleBTUUECKU MTPUEMIIEMBIE COJTM ATOTO COSTUHEHHSI U
THJIPaThl YKa3aHHOTO COSJIMHEHUS U €T0 COJICH;

IT_,l‘.ZilH

HN 5
N ™~ T CFs
NH; _{5]/5“: o? ~

CO.H L]
[6R-[3(E), 60, 7B(Z)]] -7- [[(2-amuHO0-4-THa30MMIT) (OKCHUMUHO )arieThi |-amMmuuno|-3-[[1-
(2,2,2-TpudTOpITHI )-2-0KCO-3-TTUPPOTHIUHUIIUACH [METHI | -8-0KCcO-5-THa- 1 -a3abunukiio [4.2.0]
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0KT-2-€H-2-Kap6OHOBa}I KHUCJIOTA, a TAK¥XKE (I)apMaI_[CBTI/I‘{eCKI/I IPpUCMIIEMBIC COJIX 3TOTO
COCIMHCHUA U TUAPATBI YKaSaHHOFO COCOAUHEHHUA U €T0 COJ'IGfI

HHJ)Y I"MQ

[6R-[3(E), 60, 7B(Z)]] -7- [[(2-amun0-4- THa30nHJ1)(OKCHHMHHo)aueTHH] amuHoO|-3-[[2-
0KCO- 1 -peHmIT-3-MUppOTUIMHUITNACH |METHII |-8-0KCO-5-THa- 1 -azadburukino [4.2.0] okT-2-eH-2-
KapOOHOBasl KHCIIOTa, a Takke (HapMalleBTHUECKU MPUEMIIEMBIE COJU ATOTO COCAMHEHUS U
TUIPAThl YKa3aHHOTO COSAMHEHUS U €r0 COJICH;

N~
| H“‘--. L
W@ =o PNy
CoOH o

[6R-[3(E), 60, 7B(Z)]]-7-([(2-amuHO-4-THa305111) (OKCUMMHHO )arieTui |-aMuHo |-3-[[1-(4-
METOKCU(ESHIIT)-2-0KCO-3-MUPPOTHIUHIIAICH [MeTHI | -8-0KC0-5-THa- 1 -a3abunmkio [4.2.0] okT-
2-eH-2-KapOOHOBAs KHCJIOTA, a TAKXKEe (papMaIleBTUICCKH MTPUEMIIEMbIEC COJTH 3TOTO COSAMHEHUS
Y THIPATHI YKa3aHHOTO COCTMHEHUS U €T0 COJICH;

N
wlT Y AL
s © o
O
[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amun0-4-THAa3071111)-(OKCUUMHUHO ) -al[eTHJI |-aMHHO |-8-0KCO-
3-[[2-okco-1-(3-nupuaunun)-3-nuppoIuIUHIINIACH | -MeTui |- 5-Tua- 1 -azadbunukno [4.2.0] oxrt-

2-eH-2-kapOOHOBAs KUCIIOTA, a Takke (apMalleBTUYECKU MPUEMIIEMbIE COH ATOTO COCTUHECHHUS
Y THJIPAThl YKa3aHHOTO COCIMHEHUS U €T0 COJICH;

mﬂ—{jjli( P:,IrM“‘\=

[6R-[3(E), 6a, 7B(Z)]] -3- [[l1-ammun-2-okco-3-muppoauanHIINAIEH |-meTun|-7-[[(2-
aMUHO-4-THa30111) (OKCUMMHHO)aleTHI |]aMiHO |-8-0kco-5-tHna-1-a3abunukio [4.2.0] okr-2-eH-
2-kapOOHOBasi KUCJIOTA, a TaKke (hapMaleUTUYSCKH MPUEMIIEMbBIE COJIM ATOTO COCAMHEHUS U
THJIPaThl YKa3aHHOTO COSJIMHEHUS U €T0 COJICH;

T ol s
ol VA O

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amuHO-4-THa30)1T) (OKCUMMHHO )arieTr | -aMuHo| -3-[[1-
[IHaHOMETHII-2-0KCO-3-TTUPPOTHINHIINIEH [MeTHI | -8-0Kco-5 -THa-1-a3zadburukio [4.2.0] okT-2-

4
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eH-2-Kap6OHOBa$I KHCJIOTA, a TaKXKEC (I)apMaI_ICBTI/I‘-ICCKI/I MPUCMIIEMBIC COJIK 3TOTr0 COCAUHCHUSA U
ruapaTtbl YKa3aHHOI'o COCUMHCHHA U €T0 COJ'ICI\/’I;

OH
N
N B S
HN 'f o N N\A
5 0
OH O
[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amuHO-4-THa301MT)(OKCUMMIHO )arieTan | -amuHo| -3 —[[1 -
[MUKJIONMPOIUIMETHI-2 -0KCO - 3 -TUPPOIMJAMHIINAACH]| METHJ]-8-0KC0-5 -THa-1-a3a0uITuKIO0

[4.2.0] okT-2-eH-2-KapOOHOBasi KHCIOTA, a Takke (hapMaleBTHUECKU MPUEMIIEMBIE COJIU ITOTO
COEMHEHUs U TMJPAThl YKa3aHHOTO COEIUHEHUS U €ro COJIeH;

JH
N
YL
CH
H-"N_qs o DIM\/ cﬁ
COH o

[6R-[3(E), 6a, 7P(Z)]]-7-[[(2-amuHO-4-THa30/M) (OKCMMMHHO) ameTwui| -aMuHO]-8-
0KCO0-3-[[2-0KcO0-1-(2-mmponuHWI)-3-TUPPOIUINHUIUACH| MeTu |-5-THa-1-a3abunmkno [4.2.0]
OKT-2-eH-2-KapOOHOBasi KHUCIIOTa, a Takke (apMaleBTUYECKH NpUEMJIEMbIE COJIM STOTO
COCJTMHCHMSI M THIPAThl YKa3aHHOTO COSJMHEHUS U €T0 COJICH;

N HI#CH B s =N
Hﬂ:—isﬂ DIEMN{ )

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amMmun0-4-THAa301111)(OKCHUMHHO )alleTHJI | -aMUHO | -8-0KCO-
3-[[2-0kco-1-(2-mpa3uHWI)-3-TUPPOTUINHAIUACH |[METHII |- 5-THa- | -a3adbuiukio [4.2.0] okr-2-
eH-2-KapOOHOBasi KUCJIOTA, a Takke (PapMalleBTUYECKU MPUEMIIEMbIE COJIU 3TOTO COCIUHEHUS U
THJIpaThl YKa3aHHOTO COEIMHEHUS U €T0 COJIEH.

[MpenmouruTenbHbl coequaeHus Gopmyssl I, B KoTopsix n paBHo 0.

[IpeanoururensHsl coenuaenus Gopmyinsl I, B kotopeix R? mpencrasnser co6oit apun-Q,
rae Q asisiercs -CO- win -SO»-.

[IpeanoyTuTenbHBl Takke coequuenns Gopmyisl I, B kotopeix R? nmpencrasnser co6oit
2-NpONUHUI, IMAHOMETHWI, IUAHOATHII WU IUKJIONPONMIMETHII U coequHeHust ¢hopmynsl I, B
KOTOpBIX R? mpezacTaBiseT co00i 6-METOKCUIIMPUIUH-3-UI, 5-METHIM30KCa301-3-un umn 1,1-
JIMOKCOTETPATUPOTUEH-3-HII.

Bce BblleykazaHHble COEAMHEHHS OO0NAJalOT MPOTUBOMUKPOOHOW aKTUBHOCTHIO U
MpeIHA3HAYCHBI IS JICUSHUS U MPOPIIAKTUKH HHPEKITMOHHBIX 3a00JIeBaHUH.

Hcnonb3oBaHHbBIE B OMUCAHUU TEPMHUHBI "alkui" W "HU3MIMK adkuia' OTHOCATCS K
HACBIIICHHBIM YTJIEBOJAOPOJHBIM TpyMHnaM Kak C MPsSMOW, TaK M C Pa3BETBICHHOM IIEMbIO,
umMeromen 1-8, mpeanoururenbHo 1-4, yraepoaHbIX aTOMOB, TAKUX KaK METHII, STUJI, M-MPOMKJI,
W30IPONUII, TPET.-OyTHII U TOMY MOJOOHBIE.

Ncnonb30BaHHBIM B OMMMCAHUM TEPMUH "HU3IIUN aJIKOKCU' OTHOCUTCSA K YTJIEBOJAOPOIHOM
rpymnrne ¢ NpsMOM WK pa3BETBIECHHOM LIENbI0, B KOTOPOH "ankuiabHas" 4acTh SBISIETCS HU3LIEH
QJIKWIJIBHOM TPYIIOH, onpe/esieHHo Bhiie. [IpuMepsl BKIIOYAIOT METOKCH, STOKCH, M-TIPOMOKCH
U TOMY TIOJIOOHEIE.

Tepmun "ranoreH" wim '"rano", UCMOJIB30BaHHBIM B ONUCAHWHM, OTHOCHUTCS KO BCEM
geTeipeM (hopmam, To ecTh XJopy, Gropy, oy U OpoMy, ecliu He ONPE/ICIICHO HHAYE.

5
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Tepmun "aumnbHas rpynmna, NpoU3BOJHAs KapOOHOBOM KHCIIOTHI", MCIIOJNB30BaHHAs B
coyeTannu ¢ R', OTHOCHTCA KO BCEM OPraHMYECKMM paJMKajaM, MOJYYEHHBIM YAaJeHHEM
OKCHUTPYIIIBI OT OPraHMYECKON KapOOHOBOW KHUCIOTHI. XOTs rpymnma R' MokeT ObITh OJHUM U3
MHOTHX allWIBHBIX PaJHUKaJIOB, HEKOTOPBIE allMIIbHBIC TPYIIBI SBISIOTCS MPEANOYTUTEIEHBIMH,
KaK OIMMCAHO HIKE.

[TpuMepaMu anMIBHBIX TPYIIT SBISIFOTCS TPYIIIBI, KOTOPBIE MOTYT OBITH WCIIOJIb30BaHBI
JUTSI alIUTTUPOBAHUS B-TAKTaMOBBIX aHTHOMOTHUKOB, BKIIOYAs O-aMHUHONIEHUITMIITIAHOBYIO KHCIIOTY
U €€ TPOM3BOJHBIC M 7-aMUHOIE(ATOCITIOPAHOBYIO KUCIOTY M TPOHW3BOIHBIE (CM., HalpuMep,
Cephalosporins and Penicillins, u3a. Flynn, Academic Press (1972), natent benpruu Ne 866038,
ony6s. 17 oktsa6psa 1978 r.; marent benbrun Ne867994, ony6un. 11 nexabpst 1978 r. u mateHT
CIIIA Ne3971778, 3apeructpupoBansbiidi 27 utonst 1976 r.). HacTu 3TUX CCHUIOK, ONMUCHIBAIOIINE
pa3inuHble alWIbHbIE TPYIIIbl, BKIOYEHbl B Oubnmorpaduueckyro crpaBky. Cremyromuit
nepeyeHb alUIbHBIX TPYNN MPeACTaBiIeH Ui JalbHEHIIeld XapakTepuCTUKU TepMuHa "arun”,
HE OrpaHUYMBAsI MOHSTHS ATOTO TEPMUHA TOJIEKO TPUBEJACHHBIMU HIDKE TPYIITAMU:

(a) anmudaruyeckue alMiIbHbIE TPYIIIBI, UMEIOLIe HopMyITy:

L

0o
I
Beo C —3
B KOTOpHIX Rso sBAsieTcss BOJOPOJIOM, AJIKWUJIOM, IUKJIOAIKUIOM, QJIKOKCH, aJIKEHUIIOM,
LMKJIOAJIKEHUJIOM, LIUKJIOTE€KCaJUEHWIOM WM AJIKWIOM, WIA AJIKEHUJIOM, 3aMEILEHHBIM OJIHOM
wi OoJiee rajoreH, LUaHO, HUTPO, aMHHO, MEpKaNTo, AJIKWITHO, WM IMAHOMETHIITHO
rpynamH.
(b) apomaTuueckue anuiibHble TPYIIIbL, UMEIOLIHE POPMYyITy:

Ro
O

Reo /f"I_\\Rao
I~ N oy —J.l—s—

Ry
N 0
— Rag
R
Reo- 7| 0
,&lk\“” | .
CH» 0 C )

¢
7
¢

(W o}
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cT—c
— SO M*
5
I
4 \ CT c 5
NH
SOy M*

rrae j pasuo 0, 1, 2 wim 3; Reo, Ry 1 Rgo Kakaplit HE3aBUCHUMO JIpyT OT JIpyra MpeiCTaBIIseT
co0Oif BOJAOPOJ, TalloTeH, THAPOKCWI, HHUTPO, AMHUHO, IIMAaHO, KapOOKCH, KapOamoui,
TpudropmeTHi, ankuia ¢ 1-4 yriaepoJHBIMH aTOMaMH, alKOKCH C 1-4 yriepogHbIMH aToMaMu
WM aMHUHOMETHI U Rop mpezacTaBiser coOoi aMHHO, allMJIaMUHO, THAPOKCHI, KApOOKCUIIbHYIO
COJb, 3AIIUIIEHHYIO KapOOKCUTPYIIy, TaKyl0 Kak OCH3MJIOKCHKapOOHWI, (POPMHIIOKCH HIIU
a3ujo.

[IpennouruTenbHbIE apOMaTUYECKHUE Al[MJIbHBIE TPYMIbI BKJIIOYAIOT TPYIIIbI, UMEIOIINE
creayronme GopMyJbl:

I
/ \ CHe c—
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‘||’
HO / \ CH,—C—)
— 0
/N |

cH—C —)

L
o
X
/
Q
I
O)—
o

RQO

Ry IpeAOUTUTENHHO SBISETCS aMUHOTPYIIION, OKCUTPYIIIION MM KapOOKCHUIIBHOM COJIBIO, HITH
COJIBIO CYJIb(DOKUCIIOTHI.

[TpuMepaMu Ipyrux alvIbHBIX TPYII, TPUTOIHBIX IS IIEJICH HACTOSIIErO M300peTeHHS,
SIBIITIOTCS.  THIIPOKCHCYJIb(OHMIOKCH(PCHIIANICTIII, CyIb(pamMmonapeHmianeTwi, (PpeHOKCHKap-
Oonmn) QeHunaneTus, (M-TOMMIOKCHUKApOOHMI)-GeHMIaneTm, (GopMImIoKCcu(eHnIaeTu,
kapOokcuderunaneTmwi, GopMuIaMUHODEHUIANCTHI, OCH3WIOKCUKAPOOHMI(PCHIITAIISTII, 2-
(N,N-gumetuncynabhamornn)-2-heHunaneTui, 2-aMuHo-2-(peHUIAeTHI U TaK Jajee.

c¢) 'erepoapoMaTiyeckre anuiabHbBIE TPYTIIBI, UMEIOTIIE POPMYITY:



I

Rygy=—=0~=CHy=——C

O
I

Ryg1 =8 ~==CHy ——C

O
|

O=0

R Y
)

rne j pauo 0, 1, 2 unu 3; Rep uMeeT onpezienieHHbIe BbIIIE 3HaYeHUs U Rio; mpeacraBnser cobo
reTepOLMKINYECKOE KOJBIO WM TETEePOLMKINYECKOe KOJBIO, KOHJICHCHUPOBAaHHOE C
OEH30JIbHBIM KOJIBI[OM.

[IpennouruTenpHble reTepoapoOMAaTUYECKUE TIPYNIbl BKIIOYAIOT TE TPYIIbl YKa3aHHBIX
BbIlIE (OPMYII, B KOTOPBIX Rio1 mpexacraBiser coboi 2-aMUHO-4-THA30JIMI, 2-aMUHO-5-Tano-4-
THA30JIWI, 4-aMUHO-NIMPUANH-2-WI, 2-aMuHO-1,3,4-Tnaauason-5-un, S-amuno-1,2,4-tuagnazon-
3-wn, 2-teHmn, 2-QypaHwi, 4-MUpUIUHUI, 2,6-AUXIIOPO-4-TIUPUIVHUAT WU 2-aMHUHO-4-
O€H30THA30IUIL.

d) [[(4-3amenieHHBIE-2, 3-11oKco- | -mumnepa3uH)-KapOOHHMI |-aMHHO |-alle THIIbHEBIE
IpyMIIbl, UMErIUe GopMyity:

0 o m
e

NH C N N ——Rjz0

Ri11 0 (4]
B KOTOpO# R;j; mpencraBisieT co00# alkuil, OKCHATKWI MM apOMAaTHUECKU TeTepOLUKI, WU
KapOOLIMKINYECKYIO TPYIILY, TAKyI0 KaK Ipymnia (GOopMyJIbl:

Fa)

R1o1 C-

g

rie Reo, R7o 1 Rgo MMerOT panee onpeneneHHple 3Ha4€HUs1, U TETEPOAPOMATUYECKUE IPYIIIBI, KaK
BKJIFOYEHO B ompeaeneHue Rio; Rix mpeacraBmsier coOoil ankwi, 3aMelieHHbId ankui (B
KOTOPOM QJIKMJIbHAs TpyIIa 3aMelleHa OJHON Win 0ojee rajoreH, IMaHo, HUTPO, aMUHO MU
MEpKaNTo TpyMIaMu), Harpumep, 4-HU3MMN ankui (MPpearnouYTUTENIbHO 3T WU MEeTul)-2,3-
JTMOKCO-1 -nunepa3zuHkapOOHmI-D-peHnIrmumuI.

e) OKCUMMHHO-apuiIalleTUIbHBIE TPYIIIBI, UMeoIne GopMyITy:
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Riot

B KOTOpOil Rjo1 mMeer ompenenenHsle paHee 3HaueHHs U Riz mpencraBnsieT coboil Bopopon,
HM3IIMHA aJIKWII, HU3MUH ankasoua i C;-Co-IUKI0aIKWI, WK 3aMEIIeHHBIN HU3IIUNA aaKkui, B
KOTOPOM aJIKWJIbHAS TPYIIa 3aMelleHa OJHUM WK 00Jiee 3aMEeCTUTENSIMU, BHIOPAaHHBIMH U3:
rajoreHa, I[iaHo, HUTPO, AMUHO, MEPKAITO, HU3IIETO aJKUITHO, apOMaTHUYECKON Ipynmbl (Kak
ompeneneHo a8 Ryjp), kapOokcmia (BKIOYas €ro coiu), kKapOamMowmia, HU3LIETO alKOKCH-
KapOoHWIa, (HEHUIMETOKCUKapOOHWIa, IU(HEHWIMETOKCUKApOOHWIa, THIAPOKCHAIKOKCH-
dochunmna, guruapoxcudochurmuna, ruapokcu(enmnmerokcn)pochrunmIa, TU-HU3LIETO
ankokcH-pochunmna; kapookcu-Hu3mui ankui win Cs-C7-kapOOKCULIMKIIOATKHIL.
[Tpumepamu 3Toi IpymIbl pauKanoB (GOPMYIIbL:

4]
N
—cC (I: N =——O0—Rm
R
SIBJISIFOTCS [2-[(xnopaneTmin)aMuHO |-4-THa3051ui | (METOKCUMMUHO )-alleTh I, (2-amuno-4-

THa307u1) (1-METHIDTOKCUHUMUHO )arleTHI, (2-aMHUHO-4-THa301kT)(METOKCUUMHHO )areTui, (2-
Gbyprin)(METOKCHMMHEHO )-anieTiit, (4-okcudeHnsn) (METOKCHUMHUHO) aleTi, (METOKCHHMIHO )-
(penmm) areTuI, (oxcuuMuHO)-((heHmT)areTum, (OKCUUMUHO) (2-THeHWT )aeTrII,
[[(nux7opoaneTiii) OKCH]| HUMUHO]-(2-TUeHU)aueTui, [5-xy1opo-2-[(XJI0po-aneTui)aMuHo |-4-
THa30Ju1] (METOKCHMMHHO)AeTus, (2-aMHUHO-5-XJI0p0-4-THa30JIui)(METOKCHUMUHO )arleTHII,
[[[1-(1,1-aumeTHIdTOKCH )KapOOHU |- | -METHIIITOKCH [UMHHO |-(2-aMUHO-4-THa30J11T )alle THII,
[[[1-(1,1-mumeTrIIdTOKCH ))KapOOHWMI |- | -MeTHIT |3TOKCH J[uMUHO | [[2-(TpudeHUIMEeTHI )-aMIHO |-4-
TAa3onmi]  ametwn,  [[2-(xiopauerwi)amuHo|-4-tuazonun]  [[[[(4-HUTpOdEHMIT)METOKCH |
KapOOHWI|METOKCH [UMHHO|  aneTuy,  (2-aMuHO-4-THazonmn)  [(kKapOOKCHMETOKCH)MMHHO |
anerusn, (2-amuHo-4-THazonuin) [1-xapOokcu-(1-MeTUIITOKCH)UMUHO|aneTHs1 U (2-aMHUHO-4-
trazonui) [[(amMmuHO-KapOOHMI)METOKCH]| WMHUHO| aneTwi . OcCOOEHHO NPEANOYTHTEIbHBIMU
rpynnaMH sBisoTCs (2-aMUHO-4-THa30111) (OKCUMMUHO) aneTu, (2-amuHo-1,3,4-tnannazon-5-
1) (OKCHMMHHO ))aneTuia U (5-amuHo-1,2,4-tnaana3on-3-mi) (OKCHUMHUHO )alleTHII.
) (AniaMuHO) aneTHIILHBIC TPYIIIBI, UMEroIHe Gopmyy:
I ﬁ
~—C—CH—N—C—FRuo

Rin

B KOTOpoii R;;; MeeT 3HaueHus1, onpeaeNeHHbIe BhIIe, U Ry sBisieTcs rpynmnoi GopMyIibL:

Tn
Reo 7 \_ Rao
\ \/

B KOTOpoil Reo, R7, Rgo M j MMeIOT ompeneneHHble paHee 3HAYCHHUs, BOJOPOJOM, HH3IIUM
QJIKWJIOM, 3aMELICHHBIM  HU3IIUM  aJKWIOM, aMHUHO, QJIKHIAMHUHO, JIUAJIKWIAMUHO,
(uMaHOAJIKWI1)aMUHO, THIPA3UHO, AJIKWITHAPA3UHO, apWITHAPA3UHO U allMIITUAPA3HHO.

[TpennouruTenpHble (AUMIAMHHO) alleTUIbHBIE I'PYIIBl MPUBEAECHHON BbIIE (HOPMYIIbI
BKJIFOYAIOT TE€ TPYMNIbI, B KOTOPBIX Ri4 sABISETCA aMHHO WM anuiaMuHO. lIpennodrurenbHbl
TaKXe IPyMIbl, B KOTOPbIX Ry ABIseTca GpeHmIoM nin 2-THEHUIIOM.
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g) 3aMenieHHble OKCUMMHUHOAIETHIIBHBIE TPYNIbl (POPMYJIbl: BKIIOYAOT (EHMI, TOJWI,
KCWJIWJI, ME3WTHJ, KYMEHWI W TOMYy TMOA0OHBIe. [lpuMepbl apwioB NOMUSAEPHOTO THMA
BKIIIOUAIOT HA(THII, aHTPWII, PEHAHTPHUI U TOMY TIOJJOOHBIE. ApHIIbHAS TPyIIa MOXET UMETh, O
MEHBIIIEH Mepe, OJWH 3aMECTHTENIb, BHIOpAHHBIN, HAaNMpUMEp, W3 TajoreHa, OKCH, IHaHo,
KapOOKCH, HUTPO, aMHHO, HU3IIETO allKuiia, HU3IIETO0 alKOKCH, Kak B 2,4-muxnopdenune, 4-
kapOokcudenmie, 4-aurpodenune, 4-amuHodenuse, 4-MeTokcudeHue.

[Tog TepmuHoM "HM3mMI ankaHown" wWid "ajakaHoOWA'", MCIOJIB3YEMBIM B OINHMCAHHH,
MMOHUMAIOT YaCTh MOJICKYJIbI, UMEIOIIEH (hopMyITy:

Y
R25 ¢ J

0

rae Ros siBasieTcss BOOOPOAOM WM OCTaTKOM HM3IIEH aIKaHOBOM KHUCIOTHI ¢ 1-6 yriiepoaHbIMu
aToMaMH, Kak, HalpuMep, aleTui, GopMuIl, IPOMUOHUI, OYTUPWIT U TOMY MOJOOHBIE.

[Tox TepmuHOM "3amereHHBIM (eHWUT" MOHUMAOT (DEHHJI, MOHO- WJIM JIBY3aMEIICHHBIN
raJloreHOM, HU3IIUM AJIKHIIOM, aMUHO, HUTPO WX TPUDTOPMETHUIIOM.

I[Ton TtepmMuHOM '"3aMEIIEHHBIM aidKWwiI"' TMOHUMAKOT "HU3IIYI0 aAJIKWJIbHYIO" WIH
"aNKUIBHYIO" 4acTh MOJICKYJIBI, 3aMEIICHHYI0, Hal[pUMEp, TaJIOT€HOM, aMUHO, ITHaHO, KapOOKCH
U Tak Jajee, Kak kapookcumetwi, 2-propaneru, 2,2,2-TpuTOpITHIL.

Ilon TepmMuHOM '"apankui" cielyeT NOHMMAaTh AQIKWIBHYIO TIpYyHILy, COAEpIKallyro
apWiIbHYI0 Tpymiy. OTO YIJIEBOAOPOJHAs TpyMma, HMEoIas Kak apoMaTHYecKylo, Tak H
anmn(aTuIecKyr0 CTPYKTYpbl, TO €CTh YIJIEBOJOPOAHAS TPYIIa, B KOTOPOH aTroM BOAOpOAA
HU3IIETO aJKWIa 3aMeIIeH MOHOSIEPHOW apuIbHOM TPYIIION, HarpuMep, (HEHUIOM, TOTHIOM 1
TaK Jajuee.

dapManeBTHYECKH IpUEMJIEMbIE COJIM MO0 M300PETEHMIO BKIIOYAIOT COJIM, MPOU3BOIHbBIE
METaJUIOB, COJIb AMMOHUS, COJM YETBEPTUYHOTO AaAMMOHHUS, MPOU3BOAHBIE OPraHUYECKUX
OCHOBaHUN U COJM aMHHOKUCIOT. [IpuMepamu NpeanoyYTUTENBHBIX METAIMYECKUX COJei
SIBJISIFOTCSL COJIM, MIPOM3BOHBIC MIEJTOYHBIX METAIIOB, Hanpumep, jutus (Li%), narpus (Na’) u
kayust (K) 1 1menouHo-3eMeNbHbBIX MeTauioB, Hanpumep, kanbims (Ca™) u maraus (M), xoTs
KaTHOHHBIC (OPMBI APYTUX METAIUIOB, TakuxX Kak jxene30 (Fe™ wmu Fe'™), amomunnii (Al™) u
mMHK (Zn'") TakKe BKIIOYEHBI B 00BEM H300peTeHMs. IIpuMepbl Cojeld YeTBEPTUYHOIO
aMMOHHSI, MPOM3BOIHBIX OPraHMYECKUX OCHOBAHHI, BKIOYAIOT TeTpaMeTmwiaMMmonuit (N*
(CH,).), terpastumammonnii (N'(CH,CHs)s), Oensuntpumernnammonunii (N'(CsHsCH,)(CHs)3),
dermnrpudTriammonwii (N (CsHs)(CH,CH3)3) u Tomy mogo6usie. Coitu, pOM3BOAHBIE AMHHOB,
BKJIFOYAIOT con N-sTunnunepuanHa, MpOKanHa, IUOEH3MIIaMHUHA, N,N'-
TUOCH3WIDTUICHIUAMIHA, AIKWIAMAHOB WU TUAIKWIAMUHOB, & TAaKKe COJIM aMHHOKHUCIIOT,
KaK, HallpuMep, COJIM aprMHUHA WIH JTU3WHA.

Hcnonp3yeMplii B ONUCAaHUM TEPMHUH ''TETEPOLMKINYECKOE KOJIBIO" OTHOCUTCS K
HEHACBIIICHHOMY WJIM HACBHIIIEHHOMY, HE3aMEIEHHOMY WM 3aMelleHHoMy 5, 6-wiu 7-
3BEHHOMY T'€TEPOLMKINYECKOMY KOJIbILY, COJIepKallleMy, IO MEHbILIEH Mepe, OAUH reTepPoaToM,
BBIODAHHBIA W3  TPYIIbI, BKIIOYAIOMEH  KHCIOPOJ, a30T wiu  cepy. Ilpumepst
TeTePOLUKINYECKUX KOJIel] BKJIIOYAIOT, HE OTrPAaHUYMBAACH OSTUM, CIEAYIONIUE TPYIIIbL:
NUPUIWI, T[UPa3UHWI, OUOEPUINI, HUNEPUANHO, N-OKCHIO-TIUPUAWUI, MHUPUMHUANI,
MUTNIEPA3HUHIWI, TUPPOIUIUHII, TUPUAA3HHUI, N-OKCHI-TTUPUIA3UHII, TTHPA30JHI, TPUASHHII,
AMHOA30JIMI, THazonwi, 1,2,3-tmagmazonmn, 1,2.4-tmaguazonwn, 1,3,4-tmagmaszomun, 1,2,5-
tHaguazonua,  1,2,3-oxkcaguazonmn, — 1,2,4-oxcagmazonmn, — 1,3,4-oxcagmazomup,  1,2,5-
okcaauazonui, 1,2,3-tpuazomui, 1,2,4-tpuazonun, 1H-terpazonun, 2H-tetpazonun, THEHW,
bypun, TeKkcaMeTWICHUMHHMI, OoKcenaHwi, 1H-azenmunHwi, TthodeHWI, TeTparuapoTHO(EHNUN,
3H-1,2,3-oxcatnazonui, 1,2,3-okcaguazonui, 1,2,5-0KkCcaIuTHOIMII, N30KCA30IMII, N30THA3O0IHI,
4H-1,2,4-oxcagua3unaun, 1,2,5-okcatnazunui, 1,2,3,5-okcarnaguaszuaui, 1,3,4-Tuaana3enuHnll,
1,2,5,6-okcatpuazenuami, 1,6,3,4-1MOKCAINTHONIAHUT, OKCA30JUIUHUI, TETPAruJpOTUEHUT H
TaKk jgajiee, U Ipyrue. 3aMEeCTUTENIH JJisi TEeTEPOLMKINYECKOro KOJbla BKIIIOYAIOT, HApUMeEp,
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HU3ILINE aJKWIbl, TAKME KaK METWJI, 3TWI, IPONWI U TaK Jajiee; HU3LIME aJIKOKCH, TAKHE KaK
METOKCH, 3TOKCH U TaK Jajiee; rajloreHbl, Takue Kak (Top, XJop, OpoM U Tak Jajee; aJKHIbl,
3aMeIlleHHbIE TaJIOTeHOM, Takue KakK TpU(TOPMETWI, TPUXJIOPITWI M Tak Jajee; aMHuHO,
MEpKaNnTo, OKCH, KapOaMoWJ WIM KapOOKCWIbHYIO Tpynmy. Jlanmee, 3aMecTUTENEM SBISETCS
OKCO, TaKOM Kak 2-OKCO-OKca3zouuauH-3-wi1, 1,l-guokco-terparugporuen-3-mwi. [Ipyrumu
IIpUMEpPaMH  3aMELIEHHBIX  TETEPOLMKIOB  SBIAFOTCS  6-METOKCHIUPUIWH-3-HJ,  5-
METWIN30KCa307-3-ui, 1-MeTun-4-nupuanHo.

[Ton TtepmuHoM "mMKIOANKWA" CcHEeQyeT TMOHUMAaTh 3-7-3BEHHYIO HACBIIICHHYIO
KapOOLMKINYECKYI0 YaCTh MOJIEKYJbI, HAIPUMEp, LUKIOMPONHI, [MKIOOYTHII, IUKIOTEKCUI U
TaK Jajuee.

Hcnonp3yemplii B ONUCAaHUM TEPMUH "aJKEHWI' M "HU3LIMM aJKEHWJI' OTHOCHUTCS K
HE3aMEUICHHOMY WJIM 3aMELIEHHOMY YIJIEBOJAOPOJHOMY LIETHOMY pajuKaly, UMEIIeMy OT 2
JI0 8 YrJIepoIHBIX aTOMOB, IPEANOUYTUTENBHO OT 2 10 4 yriepOAHBIX aTOMOB, U UMEIOIIEMY, 110
MEHBIIIeH Mepe, OIHY 0Je(UHOBYIO TBOIHYIO CBSI3b, HAIPUMED, JJIWII, BUHWII U TaK Jaliee.

[Tox TepmMuHOM "KapOOLUKIMYECKOE KOMBLO (MM YaCTh MOJIEKYJIbI)" cleayeT HOHUMATh
HE3aMEIICHHbIM WM 3aMEIIEHHBIN, HACBIIEHHBI WIM HEHACBIIICHHBIM WM apOMATHYECKUI
YIIEBONOPOAHBIA  KOJBLEBOM  pajuKall. KapOouuknuueckue  Koiblia  SIBISIOTCS
MOHOUMKINYECKUMH WJIM KOHJIEHCUPOBAHHBIMM, CBSI3aHHBIMM MOCTHUKOBOM CBS3bIO, WIIH
CHUPOMNOIUIMKINYECKUMHU KOJIBLEBBIMHU ciCTeMaMU. MOHOIMKINYECKHE KOJIbLIA COEPKAT OT 3
10 9 aTOMOB, MPEANOYTUTENBHO 3-6 aTomoOB. [lomunukIMYeckre Koibla coaepxkar ot 7 go 17
aTOMOB, NPEANOYTUTEIBHO OT 7 10 13 aTromoB.

Hcnonp3yemblii B ONMMCAaHUM TEPMUH "TUKIOANKEHUI" OTHOCUTCA K KapOOIUKINUECKOMY
KOJIBLIEBOMY paJIMKajy, HIMEIOIIEMY, 110 MEHbIIIEH Mepe, O/IHY 0JIeDUHOBYIO IBOMHYIO CBS3b.

Hcnons3yemplii B ONMCAaHUM TEPMHUH "apajJKHIIOKCH" SBIAETCA  KUCIOPOJIHBIM
pasuKaioM, UMEIOIUM apaJKUIbHBIA 3aMECTUTEb.

Hcnons3yemplil B OMMCAaHUU TEPMHUH "HHU3MIMM QJIKUHWI' OTHOCHUTCS K HE3aMEIICHHOMY
WIM 3aMELEHHOMY YIJIEBOJOPOJHOMY LEMHOMY paJuKaly, MMEIOIIEMY, 110 MEHbBIIEH Mepe,
OJIHY OJIC)UHOBYIO TPOWHYIO CBSI3b.

Hcnonp3yeMplii B OMMCAHUN TEPMHUH "apUIIOKCH" SIBISIETCS KHCIOPOAHBIM PaJUKalIoOM,
MMEIOIINM apUIbHBIN 3aMeCTUTENh (TO ecTh -O-apu).

Hcnonp3yeMplii B ONMCAaHUU TEPMHUH "allUJIOKCH' SBISETCS KUCIOPOAHBIM PAIUKaJIOM,
MMEIOIINM alMJIbHBINA 3aMeCTHTENb (TO ecTh -O-anun), Hanpumep, -O-C(=0)-anku.

TepMuH '"aMHMHO3aIIMTHBIE TIpyNnbl" KacaeTcsd 3alUTHBIX TPYII, TPaJULHUOHHO
UCIIONIB3YEMBIX JJIS 3aMEUIeHMs] KUCJIOTHOM dYacTh amMuHorpymmsl. [Ipumepbl Takux rpymn
omucansl B Green, T., Protective Groups in Organic Synthesis, Chapter 7, John Wiley and Sons,
Inc. (1981), ctp. 218-287 u BKIIOYEHBI 3/16Ch B KaYECTBE CCHUIKH. DTH MPUMEPHI BKIFOYAIOT
(oTchUIKa K yKaszaTello 3TOr0  JIMTEpaTYpHOrO  HCTOYHMKA) KapOamaThl — METWIa,

[IUKJIONPOTTHIIMETHIIA, 1-MeTHII- | -IIUKITOTIPOTTMIIMETHIIA, JTUH30TTPONTIIIMETHIIA, 9-
¢dnyopenunmeruna, 9-(2-cynbdo)-payopenunmernna, 2-pypaHuiaMeruna, 2,2,2-TpuxiaopodTuia,
2-rajno3Tunia, 2-fiogoaTHrNA, 2-TPUMETUIICUITAIIATUIIA, 2-METHUITHOATHIIA, 2-

METHICYIb(POHMIITUIA, 2-(TI-TOXYOJICYIb(GOHMI)-3TUIa, 2-pochonnostmina, 1,1-mumernn-3-
(N,N-mumetunkapOokcamuio)-ponuna,  1,1-gudennn-3-(N,N-gudtunamuno)-nponuna,  1-
metmi-1-(1-amamantun)-atuna, 1-metwn-1-penumytuna, 1-metun-1-(3,5-aumerokcudenun)-
stuna, 1-mertun-1-(4-gudenunmn)-stuna, 1-merun-1-(n-pennnazopenun)-stuna, 1,1-aumernn-
2-ranoatuna, 1,1-gumernn-2,2,2-tpuxiopatuia, 1,1-auMeTun-2-1maHosTuia, n300yTuia, TpeT.-
OyTuna, TpeT.-aMuja, MUKI00yTHIa, 1-MeTHIIMKI00yTHIa, MUKIONEeHTHIA, ITUKIOTeKCua, 1-
METWILUKIOTeKCcHNa, 1-aqamanTiia, n3000pHIIIa, BUHWIA, AJUTWIA, [IMHHAMWIa, ¢peHuna, 2,4,6-
TpPU-TpeT.-OyTwidenuna, M-HuTpodenuna, S-peHuna, 8-xuHonuna, N-oKcUnunepuauHuia, 4-
(1,4-muMmeTunmunepuIMHIIA), 4,5-nudennn-3-okca3zonuH-2-0Ha, OcH3MIIa, 2,4,6-
TPpUMETHUIOCH3MIA, T-METOKCHOeH3mna, 3,5-TMMETOKCHOCH3WIa, TM-IeIUIOKCHOeH3ua, -
HUTPOOCH3MIIA, O-HUTPOOEH3MIIA, 3,4-nuMeToKCH-6-HUTpOOEH3UIA, n-6pomOeH3una,
xjopoensuna, 2,4-nuxnopoeHsuna, n-nuaHoOensmna, o-(N,N-muMerunkapOokcamun)-0eH3una,

12



280

M-XJIOp-T-allWIOKcuOeH3una,  n-(Iuokcubopwn)-Oensuna,  n-(peHunazo)-Oensmma,  n0-(m'-
MeTOKCH(peHHMI1a30)-0eH3umna, S5-0eH3U30KCca30IWIMeTHIa, 9-aHTpuiIMeTWIa, AU(EeHUIMETHIA,
benmn-(o-uutpodeHmwn) Metuna, AU-(2-mUpUanT)-MeTHNna, 1-meTun-1-(4-mupuann)-3Tuna,
W30HUKOTHHMIA,  S-OeH3wna,  N'-munepuauHuiakapOonmna,  N'-Tolyosncyiab(OHUIAMUHO-
kapOonuia, N'-¢peHmnamMuHoTHOKapOOHMNIA; aMuasl N-¢popmumia, N-anetuna, N-xiopaneruia,
N-nuxnopaneruna, N-tpuxiopanetwia, N-Tpudropaneruia, N-o-HUTpodeHunaneTmwia, N-o-
HuTpo(eHokcuaneruna, N-aneroaunerwia, N-anetunnupuannusi, N-(N'-quTnoOeH3uIoKcuKap-
OoHunamMuHo)-anetwna, N-3-permmmponuonnna, N-3-(n-okcubenswn)-nponronuna, N-3-(o-
HUTPOGEHWI)-IponTuoHn"a, N-2-MeTuiI-2-(0-HUTPO(EHOKCH )-iponoHma,  N-2-meTuin-2-(o-
(dbenunazodeHokcH )-nponruonmia, N-4-xmopoOytupuna, N-u3o0yTtupuia, N-0-HUTPOIIMHHA-
momna, N-nmukonuHomna, N-(N'-anerunmernonuna), N-(N'-Oenzomndenunan-kanomna), N-
oensomna,  N-n-¢peHunOeH3zomna,  N-n-mMeTokcuOeHzomna,  N-o-HUTpoOeH3ouna,  N-0-
(GenzounokcumeTnin)-6enzomna, N-n-P-Oenzouna; mukindyeckue umunsl N-¢ramonna, N-2,3-
nudennnamaneowmta, N-qutuocykimaomna; N-ammni, N-ammunokcukapoonmi, N-denammn, N-3-
arieTokcunponui, N-(4-HUTPO-1-IUKIOTeKCHII-2-0KCO-3-ITUPPOIUH-3-1JT), COJTU YETBEPTUUHOTO
aMMOHWS, N-MeToKCUMETHII, N-2-XJ10p3TOKCUMETHI, N-OeH3MITOKCUMETHII, N-
MMABAJTOWIOKCUMETHIL, N-[1-(ankokcu-kapOOHUITAMHHO)-2,2,2-TpUPTOP |-3THIL, N-[1-
TpupTOpMeTUII- 1 -(I-XTOpPEHOKCU-METOKCH)-2,2, 2-TpuPTOp|-3THi1,  N-2-TeTparuaponupaHul,
N-2,4-nuautpodennn, N-O6enzmn, N-3,4-numerokcubensmn, N-o-HUTpoOeH3wn, N-au-(T-
MeTokcupeHmn)-metus,  N-Tpupenunmerwsi,  N-(n-meTokcudenun)-nudenmnmernna,  N-
JUQeHUIT-4-TUPUIUIMETHI, N-2-nuxonmi-N'-okcup, N-5-6en30cybepuit, N-(N',N'-
nuMetunamuaomeTtwieH), N,N'-m3onponwmaeH, N-OeH3unuaeH, N-T-MeTOKCHOSH3WIHIeH, N-
n-HUTpoOeH3unuaeH, N-camumunuaeH, N-5-xmopocamuruuneH, N-audenunmeruneH, N-(5-
XNopo-2-okcudeHm)-heHUIMETHIICH, N-(anunBuHM), N-(5,5-mumeTnn-3-okco-1-
mukinorekcui), N-6opas, N-[penun-(nentakapOoHuI-xpom 100 - Boiabppam)] kapOOHMII, XesaT
N-memu wnmm  N-tuaka, N-#uTpo, N-HHTp030, N-okcua, N-audenmndochuamn, N-
TUMETUITHO()OCHUHMI, N-mupenuntuopochunnm, N-auyTHndochopu, N-
nuoensundochopmt, N-gudenundochopmn, N-tpumerwicunwi, N-OeHzoncynbdenwmn, N-o-
HUTPOOEH30JI-CyIb(heHuI, N-2,4-muHuTpo6eH301Cy b EeHN, N-2-HuUTpO-4-METOKCH-
OeH30JICY b EeHNUT, N-TpudeHunmeTuicyab(eHm, N-6eH3omcynbpOoHMII, N-1-
MeTokcuoen3oncynbhouna, N-2,4,6-tpumeTnnoen3oncynbhonni, N-tomyoiacynbonua, N-
OeH30JICYTB(OHNUT, N-m-mMeTunOeH3UNCyIb(POHMIT, N-tpudropmeTuncynbGoHHII, N-
¢denaumncynbponun. [pennoururensueiM sBisiercs BOC [TperT.-OyTOKcHKapOOHMI: JIpyroe
Ha3BaHue (1,1-1uMeTHIITOKCH )KapOOHUIT |, GEH3MITOKCUKApOOHUI M AJUTMIIOKCUKApOOHUIL.
Tepmun "3ammrHas Tpyrnmna KapOOHOBOW KHUCIOTHI" OTHOCHUTCSA K 3aIIUTHBIM TpYIIaMm,
O0OBIYHO WCTOJB3YEMBIM JUIS 3aMEUICHUsT KHCJIOTHOW YacTH KapOOHOBOW KHCIOTHL [Ipmmepsr
takux rpynn onucansl y T.Greene, Protective Groups B Organic Sinthesis, 1. 5, c. 152-192
(John Wiley and Sons, Inc. 1981), BkitoueHHble B Oubnuorpaduyeckyro cpaBKy. T IPUMEpPHI
BKJIIOYAIOT (PYKOBOJCTBYSCH YyKazaTelleM K JTOH JUTepaTypHOM CCBUIKE) METOKCHMETHII,
METHITHOMETHII, TeTparupOTHPaHHII, TeTparuapoPypanu, METOKCHUITOKCUMETHII,
OeH3wiokcuMeTHa, (eHauua, n-OpomdeHanmwn, o-MeTHIdeHauuw1, M-MeTOKCH(eHaIn,
JuaruiIMeTwt, N-QTaTuMuAOMeTH, 3TUi, 2,2,2-TpUXJIOPAITUI, 2-TalO0dTHI, ®O-XJIOPAJIKUI, 2-
(TPUMETHIICHIINIT)-3THI, 2-METUITHOATHI, 2-(n-HuTpOQEeHUICYNb(HEHMIT)-3TUI, 2-(m-
TOJIYONCYIb(GOHU)-3TUA, |-MeTui-1-peHnndTun, TpeT.-OyTWil, HUKIONEHTHJI, LHUKJIOTEeKCHII,
QLTI UMHHAMII, (DeHUT, T-MeTUATHOGEHWNI, OeH3u, TpuheHUIMEeTU, TUGEHUIMETHI, OuC-
(o-HuTpOoenun)-metun, 9-antpunmermi, 2-(9,10-1U0KCO)-aHTpUIMETHI, S-nubGEH30CcYyOepu,
2,4,6-TpuMeTUIOCH3UI, M-OpOMOCH3MI, O-HUTPOOEH3UJ, M-HUTPOOCH3WI, IM-METOKCHOCH3HII,
MUMEPOHW,  4-TIMKOJNWJ,  TPUMETWICWIHI, TPUATHICHIMI,  TPET.-OyTHIITUMETHIICHIHIL,
M30NPONMITUMETHICHINI, (PEHUITUMETWICHINI, S-TpeT.-OyTui, S-pennn, S-2-nupupmi, N-
OKCHITUTIEPUANHII, N-OKCUCYKIMHUMHIOWI, N-okcudTamumumons, N-okcndenzotuazonmi, (-
aIIIOKCUMBIL, 2.4-nmuHuTpodeHmicynbpernn, 2-ankui-1,3-okcazonunsl, 4-ankui-5-okco-1,3-
OKCa30JUIUHBI, S-alKui-4-0Kco-1,3-THOKCONIaHbl, TPUATWICTAHHWI, TPU-H-OyTHICTAHHWI;
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amMuJIbl WK THApa3uasl N,N-TUMEeTUIaMUHO, TUPPONIUINHIIA, TUIEPUINHIIIA, O-HUTpO(hEeHHIa,
7-HUTPOUHONNIIA, §-HUTPOTETPArHAPOXUHONMIA, M-0eH30icynb(oHamMuaa, Tuapasuabl, N-
bennnruapasug, N.N'-Tur30ponIruIpasu.

[IpennouTUTEIbHBIMU ~ SIBJSIFOTCSL  OCH3WITHIPWI, TPeT.-OyTHi, N-HUTPOOEH3WNI, II-
METOKCUOEH3MI U aJIIHIL.

[Tox nerxoruaponaU3yrOMKUMHUCS CIOXHBIMU 3dupamu coenuHeHuit Gopmynsl | crenyer
NOHMMAaTh coequHeHuss Qopmynsl [, kapOokcurpymna(bl) KOTOpbIX (Hampumep, 2-
KapOOKCUTpyIma) NPUCYTCTBYET(IOT) B (OpMe JIETKOTUIPOIM3YEMbIX S(QHUPHBIX TPYII.
[TpumepaMu TakuX CIOXHBIX 3(UPOB, KOTOPbIE MOTYT OBITh TPAJMIIMOHHOTO THIIA, SBISIOTCS
CIIO)KHBIE HM3IIMN aJIKaHOWJI-OKCHUAIKWIbHBIE d3(upsl (Hampumep, aneToKCHMETHIIOBBIH,
MUBAJIOUJIOKCUMETHIIOBBIN, 1-alleTOKCUMETWIIOBBIA ¥ |-MUBaJIOMJIOKCUATHIIOBBIN  3(UpPHI),
CJIOXKHBIE HU3IINN AJIIKOKCUKapOOHUIIOK-CHAJIKUIIbHBIE 3¢upbl (Hampumep,
METOKCUKapOOHUIOKCUMETHIIOBBIH, 1-3TOKCHKapOOHUIOKCUATUIIOBBIH u 1-
M30IPONOKCUKAPOOHMIOKCUATHIIOBBIM 3(UpPHI), CIOXKHBIE JAKTOHUJIOBBIE 3(UPHI (HAIpUMED,
(bTanmuaAnIOBEIA ¥ THOMTATUAUIOBBIN A(HUPHI), HU3MINUNA aTKOKCUMETHIIOBBIE 3(DUpPHI (HarpuMep,
METOKCUMETHJIOBBIN 3(HUp) W HUBIMIMKA aJTKaHOWI-aMHHOMETUJIOBBIE JUPHI  (HAmpuUMep,
areTaMuIOMEeTWIIOBBIA 3¢up). Takxke MOryT OBITH HCHONB30BAaHBI JPYTHE CIOXKHBIE 3(HUPHI
(manpumep, OEH3UJIOBBIK M ITUAHOMETHIIOBBIM 3¢upsl). Jpyrumu npumepaMu TaKUX CIIOKHBIX
3GUpoOB SABISAIOTCA ciaenyrommue: (2,2-TuMeTu-1-0KkConponoKCcH )-MeTHIOBbIN  ddup; 2-[(2-
METHJIIIPOTIOKCH )-KapOOHMII |-2-TieHTeHnI0BbIN 3¢up; 1-[[(1-MeTundTOKCH) -KapOOHUI] -OKCH] -
STUIOBBIM  3¢up; 1-(aueTunokcu)-3TUiIoBbIH  3¢up; (5-MeTun-2-okco-1,3-auokcon-4-um)-
MeTUJIOBBIN up; 1-[[(IMKIOTeKCHIOKCH )-KapOOHWI |-OKCH |-OTHIIOBBIN 2¢up U 3,3-AuMeTHII-2-
okcoOyTuioBbIil 3¢up. Cnenmanucrtam B JaHHOM 00dacTH ciexyeT MMETh B BHIY, YTO
JIETKOTHIPOJIU3YEMbIE CIIOKHBIE 3(QUPbl COEAMHEHUH, COTJACHO HACTOSIIEMY H300pETEHHIO,
MOTYT OBITh 00pa30BaHbl MPU HAIMYUU CBOOOJHOM KapOOKCHUTIPYMIIBI COEAMHEHUs, HAalpHMep,
kapOOKcUrpymmsl B 1 nonoxenuu u kapookcurpynmsl — COOR’,

[Tpumepsl coneit coenuHeHuit (opmynel [ ompeneneHbl BbIIE MPU PACCMOTPEHHUU
TepMHHA "(dapMalleBTUYECKU TpUeMIIeMbIe coun'.

Coenunenust popmyisl I, a Taxke MX COJIM, U JIETKOTHIPOJIU3YyEeMbIe CI0XKHBIE d(PHUPHI
MOTYT OBITh TUApPATHUPOBaHbL. ['Maparanys MOXXeT ObITh OCYIIECTBIIEHA B MPOIECCE MOTYYESHUS
WIM MOXET MPOMCXOAUTh IIOCTENIEHHO B  pPE3yJbTaTe TIUIPOCKONMUYECKUX CBOMCTB
NepBOHAYaIbHO 0€3BOJJHOTO MPOIYKTA.

CoenuHeHusi, COTJacHO M300peTeHnto, H(PQPEeKTUBHbBI B KauecTBe AHTHMOMOTHKOB,
00J1a1aI0MX CUITBHOACHCTBYIOIIECH U IMMPOKON MPOTUBOMUKPOOHOW aKTUBHOCTHIO. OHM TaKke
MUMEIOT XOpolIre abcopOIMOHHbIE CBOMCTBA IPU MEPOPaAILHOM BBEICHUU.

CoenuHeHus, COTJIACHO W300pPETEHUIO, MOTYT OBITh HCIOJB30BaHBI B KayeCTBE
JIEKapCTBEHHBIX CPEJCTB, Hampumep, B (Gopme (¢apMaleBTHUECKUX MpernapaTroB JUis
SHTEPATBHOTO (MepopaabHOTO) TpuMeHeHus1. CoeTMHEHNs, COTJIACHO N300PETEHUI0, MOTYT OBITh
BBEJICHbI, HAllpUMep, 4epe3 poT, TO ecTh B (hopMe TabIeTOK, TAOJIETOK C MOKPBITHEM, JIpaxke,
TBEPABIX M MSATKUX JKEJTATHHOBBIX KalCyJ, pPacTBOPOB, SMYJbCUH WM CYCIEH3UH, WU
pPEeKTaIbHO, Hampumep, B (¢GopMe CYNIO3UTOPHEB, KOMIO3MLMH JO3UPOBAHHBIX (opM,
MPUTOJIHBIX JJIsl TEepPOpaNbHOrO WM MapeHTepaibHOro npumeneHus. [lpemapatsl, coriacHo
n300peTeHNIo, MOTYT COJAEP)KaTh B KauyecTBE HEOOA3aTENIbHBIX HHIPEIUEHTOB JIIOOYI0 U3
pa3IMuYHBIX  BCIIOMOTATENbHBIX  J00aBOK, OOBIYHO  HCIOJB3YEMBIX TMPU  MOJYYEHUU
JIEKapCTBEHHBIX IIpenapaToB. Tak, HalpuMmep, MpU COCTABIECHUU KOMIIO3MLIMN I MOJyYEHUS
KEJIAaeMBIX MepopaIbUbIX JO3UPOBAHHBIX (OPM CIEHUATUCT MOXKET HCIIOJIb30BATh B KAa4eCTBE
HEOoO0s3aTeNIbHBIX WHIPETUCHTOB HAIIOJHHUTENH, TAKHe KaK COBMECTHO OCAXKICHHBIE TUIPOOKUCH
QTIOMUHMS W KapOoHAT Kajblus, BTOPUYHBIM KHCHBIM (ocdhaT Kauplusg WIH JAKTO3Y;
JUCIIEPTUPYIOIINE CPEJICTBA, TaKME KaK KyKypy3HbI Kpaxmall, U CMa3KH, TaKHE€ KaK TaJbK,
cTeapaT KaJblusi U ToMy nojio0HbIe. [Ipu 3TOM cieryeT moJuepKHyTh, 4TO BCE MEPEUUCTICHHbBIE
BbIILIE HEOOS3aTeNIbHbIE WHTPEIMEHTHI MPUBEIEHBI TOJIBKO Ui pUMepa M YTO M300peTeHHe He
OTpaHMYMBAETCS UX NMpUMeHeHHeM. [[pyrue BcrioMorartenbHbIE CPEICTBA, U3BECTHBIE B JIaHHOM
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001acTH, MOTYT OBITH IPUMEHEHBI JIJIsl OCYIIECTBICHUS STOTO U300pETEHUSI.

[ToxxoaamuMKu HOCHUTENISIMU SBJISIOTCS HE TOJBKO HEOPTraHWYECKHE MAaTepHalibl, HO
TakKe U OpraHuyeckue HocutTenu. Tak, ansg TabNeToK, TaOJIeTOK C TMOKPBITHSAMH, Ipaxke U
TBEPABIX JKEIATHHOBBIX KaIlCyJl MOXXHO HCIOJb30BaTh, HANPUMEp, JAKTO3y, KYKYPY3HBIH
Kpaxmall ¥ ero MpOW3BOJHBbIC, TalbK, CTEAPUHOBYIO KHUCIOTY H ee comd. [loaxonmsuumu
HOCHTEJISIMH JIUIT MSATKUX JKEJIATHHOBBIX KarCysl SBJISIOTCS, HApUMEp, pacTHTEIbHBIC Macia,
BOCKH, XUPHI U TONYTBEPJbIC W >KUIKHUE MOIHONBI (B 3aBUCUMOCTH OT MPHUPOJBI aKTUBHOTO
BEIIIECTBA; B CITyyae MATKHUX YKEJIATHHOBBIX Karcys He TpeOyeTcs, OJHAKO, HUKAKMUX HOCUTEJICH).
[ToaxoagmMMu HOCUTEISIME IS TIOJTYYEHHsI PAaCTBOPOB M CHPOIIOB SIBIISIOTCS, HAIPUMEp, BOJIA,
MOJIMOJIBI, Ccaxapo3a, OOpalleHHBIH caxap © TJOKo3a. [loaxXoasmuMHu HOCUTEISIMHU IS
CYIIIIO3UTOPUEB, HATIPUMED, SIBISIFOTCS HATypaIbHOE WM OTBEP)KIEHHOE Macia, BECKH, KUPBI U
TIOJTY>KHTKHAE WITH KHUJIKUE TTOJTHOJHI.

B kadectBe BCHOMOTaTeNbHBIX CPEICTB MOTYT OBITh TNPUMEHEHBI KOHCEPBAHTHI,
COJIIOOMITN3AaTOPhI, CTAOWIM3UPYIOIINE CPEJCTBA, CMAYMBATENH, SMYJBIaTOPhl, CIIAaJI0CTH,
KpacuTelu, apoMaTHUeCKHUe CPEICTBA, COMU I U3MEHEHUsI OCMOTUYECKOTO JaBlieHus, Oydepsl,
CpeJICTBA JIJIsl HAHECCHUS MTOKPBITHI i aHTUOKCHJTAHTBI.

Coenunenust ¢opmynbl | ¥ UX coNMM WM THAPATHl MPEANOYTHTEILHO MOTYT OBITh
WCTIOJTb30BAHBI JIJIS TAPSHTEPAIBHOTO BBEJICHUS | JIJIST OTOW IETTH WX MPEIIOYTUTEIEHO TOTOBIT
TaKUMHU TIpernapaTamMy, Kak JHO(GUIN3aThl UM CyXHE MOPOIIKU sl pa30aBlieHus OOBIYHBIMU
CpeICTBaMH, TAKMMH, KaK BOJIa HIIN (PU3HOJIOTHIECKUN PACTBOP.

B 3aBucumoct# oT mpuponbl  (PapMakoOIOTHUECKH  AaKTHUBHOTO  COCIWHEHUS
JICKapCTBEHHBIE TpenapaThl MOTYT COJEPKATh COCAUHEHHE I TPOPWIAKTHKA H JICUYCHUS
WHQPEKIMOHHBIX 00Je3HEH y MIIEKONUTAIONINX, KaK JIIOJEH, TaK U KUBOTHBIX, IPUMEHIEMOE B
nHeBHOM no3e ot 10 mo 4000 mr, ocobenHo or 50 mo 3000 mr, 4To sABISAETCS OOBIYHBIM, U
CHEIHMATUCTY B JaHHOW 00JacTU MOHSITHO, YTO /1032 3aBUCUT TaKXkKe OT BO3pPACTa, COCTOSTHUS
MJIEKOTTUTAIOIIETO, TSHKECTH U BHIa OOJIC3HU /TS €€ PO MITAKTUKY WK JieueHusl. JJHeBHas 103a
MOJKET OBITh BBEJICHA OJTHOKPATHO KaK pa3oBasl J03a WM MOXKET ObITh pa3jelieHa Ha HeCKOJIBKO
JIpoOHBIX 703. MOXHO paccMaTpuBaTh CPEeaHIO pa3oByio o3y B 50, 100, 250, 500, 1000 u
2000 mr.

CoriacHo n300peTeHMI0, OB UCTIBITAHBI COSTMHECHHUS.

AKTHBHOCTH In Vitro ONpeAeNsyii MUHUMAIbHON WHTHOWpPYIONIEH KOHIIEHTpalnuen B
CIEKTPE MUKPOOPTaHU3MOB METOJIOM pa3Be/ieHus B arape Mrosuiepa- X HTOHA.

HcnbiTanusM ObLTH MOABEPTHYTHI CIEAYIONIUE COSIMHECHHUS

A: munatpueBas conb [6R-[3(E), 60, 7B(Z)]] -7- [[(2-amuHO-4-THa301MIT)
[(kapOokcuMeTOKCH )UMUHO |anieTui |aMuno|-3-[[ 1-(2,2,2-TpudTopaTi)-2-okco-3-
MAPPOTUANHIIIAICH |-MeTH |-8-0KCo-5-THa- 1 -azabunukino  [4.2.0]  okT-2-eH-2-KapOOHOBOM

KUCJIOTHI (POPMYJIBI:
o
o
-
N

H
N | 5
“2“—< | N—CH,CF;
o N
s
o
Oia

B:  munatpueBas  comp  [6R-(3(E), 60,  7B(Z2)]]-7-[[(2-amuHO-4-THA301T)
[(kapObokcumeTokcH) wMHHO| amerun]| amuHO]| -3-  [[1-(2-pTOpaTmn) -2-okco-3 -
MUPPOTUANHIINICH]| MeTui|-8-0kco-5-Tna-1-azabummkno [4.2.0] okT-2-eH-2-KapOOHOBOM
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C: nunatpuesas conb [6R-[3(E), 60, 78(Z)]]-7-[[(2-amunO-4-THaz0mmn) [(kapOokcume-
TOKCH )UMHHO |atieTu1 |JaMuHO | -3-[[ | -IMKI0nponuii-2-0Kco-3-MuppoTMIMHUITUCH [MeTh | -8-
OKCO-5 -THa-1-azabunukio [4.2.0] okT-2-eH-2-KapOOHOBOH KHCIOTHI (POPMYJIBIL:

N _n>_ -

D: [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THa305111 )-(OKCHUMUHO )-alle T | -aMUHO |-3-[[ 1-
UKJIOTIPOTIUII-2-0KCO-3-MMUPPOTUIUHIINIEH |-MeTu |-8-0Kco-5 -THa-1-a3abunukio [4.2.0] okT-
2-eH-2-KapOOHOBas KUCIOTa (POPMYJIBIL:

*—O I : :(M_q

E: [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amun0-4-THa307111)(OKCHMMHHO )-atieTui |aMuHo |-3-[[1-
(2,2,2-TpudTOpaTHI )-2-0KCO-3-TUPPOTUAUHIIUICH |METHI | -8-0KCO-5-THa- 1 -a3adunukio [4.2.0]
OKT-2-eH-2-KapOOHOBast KHCIOTa (POPMYJIBI:

;
Rigp:oveY;

F: [6R-[3(E), 60, 7B(Z)]]-7-[[(2-amuHO0-4-THa3011J1 )(OKCHUMUHO )-arle THII |aMuHO |-3-[ [ 1-
(2-dTopaTHIT)-2-0KCO-3-MUPPOIUTUHIIUICH |MeTHI |-8-0KCcO-5-THa- 1 -a3abunukiio [4.2.0] okT-2-
eH-2-KapOOHOBAas KHCIOTa (hOPMYJIBI:

KUCJIOTHI (POPMYJIBI:

-0
O
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s o

— A
7

coM o

G: [6R-[3(E), 60, 7B(Z)]]-7-[[(2-amuHO0-4-THa30111 )(OKCUMMHUHO )-alieTu [aMuHO |-3-[[ 1-

METOKCHU-2-0KCO-3-TTUPPOIMIUHUIUICH [METHI |-8-0KCcOo-5-THa- 1 -a3adunukio [4.2.0] okT-2-eH-2-
KapOOHOBas KUCIOTa (GOPMYIIBI:

jiﬁ;@vc;

H: [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amun0-4-THa30511)(OKCHIMHHO )-anieTui |aMuHo |-3-[[ 1-
(heHumn-2-0KCo-3-MUPPOTUANHIIIAICH [MeTUI |-8-0KCO-5-THa- 1 -azabunmkino [4.2.0] okr-2-eH-2-

KapOOHOBas KUCIIOTA (POPMYJIBL:
oH

XY L e

o

COMH o
I: [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amun0-4-THa307111)(OKCHMMHHO )-anieTu |aMuHO |-3-[[ 1-
(4-merokcudenm)-2-0Kkco-3-MUPPOIUIUHUATUICH [METHI |-8-0KCcO-5-THa- 1 -a3abunukio  [4.2.0]
OKT-2-eH-2-KapOOHOBas KHCIOTa (POPMYJIBI:
OH

i ";ZVM@m

J: [6R-[3(E), 60, 7B(Z)]]-7-[[(2-amuHO-4-THa3011T )(OKCUMMHUHO)-areTui |aMuHo |-3 — [[ 1
- (1,1-mumMeTHId THIT )-2-0KCO-3-MUPPOTUAUHIUITHICH [MEeTHJI |-8-0KC0-5-THa- 1 -azaburukiio [4.2.0]
OKT-2-eH-2-KapOOHOBasi KUCI0Ta (hOPMYJIBI:
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o0

K: [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THa30/1) (OKCHMMHHO)-aleThI|aMruHO|-8-
okc0-3-[[2-okco-1-(3-nmupuanHmI)-3-TUPPOIUIUHUIUACH |-MeTH |-5-Tha- 1 -azaburukino [4.2.0]
OKT-2-eH-2-KapOOHOBast KHCIOTa (POPMYJIBI:

N l‘rnﬂ N S N
IR POV oty

L: [6R-[3(E), 6a, 7B (Z)]]-3-[[1-amnun-2 -okco-3-nmupponuanHuinaeH| -metun| -7- [[(2-
aMUHO-4-THa30111) (OKCHMMHHO) -alleTHI| aMUHO| - 8 -0Kco-5-THa- 1 -a3abunmkio [4.2.0] okt-2-
eH-2-KapOoHOBast KMCIOTa (DOPMYIIBL:

_OH
i
N BN 8
N—( j])T #:II: N
5 o TN

COH 0
M: [6R-[3(E), 60, 7B(Z)]]-7-[((2-amuHO0-4-THa301111)(OKCHUMHUHO )-alleTUII [aMUHO | -3-
[[ 1-mmarOMeTHII-2-0KCO-3-MTUPPOSTUTUHUITHICH |METHII |-8-0KCO-5-THa- | -a3a0UITUKITO [4.2.0]

OKT-2-eH-2-KapOOHOBast KUCIOTa (POPMYIIBIL:

LOH
N
N]/H/ H":I;rﬁ .
H‘H_{s 0 o N N Z
COH

O

N: [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THa30J11J1 )(OKCHUMHUHO )-alleTHJI |-aMUHO | -3-
[[1-muKIOIPONUAMETHIT-2 -OKCO-3-MTUPPONUIUHIIUACH]| -MeTUJ]| -8-0KCOo-5-THa- 1 -a3a0UIKIO0
[4.2.0] okT-2-eH-2-kKapOOHOBAs KUCIOTA POPMYIIBI:

N,CH
N | HN $
wlT Y T A
COH o

O: [6R-[3(E),60, 7B(Z)]]-7-[[(2-amuHO0-4-THa3011IT) (OKCHUMUHO)-aI[eTHI |aMHHO |-8-0KCO-
3-[[2-okco-1-(2-mpornuHuin) - 3 -MUPPOIUIAUHUINEH | MeTHi| -5-THa-1-a3abunukio [4.2.0] okT-
2-eH-2-kapOOHOBasI KHCIOTa (POPMYJIBI:
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_CH
N
N NP :
CH
H2N—<5 | 0 DHMR\/#’
COH )

P: [6R-[3(E), 6a,

7B(Z2)]1]-7-[[(2-amuHO-4-THa3011 ) (OKCHMMHUHO )-alleTHJI |]aMUHO | -8-

0Kc0-3-[[2-0kco-1-(2-nupazunui)-3-muppoauIuHIINICH [MeTul |-5-Tua- 1 -azabunukino  [4.2.0]
OKT-2-eH-2-KapOOHOBas KHCJIOTa CTPYKTYPHOH (OPMYIIBI:
N
H N
1N_<s o DJ:N .
CO:H o
Pe3ynbTaThl pencTaBieHbl HIDKE.
3Ha4YeHNs] MUHUMAJIBHOM HHTHOMPYIOIIEi KOHIIEHTpauy (Mr/I1)
A B C
E.coli ATCC 25922 0.0625 0.0313 0.0313
E.coli TEM-1 0.0625 0.0313 0.0313
Staph.aureus Smith 8 8 8
Staph.aureus ATCC 29213 16 16 16
Prot.vulgaris ATCC 6380 <0.0156 <0.0156 <0.0156
Ps.aeruginosa ATCC 27853 8 4 4
Ps.aeruginosa 5712 8 4 4
Str.pneumoniae 6301 0.0625 0.0313 0.0625
Str.pyogenes 4 0.125 0.125 0.125
[IpotuBomukpo6Hsbiii criektp (MUK, Mxr/min)
D E F G H I J Cefdi- | Ceftri-
nir' | axone’
S.aureus 6538 0.5 0.5 0.5 0.5 0.5 0.5 1 0.5 4
S.aureus734MRSA 16 8 8 16 8 8 16 >32 >32
S.pyogenes B15 <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | <0.06
S.pneumoniae Q19 <0.06 | <0.06 | <0.06 | <0.06 | 0.12 | <0.06 | 0.12 | 0.25 | <0.06
S.agalactiae QK44 025 | 025 | 0.12 | 0.25 | 0.25 | 0.25 | 0.25 | 0.25 | <0.06
S.viridans qroup 016 1 1 0.5 0.5 1 0.5 1 2 0.25
E.faecalis 6 1 1 1 1 0.25 | 0.25 2 8 >32
L.monocytogenes 4 2 2 2 16 >16
BK23
H.influenzae 1 025 | 025 | 0.12 | 0.12 | 0.5 0.25 | 0.25 0.5 | <0.06
M.catarrhalis RA21 8 16 8 16 >16 >16 16 1 1
N.meningitidis 69480 <0.06 | <0.06 | <0.06 | <0.06 | 0.12 | <0.06 | 0.12 | <0.06 | <0.01
E.coli 25922 <0.06 | 0.12 | <0.06 | <0.06 | 0.25 | 0.12 0.5 0.25 | <0.06
K.pneumoniae 418 <0.06 | 0.12 | <0.06 | <0.06 | 0.12 | 0.12 1 0.12 | <0.06
E.cloacae 908SSi 0.12 | 025 | 0.12 | 0.25 0.5 0.5 32 0.25
E.cloacae 908R 8 16 16 32 16 32 8 >32 >32
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C.freundii 902 <0.06 | 0.12 | 0.12 [ <0.06 | 0.5 0.25 0.5 16 0.25
C.freundii 43 2 4 4 4 4 8 4 >32 32
P.mirabilis 2117 <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | 0.12 | 0.12 | 0.12 | <0.06
P.vulgaris 1028 1 1 2 2 2 2 0.5 1 0.12
M.morganii 6H-137 <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | 0.25 8 <0.06
S.marcescens 69438 0.5 1 0.5 1 1 1 1 16 0.25
P.aerugmosa 27853 8 16 32 32 32 >32 >32 >32 16
X-maltophilia 1AC739 >32 | >32 | >32 | >32 | >32 >32 >32 >32 >32
Acinetobacter sp.51-156 16 16 16 8 32 32 >32 >32 32
B.fragilis ATCC25285 8 32 16
P.asaccharolyticus <0.12 <0.12 | 0.25
29743

C.difficile ZH1 8 32 >32
[Tpumevanus:

*Cefdinir: [6R- [6a, 7B(Z)]] -7- [[(2-amuHO-4-THA30111 )(OKCHMMHHO )alleTHJI |-aMHHO | -3-
ITEHUII-8-0KCO-5-THa- 1 -a3abumukio [4.2.0] okT-2-eH-2-kapOOoHOBAs KUCIIOTA;

*Ceftriaxone: [6R-[60, 7B(Z)]]-7-[[(2-amun0-4-THa30111 )(METOKCUMMMHO )-aLlETUII |aMHUHO | -8-
okco-3-[[(1,2,5,6-TeTparunpo-2-meTui-5S,6-nuokco- 1,2,4-rpuasun-3-ui)tuo |metun|-5-tua-1-

azabunukio [4.2.0] okr-2-eH-2-kapOOHOBAsL KUCIIOTA.

[IportuBomukpo6Hsiit cnexktp (MUK, Mkr/mi)

K L M N 0 P Cefdi- | Ceftri-
nir* | axone’
S.aureus 6538 1 1 1 0.5 1 0.5 0.5 4
S.aureus 734 MRSA 8 16 4 8 4 8 >32 >32
S.pyogenes B 15 <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | <0.06
S.pneumoniae Q19 0.12 | <0.06 | <0.06 | <0.06 | <0.06 | 0.12 | 0.25 <0.06
S.agalactiae QK44 0.5 0.25 | 0.25 0.5 0.25 0.5 0.25 <0.06
S.viridans qroup 016 1 1 1 1 0.5 1 2 0.25
E.faecalis 6 1 2 1 1 2 0.5 8 >32
L.monocytogenes BK23 8 4 4 4 2 4 16 >16
H.influenzae 1 0.25 0.5 0.5 0.25 | 0.25 0.5 0.5 <0.06
M.catarrhalis RA21 <16 8 8 8 4 8 1 1
N.meningitidis 69480 <0.06 | <0.06 | <0.06 | 0.25 | 0.25 0.5 | <0.06 | <0.01
E.coli 25922 <0.12 | <0.06 | <0.06 | <0.06 | <0.06 | <0.06 | 0.25 <0.06
K.pneumoniae 418 <0.12 | 0.12 | 0.12 | 0.12 | 0.12 | 0.25 0.12 <0.06
E.cloacae 908SSi <0.12 | 0.25 1 1 1 0.25 32 0.25
E.cloacae 908R 4 16 16 8 16 8 >32 >32
C.freundii 902 <0.12 | <0.06 | 0.25 | 0.12 | 0.12 | 0.12 16 0.25
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C.freundii 43 2 4 8 4 4 2 >32 32
P.mirabilis 2117 <0.12 | <0.06 | <0.06 | <0.06 | <0.06 | 0.12 | 0.12 <0.06
P.vulgaris 1028 4 2 8 0.25 8 4 1 0.12
M-morganii 6H-137 <0.12 | <0.06 | <0.06 | <0.06 | <0.06 | <0.06 8 <0.06
S.marcescens 69438 0.5 1 4 0.5 1 4 16 0.25
P.aeruginosa 27853 16 16 8 16 8 8 >32 16
X.maltophilia 1AC739 >32 >32 >32 >32 >32 >32 >32 >32
Actinetobacter sp.51-156 32 16 8 16 16 32 >32 32
B.fragilis ATCC25285 4 32 16
P.asaccharolyticus 29743 <0.25 <0.12 0.25
C.difficile ZH1 16 32 >32
[Ipumeuanus:

*Cefdinir: [6R-[6a, 7B(Z)]]-7-[[(2-amunO0-4-THa305111)( OKCHEMHHO ) ALI€THII |aAMHHO |-3-3TEHHII-
8-okco-5-Ttua-1-azabunukio [4.2.0] okT-2-eH-2-kapOoHOBAs KUCIIOTA;

*Ceftriaxone: [6R-[6a, 7B(Z)]]-7-[[(2-amun0-4-Tra3051m1) (METOKCUMMMHO) all€ThI1 | aMUHO] -8-
okco-3-[[(1,2,5,6-teTparunpo-2-meTui-5S,6-nuokco- 1,2,4-rpuazun-3-ui)tuo |metun|-5-tua-1-
azabunukio [4.2.0] okT-2-eH-2-kapOonoBasi KUCIOTA.
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AKTHUBHOCTB in Vitro MpOTHB OTOOPAaHHBIX BUIOB (MKI/MIT)

cpena D E F G H | J Cefdinir | Ctftria
xone
S.aureus MSSA MHB? MICs 1 1 0.5 1 0.5 1 1 4
MICyy 1 1 1 1 0.5 2 2 16
unrepsan | 0.5-1 0.5-1 0.5-1 1-2 0.5-1 0.5-2 0.5-4 2-16
S.aureus MRSA MHA® MICs 16 8 8 16 16 16 32 >32 >32
+NaCl MICy 16 8 8 16 16 32 32 >32 >32
uHTepBan | 16-32 8-18 8-16 8-16 16-32 16-32 16-32 32->32 >32
S.pneumoniae IsoB’ MICs 0.25 0.25 0.25 <0.12 0.25 2 0.5
PEN-R MICy 0.5 0.5 0.5 <0.12 0.5 4 1
uaTepBan |<0.12-0.5 | <0.12-0.5 <0.1-0.5 <0.12-0.25 [<0.12-0.5 | <0.1-8 |[<0.1-2
IsoB+20% | MICs, 0.5 0.5 0.5 0.5 0.25 0.5 4 4
ceiBopoTku | Range [<0.12-0.5 | <0.25-0.5 [{<0.12-0.5 {<0.12-0.5 <0.12-0.5 | <0.1-1 <0.1-8 1-8
S.viridans group IsoB MICs 2 2 2 0.5 2 8
MICy, 2 2 2 2 4 6
Wurepan | <0.12-8 <0.12-4 <0.12-8 <0.12-4 <0.12-8 |<0.12-128
E.faccalis IsoB MICs 1 0.5 0.5 0.5 2 8
MICy 2 2 2 1 2 32
uaTepBan | 0.25-2 0.25-2 0.25-2 0.25-1 0.5-4 1-64
MHA MICs 1 1 1 <0.5 1 <0.5 2 8 >32
MICy 2 2 2 2 1 1 4 16 >32
WHTEpBAI 1-2 1-2 0.5-2 <0.5-2 [<0.5-16 | <0.5-1 1-8 4-32 32->32
E.faeceum MHA MICs 4 4 2 4 2 4 16 >32
WHTEPBAJ 1-32 1-16 1-16 1-8 <0.1-16 2-32 8->32 >32
M.catarrhalis IsoB MICs 4 4 4 8 8 0.25
MICy 16 16 16 16 16 0.5
WHTEPBAJ 1-32 1-16 1-32 1-64 2-32 0.25-0.5

*MHB: cpena (6ynbon) Mromiepa-Xuntona, ‘"MHA: arap Mromnepa-XunTtona, 'I1soB: n30ceHCHOMIM3MPOBaHHAS JKUIKAs TINTATENIbHAS CPEJIA.
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AKTUBHOCTb 1n Vivo

Cernicuc BbI3bIBATHM y Oenmbix ayTOpemubix mbimied Swiss (Jbm MoRo, (cBoOOaHBIX OT
cnenuduueckux maToreHoB), Becom 16-20 1, u3 Biochemical Research Laboratories, Fullinsdorf,
Switzerland). Mpiteit nHpuIpoOBaTu BHYTPUOPIOIIMHHON MHBEKIINEH, pa30aBIeHHON Ha HOYb
- KyJbTypOM HCHBITBIBAEMBIX MMKpPOOPraHM3MOB. J{03bl OaKkTepHAIBHOTO  3apaKeHHS
npeBbiiaii B 4-10 pa3  4YMUCIO MHUKPOOPTaHW3MOB-OPTraHU3MOB, HEOOXOAMMBIX  JUIS
ymepiusieHus 50 % He moay4aBIIUX J€YSHHS KUBOTHBIX B TeueHHE 48 4acoB.

VcnpIThIBaEMBIE COSAMHEHHS] BBOIWINM NEPOPATBHO WM TOAKOXHO depe3 |1 m 3 yaca
nocie 6akTepuanbHOro 3apaxkeHus. s nedenus undexuu Pseudomonas aeruginosa BA uepe3
ISITh 9aCOB TIOCJIE 3apakeHUs] BBOWIIH JIOTIOTHUTENBHYIO 103y. KoHTponsHBIE N 00paboTaHHBIE
(mosryyaBIIMe JEKapCTBO) JKUBOTHBIE JUIS KaX/10H 103bl COCTAaBWIIM TPYIIIBI MO MATH MBIIIEH B
kaxaoi. 50 % sddextuayro o3y (3150, B MmmmurpaMmax Ha KWJIOTPAMM) PaCCUUTHIBAIH
npobuT-aHanu3omM, kak onucano y Finney (Finney, D.J. 1978, Statistical method in biological
assay, 3-e u3a. Charles Griffin & Co., Ltd., London), B mpo1ieHTax K BbIKHUBIIUM Ha YETBEPTHII
JIeHb T0cyie HHPUIMPOBAHUS.

O} PexTUBHOCTH MPOTUB CUCTEMHBIX HHDEKIHH y MbItei (3 /s, MI/KT)

Oprannsm A B C Cefixime'
Streptococcus pyogenes 15 >().8 po’ 0.5 po 0.78 po 2.0 po
Escherichia coli 25922 <0.1 po <0.1 po <0.1 po 0.5 po
Pseudomonas aeruginosa BA 12 s¢? 3.5sc 12 sc -
IIpumeuanus:

'Cefixime: [6R-[6a, 7B(Z)]]-7-[[(2-amun0-4-THa305m1)(KapOOKCHMETOKCH )MMHHO |are-

THJI |aMUHO |-3-3TUHUII |- 3 -3 THHHII-8-0KCO-5-THa- | -a3a0UITHKIIO0
KHCJIOTA;

’PO MEPOPATIBLHO;

25C - TOJTKOXKHO.

[4.2.0] okT-2-eH-KapOOHOBas

O} PexTUBHOCTH MPOTUB CUCTEMHBIX UH(DEKIMH y Mbieit (3 /s, MI/Kr)

D E F G H I J Cefdi- Ceftri-

nir axone

S.aureus <1 sc <1 sc <1 sc <lsc [<0.5sc| <Isc - <1 sc <2 sc

Smith
E.coli 3 po 3 po - ca. 3 po - 45po | >2po | 1.8 po 0.9 po
25922 <0.1sc | 0.07sc | <0.1sc| <0.1sc - <0.3 sc - <lsc | <0.10sc
N306peTeHne onuchiBaeT cnocoo nonyqum rpynnsl coequHeHu Gopmysl I’
1
'N-R

B KOoTOpoi R' mpezcTaBiser co60i alUIbHyIO TPYIITY, IPOU3BOIHYIO OT KApOOHOBOM KHMCIIOTHI,
R? - Bomopon, OKcH, HM3IIMK anKwiI-Qm, IUKIOAIKWI, HHU3IIUH AJKOKCH, HU3LIMM AJKEHWUI,
UMKIJIOAIKEHNJ, HM3MIMN alKuHWI, apaikwi-Qm, apuin-Qm, apuiaoKCH, apajkoKCH WU
TETEPOLMKINYECKOE KOJIbIO; HU3MINKA aJTKWJI, [IUKIOATKWI, HU3IIWKN aJKOKCH, HU3IIWA aTKeHWI,
LUMKJIOATKEHWJI, HU3IMIUI aTKUHWI, apaliKWi, apuil, apUIIOKCH, apajJIKOKCH U T€TEPOIMKINYECKOE
KOJIbLIO, HE3aMEIllEHHbIE WM 3aMElICHHbIE, [0 MEHbLIEH Mepe, OIHOM Ipynmnoi, BBIOpaHHOH U3
KapOOKCH, aMHHO, HUTPO, IIMAHO, HU3IIETO alKujia, HU3IIEr0 adKOKCH, OKCH, TajoreHa,

CONR'R’, -N(R*)COOR’, R°CO-, R°0OCO- unu R’COO-, rae R* npeacrasasger co6oii BOIOpo,
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HU3LINHI aJIKAIT WIN TUKI0ATIKUIT,
R’ - BOZOPO/ MITY HU3IINI ATIKHIL;
R’ -HU3LINIT aIKWIT, HU3MIKI ATKEHUIT MM 3AIUTHAS TPYIIa KapOOHOBOM KUCIIOTHI;

Q mpeacrasisier co6oit -CO- mu —SO»;

m - 0 unu 1;

n-0,1 wm2;

a TaKXkKe UX JIETKOTHJIPOJIM3YEMBIX CIOXKHBIX 3(pHUpOB, (apMalleBTUUECKU MPUEMIIEMBIX
CoJIell YIIOMSIHYThIX COEIMHEHUN U THIPAaTOB coennHeHul GopMyibl I’ U UX CIIOKHBIX 3(UPOB U
coJen.

B ykazannbIx Bble coequHEHHSX (Gopmyibl I° 3amMecTHTENnh B MOJIOKEHUH 3 MOMKET

npucyTcTBoBath B E-hopme:

e (i
A N~-E
o
Wi B Z-popme:
R?
S N.'
! A

B xoHkpeTHOM npumepe A coennHeHuil popmyiel I’ n paBHo 0. B apyrom KoHKpeTHOM
cayuae s coenuHeHnit popmynsl I” R® apnsercs mHusmmm ankunom-Q, tae Q osnagaer -CO-
win -SO>-. B emie 0JHOM KOHKPETHOM Ciydae mjis coeauHeHuit gopmynsl I” R* sBusercs
MpONapruwioM (2-mpoNUHMUI), HHAHOMETUJIOM, IHAHOATHIOM WJIM UUKIONpOnuiIMeTHioM. B
JanbHelmeM ciaydae a8 coemuHenuii Gopmynsl I” R? mpencraBiser co0oii 6-METOKCH-
MUPUIAH-3 -1, 5-METHIIM30KCa301-3-1J1, 2-0KCOOKCAa30JIMAUH-3-1JI WIIH 1,1-
JIMOKCOTETPATUAPOTUEH-3-1II.

[IpenmourutenbHble coequHeHus Gopmyssl I’ BkiroUaroT coennHeHus oomiei Gopmybl:

z R s
T (S
: = N-R?
PPy
COOH o I

rae Z npeacrasisier coboit -C(X)=CR.R, [1IA], -CH(X)NH, [IIB] unu -C(X)=NOR; (IIC), rne
R. npencrasasger coboit Bogopox, Husmmi ankun win CH,CO,RY, mpu 5TOM HM3IIMIA ankui
He3aMeIleH WM 3aMelleH, M0 MEHbIIEH Mepe, OAHOM Tpymnmnol, BHIOpaHHOW W3 KapOOKCH,
AMHMHO, HUTPO, LMAaHO, HM3IIETO ajKMJa, HM3IIETrO alKoKch, okcH, rajorena, -CONR'R’) -
N(R*)COOR’, R’CO-, R°0OCO- uimu R’COO-; R, npeacrapiser coboil BOZOPOA MM HH3IIUM
anKuWi; X SABJISETCS  apWioOM,  ITUKJIOTEKCHIIOM, 1,4-1MKIIOTeKCAAUCHIWIIOM ~ WJIN
TeTePOLUKINYECKUM KOJBIIOM, MPU 3TOM apuil, IUKIOTeKCWI, |,4-IIMKIOreKCaJueHu WiIu
TeTePOIUKINYECKOE KOJIBII0 He3aMEIICHBI WM 3aMEIICHBI, TI0 MEHBIIICH Mepe, OJJHOW T'PYIIIOH,
BBIOpaHHOW M3 KapOOKCH, aMHHO, HUTPO, IIMAHO, HHU3IIETO aJKWia, HU3IIErO ajJKOKCH, OKCH,
ranorena; -CONR'R®, -N(R*)COOR’, R’CO-, R°0OCO- uwimu R’COO-; R® npexncrasnser coboit
BOZOPOJ, HU3INMH ankwi, Luknoankun, apunankwi, R’CO- mma -C(R'RH)CO.R”; R’ u R®
Ka)KIbIi HE3aBUCHMO APYT OT APYra INPEICTaBISAIOT cO00M BOXOPO MM HU3MIMN anKkui, uid R’
u R® BMecTe 00pasyror nukIoankuibHyto rpynny; R” o6osnauaer Bogopon wim R’ u R RY, R°,
R’ u n uMerOT 3HAayeHMs, ONpPEAECNICHHBIE Il HUX BBINE, a TAKKE JIETKOTUIPOJIHN3YEMbIE
CIIOKHBIE AQUPBI, (HapMAEBTHUECKU MPUEMIIEMBIE COJU YIIOMSHYTHIX COSAMHEHUN W THUIPATHI
coenruHEeHH GopMyIbl I” B UX CIOXKHBIX 3(DUPOB U COJICH.

Coenunenus IIA, 1IB u IIC, kak paccCMOTPEHO BBIIIE, UMEIOT CIEAYIOIINE CTPYKTYPHbIE

dhopmyJIBL:
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R: R®
];ri
S
X I —r ; ()
n-ﬁ—N CH

“O0H O 1A

MNH, .DRI

N'
N, S | H
R P-e Iy s
O e (P YT o
o” \‘;;m N=K’ o AN ar={_ N-R?
COOH o 1B |- |

rae X, R, Ry, R?, R? ¥ n MMEIOT onpe/ie/IeHHbIE BHIIIE 3HAYEHHS.
B dopmyunie IIC R? npeanouTuTenbHo SBISETCA BOIOPOIOM.
[IpeanoutuTenbHbIe coeaquHEHUs HOpMYIIBI [’ BKITFOYAIOT COSTMHEHHS 001IeH (hOpMYJIbI:

_OR®
N g
| s (CHpa
N
A} o NIPI:TB—CH=LH/}"F‘1
HN™ s 0
CO0OH 0

m

rie R?, R 1 n uMeroT onpe/ieNieHHbIe BIIIE 3HAYEHHUS, & TAKKE UX JIETKOTHAPOJIN3YEMBIE
CIIO)KHBIE J(HPHI, (apMaEeBTUYECKH NPUEMIIEMBIE COJIH JTHX COCIMHEHHH U THAPATHI
coequHeHU Gopmybl I’ 1 uX CI0XKHBIX 3PHUPOB U CONEH.

B ¢opmyne II R’ npeamodTuTeNnsHO SBIAETCS BOJOPOAOM, HH3IIMM  AJIKUIIOM,
uuknoankunom umu C(R'R¥)CO,R”, B 0c06EHHOCTH BOZOPOIOM.

[MpenmourutensHbIMU coeuHeHIsIMEA Gopmyn I’ u 11 sBISIFOTCS COeTMHEHNS, B KOTOPBIX
R? mpexcrasiseT coGOH BOMOPOA, LMKIOAIKWI, HU3IIMN AIKWI, KOTOPBIM HE3aMENIEH WK
3aMelIeH TrajJoreHoM, HU3LIMM aJKOKCU WM (DEHUIIOM, KOTOPBIM HE3aMEelLIeH WM 3aMelleH, 110
MEHBIIIEH Mepe, OHUM HU3IIUM AJIKOKCH WM FaJIOr€HOM.

JHanee, npeqnoytutebHBIMUA coequHeHus MU Gopmyn 7 u 11 sBisrorcst coequHeHus, B
KOTOpeIX R? mpencrapiser coGoi n0GOH M3 panukanos: (enwn, 4-merokcudenwt, 2,2,2-
tpudropaTHA,  2-QTOPITWI,  UUKIONPONHI,  3-MUPUAMHWI,  aJUIWI,  ITMaHOMETHII,
LUKJIOTIPONIUIMETHII, 2-IIPONUHWI U 2-NUPAZUHUIL

Taxxe npeanouyrurenbHsl coequHeHust popmya I’ u 11, B kotopsix n paBHo 1.

[Tpenmourutensubie coearnenus Gopmynsl 11 BkIrogaroT

IIC

25



280

N " °
HHE_{ | 0 /:"r;” A "_<|

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amunO-4-THaz0mua) (OKCHMMMHO)-aneTui|aMuHo]-3-[[1-
UKJIOMPOIUII-2-0KCO-3-MUPPOTUAUHIUIIHICH [MeTUJI |-8-0KCO-5-THa- 1 -azaburukio-14.2.0]okt-2-
CH-KapOOHOBYIO KHCIIOTY;

a |
5509:0Ve¥,

o
[6R-[3(E), 6a, 7B(Z2)]]-7-[[(2-amunHO-4-THa30111) (OKCUMMHHO)-aeTui |amuHo |-3-[[ 1-(2-
(bTOPATHI)-2-0KCO-3-MUPPONUIUHUIUACH]| -MeTHI | -8-0Kc0-5 -THa-1-a3abunukio [4.2.0] okT-2-

€H-KapOOHOBYIO KUCIIOTY;
OH

T :Q\/? s

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amunO0-4- Tnasom/m) (OKCI/II/IMI/IHO)aHeTI/IH -amuHO]-3-[[ 1-
(2,2,2-TpudTOp3THIT)-2-0KCO-3-MUPPOTUAUHIINICH [MeTHII |-8-0Kco-5-THa- 1 -a3abunmkio [4.2.0]

OKT-2-€H-KapOOHOBYIO KHCJIOTY;
OH

40450

[6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THa3011I) (OKCHUMHUHO) anieTw |-aMuHo |-3-[[ 1-
(heHnmn-2-0Kco-3-MUPPOTUINHIIHICH |METHII |-8-0KCO-5-THa- 1 -a3adurukio [4.2.0] okT-2-eH-2-
KapOOHOBYIO KUCIIOTY;
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OH

VOO

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amunO0-4-THa30mMT) (OKCHMMHUHO) ameTw]|-aMuHo |-3-[[1-
(4-meTokcudeHm )-2-0KCO-3-TMPPOTUINHUIUACH [MeTHI | -8-0KCcO-5-THa- 1 -a3abunukiio  [4.2.0]
OKT-2-eH-2-KapOOHOBYIO KHUCJIOTY;

N,.OH

I
—{ﬂ/ WIVM X
N e a

[6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amun0-4-THa305-4-111)(OKCHMMHHO )-alleThJI |JaMuHO |-8-
0kco-3-[[2-okco-1-(3-nupuanHun )-3-mUppOTHINHUIHICH |-MeTh |-5-Tra- 1 -azabunukino  [4.2.0]
OKT-2-€H-2-KapOOHOBYIO KHCIIOTY;

o
o o

[6R-[3(E), 60, 7B(Z)]] -3-[[l-amnmn-2-okco-3-nmupponuauHuiauicH |-metmi]| -7-[[(2-
aMUHO-4-THa3071-4-11)( OKCHMMHHO )alleTHJI |aMUHO |-8-0KCc0-5-THa- 1 -azabunukino [4.2.0] oxr-2-
€H-2-KapOOHOBYIO KUCJIOTY;

LCH
N
HN ]
N N
%
W ap-oVeN
OoH o

[6R-[3(E), 60, 7P(Z)]]-7-[[(2-amuHO0-4-THa30mMIT) (OKCHHMMHHO)aneTuy|-amMmuHo]-3-[[1-
[TUAaHOMETHUII-2-0KCO-3-TUPPOTUNHIITUACH [METHI |-8-0KC0-5-THa- | -a3aburukino [4.2.0] okT-2-
€H-2-KapOOHOBYIO KUCIIOTY;

ITOH
N N >
WY A
COH O

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amunO-4-THa30m1) (OKCHMMMHO )aneTui|-aMuHo]-3-[[1-
[UKJIOMPOITUIMETHI-2-0KCO- 3 -UPPOTUANHIIIAICH [MEeTHJ |-8-0KC0-5-THa- 1 -azabunmkino [4.2.0]
OKT-2-eH-2-KapOOHOBYIO KUCIIOTY;

27



280

LCH
N
HH g
N CH
%
Hﬁ—{sﬂ UII!'/ <
O0H

O

[6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amun0-4-THa3011)( OKCHMMHUHO )alleTHJI |-aMUHO |-8-0KCO
3-[[-2-0kco-1-(2-mupponuHmI)-3-MUPPOTUANHUIUIEH |[MeTw |-5-THa- 1 -azabunmkio [4.2.0] okT-
2-eH-2-KapOOHOBYIO KUCJIOTY;

W{JJIT ProVsly

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amuHO0-4-THa30111) (OKCHUMHUHO) aleTHJI |-aMUHO |-8-0KCO-
3-[[2-okco-1-(2-mupa3uHm)-3-MUpPOTUANHUIUACH| MeTr ] -5-Tna-1-a3abunukino [4.2.0] -okT-
2-eH-2-KapOOHOBYIO KUCIIOTY;

a TaKKe MX JIETKOTHAPOIM3YyEeMble CIOXKHBbIE 3(UpbI, (apMaleBTUYECKH NpUEMIIEMble
COJIM 3TUX COEAMHEHUHN U TUJPATHI YIOMSHYTHIX COETUHEHUM U UX CJI0XKHBIE 3(UPBI U COMH.

N300peTeHne OTHOCUTCS Takke K (apMaleBTUYECKMM KOMIIO3MIMSAM M METOoJaM
HCIIOJIb30BaHUS YIIOMSIHYTHIX COEIMHEHUH.

OnwuceiBaeMblii coco0 B COOTBETCTBUM C HM300pPETEHHEM MPOBOIAT CIETYIOLINM
obpazoM:

a) 00paboTKa COeMHEHUS, I/IMCIOH.ICFO bopmymy:

H;N
(CH;),,
H== N— R?

IID

B KOTOpOi#i R ¥ n MMEIOT ONpe/ieNieHHbIe PaHee 3HAYEHUS MIIU €T0 CIOKHOTO d(Hpa, WIN COIM
AIMIIMPYIONIUMH areHTaMH, WIN

b) nnsa monydenus coenunenus Gpopmyinsl I, B kotopom R' w/mmm R* moryT comepxkars
CBOOO/IHBIE aMUHO, OKCH WM KapOOKCHIbHYIO(bIE) TIpynHmy(bl) OTIIEIIEHHME aMHHO-, OKCH-
1/unu KapOOKCH3AIMTHOM(BIX ) TPYNIBI(TPYII) UM BOCCTAHOBJICHUE HUTPOTPYMIIBI IO aMHHO B
COEIMHEHUH, UMEIOIIEM (POpMYITY:

R*NH .

N RS

B KoTOopoii R" sBnsercs BomopoaoM minM KapOokcuzammuTHOW rpymmoi, Rf semsercs R' m R®
sBIsieTcss R® TIpU yCIIOBMM, YTO BBIMOJHAETCA, 1O MEHBLICH Mepe, OIHO W3 CIEAYIONIHNX
TpeOoBaHMIl:

(I) R" ssBnisteTCsl 3a1MTHOM rPyNIION KapOOHOBOM KUCIIOTHI,

(II) R" sBaseTcss OCTAaTKOM, ONpENENEHHBIM i R', MMEIONMMM HHUTPO, 3alMILEHHYIO
aMMHO, 3alIUIIEHHYI0 OKCH W/WJIH 3aILUIIEHHYI0 KapOOKCHIIbHYIO IpyHITy(bl),

(II1) R® sBIsETCA OCTATKOM, ONMPENENEHHBIM IJid R®, MMEIOMMM HUTPO, 3ALIUIIEHHYIO
aMMHO, 3aLIUIIECHHYI0 OKCH W/WIIU 3aILUIIEHHY0 KapOOKCHIIbHYIO IpyHITy(bl), HIIA €0 COJIb, UIIH

C) A IOJIyYeHMs JIETKOTUAPOIM3YEMOro CIIOKHOro 3(upa coequHeHus (Gpopmysisl 1
OJIBEpraroT KapOOHOBYIO KUCIOTY (popmyiibl I” cooTBeTCTBY!IOIIEH 3TepupUKaALIUU, UIH
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(d) nns momydeHust coned WM TUApPATOB coeauHeHus (opmynsl I” wam rugparos
YIOMSIHYTBIX COJIEH

npeoOpa3oBaHue coeluHeHus GopMyisl I’ conb WM TUApPAT WM THIPAT YIOMSIHYTOH
COJIH.

Peakimst coemunenuit  ¢opmynsr 1D ¢ anuiaupyommMmM —areHTamMyd — COTJIACHO
OCYIIIECTBIICHHUIO TT0 MYHKTY a) MOXKET OBITh MpOBECHA M3BECTHBIM oOpa3zoM. KapOokcurpymnmna
B coenuHeHMAX [ID moxer ObITh 3aluileHa, Hanpumep, dTepruduKanueii s moxydeHust Jerko
pacIleruIsieMoro CJI0KHOTO 3¢upa, TaKOro Kak CIOKHBIM CHIWIOBBIM 3¢up (Hampumep,
TPUMETHIICHIIMIIOBBIA 3(Up) WIN CIOXHBIA OeH3ruapuioBsiid 3¢up. KapOokcurpymnma moxer
OBITh TaKXe 3allHIleHa B JOPME OJTHOTO U3 BHIMICYHNOMSHYTBIX JETKOTHIPOIN3YEMbIX CII0KHBIX
sapupoB. Kpome Ttoro, KapOokcurpynma MoskeT OBITh 3allMIIeHa OOpa3oBaHHEM COJH C
HEOPraHWYECKUM WM TPETUYHBIM OPTraHWYeCKUM OCHOBAaHHMEM, TaKUM Kak TpPUATHIIAMUH.
AMUHOTPYMITBI, TPUCYTCTBYIONINE B ALMIOKCUPEAreHTe, MOTYT OBITh 3aIlUIIEeHbl. BO3MOXHBIMU
3alIUTHBIMU TPYNIIAMH, HAPUMEp, SIBJISIFOTCS 3aIUTHBIE TPYIIIbI, OTIIEIUISIEMbIE KHUCIOTHBIM
THIPOJIN30M (HampuMep, TpeTOYTOKCUKapOOHWIbHBIE WIN TPpU(EHUIMETHIIBHBIE TPYIIIBI), WU
OCHOBHBIM THJIPOJN30M (Hampumep, TpudTopaueTwibHas Tpynmna). [IpenmnodrutenbHbIMU
3alIUTHBIMU TPYNIIaMU  SBISIOTCS XJIOpAlleTWIbHAs, OpoMaleTH/IbHas W HOJOaleTHIIbHAS
rpynnbl, B 0COOEHHOCTH XJIOpALETWIbHAS Ipynna. OTH YIOMSHYTbIE 3alIUTHBIE TPYIIBI MOTYT
OBITH OTLICTIIEHBI 00Pa0OTKOM THOMOYEBUHONW. AMHHOTpYyINa B 7 MOJOXKEHUU B COCIMHEHUSIX
I[ID wmoxer OBITH 3allMIIeHa, HANpUMEp, CUIWIBHON 3alllUTHOW TpPYIION, TakoW Kak
TPUMETUIICWINIIbHAS TPYIIIA.

[Tpumepamu alUIMPYIOLIUX areHTOB, UCIOJIb30BAaHHBIX B OCYIIECTBICHUH M300pETEHUs
[0 TMYHKTY a), SBJSIOTCS TalOreHuAbl (TO €CTh XJIOpHUAbI, OpoMuabl U (ropujsl), a3ujabl,
aHTUPUTIBL, 0COOEHHO CMEIlIaHHbIe aHTUJPUIBI C CUJIBHBIMU KHUCJIOTaMH,
PEaKMMOHHOCTIOCOOHBIE CIOXKHbIE 3(upsl (Hampumep, N-OKCHCYKIMHUMHJIHBIE 3(UpPBI) H
amu/ibl (HarpuMep, UMH1a30JIH/IbI).

[Tpu B3aumopeiicTBuu 7-amuHocoenuHenus ¢popmyssl [ID ¢ kapOOHOBOH KHCIOTOM MK
€€ PEaKIMOHHOCIOCOOHBIM  (YHKIMOHAJIbHBIM TPOU3BOAHBIM, HampuUMep, CBOOOAHAS
KapOOHOBasi KHUCJIOTa MOXET pPearupoBaTh C YIOMSHYTBIM CIOXKHBIM 3()HUPOM COEAUHEHHS
¢opmynel [ID B mpucyrctBum kapOOAMHMMUIA, TAaKOTO KaK TUIUKIOTEKCHUIKApOOIWHUMUI B
MHEPTHOM pacTBOpHTENE, KaK JTWJIALETaT, alleTOHUTPWI, JAMOKCaH, XJIOpo(opM, XJIOPUCTHIH
MeTHUJIEH, OCH30J1 WK JUMETHI(POPMAMHUI, U B TIOCIEAYIOIIEM TPYIIa CI0KHOTO d(hUpa MOKET
ObITh oOTIIEIUIeHA. B mpeapyaymielt peakuumum coiau  okcazonus (Hampumep, N-3THi-5-
(bennnuzokcazonmii-3'-cynbdar) MOTyT OBITH UCIIOTH30BaHBI BMECTO KapOOIUUMHUIOB.

CormnacHo ApYroMy OCYIIECTBIIEHHIO, COJb KUCIOTHI (popmyinsl IID (Hampumep, conb
TPUAKUIAMMOHHUS, KaK COJIb TPUITHIAMMOHMS) B3aUMOJAEHUCTBYET C PEaKIMOHHOCIOCOOHBIM
(YHKIMOHAIBHBIM MTPOU3BOJIHBIM KapOOHOBOW KUCIIOTHI, KaK YIIOMHHAJIOCh paHee, B UHEPTHOM
pacTtBopuTene (Hanpumep, B 0OTHOM U3 YIIOMHHABILIUXCS BBILIE paCTBOPUTEINEH).

CormacHo  fmajbHEWIIEMY  OCYIIECTBICHHIO  M300peTeHHs,  TaJIOMJaHTUAPUI,
MPEMOYTUTENIHO XJIOPAHTHIPHUT KApOOHOBOM KUCIIOTHI, B3aUMOJEHCTBYET ¢ aMUHOM (POPMYJIBI
[ID. Peakuuio npeanoyTUTENBHO POBOAAT B NMPUCYTCTBUU CBA3BIBAIOIIEIO KUCIOTY pearcHTa,
HanpuMep, B NMPUCYTCTBUU BOJHOM IIENOYM, MPEINOYTUTENHHO THUIAPOOKUCH HATPHs, WU B
IPUCYTCTBUM KapOOHaTa ILEJIOYHOr0 MeTaia, TAKOro Kak KapOOHAT Kaslusi, WM B IPUCYTCTBUU
HU3LIETO alIKWJlaMUHa, KaKk TpUATHIAMUH. B KadecTBe pacTBOpPHUTENS NPEINOYTHTENHHO
UCTIONB3YIOT BOJy, HEOOs3aTe€IbHO B CMECH C MHEPTHBIM OPraHMYeCKHUM pacTBOPUTENEM, Kak
TeTparuapopypaH Win JUOKcaH. Peakuus MoxeT OBbITh TakKe IpOBEJeHAa B ANpPOTOHHOM
OpPraHMYECKOM pacTBOpUTENe, KaK JAUMETHIPOpMaMU[, TUMETUIANeTaMU]], TUMETHUICYNIbdo-
CUI WIM TpuaMuj rexkcameTwidochopHoil KUCIOTH. Ecian HCmonb3yloT CHIMIMPOBAHHOE
coeaunenue popmyisl IID, To peakiuio npoBoAsT B 6€3BOAHOM cperie.

AJNbTEepHATUBOM alMJIMPOBAaHUIO B CiIy4ae, KOrja aMHUHOIpYINa, MPUCYTCTBYIOLIas B
alWIIMPYIOLLIEM pEareHTE HE HYXKJAaeTCsl B 3alIUTe, SIBISETCS MCIOJIb30BAaHUE CIIOKHOIO 2-
OeH30THa30MUATHOA(Upa WM CIOXHOTO 1-0KCHOEH30TpHa30ia0BOro 3dupa KapOOHOBOM
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kucinoTel. Hampumep, 2-0eH3THA30IMITHOAGHUP MOXKET B3aUMOJEHCTBOBATH C COEIUHEHHUEM
¢opmyiel [ID B MHEpPTHOM OpPraHMYECKOM pPAcTBOPHUTENE, KaK XJIOPUPOBAHHBIN YIJIEBOAOPO/,
HaIpUMep, XJIOPUCTBIM METHIIEH, B allETOHE, STWJIALIETATE WM B CMECH TaKUX PACTBOPHUTEIEH C
BofoM. CrnoxHblif  1-okcHMOEH30TpHUa30I0BbIH  3GUP MOXKET ObITh HUCHOJB30BAaH IPH
B3aUMO/JIEHCTBUN KapOOHOBOM KHCIOTHI € 1-OKCHOEH30TPHA30JI0M M KapOOAUUMHUIOM, OCOOCHHO
N,N'-munuxnorekcunkapooauumuaoM uiad  N,N'-IUru30nponuakapOooIUUMHIOM B HWHEPTHOM
OpPraHUYECKOM PAaCTBOPHUTENE, MPEANOYTHTEIHHO B XJIOPUCTOM METHIIEHE, TUMETHI(HOpMaMH/IE,
TeTparuapodypaHe, alleTOHUTPUIIE WM dTHIIALIETaTe.

Peakiust 7-amuHocoenuHenust ¢opmynsl [ID ¢ kapOOHOBOHM KHUCIOTOH MOXKET OBITh
mpoBeAcHa B MHTepBase Temneparyp oT -40 mo +60°C, Hanpumep, HpH KOMHATHOM
TEeMIIEpaType.

OcyuiecTBieHrne crocoda COrjlacHO H300pETEHHUI0 M0 MYyHKTYy b) BKIIIOYAeT CHSTHE
3alMThl (yAajJeHHue) ¢ 3alMIIEHHbIX aMUHO-, OKCH- WM KapOOKCUTPYIII, NMPUCYTCTBYIOIIUX B
coequHeHnu Gopmysl [IE, 1 MoxkeT ObITh IPOBEIEHO CIAEAYIOUIMM 00pa3oM.

YnaneHue aMMHO3aUTUTHBIX TPYIII

Bo3MOXHBIMH aMHHO3ALUTHBIMU TPYIIIIAMU SIBJISIFOTCS] TPYIIIBL, IPUMEHSIEMbIE B XUMUU
NEeNTUAOB, KaK aJJKOKCUKapOOHMIbHAS TPYIIa, HapuMep, TPeT.-OyTOKCUKapOOHHII U TaK Jlanee,
3aMelIeHHas aJJKOKCUKapOOHWIIbHAS TpyIIa, HalpuMep, TPUXJIOPITOKCUKapOOHWII U TaK Jaliee,
HEOoOs3aTeNIbHO ~ 3aMEIeHHas  apalKWJIOKCUKapOOHWIbHAs ~ TpyMNia,  Hampumep, M-
HUTPOOCH3WIOKCUKAPOOHWT WM  OCH3WJIOKCMKApOOHWI, W apajKuibHas Tpymma, Kak
TpuEeHWIMETHST WIM OCH3TUAPHUI, WM TaJloNI0aKaHOWIbHAs TpyMIa, Kak XJIOpameTH,
OpomarieTii, HoJaneTuI Wik TPUGTOPaLICTHI.

[IpennoyTuTeNbHBIMUA 3AIIMTHBIMU TPYNIAMHU  ABISIOTCS TpPeT.-OyTOKCHKapOOHMI (t-
BOC) u tputui.

AMUHO3AIIUTHBIE TPYMIBI MOTYT OBITh OTIIEIIEHB! KUCIOTHBIM THAPOJIM30M (Hampumep,
TpeT.-0yTOKCUKapOOHWIbHAA U TpU(PEHUIMETHIIbHAS TpyIIa), HalpUMep, BOJHOM MypaBbHUHON
KHACJIOTOM, WJIM OCHOBHBIM THAPOJIM30M (Hampumep, TpudrTopaleTuibHas Tpymmna).
XopaneTuiabHyl0, OpOMaleTWIbHYI0O U HOJALETWIBHYIO TPYIIbl OTIIEIUIAIOT 00paboTKOM
THOMOYEBUHOM.

AMUHO3aIIUTHBIE  TPYMIbI, KOTOPbIE  OTHICIUISIOTCA  KHUCJIOTHBIM  THJIPOJIU30M,
IPENOYTUTENIFHO YJAIAIOT C MOMOIIBIO AJKAHKapOOHOBOM KHCIOTHI, KOTOpas MOKET OBITh
rajJloreHu3UpoBaHa. B 4acTHOCTH, HCTONB3YIOT MYpPaBbUHYIO KUCIOTY WIH TPUPTOPYKCYCHYIO
KHUCIIOTy. Peaknuio mpoBOASAT B KUCIOTE WIM B NPUCYTCTBUU COPACTBOPUTEINS, TAKOIO Kak
raJIOT€HU3WPOBAHHBIN HU3IIWKA aJIKaH, HAllpUMeEp, XJIOPUCTBIA MeTHIIeH. KucinoTHe ruaponus
OOBIYHO MPOBOAAT NPU KOMHATHOHN TeMIepaType, XOTs OHa MOXET ObITh HECKOJIBKO BBIIIE MU
HUKe KOMHATHOM TeMriepatypsl (Hanpumep, B uatepsaiie ot -30 qo +40°C). 3auuTHble TpynIbl,
OTHICTUIIEMblE B OCHOBHBIX (IIEJOYHBIX) YCIOBHSAX, OOBIYHO THJIPOJIM3YIOT pa30aBICHHON
BOJIHOM KayCTHYEeCKOW cojioM B mHTepBaje Temmeparyp oT 0 mo 30°C. XnopoaleTWibHYIO,
OpOMOALIETHIIPHYI0O W HOJOALETWIBHYIO  3allUTHBIE TPYIIBl MOXHO  OTIIENHUTh C
WCIIOJIb30BAHUEM THOMOYEBHHBI B KHUCJIOW, HEUTPaJbHOM WM IIEJIOYHOM cpene Ipu
temnepatype 0-30°C.

Y 1aneHne OKCU3aIUTHBIX TPYIII

Bo3MoKHBIE OKCH3AIMTHBIE TPYTIIBI ABISIOTCS IUPOKO U3BECTHBIMU B IaHHON 00JIaCTH,
HaIpuMep,

- uist 3amuTel okcuumuHorpymnn (R’ siBisercs Bogopogom B coequuenuu Gpopmyiisi 11T)
OOBIYHO TPUMEHSAIOT TpPUGEHWIMETUIbHbIC, HU3IINE AJIKAHOWIbHBIE, MPEINOYTUTEIHEHO
alleTUIIbHBIE, TETPAruIPONIMPAHUIIBHBIE 3AIMTHBIE IPYTIIbI;

- Ui 3aIUTBl  OKCUTPYMIBI  R? OOBIYHO TPUMEHSAIOT OEH3MIBHYIO WM II-
HUTPOOCH3WIIBHYIO 3alUTHBIE IPYTIIHI.

OTH 3alIUTHBIE TPYIIIHI YAAISIOT, HAPUMED, CIEAYIOLUMM 00pa3oM:

- TPUTWII YAAJISIOT B KUCJIOM pacTBopHTene, mojjo0HoMy 90 % MypaBbHHOM KHCIOTE TpU
0-50°C wmm TpudTHICHIaHy B TPU(TOPYKCYCHOM KHUCIIOTE B MHTEpBaJie Temrepatyp oT -20 1o
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25°C; B OpraHMYECKUX pPacTBOPAX XJIOPHUCTO-BOJOPOAHOMN KUCIOTHI ITpu -50 1o 25°C;

- alleTW YJAJISIOT cl1aObIMU HEOPraHUYECKUMHU OCHOBAHUSAMHU, KaKk OMKapOOHAT HATpUs B
CMecH 3TaHoJia U BoAbl Iipu Temneparype ot 0 1o 50°C;

- TETParuJpoNupaHui yAANAOT CIJa0bIMH OpPraHMYEeCKMMM KHCJIOTaMH, Kak II-
TONYOJICYTB(OKHUCIOTa B CIUpPTE, HalpUMep, 3TaHoie, mpu Temmeparype oT 0°C 1mo Touku
KHUIIEHUS CMECH;

- OeH3wJ, M-HUTPOOEH3WJ YIANsSIOT BOJOPOJOM MM JIOHOPOM BOAOPOAA, Kak
IUKJIOTEKCAaH WM LMKJIOIeKCaJieH, M C KaTaJu3aTopoM, Kak Maulaguii Ha yrie, B
pacTBopuTene, Kak CIHUPTHI, AUXJIOPMETaH, STUIALETAT, YKCYCHast KUCIIO0Ta, AUMETHI(POpMaMU]
Y TaK jJajiee, WM B CMECH 3THX pacTBopureliei npu temmeparype ot 0 qo 50°C.

Y aneHue 3alIUTHBIX TPYII IPHU KapOOKCH-(DYHKITHIA

B kauecTBe 3alIUTHBIX TPYII CIOKHOTO 3(Hpa MOKHO HCIOJIb30BaTh dPUPHYIO GopMy,
KOTOpasi MOXET OBITh JIETKO MpeoOpa3oBaHa B CBOOOJHYIO KapOOKCHUJIBHYIO TPYHITY B MSTKHUX
YCIIOBUSIX, IIPH 3TOM 3alUTHAs TPYyMIa CI0KHOTO 3(upa MOXKET ObITh Mpe/iCcTaBlIeHa, HallpUMep,
TpeT.-OyTUIIOM, N-HUTPOPEHUIIOM, N-METOKCHOEH3MIOM, OSH3TUAPUIIOM, AJTHIIOM U TaK Jlajee.

OTU 3alllUTHBIE TPYIIBl MOTYT OBITH YJAJEHBbI CIEAYIOIHUM 00pa3oM: OeH3rHIpHII
YAQISIOT TPUPTOPYKCYCHOM KHCIOTON C aHWU30JI0OM, (DEHOJIOM, KPE30JIOM WIHM TPUITHIICHIAHOM
npu temneparype ot -40°C 10 KOMHATHOM; BOJOPOJOM B MPUCYTCTBUU NAJJIaJHs Ha yrje B
CIMpPTE, TAKOM KaK 3TaHOJ WIM B TeTparuapodypane; sa¢puparom TpudTopuga 60pa B yKCyCHOU
kuciore npu temmeparype ot 0 1o 50°C;

- TpeT.-OyTHJl YAAJSAIOT MYpaBbUHOM KHMCIOTOW WM TPUDTOPYKCYCHOM KHCIOTOH ¢
aHu30JI0M, (E€HOJIOM, KPE30JIOM WM TPUATHIICHIIAHOM WM 0€e3 HUX U B PacTBOPUTENE, TAKOM
KaK JMXJIOpMETaH, B MHTepBaje TeMiepatyp oT -10°C 10 KOMHATHOM; n-HUTPOOESH3UI yIaNSIOT
Ccyap(duUIOM HATpusi B CMECH alleToH/Boja mnpu TemmepaTtype oT 0 10 KOMHATHOW; WIH
BOJIOPOJIOM B MIPUCYTCTBUH NMAJIaINs Ha yIie B COUPTE, KaK 3TaHOJI, MU TeTparuapodypaHe;

N-METOKCUOEH3MW YAalAI0T MypaBbHHON KHMCIIOTON B MHTepBaje Temmepatyp ot 0 1o
50°C unu TpU(TOPYKCYCHOM KHUCIOTOW M aHHU30JIOM, (EHOJIOM WM TPHUITWICHIAHOM IpU
temriepatype oT -40°C 10 KOMHAaTHON TEMIEPATYPHI;

- AJUIAJ YJAISIOT KaTalIu3UpyEeMOM OKCHIOM NallIajus peakUuueil TpaHCAJIKWINPOBAHUS
B NPUCYTCTBUM HATPUEBOM WM KaJUEBOM COJIM 2-3TWJIT€KCAHOBOW KHUCIIOTBI, CM., HAIpUMED,
J.Org.Chem., 1982, 47. 587.

OcymiecTBieHre crmocodba 1Mo TYHKTY b) BKIIIOYAaeT TakKe BOCCTAHOBJICHHE
npucytcTByromel B R' wim RE HUTPOrpymnisl 10 aMUHOTPYIIIBL. JTO BOCCTAHOBIEHHE MOKET
OBITh OCYIIECTBJIEHO M3BECTHBIM CIIOCOOOM, HalpuMmep, A00aBICHHEM JUTHOHATa HAaTpus B
MOJIXO/AIIEM pacTBOpUTENE, HApUMep, TeTparuapodypane win Boje, Mpu Temmneparype ot 0
1o 100°C. [Ipyrue MeToabl BKIOYAtOT 00pabOTKY KHCIBIM CYJIb(QHI0M HATPUS B CMECH CIIUPTOB
C AalleTOHOM WJIM TOJYOJOM IpU TEMIEpaType OT KOMHATHOM [0 TOYKH KHUIIEHHS CMECH;
00paboTKy >KelIe3HBIMH OIUJIKAMH B JIASTHOW YKCYCHOW KHcioTe mpu Temneparype ot 0°C mo
TOYKU KUNIEHUS cMecH; 00paboTKy OOprHIpUI0OM HATPHs B CIUPTAX B HHTEPBAJIEC TEMIIEPATYpP OT
-40°C mo KOMHaATHOM; 00pabOTKy C KaTaau3aTopaMu, Kak MajulaJuid Ha yrie, U JIM0O B TEKCEHE
WIN IUKJIOTEKCAJNeHe, MM BOAOPOJOM B BOJE, CIHMPTaxX, IUXJIOPMETaHe, TeTparuapodypase,
YKCYCHOM KHCJIO0Te, TuMeTmidgopmamuie B uaTepsaie temnepatyp ot 0 qo 50°C.

YroObl MOTYYUTH JETKOTUAPOIU3YEMBIE CIIOKHBIE 3(UPHI KAPOOHOBBIX KUCIOT (OPMYIIbI
I’ B cooTBeTcTBUM C MYyHKTOM C) KapOOHOBYIO KHCIOTY ¢opMmynsl I’ mpeanoyTHUTensHO
MIOJIBEPTalOT B3aUMOJIEHCTBUIO C COOTBETCTBYIOLIUM T'aJIOTEHUIOM, IPEANOUYTUTEIBHO HOIUAOM,
COJIEp’KaIllMM JKeJlaeMyl0 TpyIIy CJI0XHOro s3¢dupa. Peakuus MoxeT OBbITh YCKOpeHa C
MIOMOIIIBI0 OCHOBAHHMS, TAKOTO KaK T'MJPOOKHUCH INEJIOYHOTO MeTaylia, KapOOHAT IEI0YHOrOo
MeTajljla WM OpraHMYeCKWd aMuH, Kak TPUATWIAMHUH. OTEepUPHUKALUIO MPOBOAST
IIPEIIIOYTUTEIIBHO B MHEPTHOM OPraHMYECKOM PacTBOPUTEINE, KaK JUMETHIALETAMU, TPUAMUJ
rekcameTushochopHOit KHCJIOTHI, JUMETHIICYITb(OKCH]T WIIH, B 0COOEHHOCTH,
muMetmwindopmamua. Peakuuio nmpeanoyTUTENbHO MPOBOAAT B MHTEpBajiie Temmeparyp ot 0 mo
40°C.
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[Tonyyenue coneil M ruApaToB coenuHEHUH (Gopmyinbl I WM TUAPATOB YHOMSHYTBIX
COJIeil B COOTBETCTBUU C MYHKTOM d) MOKeT ObITh IPOBEJEHO U3BECTHBIM CIIOCOOOM, HAPUMED,
Py B3aUMOACUCTBUHM KapOOHOBOW KHUCIOTHI (opMyisl I’ MM ee COAM C HKBUBAJICHTHBIM
KOJIMYECTBOM JKEIaeMOIr0 OCHOBaHUS, OOBIYHO B PacTBOPHUTENE, KAaK BOAA WM OPraHUYeCKHil
pacTBopuTenb (HAaIpUMep, STaHOJ], METAHOJ, alleTOH U ToMy MoJ00HbIe). COOTBETCTBEHHO,
MOJTy4YE€HUE COJIM OCYIIECTBISIOT JOOABJICHHEM OPraHM4YecKOW WM HEOPraHU4YeCKOW COJIH.
Temnepatypa, Ipu KOTOPOH MPOBOAAT MOJIYUYEHHE COJIH, HE SABJIsieTCA KpuTHueckoil. [lomyuenue
COJIM TPOBOJAT OOBIYHO NpPU KOMHATHOM TeMIlepaType, HO €ro MOXKHO MpPOBOAWUTH MpH
TEMIIEPATYPE HECKOJIBKO BBIIIE MM HUKE KOMHATHOM, Harlpumep, B uHTepBaie ot 0 go 50°C.

[Toryyenue ruUApaTOB OOBIYHO MPOUCXOJUT HEMOCPEICTBEHHO TpU IPOBEIECHUHU
mpolecca WIM KaK Ppe3ysibTaT TUTPOCKONMMYECKUX CBOMCTB IEpBOHAYaIbHO OE3BOJHOTO
NpOoAyKTa. [ KOHTPOIMPYEMOro MOJIY4YEHHs THapaTa YaCTUYHO WJIM MOJHOCTHIO O€3BOJHYIO
KapOOHOBYIO KHCIOTY (opmynsl I° uiam ee coiab MOXHO TOABEPTHYTH BO3JEHCTBHIO
aTMocdepHoii Biaru (Hanpumep, ot +10 go +40°C).

Crnoco0 moy4eHus: COeMHEHUH COTJIacHO M300pETEHHUIO MpPECTaBJIeH, HalpuMep, Ha
CIEAYIONIMX HUKE CXeMax peakuui 1 u 2.
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Cxema 1
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Cxema 2
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Cxema 1

1l unu 243 — 4

Peakmust 2-nepemanpueruga (1) wmm  3-medemanpaeruna (2), roe Rr  sBasercs
KapOOKCU3AIUTHON IPYIINOi, Kak onpezaeneHo panee mis R'' u R' sBisiercs aMuHo3ammTHO#M
IpynnoM, ¢ peareHToM BuTTHra, mpeacTaBiI€HHOIO MJis MpUMepa CTPYKTYypHOU (opmysoil 3,
JAeT TPOAYKT IpHUcOoeAuHEHus 4. Peakuuio NMpoBOAAT B IPUCYTCTBUM OCHOBAaHMs, KOTOPOE
ABJIAE€TCS MO0 HEOPraHWYECKUM OCHOBaHMEM (THUAPOOKHCH Kalusl WJIM HaTpus, KapOoHaT
HATpUsl MM Kajdusl M TaK Jlajee), OpPraHMYeCKUM OCHOBAHUEM (TPETHYHBIE aMHHBI),
JUTUHOPraHUYECKUM COEAMHEHUEM, KaK OYTWJUIMTHH Wiu (eHWUIMTUH, WIN 3MOKCUIOM, KaK
1,2-6ytmienokcun.  [IpennoyTUTENbHBIMU — PACTBOPUTENSIMH B CIy4ae  HCIOJIb30BaHUS
HEOPraHUYECKOTO OCHOBAHUS SIBISIOTCA BOJAa M CMELIMBAIOLIUECS C BOJOH pPACTBOPUTEIH
(auetoH, TerparuapodypaH WM CIHUPTHI U TaK Jajee); B Cilydae MPUMEHEHHS OpPraHHYeCKOro
OCHOBaHHUSl - MHEPTHBIA pacTBOPUTENb, KaK XJOPUCTBIA METHJIEH, XJIopodopM, OeH30iI,
TeTparuapodypas; B ciydyae NPUMEHEHHUS OPraHOJIMTUS - OCH30J WM TeTparuapodypaH U B
Cily4dae 3MOKCHIA - HEMOCPEACTBEHHO 3mokcua (Hampumep, 1,2-0yrtunenokcun). Temmeparypa
peakuuu Haxonutca B mnpenenax ot -20 go 80°C. IlpenmoururenbHble YCIOBHUS MPUBOJATCSA B
puMepax.

B peakuun Butrtura corsmacHo cxeme 1 mszomep E sBiseTCS OCHOBHBIM IPOJYKTOM.
[TocTostnHO OOpaszyercs menee 10 % Z-uzomepa, €ro KOJWYECTBO 3aBUCUT OT PEAKTUBOB H
YCIIOBHH.

4-5

Coenunenue 4 oOpamaioT B Cylb(OKCHI 5 OKHUCIMTENEM, KOTOPbII MOXeET ObITh
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NEPEKUChI0 BOJOPOJA WIM MEPKUCIOTOM, MPEeINOYTUTENIBHO M-XJIOPHAI0CH30MHON KHCIOTOM.
Temmnepatypa HaxomuTcs B mpeaenax oT -20°C 10 KOMHATHOM TeMIepaTypbl, 1 MOXKET OBITh
UCTONIb30BaH  JII000M  MOAXOAIIMI  pacTBOPHUTENb, MPEANOYTUTEIIHO — XJIOPUPOBAHHBIN
yIIeBoA0poA Ui 0eH301. 5—6

Packucnenue cynbdokcuaa 5 mpoBOAAT B HMPUCYTCTBHM TpexOpommucToro gochopa B
nuMetundopMamMuie WIM B CMEIMIAHHOM  pacTBopuTene nuMetuindopmamuga U N-
MeTwiIaneramuaa. TemnepaTypa peakuuu HaxoauTcs B nHTepsaie ot -40 no 0°C.

67

BammrHble rpymmbl R' u R ypansor 1 ucnons3yroT ycioBus peakiiny B 3aBUCHMOCTH OT
IPUPOABI 3aIMTHBIX Ipymi. B cmyuae, ecnmu R sBusercs tper.-GyTokcukapGonmmom u R'
ABJSIETCS OCH3TMIPUIIOM MPHUMEHSIOT TPUDTOPYKCYCHYIO KHCIOTY HpHu Temmeparype oT -20°C
JI0 KOMHATHOM Temmepatypsl (oxoio 22°C).

1-8

ALWIMpOBaHUE COEOUHEHHsS] 7 MOXKET OBITh IPOBEIEHO OPraHUYECKON KHCIOTOM,
KOTOpasi aKTUBUPOBAaHA HM3BECTHBIMU DPEAKTHBAMH, IPEANOYTUTENBHO XJIOPUCTHIM THOHUIIOM,
XJIOPUCTHIM OKCAJTHIIOM, JTUTTAKIIOT€KCHUITKAPOOTUUMHUIOM, ouc-[6enzTrazonui-(2)]
mucynbduaoM, N-OKCHOEH30TpHA30JIOM WM COJbl0  2-rasio-N-MeTwinupuauHa. Peakuuio
MPOBOJAAT C OCHOBaHMEM WM 0e3 Hero (HeopraHWYecKHe WJIM OpraHMYecKHe OCHOBAHUS) B
3aBUCUMOCTH OT METOJla AaKTUBAIMM, U MOXKET OBITh HCIHOJB30BAH IIUPOKUH CHEKTp
pacTBopuTenell OT BOABl M CMEIIMBAIOIIMXCS C BOJOW pacTBOpUTENEH A0 MHEPTHBIX
pactBopuTeneil, kak xyopodopm, auMeTwihopMamMuI WM auMmeTwicyib(okcua. Ecmum
HeoOXOAMMO, TO C Tpymmsl R’ MOXeT ObITh jgajee CHATA 3alIdTa B YCJIOBHAX DEAKIUH,
MNOAXOJAIIMX JJIs yIaJ€HHs] 3allUTHOW IPYyIIIIBI.

8-9

KapOokcunpHast (yHKIMS BO 2 TMOJIOKEHHMM COEJMHEHHUS § TMpeBpallaercss B
MIPOJIEKAPCTBEHHBIA CIOXKHBIN 3(PUp, KOTOPHIN JIETKO THAPOIU3yeTcs in vivo. RP moxer ObITh
JTOOBIM TaKUM CIOXXKHBIM 3(HUpPOM, H3BECTHBIM B JaHHOM 00JacTH HpU ATepUUKALUU C
COOTBETCTBYIOIIMM crpTOM RP mimm mpu 0OpabOTKE COOTBETCTBYIOMIMM TajoreHuaoM RP u
OCHOBAaHHEM; MPEANOYTUTENIbHBIE CIOXHBIE J(UPHl TMEpeuucieHsl B mpuMmepax. Ecim
HeoOXoauMo, TO B Tpynme R’ MoxkeT ObITh Jajee CHATA 3aliMTa B YCJIOBUSX DEAKIUH,
IIPUTOIHBIX JJIs y1aJ€HUs 3allUTHOW IPYIIIBI.

Cxema 2

10+11 -4

Coenunenue 4 MoxeT ObITh MOTy4YeHO U3 conu Burtrura gpopmynsl 10 u keronakrama 11
B YCIJIOBUSIX, QaHAJIOTMUHBIX YCIOBUIM peakuuu | nmm 2 + 3 — 4.

[TocnenoBaTenbHOCTH peaklMili OT COeNUHEHUA 4 10 COeAMHEHUS 9 T€ K€, UTO ONUCAHBI B
cxeme 1.

B o6parnoit peakuuu Burtura cormacHo cxeme 2 (KOTopas HpPeINOYTHUTENBHO
IpUMEHSIETCs B Cilydae 4-3B€HHBIX KOJell) OTHoIleHue u3omepoB Z/E oOblYHO Kozebsercst oT
4:1 no 1:1.

Paznenenue Z- u E-u3omepoB Apyr OoT Apyra OCyLIECTBISIOT U3BECTHBIM CIIOCOOOM, Kak
xpomaTorpadus Ha CHIIMKareyie B MOJIXO/SAIIEM pacTBOPUTENE UM B CMECH PAaCTBOpPUTENEH, KaKk
ATHJIALIETAT, H-T€KCAH, XJIOPUCTBIA METHWIIEH WM X CMECH.

KapOokcuzammrraass tpynma R' Ha cxemax 1 um 2, mpu HEOOXOIUMOCTH, MOMXKET
COXpaHAThCA 0 MPOAYKTa (8) M 3aTeM MOXKET ObITh OTIeIUIeHa. BoccTaHoBneHue cynbokcuaa
(omeparust 5 — 6) MokeT ObITh TPOBEACHO HA CTAAMIX MPOAYKTOB 8 miH 9 Ha cxemax 1 u 2, TO
€CTb MOXET IPOBOJUTHCS KaK KOHe4yHas omnepauus. Peakuust Buttura cornacHo cxemam 1 u 2
TaK)kK€ MOXKET OBITh OTJIOKEHA, a UMeHHO 3-popmuniedanocnopus (1) win (2) armumMpyroT 1Mo
a”Hasioruu ¢ 6—7—8 u 3aTeM INoJABEpraroT peakuuu Burrura ananoruysHo cxemam 1 u 2. B
TaKUX PpeaKIUsX KapOOKCH3amUTHas Tpynma R' JO/DKHA NPUCYTCTBOBATH M TONBKO IOCIE
peakuuu ButTtura n1omkHa ObITh OTIIETIICHA.

I'erepounknuyeckue peaktBsl (3) u (11) Ha cxemax 1 U 2 mpeaNOYTUTENHHO TOTOBST
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COIVIACHO CIEAYIOIUM HIKe cxemam peakuuid 3, 4 u 5. Cnemyer 3aMeTHTb, YTO
TeTePOIUKINYECKHEe 5- W 6-3BeHHBIE KOJbIa (N = 1 wim 2) TpeArnoYTHUTEIBHO MOJIYyYaroT
cormacHo cxeme 3 M 4 um panee oOpabaThiBaloT coriacHo cxeme 1. C japyroil CTOpOHBI,
rerepouukindeckue 4-xonpta (n = () MpeAnoYTUTENBHO MOJIY4YalOT MO cXeMe 5 u jaiee
00pabaTHIBAIOT COTTIACHO CXeMe 2.

Cxema 3
Br Br -
Br/\r%\ ocoq Br/\bﬂ NJ R:
(o)
{1) (2)
|
Br CHy)
+ (\Nkz (g-lz).
PhyP Br NR?
° (o]

rae n =1 wim 2;
R? - uMeeT 3HaueHNs, ONPe/IEIEHHbIE PaHEE;
Ph - pennn.

[Tporneccel 1o cxeMe 3 BBINOJIHSIIN CIEAYOLUMM 00pa3oM:

152

Xnopanruapuael 1M6poMokucioTs (1, n = 1,2) MoryT ObITh NpeBpallieHbl B aMuabl (2) ¢
HCIIOJIb30BAHUEM COOTBETCTBYIOUIMX AMMHOB WJIM AMHHOTAJIOUI0BOJIOPO/IOB U HEOPTAHUUYECKUX
OCHOBaHUM, KaK THIPOOKUCH HATpUs WU Kajus, KapOOHAT HATPHUS WIM Kalug U TaK jajee,
OpPraHUYECKUX OCHOBAHMM, KaK METHJIAT HATpHs, WIM TPETUYHBIX aMUHOB, KaK TPUITUIAMMH,
JUU30TNPONIIITIIIAMUH U Tak Janee. Peakiuio npoBoasT B ABYX(a3HOI cMecu pacTBOpUTENEH,
KaKk CMeCh BOJA/AMXJIOPMETaH WM BOJA/XJI0pPOGOpM, €CIIM HCIOIB3YIOT HEOpPraHUYeCKue
OcHOBaHus. B ciyyae, eciau MpuUMEHSIOT OpraHUYECKUe OCHOBAHUS WJIM TPETUYHbIE aMUHBI, TO
NPENOYTUTENIEH MHEPTHBIN pacTBOPUTENb, KaK XJIOPUCTHIH MeTHJIEH, XjopodopMm, OeH3od,
TeTparuapodypaH u Tak nanee. Peakuus nmporekaer B uHTEpBajie temmeparyp ot -10 qo 100°C.

253

[Muknuzanuioo N-3amelieHHbIX AuOpoMaMuaoB (2) MOXKHO OCYHIECTBUTh B OOBIUYHBIX
YCIOBHSX KaTAINTHUECKOro mepeHoca (a3, UCTOoNb3ysl KaTtanu3atopsl, kak Dowex 2x10, conu
TeTpaaJKUIaMMOHUS, COJIM TETPAaTKUIApUIaMMOHUS, MPOCThIe KpayH-2QUpPbl U TakK Jajnee C
OCHOBAHUSIMH, KaK BOJHAs TMIPOOKHUCH HATPHs WM Kajus, KapOOHAT HATPHs WM KaJHs U Tak
janee.

ATBTEpHATUBHO CWJIBHBIE OCHOBAHMS, KaK THAPUJ HATpUs, JTUU3ONPONMIAMUL JIUTHUSA,
TpeT.-OyTuiIaT Kajusi, MOTYT OBbITb HCIOJB30BaHbl B PACTBOPHUTENSAX, KaK TeTparuapodypa,
JUXJIOPMETaH, AUMETOKCUATAH WU JUATWIOBBIA 3(up, MpU Temreparype peakiuuu oT -78 110
+80°C.
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153

[lpsiMasi KOHBepcHs XJIOPAHTHIPHIOB KHCIOTHI B OpOMOJIAKTaMBbl BO3MOXHA, €CIH
nepByto omepanuio (1—2) mnpoBomuTh B ABYX(a3HOH cMecH pacTBopuTeneil, Kak
BOJIa/IMXJIOPMETAH MM BOJA/XJI0pO(OpM U Tak Aajiee, B MPUCYTCTBUU THAPOOKUCH HATPUS HITH
KaJus B KadecTBe ocHoBaHMs. Karanuzarop, kak Dowex 2x10, conu TeTpaaqkniaMMOHHUS, COJTU
TeTpaaIKWJIAPWIAMMOHUS,  TPOCTBIE  KpayH-dQUpPHI  MOOABISAIOT, KOT/IAa  PE3YJbTaThl
TOHKOCJIOMHON Xpomartorpaduu WIM SKUIAKOCTHOM Xpomarorpauu BBICOKOTO JaBJICHUS
MOKa3bIBAIOT, YTO MPOU30ILIO 0OpazoBanue amua (2). TeMrepaTypsl peakiuu - B HHTEpBajie OT
0 no 50°C.

34

Comu tpudenundochonuss (4) Moryr OBITH TOTY4YEHBI OOpPabOTKONH OpOMIIAKTaAMOB
TpupeHmnpochuHOM B PaCTBOPHUTENNAX, KaK TeTparuipodypaH, TOIyosd, OeH30:, 3Tuialerar,
JTUXJIOpPMETaH, JUXJIOpITaH, XJI0pohopM U Tak jaajiee, npu remnepartypax ot 0 go 150°C.

Cxema 4
@ I
TBDMSO NH TBDMSO NR® o NE™ w0 NR?
o

(1) (2} (3 4)

ol CHy, (CH),
Ph,P NE? Br NR?
(6) (5)

ramen =1 wm 2;
R* npezcrasnster co6oii Hu3mmii ankumi-Qm, apankui-Q, apui-Q;
Q npencrasnser co6oit -CO- unmu —SO,-;
m=0wumm 1;
TBDMS o603Hauaet t-0y THITUMETUIICHITIIT;
Ms - MEeTHIICYIb(OHUIL.

[Tpomeccrl cornmacHo cxeme 4 TPOBOIMIH CIICTYIOITUM 00pa3oM.

W3BecTHbIN 3-TpeT.-OyTUinauMeTwicuiamiokcunupponuans-2 -on (J. Org. Chem. 55.
3684 (1990)) (1) amunmupyroT, Cyab)OHUPYIOT WM AJKWIHPYIOT COOTBETCTBYIOIIUMHU
TaJIONIAaHTUIPUIAMU, CyJIb()OHMWITAIOTCHUIAMH WIH aTKWITaIOTeHUIaMU TIPU UCTIOIh30BaHUH
HEOPraHUYECKUX OCHOBAHMM, TAKMX KaK TMIPOOKUCH HATPUS WIW Kanus, KapOOHAT HATpUS WIH
Kamus M TaK Jajnee, WIM OCHOBAaHWW, KaK TUAPUJ HATPUS WM Kajus, JTUTHHOPTaHUYECKUX
COEUHEHHM, KaK OYTWJUIUTUH, AUU3O0MPONUIAMU]L JTUTHS, UM TPETUYHBIX AMHHOB, TaKUX Kak
TPUATUIIAMHH, JUU3OMPONMMINTHIAMUH. Peakiuio mpoBOAST B pacTBOPHUTENE, TAKOM KaK BOJa
WM CMEILIUBAIOLIUECS C BOJAON PacTBOPHUTENH, KaK alleTOH, TeTparuapodypaH UM CHOHUPT, KaKk
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METaHOJI WJIM 3TAHOJ, €CIM MPUMEHSIOT HEOpraHW4YecKue OCHOBaHMA. B ciydae mpumeHeHUs
THIPUIOB, JUTHHAOPTAaHUYECKUX OCHOBAHWH WM TPETUYHBIX AMWHOB TIPEANIOYTHTEIHHBI
MHEpPTHBIE PACTBOPUTENH, KaK XJIOPUCTBHIA METHIIEH, XJ10podopM, OeH301, TeTparuapodypas u
Tak nanee. Temneparypsl peakuuu - B uHTepBasue ot -78 1o 150°C.

253

3amMTHYIO TPYIIY B COSNWHEHHWH (2) MOXHO YNAIHTh CTaHIAPTHBIMH METO/aMH,
ONMCAaHHBIMU B JIMTEpaType, TaKUMU Kak oOpaboTka s¢upatoM TpexdTopucroro Oopa B
raJIONAMPOBAHHOM YTJIEBOJIOPOJIHOM PACTBOPHUTENE, KaK XJIOPO(HOPM HITH XJIOPUCTHIH METHIICH;
00paboTkoil  (TOpUCTBIM  TeTpaOyTUIAMMOHMEM B OPraHMYECKOM pPAacTBOpUTENE, Kak
teTparuapopypas, o0paboTkoit ¢ropuaoMm kamus B 18-kpayH-adupe B OpraHMYECKOM
pacTBopuTene, Kak XJOPUCTBIH METWJeH WM TeTparuapodypaH: wid  o0paboTKoi
karanuzaTopoM Dowex W-X8 B MeTaHose, mpu 3TOM Bce 00pabOTKH IPOBOASITCS IPUMEPHO MPU
KOMHATHOU TeMIieparype.

34

Oxcurpynna coenuHeHuss (3) MoxeT OBITh IIpeBpalleHa B MeTWICylb(oHaT cC
UCTIOJIB30BaHUEM XJIOPUCTOTO METWICYJIh(OHMIA B PACTBOPHUTENE, TAaKOM Kak XJopodopm,
JTUXJIOPMETaH, JAUXJIOPATaH, TeTparuApodypaH, TUOKCAH, U OCHOBAHUS, KaK TUAPUA HATPHA,
TPUATIIIAMHH, TUH30MPONIIATHIAMIH. TeMIeparypa peakiui MOKET HaXOIUThCS B MHTEpBAJe
ot -80 o 150°C.

4-5

Metuncynsdonar (4) MoxxkeT OBITH TpeBpalieH B OpOMHI C HCIOJIb30BaHUEM
OpOMHUCTOTO TeTPaOyTHIAMMOHHUS WM OPOMICTOTO TETPAAIKHII - HITH T€TPAATKIIAPUITAMMOHHS
B pacTBOpuTelNe, Kak JUMeTWI(hopMaMul, AMMETHICYIb(POKCHT, TeTparuapodypaH, ITUOKCaH,
XJIOPUCTBIN METHIIEH, XJIopodopmM, OEH30JI M Tak nanee. Temrmeparypa peakilii HaXOAWTCS B
uHTepBaie ot -10 1o 150°C.

35

AnprepHatuBHO cnupT (3) MOXeT OBITh HEMOCPEICTBEHHO INpEBpalleH B OpoMu[ C
UCIoNb30BaHueM nuopomrpudenundochopaHa B pacTBOpUTETIE, TAKOM KaK JUMETHI()OpMaMuI,
JTUMETUICYTB(OKCHL, TeTparuapodypaH, IMOKCaH, XJIOPUCTHIM METUIIEH, XJI0podopM, OeH301 U
Tak fnanee. TemnepaTypa peakiuu MOKeT ObITh B MHTepBaie oT - 10 1o 150°C.

5-6

Comnpb tpudenundochonus (6) MoxxeT ObITH MOTydYeHA B3auMoiecTBUEM Opomitakrama (5)

B pacTBOpHTENE, TAKOM KakK TeTparupodypas, TOIyoj, OEH30J, 3THIALETAT, TUXJIOPMETaH,
JTUXJIOpATaH, XJI0podopM U Tak gainee, ¢ TpudpeHmidoc-puHOM B HHTEpBaie TemnepaTtyp ot 0 1o
120°C.

CxeMma 5
Br Br
}.m - CONHR?
Br Br
(1 2
o : HLC
N,
o o R
@ (3
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R? - uMeeT 3HaueHUsl, ONPE/IEIIEHHbIE BBIIIIE.

[Tpoueccsl 1o cxeme 5 BBIMOIHSIIN CIEAYIOINUM 00pa3oMm.

152

AmMuzpl (2) MOTYT OBITH IOJTyY€HBI U3BECTHBIMU B JIUTEPAType METOJaMU U3 U3BECTHOTO
xnopanruapuaa quopomcoeaunenus (1) (J. Org. Chem., 20, 780 (1955)).

23

MetuneHaneTuIMHOHBI (3) Mosydanu Mo aHaJoOTUU ¢ u3BecTHhIMU Metoaamu (J. Chem.
Soc. Chem. Commun., 903 (1978)) oGpaboTkoii coemuHeHus (2) OCHOBAaHWEM, TAKUM Kak
THIPOOKHUCH HATPUS WU KaJlusl, KapOOHAT HATPUS WM KaJHs U Tak Jajee, B OOBIYHBIX YCIOBHUAX
($a30BOro nepeHoca, MCHOJb3ysl COJM TETPAAIKII- MU TeTpaajKuiapuiaMMmoHus win Dowex
2x10 B KauecTBe Karajuzaropa nepeHoca ¢a3. PacTBopurenu, Kak TeTpaxJOpMeTaH,
JTUXJIOPMETaH, JUXJIOPITaH M Tak Jajiee, MOT'YT ObITh MCIOJIb30BaHbl B MHTEpBAje TEMIIEpaTyp
ot -10 no 50°C.

3—4

Keron (4) mMoxer OBITh MOJY4YE€H O30HOJU30M B PACTBOPUTENAX, KaK JAUXJIOPMETaH,
ATUJIALIETAT, METAHOJI WM B MX CMeCAX ¢ JI0OaBleHHMEeM MUpUIuHA, KapOoHaTa KajbIUs U Tak
nanee wiu 6e3 100aBiIeHUs TAaKOBBIX. Peakluio MpoBOJAT B MHTEpBaJie TeMIeparyp otT -78 1o
0°C.

AJNbTepHaTUBHO coenuHeHHe (4) MoxkeT OBITh IOJNyYeHO C  HCIOJb30BaHUEM
OKHUCJIUTENbHBIX PEAaKTUBOB, KaK HaaHOIUCTas KUCIOTa, (MeTa)-MepruojaT Kalius WiId HaTpus,
IIEpPMAaHraHaT HaTpus WM Kajdusl M Tak Jajgee C TETPAOKCHIOM OCMMsI WIH TETPAOKCHIOM
pYTEHUST B pacTBOPHUTENSAX, TaKuUX Kak TeTparuapodypaH, AMOKCaH, CIHUPTHI, aleTOH C
nobasiieHHeM Bo/bl. Temreparypa peaklui HaxoAuTcsl B uHTepBaje ot 15 go 50°C.

[TonroroBka HCXOAHBIX M MPEAUCXOJHBIX HCXOAHBIE MaTepHalibl COSAUHEHUN JUIs
MOJIyYeHUs KOHEYHBIX IMPOJYKTOB COIVIACHO HACTOALIEMY W300pPETEHUIO OMMCAaHBbl HMXKE MO
3aronoBkoM "[lomyuenus 1-18". 3aTtem cienyer onucanue "IIpumepon 1-29", mumroctpupyromiee
MOJTyYeHHE KOHEYHBIX MPOAYKTOB COTJIACHO HACTOSILEMY H300pETEHUIO.

B mpumepax, mpencTaBiIeHHBIX HUKE, NMPUMEHSIOTCS JABE Pa3IMYHbIX HOMEHKIATYPbI
Ha3BaHUI KOHEUHBIX NMPOJIYKTOB, U 00€ SIBJISIOTCS OQUIIHMATIBHBIMH, & UMEHHO:

Chemical Abstracts Service, P.O.Box 3012, Columbus, Ohio 43210;

- Beilstein-Institut fur literatur der organischen Chemie, Varrentrappstrasse 40-42, Carl-
Bosch-Haus, D-6000 Frankfurt(Main) 90.

JUis HarssIIHOCTH KOHEYHBIH MPOIYKT 1Mo npuMepy 21 ornpeseneH HIKE COrJIaCHO 00erM
HOMEHKJIaTypaM:

"Chemical Abstracts": [6R-13(E),6a,7B(Z2)]]-7-[[(2-amun0-4-THa30mm1) (OKCUUMUHO)
anetTwi| amuHo| -3-[(1-muKIonponUI-2 -0KCo- 3 -MUPPOUINHUIUICH )METHII |-8-0KCO-5-THa- 1 -
azabunukio [4.2.0] okT-2-eH-2-kapOoHOBasI KUCIIOTA.

"Beilstem": (6R,7R)-7-[(Z)-2-(amuHO-THa301-4-111)-2-0OKCUMMHHO-arieTugaMuHo |-3-[(E)-
1 -IMKIOMPONHII-2-0OKCOMUPPOTHINH- 3 -UITHIEHMETHI |-8-0KCO-5-THa- | -azabunukino [4.2.0] okrt-
2-eH-2-kapOOHOBAs KUCJIOTA.

[Tomyuenue 1

pain-2,4-nudpom-N- (2,2,2-TpudTopaTii) — OyTaHaMH]T

181 r (1.3 mounst) ruapoxiopuaa 2,2,2-rpuropaTUIaMUHA PACTBOPSUIM B 165 M1 BOJBI U
nobasisn 840 mn auxsnopmerana. CMech oxnaxaanu A0 0°C u sHepruyHo nepememuBaiu. B
teueHue 14 wmuHyT poGaBmsmm pactBop 312 r  (1.18 wmons) xmopanruppuna  2,4-
nuopomOyTanoBoit kucnotsl (J. Med. Chem., 1987, 30, 1995) B 165 mu auxnopmerana. [Tocne
storo npobasmsuim 109 r (2.71 monst) ruapookucu HaTtpust B 165 M1 BOIBI €O CKOPOCTBIO,
MIPUBOJAIIEH K MOAJEpkKAHUIO TeMiiepaTypbl Mexay 7 u 10°C, u nepeMemmBanue MpoI0JnKalu
4 yaca ipu TOM TeMmiepatype. 3areM ¢a3bl pa3aensuid. Bognyto ¢asy 1Ba paza sKkCTparupoBaiu
200 M nuxiopmerana. O0beAMHEHHBIE Opranndeckue ¢aspl mpoMbiBaid oauH pa3z 300 mi 0.5M
HCI, onun pa3 300 mi 5 %-Horo pactBopa OukapOoHaTa HaTpust U oauH pa3 300 mi paccona u
cymnmiid Haj cynbdarom wmaraud. [locne BblmapuBaHMs PACTBOPUTENS MOJMydYaldd TBEPIOE
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OecrBeTHOE BemecTBO. Beixoa: 268 r (69.5 % macc.)
UK-cnextp (KBr): 1670, 1556 cm™
Macc-cnekrp (EI): 328 (M")
CriocoOoM, OMUCAHHBIM B MPEIBIAYIIEM TpUMepe, MOMydalld TakKXKe CIEAYIOIHe
COCIMHEHHUS:
N-amnmin-2,4-mubpom-0yTrpamug
WK-cniektp (ruenka): 1660 cm™
Macc-cniektp: 204 (M-Br) (R,S)-2,4-nubpom-N-1iporn-2-uHui-0y Tupamu
Crnektp SAMP (DMSO-ds): 6 = 2.39 (2H, q), 3.18 (1H, t), 3.57 (2H, m), 3.91 (2H, m),
4.52 (1H, t), 8.91 (1H, mwup.t).
(R,S)-2,4-muGpom-N-1imanomeTuinOy TupamMu g
UK-crextp (KBr): 2245, 1665, 1537 cm™
Macc-criektp (EI): 285 (M+H)"
(R,S)-2,4-mubpom-N-nipuauH-4-un0yTupamui
(R,S)-2,5-mub6pommnentanounxiaopua [Chem. Pharm. Bull 30, 1225 (1982)].
2,2,2-tpucpropatunamun (R,S)-2,5-au0poMiieHTaHOBON KHUCIOTHI
UK-cnekrp (KBr): 1663 cm™
Macc-criextp (EI): 341 (M")
Huknonpormnamua (R,S)-2,5-nu6poMneHTaHOBOM KUCIOTHI
UK-cnextp (KBr): 1652 cm™
Macc-crniektp: 218 (M-Br)*
(R,S)-2,4-nu6pom-N-nirpazun-2-undyTupaMu
HUK-cnekrp (KBr): 1698 cm™
Macc-cnektp (EI): 321 (M)
(R,S)-2,4-116pom-N-IIUKIONPONUIMETHIOY TUPAMU
UK-cnextp (KBr): 1651 cm™
Macc-criektp: 298 (M+H)"
(R,S)-2,4-n16pom-N-(2-1imanos T )-0y TupamMmu
UK-cnektp (KBr): 2240, 1661, 1546 cm™
Macc-criextp: 299 (M+H)"

[Tonyuenue 2

a) pan-3-6pom-1-(2,2,2-tpudTop3Tii) -2 -mUppOIUIOH

268 r (0.82 moms) pan-2,4-nuopomo-N-(2,2,2-tpudropaTrin)-OyTaHaMuaa pacTBOPSIIIH B
2 n puxnopmeraHa u 950 ma 50 % pacTBOopa TMAPOOKHMCH HaTpus M A00aBimsmu 26.8 T
karanuzatopa Dowex 2x10. Cmech sHepruyHo mnepememuBaiv 1.5 yaca mpu KOMHATHOM
TeMmreparype. 3aTeM CMech BBUIMBAIW Ha 2 J1 CMECHU JibJia ¥ BOJBI U (a3sl pasaensin. BogHyro
¢da3y aBa pasza IKCTparupoBaiw 1 J1 guxiiopMeTaHa, W OOBEAMHECHHBIC OPTaHUYEeCKUE (a3bl
MIPOMBIBAJIA OUH pa3 1 11 Boasl, onuH pa3 1 1 10 % pacTBopa XJI0pUCTOrO HATPUS U CYLIHINA HAJ
cynbatom maruusa. [locne BwimapuBanusi pactBoputens npu S5S0°C momyyanu OeclBETHOE
BEIIECTBO, KOTOPOE UCIIOIB30BAIH Ha CIEAYIOIeH cTaauu 0e3 JOMOTHUTEIbHON OYMCTKH.

Boixona: 190.7 r (95 % macc.)

HK-cnekrp (uienka): 1717, 1267 em™

Macc-criextp (EI): 245 (M").

[To ciocoOy, onrcaHHOMY BBIIIIE, TONyYall TAKKE CIETYIONINE COSTUHEHUS:

pait-3-0poMm- 1 -IuKIoIPONUII-2-TUPPOTUAUHOH

DNEeMEeHTHBIN aHau3:
Boeruucneno C 41.20 H4.94 N 9.86 Br 39.16
Haiimeno C40.85 H5.05 N 7.01 Br39.77

(R,S)-1-anmnmi-3-0poMIuppoIUIUH-2-0H

WK-cniektp (ruienka): 1649 cum™

Macc-cnekrp (EI): 203 (M").

(R,S)-3-6pom-1-(5-MeTunuzokcazon- 3-mi) -mUPPOTUINH-2-0H
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MK-cnextp (KBr): 1715, 1614, 1513, 1456,1306, 1262 cm™

Macc-cnektp (EI): 244 (M-1); 165 (M-Br)

(R,S)-3-6pom- 1 -ntupuanH-2-ua-muppoauanH-2-0H

UK-cnexrp (KBr): 1703, 1588, 1434, 1399 cm™

Macc-cnektp (EI): 240 (M-1); 161 (M-Br)

(R,S)-3-6pom- 1 -mupuauH-3-WIMApPOTUIUH-2 -0OH

MK-cniextp (KBr): 1699, 1578, 1483, 1430, 1399, 1304 cm!

Macc-cnektp (EI): 240 (M-1)

(R,S)-1-(3-6poM-2-0Kco-NUppONTUIUH- | -1IT)-0KCA30IUANH-2 -OH

UK-crextp (KBr): 1760, 1713, 1218 cm™

Macc-cniektp (EI): 249 (M); 169 (M-Br)

(R,S)-3-6pom-1-(5-tpudTopmernn-1,3,4-Tnaanazon-2-ui)-muappoauanH-2-0H

WK-cnextp (KBr): 1722, 1499, 1476, 1335, 1155, 1038 cm!

Macc-cniektp (EI): 315 (M-H), 236 (M-Br)

(R,S)-3-6pom-1-THa301-2-UA-muppoIuIuH-2-0H

UK-cnekrp (KBr): 1705, 1505, 1462, 1384, 1326, 1263 cm™!

Macc-cnektp (EI): 246 (M-H)

(R,S)-3-6pom- 1 -niporn-2-uHUATIUPPOTUANH-2 -OH

Crnektp AMP (DMSO-d¢) 6 =2.20 (1H, m), 2.56 (1H, m), 3.32 (1H, t), 3.46 (2H, m),
4.08 (2H, m), 4.70 (1H, m).

Cwmecs (R,S)- u (S,R)-3-6pom-1-[(R,S)-1,1-quokco-TeTparuaporuoden-3-un|-
MAPPOIUANH-2-0HA

UK-cnekrp (KBr): 3435, 2949, 1687, 1432, 1297, 1126 cm™!

Macc-cnektp (EI): 202 (M-Br)

(R,S)-3-6pom-1-(6-MeToKCUTUPHUIUH-3 -1 )-TUPPOITUIUH-2-0H

UK-cnextp (KBr): 3431, 2968, 1695, 1501, 1419, 1288 cm™

Macc-cnektp (EI): 270 (M-H)

(R,S)-3-6pom- 1 -nupuann-4-un-nuppoiauinH-2-oH

(R,S)-3-6pom-1-(2,2,2-TpucTOpa TN )-IUIIEPUIUH-2-0H

UK-crektp (ruienka): 1760 cm™

Macc-crniektp (EI): 259 (M")

(R,S)-3-6pom-l-tiuxnonponunnunepuuH-2-0H

WK-cnektp (ruienka): 1658 cm™

Macc-criextp (EI): 217 (M)

(P,8)-3-6pom- 1 -nmupazuH-2-UImUppOIUINH-2-0H

UK-cnextp (KBr): 1707 cm™

Macc-cnektp (EI): 241 (M)

(R,S)-3-6poM-I-nuKIonponmuIMe TUIITUPPOTUANH-2 -OH

HK-cnexrp (muienka): 1700 cm™

Macc-criextp (EI): 189 (M-C;H,)

b) (R,S)-3-6pom-2-0kconuppoauIuH- 1 -UaaneTOHu TPUII

(R,S)-2,4-nu6pom-N-nimanometmnnoytupamua (11.26 r, 39.7 mmornst) 1o0aBisiid MalbIMU
NOPIMAMH K cycrieH3un ruapunaa Hatpus (1.14 1, 47.5 mmonst) B Terparuapodypane (50 min) npu
0°C B atmocepe aprona. Peakimonnyro cMmech nepememmBanu 2 daca mpu 0°C u 1 gac npu
KOMHATHOU TeMIepaType, 3aTeM BBUIMBAIN B HACHIIIEHHBIH PaCTBOP XJIOPUCTOTO aMMOHUS (250
Mn). [TomydeHHy0 CMECh SKCTparupoBaiid IuxjopmeranoMm (2 pasza mo 150 mur). OObeuHEHHBIC
OpraHMyYecKue cJOou MpoMbIBalM paccosoM (150 mi), cymmnu Haja cyiabparoM MarHusi H
BhImapuBaii. OCTAaTOK OYMINATK Xpomarorpaduell Ha CHIMKareje, UCIONB3Yys B KadecTBe
AIIIOEHTA CMECh dTUJIAIETAT/I-TeKCaH B OTHOIIEHUH 2:1.

Beixoa: 6.52 1 (81 % macc.)

HK-cnexrp (KBr): 2245, 1709 cm™

Macc-criektp (EI): 202 (M")
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Crioco6oMm, OMHMCaHHBIM BBIIIE, TTOTYYaId TAaKXKe CIEeTYIONNe COCTUHEHUS:
(R,S)-3-(3-0poM-2-0KconUppOAUANH- | -1IT)-IPOITUOHUTPUIT

HK-cnexrp (muienka): 2249, 170 cm™

Macc-criektp (EI): 216 (M")

[Tonyuenue 3
Pani-[2-okco-1-(2,2,2-TpudropaTin)-nmuppoiauaus-3-ui]-rpudennndocoHnitdpomua
189 r (0.77 mons) pan-3-6pom-1-(2,2,2 -tpudTopaTHI) -2-NTUPPOIUIOHA
pactBopsiM B 1 11 Tonyona u go6asnsiu 222 1 (0.85 momns) tpudenmndocuna. Cmech
OCTaBJSUTM HAa HOYb IPH HArpeBaHWU C OOpATHBIM XOJIOAWIBHHKOM B arMocdepe aproHa,
IPOAYKT HAYMHAJ BBINIAIATh B 0CAI0K. 3aTeM cMech oxJaxkaanu 10 5°C u cierka KopuyHeBaTble
KpUCTAIBl OTQWIBTPOBBIBaNM. MX paBaxkapl mepememmBanu B | 11 Terparmapodypana,
¢bubTpoBaNIK U cyIIIK B Bakyyme npu 50°C.
Beixom: 308 1 (79 % macc.) OecBEeTHBIX KPHUCTAJIOB
Crexrp 'H-SIMP (CDCl)): & [4acreit na mummon] 2.17 (m, 1H), 3.2-3.5 (m, 3H), 3.93
(dd, 1H), 4.24 (m, 1H), 6.91 (m, 1H), 7.60-8.03 (apom., m, 15H)
HUK-cnexktp (KBr): 1690 cm™' Macc-cniextp (ISP): 428.3 (M)
OnemenTHbIN aHanu3 it CouH,»BrF;NOP:
Boeruucneno: C 56.71 H4.36 N2.76
Haiineno: C 56.64 H 4.37 N2.60.
Cnoco0amu, ONMMCAaHHBIMU BBIIIIE, TOJIyYaIH TAKXKe CIEAYIOLUINE COSUHEHUS:
(R, S) - (1-mmKITOTIPOTTINII-2-0KCOMUPPOTHINH-3-11) ~-TpUPeHUIPOCHOHNHOpOMHUT
DJeMEeHTHBIN aHaIu3:
Boruncneno: C 64.39 H5.40 N 3.00 P 6.64 Br17.13
Hatineno: C64.12 H5.48 N2.69 P6.56 Br17.36
(R,S)-[ 1-(5-MeTmnmm30Kca30-3-mi)-2-0KCOMUPPOTUANH-3-1] - TprudeHumndochoHmii-
Opomu
Macc-cnekrp (ISP): 427.5 (M")
HUK-cniexktp (KBr): 1709, 1608, 1504, 1436, 1276, 1110 cm™!
(R, S) - (2-okco-1-nmupuauH-2-UATUPPOTUANH- 3-1i) -TpUupeHIIPocHOHNHOPpOMHUT
Macc-crniektp (ISP): 423.4 (M")
UK-cnextp (KBr): 1697, 1587, 1469, 1436, 1394, 1305 cm!
(R,S)-(2-okco-1-nmupuaus-3-uanuppoauanH- 3 - wi) -rpudenmidochonuiiopomun
Macc-criektp (ISP): 423.4 (M")
UK-cnekrp (KBr): 1693, 1486, 1437, 1391, 1307, 1109 cm!
(R,S)-[2-0kco-1-(2-0KCO-0KCa30MUINH-3-1IT)-TTUP PO ANH- 3 -1 |-Tpr eHrIPochOHNTI-
Opomu
Macc-cnektp (ISP): 431.4 (M-Br)
UK-cnekrp (KBr): 1774, 1711, 1439, 1111 cm!
(R,S)-[2-0kco-1-(5-Tpudropmermi-1,3,4-trannazon-2-uin)-muppoauauH-3 -1 |-
TpudenundochoHnOpoMuy
Macc-cnektp (ISP): 498.4 (M-Br)
UK-cnexrp (KBr): 3435, 1707, 1473, 1438, 1332 c™m™
(R,S)-(2-0kco-1-THa30a-2-uImuppoNuanH- 3 -ui) -TpudeHnIpocHoHnHOpoMHuT
Macc-cnextp (ISP): 429.5 (M-Br)
HK-cnextp (KBr): 2781, 1694, 1504, 1460, 1437, 1324 cm™!
(R,S) -1 -(annun-2 -oxconupponauauH-3-ui)-Tpudenunpochornitopommn
Macc-cnektp (ISP): 466.3 (M+H)"
HK-cnekrp (KBr): 1685 cm™!
(R,S)-(2-okco-1-npon-2-uHUImuppoauIuH-3-ui )-Tpud eHmtdhocHoHmitO pomu
Macc-criektp (ISP): 384.3 (M")
HK-cnextp (KBr): 1690 cm™!
(R,S)-(1-unanomeTun-2-0Kco-mUppoIuaAnH-3-mi)-Tpudenundochonuitdbpomus
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Macc-cnektp (ISP): 385.4 (M")

UK-cnextp (KBr): 2240, 1695 cm™!

Cwmecs [(R,S)- u ((S,R)-1-[(R,S)-1,1-auokcoTeTparunporuoden-3-mi| -2-
OKCcOnUPpOHANH-3 -1 |-TpudenundochoHnitdpomuia

Macc-cnektp (ISP): 464.4 (M-Br)

UK-cnextp (KBr): 3431, 1684, 1437, 1300, 1114 cm™

(R,S)-[1-(6-MeToKCHTTUPUANH-3-1IT) -2 ~-OKCOMUPPOIUINH-3 -1 - TpudeHmpochoHmii-
Opomu

Macc-cnektp (ISP): 453.4 (M-Br)

UK-crextp (KBr): 1688, 1602, 1493, 1437 cm™!

(R,S)- (2-okco-1-nmupuanH-4-wi-nuppostuauH-3-ui)-TprudeHnnpochoHntdpoMu g

(R,S)-[2-0kco0-1-(2,2,2-TpudTOpaTIN )-TUnIepuIuH-3 -1 |-Tpudennnpochonuitdbpomma

Macc-cniektp (ISP): 442.4 (M")

UK-cnextp (KBr): 1747 em™

(R,S)- (1-uukiaonponui-2-oKkconunepuaus- 3 -ui) -tpupenunpochoHuitopomu

Macc-criextp (EI): 400.2 (M")

WK-cniexktp (KBr): 1638 cm™

(R,S)-(2-0kco-1-nupa3un-2-uanuppoiauant-3-ui)-TpudennndocoHuitbpomua

Macc-cniektp (ISP): 424.5

UK-crextp (KBr): 1697 cm™

Cwmech (R)- u (S)-(1-uukmonponmiMeTHi-2-0Kco-MuppoauanH-3-1ui)-Tpudenundocdo-
HUHOpOMHIA

Macc-cnekrp (ISP): 400.4 (M")

UK-crextp (KBr): 1679 cm™

(R,S)-[1-(2-muanosTu)-2-oKkconuppoauIuH-3-ui] - Tpudenumndochonnitdbpomus

Macc-cnekrp (ISP): 399.4 (M")

WK-cniektp (KBr): 2244, 1688, 1639 cm™

(R,S)-(2-0okco-1 -pennnnunepuann-3-mn)-rpudenmindochoHniidpomug

Macc-cnektp (ISP): 436.4 (M")

UK-cnextp (KBr): 1645, 1437 cm™!

[Tonyuyenue 4 (R,S)-3-(TpeTOyTHIIMMETUICHIAHUIOKCH )- 1 -(4-MeTHIhEeHUICY Tb(POHIIT)
-IIUPPOJIUJINH-2 -OH

16 T (0.070 momns) (R,S)-3-(TpeT.-0y THAAUMETHICUIWIOKCH )-TIUPPOIUANH-2-0Ha [J. Org.
Chem. 55, 3684 (1990)] pactBopsimu B 150 mu TeTparuapodypana u oxnaxnanu jao -78°C. Tlo
gacTtaMm no6apnsuiu ruapu Hatpus (3 T, 0.077 Monst) U cycneHsuro nepeMeruBaid 30 MUHYT.
ITo xamsim B Teduenne 30 MUHYT 100aBISUTH pacTBOp Toiyol-4-cynbdoxmopuna (14.7 r, 0.077
MOJIs) B TeTparupodypaHe U CMech OCTaBIISIIN JJIs B3auMoaAeicTBHs Ha 1 vac npu -78°C u Ha
Houb mpu 0°C. 3areM OCTOPOXKHO J00aBIISIM HECKOJBKO MJI BOJBI M PAcTBOP BHIIApUBAIIU.
ITonyuenHoe sxentoe macio pactBopsiau B 300 mu sTuianerara, 2 pasza npoMbiBanud 150 mi
Boabl, 1 pa3 150 My paccona u cymmwmm Han cyibgatoMm MmarHus. [locie KOHIEHTpUPOBAHUS
oprannueckoi (a3l octaTok nepememnBany B cmecu 100 M H-rekcana u 40 M1 TUATUIOBOTO
a¢upa, oxnaxnanu g0 0°C, TBep1oe BEMIECTBO OTHUIBTPOBBIBAIH U CYIITHIIH.

Brixon: 17.6 T (68 macc. %) 6ecliBeTHBIX KPUCTAIIOB

Macc-cnektp (ISP): 354 (M-CHj5)

UK-cnexktp (KBr): 1742 cm™

[To onucanHOW BBIIE METOAUKE TOJNYy4Yaldd TaKXkKe CIEAYIOIIUE COCIUHECHUS:
TperOyTHioBslit 3dup (R,S)-[(3-TpeT-OyTHnaumMeTniICHIaHnIOKCH )-2-0KCONUPPOTUANH- 1 -1 ]-
YKCYCHOM KHUCIJIOTBI

Crnektp AMP (DMSO-ds) 6 0-0 (6H, s), 0.78 (9H, s), 1.32 (9H, s), 1.67 (1H, m), 2.25
(1H, m), 3.20 (2H, m), 3.79 (2H, dd), 4.22 (1H, t).
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ITomyuyenue 5

(R,S)-3-okcu-1-(4-mMetundeHuncynbHoHmI)-TUPPOTUAUH-2-0H

15.86 r (0.043 momns) (R,S)-3-(TpeTOyTHIAMMETHICHIIAHUIIOKCH)- 1 -(4-MeTuheHnICy-
T6()OHUN)-TTUPPOSTUINH-2-0Ha pacTBOpsid B 250 M xymopodopMa U OCTaBISUIM HAa HOYb IS
B3auMojieiictBusa ¢ 16 mu adupara tpexdropucroro 6opa. PactBoputens Beimapusanun u pH
OCTaTKa yCTaHABJIMBAIM PaBHBIM 7 MpPH MOMOUIM HACBHIIIEHHOTO pacTBopa OMkapOoHaTa HaTpU
u 2 pasa skctparupoBanu 300 mn auxinopmerana. O0beuHEHHBIE opranndeckue (assl 3 pasza
npoMbiBasid 300 Mu1 BOZIbI, CYLIMIIM HaJ CylIb(paToOM MarHusi U KOHIEHTpupoBaiu. [lomydeHHsblit
TBEpJBIA Marepuan IMepeMelrBald 2 dYaca B JAMITHIOBOM 3¢upe, OXJIOKAAIHM U
OT(QUIBTPOBBIBAIIH.

Beixon: 7.27 1 (66.4 % macc.)

UK-cnextp (KBr): 1731 em™

Macc-cnekrp (EI): 256 (M+H)"

CornacHO OMKMCAaHHOMY BBIIIIE MTPOLIECCY MOJIyYaIH TAKXKE CIEIyIOIINe COSTUHEHUS:

TpetOytunossiii 3¢up (R,S)-(3-okcu-2-okconuppoauIuH- 1 -1i)-yKCyCHON KUCIOTHI

UK-crextp (KBr): 1740, 1688 cm™!

Macc-cniektp (EI): 142 (M-OC4Hy), 159 (M-C4Hs)

[Toryuenue 6

(R,S)-1-(4-metundenmicynbhoHMT )-2-0KCOMUPPOTUTUH-3-UITOBBIN 3PUp MeTaHCYIb(HO-
KHCJIOTBI

7.2 r (28.2 mmons) (R,S)-3-okcu-1-(4-metundennncyabhoHun)-mupponuInH-2-o1a u 4.7
M (33.8 mmosst) TpudTHiIaMuHa pactBopsuid B 100 mur nuxiopmerana u oxnaxkaanu g0 0°C.
Mennenno no6asmsum 2.6 M (33.8 MMods) MeTaHcyibdoxnopuaa u cMech nepememmbaiu 30
MuHyT npu 0°C - 5°C u 1 yac npu KOMHATHOM TemrepaType. 3aTeM CMECh IPOMBIBAJIN 110
omaoMy pazy 100 mi Bombl, pa30aBIEHHOW XJIOPHUCTO-BOAOPOJHOW KHUCIOTOH, 5 %-HBIM
pacTBopoM OukapOoHaTa HaTtpust W BoJoW. OpraHuueckyro (azy cymwid HajJ cylibhaToMm
Mar"usi 1 KOHUeHTpupoBaiu. OCTaToOK NepeMennBaii B AUITUIOBOM dPHpe, TBEPIOE BEIIECTBO
OT(UIBTPOBBIBAIIN U CYLIHIIH.

Brixon: 8.14 r (87 % macc.) UK-ciextp (KBr): 1751 em™!

Macc-cniektp (EI): 269 (M-SO.)

ITo onmcaHHOM BhIIIE MPOIEAYPE MOTYyYaIH TAKXKE CIETYIONINE COeIUHEHUS:

TperOytunoseiii  3¢up (R,S)-(3-meruncynbdoHunokcu-2  -0KCo-MUppOTUANH-1-11)-
YKCYCHOM KHUCIJIOTBI

MK-cnextp (KBr): 1739, 1702 cm™

Macc-cniektp (EI): 220 (M-TperOyTunokcu)

(R,S)-1-(4-meToxcrOeH30U )-2-0KCO-TUPPOIUUHII-3-UIIOBBIH 3(UpP METaHCYIb(POKH-
CJIOTBI

Crnektp SAMP (DMSO-d¢) & (uacreit Ha mminon) 2.38 (m, 1H), 2.64 (m, 1H), 3.28 (s,
3H), 3.69 (m, 1H), 3.84 (s u m, 4H), 5.50 (dd, 1H), 7.0 (d, 2H), 7.62 (d, 2H).

[Tonmyuenue 7 (R,S)-3-6pom-1-(4-meTundenmicynbhoHn) -MUppoIuaAnH-2-0H

8.1 r (24.3 mmomns) (R,S)-1-(4-meTundennncyabpoHm)-2-0KCo-MUPPOTUANH-3-UIT0BOTO
sapupa MeTtaHcynbPoHOBOM KUCIOTHI u 8.4 T (29.2 MMonsg) TeTpaOyTUIaMMOHUUOpOMUAA
noaBepragu B3aumojeicTBuio B 60 min mumermwidopmamunga npu 80°C B TedyeHwe 3 4acos.
3areM pacTBOpUTENb BBIMAPUBAIM, U OCTaTOK pacTtBopsiau B 300 mu stunanerata. OcraTok
TPl TpoMbIBaId Bogol mo 150 mut, 1 pa3 150 M HackliieHHOro pactBopa OukapOoHaTa
Hatpust U | pa3 pacconmom. Opranumueckyro a3y cymmim Haja cyinb(aroM MarHus H
KOHIIEHTPUPOBAJIM, OCTaTOK OYMINAIM Xpomartorpadueil Ha cuiukarene (dJIOEHT - CMeCh H-
reKcaHa/dTujaleTaTa B OTHOIEHUH 4:1).

Beixox: 5.57 r (72 % macc.) UK-cnexrp (KBr): 1738 cm™

Macc-cniektp (RI): 253 (M-SO,)

CornacHO ONMMCAaHHOMY BBIIIIE MTPOLIECCY MOJTYYaIH TAKXKE CIEIYIOIINE COSUHEHUS:
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(R,S)-3-6pom-1-(4-MeTOKCUOESH30UN )-TUPPOTUIUH-2-0H

Crextp AMP (DMSO-dy): & [gacteii Ha mumuroH]| 2.29 (m, 1H), 2.74 (m, 1H), 3.83 (s,
3H), 3.87 (m, 2H), 4.90 (dd, 1H), 7.0 (d, 2H), 7.62 (d, 2H).

TperOytunossiii 3¢up (R,S)-(3-0poM-2-0Kco-NMUPpONIUIUH- 1 -1IT)-yKCYCHOM KHCIOTHI

Cnextp SAMP (DMSO-dq): 6 1.42 (9H, s), 2.20 (1H, m), 2.61 (1H, m), 3.38 (2H, m), 3.95
(2H, dd), 4.69 (1H, m).

[Tonmyuenue 8

(R,S)-[1-(4-meTundenuncyabPponmi) -2 -0KCO-MUPPOIuaAnH-3-mi|-Tpudenundoconuii-
Opomu L

55 1 (17.28 mmons) (R, S)-3-6pom-1-(4-metundenunncynbhoHuI)-TUpPOTUINH-2-0HA
pactBopsuti B 80 mut TeTparuapodypana u qodasnsiu 5.4 r (20.74 Mmmons) tpudenundochuHa.
CmMmech HarpeBaiu ¢ 0OpaTHBIM XOJOJMIBHUKOM 72 yaca. TBep/j0e BEIecTBO OTPHIBTPOBBIBAIH
Y CYIIWIIH.

Beixon: 6.4 r (64 % Mmacc.)

UK-crextp (KBr): 1724 cm™

Macc-criextp (ISN): 500.3 (M+H)"

CornacHO ONMMCaHHOMY BBIIIE TPOIIECCY MO MPEIBIAYIIEMY MPUMEPY MOTydalld TaKKe
CIIEAYIOIINE COSMHEHUS:

[ 1-(4-mMeToKCHOEH301 )-2-0KCONUPPOTUANH-3-1 | -TprudeHundochoHnioOpoMu

HK-cnexrp (KBr): 1725, 1684 cm™!

Macc-cnektp (ISP): 480 (M")

(R,S)-(I-TpeTOyTOKCHKapOOHUIMETHII-2-0KCO-ITUPPOIUIANH-3-11) - TpueHm1pochoHmii-
Opomu L

Cnektp SAMP (DMSO-de): 6 [gact.maH] 1.39 (s, 9H), 2.38 (m, 1H), 2.62 (m, 1H), 3.31
(m, 1H), 3.55 (m, 1H), 3.89 (s, 2H), 5.72 (m, 1H), 7.7-7.9 (m, 15H).

103

[Tomyuenue 9

3-6pom-2-6pommeTiii-N-peHnIIponuoHaMH

2.45 r (10 mmoneit) 3-6pom-2-6pomMMmeTunnponuoHoBoi kucaotsl (J. Org. Chem. 20, 780
(1955)) narpeBanu ¢ oOpaTHBIM XOJIOJMJIBHUKOM B 2 MJI THOHWIXJIOpU/A B TeUeHHE 3.5 4acoB.
M30BITOK THOHIIXIIOPUIA YAASUTA 3aT€M B BaKyyMe M OCTaTOK JIBaXKIIbI BBITAPUBAIH C 3 MII
Tonyosia. OCTaTOK pacTBOPSIM B 5 MJ1 O€H30J1a U MO KaruisiM J00aBIsUIM K pacTBopy 2 mi (22
MMoJIs) aHuiIuHa B 25 mi 6ensona npu 10-20°C. Yepes 4 yaca k cycrneH3uu 100asnsin 50 mi
sTHIaleTaTa, W cMmech dKcrparupoBanu 0.2H X10puCTO-BOJOPOJHON KHCIOTOH, BOJOH,
pacTBopoM OukapOoHaTa HaTpws (5 %) U paccosioM Kaxk b pa3 mo 25 mi. Opranudeckyio ¢a3zy
CYIIMJIM HaJ CyJib()aTOM MarHus U BbITapUBaIU B BakyyMme. TBepablil OCTaTOK KPUCTAJUIU30BAIN
u3 xjopodopma.

Brixon: 1.93 r (60 % macc.)

Temneparypa mnaBnenust: 143-144°C

OnementHbd anamu3 11 CioH; Br.NO:
Beraucieno: C 37.42 H 3.45 N 4.36 Br49.78
Haiineno: C37.57 H3.56 N4.19 Br49.96

[To omrcaHHOMY BEIIIIE METOTY MTOTyYaIH CIIEAYIONINE JOTIOTHUTEIBHBIC COCMHEHUS:

3-6pom-2-6poMaTi-N-(2,2,2-Tpu(TOpITHIT) -IPOIMHMOHAMHU/T

UK-cnextp (KBr): 1666, 1571 cm™

Macc-cnektp (EI): 325 (M)

[Tonyuenue 10

Mertunen-1 -dpenunazeTuua-2 -oH

16.05 r (50 mmomneii) 3-6poM-2-6pommeTiii-N-(heHUInponuoHaMuaa pacTBopsuii B 250
MJI IMXJIOpMeTaHa U 100aBisiu K pactBopy 30 r rugpookucu Hatpus B 30 M Boabl. [JoOaBnsiu
1.6 T OEH3UATPUAITUIAMMOHUUXIIOPUIA U CMECh SHEPTUYHO IEpeMeIInBaId 7 4YacoB. 3aTeM
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cycneHsuio BbuMBaIM B 200 M1 3THialeraTa W OpraHuueckue Qasbl OTAEISUIM, JIBAXKJIbI
MpOMBbIBaJIA BoOM 1o 150 mMi1 1 cymminu Haj cyib(aTrom MarHusl.

BeimapuBanue pactBoputens JaBayiio 8.3 T Macia, KOTOPOE OYMIIAIM XpomaTtorpadueit
Ha cuiukaresne (mroeHT: nuxiopmeran). Berxom: 8.0 T (100 % wmacc.) Temneparypa niaBiaeHus:
57-58°C Dnementusiii anann3 mia CioHoNO:

Boruncneno: C 75.45 H5.70 N 8.80

Haiineno: C75.06 H5.76 N 8.71

CornacHo mpoueaype, ONUCAaHHOW B OSTOM MpUMEpe, MOJydadd CIeAyolue
JIOTIOJTHUTEIIbHBIE COCITUHEHUS:

3-metmiieH-1-(2,2,2-tpudTopaTHil)-a3eTUANH-2-0H

UK-cnexktp (KBr): 1740 cm™

Macc-cniektp (EI): 165 (M)

[Tomyuenue 11

1-penunazernnun-2,3-nuon 800 mr (5 wmmoneit) MeruneH-1-peHunazeTuanH-2-0Ha
pactBopsuid B 50 Mi atmnanerata U oxynaxaanu 1o -70°C. B teuenne 15 MuHyT yepe3 pacTtBop
IPOMyCKalX O30H M 3areM B TedeHue 1 daca - kuciopox. 3atem pobGasmsim 0.5 i
JuMmeTwiIcyabduaa, 1 pactsop nepememuBanu 1.5 gaca npu - 70°C. TemnepaTypy NOBbIILIATH
no 0°C u poGammsmu 25 ma Boxabl. Yepe3 5 MMHYT opraHuyeckyro ¢aszy OTIACIsUIM U
skcTparupoBaimu 50 My pactBopa THocynbdarta Hatpus u 50 Ma pacTBOpa cynbdara jkene3a u
3aTeM CYIIWIM Haja CyiabpaToM MarHus. PacTBopuTenb BbIMApUBaJd M OCTATOK OYMIIAIU
xpomartorpaguei Ha cuiukaresne (3J0eHT : 0eH30).

Brixoa: 114 mr (14.5 % macc.)

Temmnepatypa miasnenus: 115-117°C

UK-cnexrp (KBr): 1822, 1757 cm™

CoracHo criocoOy, OMMCAaHHOMY BHIIIIE, MTOTyYalld TAKXKE CIIEAYIONIee COSAMHEHHE:

1 -(2,2,2 -TpudpTopaTin) - a3eTUANH-2,3-TUOH

UK-cnexrp (KBr): 1838, 1774 cm™!

OnementHbld aHanmu3 111 CsHyF;NO;:
Boeruucneno: C 35.94 H2.41 N 8.38
Haiineno: C36.18 H2.66 N8.17

[Tonyuenue 12

HMudenmnmverunoeringup (6R-[3(E), 6a, 7B]]-7-[[(1,1-mumeTnnaTOKCH)KapOOHMI |
aMuHO |-3-[(1-MeTOKCH-2-0KCO-3-MMUPPOTUTUHUITNICH )METHII |-8-0KCO-5-THa- | -a3a0MITUKIIO
[4.2.0] okT-3-eH-2-KapOOHOBOI KUCIIOTHI

Hudbennnmmernn-[6R-(6a, 7B)]-7-[[(1,]1-aumeTrmaTOKCH )KapOOHM |-aMHUHO |-3-popmui-8-
OKCO-5-THa-1-azaburukno [4.2.0] -okt-2 -en-2 -xkap6okcunar (1.0 r, 2.0 MM), pan-(1-meTtokcu-
2-okco-3-nmupposuaunui )-tpudenmndochonniiopomua (1.08 r, 2.43 mM), 80 wmum 1,2-
quxyopatana u 1.20 miu (8.67 MM) TpusTUIaMHHA CMEIIMBAIM U IIOMELIAIN B IIPEIBAPUTEIBHO
Harperyro MacisHyto Oanro 1o 60°C m HarpeBasim 1 dyac. JleTyuuit maTepuan yaaiasuid NpU
MOHMKEHHOM JaBJICHUH, U OCTATOK pacTBOpsuid B 50 M1 AUXJIOpMETaHA U MTPOMBIBAJIA BOJIOH (2
pa3a o 10 mur). JAuxjgopMeTaHOBbIM pacTBOp cymuiu (CyiabhaT HATpUs) U KOHUEHTPUPOBAIH.
OcTtaTok ouMIIaIy KOJIOHOYHOU XpoMaTtorpadueil Ha cuimkarese (CMech dTHUIIAETaT/H-TeKCaH B
otHomenuu 7:3) u nomyvanu 0.50 r (40 % macc.) BbIllI€yKa3aHHOTO COSUHEHHUS.

Cnextp SAMP (200 MI'u, CDCls) 6: 1.45 (s, 9H), 2.72 (m, 1H), 3.35 (m, 2H), 3.82 (s,
3H), 5.21 (d, 1H), 5.26 (s, 1H), 5.28 (m, 1H), 5.40 (m, 1H), 6.54 (s, 1H), 6.84 (s, 1H), 6.90 (t,
1H), 7.23-7.30 (m, 10H).

CornacHO OMKMCAaHHOMY BBIIIIE MTPOLIECCY MOJIyYaIH TAKXKe CIEeIyIOIINe COSUHEHUS:

Hudenmnmverunoseiii 3¢up [6R-[3(E), 6a, 7B]]-7-[[(1,1-aumeTnndToKCH) KapOOHWIN]
aMUHO |-8-0Kc0-3-[(2-0KCO-3-TUPPOTMIUHIINAEH) MeTU | -5-THa-1 -a3zadbunukiio- [4.2.0] okT-3-
€H-2-KapOOHOBOM KUCIIOTHI

Crnektp SAMP (200 MI'u, CDCls) &: 1.45 (s, 9H), 2.82 (m, 2H), 3.24 (m, 2H), 5.20 (d,
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2H), 5.30 (s, 1H), 5.40 (m, 1H), 5.82 (s, 1H), 6.58 (s, 1H), 6.87 (s, 2H), 7.28 (m, 10H).

HudbennmmmerunoBerii a¢up [6R-[3(E), 60, 7PB]]-7-[[(1,]-mnumMeTrn-3TOKCH)KapOOHMI |
amMuHO |-3-[(1-mMeTusn-2-0Kkco-3-MuppouINHIINICH )MEeTHI | -8-0KCco-5-THa- 1 -a3abunukino [4.2.0]
OKT-3-€H-2-KapOOHOBOM KHUCIOTHI

Coextp SAMP (200 MI'u, CDCls) 6: 1.47 (s, 9H), 2.75 (m, 2H), 2.95 (s, 3H), 3.20 (m,
2H), 5.22 (d, 1H), 5.30 (s, 1H), 5.30-5.40 (m, 2H), 6.55 (s, 1H), 6.86 (s, 2H), 7.30 (m, 10H).

Hudenmnmerunoseiii a¢up [6R-[3(E), 6a, 7B]]-7-[[(1,1-aumeTnndTOKCH )KapOOHWI |
aMuHO |-8-0kc0-3-[(2-0kco-1-((heHnIMETOKCH )-3 -TUPPOTUANHIIIHICH [MeTHJI |-5-THa- 1 -
a3a0ounukIo [4.2.0] okT-3-eH-2-kapOOHOBOM KHCIOTHI

Crnektp AMP (200 MI'u, CDCL) 6: 1.48 (s, 9H), 2.62 (m, 2H), 2.99 (m, 2H), 5.04 (s,
2H), 5.24 (d, 2H), 5.40 (m, 1H), 6.53 (s, 1H), 6.58 (s, 1H), 6.90 (t, 1H), 7.33 (m, 15H).

HudbennnmmerunoBerii a¢up [6R-[3(E), 6a, 7B]]-7-[[(1,]-m1uMeTUIITOKCH )KapOOHHMII |
aMHHO |-8-0kco-3-[(2-0kco- 1 -peHun-3-mupponu AMHUIUACH )MeTH | -5-Tha- 1 -azadurmkino [4.2.0]
OKT-3-€H-2-KapOOHOBON KHCIIOTHI

Crnektp SAMP (200 MI'u, CDCls) 8: 1.45 (s, 9H), 2.82 (m, 2H), 3.62 (m, 2H), 5.27 (d,
1H), 5.33 (s, 1H), 5.30-5.40 (m, 2H), 6.60 (s, 1H), 6.87 (s, 1H), 7.0 (t, 1H), 7.25 (m, 13H), 7.72
(d, 2H).

HudbennnmmerunoBerii 3dup [6R-[3(E), 60, 7B]]-7-[[(1,1-mumeTridTOKCH) KapOOHWUI |
amuHO|-3-[[1-[4-1(1,]-mumeTHIdTOKCH )KapOOHM | heHmI |-2-0KCO-3-
MUPPOTUANHUINACH )MEeTIN |-8-0Kkco-5-THa-1-a3abunukino  [4.2.0]  oxT-3-eH-2-KapOOHOBOM
KHUCITIOTHI

Crnektp AMP (200 MI', CDCl;) 6:1.48 (s, 9H), 1.60 (s, 9H), 2.82 (m, 2H), 3.60 (m, 2H),
5.27 (d, 1H), 5.30 (s, 1H), 5.41 (m, 2H), 6.60 (s, 1H), 6.87 (s, 1H), 7.0 (t, 1H), 7.26 (m, 10H),
7.78 (d, 2H), 8.02 (d, 2H).

Hudenmnmverunoseiii 2¢up [6R-[3(E), 60, 7B]]-3-[[1-(2,4-mudTopdenun)-2-okco-3-
MAPPOTUTHHIIINIEH | metun |-7-[[(1,]-TuMeTHIITOKCH )-KapOOHUI |]aMUHO |-8-0KCco-5-THa- 1 -
a3abunukio [4.2.0] okT-3-eH-2-kapOOHOBOW KHCIOTHI.

HudbennnmmerunoBerii a¢up [6R-[3(E), 6a, 7B]]-7-[[(1,]-muMeTUIITOKCH )KapOOHHMII |
amuHo |-3-[[ 1-[(4-HuTpOodenn)-2-0Kco-3-TUPPOTUAMHUINICH |-MeTHII |-8-0KCO-5-THa- 1 -
azabunukiio [4.2.0] okT-3-eH-2-KapOOHOBOI KUCIOTHI

Cnextp SAMP (200 MI'u, CDCL) &: 1.46 (s, 9H), 2.89 (m, 2H), 3.65 (m, 2H), 5.28 (d,
1H), 5.32 (s, 1H), 5.35-5.42 (m, 2H), 6.68 (s, 1H), 6.88 (s, 1H), 7.05 (t, 1H), 7.23 (m, 10H), 7.92
(d, 2H), 8.28 (d, 2H).

HudbennnmmerunoBeriidngup [6R-[3(E), 6a, 7B]]-7-[[(1,1-qumeTnnaToKCH) KapOOHMI |
amuHo |-3-[[ 1-(4-meTokcudenmnn )-2-0kco-3-mUppOTUAMHUINICH [MEeTHI | -8-0KC0-5-THa- 1 -
azabunukiio [4.2.0] okT-3-eH-2-KapOOHOBON KHCIOTHI.

Judenmnmerunoseiii a¢up [6R-[3(E), 6a, 7B]]-7-[[(1,1-aumeTundTOKCH)KapOOHWMI |
amMuHO |-3-[[ 1-[(4-aHUTpODEeHIIT)METOKCH | -2-0KCO-3-TTUPPOIUIUHUAIUACH | METHII |-8-0KCO-5-THa-
1-azaburukio [4.2.0] okt-3-eH-2-KapOOHOBOM KUCIOTHI

Crnextp AMP (200 MI'i, CDCls) 6:1.47 (s, 9H), 2.70 (m, 2H), 3.22 (m, 2H), 5.13 (s, 2H),
5.22 (d, 1H), 5.27 (s, 1H), 5.30-5.42 (m, 2H), 6.58 (s, 1H), 6.87 (s, 1H), 6.93 (t, 1H), 7.30 (m,
10H), 7.63 (d, 2H), 8.24 (d, 2H).

HMudenmnmerunoserii a¢up [6R-[6a, 7B]]-7-[[(1,1-aumMeTUndITOKCH)-KapOOHIII| aMHUHO |-
3-[[1-penmn-2-okco-3-munepuIMHIINIEH [MeTH |-8-0KC0-5-THa- 1 -azabunmkno  [4.2.0] oxr-3-
eH-2-KapOOHOBOMH KUCIOTHI

Crnektp SAMP (200 MI'u, CDCls) 6 1.45 (s, 9H), 1.63, 1.82 (m, 2H), 2.38, 2.58 (m, 2H),
3.52,3.68 (m, 2H), 5.18 (s, 1H), 5.32-5.44 (m, 2H), 6.35 (s, 1H), 6.85 (s, 1H), 7.35 (m, 16H).

HudbennnmmerunoBerii a¢up [6R-[3(E), 6a, 7B]]-7-[[(1,]-muMeTUIdITOKCH )KapOOHMII |
amuHo| -3-[[1-[1- [(1,]1-muMeTHIATOKCH ))KapOOHM |-1-MeTHIDTII|  -2-0KCO-3-TIUPPOTUAUHU -
nuzeH |MeTm|-8 -okco-5-tua-1-azadurukio [4.2.0] okT-3-eH-2-kapOoHOBOI KUCTOTHI

Crnektp SAMP (200 MI'u, CDCls) 6 1.43 (s, 9H), 1.45 (s, 9H), 1.47 (s, 3H), 1.57 (s, 3H),
2.80 (m, 2H), 3.35 (m, 2H), 5.19 (d, 1H), 5.29 (d, 2H), 5.40 (m, 1H), 6.56 (s, 1H), 6.85 (s, 2H),
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7.30 (m, 10H).

(E)-(6R,7R)-2-6en3unokcukapOonmn-4-  [3-(7-tpeTOyTOKCHUKapOOHUIAMHUHO-8-0KCO-5-
Tha-1-azaburmkno  [4.2.0]  OKT-2-eH-3-WIMEeTUJIeH)-2-0KCO-MMUPPOTHINH- | -1 |- | -MeTunmu-
puauHURROAU (M3 TEMETUIMPOBAHHOTO MPOU3BOIHOTO ¢ METHIIMOIUAOM B IUMETHI(OopMaMu-
Jie TIp¥ KOMHATHOHN TeMIepaType)

UK-cnextp (KBr): 1784, 1716, 1518 cm™

Macc-cnektp (ISP): 653.5 (M")
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Croco0oM, OTMCAaHHBIM B IPUMEpPE 2 HUKE.

[Tonmyuenue 13

Judennnmerunossiii adup [6R-[3(E), 6a, 7B]]-7-[[(1,]1-mumeTHIdTOKCH )KapOOHMI |
amuHo|-3-[[1-(1,1-muMeTUIITII)-2-0KCO-3-MUPPOIUIUHUITUACH [METHII | -8-0KCO-5-THa- 1 -
a3a0unukIo [4.2.0] okT-3-eH-2-KapOOHOBOW KHUCIOTHI

Pan-(1-[1,1-gumernnsytun |-2-okco-3-nuppoauanaui )-tpudenmidochonnitopomus (1.73
r, 3.58 MM) u Oe3BoaHBIN TeTparuapodypan (7 MiI) CMEIIMBAIN U OXJIAKIAIU HA JeIIHON OaHe.
ITo kamsm pobGasmsin 1.6M n-OyTtwutusa B n-rexcane (2.09 mi, 3.34 MM) u nepemeninBain
1.5 gyaca npu 3To# Temneparype. Jlob6aBienue no kamism audenunmermi-[6R-(6a,7B)]-7-[[(1,1-
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TUMETHINTOKCH )-KapOOHWI |-aMUHO |-3-hopMui-8-okco-5 -tua-1 -azadbumnukio [4.2.0] okt-3-eH-
2-xap6okcmnara (1.16 , 2.39 MM) B 5.5 mut Terparuapodypana K 3TOl CMeCH TPU TeMIIepaType
JeAssHON OaHM COMpOBOXKIAMHM 1.5-4acoBBIM TiepeMelnBaHHEeM B ATOH OaHe. PeakinuoHHYO
cMech BbUIMBaANIM B paccod (60 M) u atunanerat (200 mi) u pasaensin. OpraHu4ecKyro 4acTb
MPOMBIBAIA CBEXHUM pacconioM (60 mi) u cymmnu (cynbdar HaTpusi). OcTaTOK, MOTyYEHHBIH
rocjie yJnajeHHsl OCYIIAoLIEro peakTHBa W PACTBOPUTENS, OYHINAIM Xpomarorpadueil Ha
CHUJIMKAreJe, UCTIONIb3Ysl B KA4eCTBE AIMIOUPYIONIETO PaCTBOPUTENSI CMECh H-TeKCaHa/dTUIIaIleTaTa
B orHomeHuH 2:1. ®Dpakmuum mnpoaykra OOBEAWHSIIM, PACTBOPUTENh VAN, OCTAaTOK
pacTupaim co CMEChl0 H-TeKcaH/3TuianeraT B oTHomeHuu 3:1 u momydanu 0.99 r (70.8 % macc.)
BBIIIIEYKA3aHHOTO 11€JIEBOTO COEMHEHMUS.

Crnexktp AMP (200 MI', CDCL) 6 1.42 (s, 9H), 1.44 (s, 9H), 2.70 (m, 2H), 3.30 (m, 2H),
5.18 (d, 1H), 5.30 (d, 1H), 5.35 (m, 1H), 6.50 (s, 1H), 6.80 (m, 2H), 7.20-7.40 (m, 11H).

OnucaHHBIM BBIIIE CIIOCOOOM IMOTyYaJI TAKXKE CIIEAYIOIINE COSAMHEHUS:

Hudenmnmerunoseiii  3¢up  [6R-[3(E), 6a, 7B]]-3-[(1-uuknonponuin-2-okco-3-
MUAPPOIUAVNHUINJIEH ) metui|-7-[[(1,1-a1uMeTUIITOKCH )KapOOHMI |]aMIHO |-8-0KCcO-5-THa- 1 -
azabunukiio [4.2.0] okT-3-eH-2-KapOOHOBOMN KUCIOTHI

Crnektp SAMP (200 MI'u, CDCIls) 8 0.78 (m, 4H), 1.44 (s, 9H), 2.70 (m, 3H), 3.10 (m,
2H), 5.20 (d, 1H), 5.30 (s, 1H), 5.41 (m, 1H), 6.50 (s, 1H), 6.83 (m, 2H), 7.25-7.35 (m, 11H).

Hudenmnmerunoseiii 3¢up [6R-[3(E), 6a, 7B]]-7-[[(1,1-aArMeTHUn-3TOKCH) KapOOHWMIN]
amMuHO|  -8-0kco-3-[[2-0kco-1-(2,2,2-TpudTopaTHiT)-3-NUPPOTUANHUINACH]| MeTHI]-5-THa-1-
azabunukino[4.2.0]okt-3-eH-2-kapOOHOBOM KHCIOTHI

Crnektp AMP (200 MI'u, CDCls) & 1.45 (s, 9H), 2.80 (m, 2H), 3.35 (m, 2H), 3.95 (m,
2H), 5.18 (d, 1H), 5.29 (s, 1H), 5.40 (m, 1H), 6.50 (s, 1H), 6.85 (s, 2H), 6.95 (m, 1H) u 7.30 (m,
11H).

HudbennmnmmerunoBerii  3¢up  [6R-[3(E),60,7B]]-7-[[(1,]1-1umMeTHI-3TOKCH )KapOOHHII |
amuHO|-3-[[1-(2-pTOpaTH) -2 -OKCO- 3-MUPPOTUAMHUIUACH| -MeTHi| -8-0Kco-5-Tha-1-
azabunukiio [4.2.0] oxT-3-eH-2-KapOOHOBOI KUCIOTHI

Crnextp AMP (200 MI'u, CDCls) 6 1.45 (s, 9H), 2.75 (m, 2H), 3.40 (t, 2H), 3.61, 3.75 (m,
2H), 4.48, 4.70 (t, 2H), 5.20 (d, 1H), 5.31 (d, 1H), 5.40 (m, 1H), 6.56 (s, 1H), 6.88 (m, 2H), 7.21-
7.33 (m, 11H).

Hudbennmmerunorsiii 23¢gup [6R-[3(E), 6a, 7B]]-7-[[(1,]-mumeTnn-3Tokcu) KapOooHu |
amuHo|-3-[[1-[1-[1,]1-auMeTHIITOKCH )KapOOHWI |- | -METHIIATII | -2-0KCO-3-MUPPOTUTUHIINIEH |
MeTu | -8-0kco-5-Tna-1-azabunmkino [4.2.0] okT-3-eH-2-KapOOHOBON KHCIIOTHI

Crnektp SAMP (200 MI'u, CDCL) ¢ 1.43 (s, 9H), 1.45 (s, 9H), 1.47 (s, 3H), 1.57 (s, 3H),
2.80 (m, 2H), 3.35 (m, 2H), 5.19 (d, 1H), 5.29 (d, 2H), 5.40 (m, 1H), 6.56 (s, 1H), 6.85 (s, 2H),
7.30 (m, 10H).

Cmecr OensrumpmwioBoro sdupa (E)-(2R, 6R, 7R)- m -(2S, 6R, 7R)-7-tper.-
OyTokcukap0o-HuIaMuHO-3-[ 1 -(4-MeTOKCU(EHNIT)-2-0KCOMTUPPOTHINH- 3 -UITHIEHMETHII |- 5-THa-
1-azabumukino [4.2.0] okT-3-eH-2-KapOOHOBOW KHCJIOTHI B OTHOmEHWH 1:1 (3gech u nanee
MacCOBOE OTHOUICHHE).

UK-cnekrp (KBr): 1780, 1741, 1685, 1521 cm™

Macc-criektp (ISP): 668.5 (M+H)"

bemsruapunosenii  3¢pup (E)-(2R, 6R, 7R)-7-tpet.-OyTokcukapOoHmiaMmuHo-3-[1-(6-
METOKCUITHPHUANH-3-11)-2-0KCOMUPPOTUINH-3-HITUICHME T | -8-0Kkc0-5-THa-1-a3a0MIUKIIO
[4.2.0] okT-3-eH-2-KapOOHOBOW KHCIIOTHI

UK-cnekrp (KBr): 1783, 1742, 1718, 1688, 1496 cm™
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Macc-criektp (ISP): 669.4 (M+H)"
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VYka3aHHbIE BBIIIE MPOMEKYTOUHBIE COEAMHEHUS TpuMepa 2 MOTyT OBITh TaKke
MOJIy4EHBI CIIOCOOOM, OMMCaHHBIM B Iipumepe 1.

[Tonyuenue 14

Hudenmmvermnoseiii a¢up [6R-[3(E), 6a, 7B]]-7-[[(1,1-muMeTnndTOKCH) KapOOHWI]
aMuHO|-8-0kc0-3- [[2-0kco-1-(2,2,2-TpudTOpaTIUT) -3-TIUPPOTUAMHIINACH]| METHI|-5-THa-1-
azabunukio [4.2.0] okT-3-eH-2-KapOOHOBOM KUCIOTHI

1.0 r (2 mmons) mudenmwmmernn-[6R-[3(6a,78)]]-7-[[(1,]1-muMeTHIdTOKCH) KapOOHWI]
amuHO| -3-popmmi-8-okco-5-tua-1-azaburukino [4.2.0] okr-2-eH-2-kKapOoKcuaTa CyCIICHIU-
poBamu ¢ 1.23 1t (2.4 Mmons) par-[2-okco-1-(2,2,2-TpudTopaTii)-3-muppotuanHu |-Tpude-
Huipochonmitopomuna B 8§ min 1,2-smokcubyrana (1,2-OyTuieHOKCHIAa) U HArpeBaiu ¢ oOpa-
THBIM XOJIOAWJILHUKOM 4 yaca. TeMHO-KOPHUHEBBII PacTBOP BBIMAPUBAIN, U OCTATOK BBLUTUBAIH
B 10 mi Bogsl. CMech 3KCTparupoBanu 15 Mi 3Tuianerata ¥ OpraHu4eckyro a3y MpoMbIBAIH
15 mn pacconma u cymmiu Haj cyiabdaToM MarHus. PacTBopuTtenb BbIMapuBajiv, U TEMHO-
KOPUYHEBBIM OCTAaTOK OYMIIAiIN Xpomarorpadueit Ha cunukarene (25 r Merck, 40-63 mwm, 230-
400 mer, cMech H-TeKCaH/3THIIANeTaT B OTHOIICHHUIX 95:5,9:1,2:1, 1:1).

Brixon: 1.2 rxenroBaroit nens (93 % macc.)

I[To pesynbraram JKXBJI? (;kuaxocTHas XpoMaTorpausi BHICOKOTO JABIICHUS) MPOIYKT
npencTaBiIsl coboi cmech A’ u A’ uzomepos: 87 % Macc. NpOU3BOIHOrO OKT-3-eHa U 9 % macc.
MIPOU3BOHOTO OKT-2-€Ha.

Cnekrp 'H-SIMP (DMSO-dg): 8 [uacreii Ha mumnon] 1.40 (s, 9H), 2.80 (ump.t, 2H),
3.40 (t, 2H), 4.20 (1, 2H), 5.11 (d, 1H), 5.29 (dd, 1H), 5.57 (s, 1H), 6.83 (s, 1H), 7.33 (1, 11H),
8.07 (d, 1H).

a) yciosus XKXB/I:
kononka Lichospher RP-18 BeicoToii 250 mm, nuametpom 5 mm; 1240 M aneronutpuna, 4 T
TeTpaJeIiII-
amMmoHmitopomua, 570 mi Boabl, 190 ma Oydepa pH 7.0, moanepxuBaemblii B 3HaUueHUH 6.7
optodochopHOI KUCTOTOM.

CornacHo nporueaype, ONMCaHHOM BBIIIE, TOTYYalId TaKXe CISAYIOLUNE COeAUHEHNS:

Hudbennnmmerunoeiii  3pup  [6R-[3(E), 60, 7B]]-3-[(1-mmukmonponui-2-okco-3-
nuppoauanHmwnaes)  metunl-7-[[(1,1-muMeTnadToKCH) — KapOOoHMI |aMuHO|-8-0Kco-5-THa-1-
azabunukiio [4.2.0] okT-3-eH-2-KapOOHOBOH KUCIOTHI

DJNIEMEHTHBIN aHaIu3:

Boeruucneno: C 65.08 H 6.09 N 6.49 S 4.96

Haiineno: C65.03 H6.12 N 6.43 S5.04
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Cwmeck Oensruapunooro 3¢upa (E)-(2R, 6R, 7R)- u -(2S, 6R, 7R)-7-TpeT.-OyTOKCUKAp-
O0oHUIaMUHO-3-(1-TpeTOYy TOKCUKAPOOHUIMETHIT-2-0KCO-TTUPPOSIUINH-3-HIIUIEHMETH I |-8-0KCO-
5-tra-1-a3abunukio [4.2.0] okt-3-eH-2-KapOOHOBOI KUCIOTHI

Macc-criextp (ISP): 676.4 (M+H)"

WK-cnekrp (KBr): 1783, 1742, 1688 cm™

Cwmech 6ensruapuinonoro 3¢upa (E)-(2R, 6R, 7R)- u -(2S, 6R, 7R)-7-tper-OyTOKCcHuKap-
O6oHMITaMUHO-3-[ 1-(4-MeTOKCUOEH30MIT)-2-0KCO-MTUPPOTUANH-3-HIUACHMETUN]| -8-0Kco-5-THa-1-
azabunukiio [4.2.0] okT-3-eH-2-KapOOHOBON KUCIOTHI

Macc-cniektp (ISP): 696.5 (M+H)"

UK-crextp (KBr): 1782, 1721, 1666 cm™

bensruapunoseiii  3dpup (E)-(2R, 6R, 7R)-7-tper.-OyTokcukapobonunamuno-3-[1-(5-
METHUITU30KCa30J1-3-11)-2-0KCO-TTUPPOTHINH-3-ITHICHME T | -8-0Kkc0-5-THa- 1 -a3a0UITUKITO
[4.2.0] xT-3-eH-2-KapOOHOBON KHUCIOTHI

Macc-cnektp (EI): 486 (M-Boc-NH-HC=C=0)

UK-cnekrp (KBr): 1784, 1741, 1706, 1609, 1505, 1456 cm™!

bensruapunossiit 23¢up (E)-(2R, 6R, 7R)-7-Tper.-OyToKcukapOoHUIaMUHO-8-0KCO-3-(2-
OKCO- | -upUANH-2-UIMHPPOIUINH-3-UIHICHMETII)-5-THa- 1 -a3abuniukiio  [4.2.0] oxT-3-eH-2-
KapOOHOBOM KHCJIOTHI

Macc-cnektp (El): 482 (M-Boc-NH=C=C=0)

UK-cnextp (KBr): 1785, 1738, 1693, 1587, 1460, 1387 cm™!

bensrunpunoseiit 3¢up (E)-(2R,6R,7R)-7-Tper.-0yTokcukapOoHMIaMUHO-8-0KCO-3-(2-
OKCO- | -upuanH-3-UIMUPPOTHINH-3-WITHICHMETHN )-5-THa- 1 -azabunukino [4.2.0] okT-3-eH-2-
KapOOHOBOW KHCIIOTHI

Macc-cniektp (EI): 538 (M-CO,-2-CH,=C(CHs),)

UK-cnekrp (KBr): 1772, 1735, 1693, 1482 cm™

bensruapunossiit 23¢up (E)-(2R, 6R, 7R)-7-Tper.-6yTokcukapOoHMIaMUHO-8-0KCc0-3-[(2-
OKCO-OKCa30JIUIUH-3-1T)-TTUPPOTUANH-3-UIHIeHMETII |- 5-Tha- 1 -a3abunmkno [4.2.0] okr-3-eH-
2-kapOOHOBOM KUCIIOTHI

Macc-cnektp (EI): 490 (M-Boc-NH-HC=C=0)

UK-cnextp (KBr): 1782, 1741, 1708, 1392, 1251 cm™

bensrunpunoseiit 3¢up (E)-(2R,6R,7R)-7-Tper.-0yTokcnkapOOHMIaMUHO-8-0KCO-3-(2-
okco-1-(tpudropmerun-1,3,4-tuaguazpi-2-mi)-nuppoauaut-3-uinaeHMe T | -5-tua- 1 -a3abu-
ko [4.2.0] okt-3-eH-2-kapOOHOBOM KHCIOTHI

Macc-cniektp (EI): 557 (M-Boc-NH-CH=C=0)

UK-cnekrp (KBr): 1789, 1733, 1700, 1471, 1330 cm™

bensruapunossiit 23¢up (E)-(2R, 6R, 7R)-7-Tper.-OyToKcukapOoHUIaMUHO-8-0KCO-3-(2-
OKCO- | -THa30JI-2-UImUpPPONUANH-3-HITUACHME TN )-5-Tha- 1 -azaburukino  [4.2.0]  okT-3-eH-2-
KapOOHOBOW KHCJIOTHI

Macc-criektp (ISP): 645.4 (M+H)"

UK-cnextp (KBr): 1782, 1748, 1695, 1504, 1465 cm™

Cwmeck 6ensruapuinoBoro adupa (E)-(2R, 6R, 7R)- u -(2S, 6R, 7R)-3-(1-amnmmun-2- okco-
MUPPOUANH-3-MINIECHMETUII- 7-TpeT.-0y TOKCUKapOOHUIaMUHO- 8-0KCO-5-THa- 1 -a3a0 U KIIO
[4.2.0] okT-3-eH-2-KapOOHOBOI KUCIOTHI

Macc-criextp (ISP): 602.4 (M+H)"

WK-cnekrp (KBr): 1781, 1717, 1682 cm™

CwMmech snumepoB B oTHomieHuu 1:1 OensruapunoBoro sdupa (E)-(2R,6R,7R)-7-1pert.-
OyTokcukapOonuiaamMuno-3-[ 1-(1,1-auokcoreTparuapoTuodpeH-3-mui)-2-0Kco-MMPpPOIUANH-3-
WINJACHMETHI |-8-0KCO-5-THa- 1 -a3abutukiio [4.2.0] okT-3-eH-2-kapOOHOBOM KHUCIOTHI

Macc-cniektp (ISP): 680.5 (M+H)"

UK-cnexrp (KBr): 2935, 1782, 1719, 1684, 1319, 1272, 1161 cm™

bensrunpunossiit a¢up (E)-(2R, 6R, 7R)-7-tper.-6yTOKcuKapOOHUIaAMUHO-8-0KCO-3-(2-
OKCOMUPUANH-4-WIMTHPPOJIUINH-3-HINIeHME TN )-5-THa- 1 -azabunukno  [4.2.0]  okT-3-eH-2-
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KapOOHOBOM KHCIIOTHI.

bensruapunoseii  3¢gup (Z)-(2R, 6R, 7R)-7-tper.-OyTokcuxkapobonunamuHo-3-(1-
LUKJIONPONUI-2 -OKCOMUPPOIUANH- 3 -UIHJIEHMETHI)-8-0KCcO-5-THa-1-a3zabunukino [4.2.0] okt-
3-eH-2-kapOOHOBOM KHUCIIOTHI

Macc-cniektp (ISP): 605.4 (M+H)"

UK-crextp (KBr): 1780, 1715, 1671 cm™

Cmecy OemsrugpunoBoro s¢dupa (E)-(2R, 6R, 7R)- u -(2S, 6R, 7R)-7-tper.-
OyToKCHKapOOHMIAMUHO-8-0KCO-3-[2-0Kkc0-1-(2,2,2-TpudTOpaTIII )-TUNEPUIUH-3-MIIHCHME-
Th|-5-tHa- 1-azabunukio [4.2.0] okT-3-eH-2-kapOOHOBOI KHCIOTHI B OTHOIIEHUU 1:1.

Macc-cniextp (ISP): 658.4 (M+H)"

UK-cnekrp (KBr): 1782, 1743, 1718, 1655 cm™

Cmecp OensrunpuioBoro s¢upa (E)-(2R, 6R, 7R)- u -(2S, 6R, 7R)-7-tper-
OyTokcukapOoHMIaMUHO-8-0Kc0-3-(1-(heHnn-2-okco-nunepuanH-3-uIuaeHMe T )-5-Tra- 1 -
a3abunukiio [4.2.0] oxT-3-eH-2-kapOOHOBOM KUCIOTHI B OTHOIIEHUH 1:1.

Macc-criektp (ISP): 652.2 (M+H)"

UK-cnextp (KBr): 1781, 1740, 1718, 1653 cm™

Cmecy OensrumpunoBoro 3¢upa (E)-(2R, 6R, 7R)- u -(2S, 6R, 7R)-7-tper-
OyTokcukapOOHMIaMUHO-3 - (1 - HUKIONPONUI-2 -OKCOMUIIEPUINH-3-UINIEHMETHI)-8-0KCO-5-
Tha-1-a3aburukio [4.2.0] okT-3-eH-2-kapOOHOBOW KUCIOTHI B OTHOIIEHUH 1:1.

Macc-crektp (ISP): 615(M")

UK-cnekrp (KBr): 1787, 1721, 1656, 1611 cm™

bensruapunossiit 3¢up (E)-(2R,6R,7R)-7-Tper.-OyToKcukapOoHUIaMUHO-8-0KC0-3-(2-
OKCO- | -upa3uH-2-WInuppouIuH-3-WInAeHMe TN )-5-THa- 1 -azabunukino  [4.2.0] oxT-3-eH-2-
KapOOHOBOM KHCJIOTHI

Macc-criektp (ISP): 640.4 (M+H)"

UK-cnextp (KBr): 1782, 1743, 1702, 1522 cm™!

Cwmech O6ensrunpunoBoro 3¢gupa (E)-(2R, 6R, 7R)- u -(2S, 6R, 7R)-3-(1-ammun-2-okco-
MUPPOUANH-3-UINACHMETHN )-7-TPeT.-0y TOKCUKapOOHUIAMUHO-8-0KCO-5-THa- | -a3a0UIHKI0
[4.2.0] okT-3-eH-2-KapOOHOBOI KUCIOTHI

Macc-cniextp (ISP): 602.4 (M+H)"

UK-cnekrp (KBr): 1781, 1717, 1682, 1642 cm™

bensruapunossiit 3¢up (E)-(2R,6R,7R)-7-TpeT.-OyTOoKcHKapOOHUIAMHHO- § -0KCO- 3- (2
-OKCOMUPUTUH-4-WITHPPOIUIUH )-3-UITHACHMETHN )-5-Tha- 1 -azaburukino  [4.2.0]  okT-3-eH-2-
KapOOHOBOW KHCJIOTHI

Macc-cniekctp (ISP): 639.5 (M+H)"

UK-cnextp (KBr): 1779, 1738, 1700, 1502 cm™!

bensrunpunossiit a¢up (E)-(2R, 6R, 7R)-7-TpeT.-0yTokcukapOOHMIaMUHO-8-0KCO-3-[2-
okco-1-(tpudropmerun-1,3,4-tuaguazon-2-mi)-nuppoauaut-3-uinaeHMe T | -5-tua- 1 -a3abu-
ko [4.2.0] okt-3-eH-2-kapOOHOBOM KHCIOTHI

Macc-cniektp (ISP): 557 [M-(BOC-NH-C=C=0)]

UK-cnekrp (KBr): 1789, 1733, 1700, 1471 cm™

bemsruapunosenii »¢up (E)-(2R, 6R, 7R)-7-tper.-6yTokcuxapbonumamuno-3-[1-(6-
METOKCUITHPHUINH-3-11)-2-0KCO-TUPPOTUANH-3-UITUACHMETH | -8-0KCO-5-THa- | -a3a0UIIUKIT0
[4.2.0] okT-3-eH-2- KapOOHOBOW KUCIIOTHI

Macc-criektp (ISP): 669.4 (M+H)"

UK-cnekrp (KBr): 1783, 1742, 1718, 1688, 1496 cm™

Cwmech OensrunpmioBoro >¢upa (E)-(2R, 6R, 7R)- u -(2S, 6R, 7R)-7-tper.-OyTOKCH-
KapOOHUIAMHUHO-8-0KCO0-3-(2-0KC0- 1 -npon-2-UHUI-TUPPOTUINH-3-UITHIEHMETHI) -5-Tna-1-
a3a0ounukIo [4.2.0] okT-3-eH-2-KapOOHOBOW KUCIOTHI

Macc-criekrp (ISP): 617.5 (M+NH,)"

UK-cnekrp (KBr): 2116, 1780, 1744, 1716, 1685 cm™

Cwmech 6ensruapuinoBoro s¢upa (E)-(2R, 6R, 7R)- u -(2S, 6R, 7R)-7-Tper.-0yTOKCHKa-
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pOoHMIamMuHO-3-( 1 -IUKIONPONUIAMETII-2 -OKCO-TUPPOTUINH-3-UIUIEHMETIT) -8-0KCO-5-THa-
1-azabumukio [4.2.0] okT-3-eH-2-KapOOHOBOW KHCIIOTHI

Macc-cniektp (ISP): 616.4 (M+H)"

UK-cnextp (KBr): 1781, 1741, 1713, 1678 cm™!

bensrunpunoseiit 3¢up (E)-(6R, 7R)-7-tper.-OyTokcukapOonmnnamuHo-3-[(1-unanome-
THI)-2-0KCO-TIMPPOTIUTNH-3-WITUIEHMETHI )-8-0KCOo-5-THa- 1 -a3adunukino[4.2.0]okT-3-eH-2-
KapOOHOBOW KHCIIOTHI

Macc-criextp (ISP): 601.5 (M+H)"

WK-cnekrp (KBr): 1781, 1743, 1695 cm™

Cwmech Oensruapuinosoro 3¢upa (E)-(2R, 6R, 7R)- u -(2S, 6R, 7R)-7-TpeT.-OyTOKCHKap-
OOHWIAMUHO-3-[(IMAHOATMIT)-2  -OKCOMUPPOIUAMH- 3 -HIHWACHMETH’]-8-0kco-5-Tha-1-
azabunukiio [4.2.0] okT-3-eH-2-KapOOHOBOM KUCIOTHI

Macc-cniektp (ISP): 615.5 (M+H)"

UK-cnextp (KBr): 2242, 1781, 1716, 1685 cm™!

bensruapunoseiit  3dpup (E)-(2R,6R,7R) -7-Tper.-OyTokcukapbonmnamuno-3- [1-(4-
MeTHI(hEeHUICYTBGOHMI) -2 -OKCO-IIUPPOIUANH-3-UINIeHMeTH|-5,8-1nokco-5-tua- 1 -
a3a0onnuKIo [4.2.0] okT-3-eH-2-KapOOHOBOW KHUCIOTHI

Macc-criextp (ISP): 716.4 (M+H)"

UK-cnekrp (KBr): 1782, 1719 cm™

[Tonyuenue 15

IIponykts! peakuun Burrnra:

OCH3TUIPUIOBBIN adup (Z)-(6R,7R)-Tpert.-OyTOoKCHKapOOHUITAMUHO-8-0KC0-3-(2-0KCO-1-
deHwIazeTHIUH-3-WIHICHMETII)  -5-THa-1-a3abunukino  [4.2.0]  okT-2-eH-2-KapOOHOBOW
kucnotThl, OeH3runpunoBeiii 3¢up (E)-(6R, 7R)-7-Tper.-OyTokcukapOoHHIaMUHO-8-0KCO-3-(2-
oKco-1 -(eHmIazeTHInH-3-WIHISHMETII) -5-THa- 1 -a3a0umukino [4.2.0] okT-2-eH-2-KapOOHOBOMA
KHCIIOTHI U O€H3ruapuiIoBhii o¢gup A’-uzomepa (Z)-(6R,7R)-7-Tper.-0y ToKCuKapOOHUIaMHUHO- 8-
0KCO0-3-(2-0kco- | -penmnazeTuanH-3-uuaeHMeTI)-5-ha- 1 -azadunukino  [4.2.0]  okT-2-eH-2-
KapOOHOBOW KHCIIOTHI

114 mr (0.708 wmmons) 1-denmnazeTuaun-2,3-nuoHa pactBopsiii B 15 mim 1,2-
snokcuOyTtana (1,2-OytuneHokcun), pobasmsim 695 mr (0.80 mmonsa) (6R.7R) -[7-tpert.-
OyTOKCHKapOOHMIAMHUHO-2  -AH(EHUIMETOKCHKapOOHMII-8-0KCO-5-THa- 1 -a3aburukino  [4.2.0]
OKT-2-eH-3-unmetun]-tpudenundpochonuititonnaa u cmech nepememuBanu npu 60°C 1 wgac.
3areM TEMHO-KOPWYHEBBI pAacTBOp BBIIAPUBAIHM, M CMECh MPOAYKTOB  pa3eisuin
xpomatorpagueil Ha cuiamkarene (3JII0EHT - CMECh H-TeKCaHa M dTHJIAlleTaTa B OTHOIEHUX 4:1,
3:1, 2:1).

ITepBbiit amoar naBan 140 mr (32 % wmacc.) KeAThIX KPHUCTAIIOB OEH3THAPHIOBOTIO
apupa  (Z)-(6R,7R)-7-TpeT.-0yTOKCHKapOOHUITAMHHO-8-0KC0-3-(2-0KC0- 1 -(heHmmazeTuinH-3-
WIHJIEHMETHI)-5-THa- 1 -a3abunukio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

UK-cnextp (KBr): 1788, 1727 em™

Macc-crniektp (ISP): 624.4 (M+H)"

Bropoit amroat (163 mr xentoit amop(dHONW CMECH COEIUHEHUM) MOJBEPrajd BTOPOMH
XpoMaTtorpauu Ha CHWJIMKareje (3JIIOCHTOM CIIy)KHMJa CMECh IUXJIOpPMETaHa M dTHJalleTaTa B
OoTHoIEHUHU 96:4).

Breixon: 82 mr (18.5 % macc.) xenroit mensl 6eH3runpuioBoro 3¢upa (E)-(6R,7R)-7-
TpeT.-0yTOKCHUKapOOHMIaAMUHO-8-0KCO-3-(2-0Kco- | -heHmnazeTninH-3-uiIuaeHMe T )-5-Tua- 1 -
a3a0ounukIo [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI, OBLIH SIIOMPOBAHBI IIEPBLIMH.

UK-cnextp (KBr): 1790, 1727 cm™!

Macc-cniektp (ISP): 624.5 (M+H)"

28 mr (6 % macc.) GeclBETHOM neHbl (OeH3ruapMIoBEIi 2¢up A’-uzomepa (Z)-(6R, 7R) -
7-TpeT.-0yToKCHKapOOHMIAMUHO-8-0KC0-3-(2-0Kco- 1 -pennnazeTnann-3-uauaeHMe T )-S-Tua-
1-a3abunmkio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI), OBLTH 3JIOMPOBAHBI B JAIbHEHIIIEM.

UK-cnektp (KBr): 1782, 1740 cm™
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Macc-cniektp (ISP:) 624.5 (M+H)"

OrnucaHHBIM BBITIE CTIOCOOOM OBUTH MOTYUYEHBI TAKKE CIICTYIONTHE COCTUHEHUS

bensruapunossiit 2¢up (E)-(6R,7R)-7-TpeT.-0yTokcukapOOHUIaMIHO-8-0KC0-3-[2-0KCo-
1-(2,2,2-tpudropaTin)-a3eTUANH-3-UIUACHMETI |- 5-Tha- 1 -azabunukino  [4.2.0]  okr-2-eH-2-
KapOOHOBOM KHCIIOTHI

UK-cnextp (KBr): 1787, 1763, 1721 cm™

Macc-criektp (ISP): 630.4 (M+H)"

bensruapunossii  3dpup (Z)-(6R, 7R)-7-Tper.-OyTOKCHKapOOHUIAMUHO-8-0KCO-3-[2-
okco-1-(2,2,2-tpudropatun)-azeTuaAnH-3-unuAeHMe TN |- 5-Tra- 1 -azadumukino [4.2.0] okr-2-eH-
2-kapOOHOBOM KUCIIOTHI

UK-cnekrp (KBr): 1789, 1722, 1502 cm™

Macc-cniextp (ISP): 630.5 (M+H)"

[Tonyuenne 16

5-oxkcun audenunmermioBoro sdupa [6R-[3(E),6a,7B]]-3-[(1-mukaonponua-2-okco-3-
nupponuauHIIuAeH)MeTi|-7-[[(1,1-AuMeTUIITOKCH )-KapOOHMI |]aMHHO |-8-0KCO-5-THa- 1 -
a3abunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

Pactop 8.94 r (14.85 MM) mudenunmerunoBoro s¢upa [6R-[3(E), 6a, 7P]]-3-[(1-
MAKJIOMPOITHII-2-0KCO-3-muppoiuauuauinaeH)-metui| -7-[ [(1,1-m1uMeTundTokcu) KapOOHMII]
aMHHO |-8-0kco-5-Tua-1-azadbunukio [4.2.0] okT-3-eH-2-kapOOHOBON KHUCIOTHI B JUXJIOPMETAHE
(2.0 m) oxmaxnmanu B nensHoit 6ane mo 4°C. Ilo kammsam mob6asmsumm pactBop 80-90 % M-
XJIopHan0eH30iHoM kucnoThl (5.13 1, 25.2 MM) B nuxnopmerane (450 mm). Uepes yac mpu 4°C
PEaKIMOHHYI0O CMECh IIOCJIEIOBATEeIbHO MPOMBIBATIN XOJOAHBIM pactBopoMm 10 % BomHOTO
THocynbdaTta Hatpus, 5 % BOIHBIM OukapOoHaTOM HaTpus u Boaou. [locie cymku Hax
0€3BOHBIM CyJIb(paToOM HATPUS OCYHIAIONMNA PEaKTHB W PACTBOPHUTENb YJIAJSUIN, OCTAaTOK
OYUIIATK KOJIOHOYHOW XpomaTorpadueil Ha cuiaukarene (CMech OSTHIIAIETAT/H-TEKCaH B
otHomeHuu 3:1)u momyyanu 8.16 T (89 % macc.) yka3aHHOTO B 3aT0JIOBKE COSAMHECHHUS.

Cnextp AMP (200 MI'n, CDCls) 6 0.75 (m, 4H), 1.46 (s, 9H), 2.30, 2.55, 2.80 (1, 3H),
3.10 (m, 2H), 3.90-4.10 (m, 2H), 4.50 (m, 1H), 5.80 (m, 2H), 7.00 (m, 1H), 6.50 (s, 1H), 7.20-
7.55 (m, 11H).
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Crioco6oM, OMHMCaHHBIM BBIIIIE, MOTyYaIl TAKKE CICIYIONINe COSTUHEHUS:

S5-okcun audenunmerwnoBoro sdupa [6R-[3(E), 6a, 7B]]-[[(1,1-gumeTHIITOKCH)
KapOOHUI| aMUHO |-8-0Kc0-3-[(2-0KCO-3-MUPPOTHINHUIHIEH )-METH | -5-THa- | -a3a0UITHKIIO
[4.2.0] okT-2-eH-2-KapOOHOBOW KUCIIOTHI;

S5-oxcun mudenunmermioBoro ddupa [6R-[3(E), 6a, 7B]]-[(1,1-numMeTHIITOKCH)
kapOoHwi|aMuHO]-3-  [(1-METOKCH-2-0KCO-3-TUPPONUIANHIINIACH) MeTHI]-8-0kco-5- THa-1-
a3a0ounukIio [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIIOTHI,

S5-oxkcun mudenunmetmwioBoro 3dupa [6R-(3E), 6a, 7B]]-7-[[(1,]1-mumMeTHIITOKCH)
kapOoHw |aMuHO|-3-[(1-MeTHII-2-0KCO-3-THUPPOTUANHUIHICH )-MEeTHI | -8-0KCO-5-THa- 1 -
a3abunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIIOTHI;

5-oxcun audenunmermnioBoro sdupa [6R-3(E), 6a, 7B]]-7-[[(1,]1-mumeTHIdITOKCH)
KapOoHWI|aMUHO] -8-0KCO-[2-0Kc0-3-[[1-(heHnameTokcn )-3-MuppoTuIuHIIHICH [MeTUI| -5 -
Tha-1-a3aburmkio [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIIOTHI,
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5-oxcua mudenmnMerwioBoro 3¢upa [6R-[3(E), 6a, 7B]]-7-[[(1,]1-mumeTHndTOKCH)
KapOOHMII |aMUHO |-8-0Kkc0-3-[[2-0KkcOo- 1 -heHmT-2-0Kkco-3-TMPPOTUIMHUTUACH | METWI | - 5 -THa-
1-azaburukio [4.2.0] okT-2-eH-2-KapOOHOBOM KHCIIOTHI;

5-oxcun audenunmerminoBoro supa [6R-[3(E), 6a, 7B]]-3-[1(1-(2,4-nudTopdennn)-2-
OKCO-3-nupponuauHuInaeH) Metui|-7-[[(1,]1-1uMeTunIToKCH )-kapOoHUI|aMuHO]| - 8 -0KCOo-5-
THa-1-a3a0uukio [4.2.0] okT-2-eH-2-KapOOHOBOW KUCIIOTHI;

5-oxcua mudenmnMerwioBoro 3dupa [6R-[3(E), 6a, 7B]]-7-[[(1,]1-mumeTHndTOKCH)
kapOoHwi1| amuHO]-3-[[ 1-(4-HUTpODEHMIT)-2-0KCO-3-TUPPOTUANHIIIHICH | METHII |-8-0KCO-5-THa-
1-azaburukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHCIIOTHI;

S5-oxkcun gudenunmerunoBoro 3¢upa [6R-[3(E), 6a, 7B]]-7-[[(1,]1-m1uMeTHIITOKCH)
kapOoHui|aMuHO|-3-[[ 1-(4-MeTOoKCH(EeHIIT)-2-0KCO-3-MMUPPOIUTUHIIUICH]|  METHI|-8-0KCO-5-
THa- 1-a3a0umkio [4.2.0] okT-2-eH-2-KapOOHOBOW KUCIIOTHI;

5-oxcua mudenmnMerwioBoro 3dupa [6R-[3(E), 6a, 7B]]-7-[[(1,]1-mumeTHndITOKCH)
kapOoHwI|aMuHO |-3-[[1-[(4-HUTpOPEHIIT)-METOKCH |-2-0KCO-3- TUPPOTUANHIIHICH| METH] - 8
-0KcOo-5 -THa-1-a3abunukio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI;

5-oxcun queHUIMETHIIOBOTO dpupa

[6R-[3(E), 6a, 7P]]-7-([(1,1-numeTunsToKcH )kapOouwmi Jamuno]-3-[[1-(1,1-aumeTni-
9THUIT)-2-0KCO-3-TTUPPOIUINHUTUACH| MeTH|-8-0Kkco-5-THa-1-azabunukio [4.2.0] okT-2-eH-2-
KapOOHOBOI KHCIOTHI.

Crnektp AMP (200 MI'u, CDCl;) & 1.43 (s, 9H), 1.45 (s, 9H), 2.35, 2.65 (m, 2H), 3.30
(m, 2H), 3.18-4.00 (m, 2H), 4.50 (m, 1H), 5.45-5.80 (m, 2H), 7.00 (m, 1H), 7.20-7.45 (m, 11H)

S-okcun qudenunmeruiooro d¢upa [6R-[3(E), 6a, 7B]]-7-[[(1,]-1uMeTUIITOKCH)
KapOoHMI |aMuHO]-8-0kc0-3-[(2-0kc0-1-(2,2,2-TpUPTOPITHI)-3-TIUPPOTUAUHIINACH| METUI] -5
-tra-1 -a3zaburukio [4.2.0] oxT-2-eH-2-KapOOHOBOUW KHUCIOTHI

Cnextp SAMP (200 MI'u, CDCls) 6 1.46 (s, 9H), 2.45, 2.75 (m, 2H), 3.30 (m, 2H), 3.9-
4.54 (m, 5H), 5.38-5.80 (m, 2H), 7.00 (m, 1%), 7.25-7.45 (m, 11H).
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5-oxcua mudenmnMerwnoBoro 3dupa [6R-[3(E), 6a, 7B]]-7-[[(1,1-auMeTHIITOKCH)
kapOoHui|amMuuo]-3-[[1-(2-¢pTopaTHit)-2-0Kco-3-NUPPONUIUHIINIACH |MeTHA | -8-0KCco-5-THa- 1 -
a3a0unukIo [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI

Crnektp AMP (200 MI'y, CDCls) 6 1.46 (s, 9H), 2.40, 2.70 (m, 2H), 3.20-3.8 (m, 6H),
4.10-4.45 (m, 2H), 4.70 (m, 1H), 5.40, 5.80 (m, 2H), 7.00 (m, 1H), 7.25-7.40 (m, 11H)

S5-oxkcun mgudenunmerunoBoro 3dupa [6R-[3(E), 6a, 7B]]-7-[[(1,1-aumeTHiIITOKCH)
kapoonwui|amuuo|-3-[[1-[4-[(1,1-aumeTnndTOKCH) KapOoHWi]| (eHun|-2-0Kco-3-MUPPOTHINHU-
JUICH |-MeTHJI |-8-0KC0-5-Tha- 1 -a3abuiukio[4.2.0]okT-2-eH-2-KapOOHOBOI KUCIOTHI

5-oxcua mudenmnMerwioBoro 3¢upa [6R-[3(E), 6a, 7B]]-7-[[(1,]1-mumeTUndTOKCH)
kapOonwi|amMuHo |-3-[[1-[1-[(1,]1-aumeTriTOKCH ) KapOOHIMII |- | -METHIII T |-2-0KCO-3-TTUPPOJTH-
TUHWIAICH [MeTh | -8-0Kco-5-THa- 1 -a3abuniukio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

S5-oxkcun audenunmeruinoBoro sdupa [6R-[3(Z), 6a, 7B]]-7-[[(1,]1-muMeTHIITOKCH)
kapOoHui|amMuHo|-3-[[ 1-henunn-2-okco-3-muppoTuAMHUINICH |-MeTHII |-8-0KCcO-5-THa- 1 -
azabunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

Cmecy OemsrumpunoBoro 3¢dupa (E)-(5SR, 6R, 7R)- u -(5S, 6R, 7R)-7-tper.-
OyToKcHKapOO-HUIAMUHO-5,8-1HO0KCO-3-(2-0KCOo- | -upa3suH-2-uInuppoanu-3-
WIHJIEHMETHI)-5-THa- 1 -a3abunukiio [4.2.0] oxT-2-eH-2-KapOOHOBOM KUCIOTHI

Macc-criextp (ISP): 656.6 (M+H)"

HUK-cnektp (KBr): 1799, 1721 cm™

Cwmecs 6ensrunpuinoBoro 3¢upa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-Tper.-
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OyTokcHKapOo-HUIAMUHO-5,8-THOKCO-3-(2-0KCOMUPUIUH-4-UITTTUPPOTHINH- 3 -UITHICHMETHI)-5-
THa- 1-a3aourukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI

WK-cnekrp (KBr): 1797, 1718, 1501 cm™

Macc-cnektp (ISP): 655.4 (M+H)"

Cmecy OemsrumpunoBoro sdupa (E)-(5SR, 6R, 7R)- um -(5S, 6R, 7R)-7-tper.-
OyToKkcHKapOOHMIAMUHO-5,8-110KCO-3-(2-0KCO-3-MPOTI-2-UHUIUPPOTUIUH- 3 -UITHIEHMETHII ) -
5-tua-1-azabummkio [4.2.0] okT-2-eH-2-KapOOHOBOW KUCIOTHI B OTHOIIeHHH 1:1

UK-cnexrp (KBr): 2118, 1796, 1721 cm™

Macc-cniektp (ISP): 616.5 (M+H)"

Cwmech 6ensruapuiioBoro sdupa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-TpeT.-OyTOKCHKAp-
O6oHMIaMHHO-3-( | -LUKIONPONHIMETHUI-2-0KCO-TTUPPOTUINH-3-UITHIEHMETI)- 5, 8- THOKCO-5-
THa- 1-a3aourukio [4.2.0] okT-2-eH-2-KkapOOHOBOW KHUCIOTHI

WK-cniektp (KBr): 1796, 1722, 1684 cm™

Macc-criextp (ISP): 632.5 (M+H)"

Cwmeck OensruapunoBoro 3¢upa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-TpeT.-OyTOKCUKAp-
O0oHUIaMUHO-3-( 1 -IIMaHOME THII-2-0KCOTTUPPOTUANH-3 -UITHACHMETHII )-S5, 8- THOKCO-5-THa- 1 -
a3a0nnuKIo [4.2.0] okT-2-eH-2-KapOOHOBOW KUCIOTHI

UK-crextp (KBr): 2240, 1796, 1719 cm™

Macc-cnektp (ISP): 634.5 (M+NH,)"

Cwmech 6ensruapuioBoro 3¢upa (E)-(SR, 6R, 7R)- u -(5S, 6R, 7R)-7-tper.-0yTOKCHKap-
O6oHMITaMUHO-3-[ 1-(2-1IMaHOATHIT )-2-OKCOMUPPOIUINH-3-UITUACHMETH | -5,8-AHOKCO-5-THa- 1 -
azabunukiio [4.2.0] okT-2-eH-2-KapOOHOBON KUCIOTHI

WK-cnektp (KBr): 2244, 1795, 1721, 1688 cm™

Macc-criextp (ISP): 631.5 (M+H)"

Cmecy OemsrugpunoBoro s¢dupa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-tper.-
OyTokcukapOoHMIaMUHO-3-[ 1-(4-MeTundeHmcynbpoHmI)-2-0KCONUPPOTUANH-3-UIHIeHMEe-
Thn|-5,8-nuokco-5-tua- 1 -azaburukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHCIOTHI

UK-crextp (KBr): 1799, 1723 cm™!

Macc-cniektp (ISP): 747.5 [(M-H)+NHjs]

Cwmech 6ensrugpuinosoro 3¢upa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-tper.-0yTokcukap-
O6oHmIaMuHO-3-[ 1-(4-MeTokcudeHmn )-2-0KCOMuppOITUANH-3-UIUACHMETHN | -5,8 -TuoKCco-5-THa-
1-a3abumukio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCJIOTHI B OTHOIICHUH 1:1.

HK-cnekrp (KBr): 1796, 1722, 1687, 1512 cm™

Macc-cniextp (ISP): 684.3 (M+H)"

Cmecy OemsrumpmiioBoro »dupa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-tper-
OyTokcukapOoHuIaMuHoO-3-(1-TpeT.-0yTOKCUKapOOHMIMETHII- 2-OKCOTTUPPOITU-AH-3 -UITHICH-
MeTHI)-5,8-1noKco-5-tua- 1 -azadurmkio [4.2.0] okT-2-eH-2-kapOOHOBOM KHCIOTHI

UK-crextp (KBr): 1798, 1725 cm™!

Macc-cniektp (ISP): 692.5 (M+H)"

Cmecr OemsrumpunoBoro a3dupa (E)-(5SR, 6R, 7R)- um -(5S, 6R, 7R)-7-Tper.-
OyTokcukapOoHUIaMUHO-3-[ 1-(5-MeTUIN30KCa301-3-1)-2-0KCOMUPPOTUANH-3-UTUACHMETHI | -
5,8-n1rokco-5-tua-1-azadunukio [4.2.0] okT-2-eH-2-KapOOHOBOH KUCITOTHI

HK-cnexrp (KBr): 1796, 1718, 1609, 1506, 1456 cm™

Macc-cnektp (ISP): 676.4 (M+NH,)"; 659.4 (M+H)"

Cwmech 6emsrunpunosoro sdupa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-Tper.-OyToKCcHKap-
OOHMIAMHUHO-5,8-TMOKCO-3-  (2-0KCO- 1 -MUpUINH-2-WINUPPOIUIUH-3  -WIHIAEHMEeTHI)-5-THa-1-
a3a0ounukIo [4.2.0] okT-2-eH-2-KapOOHOBOW KUCIOTHI

UK-crextp (KBr): 1795, 1724, 1698, 1587, 1500, 1460 cm™

Macc-criektp (ISP): 655.4 (M+H)"

Cwmech 6ensruapuiniooro s¢upa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-Tper.-OyTOKCHKap-
OoHMIAMHHO-5,8-110KCO-3-(2-0KC0- | -MUpUINH-3-WINUPPOTUANH-3-UITHACHMETH )-5-THa- 1 -
a3abunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI
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HK-cnexrp (KBr): 1797, 1721, 1485, 1368, 1306 cm™

Macc-criextp (ISP): 655.4 (M+H)"

Cmech OemsrumpmioBoro 3¢upa (E)-(5SR, 6R, 7R)- u -(5S, 6R, 7R)-7-tper.-
OyTokcuKapOo-HUIAMHUHO-5,8-1H0KCO-3-[2-0KCc0o- 1 -(2-0KCO-0KCa30JIMH-3-11)-MUPPOTUANH-3-
WIHJIEHMETHI |-5-THa- 1 -a3abunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

Cwmecy OensruapunioBoro sdupa (E)-(SR, 6R, 7R)- m -(5S, 6R, 7R)-7-tper.-
OyTokcuKapOo-HUIAMHUHO-5,8-THOKCO-3-(2-0KCOo- | -THa301-2-UIMUPPOTUINH-3-UIHICHMETHIT) -
5-tna-1-a3aburukio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

HK-cnexrp (KBr): 2978, 1799, 1722, 1504, 1463 cm™

-Macc-cniektp (ISP): 661.4 (M+H)"

Cwmech 6ensrunpunoboro sdupa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-tpert.-OyTOKCHKAp-
OOHUIIAMUHO-5,8-TOKCO-3-[2-0KCco-1-(5-TpudTopmeTnn-1,3,4-Tnaguazon-2 -mi) -mMAPPOITAIUH-
3 -wnuneametwn |-5-tua- 1 -azabunukio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

UK-cnexrp (KBr): 1800, 1718, 1475, 1331, 1159¢cm™

Macc-criextp (ISP): 730.4 (M+H)"

Cmecy OemsrugpunoBoro s¢dupa (E)-(5SR, 6R, 7R)- u -(5S, 6R, 7R)-7-tper.-
OyTokcukapOOHMIaAMUHO-3-[ 1 -(4-MEeTOKCHOCH30MIT )-2-0KCO-TTUPPOITUANH-3-HITUICHMETHI |- 5, 8-
IUOKCO-5 -THa-1 -a3abunukio [4.2.0] okT-2-eH-2-KapOOHOBOI KUCIOTHI

UK-crextp (KBr): 1799, 1724, 1668 cm™

Macc-cnektp (ISP): 712.4 (M+H)"

Cmech 6ensruapuinoBoro s¢upa (E)-(SR, 6R, 7R)- u -(5S, 6R, 7R)-3-(1-ammmi-2-okco-
MUPPOTUANH-3-UIUACHMETHN )-7-TPET.-0y TOKCUKapOOHMIAMUHO-5,8  -IHOKCO-5-THa- 1 -a3aburu-
KJ10 [4.2.0] OKT-2-eH-2-KapOOHOBOI KHUCIOTHI

UK-cniekrp (KBr): 1796, 1722, 1688 cm™

Macc-cnekrp (ISP): 618.4 (M+H)"

Cmecy OemsrugpunoBoro sdupa (E)- (SR, 6R, 7R)- u -(5S, 6R, 7R)-7-tpert.-
OyTokcukapOoHuIaMmuHo-3-[1-(1,1-auokcoreTparuapoTuoden-3-mui)-2-oKkco-muppoaTuauH-3-
WIHJIEHMETHI |-5,8-1noKkco-5-Tnua-1-azabunukno  [4.2.0]  OkT-2-eH-2-KapOOHOBOH  KHCIIOTHI
(xoH(puryparms B THohe HOBOM yacTH MOJIEKYJBI R:S = 1:1)

UK-cnekrp (KBr): 1796, 1721, 1498, 1301 cm’!

Macc-criektp (ISP): 696.4 (M+H)"

Cmecy OemsrugpunoBoro s¢dupa (E)-(5SR, 6R, 7R)- u -(5S, 6R, 7R)-7-tper.-
OyTokcuKapOOHMIaMUHO-3-[ 1-(6-MeTOKCUTTUPUINH-3-1T)-2-0KCOMUPPOIUANH-3 - NI IE€HMETHUII |
-5,8-11okco-5-Tua-1-azadbunmkio [4.2.0] okT-2-eH-2-KapOoHOBON KUCIOTHI (CMECh TMUMEPOB)

UK-cnexrp (KBr): 1797, 1722, 1495,1285, 1233, 1161 cm™

Macc-crniektp (ISP): 685.4 (M+H)"

Cmecy OemsrumpuiioBoro 3¢pupa (E)-(5SR, 6R, 7R)- m -(5S, 6R, 7R)-7-tper.-
OyTOKCHKapOOHUIAMUHO-5,8-AMOKCO-3-(2-0KCOMUPUIANH-4-UITHUPPOIUANH-3-UIHICHMETHIT)-5 -
Tra-1 -azabunukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHCIIOTHI

Cmech OensrumpmioBoro sdupa (Z)-(5R, 6R, 7R)- um -(5S, 6R, 7R)-7-tper.-
OyTokcukapOOHMIaMUHO-3-( 1 -IMKIONpONII-2-0KCO-ITUPPOTUINH-3-UIHIEHMETHI)-5,8-
JTMOKCO-5-THa- 1 -a3abunukio [4.2.0] okT-2-eH-2-kapOOHOBOW KUCIOTHI B OTHOIIEHUH 1:1.

UK-cnextp (KBr): 1795, 1722, 1682 cm™

Macc-crniextp (ISP): 618.4 (M+H)"

Cwmecw 6ensrunpunoBoro 3¢upa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-tpeT.-OyTOKCHKAp-
OOHMIAMUHO-5,8-T1M0KCO-3-[2-0Kc0-1-(2,2,2-TpudTOpITHI )-MTUNIEPUTUH- 3 - MU ICH-METH | -5-
THa- 1 -a3aburmkino [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIIOTHI

UK-cnektp (KBr): 1796, 1723, 1662, 1628 cm™

Macc-criextp (ISP): 674.4 (M+H)"

Cmecp OensrumpmioBoro s¢upa (E)-(SR, 6R, 7R)- u -(5S, 6R, 7R)-7-tper.-
OyTokcukapOo-HUIAMUHO-5,8-11n0KC0-3-(1-permn-2 -okconunepuant-3 -wIUIeHMETH)-5-THa-
1-azabunukio [4.2.0] okT-2-eH-2-KkapOOHOBOM KHCIOTHI
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HK-cnexrp (KBr): 1797, 1723, 1720, 1657, 1048 cm™

Macc-criextp (ISP): 668.4 (M+H)"

Cwmech 6ensrunpunoBoro ddupa (E)-(5R, 6R, 7R)- u -(5S, 6R, 7R)-7-Tper.-
OyTokcukap00-HUIaMUHO-3-( 1 -IUKIONPONHII-2-0KCOMUIIEPUINH-3-UITUACHMETI)- 5, 8- THOKCO-
5-tua-1-a3zabunmkio [4.2.0] okT-2-eH-2-KapOOHOBOW KUCIOTHI B OTHOIIEHHH 1:1.

UK-cnextp (KBr): 1796, 1722, 1654, 1610 cm™

Macc-criektp (ISP): 649.5 (M+NH4)"

[Tonyuenne 17

Hudpenmnmerunoseiii  3¢pup  [6R-[3(E), 6a, 7B]]-3-[(1-uuknonponui-2-okco-3-
nupponuauHmIuaeH) wmetun]-7-[[(1,l-mumeTrunITokcH)kapOOHMI| -aMHHO] -8-0Kco-5-Tha-1-
azabunukiio [4.2.0] okT-2-eH-2-KapOOHOBON KUCIOTHI

PactBop 5-okcuna nudenunmerunonoro d¢upa [6R-[3(E), 6a, 7B]]-3-[(1-uukmonpomnu-
2-0Kco-3-nupposuauHuIuACH )-MeTri |- 7-[ [ (1, ] -TUMeTUIA TOKCH ) KapOOHMII |-aMUHO | -8-0KCO-5-
Tha-1-azaburmkio [4.2.0] okT-2-eH-2-kapOoHOBO# kucnoThl (8.16 1, 13.2 MM), nuxiopmerana
(92 M), N-metumnaneramuga (27 mur) u N,N-gumetuinpopmamuaa (30 mi) oxnaxaamum a0 -20°C
B 0aHe M K MepeMelIMBaeMOMY PacTBOPY MO KamjisiM J00aBISJIM PacTBOP TPEXOPOMMCTOTO
docdopa (10.08 mut, 0.106 M) B nuxnopmerane (31 mi). PactBop nepemermuBanu 1 4 mpu 3TOM
TEeMIepaType M 3aTeM BBUIMBAJIM B IEPEMEIIMBAaeMblii pacTBOp BOJAbI co JbaoM (400 mi) u
quxjopmeraHoM (260 wu). BoaHblii  clioil  OTHENSUIM M MOBTOPHO — AKCTPAarupoOBaIH
quxiopmeranoM (100 mir). OObearHEHHBIE OpraHnYeckue (ppakiuu npoMbiBaiud 5 % BOJIHBIM
OukapOoOHAaTOM HaTpusi U 3aTeM BoOJoW. Dpakiivio XJIOPUCTOTO METWIIEHa CyUIWId (cyibdar
HATpHsl) U KOHLEHTpUpoBaiu. OCTaTOK OYHUINAIM KOJOHOYHOU Xpomarorpadueit Ha cCuiinkaresne
(cmech 3:1 osrTmnanerar/nH-rekcan) u nonydanu 6.36 T (80 % wmacc.) BbIIEYKa3aHHOTO
COEUHEHMSL.

Crextp SAMP (200 MI'u, CDCls) 6 0.77 (m, 4H), 1.48 (s, 9H), 2.23, 2.52 (m, 2H), 2.75
(m, 1H), 2.97, 3.12 (m, 2H), 3.52 (s, 2H), 4.98 (d, 1H), 5.24 (d, 1H), 5.63 (q, 1H), 7.0 (s, 1H)

7.12-7.48 (m, 11H),
BOCHN
);EE\/Q 4
o
0%~ OCHPhL

[To oncaHHOMY BBIIIIE MPOIIECCY MOTYYATH TAKXKE CISAYIONTNE COSTMHCHUS:

HudbennnmmerunoBerii 3bup [6R-[3(E), 6a, 7B]]-7-[[(1,]-muMeTHIITOKCH)KapOOHMI |
aMHHO |-8-0kc0-3-[(2-0KCO-3-MUPPOTUIUHIITHIEH )-Me T |-5-Tha- 1 -a3abummkino  [4.2.0] okT-2-
€H-2-KapOOHOBOM KUCITOTHI

UK-cnexrp (KBr): em™ 3350 (br.), 1782, 1718, 1525, 702

HudbennnmmerunoBerii 3dup [6R-[3(E), 6a, 7B]]-7- [[(1,]l-muMeTHIITOKCH)KapOOHHMI |
amMuHO |-3-[(1-MeToKCcH-2-0KCO-3-TTUPPOTHIAUHUIHICH )METHII |-8-0KCO-5-THa- | -a3a0UITHKII0
[4.2.0] okT-2-eH-2-KapOOHOBOW KHCIIOTHI

WK-cnekrp (KBr): em™ 3350 (mmp.), 2970, 1777, 1718, 1500, 702

HudbennnmmerunoBerii a3¢pup [6R-[3(E), 60, 7B]]-7-[[(1,]1-mumMeTrIdTOKCH) KapOOHMUI |
aMuHO |-3-[(1-MeTui-2-0KCco-3-MUPPOTUIUHIINIEH )METH | -8-0KC0-5-THa- 1 -a3abunukio [4.2.0]
OKT-2-€H-2-KapOOHOBOH KHUCIIOTHI

Cnextp AMP (200 MI'u, CDCls) 6 1.45 (s, 9H), 2.30, 2.55 (m, 2H), 2.95 (s, 3H), 3.00-
3.20 (m, 2H), 3.51 (s, 2H), 4.98 (d, 1H), 5.25 (d, 1H), 5.65 (q, 1H), 7.0 (s, 1H), 7.22-7.45 (m,
11H).

HudbennnmernnoBeridi 3pup [6R-[3(E), 60, 7B]]-7-[[(1,1-qumeTmindTOKCH) KapOOHMII]
aMUHO |-8-0kc0-3-[[2-0kco-1-(heHnameTokcH )-3-MuppoTuIUHIINICH [MeTHII-5-THa- | -a3a0uiu-
KJ10 [4.2.0] OKT-2-eH-2-KapOOHOBOI KUCIOTHI

UK-cnekrp (KBr): em™ 3300 (mmp.), 1785, 1715, 1525, 698.
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Hudenmnmerunossrii adgup [6R-[3(E), 6a, 7B]-7-[[(1,1-mumeTnndITOKCH)KapOOHMII |
aMUHO |-8-0kc0-3-[(2-0kco- 1 -heHnn-3-muppoauANHIIAICH )-MeTH | -5-THa- 1 -a3adunukiio[4.2.0]
OKT-2-eH-2-KapOOHOBOM KUCIOTHI

UK-crextp (KBr): em™ 3350 (mmp.), 1789, 1720, 1500, 697.

Hudennnmerunossrii adpup [6R-[3(E), 6a, 7B]]-3-[[1-(2,4-mudropdennn)-2-okco-3-
nuppoauanHIIAIeH [MeTun |-7-[[ (1,1 -qumMeTnndTokcH )-kapOoHMI |aMHHO | -8-0KC0-5-THa- 1 -
a3a0ounuKIo [4.2.0] okT-2-eH-2-KapOOHOBOW KUCIOTHI

UK-crextp (KBr): em™ 3300 (mp.), 1788, 1720, 1705, 698.

HMudenmnmerunoseiii a¢up [6R-[3(E), 6a, 7P]]-7-1((1,1-mumeTrndTokcH)kapOOHNM |
amMuHO|-3-[[1-(4-auTpodennn)-2-okco-3-nuppoauIMHUINACH [MEeTHII |-8-0KCc0o-5-THa- 1 -a3adunu-
k110 [4.2.0] OKT-2-eH-2-KapOOHOBOM KUCIIOTHI

UK-crextp (KBr): em™ 3350 (mp.), 1783, 1720, 1672, 698.

Hudenmnmerunoseiii a¢up [6R-[3(E), 6a, 7B]]-7-[[(1,]1-nuMeTrundTOKCH)KapOOHHI |
amMuHO|-3-[[1-(4-meTokcudennn)-2-o0kco-3-mMpPOTUAUHUINACH| MeTu|-8-0Kkco-5-1ua-1-a3adu-
ko [4.2.0] okT-2-eH-2-KapOOHOBOM KHCIOTHI

UK-cnexrp (KBr): em™ 3350 (mmp.), 1785, 1722, 1685, 700

Hudenmnmerunoseiii a¢up [6R-[3(E), 6a, 7B]] -7-[[(1,]1-mumeTUndITOKCH)KapOOHW]
amMuHO |-3-[[ 1-[(4-HUTpODEHMIT)-METOKCH |-2-0KCO-3 -TUPPOTUANHIIINICH [METH |-8-0KCO-5-THa-
1-azaburukio [4.2.0] okT-2-eH-2-KapOOHOBOM KHCIOTHI

UK-cnextp (KBr): em™ 3300 (mmp.), 1785, 1720, 1525, 700

Hudenmnmerunoseiii a¢up [6R-(3(E), 6a, 7B]]-7-[[(1,1-aumeTundTOoKCH)KapOOHU|
amuHo|-3-[[1-(1,1-muMeTUIITIIT)-2-0KCO-3-MTUPPOTU TN HUAIUICH |METHII |-8-0KCO-5-THa- 1 -
a3a0ounukIo [4.2.0] okT-2-eH-2-KapOOHOBOW KUCIOTHI

Crnektp AMP (200 MI'u, CDCls) 6 1,51 (s, 9H), 1.55 (s, 9H), 2.35, 2.55 (m, 2H), 3.28
(m, 2H), 3.55 (s, 2H), 4.98 (d, 1H), 5.24 (d, 1H), 5.62 (q, 1H), 7.0 (s, 1H), 7.17-7.50 (m, 11H).

Hudenmnmerunossiii 3¢up [6R-[3(E), 6a, 7B]]-7-[[(1,]1-nuMeTHIaTOKCH )KapOOHII |aMu-
HO]-8-0kc0-3-[[2-0kc0-1-(2,2,2-TpudTOp3THI)-3-TUPPOIUAMHUIUACH |[MeTHI |-5-THa- 1 -
a3abunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

Crnektp SAMP (200 MI'u, CDCL) 8 1.48 (s, 9H), 2.40, 2.65 (m, 2H), 3.20, 3.40 (m, 2H),
3.55 (s, 2H), 3.92 (m, 2H), 5.00 (d, 1H), 5.23 (d, 1H), 5.48 (q, 1H), 7.02 (s, 1H), 7.31 (m, 11H).

BOCHN\__r

OJ-N N TN

CF,

OCHPh,?

Hudenmnmerunoseiii a¢up [6R-[3(E), 6a, 7B]]-7-[[(1,1-numMeTnndTOKCH) KapOOHUI]
amuHo |-3-[[1-(2-dbropaTuin)-2-okco-3-  MUPPOTUAUHWIHICH |-MeTHI |-8-0KCO-5-THa- 1 -a3abuim-
K110 [4.2.0] OKT-2-eH-2-KapOOHOBOM KUCIIOTHI

Crnektp AMP (200 MI'u, CDCls) & 1.48 (s, 9H), 2.38, 2.65 (m, 2H), 3.23, 3.40 (m, 2H),
3.54 (s, 2H), 3.55, 3.70 (m, 2H), 4.45, 4.68 (m, 2H), 5.00 (d, 1H), 5.25 (d, 1H), 5.65 (q, 1H), 7.0
(s, 1H), 7.32 (m, 11H).

Hudenmnmerunoseiii a¢up [6R-[3(E), 6a, 7B]] -7-[[(1,]1-mumeTundTOKCH)KapOOHU|
amuHo|-3-[[1-[4-[(1,]-1UMeTUIITOKCH )-KapOOHWUI |-peHw | -2-0KCO-3-TTUPPOTUTUHATUICH |
MeTH|-8-0Kco-5-Tua- 1 -a3abunukio [4.2.0] okT-2-eH-2-kapOOHOBOM KHCIOTHI

Crnektp SAMP (200 MI'u, COCls) 6 1.46 (s, 9H), 1.59 (s, 9H), 2.35, 2.65 (m, 2H), 3.40,
3.65 (m, 2H), 3.55 (s, 2H), 5.00 (d, 1H), 5.28 (d, 1H), 5.68 (q, 1H), 7.05 (s, 1H), 7.10-7.45 (m,
11H), 7.78 (d, 2H), 7.98 (d, 2H).

Hudenmnmerunoseiii 3hup [6R-[3(E), 6a, 7B]]-7-[[(1,1-aumeTundTokcu) KapOOHMI|
amuHo |-3-[[1-[1-[(1,]-muMeTUIITOKCH )KapOOHHMII |- | -METUITATHII | -2-0KCO-3-TTUPPOJTUTUHH -

TuIeH [MeTu |-8-0kco-5-tua- 1 -a3adunukio [4.2.0] okT-2-eH-2-kapOOHOBOM KHCIOTHI

UK-cnexrp (KBr): em™ 3300 (mmp.), 1787, 1727, 1688, 700.

Hudenmnmerunoseiii a¢up (6R-[3(E), 6a, 7B]]-7-[[(1,]1-nuMeTunITOKCH)KapOOHHMI |
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amMuHO-3-[[1-deHnn-2-okco-3-munepuAnHUIUACH| MeTHI| - 8-0Kkco-5-Tua-1-azabunumkio [4.2.0]
OKT-2-€H-2-KapOOHOBOM KHUCIOTHI

UK-cnekrp (KBr): em™ 3515 (mmp.), 1785, 1720, 1672, 695.

bensruapunossiii a¢up (E)-(6P,7P)-7-tper.-0yTokcukapOboHUIaMUHO-8-0KC0-3-(2-0KCO-
1 -nupa3uH-2-UINUPPOITUINH-3-WINCHMETII)-5-THa- 1 -a3aburukino  [4.2.0] okTt-2-eH-2-kap0Oo-
HOBOW KUCJIOTBI

MK-cnekrp (KBr): 1788, 1719, 1495 cm™

Macc-cniextp (ISP): 640.5 (M+H)"

bensruapunossiit a3¢up (E)-(6R,7R)-7-tpeT.-0yTokcnkapOboHUIaMHHO-8-0KC0-3-(2-0KCO-
1-miporn-2-nuomnuppoauArH-3-UIuAeHMe TN )-5-Tra- 1 -azaburmkio [4.2.0] okr-2-eH-2-kapOoHO-
BOW KUCJIOTBI

UK-crextp (KBr): 2115, 1794, 1720, 1688 cm™

Macc-criektp (ISP): 600.4 (M+H)"

bensruapunoseit  3¢up (E)-(6R, 7R)-7-tper.-OyrokcukapOonmiamuuo-3 - (1 -
LHUKJIONPONUIMETHI-2 -OKCO-TIUPPOITUANH-3-UIUICHMETHI )-8-0KCO-5-THa- | -a3a0UITUKIIO0
[4.2.0]okT-2-eH-2-KapOOHOBOM KHUCIOTHI

HK-cnexrp (KBr): 1785, 1721, 1684 cm™

Macc-cnektp (ISP): 633.6 (M+NH,)"

bensrunpunoseiit  3pup  (E)-(6R, 7R) -7-tper.-OyrokcukapOonmnamuHo-3-  (1-
[IUAHOMETHUII-2-0KCOMTUPPOTHINH-3-WIIHIEHMETUI) -8-0KCOo-5-THa-1-a3abunukno [4.2.0] oxT-2-
eH-2-KapOOHOBOM KHCIOTHI

UK-crextp (KBr): 1785, 1718, 1655 cm™

Macc-criektp (ISP): 618.4 (M+H)"

bensruapunossiit  3dup (E)-(6R,7R)-7-Tper.-OyTokcukapOonunamuno-3-(1-(2-uuano-
3THI)-2-0KCO-MTUPPOTUANH-3-UTUACHME T | -8-0kco-5-Tra-1 -a3abunukino [4.2.0] okT-2-eH-2-
KapOOHOBOW KHCJIOTHI

HK-cnexrp (KBr): 2241, 1786, 1729, 1688 cm™

Macc-criextp (ISP): 615.5 (M+H)"

bensrunpunosslit aup (E)-(6R, 7R)-7-TpeT.-0yToKcuKapOOHUIaMUHO-3-[ 1 -
(MEeTOKCUNTUPUIUH-3-1IT)-2-0KCO-NIUPPOITUIUH-3-WINIEHMETUI |-8-0KCO-5-THa- 1 -a3a0U1IMKII0
[4.2.0] okT-2-eH-2-KapOOHOBOI KUCIOTHI

UK-crextp (KBr): 1787, 1721, 1495 cm™

Macc-criektp (ISP): 686.4 (M+NH,)"; 669.4 (M+H)"

bensruapunossiit a¢pup (E)-(6R, 7R)-7-Tpet.-OyTokcukapbonunamutao-3 - (1-tperdyro-
KCUKapOOHUIIMETHII-2-0KCO-MUPPOTUIUH-3 -WIHIEHMETHN )-8-0KCO-5-THa- 1 -a3abunukino  [4.2.0]
OKT-2-€H-2-KapOOHOBOH KHUCTIOTHI

HK-cnexrp (KBr): 1781, 1724 cm™!

Macc-criextp (ISP): 676.5 (M+H)"

Hudennnmerunossiit 3¢up (E)-(6R, 7R)-7-Tper.-OyToKcHKapOOHMIAMUHO-8-0KCO-3-(2-
OKCO- | -upuANH-2-UIMUPPOUINH-3 -WIHICHMETH )-5-Tha- 1 -azadourukino [4.2.0] okt-2-eH-2-
KapOOHOBOW KHCIIOTHI

UK-cnextp (KBr): 1787, 1719, 1587, 1469,1386 cm™!

Macc-criektp (ISP): 639.4 (M+H)"

Hudenmnmerunoseiii 3¢up (E)-(6R, 7R)-7-Tpet.-0yToKkcnkapOOHMIaMHHO-8-0KCO-3-(2-
OKCO- | -MUpHANH-3-WI-NIUPPONUIUH-3-WIHAEHMETHN )-5-THa- | -a3aburukino [4.2.0] okT-2-eH-2-
KapOOHOBOW KHCJIOTHI

HK-cnexrp (KBr): 1787, 1720, 1485, 1367, 1307 cm™

Macc-cnekrp (ISP): 639.4 (M+H)™!

Hudennnmerunossiit 3¢up (E)-(6R, 7R)-7-Tper.-OyTokcukapOOHMIAMUHO-8-0KCO-3-[2-
0KCO- 1-(2-0KCO-0KCa30TUANH-3 -1J1)-TUPPOTUINH- 3 -UTUACHMETII |- 5-THa- 1 -a3abutukio [4.2.0]
OKT-2-eH-2-KapOOHOBOM KUCIOTHI

UK-cextp (KBr): 1784, 1715, 1488, 1369,1225 cm™!
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Macc-cnektp (ISP): 664.4 (M+NH,)™ 647.4 (M+H)"

Hudenmnmerunoseiii  3¢up (E)-(6R, 7R)-7-Tper.-OyTokcukapOonunamuno-3-[1-(5-
METHIIM30KCa301-3-11)-2-0KCO-TIUPPOTHANH-3 - MU ACHMETHI | -8-0KCO-5-THa- | -a3a0UIINKIIO
[4.2.0] okT-2-eH-2-KapOOHOBOW KHCIIOTHI

MK-cnextp (KBr): 1788, 1718, 1609, 1507, 1456 cm™

Macc-criexktp (ISP): 660.4 (M+NH,)" 643.4 (M+H)"

bensruapunoseiit  3¢gup (E)-(6R, 7R)-7-Tper.-OyTokcukapOoHMIaAMUHO-8-0KCO-3-(2-
OKCO- | -THa3071-2-ua-mUpPPOSIUINH- 3-HIIHIEHME TN )-5-THa- 1 -a3abutukno  [4.2.0]  okT-2-eH-2-
KapOOHOBOM KHCIIOTHI

UK-cnextp (KBr): 1788, 1721, 1505, 1464, 1369 cm™*

Macc-cniektp (ISP): 645.4 (M+H)"

bemsrunpunoserit  3¢gup (E)-(6R, 7R)-7-TpeT.-OyTOKCHMKapOOHMIAMUHO-8-0KCO-3-[2-
okco-1-(5-tpudropmerun-1,3,4-tuaguazon-2-ui)-muppoiuanH-3-uIneHMeTr |-5-tua- 1 -
azabunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

WK-cnextp (KBr): 1790, 1720, 1475, 1330 cm™

Macc-criextp (ISP): 731.4 (M+NH,)"; 714.4 (M+H)"

bensruapunoseiii  agup  (E)-(6R,  7R)-7-tper.-OyTrokcukapboHunamuHo-3-[1-(4-
METOKCUOCH30MJI)-2-0KCOMUPPOIUIANH- 3 -UITUACHMETHI| - 8 -0KCco-5-THa- 1-a3adunmkio [4.2.0]
OKT-2-eH-2-KapOOHOBOMH KUCIOTHI

UK-cnextp (KBr): 1788, 1723 cm™

Macc-criektp (ISP): 696.4 (M+H)" 713.4 (M+NH,4)"

bensruapunossiii 2¢up (E)-(6R, 7R)-3-(1-ammmn-2-okconuppoauanH-3-uinaeHMETII)-
7-TpeT.-0yToKCHKapOOHMIAMUHO-8-0KCO-5-THa- 1 -a3abuniukino [4.2.0] okT-2-eH-2-KapOOHOBOA
KHCIIOTHI

UK-cnekrp (KBr): 1785, 1720, 1686 cm™

Macc-cniextp (ISP): 602.5 (M+H)"

bewsruapunoseii  3¢up  (E)-(6R, 7R)-7-tper.-Oyrokcukapoonunamuno-3-[1-(1,1-
JTIMOKCOTETPAruaApoTHOheH-3-m1)-2 -OKCO-MTUPPOTUANH- 3-WIHIACHMETHI| - 8 -0Kco-5-Tha-1-
a3a0onnukIo [4.2.0] okT-2-eH-2-KapOOHOBOW KUCIOTHI

HK-cnekrp (KBr): 1786, 1720, 1368, 1305, 1162 cm™

Macc-criektp (ISP): 680.5 (M+H)"

bensruapunossii  3¢pup  (E)-(6R,  7R)-tper.-OyTokcukapbonunamuHo-  3-[1-(4-
MeTHI(EHUICYTB(GOHII )-2-0KCO-MTUPPOITUANH-3-UITUACHME T | -8-0KC0-5-THa- | -a3a0UIIUKIT0
[4.2.0] okT-2-eH-2-KapOOHOBOW KHCIIOTHI

bensruapunoseiii  3pup (E)-(6R, 7R)-7-Tpet.-OyToKcukapOOHMITAMHHO-8-0KCO-3-(2-
OKCONUPUANH-4-UIT-TIUPPOITUINH-3-UTUACHMETIN )-5-THa- | -a3abunukino  [4.2.0]  okT-2-eH-2-
KapOOHOBOM KHCIIOTHI

bensrunpuinoBsrii a¢up (Z)-(6R, 7R)-7-TpeT.-0yTokcukapOoHmIaMuHo-3-(1-
[IUKIIOTIPOTIUII-2-OKCOMUPPOIUIUH- 3 -UITHIEHMETH )-8-0KCO-5-THa- 1 -a3adbunmkio [4.2.0] okT-2-
€H-2-KapOOHOBOM KUCIIOTHI

UK-cnekrp (KBr): 1787, 1721, 138 1686 cm™

Macc-cniextp (ISP): 602.4 (M+H)"

Hudenmnmerunoseiii 3pup [6R-[3(E),(6a, 7B)]]-7-[[(1,]1-nuMeTHUIITOKCH )KapOOHHMI |
aMUHO |-8-0kc0-3-[(2-0kco- 1 -heHnn-3-munepuIuHUINICH )-MeTh |-5-THa- 1 -azabunmkino [4.2.0]
OKT-2-eH-2-KapOOHOBOM KUCIOTHI

Macc-cniextp (ISP): 652.5 (M+H)"

UK-cnekrp (KBr): 1786, 1722, 1658 cm™

bemsruapunosenii >¢gup (E)-(6R, 7R) -7-tper.-OyTrokcuxapOboHuUIaMUHO-8-0KC0-3-[1-
(2,2,2-TpudTOpaTHI)-2-0KCO-MTUNEPUINH-3-UIUAeHMEe TN | -5-Tna-1 -azadurukio [4.2.0] okt-2-
€H-2-KapOOHOBOM KUCIIOTHI

UK-cnekrp (KBr): 1791, 1715, 1689, 1658 cm™

Macc-criextp (ISP): 658.4 (M+H)"
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bensruapunoseiit 3¢gup (E)-(6R, 7R)-7-tper.-0yTokcukapOonmi-3-(1-uukmonpomnui-2-
OKCO-TIUTNIEPHIUH-3-WIIH]IEH )-8-0KCO-5-THa- | -a3a0UITHKIIO [4.2.0]  okT-2-eH-2-KapOOHOBOM
KUCJIOTBI

UK-crextp (KBr): 1786, 1721, 1656 cm™

Macc-cnektp (ISP): 633.5 (M+NH,)"; 616.5 (M+H)"

[Tomyuenue 18

Tpudropauerat [6R-[3(E), 6a, 7B1]-7-amuno-3-[(1-uuknonponui-2-okco-1-
MUPPOTUANHUIUICH )METHUI |-8-0KC0-5-THa- | -a3a0UIUKIO0 [4.2.0] OKT-2-eH-2-KapOOHOBOM
KHCJIOTHI

Hudenmnmerunoseiii  3¢up [6R-[3(E), 6a, 7B]] -3-((1-uuknonponuin-2-okco-1-
nupponuauHuauaeH)merwn]| -7- [[(1,1-aumernnatokcu)kapOoHmwi|amMmuHo| -8-okco-5-Tha-1-
azabunukio [4.2.0] okr-2-eH-2-kapO6oHoBO kucnoThl (6.36 T, 10.6 MM) B auxiopmetane (254
M) ¥ aHuzone (25.4 mu) oxjaxaaiau B BOJASHON OaHE cO JbAOM M IO KarisiM JT00aBisuIM
Tpudropykcycuyro kuciory (254 wmur). PactBop mnepememmBand 2 4Yaca NpH KOMHATHOH
TEeMIeparype, W 3aTeM JIeTydydhe MaTepuajbl yAasUld Ha POTOPHOM UCIApHUTENE TIpH
MOHMKEHHOM JaBiieHMH. OcTaTok 00pabaThIBaIM MO KamjsM 3TWIOBBIM 3¢upoM (280 mi) mpu
4°C, nepemermmBanu 30 MUHYT, QUIBTpOBaTN B aTMocdepe a3ora u momydamu 4.42 r (93 %
Macc.) BBIIIEYKa3aHHOT'O COEAMHEHMUS.

Cnextp AMP (200 MI', DMSO-ds) 6 0.70 (s, 4H), 2.80 (m, 1H), 3.00, 3.40 (m, 4H),
3.91 (s, 2H), 5.10 (d, 1H), 5.18 (d, 1H), 7.22 (s, 1H).

CFOOHHN

4:Nr.f AN

O
CoOH ©

OnucaHHbBIM BBIIIE CIIOCOOOM MOTYYalld TaKkKe CIEAYIOIUE COSAUHECHNUS:

Tpudropanerar [6R-[3(E), 6a, 7P]]-7-amuHO-8-0KC0-3-[(2-0KCO-3-TTHPPOTUAUHUITH-
JieH )MeTu |-5-tua- 1-azadunukiio [4.2.0] okT-2-eH-2-KapOOHOBOI KUCIOTHI

Coextp SAMP (200 MI'u, DMSO-ds) 6 3.00, 3.10 (m, 2H), 3.28 (m, 4H), 3.95 (s, 2H),
5.16 (d, 1H), 5.123 (d, 1H), 7.26 (s,IH).

Tpudropanerar [6R-[3(E), 6a, 7]]-7-amun0-3-[(1-MeTOKCH-2-0KCO- | -ITUPPOTHTAHUITH-
JieH) MeTu |-8-okco-5-tra- 1-a3adunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KHUCIOTHI

Cnextp SAMP (200 MI'u, DMSO-ds/D,O) 6 2.82, 2.92 (m, 2H), 3,54 (m, 4H), 3.68 (s,
2H), 4.88 (d, 1H), 5.05 (d, 1H), 7.20 (s, 1H).

Tpudtopauerar [6R-[3(E), 60, 7B]]-7-amuno-3-[(1-MeTHI-2-0KCO-3-NUPPOTUANHUIN-
JIeH) METHI |-8-0Kco-5-Tna- 1 -a3adurukiio [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI

Cnextp SAMP (200 MI'u, DMSO-de) & 2.86 (s, 3H), 2.95, 3.08 (m, 2H), 3.39 (m, 2H),
3.96 (s, 2H), 5.18 (d, 1H), 5.22 (d, 1H), 7.25 (s, 1H).

Tpudropanerar [6R-(3(E), 60, 7P]]-7-amunHO-8-0KC0-3-[[2-0KC0-1-(pernmmeTokcn)-3-
MAPPOTUANHIIAICH | MeTHI | -5-THa- 1-a3abunukiio [4.2.0] okT-2-eH-2-KapOOHOBON KUCIOTHI

Tpudropanerar [6R-[3(E), 6a, 7B]]-7-amun0-8-0KC0-3-[[2-0KCO- 1 -permmn-3-
MAPPOTUANHIIIAICH | MeTHI | -5-THa-1 -a3adunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

Tpudropanerar [6R-[3(E), 6a, 7p]]-7-amuno-3-[[1-(2,4-mudropdenw)-2-okco-3-
MUPPOIUANHWINICH]| MeTwi| - 8-0kco-5-tha-l-azabunukino [4.2.0] okr-2-eH-2-kKapOOHOBOM
KHCIIOTHI

Tpudropanerar  (6R-[3(E), 60,  7B]]-7-amuno-3-[[1-(4-autrpodenun)-2-okco-3-
MUPPOUANHIIUACH| METHI|-8-0Kco-5-Tna-1-a3adunukino [4.2.0] okT-2-eH-2-kKapOoHOBOMU
KHUCIIOTBI

Tpudropanerar [6R-(3(E), 6a, 7B]] -7-amuno-3-[[1-(4-meTOoKcHeHMT) -2-0KCO-3-
MUPPOTUANHWINICH]| MeTui]-8-0kco-5-Tna-1-a3abunmkno [4.2.0] okr-2-eH-2-KapOOHOBOM
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KHCJIOTBI

Tpudropanerar [6R-[3(E), 6a, 7B]]-7-amuno-3-[[1-[(4-aHuTpOodeHmII) METOKCH |-2-0KCO-
3-MUPPONUIMHIIUACH| METHI |-8-0Kco-5-Tha-1-azabumukno [4.2.0] okT-2-eH-2-KapOOHOBOI
KHCIIOTBI

Tpudropanerat [6R-[3(E), 6a, 7B]]-7-amuno-3-[ [1-(1,1-aumeTnndTum)-2-0Kco-3-Muppo-
TUIUHWIAICH | MeTHI |-8-0KC0-5-THa- 1 -azabunmkino [4.2.0] okT-2-eH-2-KapOOHOBOW KHCIIOTHI

Cnextp SAMP (200 MI'u, DMSO-ds) 6 1.37 (s, 9H), 2.85-2.96 (m, 4H), 3.93 (s, 2H), 5.08
(d, IH), 5.18 (d, 1H), 7.22 (s, 1H).

Tpudropanerar [6R-[3(E), 6a, 7B]]-7-amuno0-8-0Kc0-3-[[2-0Kc0-1-(2,2,2-TprdTOPITHN)-
3-mupponuauHUACH |MeTI |-5-THa- 1 -a3a0utukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KHUCIOTHI

Cnextp AAMP (200 MI'u, DMSO-d¢) 6 3.05 (m, 2H), 3.77 (s, 2H), 3.6-3.8 (m, 2H), 4.08
(m, 2H), 5.22 (d, 1H), 5.32 (d, 1H), 7.75 (s, 1H).

CFLC0HHN N

- N —
04-; N CF,

coH O

Tpudropanerar [6R-[3(E), 6a, 7B]]-7-amuno-3-[[(1-(2-pTopaTwir)-2-0kco-3-MUppOTUIH-
HWIHJIEH |MeTHI |-8-0Kco-5-THa- 1 -a3adurmkiio [4.2.0] okT-2-eH-2-kapOOHOBOH KHUCIOTHI

Crnektp AMP (200 MI'u, DMSO-ds) 8 3.0-3.25 (m, 4H), 3.67 (m, 2H), 3.92 (s, 2H), 4.43
(t, 1H), 4.68 (t, 1H), 5.10 (d, 1H), 5.18 (d, 1H), 7.26 (s, 1H).

Tpudropanerar [6R-[3(E), 6a, 7B]]-7-amuno-3-[[1-(4-kapOokcudenun)-2-okco-3-
MUAPPOTUANHIINICH [METHI |-8-0KCO-5-THa- 1 -a3a0UIMKI0 [4.2.0] OKT-2-eH-2-KapOOHOBOM
KHUCJIOTHI.

Tpudropanerar [6R-[3(Z),6a,7B]]-7-amuno-3-[[1-heHnn-2-0kco-3-MTHUPPOTUTHHUITU/ICH |
-MeT| -8-0Kco-5-THa- 1 -a3a0ouiukio[4.2.0]okT-2-eH-2-KapOOHOBOI KHUCIIOTHI.

Tpudropanerar [6R-[3(E), 6a, 7B]]-7-amuno-3-[[1-[1-kapOokcH-1-MeTHIITHII|-2-0KCO-
3-MUppONUIUHUIHACH| MeTu] - 8-okco-5-tma-1-a3zabunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM
KHUCJIOTHI.

(E)-(6R,7R)-7-amun0-3-  [1-(6-MeTokcUUpUAUH-3-U1) -2  -OKCO-TIMPPOJIUINH-3-
WIHJIEHMETHII |-8-0KC0-5-THa- 1 -a3adurmkino [4.2.0] okT-2-eH-2-kapOoHOBas KUCIOTA

UK-crextp (KBr): 1782, 1685, 1618, 1570, 1496, 1407 cm™

Macc-cniekrp (ISP): 403.4 (M+H)"

(E)-(6R,7R)-7-amuH0-8-0Kc0-3-(2-0KCO-1 -mupazuH-2-UIMUPPOITHINH-3-HIIHIEHMETH )-
5-tua-1-azaburmkio [4.2.0] okT-2-eH-2-kapOOHOBasi KUCIOTA

UK-cnexrp (KBr): 1787, 1697, 1619 cm™

Macc-cniekrp (ISP): 374.4 (M+H)"

Tpudropanerar (E)-(6R,7R)-7-amunH0-8-0KCc0-3-(2-0KC0-1-(2,2,2-TprdTOPITHI)-a3ETH-
JIUH-3-UIuaeHMeTn |-5-tua- 1 -azabunukio [4.2.0] okt-2-eH-2-kapoonoBoit kucioThl (1:0.1)

UK-cnekrp (KBr): 1749 cm™

Macc-cniekrp (ISP): 364.3 (M+H)"

OneMmenTHBIN aHamu3 i Ci3Hi.FiN3O4S:

Boruucneno: C 42.27 H3.25 N 11.19 S 8.54

Haiineno: C42.32 H3.40 N 1091 S 8.48.

TpudTropanerat (Z)-(6R,7R)-7-amun0-8-0kc0-3-[2-0kco-1-(2,2,2-TpudTOpITHI)-
a3eTUIWH-3-WInaeHMEeTH |-5-THa- 1 -azabunmkno  [4.2.0]  okT-2-eH-2-KapOOHOBOW  KHCIIOTHI
(1:0.13)

UK-cnekrp (KBr): 1801, 1739 cm™

Macc-cniekrp (ISP): 364.3 (M+H)"

TpudTropanerart (E)-(6R,7R)-7-amun0-3-(1-(4-MeTrndeHUICYIb(HOHNT )-2-0KCOTTU-
POJIUINH-3-UITUIEHMETH | -8-0KCO-5-THa- | -a3a0UIIUKII0 [4.2.0] OKT-2-eH-2-KapOOHOBOH
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kucioTh (1:0.2)
UK-crextp (KBr): 1790, 1721, 1624 cm™
Macc-cnexrp (ISP): 465.3 (M-H+NHj;)°
Tpudropauerat (E)-(6R,7R)-7-amuno-8-okco-3-(2-okco- 1 -npon-2-uHUAMUPPOIUAUH-3 -
WIHJIEHMETHI)-5-THa- 1 -a3abunukiio [4.2.0] okT-2-eH-2-kapOoHOBOM KUCIOTHI (1:0.2)
UK-crextp (KBr): 2115, 1779, 1682, 1626 cm™
Macc-cniektp (ISP): 334.3 (M+H)"

Tpudtopauerar (E)-(6R,7R)-7-amuno-3-(1-1UKIONPONHIMETHI-2-0KCOTUPPOTUINH-3-
WINACHMETII)-8-0KCO-5-THa- 1 -a3abutukiio [4.2.0] okT-2-eH-2-kapOoHOBO Kuca0THI (1:0.7)

WK-cnekrp (KBr): 1785, 1679, 1628 cm™

Macc-cnektp (ISP): 350.3 (M+H)"

Tpudropauerar (E)-(6R,7R)-7-amuno-3-(1-1inaHoMeTHI-2-0KCO-MUPPOITUANH-3-UITHICH-
MeTHN)-8-0KCc0-5-Tna- 1 -azabunmkio [4.2.0] okt-2-eH-2-kapOooHoBo# KucaoThI (1:0.21)

WK-cnekrp (KBr): 1781, 1688, 1628 cm™

Macc-criextp (ISP): 332.2 (M+H)"

Tpudropanerar (E)-(6R,7R)-7-amun0-3-[1-(2-11M1aHOATHIT)-2-OKCOMUPPOTUIUH-3 -HITH-
JeHMeTHI |-8-0kco-5-Tua- 1-a3abunukio [4.2.0] okT-2-eH-2-kapOoHOBOI KucaoThI (1:1)

WK-cnexktp (KBr): 2245, 1784, 1720, 1675 cm™

Macc-criextp (ISP): 349.4 (M+H)"

Tpudropanerar  (E)-(6R,7R)-4-[3-(7-amun0-2-KapOOKCH-8-0KCO-5-THA- | -a3a0UITHKIIO
[4.2.0] OoKT-2-eH-3-UIMETHIICH )-2-0KCOMUPPOTUINH- | -1 |- 1 -meTunmupuauauiiiioguaa (1:1.15)

WK-cnexrp (KBr): 1779, 1704, 1670, 1519 cm™

Macc-criextp (ISP): 387.3 (M)"

Tpudropanerar (Z)-(6R,7R)-7-2-amuno-8-0kco-3-(2-okco- 1 -pennnazeTuann-3-uamaeH-
MeTuN)-5-THa- 1 -azabunmkio [4.2.0] okT-2-eH-2-kapOooHoBoi kucaoTs (1:0.09)

MK-cnextp (KBr): 1788, 1716 cm™

Macc-cnektp (ISP): 356.2 (M-H)"

Tpudropanerar (E)-(6R,7R)-7-amuno-8-okco-3-(2-okco- 1 -pennnazeTuann-3-unmaeH-
MeTrn)-5-tha-1 -azadunukio [4.2.0] okT-2-eH-2-kapboHoBoit kucioTsl (1:0.14)

MK-cnextp (KBr): 1782, 1734 cm™

Macc-criextp (ISP): 358.3 (M+H)"

TpudTropauerar (E)-(6R,7R)-7-amuno-3-(1-kapOoKCUMETHII-2-0KCO-ITUPPOIUANH-3-
WINACHMETI)-8-0KCO-5-THa- 1 -a3abuiukiio [4.2.0] okT-2-eH-2-kapOoHOBO# Kuca0THI (1:0.25)

MK-cniexktp (KBr): 1781, 1680 cm™

Macc-cniextp (ISP): 352.2 (M-H)°

(E)-(6R,7R)-7-amun0-3-[1-(5-MeTUIN30KCA30II-3-11)-2-0KCO-TUPPOITUANH-3-UITUICHME-
Thn |-8-0Kc0-5-THa- 1 -azabunmkio [4.2.0] okT-2-eH-2-kKapOOHOBAs KUCIOTA

WK-cnextp (KBr): 3434, 1793, 1705, 1607, 1507 cm™

Macc-cnextp (ISN): 392.3£ (M+NH;-H)°

Tpudtopauerar (E)-(6R,7R)-7-amuno-8-okco-3-(2-0kco- 1 -nupuauH-2-uinuppoauinH-
3-ununenmeT)-5-tua- 1-azadbunukiio [4.2.0] okr-2-eH-2-kapOoHOBOM KUCHOTHI (1:1)

WK-cnextp (KBr): 3437, 1789, 1690, 1388, 1204 cm™

Macc-cnextp (ISN): 388.3 (M+NH;-H)°

Tpudropauerar (E)-(6R,7R)-7-amuno-8-okco-3-(2-0kco- 1 -nmupuanH-3-uia-nuppoauanH-
3-ununenmeTm)-5-tua- 1-azadbunukiio [4.2.0] oxr-2-eH-2-kapOoHOBOM KUCHOTHI (1:2)

WK-cnexrp (KBr): 3422, 1783, 1679, 1557, 1393,1201 cm-'

Macc-cnextp (ISN): 388.3 (M+NH;-H)°

(E)-(6R,7R)-7-amuH0-8-0KC0-3-[2-0KCO- 1 -(2-0KCO-0KCA30IUIUH-3 - 1T )-TTUPPOTUAUH-3 -
uiuaeHMeTI| -5 -tua-1 -azabunmkino [4.2.0] okT-2-eH-2-KapOOHOBAasI KUCIIOTA

WK-cnextp (KBr): 3435, 1701, 1627, 1395 cm™

Macc-cniextp (ISN): 396.3 (M-NH;-H)®
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(E)-(6R,7R)-7-amuHO0-8-0KC0-3-(2-0KCO- | -THA30M-2-UIMUPPOTHUIUH- 3 -UITHICHMETHI )-5-
THa- 1-a3aouukio [4.2.0] okT-2-eH-2-kapOOHOBask KUCIOTa

MK-cnektp (KBr): 1783, 1691, 1575, 1506,1464,1385 cm™!

Macc-criextp (ISP): 379.3 (M+H)"

Tpudropanerar (E)-(6R,7R)-3-(1-ammui-2-0Kco-mUppOTUIANH-3-UITHICHMETHI)-7 -
aMUHO-8-0KC0-5-THa- 1 -azabunmkiio [4.2.0] okT-2-eH-2-kapOoHoBOH KUCIOTHI (1:0.65)

WK-cniekrp (KBr): 1784, 1679, 1627 cm™

Macc-criextp (ISP): 336.3 (M+H)"

(E)-(6R,7R)-7-amun0-3-[1-(1,1- auokcoTeTparuapotuodeH-3-mi)-2-0KCOMUPPOTHIUH-3-
WINACHMETII |-8-0KCco-5-THa- 1 -a3aburukino [4.2.0] oxT-2-eH-2-kapOoHOBasi KHCIOTa (CMECh
3MUMEPOB B OTHOIIEHUH 1:1)

UK-cnextp (KBr): 1782, 1678, 1296, 1200,1124 cm™

Tpudropanerar (E)-(6R,7R)-7-amuno-3-[ 1-(4-MeTOKCHOESH30M )-2-0KCO-TTUPPOTHIUH-3 -
WINACHMETHI |-8-0KCco-5-THa- 1 -a3abutukiio [4.2.0] oxT-2-eH-2-kapOoHOBOM KuCIO0THI (1:0.2)

MK-cnekrp (KBr): 1785, 1726, 1665 cm™

Macc-cnektp (ISN): 430.4 (M+H)"

Tpudtopauerar  (E)-(6R,7R)-7-amuno0-8-0kco-3-(2-okconupuauH-4-uinuppoauinH-3-
WINACHMETI)-S5-THa- 1 -a3a0utukiio [4.2.0] okT-2-eH-2-kapOoHOBOM KucaoTHI (1:1.63)

Tpudtopauerar  (Z)-(6R,7R)-7-amuno-3-  (1-muxionponui-2-oKConuppoIuanH-3-
WINACHMETII) -8-0KCO-5-THa- 1 -a3a0urukIio [4.2.0] okT-2-eH-2-kapOoHOBOM KUCIOTHI (1:0.83)

HMK-cnextp (KBr): 1778, 1700 cm™

Macc-cniektp (ISP) 336.3 (M+H)+

Tpudropanerar (E)-(6R,7R)-7-amun0-8-0kc0-3-[1-(2,2,2-TpuTOPITHIT )-2-OKCOMH-
NepUANH-3-WINACHMETI |-5-Tna- 1 -a3adurnukino  [4.2.0]  OkT-2-eH-2-KapOOHOBON  KHUCIIOTHI
(1:0.32)

UK-cnextp (KBr): 1782, 1658, 1617 cm™!

Macc-cnektp (ISN): 407.3 (M+MH;-H)°

(E)-(6R,7R)-7-amun0-3-(1-1MKI0IPONUI-2-0KCONUNIEPUINH-3-MIINIEHMETH )-8 -0KCO-5-
Tha- 1-a3abunukio [4.2.0] okT-2-eH-2-kapOoHOBasI KUCIOTA

UK-cnextp (KBr): 1784, 1677, 1598 cm™

Macc-cnektp (ISN): 365.4 [(M-H)° +MHs;]; 348.4 (M-H)°

Tpudropauerart (E)-(6R,7R)-7-amun0-8-0Kc0-3-(2-0KCO- 1 -(heHunnunepuiut-3-uim-
JIeHMeTHn )-5-Tra- 1 -azabunukio [4.2.0] okT-2-eH-2-kapO0oHOBOM KUCIOTHI (1:1)

UK-cnextp (KBr): 1784, 1676 cm™

Macc-cniektp (ISN): 384.3 (M-H)"

[Tonyuenue 19

HMudenmmermn-[6R-60,7p]-7-TpeT.-0yTokcHKapOOHUITAMHHO-3-hOpMHII-8-0KCO-5-THA-
1-a3aburnukio [4.2.0] okT-2-eH-2-kapOoKcHIaT

B Tpexropayio konby emkocthio 500 M1 3arpyaiu XJIOPUCTBIA MmeTwiieH (60 mi) u
mumetuincynbdokenn (3.24 mi). Cmech oxnaxaanu B 6ane A0 -50°C u mo karisaM 100aBIsuIu
tpudropykcycHsiit anrunpun (5.34 mur). Cmech nepememuBaiii 30 munyT B 6ane mpu -50°C u
3aTeM B Te4eHue 15 MUHYT 00pabaThIBaIH MO KAIJISM MYTHBIM PacTBOPOM AU(PEHUIMETHIOBOTO
adupa (6R-tpanc)-7-[[(1,]-qumeTHIdITOKCH)KapOOHMIT |aMUHO]| -3-(OKCHUMETHI) -8 -OKCO-5 -THa-
1-a3abunukio[4.2.0]okT-2-eH-2-kapOoHoBO# kucnoThl (15.0 1, 0.03 M) B metunenxiopuzae (150
Mmi). Peakimonnyro cmech nepemeruBanu 30 muayT nipu -50°C 1 3aTeM Mo KarwisiM 100aBIIsIN
TpraTiiamuH (16.9 mu). PeakuumonHas cMech mpuoOpeTana TEMHBIH IIBET, HO OCTaBalach
IIPO3PAYHOMN.

PeakumonHyo cMech mepememvBany 2 4aca B 0aHe W TeMIEpaTypy MOBBIMIATH Oe3
HarpeBa JI0 TEMIIEpaTyphl OKpysKaromien cpeapl. KoHedHas TemmepaTypa COCTaBisla OKOJIO -
20°C. PeaxnuonHyto cmech BbUmMBanu B 0.5H xmopucro-sopopoanyto kucioty (360 mi) u
stunauetat (1.0 1) npu nepememinBanun. OpraHuyecKuil CI0N OTIEINSIN, IPOMbBIBAIN PAaCCOIOM
U cymuiu Haja 6e3BomHbIM cynbdarom Hatpus. [locne ynaneHus ocymiaroIiero areHra u
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pacTBOPUTENST OCTATOK OYHUIIATU KOJOHOYHOW Xpomarorpadueit (cMech H-TeKCaH/dTUIaleTaT B
oTHomeHnn 2:1). @pakuuM MNPOAYKTa CMEIIMBAIM W KOHIICHTPAIIUIO PACTBOPHUTENS
yCTaHaBIMBaIM B OTHOUIEHWM 3:1 H-rekcaHa K »Twianerary. PactBop ocTtaBiasuiin B
XOJIOWJIBHUKE HAa HOYb M cobupanu 6.93 r tBepaoro BemiectBa. OuUiabTpaT KOHUEHTPUPOBAIU
JIOCyXa M pacTHpajM CO CMEChIO T-TeKcaH/dThianeTar B oTHomeHud 3:1 mo 1.66 r. Obmuit
BbIX0N coctaBuia 8.59 1 (57.4 % wmacc.) u cnexktpom SAMP moaTBepkeHO BBINIEYKa3aHHOE B
LIEJIEBOE COCITUHEHHUE.

Ipumep 1

a) MononarpueBas conb [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THa30/1IT) (METOKCHU-
MUHO )alleTHJI |aMUHO |-8-0Kc0-3-[(2-0Kco- 1 -peHuI-3 -MuppoTu AMHUIUACH )METHI |- 5-THa- 1 -
azabunukio [4.2.0] okT-2-eH-2-KapOOHOBON KUCIOTHI

[Tpu komHaTHOW TemmepaType cmemuBanu Tpudtopaunerat [6R-[3(E), 6a, 7B]]-3-[(2-
0KCO- 1 -peHm1-3-muppoTu IMHUITNACH )METHII |- 7-aMHHO-8-0KCO-5-THa- | -a3adunukio [4.2.0] okt-
2-eH-2-kap6onoBoii kuciotel (0.15 1, 0.29 MM), Terparunpodypan (8.4 mi), Boay (5.6 min) u
oukapoonar Harpus (77 mr, 0.92 MM) ¢ monyuenuem pactBopa. Jobasmsum 0.15 r (0.43 MM) 2-
O6enzotuazonuiaoBoro  Ttuodpupa - 2-(2-amuHOTHA3015-4-111)-(2)-2-METOKCHMMHHO-YKCYCHOM
KUCJIOThL. PeaknMoHHass CMeCh CTaHOBWJIACh pacTBOpuMol B TedeHue 15 wmunyt. Ilocme
nepeMeluBaHusl B TeUeHHe 4 yacoB MPU KOMHATHOM TemIepaType TeTparuapodypaH yaaisin
NIPY TTOHMKEHHOM JIaBJIeHHH, 100aBisum Boay (14 mu) u 6ukapbonar Hatpus 0.16 T (1.9 MM) u
PEAKIMOHHYI0 CMECh SKCTparupoBaiu sTuianeratoM (2 paza mo 10 mu). Bognyro 4yacth
OUMINATA KOJOHOYHOH xpomarorpaduerd Ha Cl8-konmoHke ¢ oOpameHHON ¢a3oii ¢
UCTIOJIb30BAaHUEM CHJIMKAressl, JJIIOUpPYs CMEChIO BOJA/alleTOHUTpUI. Ppakuuu NpoayKTa
CMEILMBAJIH U MOJIy4alu yKazaHHoe coenuHeHue ¢ BbixogoM 0.17 r (98 % macc.).

Cnextp AMP (400 MI'u, DMSO-d¢) & 3.02, 3.20 (m, 2H), 3.75-(d, 1H), 3.83 (m, 6H),
5.05 (d, 1H), 5.63 (d, 1H), 6.75 (s, 1H), 7.13 (t, 1H), 7.24 (s, 2H), 7.40 (t, 2H), 7.54 (s, 1H), 7.78
(d, 2H), 9.61 (d, 1H)

HK-cnexrp (KBr): 1765, 1670, 1615, 691 cm™

JOCHj4

\
HN 5
0
HN 0 N A AN
S 0
CO.Na O
OrnucaHHBIM B HACTOSIIIEM MMPUMEPE CITOCOOOM TOTydaH CISAYIONIUE COSAMHCHNUS
MononarpueBas conb [6R-[3(E), 60, 7B(Z)]]-7-[[(2-amun0-4-THa30711) (METOKCUUMH-
HO)alleTHJI |aMUHO |-8-0KCc0-3-[(2-0KCO-3-THPPOTUANHUIHICH )METHII |-5-THa- | -a3a0ULIUKITO
[4.2.0] okT-2-eH-2-KapOOHOBOW KHCIIOTHI

Crextp SIMP (200 MT', D:0) § 3.05 (m, 2H), 3.48 (t, 2H), 3.84 (g, 2H), 4.0 (s, 3H),
5.28 (d, 1H), 5.87 (d, 1H), 7.02 (s. 2H)

,OCHj
I
HN
¢
HN s‘ 004._.“,, NH

CO,Na Q

MononarpueBas conb [6R-[3(E), 60, 7B(Z)]]-7-[[(2-amun0-4-THa30711) (METOKCUUMH-
HO)ateTus1|aMuHo |-3-[(1-MeToKcu-2-0KCco-3-TUPPOIUIMHUTUACH |METHII |-8-0KCO-5-THa- 1 -
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a3a0unukIo [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI
Cnextp AMP (400 MI', DMSO-ds) 6 2.95, 3.15 (m, 2H), 3.58 (m, 2H), 3.72 (s, 3H),
3.88 (s, 2H), 4.09 (s, 3H), 5.08 (d, 1H), 5.83 (q, 1H), 6.67 (s, 1H), 7.12 (s, 2H). 7.25 (s, 1H)

NE,UCH;;
8

7
CO,Na O

Mononatpuesas conb [6R-[3(E), 60, 7B(Z)]]-7-[[(2-amunHO-4-THa30mM1) (METOKCHUMHU-
HO)areTws1 |aMuHO |-3-[ (1-MeTn-2-0Kc0o-3-MuppOTUAMHIIINICH )METHI |-8-0KCO-5-THa- 1 -
a3abunukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI

Crnektp AMP (400 MI'u, D,O) & 2.95 (s, 3H), 2.92, 3.02 (m, 2H), 3.54 (m, 2H), 3.80,
3.82 (q, 2H), 4.01 (s, 3H), 5.71 (d, 1H), 5.85 (d, 1H), 7.0 (s, 1H), 7.04 (s, 1H)

UK-cnexrp (KBr): 1765, 1668, 1615 cm™

OCHj

Nl
N HN\—I’S
Hz"’é \ 0 N A Z NCH,
S o7

CO,Na O

Mononatpuesas coib [6R-[3(E), 6a, 7B(Z2)]]-7-[[(2-amuHO0-4-THa301MMIT) (METOKCUAMU-
HO )aIeTHJI |aMHHO |-8-0Kc0-3-[(2-0Kc0- 1 -(OeH3UIOKCH ) -3 -TUPPOTUAMHIIIHICH [MeTHII | -5 -THa-1-
a3abunukiio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

Crnektp AMP (400 MI';, DMSO-dg) 8 2.5 (m, 2H), 2.83, 3.03 (m, 2H), 3.69 (q, 2H), 3.83
(s, 3H), 4.95 (s, 2H), 5.02 (d, 1H), 5.62 (q, 1H), 6.74 (s, 1H), 7.22 (s, 3H), 7.40 (m, 5H)

HUK-cnekrp (KBr): 1765, 1677, 1615, 700 cm™*

"‘Ill,tt::-cuﬂl
N N8

HEN_Q' \ Q 4'_" - N—OCH:Ph
§ o

COzNa o

HunatpueBas comb [6R-[3(E), 6a, 7B(Z2)]]-7-[[(2-amunHO-4-THa30111) (METOKCHUUMHUHO)
arieTwn |JaMmuHO |-3-[ [ 1-(4-kapOoKcu(eHIIT)-2-0KCO-3-TTUPPOTHINHUIH/ICH [METHII | -8-0KCO-5-THa-
1-a3aburukio [4.2.0]okT-2-eH-2-KapOOHOBOM KHUCIOTHI

Crnektp AMP (200 MI't, D,O) 6 3.16 (m, 2H), 3.90 (q, 2H), 4.02 (s, 3H), 4.04 (m, 2H),
5.31(d, 1H), 5.88 (d, 1H), 7.05 (s, 1H), 7.23 (s, 1H), 7.67 (d, 2H), 7.93 (d, 2H)

UK-cnextp (KBr): 1765, 1670, 1602 cm™
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OCH,
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MononarpueBas coib [6R-[3(E), 60, 7B(Z)]]-7-[[(2-amun0-4-THa30711) (METOKCUUMH-
Ho)areTwi |aMuHO |-3-[(1-(2,4-mudTopdernn)-2-0Kkco-3 -mUppOTUIMHUIHICH |[MEeTHII |-8-0KCOo-5-
THa- 1-a3aouukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI

Cnextp SAMP (400 MI', D,O) & 3.20 (m, 2H), 3.89 (m, 4H), 4.01 (s, 3H), 5.30 (d, 1H),
5.87 (d, 1H), 7.04 (s, 1H), 7.12 (m, 2H), 7.19 (s, 2H), 7.45 (m, 1H)

UK-cnexrp (KBr): 1770, 1678, 1612, 700 cm™!

/JOCH,
N
| HN

F
N S
n—d N} § /:,!: Mﬂ—@—F
s o”
CoNa O

MononarpueBas coib (6R-(3(E),60,7B(Z)]]-7-[[(2-amuHO0-4-THa30711) (METOKCUHUMU-
Ho)aretwi|aMuHo]-3 - [[1-(4-HHTpOhEHWT)-2-0KCO-3-TUPPOTUIUHUINICH [METHII| - 8 -OKCO-5-
THa-1-a3aouukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI

Croextp AMP (400 MI't, D,O) 6 3.12 (m, 2H), 3.83 (q, 2H), 4.00 (m, 2H), 4.00 (s, 3H),
5.28 (d, 1H), 5.87 (d, 1H), 7.03 (s, 1H), 7.28 (s, 1H), 7.87 (d, 2H), 8.29 (d, 2H)

WK-cnekrp (KBr): 1765, 1679, 1618, 1338 cm™

NI‘_,'C)(‘.}Ha
HN
N \_fs
HN—{ ) 0 SN AL N—@—HOZ
8 d
CO,Na o

MononatpueBas  conmb  [6R-[3(E), 60, 7B(Z)]] -7-[[(2-amunO-4-THA30IWIT)
(MeTokcuumMuHO) ametwi| amuHO| -3-[[1-(4-meTokcubeHusn) -2-0KCo-3-MUPPOTUINHIINAICH |
MeTHI |-8-0Kco-5-THa- 1 -a3adurukio [4.2.0]okT-2-eH-2-KkapOOHOBOM KUCIOTHI

Crnektp AMP (400 MI'u, D,O) 6 3.10 (m, 2H), 3.87 (s, 5H), 3.91 (m, 2H), 4.03 (s, 3H),
5.28 (d, 1H), 5.87 (d, 1H), 7.08 (d, 2H), 7.18 (s, 1H), 7.49 (d, 2H)

UK-crextp (KBr): 3420, 1762, 1670, 1615 cm™
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Mononarpuesas conb [6R-[3(E),60,7B(Z)]]-7-[[(2-amuHO-4-THA30/I1T) (METOKCHUMUHO)
anetw |amuHo |-3-[[ 1-[ (4-HuTpOdEHNIT)-METOKCH | -2-0KCO - 3-MUPPOTUIUHUIHICH |[METHIT| -8-
OKCO-5-Tha-1-a3aburukio [4.2.0] okT-2-eH-2-kapOOHOBOW KHCIOTHI

Crnektp AMP (400 MI'u, DMSO-d¢) 6 2.85 (m, 2H), 3.05 (m, 2H), 3.30-3.49 (m, 2H),
3..70 (q, 2H), 3.85 (s, 3H), 5.02 (d, 1H), 5.12 (s, 2H), 5.63 (q, 1H), 6.75 (s, 1H), 7.23 (s, 2H),
7.40 (s, 1H), 7.76 (d, 2H), 8.26 (d, 2H), 9.60 (d, 1H)

MK-cnektp (KBr): 1765, 1670, 1615, 691 cm’!

N \__»5
ol Y L Do
o
CONa O

Mononatpuesas conb [6R-[3(E),60,7B(Z)]]-7-[[(2-amuHO-4-THa3011IT) (METOKCUMMHHO )
anetm JamuHo |-3-[[ 1-(1,1-qumMeTuId T )-2-0KCO-3-MUPPOSTU TUHUIUICH |METHII |-8-0KCO-5-THa-
1-azaburuko [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

JOCH,
N
O
_{N | \_ 5
HN—/
s~ © OJ)PNMN%
CO,Na 0

Momnonarpuesas conb [6R-[3(E),60,7B(Z2)]]-7-[[(2-amuHO-4-THa3051IT) (METOKCUUMHUHO)
arietun |JamuHo |-3-[[ 1-(2,2,2-Tpud TopaTii)-2-0kco-3-TuppOTUAMHUINICH | METHII |-8-0KCO-5-
THa-1-a3a0ourukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI
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MononarpueBas coinb [6R-[3(E), 6a, 7B(Z)]] -7- [[(2-amunO-4-THa30mm1) (IUKIOTICH-
TOKCUMMMHO )aneTui |JaMuHo |-3-[[ 1 -MeTOKCH-2-0KCO-3-  MUPPOTUTUHUINICH [METHI |-8-0KCO-5-
THa- 1-a3aouukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI

Cnextp SAMP (400 MI'u, DMSO-d¢) 6 1.68 (m, 8H), 2.88, 3.08 (m, 2H), 3.48, 3.50 (m,
2H), 3.67 (m, 5H), 4.65 (s, 1H), 5.03 (d, 1H), 5.64 (q, 1H), 6.69 (s, 1H), 7.22 (s, 2H), 7.39 (s,
1H), 9.49 (d, 1H)

UK-cnexrp (KBr): 1768, 1678, 1622, 1612 cm™
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HEN—{'S 0 J-N A A NCHs
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CO;Na O

Hatpuesas conb (6R,7R)-3-[(E)-1-amnun-2 -oxconupponuauu-3 -unuaeamerun|-7-[(Z)-
2-(2-aMuHOTHA30JI-4-WT)  -2-METOKCUMMHMHO-aLETUI-aMUHO]|  -8-0KCO-5-  THa-1-a3a0UIMKII0
[4.2.0] oxT-2-eH-2-kapOoHOBOM KUCIOTHI (1:1)

UK-cnekrp (KBr): 1764, 1672, 1619 cm™

Macc-criextp (ISP): 529.4 (M+H)"
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N j)l\“/NH s
w T T TT
g O o N
CONa o]

b) Cnocobom BapuaHTa 1o IpUMeEpy 1a modyyaniu cienyroliee CoeIMHeHUE:

(6R,7R)-7-  [(7)-2-(2-amuHOTHA301-4-11)-2-METOKCUUMUHO-arieTiiiaMuHo |-3-  [(E)-1-
KapOOKCUMETHII-2-0KCOMUPPOTUANH-3-UIUACHMETH |-8-0Kkco-5-THa- 1 -azabuniukino [4.2.0] okrt-
2-eH-2-kapOOHOBAs KUCJIOTA

300 mr (0.785 mmomnst) Tpudropanerata (E)-(6R,7R)-7-amuno-3-(1 -kapbokcumeTun-2 -
OKCOTIMPPOJIUJINH- 3 -WIHJEH)-8-0KCO-5-Tha-1-a3aburukino [4.2.0] oxT-2-eH-2-kapOOHOBOI
KHUCTIOTHI cycnienaupoBanu B 20 mn qumetundopmamuna u qodasisuim 302 mr (0.864 mmonns) 2-
OEH3THA30JIUI0BOTO THOYhUpa 2-(2-aMuHOTHA307-4-11)-(2)-2-METOKCUUMUHO-YKCYCHOM
kucaoTel. CMech MojABepraiu B3auMOACUCTBUIO 24 yaca MpH KOMHATHOW TeMIepaType U 3aTeM
KOHIEHTPUPOBAJIHN 10 3 M1 B BakyyMe. MennenHo no6asmsuin 30 Ml sTHiIaneraTa, 1mocie 4ero
npoaykt  pasgensuin.  [locme  30-MMHYTHOrO  THepeMEIIMBAaHHsS  TBEPAOE  BEIECTBO
OTQWIHTPOBBIBAIHN U CYIIHIIH.

Brixona: 369 mr

UK-cnextp (KBr): 1780, 1727, 1662 cm™!

Macc-cniektp (ISN): 537.4 (M+H)"
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N0
I NH s
N ~
w0

CoH 0
Crnenyroniye COEIMHEHHUsS TMONydYaldd aHaJorH4HbIM crmocobom: (6R,7R)-7-[(Z)-2-(2-
aMUHOTHA30JI-4-W1) -2 -MeTOKCMUMHUHO-aneTwiamMuHo|  -3-[(E)-1-(4-meTokcnben3onm)-2-
OKCOMUPPOIUINH-3-IIUAeHMeTH| -8-0Kkco-THa-1-a3aburukino [4.2.0]okT-2-eH-2-KapOoHOoBast
KHCJIOTa
WK-cniektp (KBr): 1783, 1727, 1671 cm™
Macc-cnektp (ISP): 613.4 (M+H)"

-
fo o
N NH $
M*SJ/EI’/ a'ﬁw“\ng
COH o O

Tpudropanerar  (6R,7R)-7-[(Z)-2-(2-amuHOTHA301-4-U)  -2-METOKCUUMHUHOAIETH-
namMuHo |-3-[(E)- 1 -muxnonponui-2-okconunepuant-3-uinaeamMeTun] - 8 -okco-5 -tma-1 -
azabunukio [4.2.0] okr-2-eH-2-kapOboHoBOM KucaoThI (1:0.5)

UK-cnextp (KBr): 1777, 1677, 1615 cm™

Macc-criektp (ISP): 533.4 (M+H)"

NH s
N ‘-._|/
TEA. H"'N_< ]J\g/ N N
COH o
Tpudropanerar (6R,7R)-7-[(Z)-2-(2 -amuHOTHA301-4-WT) -2 —METOKCUMMHHOAIICTHIIA-
MUHO|-8-0kc0-3-[(E)-1-(2,2,2-TpudTopaTin)-2-0oKco-MunepuanH-3-uinaeHMeT |- 5-tua- 1 -
azabunukiio [4.2.0] okT-2-eH-2-kapOboHoBo# KucaoThl (1:1)

MK-cnexrp (KBr): 1783, 1667, 1635 cm™
Macc-cnekrp (El): 575.1 (M+H)"

H.rm-lﬂ-
NH 5
N "-—r’ F
TFA. iﬁu_{sﬂ AN M\)(F

F
Co.H O
Tpudropauerar (6R,7R)-7-[(Z)-2-(2 -amuHOTHA30/1-4-M]1) -2 —METOKCUMMUHOAIIETH-
namuHo |-3-[(E)-1-muknonponui-2-okconuppoauant-3-uinaeHMe T | -8-0kco-5-Tra- 1 -
azabuuukio [4.2.0] okr-2-eH-2-kapooHoBoM KucaoTel (1:0.26)
UK-cnektp (KBr): 1779, 1679, 1629, 1531 cm™
Macc-criektp (ISP) : 519.3 (M+H)"

OH
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Tpudropauerar (6R,7R)-7-[(Z)-2-(2 -amuHOTHA3011-4-M]1) -2 —METOKCUMMHHOANETH-
namMuHO |-3-[(E)- 1 -muxnonponmiMe TiiI-2-0KCOMUPPOTUANH-3 -UIUACHMETII | -8-0KCco-5 -THa-1 -
azabuanukiio[4.2.0]okr-2-eH-2-kapOoHoBOM KuciOTHI (1:0.25)

UK-cnexrp (KBr): 1781, 1675, 1630 cm™

Macc-cniekrp (ISP): 533.3 (M+H)"

Nf’ 3
N N S \/A
TrAEN— | | ﬁ,—nl
S O
cO,H 0
(6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-11]T)-2-METOKCUMMHHOALIETUIIAMUHO |-8-0Kkc0-3-[(E)-
2-0KCO- | -ipon-2-UHUITTU PPOTUANH-3 -UITHICHMETHII |- 5-THa- 1 -azadburukino [4.2.0] okT-2-eH-2-
KapOOHOBAs KUCIIOTa
NK-cnextp (KBr): 2118, 1779, 1678, 1629 cm™
Macc-criextp (ISP): 517.4 (M+H)"

OCH,3
Ha""
. o N N

Ipumep 2

Mononarpuesas conb [6R-[3(E),(6a, 7B(Z)]]-3-[[1-(4-amuHODEHMIT-2-0KCO-3 -TTUPPOITH-
TUHUIUACH [MeTHI |- 7-[ [ (2-aMuHO-4-THa307111 )-(ME TOKCHMMHHO )alle THJI |]aMUHO | -8-0KCco-5-THa-
1-azaburukio [4.2.0] okT-2-eH-2-KapOOHOBOU KHCIIOTEHI.

K wmononatpueBoit comu  [6R-[3(E),(60,7B(Z)]]-3-[[1-(4-auTpOodpennmn)-2-0kco-3-
MAPPOTUANHIIINAICH |MeThI |- 7-[ [ (2-aMuHO-4-THA30JTHIT) (METOKCUUMUHO )alleTHII |aAMUHO |- 8-
oKco-5-tua-1-azabunukino [4.2.0] okr-2-eH-2-kapOboHoBoi kuciotel (105 mr, 0.17 mMM) B
terparuapodypane (10 mi) modasmsm Boxy (15 M) m OGukapbonar mHarpus (95 mr, 0.11 MM)
IUTsl TIonrydeHusi pactBopa. K pactBopy mo wactsMm noOaBisuii auTuoHat Hatpus (125 mr, 1.7
MM) B Bue TBepaoro BemecTsa. Yepes 15 MUHYT pacTBOpUTENh YIAISIM U OCTATOK OUYHUIIAIIN
KOJIOHOUHOM xpomatorpadueii Ha C18-komoHKe ¢ oOpamieHHO (a30if ¢ HCIOIB30BAaHHEM
KpeMHe3eMa, JJIONpPYys CMEChl0 Bojaa/aneToHUTpmi, u nomydamu 70.5 mr (70 % wacc.)
YKa3aHHOTO COCTUHECHHS.

Crnektp SAMP (400 MI'u, D,O) 6 3.12 (m, 2H), 3.93 (m, 4H), 4.03 (s, 3H), 5.30 (d, 1H),
5.87 (d, 1H), 7.05 (s, 1H), 7.18 (s, 1H), 7.25 (d, 2H), 7.50 (d, 2H)

UK-cnextp (KBr): 3430, 1762, 1662, 1618 cm™!
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IIpumep 3
MononatpueBas conb [6R-[3(E),(6a, 7B(Z)]] -7-[[(2-amunO0-4-THa30IMIT)(METOKCH-
WMUHO )arieTi1 |aMuHO |-3-[ (1-0kcH-2-0KCOo-3-TTMpPOSITUINHUATIEH )METHI | -8-0KCO-5-THa- 1 -
a3a0onnukIo [4.2.0] okT-2-eH-2-KapOOHOBOW KUCIOTHI
MononarpueByto coib [6R-[3(E),(6a, 7B(Z)]]-7-[[(2-amun0-4-THa3011T) (METOKCUUMH-
HO) anetwi]aMuHo]-3-[[1-[(4-HUTpOdEHMIT) ~-METOKCH]| -2-0KCO-3-TTHUPPOTUAUHUIHICH )METHI | -
8-0kco-5 -Tha-1-azabunukio [4.2.0] okr-2-eH-2-kapOboHOBON KucaO0TH (65 Mmr, 0.1 MM) B Boae
(4 mu1) THAPOTEHU3UPOBANIM B TpUCYTCTBUHU MeTaHouna (0.5 mut), 97 mr 10 % nannaaus Ha yrie u
BOJIOpO/Ia TPU OJHOW aTMocdepe B TeUCHHE 2 YacoB. YJAJICHHWE KaTajau3aTropa M OYHUCTKA
octatka Ha Cl8-komoHke ¢ oOpamieHHONH a30il ¢ HCIONB30BAHMEM CHJIMKAreis ¢
HCIIOJIb30BaHUEM CMECH BOoJia/MeTaHou faBaiu 25 Mr (49 % macc.) yka3aHHOTO COETUHEHHS.
Cnextp SAMP (400 MI'u, DMSO-de) 6 2.85, 3.05 (m, 2H), 3.45 (m, 2H), 3.72 (q, 2H),
3.85 (s, 3H), 5.0 (d, 1H), 5.61 (q, 1H), 6.75 (s, 1H), 7.23 (s, 2H), 7.35 (s, 1H), 9.60 (d, 1H), 9.70
(br.s, 1H).
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[Tpumep 4

[6R-[3(E),60,7B(Z)]]-7-[[(2-amun0-4-THaz0mm)-[[2-(1, ] -TUMETUIITOKCH )-2-OKCOITOK-
cH |JuMuHO |atietvi |aMuHo | -3 [ (1 -uukIonponui-2-0Kco-3-mUppOTHIMHUIHUICH |[MeTHII |-8-0KCO-5-
Tha- 1 -a3aburmkino[4.2.0]okr-2-eH-2-kapOOHOBasT KHCIOTA

[Tpu kOMHaTHOIW TemmepaType cMemuBain MoHO(TpudTopaneratnyi) conb [6R-[3(E),
60,7B(Z)]]-7-amuno-3-[ (1-nuxnonponui-2-okco- 1 -muppoIU AMHUINIEH )METHI |-8-0KCO-5-THa- 1 -
azabunukio [4.2.0] okt-2-eH-2-kapO6oHOBOI KHCIOTHI (4.42 1, 9.84 MM), Tetparuapodypan (170
M) ¥ Boay (170 mur). Conb cTaHOBHWJIACH YACTHYHO pacTBopuMoid. J{oOaBismm OukapOoHaT
Hatpusa (2.39 1, 28.4 MM) u 2-0eH3THA30MUIOBEII THOdPUP 2-(2-aMUHOTHA30I-4-11)-(Z)-2-
[(TpeTOyTOKCMKapOOHMII)METOKCUMMHMHO |-yKCycHOU KHUCIOTHI (6.71 1, 14.9 MM). Peakunonnas
CMeCh CTaHOBHJIACh pacTBopuMoil B TeueHue 10 munyt. Ilocne mepemeninBaHus B TeueHue 7
YacoOB MPU KOMHATHOW TeMIlepaType TeTparuapodypaH yIaysii Py MOHW)KEHHOM JIaBJICHUH,
no6aBmsui Boxy (50 MIT) M peaklIMOHHYIO CMECh SKCTparupoBaiu 3tuianeratom (2 pasa mo 100
Mi). BomHyio dacTte oxnaxganu B JIeASHOW OaHEe ¢ BOAOW W TOJKHUCISIN 2H. XJIOPUCTO-
BogoponHoi kucioroit mo pH 3. IlomyueHHoe Oenmoe TBepAOe BEIIECTBO (PUIBTPOBAIU H
MIPOMBIBAJIA XOJIOAHOU BOI0M. TBep10e BEIIECTBO CYIINUIIN MO/ IITyOOKUM BaKyyMoM 15 4acoB u
NOJIyYasii BBIIIEYK3aHHOE coeinHeHue B konndecte 5.49 r (87 % macc).
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[To oncaHHOMY BBIIIIE MPOIIECCY MOTYYATH TAKXKE CISAYIONINE COSTMHCHUS:
[6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THa30mM1)-[[2-(1,] - TUMETHIITOKCH )-2-
OKCO?TOKCH | UMHHO| alleTHJI |aMHHO |-8-0KC0-3-[(2-0KCO-3-MUPPOTUIUHIUINICH) METU | -5 -THa-
1-azabumukio [4.2.0] okT-2-eH-2-KapOOHOBas KUCIOTA

Cnextp AMP (200 MTI', D,O) natpueBoit conu, 5 1.48 (s, 9H), 3.00 (m, 2H), 3.44 (t,
2H), 3.86 (q, 2H), 4.68 (s, 2H), 5.24 (d, 1H), 5.85 (d, 1H), 6.99 (s, 1H), 7.07 (s, 1H)

N JOCH5CO,t-Bu
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N \ S
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0

CO;H 0
[6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amunHO-4-THa30mM1)-[[2-(1,] - TUMETHIITOKCH)-2-
OKCOAXTOKCH [UMUHO |atnieTu1 [aMuHO | -3-[ (1 -MeTuI1-2-0Kc0o-3-MUppOTU AUHUIHIEH )METHI |- 8-0KCO-
5-tna-1-a3zabunukio [4.2.0] okT-2-eH-2-kapOOHOBask KUCIOTA

N JOCH,CO,t-Bu

I
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o=} 0 N NCH
S 04 AN 3

COzH O

169
[6R-[3(E), 6a, 7B(Z)]] -7-[[(2-amunHO-4-THA30mMN)- [[2-(1,]-TUMETHIITOKCH)-2-
OKCOdTOKCH [uMuHO |atieTuin |amubo]  -3-[[1-(1,1-muMeTHIITII)-2-0KCO-3-MTUPPOTH IUHIIIUIEH |
MeTu |-8-0kco-5-Tua- 1 -azabunmkino [4.2.0] okT-2-eH-2-kapOOHOBAs KUCTIOTA
MK-cnexrp (KBr): 3403 (mmp.), 1762, 1669, 1617 cm™*
Macc-cnektp (LR(+)FAB): 657 (M+H)
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[6R-[3(E),60,7B(Z)(7)]]-7-[[(2-amun0-4-THazommn)-[[2-(1,1-IUMETHUIITOKCH) -2 -OKCOXTOKCH]|
UMUHO |anieTii |aMuHO| - 8-0kco-3- [[2-okco-1-(2,2,2-tpudropaTun) -3-mUppOoTUINHUINIEH)
MeTmi|-5 -tra-1 -a3aburukio [4.2.0] okT-2-eH-2-kapOOoHOBAs KUCIOTA

UK-crextp (KBr): 1780, 1685 cm™

Macc-cniektp (LR(+)FAB): 661 (M+H)

| OCHC0;Bu

N I N8
Hzﬂ_érsl 0 oé_N - N—\CF
COH O 3

[6R-[3(E),60,7B(Z)]]-7-[[(2-amun0-4-THa30mM1)-[[2-(1,]1-ATMMETHITITOKCH )-2-
OKCO3TOKCH [uMHHO |atteTr JamMmuHO |-3-([ 1-(2-dTopaThi)-2-0KCo-3-MTUPPOTUIMHIINAIEH | METHII |-
8-0Kkco-5-Tua-1-azabunukio [4.2.0] okT-2-eH-2-kapOOHOBasi KUCIOTA

UK-cnexrp (KBr): 1779, 1733, 1679 cm™

N,OCH:COEI-Bu

I HN

N A rs
S o7 CH.F

CO,H 0

[6R-(3(E), 6a, 7B(Z)]] -7-[[(2-amuHO-4-THA30mMN)- [[2-(1,]-TUMETHIITOKCH)-2-
OKCOATOKCH [UMUHO |anieTuit [aMmuHo|-3-[[ 1-(4-kapOokcudenun )-2-0kco-3 -muppouAHHUIUICH |
MeTu |-8-0kco-5-Tua- 1-azabunmkino [4.2.0] okT-2-eH-2-KapOOHOBAsI KUCIIOTA

_LOCH,CO.t-Bu
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N « rs
HzN—Q'S\ Y MN—@G%H
o
CO,H 0

[6R-[3(E), 6a, 7B(Z)]] -7- I[[(2-amunOo-4-THazomun)- [[2-(1,1-qumMeTHIITOKCH)-2-
OKCOATOKCH |uMHUHO |atieTun |Jamubo|-3-  [[1-(1  -kapOokcu-1 -MeTtwmdTHI) -2 -OKCO-3 -
MUPPOTUANHUIUACH |MEeTH |-8-0KCc0-5-THa- 1 -a3a0ULIUKITO [4.2.0] OKT-2-eH-2-KapOoHOBast
KHCJIOTa
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(6R,7R)-7-[(Z2)-2-(2-amunOTHA3011-4-1171)-2,2-TpeT.-0y TOKCUKAP-OOHUIMETOKCUUMU-
HoanetunamMuHo |-3-[(E)-1-(2,2,2-1pud TopaTHin)-2-0KCOo-MUIepHINH-3 -FITUIEHMETHII | -8-0KCO-5-
THa-1-a3abunukio [4.2.0] okT-2-eH-2-kapOoHOBas KUCIOTa

UK-cnextp (KBr): 1784, 1728, 1660 cm™

Macc-cnektp (ISN): 673.2 (M-H)

e @906 s

Tpudropanerar (6R,7R)-7-[(Z)-2-(2-amuHOTHA3011-4-UT) -2-TpPEeT-0yTOKCHKAPOOHUIME-
TOKCUMMHHOANETHII-aMUHO |-3-[(E)- | -iimkonponwi-2-okconunepuina- 3 -winaeHMeTun] - 8 -
OKCO-5-Tha- 1-a3abunmkio [4.2.0.] okT-2-eH-2-kapOoHOBO# KuciIoTh (1:0.4)

UK-crextp (KBr): 1782, 1730, 1683 cm™

Macc-cniektp (ISP): 633.5 (M+H)"
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N NH 5
manN— | ] I,f N
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COH o
(6R,7R)-3-[(E)-1-amnun-2-okco-nmupponuaut-3-unuaeamerun |- 7-[ (2)-2-(2-
aMUHOTHA30J1-4-uj1)  -2-TpeT.-OyTOKCUKapOOHUIMETOKCUMMHUHO]  -8-0Kc0-5-THa-1-a3a0ULKKIIO0
[4.2.0] okT-2-eH-2-KapOOHOBas KHCIIOTA

UK-crextp (KBr): 1782, 1727, 1679 cm™
Macc-cniektp (ISP): 619.4 (M+H)"
N
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H'O\JL.U.)(
N NH 5
HzN—'{ | | [
S 0 o N
Qo,H o]
(6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-1J1)-2-TPET.-0y TOKCUKaPOOHUIMETOKCUMMHHO-
arierunamMuHo |-3-[(E)-1-kapbokcuMeTi-2-0kconuppoIuanH-3-UIuAeHME T | -8-0Kco-5-THa- 1 -

azabunukiio [4.2.0] okT-2-eH-2-kapOOHOBasE KUCIIOTA
Crnektp AAMP (DMSO-dy): 6 (wacrteit Ha mumummoH) 1.43 (s, 9H), 2.9-3.3 (brm, 2H), 3.3-
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3.5 (bnn, 2H), 3.91 (bis, 1H), 4.05 (s, 2H), 4.55 (s, 2H), 5.21 (d, 1H), 5.86 (dd, 1H), 6.78 (s, 1H),

7.25 (bis, 3H), 9.64 (d, 1H) o
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(6R,7R)-7-[(Z2)-2-(2-amuHOTaa30171-4-111)-2-TpeT.-0y TOKCUKapOOHMIMETOKCUUMHUHO-
arierunamMuHo |-3-[(E)-1-(4-MeTokcrOeH301IT)-2-0KCO-MUPPONTUIUH-3-WIHEHMETHI | - 8-0KCO-5 -
THa-1 -azabunukio [4.2.0] okT-2-eH-2-kapOOHOBAs KUCIOTA

Crnektp AMP (DMSO-de): & (uacteit Ha mumuinoH) 1.43 (s, 9H), 2.9-3.3 (brm, 2H), 3.82
(s, 5H), 4.55 (s, 2H), 5.21 (d, 1H), 5.88 (dd, 1H), 6.76 (s, 1H), 6.95 (d, 2H), 7.26 (s, 2H), 7.4 (s,
1H), 7.64 (d, 2H), 9.64 (d, 1H)

S 8%
wlT T "HIQ;L/Q%E

(6R,7R)-7-[(Z)-2-(2-amuHOTaa305-4-11)-2-TPeT.-0y TOKCUKapOOHUIMETOKCUUMHHO-
aneTmwIaMuHo |-8-okco-3-[(E)-2-okco- 1 -mpomn-2-uHmi-nuppoauauH-3-uinAeHMe T | - S-Tra- 1 -
azabunukiio [4.2.0] okT-2-eH-2-kapOOHOBAsI KUCIIOTA

UK-cnexrp (KBr): 2120, 1781, 1729, 1683, 1628 cm™

Macc-crextp (ISP): 617.4 (M+H)"
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Tpudropanerar (6R,7R)-7-[(Z)-2-(2 -amuHOTHA307-4-MIT) -2 -TPET.-OyTOKCUKAPOOHWUII-
METOKCUMMHHOANETHIIaMUHO |-3-[ (E)- 1 -IiukmonponuiamMeTHII-2-0KCo-IMpPpOSTuIuH-3 -
WIHJIEHMETHII |-8-0KCc0-5-THa- 1 -a3adurukio [4.2.0] okr-2-eH-2-kapOoHoBoi KucioThI (1:0.2)

UK-cnextp (KBr): 1784, 1727, 1680 cm™

Macc-cniektp (ISP): 633.3 (M+H)"
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ITpumep 5

a) [lunarpuesas conb [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THa30/11) [(KapOOKCH-
METOKCH)MUMHUHO |alieTu1 |aMuHO |-3-[ (1 -uukionponui-2-okco-3-mupposiuIMHUIUACH ) METHII |-8-
OKCO-5-THa- 1 -a3abunukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHCIIOTHI

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amun0-4-Trazommn)-[[2-(1,]1-1UMETHUIITOKCH )-2-0KCOITOK-
cH JuMuHO |atieTws1 |aMuHO |-3-[ (1-1uKIIonponui-2-0Kco-3 -MUPpOTUANHIIIHICH )METHI |-8-0KCO-5-
Tha-1-a3aburmkio [4.2.0] okr-2-eH-2-kapOboHOBYIO Kucaoty (5.49 r, 8.57 MM) B nuxiopMeTaHe
(220 M) m anm3oise (22 Mi1) OXJIaXAaJId B BOJSHOW OaHE CO JIBJOM M IO KaruisaiM J00aBIIsLd
TpudropykcycHyto kucioty (220 mi). PactBop nepememuBanu 1.5 yaca npu 3Toi Temmeparype
u 3areM 2.5 Yaca NMpu KOMHATHOW Temmeparype. JleTyune dpakuum yaaasiid Ha pOTOPHOM
UCTIAPUTENE C BHITSDKHBIM BEHTHWIIATOpoM. OcTaTok oOpabaThiBalld KarluiIMUA 3THUIOBOTO d(dupa
(300 mu) mpu 4°C, nepememuBanu 30 MUHYT, OTGUILTPOBAIA B aTMOchepe a30Ta U MOTydaan
5.90 r TBepaoOro BemecTBa. TBEpIOE BEIIECTBO PACTBOPSUIN B BOJIE ¢ J00aBlIeHHEM OMKapOoHaTa
Hatpust (2.16 1, 25.7 MM) u oummanu KoysoHOYHOW Xpomatorpaduerd Ha CI18-KoIOHKE C
oOpamenHoi (azoi. [Tomyuamu 3.93 r (75 % mMacc.) BbIIIIEYKa3aHHOTO COCTMHEHUS.

Crnektp SAMP (400 MI'y, D,O) 6 0.80 (m. 4H), 2.75 (m, 1H), 2.95 (m, 2H), 3.50 (t, 2H),
3.82 (q, 2H), 4.95 (s, 2H), 5.28 (d, 1H), 5.88 (d, 1H), 7.02 (s, 1H), 7.07 (s, 1H)

UK-crextp (KBr): 1763, 1662, 1603 cm™
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OrnucaHHBIM BBIIIE CIIOCOOOM MOTYYaTH TAKXKE CIECTYIONUE COCTUHEHMUS:

Hunatpuesas conb (6R-[3(E),6a,7B(Z)]]-7-[[(2-amun0-4-THa30mm1) [(KapOOKCUMETOKCH)
MMUHO | alleTHJ1|aMUHO |-8-0Kc0-3-[(2-0KkCcO-3-MUppOTUANHIINICH )METUJI |-5-THa- | -a3a0 UM KII0
[4.2.0]] oxT-2-eH-2-KapOOHOBOMW KUCIOTHI

Crnextp SAMP (200 MI', D,O) 6 3.02 (m, 2H), 3.42 (t, 2H), 3.77 (s, 2H), 4.53 (s, 2H),
5.24 (d, 1H), 5.82 (d, 1H), 7.00 (s, 2H)

OCHCO N

LN s

N \
/ |

—N. A~ NH
o”

CO;Na 0
180
Hunarpuesas conb [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amunO0-4-THa30MMIT) [(KapOOKCUMETO-
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KCH ) UMMHO |atieTun JamuHo |-3-[[ 1-(1,1-quMeTnna T )-2-0Kkco-3-muppou IMHUIUICH )METHII | -8-
OKCO-5-Tna- 1-a3adurukio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCITOTHI

Crnektp SAMP (400 MI'u, D,O) 6 1.42 (s, 9H), 2.92 (m, 1H), 3.66 (t, 2H), 3.81 (q, 2H),
4.58 (s, 2H), 5.26 (d, 1H), 5.88 (d, 1H), 6.98 (s, 1H), 7.07 (s, 1H)

MK-cnekrp (KBr): 1761, 1662, 1606 cm™

 OHCONa
|
HN S
N \
7\ — _é
HZN_<S U(,F—NMN
CO,Na O

Hunarpuesas conb [6R-[3(E),60,7B(Z)]]-7-[[(2-amuHO-4-THa301M1 [ (KApOOKCHMETOKCH )
HMMUHO |aieTh1 |aMuHO |-8-0kc0-3-((2-0kco-1-(2,2,2-tpudTopaTri)- | -MUppOTU TUHUITHICH |
MeTu |-5-tua-1-a3abunmkio [4.2.0] okT-2-eH-2-KapOOHOBON KHCIIOTHI

Crnektp AMP (400 MI'u, DMSO-d¢) 6 2.93, 3.14 (m, 2H), 3.43 (m, 2H), 3.68 (q, 2H),
4.12 (m, 2H), 4.22 (s, 2H), 5.02 (d, 1H), 5.62 (q, 1H), 6.84 (s, 1H), 7.18 (s, 1H), 7.43 (s, 2H)

HK-cnextp (KBr): 1763, 1671, 1606 cm™

N ,GCH 2002 Na

N I HN*‘ S
HEN—QFS y 4 —

7N ANF N—™\
o C
CO.Na O

Hunatpuesas conb[6R-[3(E),60,7B(Z)]]-7-[[(2-amun0-4-THazo0mun) [(KapOOKCUMETOKCH )
uMuHO |anett |aMuHO |-3-[[ 1-(2-dTopaTui )-2-0Kco-3-MUPPONTUANHIIUACH )METHI | -8-0KCO-5-
Tra-1-a3aouukio [4.2.0] okT-2-eH-2-KkapOOHOBOW KHUCIOTHI

Cnextp SAMP (400 MI'u, DMSO-ds) & 2.88, 3.08 (m, 2H), 3.37 (m, 2H), 3.63 (m, 4H),
4.22 (s, 2H), 4.50 (t, 1H), 4.62 (t, 1H), 5.00 (d, 1H), 5.62 (q, 1H), 6.84 (s, 1H), 7.18 (s, 1H), 7.35
(s, 2H)

UK-crextp (KBr): 1762, 1669, 1607 cm™

Fs

y JOCHCO,Na
|
HN
N \
/ I
o CH,F
CONa O

HunatpueBass comb [6R-[3(E), 60, 7P(Z)]]-7-[[(2-amuHO-4-THa30mm) [(KapOoKcuMme-
TOKCH) UMUHO |aneTu |aMuHO |-3-[(1-MeTwi-2-0Kc0o-3-MUPPOTUIMHUIHIEH )METHII |-8-0KCO-5-
Tra-1-a3aourukio [4.2.0] okT-2-eH-2-KkapOOHOBOW KHUCIOTHI

Cnextp AMP (200 MI', D,O) 6 2.92 (s, 3H), 3.50 (t, 2H), 3.78 (t, 2H), 4.55 (s, 2H), 4.75
(g, 2H), 5.24 (d, 1H), 5.86 (d, 1H), 6.98 (t, 1H), 7.04 (s, 1H)
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,mHchENﬂ
N
|
HN\ S
N _r
Hz"_q \ O N A Z N=CH,
S o

CO;Na o
TpunatpueBast conb [6R-[3(E),60,7B(Z2)]] -7-[[(2-amuno-4-THazonun) [(kapbokcume-
TOKCH ) MIMHHO |arieTus |aMuHoO |-3-[ [ 1 -(4-kapOokcudenwn)-2-0kco-3-MuppoTu TUHIUIIAICH [METH |-
8-0kco-5-Tna-1-azabunukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHCIIOTHI
Crnektp AMP (400 MI'u, D;O) 6 3.10 (m, 2H), 3.84 (s, 2H), 3.95 (m, 2H), 4.55 (s, 2H),
5.25(d, 1H), 5.85 (d, 1H), 7.0 (s, 1H), 7.21 (s, 1H), 7.61 (d, 2H), 7.90 (d, 2H)
N ,OCHEGOZNE

|
HN
N 8
) |
"'2"_<S 33 ,;,-—NMN —Q—cozNa
o

HuuatpueBas conb  [6R-(3(E),60,7B(Z2)]]-7-[((2-amun0-4-THa30mmm0)[(1-kapbokcu-1-
METHJIPTOKCH )UMHHO |atieTvi |aMuHO | -3-(( 1 -MeTui-2-0kco-3-muppou AMHUINICH )METHII |- 8-
OKCO-5-THna-1-azabunmkio [4.2.0]okT-2-eH-2-KapOOHOBOW KHCIIOTHI

Cnextp AMP (200 MI', DMSO-d¢) & 1.34 (s, 3H), 1.42 (s, 3H), 2.78 (s, 3H), 2.50, 2.82
(m, 2H), 2.93 (m, 2H), 3.65 (q, 2H), 4.96 (s, 2H), 5.62 (q, 1H), 6.70 (s, 1H), 7.10 (s, 2H), 7.24 (s,

1H), 12.0 (d, 1H)

0 CO,Na
1
Nw HN\ s
R N—{/ [
2 _<S 0 g //h—-N o o N—CH,
COEN& O

TpunatpueBast conb [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THa30/M) [(KapOOKCHME-
TOKCH )UMHHO |atteTi JamuHo |-3—[[ 1-(1-kapOokcu- 1 -MeTHIdTHIT)-2-0KCO-3-
MUPPOTUANHIIUICH |-MeTIWI|  -8-0Kco-5-THa-1-a3aburnukino  [4.2.0]okT-2-eH-2-kapOoHOBOM
KHCJIOTBI

Cnextp SAMP (400 MI';, DMSO-d¢) 6 1.36 (s, 3H), 1.37 (s, 3H), 2.75, 2.95 (m, 2H), 3.48
(m, 2H), 3.66 (q, 2H), 4.23 (s, 2H), 4.99 (d, 1H), 5.60 (d, 1H), 6.85 (s, 1H), 7.19 (s, 1H)

UK-cnekrp (KBr): 3414, 1764, 1658, 1597 cm™
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{OGH 2COONa
S COONa

"l
7Y
HEN_GS\ O N AF

N
O

CQO;Na 0O

b) Tpudropanerar (6R, 7R)-7-[(Z)-2-(2-amuHOTHA30I-4-1T)-2-KapOOKCUMETOKCUUMU-
HoaneTunamMuHo |-3-[(E)-1-(2,2,2-tpud TopaTHin)-2-0oKconunepuanH-3-MInACHMETHI | - 8-0KCO-5-
THa- 1-a3aouukio [4.2.0] okT-2-eH-2-kapOOHOBOMW KUCIOTHI (1:2)

540 wmr (0.8 wmwmomsa) (6R,7R)-7[(Z)-2-(2-amuHOTHA3051-4-1111)-2-TpEeT-OyTOKCUKAPOO-
HUJIMETOKCUUMHUHOANEeTHI-aMuHO |-3-[(E)-1-(2,2,2-TpudTopaTHiI)-2-0KCOMUTIEPH THH- 3 -
WINACHMETII]| - 8 -0KCO-5-THa-1-a3abunukio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI MAJILIMU
nopuusiMU  100aBisii B TedeHue 20 MUHYT K 5 mur TpudTopykcycHor kuciotel mpu 0°C.
ITosyuenHsbIi opanxeBbli pacTBOp nepeMenmBanu npu 0°C 4 yaca U 3aTeM BBUIMBAJIN B 25 MII
nuaTunoBoro 3¢upa. TBepaoe BemecTBo OTHUIBTPOBBIBATH, POMBIBATIH dPUPOM U H-TEKCAHOM
U CYIITWIH.

Breixon: 445 mr

MK-cnextp (KBr): 1780, 1725, 1664, 1638 cm™

Macc-cnektp (ISN): 617.3 (M-H)

o

N "'DJDH
N NH " 5 .
T YIS

F
Co,H O
Taxum e 00pa3zoM MoTydaiu CIeAyIoInue COSTUHEHHS:
Tpudropanerar (6R,7R)-7- [(Z)-2-(amuHOTHA3051-4-1I1) -2-KapOOKCHUMETOKCHUMHUHO-
anerunamuHo|-3-[(E) -1 -kapOokcumeTni-2 -0KCco-MUppOIHINH-3-UIHIEHMETHII |-8-0KCO-5-THa-

1-azabumukio [4.2.0] okT-2-eH-2-kapOoHOBOM KUCIOTHI (1:0.6)

WK-cnexrp (KBr): 1776, 1730, 1677, 1634 cm™
D

N“o\)Lm
N NH 5
e Yot
OH

COoH o

Hatpuesas conb (6R,7R)-3-[(E)-1-amnun-2 -okco-nmupponuanH-3-unuaeamerun |-7-[(Z)-
2-(2-aMuHOTHA307-4-11)-2-KapOOKCUMETOKCUMMUHOALIETUIIAMUHO |-8-0KCO-5-THa- 1 -a3abUnukIio
[4.2.0] okT-2-eH-2-KapOOHOBOI KUCIOTHI (1:2)

UK-crextp (KBr): 1763, 1669, 1612 cm™

Macc-cnekrp (ISP): 563.3 (M-2Na + 3H)"
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O
I
N HH“\
HN—{
5
Tpudropanerar (6R,7R)-7-[(Z)-2-(2-amuHOTHA3011-4-1]T)-2-KapOOKCUMETOKCH-

uMUHOALEeTUIaMUHO |-3-[ (E)-1-uukionponui-2-okconunepuant-3-uiuieHMeTn | -8-okco-5 -
THa-1-a3aburukio [4.2.0] okr-2-eH-2-kapboHoBOU KucaoThI (1:1)

UK-cnexrp (KBr): 1779, 1678, 1635 cm™

Macc-cniektp (ISP): 577.4 (M+H)"

N’G\/u\m
|
N S
TFA. H,M—{s /. N |
ﬂ
COH ls) ;
HarpueBas comp  (6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-111T)-2—KapOOKCUMETOKCHIMH-

HoanetuiaMuHO |-3-[(E)-1-(4-MeTokcnOeH30m1IT )-2-0KCOTUPPOTUIUH-3-HITHCHMETHI | -8-0KCO-5-
THa- 1-a3aoumukio [4.2.0] okT-2-eH-2-KkapOOHOBOW KUCIOTHI (1:2)

D
NH
el M °
CO;Na b
o
TpudTropanerar (6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-11JT1)-2-KapOOKCUMETOKCHIMH-

HOALETUIAMMHO |-8-0kc0-3-[(E)-2-okco- 1 -npon-2-nHnianuppoiauanH-3-uinieHMe T |- 5-tua- 1 -
azabunukiio [4.2.0] okT-2-eH-2-kapOboHoBo# KucaoThl (1:1)

UK-cnekrp (KBr): 2121, 1779, 1677, 1635 cm™

Macc-criexktp (ISP): 561.4 (MJrH)+

N NH

TFA. HIN—< _I/

vcﬁm

COH 0
Tpudropanerar  (6R,7R)-7-  [(Z)-2-(2-amuHOTHA301-4-UJ)  -2-KapOOKCHMETOKCH-
nMuHoaneTuiIaMuHo |-3-[(E)- 1 -uuxmonponuiMeTui-2-0KCo- U PP OTHINH-3 - WITHICHME THII |- 8-
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oKco-5-Tua-1-azaburmkio [4.2.0] okT-2-eH-2-kapO6oHOoBOIM KHCTIOTHI (1:0.75)
UK-cnexrp (KBr): 1778, 1676, 1633 cm™
Macc-criektp (ISP): 577.4 (M+H)"

-~

P
N CH
HJ)I\N/”H 5
TFA HIN—<S o) DII!I’ N \/Q
COH 0

[Tpumep 6

[6P-[3(E),60,7B(Z2)]]-7-[[(2-amuHO-4-THa30111) [ (TpUDEHUIMETOKCH )UMUHO |aIleTHII |
amMuHo |-3-[[ 1-(4-meTokcudenm)-2-0kco-3-muppou IMHUITUACH [METHII |-8-0KCO-5-THa- 1 -
azabunukiio [4.2.0] okT-2-eH-2-kapOOHOBasI KUCIIOTA

Mowno(tpudroparnerarayio) conb [6R-[3(E),60,7p(Z)]-7-amuno-3-[[(1-(4-MeTokcueHMIT)
-2-0KCO-3-TIUPPOTUANHIINICH]|  MeTHI|-8-0Kco-5-Tna-1-a3zabunukino  [4.2.0]  okT-2-eH-2-
kapoonoBoii kuciotel (0.3 1, 0.59 MM), mumerundopmamuna (9.5 ma) u 1-0eH3TPUA30IOBHIN
adup 2-(2-amuHOTHA30J1-4-111)-(2)-2-TPUTHIIOKCHUMHUHOYKCYCHON KHCIOTHl (0.43 1, 0.7 MM)
CMENIMBAJIN U TEepeMENIMBaIl NP KOMHATHOM TemriepaType 16 dacoB. PeakimoHHyr0 cMech
BBUIMBAIM B paccod (45 mun) m atwmanerar (90 mu). DTunaneTaTHBIA CIIOH MPOMBIBATH
paccoioM, Cymwidn Haja Oe3BOTHBIM Cynb(paToM HaTpus, (QUIBTPOBATH U PACTBOPHUTEIH
yaans. OcrtaTtok oOpabateiBaii STHWIOBBIM 3¢upom u moiydanu 0.24 v (51 % wmacce.)
BBIIICYKA3aHHOTO COCTUHCHHSL.

Crnektp SAMP (400 MTI'y, CPCls) 6 2.99 (s, 2H), 3.62 (s, 2H), 3.80 (s, 3H), 3.83 (m, 2H),
5.10 (d, 1H), 5.80 (mmp. s, 2H), 5.96 (q, 1H). 6.65 (s, 1H), 6.90 (d, 2H), 7.32 (m, 15H), 7.58 (s,
1H), 7.61 (d, 2H)

N ~OCPh;

N ﬁ(”ﬂ s
!
qu—{s\ 0 Mﬂ-@—mm
o
COH O

OrnucaHHBIM BBIIIE CTIOCOOOM IMOTyYaIl TAKXKe CICAYIONINE COSTHHCHUS:

[[6R-[3(E),60,7B(Z)]]-7-[[(2-amuHO-4-THa3011m) [ (TpU)EHUTMETOKCH ) UMUHO |
areTui JaMuHo |-8-0kco-3-[(2-okco- 1 -peHn-3-nuppoauAMHUINIEH )METHII |- 5-THa- 1 -
a3abunukio [4.2.0] okT-2-eH-2-kapOoHOBasI KUCIIOTA

TDCPh;;
HN
N \ S
/4 [
HEN_(sl © é’”MH_Q
o
CO,H O

[6R-[3(E), 60, 7B(Z)]]-7-[((2-amunO-4-THa30111)- [ (TpHHEHUIMETOKCH )UIMHUHO |aIleTHI |
amMuHO |-3-((1-MeTokcH-2-0KCOo-3-MUPPOTUANHUITHICH )METHII |-8-0KCO-5-THa- | -a3a0MIHKII0
[4.2.0] okT-2-eH-2-KapOOHOBAs KUCTIOTA
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_LOCPhg

N
Y

—OCH

H;H—QS\ S SN A N T

coH O

[6R-[3(E),60,7B(Z)]]-7-[[(2-amun0-4-THa30111)- [ (TpU()EHUIME TOKCH ) -UMHUHO |-aIleTHII |-
amMuHO |-3-[(1-MeTumn-2-0Kkco-3-MuppouINHIITUICH ) -METHII |-8-0KCc0-5-THa- 1 -azadunmkio [4.2.0]

OKT-2-€H-2-KapOOHOBas KUCJIOTa
LOCPhg

NI
A " ‘S CH
HZN—QS\ 0 SN AL N—CH,
o

coH O
[6R-[3(E),60,7B(Z)]]-7-[[(2-amun0-4-THa30mm1) [ (TpHUPEHUIMETOKCH ) IMHHO |arie-Thi |
amuHo|-3-[[(1-(2,2,2-TpudTOpaTHII)-2-0KCO-3-MTUPPOTUTUHUITUACH |[METHII |-8-0KCO-5-THa- 1 -
azabunukio [4.2.0] okT-2-eH-2-KkapOoHOBasI KUCIOTA

fﬂcphs
I
HN
Nﬂ : 25
Ha N—{ O N N=—,
5 0 CFS

[6R-[3(E) 60, 7B(Z2)]]-7-[[(2-amunHO-4-THa3051171)[(TpHUDEHUIMETOKCH )UMUHO |alle T |
amuHo|-3-[[1-(1,1-auMeTUIITUI )-2-0KCO-3-MUPPOTUANHUITUACH [METHI |-8-0KCO-5-THa- 1 -
azabunukiio [4.2.0] okT-2-eH-2-kapOOHOBasE KUCIIOTA

OCPhy

HJ"

o

'\ S
3
COH o)

(6R,7R)-7-[(Z)-2-(2-amuHOTHA30J-4-111T) -2 -TPUTHIOKCUUMHHOALeTUIaMUHO |-3-[(E)-1-
(5-MeTunu3okcason-3-mi)-2-0KCo-MUPPOTUANH-3-UIUACHMETH |-8-0KCcO-5-THa- 1 -a3a0U1INKII0
[4.2.0] okT-2-eH-2-KapOOHOBAS KHCIIOTA

UK-cnextp (KBr): 3430, 1786, 1699, 1609,1505 cm™

Macc-criextp (ISN): 803.4 (M-H+NH5); 786.4 (M-H)
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HM
H}/H/NH s
H,N—{s I o] Hl \ _Cz/
COH O

(6R,7R)-7-[(Z)-2-(2-amuHOTHA3011-4-1]1)-2-TPUTHIOKCUUMUHOALIETUIIAMUHO | -8-0KCO-3-
[(E)-2-okco-1-nupuanH-2-uinuppoauant-3-uinaeHMeTnn | -5-tua- 1 -azabunukio [4.2.0] okr-2-
eH-2-KapOOHOBasi KUCIIOTA

HK-cnextp (KBr): 3492, 1781, 1687, 1620,1587,1468,1385 cm™

Macc-cnextp (ISN): 782.4 (M-H); 799.4 (M-H+NH,;)

197
v
NH S
N "‘~—|’ N=
TV T ¥
_es 0 N N
COH O

(6R,7R)-7-[(Z)-2-(2-amuHOTHA3011-4-11T)-2-TPUTHIOKCUUMUHOALIETUIIAMUHO |-8-0KCO-3-
[(E)-2-okco-1-nmupuanH-3-uanuppoauant-3-uiuaeHMeTn |- 5-tua- 1 -azaburmkio [4.2.0]okr-2-
eH-2-KapOOHOBasi KUCIIOTA

UK-cnextp (KBr): 1781, 1686, 1619,1577, 1532, 1485 cm™

Macc-cniektp (ISN): 782.4 (M-H)’; 799.4 (M-H+NHj3)

H.-DCPha
N | 3 —N

(6R,7R)-7-[(Z)-2-(2-amuHOTaa301-4-111)-2-TPUTHIIOKCUMMUHOALIETUIIAMMHO |-8-0KCO-3-
[(E)-[2-0xco-1-(2-0Kc0-0KCa30aMANH-3 -1 )-IUPPOIUIUH-3 - MU ICHMETH |-5-THa- | -a3a0ULIUKITO
[4.2.0]okT-2-eH-2-kapOOHOBAsI KHCIIOTA

UK-cnekrp (KBr): 3429, 1778, 1701, 1625 cm™

Macc-cnexrp (ISN): 790.4 (M-H)

N..m
“*”‘{J)\f I(M-Q

(6R,7R)-7-[(Z2)-2-(2-amuHOTHA3011-4-1]1)-2-TPUTHIIOKCUMMUHOALIETUIIAMUHO |-8-0KCO-3-
[(E)-2-0kco-1-Tra3on-2-mupponuann-3 -uinaeHMeT| -5-tua-1-azaburukino[4.2.0]okr-2-eH-2-
KapOOHOBas KUCJIOTa

MK-cnekrp (KBr): 1782, 1689, 1620, 1505, 1465, 1382 cm!

Macc-cniextp (ISP): 790.4 (M+H)"
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H:N—{s
N N
o GI l —(J
COH o

(6R, 7R)-7-[(Z)-2-(2-amMmuHOTHA307-4-1]1)-2-TpUTUIOKCUUMUHOAeTUIaMUHO |-3-[(E)-1-
KapOOKCUMETHII-2-0KCOTTUPPOTUANH-3 -UITHICHMETHII |-8-0KCcO-5-THa- 1 -a3abunukio [4.2.0] okT-

2-eH-2-KapOOHOBAs KUCIIOTA

UK-cnexrp (KBr): 1784, 1727, 1661 cm™
Macc-cnekrp (ISP): 765.2 (M+H)" 787.2 (M+NO)"

N.-Q':Fhs
YY"
H,N
S o o7 N #

N
¥G
COyH 0 HO
(6R, 7R)-7-[(Z)-2-(2-amuHOTHA30I1-4-111)-2-TpUTHIOKCUUMUHOATeTHiIaMiHO |-3-[ (E)-1-
QILTIII-2-0KCOMMPPOTIUINH-3-UITHUICHMETHI |-8-0KCo-5-THa- 1 -a3abunukao  [4.2.0] okT-2-eH-2-
KapOOHOBas KUCJIOTa
UK-cnekrp (KBr): 1784, 1686, 1626 cm™
Macc-cnektp (ISP): 747.5 (M+H)"

fml
N
HJ/H/ NHIrs
Hzn_{s O o7 N N_¥
COH o

Harpuesas conb (6R,7R)-7-[(Z)-2-(2 -aMmuHOTHA3071-4-171) -2-TPUTUITIOKCUUMUHO-
arierunamMuHo |-3-[(E)-2-okconupuanH-4-uanmuppoauant-3-uianIeHMe T |- 5-Tra- 1 -a3a0UIIKI0
[4.2.0] okT-2-eH-2-kapOoHOBas kucaota (1:1)

201

:'/\:C\I;,QDHO

(6R,7R)-4-[(E)-3-[7-[(Z)-2-(2-aMuHOTHA307-4-1]1)-2-TPUTUITOKCUUMHUHO-ALETUIIAMHUHO | -
2 -kapOokcH-8-okco-5-Tna-1-azabunmkio [4.2.0] okT-2-eH-3-UIHuaeHMETHI |-2-
OKCOMUPPOJIUJINH- | -1i1]- | -MeTUIUpUANHU IO AN 1T

HUK-cnekrp (KBr): 1780, 1710, 1639, 1518 cm™

Macc-cnekrp (ISP): 798.5 (M)"

-

I
NH
0 &

N
H:N—{s I
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I
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N | N N_Ow_
5 O
CO.H o
202
(6R, 7R)-7-((Z)-2-(2-amuHOTaa301-4-111)-2-TPUTHIOKCUMMUHOAIETUIAMHHO |-3-[(Z)-1-
UKJIOTTPOITHII-2-OKCOTTUPPOTUANH-3-UITHACHMETIII | -8-0KCO-5-THa- 1-a3abummkio [4.2.0] okT-2-
eH-2-KapOOoHOBas KUCIIOTa

UK-crextp (KBr): 1783, 1680 cm™
Macc-cniektp (ISP): 747.4 (M+H)"

Locrh,
N
P
HZN_{’S l o G#—N

(6R, 7R)-7-[(Z)-2-(2-amuHOTHA307-4-1JT) -2 -TPUTHIOKCUUMHUHOAIETUIAMUHO |-8-0KCO-
3-[(E)-1-(2,2,2-Tpudrop>T1HN )-MTUNEpUANH-3 - ACHME T | - 5-THa- | -a3abummkiio [4.2.0] okr-2-
eH-2-KapOOHOBasi KUCIIOTA

WK-cnekrp (KBr): 1785, 1758, 1695, 1620 cm™

Macc-crextp (ISP): 803.5 (M+H)"

N.-QCPHJ
N NH s .
H:N—< F
0 Iﬂ' N
] 0 F
COH O
(6R,7R)-7-[(Z)-2-(2-amunHOTHA30J-4-1J1) -2 -TpUTUIOKCUUMHUHOALeTUIaMUHO | -3-[(E)-1-
[UKJIOTTPOITHJI-2-0OKCOITUTICPU N H- 3 -UTUACHMETHI | -8-0KCco-5-THa- 1 -a3abunukino  [4.2.0] OkT-2-
€H-2-KapOOHOBas KUCIIOTa

UK-cnexrp (KBr): 1786, 1686, 1612 cm™
Macc-cnektp (ISN): 776.4 (M-H+NHs;)'; 759.4 (M-H)

H.'"

OCFhy
| _wm s

N. "h-._ll
il ])Y ]

5 °© 0¥ H\v
CO,H 0

(6R,7R)-7-[(Z)-2-(2-amuHOTHA307-4-1J1) -2 -TpUTHIOKCHMUMUHOAeTuIaMuHo |-3-[(E)-1-
(beHmmunepuanH-3-uiInIeHMeTHI |- 5-Tua- 1 -a3a0 UKo [4.2.0] OKT-2-eH-2-KapOoHOBas
KHCJIOTa

UK-cnekrp (KBr): 1786, 1686, 1658 cm™
Macc-cnextp (ISP): 797.5 (M+H)"
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(6R,7R)-7-[(Z)-2-(2-amuHOTHA3011-4-11)-2-TPUTHIOKCUMMHHOAIIE TUIIAMUHO | -8-0KCO-3-
[(Z)-2-oxco-1-hennunazeTnivH-3-WInIeHMeTH |-5-Tua- 1 -a3abumKio [4.2.0] OKT-2-¢H-2-
KapOOHOBAs KUCIIOTA

UK-cnekrp (KBr): 1766, 1707, 1675, 1532 cm™

Macc-criektp (ISP): 769.5 (M+H)"

g 0
N NH,_ 5 0. N
w7 YL

OH
(6R,7R)-7-[(Z2)-2-(2-amuHOTHA3011-4-1111)-2-TPUTHIIOKCUTMUHOALIETUIIAMUHO | -8-0KC0-3-
[(E)-2-okco-1-dpennnazeTuann-3-uinaeHMe T | -5-tua- 1 -a3a0 UKo [4.2.0] OKT-2-€H-2-
KapOOHOBas KUCJIOTa
HK-cnexrp (KBr): 1788, 1742, 1686 cm™
Macc-cnektp (ISP): 769.5 (M+H)"

o ¢
H]/'\N/NHI‘/S N
HiN
’ —<s 0 o
COH

TpustunamunoBasi conb (6R,7R)-7-[(Z)-2-(2-amuHOTHA307-4-1111)-2-TPUTUIOKCUHUMUHO-
anierunamuHo |-3-[(E)-1-(6-meTokcunupuans-3-mi)-2-0KCONUPPOITUANH-3-UIUAEHME T |- 8-
OKco-5-Tua- 1-a3abunukrio [4.2.0] okt-2-eH-2-kapOoHOBOM KHCIOTHI (1:1)

UK-cnextp (KBr): 1782, 1684, 1619, 1530, 1494 cm™!

Macc-cniektp (ISP): 814.4 (M+H)"

NH s
N *-._l/ N
Y O
e M \
COH o

(6R,7R)-7-[(Z)-2-(2-amuHOTHA30-4-1JT) -2 -TPUTUIOKCUMUMHHOALETUIAMUHO]| -8-0KCO-
3-[(E)-2-okco-1-mupa3uH-2-uinmuppoauanH- 3-winaeHMeTwi| -5 -tua-1 -azabunukio [4.2.0]
OKT-2-eH-2-KapOOHOBasl KUCIIOTa

UK-cnextp (KBr): 1785, 1694, 1624, 1526 cm™

Macc-criektp (ISP): 785.4 (M+H)"
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(6R, 7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-111)-2-TPUTUIIOKCUMMUHOALIETUIIAMUHO | -8-0KC0-3-
[(E)-2-0okco-1-(2,2,2-TpudTOpaTIN )-a3e TUAUH-3-MIIUACHMETHI |-5-THa- | -a3a0UIuKII0 [4.2.0]

OKT-2-eH-2-KapOOHOBast KHCIOTa
UK-cniexktp (KBr): 1784, 1757, 1682, 1530 cm™
Macc-cnekrp (ISP): 775.3 (M+H)"
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COH

(6R,7R)-7-[(Z)-2-(2-amuHOTHA30171-4-11]1)-2-TPUTHIIOKCUUMUHOAIIETUIIAMUHO |  -8-0KCO-3-
[(Z)-2-0kco-1-(2,2,2-TpuTOpaTHIT ) -a3e THIMH- 3 - IeHME T |- 5-THa- | -a3abunukio [4.2.0] okT-
2-eH-2-kapOOHOBAs KUCIOTA

HUK-cnektp (KBr): 1768, 1733 cm™

Macc-criektp (ISN): 775.3 (M+H)"
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H;N N F
1 _<s ° o
COH

HatpueBas comp (6R,7R)-7- [(Z)-2-(2 -amuHOTHA3051-4-UN) -2 —TPUTHUIOKCUUMUHO-
anetmiaMuHo|-3-[(E)-1-(4-metundennncynbhoHm )-2-0KCOMUPPOTHIUH-3-HINIeHMETI]|  -8-
OKCO-5-Tua-1-a3abunukio [4.2.0] okT-2-eH-2-kapboHoBOU KucaoThI (1:1)

UK-cnextp (KBr): 1767, 1684, 1621 cm™

Macc-criektp (ISP): 861.6 (M+Na)”

\ -OCBhs
y NH__ S o o
Hz““qs])ku( Oﬁ:bl"/ }Si

CO;Na o

(6R,7R)-7-((Z)-2-(2-amuHOTHA30J1-4-1JT)-TPUTUIIOKCUUMHUHOAIeTUIaMuHO |-2-[ (E)-1-
[IUAaHOMETHII-2-0KCOMTUPPOIUANH-3-HIUACHME TN | -8-0Kco-5-THa- 1 -azabunukino [4.2.0] okT-2-
eH-2-KapOOHOBas KUCIIOTa

WK-cnextp (KBr): 1783, 1685, 1628 cm™

Macc-cnekrp (ISP): 746.5 (M+H)"
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(6R,7R)-7-[(Z)-2-(2-amuHOTHA300-4-UJT)  -2-TpUTHUIOKCUUMUHOAeTUIaMuHO |-3-[(E)-1-
(1,1  -muokcoTerparHapoTUO(EH-3-11)-2-0KCOMUPPOIUINH-3-UINICHMETH |-8-0Kco-5-THa- 1 -
azabunukiio [4.2.0] okT-2-eH-2-kapOOHOBasE KUCIIOTA
HUK-cnekrp (KBr): 1781, 1680, 1626, 1531, 1490 cm!
Macc-criektp (ISP): 825.4 (M+H)"
OCFhy

N
N i ”
Hzﬂ-( o I—rlnl/ N’*O
5 4 5=
0y (]
COH o .

(6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-1111)-2-TpUTHIOKCUUMUHOATeTHiIaMuHO |-3-[ (E)-1-
UKIIOTIPOTTUIIMETHII-2-0KCOMUPPOTUINH-3-UINIeHMETIN | -8-0Kco-5-Tua-1-azabunukio [4.2.0]
OKT-2-eH-2-KapOOHOBasi KUCII0Ta

UK-cnekrp (KBr): 1786, 1681, 1624 cm™

Macc-cnekrp (ISP): 761.5 (M+H)"

wid J/l\“’mI" M A

HarpueBas comp  (6R,7R)-7-[(Z)-2- (2-aMI/IHOTI/Ia3OJI 4- I/IH) -2-TPUTHIIOKCUMMUHOAIIE-
tunamubo| -3- [(E) -(2-mmaHo3THI)-2-0KCOMUPPOTHINH-3-IIHICHMETHI |-8-0KCco-5-THa- 1 -
azabunukio [4.2.0] okr-2-eH-2-kapboHoBOM KucaoThI (1:1)

UK-cnextp (KBr): 2243, 1766, 1675, 1618 cm™

Macc-cniekrp (ISP): 760.5 (M+H)"

OCP

Nj/jH/ HN S

H,N | 1: | -

_<5 0 O HMHW{: =N
COo,Na 0

(6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-1J1)-2-TPUTHIOKCUMMHHOAIIETHJIAMUHO |  -8-0KCO-3-
[(E)-2-0okco-1-pon-2-uHUITUPPOTUANH-3-HITUACHME T | -5-Tha- 1 -a3aburukno  [4.2.0] okr-2-
eH-2-KapOOHOBas KUCTIOTa

WK-cnekrp (KBr): 2118, 1783, 1681, 1626 cm™
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Macc-cniektp (ISP): 745.5 (M+H)"
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a) MounonatpueBasi coib [6R-[3(E), 6a, 7B(Z2)]]-7-[[[(aueTunokcu)umuno] (2-amMmuHO-4-
THA30JIMI )alleTui |aMuHO | -3-[ (1 -MeTu-2-0Kkco-3-mUppOTUAMHUINACH) METHI| - 8-0KCO-5-THa-1-
azabunukio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

Tpudropanerar [6R-[3(E), 6a, 7P(Z)]]-7-amuno-3-[(1-meTumn-2-okco-3-nupponuau-
HWINACH)METHN |-8-0KCcO-5-THa- | -a3adbunmkino[4.2.0]JokT-2-eH-2-kapOonoBoi kucioTsl (110 wmr,
0.26 MmM), mumetundopmamua (4 mm) u Bomy (0.15 mu) oxnmaxknanu B JensHOW OaHe u
no6asysu TpudTHiIamMuH (0.06 mur). K pacTBopy cotoMeHHOTO 1BETa 00BN OEH30TPHUA30JI-
1-un-(Z)-2-(2-amunoTtnazon-4-un)-2-rputuinokcuumunoanerar (105 mr, 0.29 mMM) B Bune
TBEpAOro BemiecTBa. PacTBop nepemennBany 5 4 npu Temreparype jaensHoil 6anu. Ilo xamisam
M00aBISUIM PacTBOP HATPUEBOM COMM 2-3THUJIOBOTO 3¢upa TeKcaHoBOil kuciotel (80 Mmr) B
stunarerare (8 o). [lomydeHHbIt ocalok pacTtupanu ngainee ¢ dTwianeratoM (12 mi),
GbuIbTpOBANIN, TPOMBIBAIIM THIIALIETATOM, coepkaumm 5 % nuMerundopmamuia, (2 pasa mo 8
MT) B atMocepe a3ota u moiydanu 143 Mr TBEpIOTO BEIIECTBA.

HK-cnextp (KBr): 3400, 1762, 1665, 1615, 1400 cm™'
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OnucaHHbBIM BBIIIE CIOCOOOM ObUIM MOJyUEHBI TAKXKE CIEAYIOIINE COCTUHEHHUS:
Mononatpuesas conb [6R-[3(E), 6a, 7P(Z)]]-7-[[[(aueTmnokcn)umuno] (2 -amuHO-4-THA30-
JuT)ateTud |aMuHo |-3-[ (1-MeTokcH-2-0KCo-3-UPPOTUTUHUTUACH ) MeTHII|-8-0KCc0o-5-THa- 1 -
a3a0uukIo [4.2.0] okT-2-eH-2-KapOOHOBOW KHUCIOTHI

HUK-cnexrp (KBr): 3400, 1762, 1670, 1615, 1390 cm™
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) i | ) OCH
N ¥ 5 FN AN 3
S o

COEHE O

MounonatpueBas  conb  [6R-[3(E),60,7B(Z)]]-7-[[[(auenoTokcH )umMuHO |(2-aMuHO-4-
THA30JTU )aIleTHIT |aMHUHO |-8-0KC0-3-[(2-0KCO-3-MUPPOTUINHIIHICH )METHJI |-5-THa- | -a3a0u1u-
k110 [4.2.0] oKT-2-eH-2-KapOOHOBOM KUCIOTHI

HUK-cnexrp (KBr): 3350, 1762, 1672, 1615, 1390 cm™
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MononatpueBas coib [6R-[3(E), 6a, 7B(Z)]]-7-([[(aeTokcu)umuHO |(2-aMHHO-4-
THA30JTMT )alleTHIT |aMHUHO |-8-0Kc0-3-[(2-0KkcOo- 1 -peHMIME TOKCH -3 -TUPP M AMHIIIAIEH )METH | -
5-tua-1-a3zabunukio [4.2.0] okT-2-eH-2-KapOOHOBOM KUCIOTHI

HK-cnextp (KBr): 3400, 1762, 1675, 1615, 700 cm™
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MononatpueBas conb [6R-[3(E), 6a, 7B(Z)]]-7-[[[(aueTrnokcu)-uMuHO |(2-aMuHO-4-
THA30JIMII)alleTHII |aMHUHO |-8-0Kc0-3-((2-0kco- 1 -heHnn-2-0kco-3-nuppoauAMHUINACH )METHIT| -
5-tua-1-a3zabunmkio [4.2.0] okT-2-eH-2-KapOOHOBON KHUCIOTHI

HUK-cnexrp (KBr): 3450, 1762, 1670, 1615, 690 cm™!
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b) (6R,7R)-7-[(Z)-2-(2-amuHOTHA305-4-1]T)-2-aI[E€TOKCHUMHUHOAIIETUIIAMHUHO |-8-0KCO-3-
[(E)-1-(2,2,2-TpucTopsTIIT)-TUPPOTUANH-3-UTUACHME T |- 5-THa-1 -a3aburukio [4.2.0] okr-2-
eH-2-KapOOHOBas KUCIIOTa

786 wmr (2 wmMmoms) Tpudropanerata (E)-(6R,7R)-7-amuno-8-0kc0-3-[1-(2,2,2-
TpUGTOPITUI )-2-OKCOMTUPPOTHINH-3-MITHICHMETHI |-5-THa- 1 -azabunukino [4.2.0] okT-2-eH-2-
kapOoHoBoi Kucnotsl (1:1) cycnenaupoBanu B 30 Mi1 tumeTuigopMaMuaa U nepemMensany |
4, 3ateM A00aBisiu 906 mr (2.4 MMosst) 2-0eH3THA30JIMIIOBOTO THOA(hUpa 2-(2-aMUHOTHA301-4-
nin)-(Z)-2-aleTOKCUUMHUHOYKCYCHOM KUCIOTBHl. CMECh OCTABIISUIA MPU KOMHATHOM TeMIlepaType
Ha 18 4 ;s B3aUMOJEWCTBUSI M 3aT€M KOHLIEHTPHPOBAIM B Bakyyme. K MmacisiHoMy ocTaTkKy
no6asistmn 300 mit sTHIIaneTaTa, OPraHUYECKU pacTBOp 3 pa3a MPOMBIBAIN BOJOW U CYIIHIN
Haj cynbharom MarHus. [locnme koHmeHTpupoBaHUs a0 o0bema 20 M TBEpJOE BEIIECTBO
BBHITIA/IAJI0O B OCAJ0K, KOTOPBIA OT(HUIBTPOBBIBAIIN, MPOMBIBATH ATHIANETATOM H CyIIWIH. Ero
OYHMIIAIM TOBTOPHBIM OCAXKACHUEM U3 CMECH alleTOH/ITUIIAleTaT.

Brixox: 570 mr (48 %) UK-cuextp (KBr): 1779, 1687, 1533 cm™

Macc-criektp (El): 589.0 (M+H)"

DnementHblii ananus st Co HioF3NO5Ss:
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Beruncneno: C42.86 H 3.25 N 14.28 S 10.89
Haiineuo: C42.52 H3.69 N 13.85 S 10.68

g J)Y _NM 3

O;H

Takum xe oOpa3oM ObUIO TONydeHO crheayromee coeauaenue: (6R,7R)-7-(Z)-2-
(amuHOTHA30J1-4-1T)-2-alle TOKCUUMHUHOAIE THIIAMUHO |- 3-((E)- 1 -iikmonponui-2-0KkconuppoItn-
JUH-3-WIHaeHMETHI |-8-0KCc0-5-THa- 1 -a3abunukiio [4.2.0] okT-2-eH-2-kapOOHOBAst KHCIIOTA

UK-cnexrp (KBr): 1777, 1679 cm™

Macc-criektp (ISP): 547.4 (M+H)"

- SOAc
Hj)l\ﬂ/ml‘,s
H,N —<5 | o ° NMN—Q

c) (6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-111T)-2-(2,2 - AUMETHIIITPO-TTMOHHIIOKCUMMHHO )
anetmwiaMuHo |-3-[(E)- 1 -iuknonponui-2-0Kkco-nmuppoTuanH-3-WIHIeHMETH |-8-0Kco-5-Tha- 1 -
azabunukio[4.2.0Jokt-2-eH-2-kapOOHOBAs KUCIOTA

200 wmr (0.47 wmmoms) moHoTpudTopamerara [6R-[3(E), 6a, 7B]]-7-amuno-3-[(1-
IIUKJIOTPOITHJI-2-0KCO-3-ITUPPOTUTUHUINICH )METHII | -8-0KCO-5-THa- | -a3a0buiukio[4.2.0]okr-2-
eH-2-KapOOHOBOM KUCIIOTHI CYCIEHIMPOBAINA B 7 MJI quMeTwiIpopMaMuia U mepeMenmBany |
gac, 3arem paoOaBmsmu 217 wmr (0.52 wmmons) 2-0eH30THa30JMI0BOTO THOdGUpa 2-(2-
aMUHOTHA30J1-4-11)-(2)-2-MBATIOUTIOKCHUMUHOYKCYCHOM  KUCIOTBI. CMeCh OCTaBJSUIA  JIst
B3aMMOJICHCTBHSI TP KOMHATHOM Temmeparype Ha 22 yaca M 3aTe€M KOHIIEHTPHPOBAIHU B
Bakyyme. K macnsHomy octarky no6Gasisiau 100 M sTunanerara, OpraHH4ecKHil pacTBOp
MIPOMBIBAJIN ATHIIALETATOM U cymiu. Beixon: 165 mr (60 % macc.)

UK-cnextp (KBr): 1783, 1682 cm™!

Macc-criekrp (ISP): 589.4 (M+H)"

DPN

e H A

Takum xe crocobom monydanu cienyromee coenuHenue: (6R,7R)-7-[(Z)-2-(2-amuHo-
THa30-4-1i)-2-(2,2- AMMETUINPONHUOHUIOKCUMMHHO )alle TUI-aMHHO |-8-0kco-3-[(E)-2-okco- 1 -
(2,2,2-TpudTOpITII)-TUPPOTUANH-3-WINACHMETHN |-5-THa- 1 -a3abunmkino  [4.2.0] oxT-2-eH-2-
KapOOHOBas KUCJIOTa

MK-cniexktp (KBr): 1782, 1689 cm™

Macc-criextp (ISP): 631.3 (M+H)"
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MoHoHaTpueBas, MOHOXJIOpUCTO-BoaopoaHas coib [6R-(3(E), 6a, 7B(Z)]]-7-1[(2-amuHO-
4-tra3051i)( OKCUMMUHO )arie T |aMuHO |-3-[ [ 1-(4-MeTokcudeHm)-2-0kco-3-mupposIuInHA-
TUIeH |MeTH |-8-0Kco-5-Tha- 1 -a3abunukio [4.2.0] okT-2-eH-2-KapOOHOBOM KHCIOTHI

[6R-[3(E), 6a, 7B(Z)]] -7-[[(2-amuHO-4-THa301M")(TPUDEHUIMETOKCHIMHIHO |alleTHI |
amuHO |-3-[[ 1-(4-meTokcupeHn)-2-0Kco-3-MUPPOTUAUHUITIICH [METHII |-8-0KCO-5-THa- 1 -
azabunukio [4.2.0] oxr-2-eH-2-kap6oHoByto kucinoty (0.24 r, 0.3 MM) u 90 % MypaBbHHYIO
KHCJIOTY CMEIIMBAJIM W IEpeMelIMBaIdM NpU KOMHATHOM Temmeparype 2 uyaca. JloOaBisiiu
stunanerat (8 M) u oThunsTpoBbiBasn (.13 T TBEPIOTO KENTOTO BEMIECTBA. TBEPIOE BEIIECTBO
no6asisiu K Boze (20 min) u OukapOoHaty Hatpus (57 MT), pacTBOp (HIBTPOBAIIN Yepe3 LEIuT,
W 3aTe€M OYHIIAIM KOJIOHOYHOW Xxpomarorpadueit Ha CI18-K0IOHKE C HCIOIb30BaHUEM
cunukaress (cMech Boja/aneToHuTpui). Lenessie ¢ppakuuu o0benuHsuM U nomyvyanu 74 mr (41
% Macc.) BBINIEYKa3aHHOTO COCTMHCHHUS.

Cnextp AMP (DMSO-dy) 6 3.03, 3.21 (m, 2H), 3.75 (s, 3H), 3.86 (m, 4H), 5.15 (d, 1H),
5.28 (q, 1H), 6.67 (s, 1H), 6.96 (d, 2H), 7.14 (s, 2H), 7.24 (s, 1H), 7.70 (d, 2H), 9.50 (d, 1H),
11.31 (s, 1H)

UK-cnextp (KBr): 1768, 1668, 1620 cm™
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(6R, 7R)-7-[(Z)-2-(amuHOTHA307-4-1]T) -2 -OKCUUMHHOAIETUIIAMUHO | - 8-0KC0-3 -[(Z)-2-
okco- 1 -pennnazernaun-3-unuaeHMern |-5-tua- 1 -azaburukino [4.2.0] okr-2-eH-2-kapOoHOBas
KHCJIOTa

384 mr (0.5 mmomnsa) (6R,7R)-7-[(Z)-2-(2-amuHOTHA307-4-1111)-2-TPUTHUIOKCUUMUHO-
aneTIIaMuHoO |-8-0kco-3-[(Z)-2-okco-1 -permnazeTnant-3-uinaeaMeT |-5-tua- 1-a3a0uIuKIiio
[4.2.0] okT-2-eH-2-KapOOHOBOM KHCIOTHI nepeMenuBaii 75 MuHYT B 4 M1 90 % MypaBbUHON
KUCIOThI. CyCIEH3WI0 KOHIEHTPUPOBAIM B BaKyyMe, M OCTaTOK cMmemuBaiu ¢ S50 M
sTHNAIeTaTa. TBEpIOe BEIeCTBO OTGUIHTPOBBIBANM, CYIIMIN U nepememuBanu 1 gac ¢ 20 mu
90 % sranouna. [IpoaykT BeiAesUH PHITBTpAIIUE, TPOMBIBAJIA H-T€KCAHOM M CYIITHIIH.

Beixos: 209 mr (80 % macc.)

UK-cnextp (KBr): 1776, 1721, 1676 cm™

Macc-criektp (ISP): 527.4 (M+H)"

DJIEMEHTHBIN aHaAIN3 1A C22H18N60682Z
Bbruncieno: C 50.18 H3.45 N 1596 S 12.18
Haiineno:  C 50.01 H3.33 N 15.60 S 12.12
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] J)Y Q\ﬁl

Takum ke crnoco6oM OBbLITN MOTYYEHBI TAKXKE CIEAYIONINE COSAMHEHUS:

(6R,7R)-7-[(Z)-2-(amuHOTHA301-4-11)-2-OKCUUMHUHOAIETHIIAMHUHO |-8-0kc0-3-[ (E)-2-
okco-1-(hennnazerniun-3-wimaeHMeTun| -5 -tua- 1-azadbunukio [4.2.0] okt-2-eH-2-kapOoHOBas
KHCJIOTa

UK-cnexrp (KBr): 1778, 1738, 1676, 1528 cm™

Macc-criektp (ISP): 527.4 (M+H)"

HHJ)Y I@J\A

(6R, 7R)-7-[(Z)-Z-(2-aMI/IHOTI/IaSOJ'I-4-I/IJ'I)-2-0KCI/II/IMI/IH03H€TI/IJ‘IaMI/IHO]-8-OKCO-3-[(E)-2-
okco-1-(2,2,2-tpudropatun)-azeTuaAnH-3-unuaeHMe TN |- 5-Tua- 1 -azadunukino [4.2.0] okr-2-eH-
2-kapOOHOBAas KHUCIOTA

WK-cnekrp (KBr): 1754, 1672, 1528 cm™

Macc-cnektp (ISP): 533.3 (M+H)"

@_<TH/"HII’M’“‘

(6R,7R)-7-[(7)-2-(2-aMmuHOTHA301-4-11)-2-OKCUUMHUHOAIIETUIIAMHUHO | -8-0KkC0-3-[ (Z)-2-
okco-1-(2,2,2-tpudropatuin)-azeTuauH-3-wuaeHMe T |- 5-Tra- 1 -azadunukino [4.2.0] okr-2-eH-
2-kapOOHOBasi KUCIIOTA

UK-cnextp (KBr): 1746, 1673 cm-!

Macc-crextp (ISP): 533.3 (M+H)"

il o F
NH 5
N N_l/ H’_\'{“F

CO,H

IIpumep 10

Monoxmopucto-BogopogHas conb [6R-[3(E), 6a, 7B(Z)]]-7-[((2-amuno-4-Tra3o0mm)
(oxcUUMUHO )are T |aMUHO |-3-[ (1 -MeTHI-2-0KC0o-3-MUPPOTUAMHIIINA-IEH )METHI | -8-0KCO-5-THa-
1-azaburukio [4.2.0] okT-2-eH-2-KapOOHOBOM KHCIOTHI

MononarpueByto conb [6R-[3(E), 60, 7B(Z)]]-7-[[[(aneTmnokcu)umuHo|(2-aMmuHO-4-
THa3oIMN)aneTuia|aMuno| -3- [(1 -meTwn-2-0kco-3-mupponuIuHIINIEH )METUI | -8-0KCO-5-THa-
1-a3abunukino [4.2.0] okxt-2-eH-2-kapOoHoBoi kuciotel (116 mr, 0.21 mMM) obOpabatbiBamn
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cMecho (15 mMi1) MeTaHoJ1/Boj1a B OTHOIIIEHUH 1:2 pu KOMHATHOH TemnepaType ¢ OukapOboHaToM
HaTpus (19 mr, 0.23 mMmons) B TeueHue 2 vacoB. YcraHaBnuBaiu pH 2.0 peakiuoHHo# cmecu
2H X710puCTO-BOIOPOTHON KHCIOTONW M OUMIIATIM KOJIOHOUYHOM Xpomatorpaduei Ha cuimkarene
¢ ucnoiab3oBanneM C18-komoHKH (cMech BOIa/alieTOHUTPHI) U monydanu 58.8 mr (54 % wmacc.)
BBIIICYKAa3aHHOTO COETUHEHUSI.

Cnextp SAMP (400 MI'u, DMSO-ds) 8 2.85 (s, 3H), 2.90, 3.10 (m, 2H), 3.35 (m, 2H),
3.88 (s, 2H), 5.17 (d, 1H), 5.83 (q, 1H), 6.68 (s, 1H), 7.12 (s, 2H), 7.20 (s, 1H), 9.51 (d, 1H),
11.32 (s, 1H)

HMK-cnexrp (KBr): 1770, 1665 cm™

N_,UH
|
N
N NS
HoteHN—C W 8 dn A A w-cn
S o”

CO,H 0

CrniocoOoMm, OTMCaHHBIM BBIIIIE, TTOYYaId TAKXKE CIEIYIONINE COCTUHECHNUS:

Momnoxmnopucrto-BogopogHas coib [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THA3071T)
(okcHMUMUHO )arieThi |aMuHO | -3-[(2-0kco- 1 -peHmI-3 -MUP PO AMHHI-TTUICH )METHII |- 8-0KCO-5-THa-
1-a3abumukio [4.2.0] okT-2-eH-2-KapOOHOBOW KHCIIOTHI

Crnexktp SAMP (400 MI'y, DMSO-d¢) S 3.08, 3.22 (m, 2H), 3.92 (m, 4H), 5.22 (d, 1H),
5.87 (q, 1H), 6.67 (s, 1H), 7.15 (s, 2H), 7.18 (t, 1H), 7.40 (m, 3H), 7.80 (m, 2H), 9.54 (d, 1H),
11.34 (s, 1H)

UK-cnexrp (KBr): 1768, 1666, 1628 cm™

_OH
N

I HN

N ﬂ_rs
Ho » HN— | | n—@
2 —'(\5 0 0{, NM
O.H O

c

Monoxmopucto-BogopogHas conb [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuno0-4-THa30m111)
(okcunMuHO )ateTui |aMuHo | -3-[(1-MeToKCH-2-0KCO-3-MUPPOTUIMHUINACH )METHII |- 8-0KCO-5-
THa-1-a3abunukino[4.2.0] okT-2-eH-2-kapOOHOBOM KHCIOTHI

Crnektp AMP (400 MI'u, DMSO-ds) 8 2.95, 3.14 (m, 2H), 3.57 (m, 2H), 3.72 (s, 3H),
3.86 (s. 2H), 5.18 (d, 1H), 5.83 (q, 1H), 6.66 (s, 1H), 7.13 (s, 2H), 7.25 (s, 1H), 9.51 (d, 1H),
11.32 (s, 1H)

UK-cnekrp (KBr): 1770, 1672 cm™

|
N HN\_rs
HCl - Hzn—ﬁs\ 0 SN A A N-0CH
o

CO,H 0
Momnoxnopucro-BoaopoHas coib [6R-[3(E), 6a, 78(Z)]]-7-[[(2-amuHO0-4-THa301HIT)
(oxkcunmuHo)anetui |aMuHo|-3-[[1-(1, - TuMeTHIATHI)-2-0KCO-3-MUPPOTUIUHIUITUIEH | MeTHI | -8-
OKCO-5-THa- 1 -a3abumukio [4.2.0]okT-2-eH-2-KapOOHOBOM KUCIOTHI
Crnektp SAMP (400 MI'u, DMSO-ds) 6 1.36 (s, 9H), 2.85, 3.00 (m, 2H), 3.46 (m, 2H),
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3.87 (s, 2H), 5.20 (d, 1H), 5.84 (q, 1H), 6.79 (s, 1H), 7.13 (s, 2H), 7.18 (s, 1H), 9.67 (d, 1H),
11.95 (s, 1H)
OH

4

i
HN

N \__»5
7\ |
HCIE. HpN N
’ _(S o D/;FM +
COOH O

Momnoxmnopucro-Bomopogsas coib [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THAa3071T)
(oxcummuno) anerun]-3[[1-(2,2,2-TpudTop3Tii)-2-0Kco-3-NUuppOTUAUNHIINACH [METHI | -8-0KCO-
5-tna-1-a3aburukio[4.2.0]okr-2-eH-2-kapOOHOBOI KUCIOTHI

Cnextp AMP (400 MI'y, DMSO-de) 6 3.11 (m, 2H), 3.68 (m, 2H), 3.92 (s, 2H), 4.12 (q,
2H), 5.28 (d, 1H), 5.88 (q, 1H), 6.85 (s, 1H), 7.34 (s, 1H), 8.10 (mmp.s, 2H), 9.80 (d, 1H), 12.3

(s, 1H)
OH
Hl HN
- Fz g 0 D(,-—-N LA _\CFa

COOH O

HMpumep 11

Tpudropanerar (6R,7R)-7-[(Z)-2-(2-amuHOTHA30I-4-11]1)-2-OKCUUMUHOAIIC THIIAMHUHO |- 8-
okco-3-[(E)-2-okco-1-(2,2,2-TpudTopaTHII)-TUPPOTUANH-3 -UITHICHMETHJ |- 5-THa- | -a3a0MITKIIO
[4.2.0] okT-2-eH-2-KapOOHOBOI KUCIIOTHI

3.5 mu TpudTopykcycHO# KucaoThl oxnaxaanu 10 0°C u mo yactsam go6asisiiau 430 mr
(0.55 momns) (6R,7R)-7-[(Z)-2-(2-amuHOTHA301-4-111T)-2-TpUPEHUIME TOKCUUMUHOAIIETUIIAMUHO |
-8-0kc0-3-[(E)-2-okco-1-(2,2,2-TpudTOpaTHII)-TUPPOIUANH-3 -WITHICHMETHJ |- 5-THa- 1 -
azabunukino [4.2.0] okr-2-eH-2-KapOOHOBOH KHCIOTHI TMpPH TEMIepaTrype, HOIAep:KUBACMOM
ke 5°C. K opamkeBomy pactBopy mo kamism go6aBmsm 0.2 mu (1.26 Mmous)
TprdTWwiIcwiana. [lomydanu cycreH3uio OeXeBOro I[BeTa, KOTOpPYO BbUTMBaM mocie 20-
MuHyTHOW BbIIepkku mpu 0°C B 20 mur mudTmioBoro 3¢gupa. Ty cMmech nepememmBaim 30
MUHYT W 3aTeM (QWIbTPOBAIU. TBepAoe BEHIECTBO MPOMBIBAIH JAUATHWIOBBIM 3PHUPOM U H-
TeKCaHOM U CYILIWIIH.

Beixoa: 304 mr 6exxeBoro mopoika (87 % macc.)

Cnextp 1H-AMP (DMSO-d¢) & (uacteit Ha mmwmmuoH) 3.10 (mwmp.t, 2H), 3.50 (t, 2H),
3.90 (s, 2H), 4.17 (q, 2H), 5.20 (d, 1H), 5.86 (dd, 1H), 6.74 (s, 1H), 7.31 (s, 1H), 7.80 (d, 1H)

OnementHbiit aHanmu3 A CioHi7F3NgO6S,, Bbramcneno ¢ 0.83 monst TpudTopyKCycHOU
KHUCTIOTHI:
Bbrunciero: C38.70 H2.95N 12.93 S9.93 F 16.12
Hanmeno:  C38.45 H2.80N 13.11 S10.00 F 16.27
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Crenytomiyie coeIMHEHUsT ObUTH MOTYYEeHBI TAKUM K€ CII0COO0M:

Tpudropauerar (6R,7R)-7-[(Z)-2-(2-amuHOTHA3051-4-111)-2 -OKCUMMHUHOALIETUIAMHUHO| -
3-[(E)-1-nmuknonponui-2-oKco-MuppOTuANH-3-UITUACHMETHI | -8-0KCo-5-THa- 1 -a3a0 U KII0
[4.2.0] oxT-2-eH-2-kapOoHOBOM KUCIOTHI (1:1)

231

N"CH
N 5
TFA.Hﬁ—‘(s])\(‘]/-N;HMH—q
mH O

(6R, 7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-111)-2 -0KcunMHuHOaneTuaaMuHo |-3-[(E)-1-(5-
METHIIM30KCA30/1-3-11)  -2-OKCOMUPPOIHINH-3-WIHICHMETWI|  -8-0KCO-5-THa- 1 -a3a0umKio
[4.2.0] okT-2-eH-2-KapOOHOBAs KHCIOTA

Macc-cniektp (ISN): 561.2 (M+NH;-H)

HK-cnextp (KBr): 3399, 1780, 1681, 1609, 1505 cm!

H,cﬂ
NH 5 N
N 8 ‘o
H,N—(:J/LE,/ GIHi -Lk
oo,H 0

(6R, 7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-1I1)-2-OKCHUMHHOALIETHIIAMUHO |-8-0kc0-3-[(E)-2-
OKCO- | -upuANH-2-UIMUPPOTHINH-3-WIHICHMETHJ |-5-Tha- 1 -azadburukio[4.2.0]okT-2-eH-2-
KapOOHOBAsSKUCIIOTA

Macc-criextp (ISP): 542.3 (M+H)"
WK-cnextp (KBr): 1778, 1671, 1629, 1533, 1387 cm™

N,m
Hz“‘(ﬁ o N
wH O

(6R, 7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-11J1)-2-OKCUUMHHOALIETUIIAMUHO |-8-0Kkc0-3-[(E)-2-
OKCO- | -MupuarH-3 -UIMUPPOTHINH-3-WIHICHMETH |-5-Tha- 1 -azabunukino  [4.2.0] okT-2-eH-2-
KapOOHOBAs KUCIIOTA

Macc-criexrp (ISP): 542.2 (M+H)"

UK-cnexrp (KBr): 1777, 1672, 1537, 1483, 1389 cm™!
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(6R, 7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-1T)-2-OKCUUMHHOAIIETUIIAMUHO |-8-0kc0-3-[(E)-1-
[2-0Kkc0-1-(2-0KCO-0KCA30IUANH-3- 1) -ITUPPOTHINH - 3 -UITHIEHMETHII | -5-THa- | -a3a0MIHKII0
[4.2.0] okT-2-eH-2-KapOOHOBAsK KUCIIOTA

WK-cnextp (KBr): 3381, 1769, 1630, 1530, 1392 cm!

Macc-criextp (ISP): 550 (M+H)"

DnementHbld anamu3 11 CyoHisN-,OsS,Na:

BerunciaeHo: C43.71 H3.49 N 17.84 S 11.67
Haiigeno: C43.26 H3.57 N 17.63 S11.47

N"'GH
| s
el YDy
QO,H o) °

Tpudropanerar (6R,7R)-7-[(Z2)-2-(2-amuHOTHA3071-4-1T)-2-OKCHUMHUHOAIIETUIIAMHUHO |-8-
okco-3-[(E)-1-(2,2,2-tpucTopaTHiT)-2-0KCO-MUTIEPUINH- 3 -UITHICHMETHII | -5-THa- | -a3a0MMHIKII0
[4.2.0] okT-2-eH-2-kapOOHOBOM KUCIOTHI (1:2)

WK-cnekrp (KBr): 1774, 1679, 1635 cm™

Macc-criextp (ISP): 561.3 (M+H)"

N H
N NH 5
F F
W*-Hzn_{s 0 DIEW\XF
CO.H G

Tpudropanerar (6R,7R)-7-[(Z)-2-(2-aMmuHOTHA307-4-11)-2-OKCUUMHUHOAIIETUIIAMHUHO | -3-
[(E)- 1-kapOoKCHMEeTHII-2-0KCOMUPPOIUINH-3-MIHICHMETHI |-8-0KCcO-5-THa- 1 -
azabunukio[4.2.0] okt-2-eH-2-kapOooHoBoH KuCIOTHI (1:0.77)

WK-cnekrp (KBr): 1776, 1673, 1635 cm™

N"m
N NH s o
moand T T AL,
COH o

Tpudgropauerat (6R,7R)-7-[(Z)-2-(2-amuHOTHA301-4-11J1)-2-OKCUMMHUHOALIETUJIAMUHO | -3-
[(E)-1-uukmonponui-2-0KCOMUNEepUANH-3-UITuACHME TN |-8-0Kco-5-THa- 1 -azabunukio[4.2.0]
OKT-2-eH-2-kapOoHOBOH KucnoThl (1:1)

UK-cniekrp (KBr): 1780, 1676, 1632 cm™

Macc-cnekrp (ISP): 519.4 (M+H)"

99



280

N,m
19 @000
b A0
TFA.HN o N N
] 4]
o,H o

Tpudropamerar (6R, 7R)-3-[(E)-1-ammmn-2-okcomupponuauH-3-uiuaeame T |- 7-[ (Z)-
2-(2-aMUHOTHA30JI-4-1T)-2-OKCHIMHHOAIIC THIIAMHUHO |-8-0KC0-5-THa- 1 -a3aoumukio [4.2.0]okr-2-
eH-2-KapOoHOBOM Kuca0THI (1:1.2)

UK-cnekrp (KBr): 1781, 1671, 1635 cm™

Macc-criextp (ISP): 505.4 (M+H)"

lem
TFA.H N
w~J Y DHM¥
COH o

Harpuesas cons (6R,7R)-7-[(Z2)-2-(2-amuHOTHA3071-4-11)-2-OKCUUMHUHOAIIE TUIIAMHUHO | -
3-[(E)-1-1manoMeTHII-2-0KCOMUPPOIUINH-3-MINICHMETHI |-8-0KCO-5-THa- 1 -a3adumukio [4.2.0]
OKT-2-€H-2-KapOOHOBOM KHCIOTHI (1:1)

UK-cnekrp (KBr): 2255, 1765, 1677, 1620 cm™!

Macc-crektp (ISP): 504.5 (M+H)"

N" CH
Hj)l\rm S
H ! I
2 _<5 | o o N\M N =N
O,Na O

(6R, 7R)-7-[(Z)-2-(2-amunoTHa301-4-11)-2-0KcuuMuHoareTimiiaMuto |-3-[ (E)-1-(4-
METOKCHOCH30MIT) -2-OKCOMUPPOIUANH- 3-MIHACHMETHN |-8-0Kco-5-THa-1-azabummkino [4.2.0]
OKT-2-eH-2-KapOOHOBast KHCIOTa

UK-cnekrp (KBr): 1782, 1729, 1669 cum™

Macc-criektp (ISP): 599.4 (M+H)"

N,TJ'I
N NH s
g p=oVe¥,
O,H o
g

Tpudropauerat (6R,7R)-7-[(Z)-2-(2-amuHOTHA3011-4-1]1)-2-0KCUMMUHOAIIE TUIIAMHHO| -
3-[(E)-1-(6-meTokcUnUpUANH-3-111)-2-0KCONUPPOIUANH-3-UITUACHMETI | -8-0KCco-5-THa- 1 -
azabunukio [4.2.0] okT-2-eH-2-kapboHoBoM KucaoTsl (1:1)

UK-cnextp (KBr): 1781, 1677, 1496 cm™

Macc-cnektp (ISP): 572.3 (M+H)"
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Humerundopmamua (6R, 7R)-7-[(Z)-2-(2-amuHOTHA301-4-1T)-2-OKCUMMHUHOATICTHIIA-
MUHO |-8-0kc0-3-[(E)-2-0kco- 1-THa3omn-2-ui-nuppotuauH-3 - e HMEe T |- 5-THa- | -a3a0 UKo
[4.2.0] okT-2-eH-2-kKapOOoHOBOW KHCIOTHI (1:1)

MK-cnextp (KBr): 1781, 1670, 1505, 1465, 1386 cm™!

Macc-criextp (ISP): 548.3 (M+H)"

e
HJ/H/ NH
N
HoN | Ir
_es (o] o HMM—'(S]
CO:H o)
LCMF

Tpudropanerar (6R, 7R)-7-[(Z)-2-(2-amuHOTHA3071-4-1J1)-2-OKCHUMHUHOAIIETUIIAMHUHO | -
3-[(E)-1-(4-metundenuncynbGoHun) -2 -OKCOMUPPOITHIUH-3-UIHIEHMETII |-8-0KCO-5-THa-1-
azabunukiio [4.2.0] okT-2-eH-2-kapOboHOBOI KUCIOTHI (1:0.2)

UK-cnexrp (KBr): 1778, 1679, 1629 cm™

Macc-criektp (ISP): 619.3 (M+H)"
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mnn €T U T _O,
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Humetundopmamua  (6R, 7R)-7-[(Z)-2-(2-amuHOTHA3051-4-111T)-2-OKCUMMHHOAIIETUIIA-
MuHO]-3-[(E)-1-(1,1’-quokcoTteTparuaporuodeH-3-ui)-2-0KCOMUPPOTUINH-3-UIHUICHMETHI | -8 -
oKco-5-tua-1-a3abunukio [4.2.0]okT-2-eH-2-kapOoHOBON KuciaoThl (1:1) (cMech »nMMepoB B
oTtHouieHuu 1:1)

UK-cnextp (KBr): 1778, 1666, 1531, 1387, 1297 cm™*

Macc-cniektp (ISP): 583.3 (M+H)"

CH
N

N " 2

0 &

5 0 S"‘o
COuH 0 %
DMF o
Tpudropauerar (6R,7R)-7-[(Z)-2-(2-amuHOTHA30171-4-11T)-2-OKCHUMHHOAIIETUIIAMHUHO |-

3-[(E)-1-mukmonponuiaMeTHII-2-0KCOTTUPPOJTHINH-3 -MITHICHME THI |-8-0KC0-5-THa- | -a3a0MITKII0
[4.2.0]okT-2-eH-2-kapOoHOBOM KUCIOTHI (1:1)
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UK-cnekrp (KBr): 1778, 1673, 1632 cm™
Macc-crektp (ISP): 519.3 (M+H)"
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Tpudropanerar (6R,7R)-7-[(Z)-2-(2-amuHOTHA301-4-1IT)-2-OKCUMMHUHOAIIETHIIAMHHO |- 8-
okco-3-[(E)-2-okco- 1 -npon-2-uHUImUppoTHIUK-3-WIHIeHME T |- 5-Tha- 1 -azabuiukro [4.2.0]
OKT-2-eH-2-KapOoHoBoH KucioThl (1:0.6)

WK-cnexrp (KBr): 2120, 1778, 1675, 1633 cm™

Macc-crextp (ISP): 503.3 (M+H)"
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TEA . HN —QSTU\EL/ OI‘]]:MHVC
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(6R, 7R)-7-[(Z)-2-(2-amuHOTHA3051-4-1JT)-2-OKCUMMHUHOAIIETUIIAaMUHO]| -8-0kco-3-[(E)-2-
OKCO-3-TMpa3uH-2-WINMUPPOIUIUH-3-WIHAeHMeTH |-5-THa- 1 -azaburnukno  [4.2.0] oxT-2-eH-2-
KapOOHOBas KUCJIOTa

MK-cnexrp (KBr): 1781, 1691, 1580, 1526 cm™

Macc-cnektp (ISP): 543.4 (M+H)"

N CH
20 9= oWy
Q0,H o

Mpumep 12

(6R, 7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-1J1)-2-0KCUUMHUHOAIIETUIIaMUHO |-8-0kc0-3-[(E)-2-
okco-1-(2,2,2-TpudTOpITHI )-TTUPPOJTUINH-3-HIIHIeHME T |-5-THa- 1 -azabunmkno  [4.2.0]okT-2-
eH-2-KapOOHOBasi KUCIIOTa

1.83 1 (mmons) Tpudtopanerata (6R,7R)-7-[(Z)-2-(2-amuHOTHA300-4-M)-2 -
OKCHUMMHHOAIETHIAaMUHO| -8-0kco-3-  [(E)-2-okco-1-(2,2,2-TpudTop>THn)-muppoauanH-  3-
WINACHMETII |-5-Tna- 1 -a3abunukiio  [4.2.0]okT-2-eH-2-KapOOHOBOK  KHUCIIOTHI  (OTHOIIEHUE
snumMepoB 1:0.5) mo gacTsM 100aBsuM py nepeMernBanuu K 18 mi 95 % sranona. Yepes 1.5
9 TBEpZ0€ BEUIECTBO OT(PUIBTPOBBIBAIN, TPOMBIBAINA ATAHOJIOM U H-T€KCAHOM U CYILIWIIH.

Beixoa: 1.33 r kpuctamios 6exxeBoro 1sera (83 %)

HK-cnextp (KBr): 1770 (C=0)

Macc-cniektp (ISP): 547.2 (M+H)"

OnemedTHbIN aHAIN3 11 CioH17F3NsO6Ss:

Beiuncieno: C41.76 H3.14 N 1538 S11.73 F10.43

HaliIeHo: C42.02 H3.09 N 1532 S11.57 F10.42
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IIpumep 13

Harpuesas conb (6R,7R)-7-[(Z)-2-(2-amuHOTHA3011-4-11)-2-OKCUUMHHOAIIE TUIIAMHUHO |-
8-okco-3-[(E)-2-okco-1-penunmunepuaus-3-mwimaeHmMe T |-5-tua- 1 -azabunukino  [4.2.0]okt-2-
eH-2-KapOOHOBOM KUCIOTHI (1:1)

K pactBopy 0.1 mi (0.63 Mmosst) TpusTHICHIAHA ¥ 1 M TPUPTOPYKCYCHOM KUCIOTHI IO
gacTsam npu 0°C mobasmsumm 200 mr (0.25 mmons) (6R,7R)-7-[(Z)-2-(2-amunoTHA301-4-111)-2-
TPUTHIOKCUMMHHOAIETHIIAMUHO |-8-0kc0-3-[(E)-2-0kco- 1 -(hennnmunepuauH-3-uau1eHMeTIII |-
5-tna-1-a3abumukio [4.2.0] okT-2-eH-2-kapOoHOBOH KHCIOTE. CMech nepeMenmnBanu 30 MUHYT
U 3aTeM BBUIMBAIM B 15 mu1 muatmnoBoro 3¢gupa. TBepaoe BemiecTBO, KOTOPOE OTIEISIOCH,
coOupany, MPOMBIBAIN JUATHIOBBIM 3(UPOM M H-TEKCAHOM W CYLIWIH. TBepaoe BeuiecTBO
cycneraupoBanu B 10 M Boas! u 1 M aneronutpuia u pH ycranasnuBamu 6.5 no6aBieHreM
IH pacTtBOpa THMAPOOKUCHM HATpusl. AUECTOHUTPUI YIAISIM TOA BaKyyMOM, M OCTaTOK
MOJBEprajid KOJIOHOYHOM XpomaTorpaduu ¢ oOparieHHOW ¢a3oi Ha cunmkarene (opti up) c
BOJIOHM B KadecTBe dItoeHTa. Opakiuu, coaepkaliiue npoayKkT, COOMpain 1 IM0(QUIN3NPOBAIIH.

Brixox: 43 mr (30 % macc.) UK-cnextp (KBr): 1762, 1670, 1630 cm™

Macc-criextp (ISP): 555.4 (M+H)"

N_,':H
; 4"JAFMI(M
s~ g

CrniocoOoMm, OTMCaHHBIM BBIIIIE, TTOYYaIHd TAKXKE CICIYIONINE COCTUHCHNUS:
HatpueBas conp (6R,7R)-7-[(Z)-2-(2-amMmuHOTHA307-4-11)-2-OKCUMMHHOAIETUIIAMUHO |-
3- [(Z)-1-nukmonponiii-2  -OKCO-TIMPPOIUANH- 3-HIUACHMETHI |-8-0KC0-5-THa- | -a3a0UIIUKITO
[4.2.0]okT-2-eH-2-KapOoHOBOM KUCHOTHI (1:1)
UK-cnextp (KBr): 1762, 1667 cm™
Macc-cnextp (ISN): 503.2 (M-Na)®

N /t:h
QO,Na

Harpuesas conp (6R, 7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-1T)-2-OKCUMMHHOAIIE THIIAMHUHO |-
3-[(E)-1-(2-unaHo3TIII) -2 -OKCONUPPONMIUH-2 -WIUACHMETUNI]-8-0KCo-5-THa-1-a3a0uLnKIIO0
[4.2.0] okT-2-eH-2-kKapOOHOBOW KHCIOTHI (1:1)

WK-cnexrp (KBr): 2246, 1763, 1667, 1618 cm™

Macc-criexktp (ISP): 518.3 (I'EI{[_.iNaJQH)+

N
I 5
”j)Ym [] 3
Hzﬂ_es o 4 N _\_CEN
CO,Na O

Harpuesas cons (6R,7R)-7-[(Z)-2-(2-amuHOTHA3011-4-11)-2-OKCUUMHHOAIIE TUIIAMUHO |-
8-okco-3-[(E)-2-okcomupuanH-4-uamuppoauant-3-uiIuAeHMe T |- 5-Tua- 1 -azabunmkno  [4.2.0]

103



280

OKT-2-eH-2-KapOoHOBOM KUCIOTHI (1:1)
UK-cnextp (KBr): 1763, 1675, 1624 cm™
Macc-cnextp (ISN): 557.2 [(M-Na)®+NH;]

OH

I HRA

IIpumep 14

(2,2 -numeTni-1-okconpornokcu ))-meTunoBeli 3¢gup [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-
4-Ttrazonun )(MEeTOKCUUMUHO )alieThI1 |aMuHO |-3-[(1-MeToKcH-2-0KCo-3-TUPPOTUAMHUINICH )
MeTHI |-8-0KCc0-5-THa- 1 -a3abutukio[4.2.0JokT-2-eH-2-KapOOHOBOW KHUCIOTHI

MononatpueByto  conb  [6R-[3(E), 60, 7B(Z)]]-7-[[(2-amun0-4-THa30mM1)-[[2-
(METOKCUUMUHO )arie T |aMuHO |-3-[ (1-MeToKCH-2-0KCO-3-TUPPOTHAUHWIINIEH )METHI |-8-0KCO-
5-tna-1-azabunukino[4.2.0]Jokr-2-eH-2-kapoonoBoit  kucioter (110 wmr, 021 MM),
mumetmiopmamu (2 min), m-auokcad (2 mur) u 6ukapooHat Hatpus (6 mr, 71 MM) cmemmBanu
npu 0°C. K cmecu nobapnsimn nuBanomnokcumermniiogun (107 mr, 439 MM) u peakMoHHYIO
cmech nepememnBanu npu 0°C 15 wacos. Jo6asnsanu stunanerar (50 mul) U peakUUOHHYIO
cMmech dKeTparupoBain 10 %-HbIM BOAHBIM THOCYIb(PATOM HATPHs U paccoioM (2 pasza mo 5 mi
KaX/Ibli1) ¥ Cymmin 0e3BOIHBIM Cyib(arom HaTpus. OCTaTOK IMOCIE yAaJICHUS OCYIIAIOIIEro
areHTa M PacTBOPUTENS OYMINAIM Ha TJIACTMHKAX CHJIMKAreNdsl W TOJy4alld BBINICYKa3aHHOE
coeaunenue ¢ 46 % macc. BLIXOIOM.

Crnektp SAMP (400 MI', CDCls) 0 1.23 (s, 9H), 2.90 (m, 2H), 3.63 (t, 2H), 3.65 (s, 2H),
3.86 (s, 3H), 4.08 (s, 3H), 5.12 (d, 1H), 5.14 (s, 2H), 5.90 (q, 2H), 6.03 (q, 1H), 6.96 (s, 1H),
7.14 (d, 1H), 7.33 (s, 1H)

CHs

H
N 8
ran—{ ) Njf", A= cHs
o
01%
9]

OnucanHBIM BBIIIE CIIOCOOOM IMOTyYaJIH TAKKE CIIEAYIONINE COSAMHEHUS:

(2,2 -numeTmi- 1 -okconponokcu )-meTminoBbid 3dup [6R-[3(E), 6a, 78(Z)]]-7-[[(2-amunO-
4-trazonni)(METOKCMUMUHO )aleTH1 |aMuHO |-3-[ (1-MeTui-2-0Kco-3-nupposiu IMHUINECH )
MeTu |-8-0kco-5-Tua- 1-azabunmkio [4.2.0] okT-2-eH-2-KapOOHOBON KHCIOTHI

Cnextp AMP (200 MI'u, CDCls) 6 1.23 (s, 9H), 2.88 (s, 2H), 2.96 (s, 3H), 3.43 (t, 2H),
3.70 (g, 2H), 4.07 (s, 3H), 5.10 (d, lH)éé.% (m, 3H), 6.90 (s, 1H), 7.32 (s, 1H)

..r"

HHN
T

ﬂﬂ—l
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2-[(2-meTunmpomnokcu )kapoonm |-2-nenterunossii a3¢up [6R-[2(E),3(E), 6a, 78(Z)]]-7-
[[(2-amMuHO-4-THa30711)(METOKCHMMHUHO )arie T |aMuHO |-3-[ (1 -MeThm-2-0Kco-3-muppoiu-
JTUHWINAICH )MeTh |-8-0Kco-5-THa- 1 -a3abuniukino[4.2.0]okT-2-eH-2-kapOOHOBOM KHCIOTHI

Crnektp AMP (200 MI'u, CDCls) 6 0.93 (s, 6H), 1.05 (t, 3H), 1.95 (m, 2H), 2.36 (m, 2H),
2.95 (s, 3H), 3.41 (t, 2H), 3.63 (s, 2H), 3.92 (d, 2H), 4.06 (s, 3H), 5.03 (s, 2H), 5.10 (d, IH), 5.36
(s, 2H), 5.96 (q, 1H), 6.95 (s, 1H), 7.07‘:(Itél_llH), 7.25 (s, 1H), 7.46 (d, 1H)

3

y j)H(HN s
HEN_QS‘] o Mﬁl—cm
O

CHs

\..{

1-[[(1-meTumdTOKCH)KapOOoHWI |oKcH |-3THOBEI ~ 3dup  [6R-[3(E),60,7B(Z)]]-7-[[(2-
aMUHO-4-TUa30111)(METOKCHUMHHO )-alleTHII |aMuHO |-3-[ (1-MeTn-2-0kco-3-
MUPPOIUANHIINICH )METHI |-8-0KC0-5-THa- 1 -a3abunnkino[4.2.0]okT-2-eH-2-kapOOHOBOM
KUCJIOTBI

Cnextp AMP (200 MI', CDCls) 6 1.20 (d, 6H), 1.50 (t, 3H), 2.50 (m, 2H), 2.83 (s, 3H),
3.0 (m, 2H), 3.83 (s, 3H), 3.92 (m, 2H), 4.78 (m, 1H), 5.20, 5.85 (m, 2H), 6.71 (s, 1H), 6.82 (m,

1H), 7.20 (s, 3H), 9.65 (d, 1H).
'DCHa

HEN—Q%( )f'f:?v(}« —cH

GH&
1-(antetrmokcm)-3TwiioBein  3¢up [6R-[3(E), 6(x, 7B(Z2)1]-7-[[(2-amunHO-4-THA30IT1I)
(METOKCMUMUHO )aneTu1 |aMuHO |-3-[(1-MeTHI-2-0KCc0o-3-MUPPOTUINHUIUIEH )METHI |-8-0KCO-5-
Tha- 1 -a3aburmkino[4.2.0]okT-2-eH-2-KapOOHOBOI KUCIIOTHI
Crnektp SAMP (200 MI'i, CDCls)) 6 1.52 (d, 3H), 2.04 (s, 3H), 2.90, 3.42 (m, 4H), 2.95
(s, 3H), 3.65 (m, 2H), 4.06 (s, 3H), 4.10 (m, 1H), 5.08 (d, 1H), 5.35 (m, 2H), 6.03 (q, 1H), 6.90
(s, 1H), 7.00 (m, 1H), 7.30 (m, 1H), 750 (m 1H)

HN
HzN_L. o) Er N—CHz3
0O
O GYDYHE
CHz O

(5-metun-2-okco-1,3-nuokcon-4-un)-metmnoBeiii ~ 3pup  [6R-[3(E),60,7B(Z)]1-7-[[(2-
aMUHO-4-THa30J11J1)(METOKCUUMHUHO )alleTH1 |]aMiHO |-3-[ (1-MeTui-2-0Kco-3-Nuppou IMHIIIN -
JieH )MeTu | -8-0kco-5-Tra- 1 -azabunnkino[4.2.0JokT-2-eH-2-kapOOHOBON KUCIOTHI

Crnektp AMP (200 MI'i, CDCL3) 6 2.20 (s, 3H), 2.88 (m, 2H), 2.98 (s, 3H), 3.45 (m, 5H),
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3.70 (s, 2H), 4.06 (s, 3H), 5.05 (q, 2H), 5.10 (d, 1H), 5.22 (s, 2H), 6.03 (q, 1H), 6.88 (s, 1H),
7.33 (m, 1H)

HN S
HoN _ES“. 0 I %’fﬂ —CHs
O

2 - [(2-meTunmporniokcn) kapoonui|-2-nenteHunoBslid 3¢up [6R-[2(E),3(E),60,7B(Z)]]-7-
[[(2-amuHO-4-THa30111T )(METOKCUMMHHO )-aIleThJI |]aMHHO |-8-0kco-3-[(2-okco- 1 -hennn-3-
MUPPOTUAMHIITHACH )M T | -5-THa- | -a3abumukino[4.2.0]okT-2-eH-2-KapOOHOBOH KHUCIOTHI

HUK-cnekrp (KBr): 2960, 1789, 1689, 690 cm™

N})GH:
HH
& Ef
LD O —@
o9
1-[[ (TMKIOTeKCHITOKCH )KapOOHMII| OKCH |-3TUIIOBBIN A(up [6R [3(E), 60, 7B(Z)]]-7-[[(2-
aMuHO-4-THa3zonua)  (METOKCHMMMUHO)-aleTusn| amuHo|  -8-0kco-3-  [2-okco-1-dennn-3-

MUPPOTUANHUIUACH )METUI| -5-THa- 1-a3abunnkiio[4.2.0]okT-2-eH-2-kapOOHOBOW KHCIOThI
MK-cnextp (KBr): 2950, 1789, 1760, 1689, 692 cm!

,OGHs
N
HN
N N\
200V sy
0
0 G\Yc\rﬂ\o
CHs O

1-(anetunokcu)-3tunoBeiit  3¢up [6R-[3(E), 6a, 7P(Z)]]-7-[[(2-amun0-4-THa307IMI)
(METOKCHUMUHO )alleTHIT |aMUHO |-8-0KC0-3-[ (2-0KCc0- 1 - eHMIT-3-UPPOTHIUHIIIAICH) METHII |-5-
THa-1-a3abumkino[4.2.0]okr-2-eH-2-kapOOHOBOI KUCIOTHI

Cnextp AMP (200 MI', CDCls) 6 1.56 (d, 3H), 2.08 (d, 3H), 2.95-3.10 (m, 2H), 3.80
(m, 2H), 3.90 (m, 2H), 4.09 (s, 3H), 5.13 (m, 1H), 5.253 (d, 2H), 6.05 (m, 1H), 6.93 (d, 1H), 7.0-
7.15 (m, 1H), 7.30 (m, 3H), 7.52 (s, 1H), 7.70 (m, 2H)
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OGCH3

N
HN
N g R
HzM—{S\ 0 D)_,jf 2 N—@
0

0

0
CHj \EHE

(2,2-mumetnn- 1 -okcomnpomnokcu)-metunoBsiit 3¢up [6R-[3(E), 60, 7B(Z)]]-7-[[(2-amuHO-
4-Ttrazonui)(MEeTOKCUUMUHO))are T |aMuHo |-3-[ [ (1-(4-meTokcu eHn)-2-0Kco-3-MHupPOTUIAU-
HUJIUACH |METHII |-8-0KCO-5-THa- 1 -a3a0uiukio[4.2.0]okT-2-eH-2-kapOOHOBOI KUCTOTHI

Cnextp AMP (400 MI', CDCls) 6 1.16 (s, 9H), 3.04, 3.23 (m, 2H), 3.76 (s, 3H), 3.85
(m, 2H), 3.98 (q, 2H), 5.26 (d, 1H), 5.87 (m, 3H), 6.76 (s, 1H), 6.97 (d, 2H), 7.24 (s, 2H), 7.30
(s, 1H), 7.70 (d, 2H)

ancm
N HN s
Hz“—{s"‘ O jrl’ N
o OCH4
AN

Q

Xmopruapar 2-[(2-MeTOKCHITPOTIOKCH )KapOoHwmI |-2-ieHTeHnsioBoro  ddupa [6R-[3(E),
6a,  7B(Z2)]]-7-[[(2-amuHO-4-THA30)1IT ) (METOKCUMMHHO )alie THJI |-aMuHO |-3-[ [ 1-(4-MeTokcude-
HUJ) -2-0KCO-3-UPPOTUANHIIIHICH [MEeTHI |-8-0KC0-5-THa- 1 -a3abunukino[4.2.0]okT-2-eH-2-
KapOOHOBO KHCIIOTHI

Crnektp AMP (400 MI'u, CDClL;) 6 0.86 (d, 6H), 1.02 (t, 3H), 1.90 (m, 1H), 2.34 (m, 2H),
3.00, 3.18 (m, 2H), 3.76 (s, 3H), 3.86 (s, 9H), 5.00 (q, 2H), 5.23 (d, 1H), 5.35 (q, 1H), 6.76 (s,
1H), 7.0 (d, 2H), 7.26 (s, 3H), 7.70 (d, 2H), 9.66 (d, 1H)

/OCHs
M
H
32051
HCl * HZH_{.S Q NMN —O—OGHa
O
0
O 0 0

CHs

HzC HsC
Ipumep 15
(2,2-mumetnn- 1 -okcorporokcn )-metunoBbiit 3dup [6R-[3(E),60,7B(Z)]]-7-[[(2-amuHO-4-
Tra30un) [ (TpudeHUIMETOKCH )UMUHO |atie T |aMuHO |-3-[ (1-MeTokcH-2-0KCo-3-MUPPOTUANHU-
JUJCH )METHII |-8-0KCO-5-THa- 1 -a3abuiukio[4.2.0]okT-2-eH-2-kapOOHOBON KUCIIOTHI.
K 0.58 1 [6R-[3(E), 60, 7B(Z)]]-7-[[(2-amunO-4-THa30111)-(TpU)EHUTIMETOKCH)
UMUHO |anieTin [aMuHO | -3-[(1-MeTOKCH-2-0KCO-3-ITUPPOTUIUHUINACH )METHIT| -8-0KCO-5-THa-1-
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azabunukio[4.2.0]okT-2-eH-2-kapOoHoBoi kuciaotsl (0.69 MM), 18-kpayn-6 >¢gupy (80 mr, 0.34
MM) u aumerundopmamuay (3.5 mi), oxJakIeHHbIM B BOJASHON OaHe CO JbJAOM, TOOaBISIIH
oukapOonar nHatpust (180 mr, 1.3 MM) u mepememmBanu 20 muHyT. K cMmecn mobGaBusuim
nuBaionitokcu-mMerwtoaun (0.5 r, 2.1 MM), KOTOpbIil HepeMennBalii B T€UEHUE 5 MHUHYT C
HEOOJIBIIIMM KOJIMYeCTBOM OuKapOoHaTa HaTpus. PeakIMOHHYIO cMech nepeMenmBaii 1 dac u
no0aBisiM cMech Bojbl ¢ aTwianeratoM (B oTtHomenun 200:100 mm). Tsepmoe BeriecTBo
OT(UIBTPOBBIBAIM W OYHMIIAJIM HA CUJIMKareie (CMech AMXJIOPMETaH/METaHOJ B OTHOIIECHUH
98:2). Ilomyuanu 0.39 mr (64 % macc.) BBITIIEYKa3aHHOTO COSMHEHUSI.
MK-cnextp (KBr): 3435, 1789, 1750, 1690, 698 cm™!

_OCPh,
_ras
Hz”_( 0 ‘,—N A A N—OCH,
0%~ 0 °
LA cH
o CH,
CH,

OnucaHHBIM BBIIIE CITOCOOOM IOTyYaI TAKXKE CIEAYIONINE COSAMHCHUS:

2 - [(2-meTunmponokcu ))kapoonmi| -2-nenteHmnoBsiit 3¢up [6R-[2(E),3(E), 6a, 7p(Z)]]-
7-[[(2-amuHO0-4-THa30mM) [(TPU(PEHUIMETOKCH )-UMUHO |arieTus |JaMmuHo |-3-[(1-meTun-2-okco-3-
MUAPPOTUANHIINICH )METHUI | -8-0kco-5-tna-1-azabunukno14.2.0]okr-2-eH-2-kapOOHOBOMA

KHCJIOTHI
UK-cnextp (KBr): 3441, 1789, 1717 1685, 701 cm™

Hﬂ—(%( )/:rj\;l\_,;q —CH,

2-[(2-meTrnmiponokcH )kapooHui | -2 -neHTeHuI0BbIA d¢up (6R- 2(E) 3(E), 6a, 7B(2)]]-
7-[[(2-amunO0-4-THa30mWI) [(TPUPEHUIMETOKCH) -UMHUHO |alleTHII|aMUHO |-8-0Kkc0o-3-[(2-0kco-1-
(b eHu-3-MUpPOTUANHIIIHICH )METHI |-5-THa- 1 -a3abunukio[4.2.0]okT-2-eH-2-KkapOOHOBOM
KHCITIOTHI

UK-crextp (KBr): 3430, 1789, 1710, 1692, 700 cm™

108



280

OCPh
NT S
HN
-
BRIt P:oUsy
S o
0
0 o
| O, CH3
H:C CH3

2-[(2-meTunmiporniokcu )kapOoHw |-2-neHrenunoBbiit a3¢up [6R-[2(E), 3(E), 6a, 7B(Z)]]-7-
[[(2-amuHO-4-THa3011 )(TpUEHUIMETOKCH )-UMUHO |arieTrIT |aMuHO |-3-[ (1-MeTokcu-2-0Kco-3-
MUPPOSTUANHIITUICH )METHI |-8-0KC0-5-THa- 1 -a3abu | 1ukio[4.2.0]JokT-2-eH-2-kapOoHOBOM
KHCJIOTBI

WK-cnekrp (KBr): 3440, 1789, 1717, 1685, 700 cm™

OCFPhs
N?Y H"\_rs
N ¥ 5 7N NF N—OCH;,
S o
o o ©
0O CHg

H4C CHg

1-[[(uukOrekcunokcH )kapOoHui Jokcu |-atTunoBelid - 3gup  [6R-[3(E),60,7B(Z)]]-7-[[(2-
aMuHO-4-THa3zonuin) (TpUPEHIUIMETOKCH)UMUHO]| -aneTwi|amuHo| -3-[(1-meTokcu-2-okco-3-
MUPPOTUANHUINIACH )METHI |-8-0KC0-5-THa- 1 -a3abuninkio[4.2.0]okT-2-eH-2-kapOoHOBOH
KHCJIOTBI
UK-crextp (KBr): 3440, 1790, 1758, 1700, 700 cm™
_ OCPhy

N
Nﬁ/!‘m 8
Hz”_es‘ 0 );ILM“GCW
O
]
) i i
Hey

(2,2 -mumetun-1 -okcompomokcn) -metwnoBwid d¢hup [6R-[3(E), 60, 7B(Z)]]-7-[[(2-
aMUHO-4-THA30JTHIT) [(TpudeHnnmMeToKCH ) MMUHO |-areTni |JaMmuHo |-3-[ (1-MeToKkCcHu-2-0kc0o-3-

MUPPOSTUANHIITUICH )METHII |-8-0KC0-5-THa- 1 -a3aburinkino 14.2.0]okT-2-eH-2-kapOOHOBOM
KHCJIOTBI
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WK-cnextp (KBr): 3435, 1789, 1750, 1690, 698 cm™!
N _OCPh,

DN
HEN_QE‘II 0 D/jr—N AN N—0OCH3z

0
.-"'"\
07 07 Ng

e

3,3-nmumeTni-2-okcoOyTunoBsiid 3¢up [6R-[3(E),6a,7B(Z2)]] -7- [[(2-amuHO0-4-THa301MIT)
(Tpudenmnmerokcn)umuno] anetwi]| amuHO|  -3-[(1-MeTHI-2-0KCO-3-MUPPOTUANHIIA]ICH )
MeTHI |-8-0Kco-5-THa- 1 -a3aburukino[4.2.0]okT-2-eH-2-KapOOHOBON KUCIOTHI
UK-crextp (KBr): 3439, 1790, 1751, 1604, 700 cm™
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1-[[ (mukmorekcrtokcH )kapOoHuI JokcH |-3tuioBelid 2¢up [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-
amMuHO-4-THazomn) [(TpudenunmeTokcn)umMuuo] -anetwi| amuHO| -3-[(1-MeTui-2-okco-3-
MUPPOTUANHIINICH) MeTU] - 8-0kco - 5 -THa-1-a3zadbuiukiol4.2.0]okT-2-eH-2-KapOOHOBOI
KHCIIOTHI
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IIpumep 16
(2,2-mumetun- 1 -okcomnpormnokcu)-metunioBelii  3¢up (6R,7R)-7-[(Z)-(2-amunoTHA307-4-
Wi)  -TPUTWIOKCUUMHUHOAaNeTuaaMuHo|-3-[(E)-2-okco-1-(2-TpudTopaTiia)  -muppoiuauH-3-

WIHJIEHMETHI |-8-0KC0-5-THa- 1 -a3adurmkino[4.2.0]okT-2-eH-2-KapOOHOBOM KUCIOTHI

1.893 r (2.4 wmmons) (6R,7R)-7-[(Z)-(2-amuHOTHA301-4-1JT)-TPUTHIOKCUUMUHOALIE-
tunamMuHoO |-3-[(E)-2-okco-1 - (2-TpudTopaTHI)-THPPOTUANH-3-UIUISHMETHI | -8-0KCO-5 -THa-1-
a3zabunukio[4.2.0]okr-2-eH-2-kapOOHOBOM KHCIOTHI pacTBOPSIIN B 25 il guMmetuindopMaMua u
oxmaxkganmu g0 0-5°C. [oGaBmsimm 263 wmr 1,1,3,3-rerpamerunryanuauHa B 1 o
nuMeTuadopMamMuaa ¢ mociaeayomumM qo0aBnenueM 598 mr (2.4 MMOJIs) MUBAIOUIOKCUMETHII-
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fomuna B 1.0 M1 quMetmiihopMamMuia 1 CMeCh MEPEMEIINBAIIM 2 yaca Nepe]] TeM, KaK BBUIMTH €€
B 150 mu ameronmtpuna. PactBop skcrparmpoBamu 150 ma Bombel, 50 mMa 5 % pactBopa
tuocynbsgata Hatpus u 150 mi 15 % paccona. Opranndeckyro (azy CyHmIMiIu Haja cylbhaToM
MarHus, KOHLIEHTPUPOBAJIM B Bakyyme 10 o0bema 25 il U BeUMBaIM B 250 Ml H-TeKkcaHa.
AMop¢HBI MaTepuall OTGUIBTPOBBIBATIN M CyMa. [IponykT ounmanu xpomarorpaduei Ha
CHJIMKAareye ¢ ATUJIALETaToOM.

Beixona: 1.81 1 (84 %)

UK-cnextp (KBr): 1790, 1754, 1691 cm™

OnemenTHbIA aHamn3 I CyHy NgOsF3Ss:

Bbruncieno: C 58.53 H4.58 N 9.31 S7.10

Hanineno: C 5834 H445N09.17 S7.02
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Takum sxe 00pa3oM MoTyYyalu ClIeIyIONIHe JOTOTHUTEIbHbIE COSTUHEHHUS:

(2,2 -pumeTHi-1-0KcomporoKkcH )-MeTuoBbIi 3¢up (6R,7R)-7-[(Z)-(2-amuHOTHA301-4-
W1)-TpUTUIOKCUUMUHOareTunaMuHo |-3-[(E)-1-(2-dbTopaTui)-2-okco-muppoauanH-3-
WINJACHMETHI |-8-0KCO-5-THa- 1 -a3abunukiio[4.2.0]okT-2-eH-2-kapOOHOBON KUCIOTHI

UK-cniekrp (KBr): 1789, 1753, 1685 cm™

OnemenTHbId aHamu3 Ui CauHasNeOsFS,:

Bbrunciieno: C 60.96 H 5.00 N 9.69

Haiiteno: C61.11 HS5.11 N 9.80

oCPh
T 3
N Il/""

HIN_< | o N N"--.--F\
s o E

o

o 0"
GJ\K

(2,2-mumeTn- 1 -okconpomnokcu) - MeTuoBeii 3¢gup (6R,7R)-7-[(Z)-(2-amuHOTHA301T-4-
WIT)-TPUTHUIIOKCUUMHUHOANeTUIaMUHO |-3-[(E)- 1 -nuukinonponui-2-okconupponuuH-3-
WINACHMETII |-8-0KCo-5 -THa-1-a3aburukio [4.2.0] okT-2 -eH-2 -KapOOHOBOM KUCIOTHI

UK-cniextp (KBr): 1789, 1753, 1684 cm™

OneMmeHTHBIN aHamu3 I CaaHuuNgOsSs:

Berunciieno: C 62.78 HS5.15 N9.76 S 7.45

HaliieHo: C62.56 H5.24 N9.78 S7.51
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IHpumep 17

MOHOXJTOpUCTO-BOAOPOIHAS COMb (2,2 -AUMeTHI-1 -OKCOMPOMOKCH )-METHUIIOBOTO d(upa
[6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THa30/MI1) (OKCUMMHHO)-arieTui |aMuHo |-3-[(1-MeTokcH-
2-0KCO-3-UPPOTUAUHUINICH )METHI |-8-0KCO-5-THa- 1 -a3adbunmkno  [4.2.0JokT-2  -eH-2 -
KapOOHOBOW KHCJIOTHI

(2,2 -mumetun-1 -oxcompomnokcu)-metunoBsiid 3¢up [6R-[3(E),60,7B(Z)]]-7-[[(2-amuHO-
4-trazonun )(TpruEHIIMETOKCH ) MMHHO |-a1ieThi |aMuHO |-3-[ (1 -MeToKCcH-2-0KCc0o-3-
MUPPOTUANHIIUICH )METHI |-8-0KC0-5-THa- 1 -a3abutinkio[4.2.0]okT-2-eH-2-kapOoHOBOH
kucaotel (330 mr, 0.39 MM) cmemmBaniu ¢ 90 % wmypaBbuHON Kucioroil (4.0 mu) npu
KOMHATHOW TeMmIepaType M TMepeMemmuBanu 2 dYaca. PacTBoputenb yAausid B BaKyyMe,
PacTBOPSUTH B AUXJIOpMETaHEe (4 MJI) M OCAKIAIM dTUJIAIETaTOM. TBepa0e BEIIeCTBO COOMpau,
MOMeEIIAIHN B AUXJIopMeTaH (3 Mil) U oxJaxaaiu B BojsiHoU Gane. K pactBopy noGasmsnu 1.1 H
XJIOPUCTO-BOJIOPOJIHYIO KHUCJIOTY, mepemermmBaiu 30 MUHYT U TBEpJO€ BEIIECTBO OCAXKIAIU
no6asienueM 20 mi 3TuiioBoro >¢upa. TBepaoe BemecTBo codbupanu u noaydanu 0.19 r (86.4
% Macc.) BBINIEYKa3aHHOTO COCTMHCHHUS.

HK-cnekrp (KBr): 1785, 1752, 1680, 1630, 1375 cm™
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OnucaHHBIM BBIIIE CIIOCOOOM MOTYyYalld TaKkKe CIEAYIOIUE COSAUHECHHUS:

Tunpoxnopun 2-((2-meTunnponokcu) kapoonun| -2 -neHTeHmtoBsiidGup [6R-[2(E),
3(E), 6a, 7B(Z2)]]-7-[[(2-amunrO-4-THa3011T) (OKCHMMHHO)aneTus | -aMmuHo | -3-[(1-mMeTumn-2-
OKCO-3-TUPPOIUTUHIINICH )METH | -8-0KCO-5-THa- 1 -a3aburinkio[4.2.0JokT-2-eH-2-kapOoHOBOU
KHUCIIOTBI

MK-cnekrp (KBr): 3261, 1786, 1717, 1683, 1676 cm™
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MOHOXJIOpUCTO-BOIOPOHAS  COMb | -[[(IIMKIOTeKCHIIOKCH )KapOOHMII |OKCH |-3THIIOBOTO
apupa [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-4-THa30/MT) (OKCMUMUHO)aeTwi1| aMmuHO]-3-[(1-
METHJI-2-0KCO-3-UPPOTUANHIIHICH )METHI |-8-0KC0-5-THa- 1 -a3abunukino[4.2.0]okT-2-eH-2-
KapOOHOBO KHCIIOTHI
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Momnoruapoxnopus 3,3-mumernn-2-okcodoytunooro 3dupa [6R-[3(E), 6a, 7B(Z)]]-7-

[[(2-amuHO-4-THa30MmMA)  (OKCMUMHUHO)  ameTtwn]|  ammHO|  -3-  [(1-meTmn-2-okco-3-
MUPPOIUANHWINICH)  METHI | -8-0Kkc0-5-Tna-1-a3abunukno[4.2.0]okT-2-eH-2-KapOOHOBOM
KHCITIOTHI

Crextp SIMP (200 MI', CDCL:)) & 2.50 (s, 9H), 2.81 (s, 3H), 2.95 (m, 2H), 3.35 (m,
2H), 3.90 (s, 2H), 5.25 (d, 1H), 5.85 (m, 3H), 6.79 (s, 1H), 7.12 (s, 1H), 8.35 (bs, 2H), 9.70 (d,
1H), 12.00 (bs, 1H)
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Monorunpoxinopun 1-[[(LHUKIOreKCHIIOKCH )KapOOHMI JoKcH |-3TrimoBoro  3¢upa [6R-
[3(E), 6a, 7B(Z)]]-7-[[(2-amunHO-4-THa30/MI) (OKCHUMUHO)AIeTHI |-aMUHO |-3-((1-MeTokcu-2-
OKCO-3-MIUPPOTHINHUIHUIEH )METUI |-8-0KCcO-5-THa- 1 -a3abunnkiio[4.2.0]okT-2-eH-2-kapOOHOBOMA

KHUCJIOTBI
HK-cnekrp (KBr): 2950, 1788, 1758, 1680, 1630 cm™
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Mounorunpoxsiopus 2-1(2-MeTUIIPONOKCH )KapOOHMII |-2-TIeHTeHWI0BOro s¢upa [6R-
[2(E),3(E),60,7B(Z2)]]-7-1[(2-amuHO-4-THa30111) (OKCHUMUHO)aneTw1| aMuHo|-3-[(1-meTokcu-2-
OKCO-3-TTUPP O TUHIIIAICH )METHI | -8-0KC0-5-THa- 1 -a3aburinkio[4.2.0JokT-2-eH-2-kapOoHOBOH
KHCJIOTBI

HK-cnextp (KBr): 3400, 2950, 1788 1702, 1692 cm™

HC HEN——(fY :J;rf\,)g\ —OCH;
e

Mounoxnopruapat 2-[(2-MeTUIPONOKCH )KapOOHMI| -2-NEHTEeHUIOBBIN 3(1)1/Ip [6R-[2(E),
3(E), 6a, 7B(2)]]-7-[[(2-amuHO-4-THa301MT) (OKCUMMIHO)-alleThiI |aMuHO |-3-[(2-0kco-1-penHm-
3-MUPPOIUTUHUITHICH )METHJI |-5-Tha- | -a3abuiukio[4.2.0]okT-2-eH-2-KapOOHOBOM KHUCIOTHI
MK-cnekrp (KBr): 3300, 3200, 1785, 1712, 1682, 690 cm™!
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I'uppoxnopun (2,2-aumerni-1-okconponokcu)-metuinooro 3¢gupa (6R,7R)-7-[(Z)-(2-
aMUHOTHA30J1-4-1i)okcunMuHoaneTunaMuHo |-3-[(E)-1-(2-dbTopaTui)-2-okconupponuaut-3-
WINACHMETHII| - 8 -0KCO-5 -THa-1 -a3abunmkino[4.2.0]okr-2-eH-2-kapOoHOBOM KUCIOTHI (1:1)
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Tunpoxnopun (2,2-auMeTnn- 1-okcornpomnokcen)-metunooro sdupa (6R,7R)-7-[(Z)-(2 -
aMUHOTHA30JI-4-1IT)-OKCUUMHUHOANIE TUIIAaMUHO |-3-[ (E)- | -k nonponui-2-oKconuppounH-3-
WIHJIEHMETHI]| - 8 -0Kco-5-THa- 1-a3aburnkio[4.2.0]okT-2-eH-2-kapboHoBON KucHaOoTHI (1:1)
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T'unpoxnopun (2,2-nuMeTtni-1-okconponokcu )-mMetunoBoro s¢upa (6R,7R)-7-[(Z)-(2-
aMHHOTHA30J1-4-1IT)-OKCHUMHHOAETHIIaMUHO |-3-[ (E)-1-(2-Tpud TopaTHi) -2 -OKConmuppoIuanH-
3-ununeHmMeTm|-8-okco-5-tua- 1 -azadurmkino[4.2.0]okr-2-eH-2-kapOoHOBOM KUCHOTHI (1:1)
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[6R-[3(E),60,7B(Z)]]-7-[[(2-amun0-4-THa30111)- [ (TprueHUTMETOKCH ) UMHUHO | alle T |
aMuHO |-3-[ [ (1 -muKI0TIPONHII-2-0KCO-3-TUPPOTUAMHIINUCH [MeTH |-8-0KCO-5-THa- 1 -
azabunukino[4.2.0]okr-2-eH-2-kapOoOHOBas KUCIOTA

K monotpudropanerary [6R-[3(E),60,7B(Z)]]-7-amuno-3-[[ 1 -umkiaonponui-2 -okco- 3 -
MUPPOTUANHUIUACH [MeTHI |-8-0KC0-5-THa- 1 -a3abuninkio[4.2.0]okT-2-eH-2-kapOoHOBOH
kucaotel (0.9 r, 2.0 MM) mpu KOMHATHOH TemmepaType A00aBJIsIM CyXol nuMeTHiIhopMamMu
(35 mn) u nepememmBanu. K cmecu mobaBnsuim GeH3zoTpuazon-1-un-(Z)-2-(2-aMmuHoTHa307-4-
wi)-2-tputuinokcunmunoanetar (1.60 r, 2.92 MM) u nepememnBanu 15 yacoB. PeakunonHyo
cMmech BbUTMBaiM B stunanerat (200 mi) u cMmech 2 pasa mpoMbiBaiu paccoiioMm (mo 50 i
Kaxabld pa3) u 1 pa3 paccoigom (20 mur). DTunanerar Cymuiad Haj OE3BOIHBIM CYJb(haToM
HaTpus, GUIBTPOBAIU U KOHIIEHTPUPOBaIH 10 o0bema 30 mi. J{o6aBmsiiu 0e3BOHBINA ATHIOBBIMA
a¢up (40 M) u TBepayo ¢a3y ordmibTpoBbBaH, Noaydas 1.10 r (73.6 % macc. BBIXON)
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BBIIIIEYKA3aHHOTO COCTMHECHHSL.

OnemeHTHBIN aHanu3 1719 CioH34N6OeS;:

Beruncieno: C 62.72 H4.59 N 11.25 S 8.59

HaWJIeHO: C6240 H4.62 N11.32 S8.38
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IIpumep 19

[6R-[3(E), 60, 7B(Z)]]-7-[[(2-amun0-4-THa301m1)(TPUPEHUIMETOKCH )UMHUHO | aIleTHI |
amuHo|  -3-1[1-(2-propaTrin)-2-0Kkco-3-MUPPONUAUHUINACH]  -MeTHl]|  -8-0Kco-5-Tha-1-
azabunukio[4.2.0Jokt-2-eH-2-kapOOHOBAsT KUCTIOTA

K wmonorpudropaneraty [6R-[3(E),60,7B(Z)]]-7-amuno-3-[[1-(2-bTopaTiin)-2-0kco-3-
TMAPPOTUANHIIINAICH [METH |-8-0KCO-5 -THa- 1-a3abunukio[4.2.0]JokT-2-eH-2-kapOOHOBOM
KkucnoTsl (4.50 r, 9.88 MM) npu KOMHaTHOM TemnepaType J00aBIIsIN CyXoi JuMeTmIhopMamMus
(160 M) m mepemermmBanu. K cmecn mobamismm 6eH30Tpraszo-1-mi-(7)-2-(2-amuHoTHA30I1-4-
un)-2-tputunokcunmunoanerar (8.00 r, 14.64 MM) u nepememmBanu 18 yacoB. Peakiinonnyto
cMmech BeuBaM B dtmianerat (1200 mu) u cmeck 2 pasza npombiBa paccoiom (rmo 200 mur
Kax/plii pa3), 2 pasa paccosnom (rmo 150 mi xaxnasiii 275 pa3) u 1 pasz paccomom (100 mu).
OTunanerar Cyluwin Haj 0e3BOJHBIM Cylb(aroM HaTpus, GUIBTPOBAIM W KOHIEHTPUPOBAIH
JI0 TOYKH, KOTJ]a TBEPJ0€ BEIIECTBO MOSBISIOCH B Kosbe. K comepxumomy KosObl 100aBIIsLITH
stunanerar (100 M) u Ge3BomHbIi ATHiOBRIA dup (80 M) n oxnaxnmanu 1 yac. TBepaoe
BEIIECTBO (WIBTPOBAIM U TPOMBIBAIM CMEChbiO ATuianerar/a¢pup B oTHomeHuu 4:1 B
atMocdepe azora. DTO TBEpAOE BEIIECTBO 3aTeM MepeMemuBaiu ¢ dTminanerarom (150 mi) B
tedyeHue 30 MUHYT U GUIbTpOBaIU. BeIX0[ BBIIEyKa3aHHOTO coenHeHust coctaBui 6.40 1 (87.7
% wmacc.).

Cnextp SAMP (200 MI'u, DMSO-d¢) 6 2.9 (m, 2H), 3.10 (m, 2H), 3.58 (m, 2H), 3.95 (s,
2H), 4.43 (t, 1H), 4.70 (t, 1H), 5.24 (d, 1H), 6.0 (q, 1H), 6.61 (s, 1H), 7.2-7.35 (m, 16H), 9.93 (d,
1H), 13.30 (ump.d, 1H)

IIpumep 20

[6R-[3(E), 60, 7B(Z)]]-7-1[(2-amunO-4-THazonumn) [(TpueHUIMETOKCH)UMIHO |alleTHI |
amuHO|-3-[[1-(2,2,2-TpudTOp3TNN)-2-0KCO-3-NTUPPOTUAUHUINAEH |METHII |-8-0KCO-5-THa- 1 -
azabunukino[4.2.0]okr-2-eH-2-kapOOHOBasE KUCIOTa

K wmonotpudropaneraty [6R-[3(E),60,7P(Z)]]-7-amuno0-3-[1-(2,2,2-TpudropaTn)-2-
OKCO-3-MUPPOTHIUHUIHUIEH |[MeTU |-8-0KCcO-5-THa- 1 -a3abunukiio[4.2.0]okT-2-eH-2- kapOOHOBOI
kucaotel (3.4 r, 6.9 MM) npu KOMHATHOH TemrmepaType A00aBJIsIM CyXol nuMeTmI(hopMamMu
(150 mn) u nepememmBanu. Jlo6aBnsnu OeHzoTpuaszon-1-un-(7)-2-(2-aMuHOTHA3Z0T-4-1101)-2-
TputuiaokcuumuHoanetar (5.60 r, 10.25 MmM) u nepememmBanu 18 yacoB. PeakiimoHHyio cmech
BbutMBaNU B ATHianeTar (800 mu) u 3 pasza mpombiBanu paccosioMm (o 100 mum kaxabiit pas),
JIBaX/1bl TIPOMBIBANIM paccosioM (1o 80 M1 Kakaplid pa3). DTUIALETaT CyIIMIN Hajl O0€3BOAHBIM
cynbdarom HaTpus, GUIbTpoBaIM M 00beM cHwkanu ao 50-70 mu. K macnsHoMmy ocaaky
noGaBis 0e3BOAHBINA ATHIOBEIN 3¢up (200-300 mur). Ddup cnuBanmmu, ¥ Macio TOBTOPHO
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o0pabaThIBaid CBEKUM STHIOBBIM 3¢upoM. OTGUIbTpoBbIBaIU 4.6 T MOIYYEHHOTO TBEPIOTO
BellecTBa. MaTO4HbII pPAacTBOP KOHIEHTPUPOBAIM M CHOBAa 00pabaThiBamu 3SPUPOM IS
noiy4yenus: pononHutensHo 0.77 r TBepmoro BemiectBa. OObeIUMHEHHBIE TBEP/AbIE BEIIECTBA
naBanmu 5.37 r (98.7 % wmacc.) mpoaykTa, KOTOPBIM O pe3ysibTaTaM aHAJIM30B TMOATBEPKIAT
MI0JIyYEHHUE BBIILIEYKa3aHHOTO COEANHEHNS.

Crnektp 1H-AMP (DMSO-d¢) 6 (uacteit Ha mwinnon) 3.10 (br.m, 2H), 3.52 (t, 2H), 3.93
(s, 2H), 4.19 (q, 2H), 5.19 (d, 1H), 6.02 (dd, 1H), 6.60 (s, 1H), 7.30 (m, 16H), 9.95 (d, 1H), 13.9
(mmp., 1H)

NOCPha
HZN_( Q J —N N b
S d CF3

CO,H 0

Mpumep 21

Monoxmoprunpar [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amun0-4-THAa305711)-[ (OKCHUMHIHO)
aneTus |aMuHoO |-3-[ 1 1 -uuknonponui-2-okco-3-muppoauIuHuInIeH| MeTuil| - 8 -okco-5 -Tha-1-
azabunukino[4.2.0]okr-2-eH-2-KkapOOHOBOM KHCIOTHI

[6R-[3(E), 6a, 7B(Z)]]-7-1[2-amun0-4-Trazonun)-[(TpudeHUIMETOKCH ) MIMUHO |alleTHII |
amMuHO |-3-[(1-uknonponui-2-okco-3-nuppoauAUHIIAIECH )METHI |-8-0Kco-5-THa- 1 -
azabunukio[4.2.0]okr-2-en-2-kap6oHoByto kucioty (5.70 r, 7.63 mM) oGpabareiBaiin 90 %
MypaBbuHON KucioTo (70 M) mpu KOMHATHOW Temmeparype. PeaklnMoHHYIO cMech
nepememuBanu 1.5 yaca, u geryune Gppakuuu yaaasuid Ha pOTOPHOM HCIIapUTelie MU aBJIeHUH
BBITSDKHOTO BeHTHIsATOpa. OcTtarok oOpabaTeiBanmu stuianeratoM (60 mun), GuiIbTpoBad U
MPOMBIBIM 3TUJIAIIETaTOM B aTtMocdepe a3oTa. MarouHble pacTBOPbI KOHLEHTPUPOBAIU H
oOpabaTeIBalId ATUIIALETATOM JUIS MOJYYCHHUS TMOBTOPHOTO BBIX0Ja. OOBEIUHEHHBIE TBEPIIbIC
¢a3sl Becwn 3.91 1.

K ynomsiHyTBHIM BBbIIIE TBEPABIM BellecTBaM B MeTWiI0BOM criupte (80 M) nobasmsum 1H
XJIOPUCTO-BOJIOPOAHYIO KHCIOTY B m3ompomnanone (14 mi), GuibTpoBaiu U KOHIICHTPUPOBAIH
no 60 mut. Jlo6aBnsumn aneroH (80 mur) ¢ mocienyrmuM 1o0aBieHueM O€3BOTHOTO ATHIOBOTO
abpupa (40 wmu). Tlocme QuipTpoBanus mnomydanmu 2.94 T  TBEpAOro  BEIIECTBA.
KonneHTprupoBanue MaTo4HOTO PacTBOPA, COMPOBOKIABIIEECS T00aBICHUEM YTHIOBOTO 3upa,
naBanio gomnonHUTeNbHO 0.53 T TBepaoro BemiecTBa. OOmuii Beixon coctaBui 3.47 1 (85.95 %
Macc.) U OBUIO TIOJTBEPKICHO MOMyYEHUE BBIIICYKA3aHHOTO COSAMHEHUS.

Crnektp SAMP (400 MI'u, DMSO-ds) 6 0.70 (m, 4H), 2.80 (m, 1H), 2.88, 3.05 (m, 2H),
3.28 (m, 2H), 3.87 (s, 2H), 5.20 (d, 1H), 5.84 (q, 1H), 6.84 (s, 1H), 7.21 (t, 1H), 8.80 (br.s, 2H),
9.74 (d, 1H), 12.2 (s, 1H)

NOH
NH S
N
HCl+ H;N—(s o N ”—<|
O toH O

Mpumep 22

Monoruapoxsiopua [6R-[3(E), 6a, TB(Z)1] -7-[[(2-amuHO-4-THA3011IT )-
(oxcummuHoO)areTwt|aMuHo | -3-[[ 1-(2-pTopaTHiT)-2-0KCO-3-MUPPOUINHUIUACH| METHA] - 8 -
OKCO-5 -THa-1-a3abunmkiio[4.2.0]okT-2-eH-2-kapOOHOBOM KHCIOTHI

[6R-[3(E), 60, 7B(Z)]]-7-[(2-amun0-4-THa30mu1)-[(TpUPEHUIMETOKCH ) IMUHO |alleTHII |
amMuHO |-3-[[ 1-(2-pTopaThi)-2-0KCc0o-3-TUPPOTUAUHUIIICH [METHII |-8-0KCO-5-THa- 1 -
azabunukio[4.2.0]okr-2-en-2-kap6onoByto kucinoty (6.30 r, 8.37 MM) oGpabareiBaiin 90 %
MypaBbuHOM kucioTot (150 wmi) mpu komHaTHOM Temmeparype. PeakunoHHyr0 cMmech
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nepeMenMBaiM 1.5 yaca mpu KOMHATHOW TemImepaType M 3aTeM KOHIIEHTPUPOBAIU JOCyXa.
Job6apsin sTUaneTaT u OTGUILTPOBBIBAIMA 4.6 T TIOJYYEHHOTO TBEPJOTO BemlecTBa. TBepaoe
BellecTBO cycneHaupoBanu B amnetone (100 mu) u mobGammsmu mertanon (60-70 mm) c
nocyenyomuM nodasieHrnemM 1H x1opucTo-BoaopogHOM KUCTOTH B M3ompomnanoiue (14 mir) mis
nonydyeHus: pactBopa. PacTtBop ¢uibTpoBanu u KoHIEHTpupoBanu a0 60 mi. [loGaBneHue
stunanetata (100 mut) mpuBoaAKUIO K 00pa3oBaHUIO OCa/iKa, KOTOPBIA (MIBTPOBAIN U MOTyYaln
3.1 r. MartouHbIif pacTBOp KOHIIEHTPUPOBAIHU, JOOABISITN CBEXKHI dTUIIALIETAT M U3 CYCIIEH3UU
otdunpTpoBeiBain 0.5 r BemectBa. OOmwmii Beixox coctaBmi 3.6 T (78.6 % wmacc.)
MOJITBEPKIEHHOTO aHAJIN3aMU BBIIIEYKA3aHHOTO COSAMHEHUSI.

Crnextp AMP (400 MI'u, DMSO-d¢) & 2.95, 3.13 (m, 2H), 3.45 (m, 2H), 3.57, 3.64 (m,
2H), 3.91 (s, 2H), 4.51 (t, 1H), 4.65 (t, 1H), 5.10 (d, 1H), 5.84 (q, 1H), 6.77 (s, 1H), 7.24 (s, 1H),
8.10 (br.s, 2H), 9.63 (d, 1H), 11.85 (s, 1H)

NOH

NH g
N
N
HCI » HEN—{S 5 ,ﬁ:”r
d

N
.
CO,H 0

ITpumep 23

Monoruapoxmopua  [6R-  [3(E), 6a, 7B(Z)]] -7- [[(2-amuHO-4-THA30MHIT) -
(okcunmuHo)anetui |aMuHo |-3-((1-(2,2,2-Tpud TopaTHIT)-2-0KCO-3-MUPPOTUTUHIITAICH [METHI |-
8-0kco-5-Tna- 1-a3abunukino[4.2.0]okT-2-eH-2-KapOOHOBOM KUCIOTHI

[6R-[3(E), 6a, 7B(Z)]] -7- [[(2-amunO-4-THaz0mun)- [(TpUEHUIMETOKCH)UMUHO |
anetwi|amuHO| -3-[1 -(2,2,2-TpudTOpITHIT) -2-0KCO-3-MUPPOTUANHIIIHICH))METUI]| -8-0KCO-5-
THa-1-a3aburmkio[4.2.0]okr-2-eH-2-kapooHoOBY10 kucaoty (5.36 1, 6.80 MM) obpabatsiBamu 90
% wmypaBbuHOM kucioTod (60 M) mpu KOMHATHOM Temieparype. PeakunoHHyro cMech
nepememuBany 1.5 yaca, u netyuue Gppakiuu yaaasiid Ha pOTOPHOM HCTIApHUTENIE MPH JaBICHUH
BBITSDKHOTO BeHTWIsATOpa. K octarky moGasisinum stmmamerart (50 mur) u 6e3Boaublil a¢up (200
mi). TlonydenHsle TBepble BeliecTBa (UIBTPOBAIM U CyCNEHAMPOBaIM B anerone (50 mu),
MeTusoBoM crupte (5 mur) u stunarerare (20 mi) u goGasnsmu 1H XimopucTo-BogopoaHy o
kucnoty B uzomnponanone (10 mum). PactBop ¢uibTpoBamu, koHueHTpupoBain g0 40 mia u
noOapnsi 0e3BogHbIA ATHIIOBBIN 3¢dup (100-150 mut). Teepmoe BemiecTBO GUIBTPOBAIU U
NPOMBIBAIM CMEChIO aleTOH/3(Up B OTHOLICHUU 1:2. Tlomywamu 3.18 T BemecTsa.
KoHueHTpupoBaHHOM MaTOYHOTO pacTBopa mnoiydanu gononHutenbHo 0.17 r. OObeauHeHHbIe
TBep/ble BemiecTBa coctaBmin 3.35 1 (Bbixoa 90.3 % Macc.) coeilMHeHUs, YKa3aHHOTO BBIIIIE.

Crnektp AMP (400 MI';, DMSO-d¢) 8 3.11 (m, 2H), 3.68 (m, 2H), 3.92 (s, 2H), 4.12 (q,
2H), 5.28 (d, 1H), 5.88 (q, 1H), 6.85 (s, 1H), 7.34 (s, 1H), 8.10 (br.s, 2H), 9.80 (d, 1H), 12.3 (s,

1H)
NOH
NH
N S
HCA - HEH—{ 0 N N
S d 'CF,
CO.H 0

IIpumep 24

(6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-1J1)-2-ITUKJIOTIEH TUIIOKCUMMUHOAIIE-THIIAMHHO |- 3-
[(E)-1-(4-MeToKkcnOEH3011)-2-0KCONUPPOTUANH-3-UITUAEHMETH |- 8-0KCO-5-THa- 1 -
azabunukiio14.2.0]okT-2-eH-2-kapOOHOBAsI KUCIIOTa

540 wmr (1.18 mmomst) Tpudtopanerara (E)-(6R, 7R)-7-amuno-3-[1-(4-meTokcnOSH30wMI )-
2-OKCOMMUPPOIUINH-3-UITUACHMETHI |-8-0KkCO-5-THa- 1 -a3abunukino  [4.2.0]Jokt-2  -eH-2 -
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kapOoHoBo# kucnoThl (1:0.2) pacTBopsuin B 10 M numetundopmamuia, nodasmsaan 525 mr (1.3
MMOJIsI)  2-0€H30THA30IMIOBOTO THOA(hUpa (2-aMHHOTHA30J1-4-1)-(Z)-2-IUKJIOTIEHTUIIOKCH-
MMUHOYKCYCHOW KHCJIOTBI M CMECh INEPEMEIINBAIN NPU KOMHATHOW Temiieparype 48 4acos.
3aTeM pacTtBOp KOHUEHTpUupoBaiu npu 30°C B Bakyyme, U OCTATOK CMENIUBAIIA C 3THUJIAIIETATOM.
OOpa3oBaBieecs TBEpJOE BEIIECTBO OT(WIBTPOBBIBAIIM M CHOBa IMepeMemmBanud 1 uac B
sTHIANeTaTe, (GUIBTPOBAIN U CYLIMIIH.

Beixoa: 509 mr (65 % macc.) 651eJHO-KEeNTOro MOpoIIKa

UK-cnextp (KBr): 1784, 1727, 1672 cm™

Macc-cniektp (ISP): 667.4 (M+H)"

H’,D
Hj)ﬁ/m 5
el ] ) MY@
CD.H O (W]

[To onmcaHHOMY BBIIIIE MPOIIECCY MOTYYad TAKXKE CISAYIONINE COSTMHCHUS:

(6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-1J1)-2-ITAKJIOTIEH TUTIOKCUMMHUHOAIIE TUIIAMHUHO | - 8-
okco- 3 - [(Z) -2 -okco-1 -penunazetuann-3 -ununeHMeT| -5 -tua- 1-azadurukio [4.2.0]okT-2-
eH-2-KapOOHOBas KUCTIOTa

WK-cnextp (KBr): 1765, 1723, 283 1675, 1527 cm™

Macc-cnekrp (ISP): 595.3 (M+H)"

)
oI I 4
CO,H

(6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-11J1)-2 -IUKJIONIEH TUIIOKCUUMUHO |-8-0Kkc0-3-[ (E)-2-
oKcO- 1 -pernnazeTuanH-3-uIHIeHMETHI |-5-THa- 1 -a3a0uiukio[4.2.0]okT-2-eH-2-kapOoHOBas
KHCJIOTa

UK-cnexrp (KBr): 1781, 1745, 1675 cm™

Macc-criektp (ISP): 595.4 (M+H)"

hro
Nﬂm 5
Hzﬂ_qs 0 DIN 7 o
0,H

(6R, 7R) -7- [(Z)-2-(2-amuHOTHA301-4-WIT)-2-IIUKIOTEHTUIIOKCUUMHHOAIIETUIIAMUHO |-8-
okco-3-[(E)-2-okco- 1 -mupuauH-2-MIMAP PO IUH-3- Wi IeHMe T |-5-THa- 1 -a3abunmkio[4.2.0]
OKT-2-eH-2-KapOOHOBasl KUCIIOTa
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HK-cnexrp (KBr): 3414, 1782, 1689, 1625, 1529, 1468, 1385 cm-'
Macc-cnextp (ISP): 610.4 (M+H)"

Qo

-
N
N MNH 5 N
HN _q Fe) N H—Q
5 o
CO.H o

(6R,7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-11J1)-2 - [TUKIOTIEHTUJIOKCUMMHUHOAIIETUJIAMUHO| - 8 -
okco-3-[(E)-2-okco- | -mupuanH-3-uimuppoauanH-3 -uinaeHMe T | -5-Tra- 1 -a3adunukiio[4.2.0]
OKT-2-eH-2-KapOOHOBasl KMCII0Ta

UK-cnektp (KBr): 3420, 1767, 1677, 1618, 1386 cm’!

e

)

-’
N
5
N =N
vl T HALC)
5 o
O H 0

(6R, 7R)-4-[(E)-3-(7- [(Z)-2-(2-amuHOTHA307-4-U) -2 — IUKIOTICHTHIOKCHHMHU-
HOAIETWIIAMUHO]| -2 -KapOOKCHU-8-0KcO-5 -Tha-1-a3zadburukio[4.2.0]okr-2-eH-3-miMeTuieH|-2 -
OKCOMUPPOJIUJINH- | -1iT]- | -MeTUNUPUANHUITHO AU T

UK-cnexrp (KBr): 1775, 1705, 1638, 1562, 1519 cm™

Macc-cnektp (ISP): 624.4 (M)"

N 8]
N I NH g
HN —{ | o IJ:\M\N—CN t
5 L8]
oo, H 0

(6R, 7R)-7-[(Z)-2-(2-amuHOTaa30a-4-m1)-2- HUKIONEHTUOKCUMMUHOAIIETUIAMUHO] -3-
[(E)-1-(2,2,2-TpucTopsTHiN)-2-0KCOMUNIEPUINH-3-UIUICHMETHI |-8-0KCO-  5-THa- 1 -a3a0UIMKIO0
[4.2.0]okT-2-eH-2-kapOOHOBAsI KHCIIOTa

UK-cniekrp (KBr): 1781, 1660, 1625 cm™

Macc-cnektp (ISP): 627.4 (M-H)°
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N_,G
| NH .
_{Nj/l\l( F F
N
HN . o DI,L 7 P
0,H 0

Tpudropauerar (6R, 7R)-7-[(Z)-2-(2 -amuHOTHA307-4-11) -2 - TUKIONEHTUIOKCUUMU-
HOALETUIAMHHO |-3-[(Z)-1-1uKinonponui-2  -OKCOMUPPOIUANH-3-UIHACHMETHI |-8-0KCO-5-THa-
1-azaburukio [4.2.0]okT-2-eH-2-kapOoHOBOM KUCIOTHI (1:0.31)

HUK-cniekrp (KBr): 1780, 1690, 1676 cm™

Macc-cnekrp (ISP): 573.4 (M+H)"

O
N~
T LTS
8]
00,

Tpudropauerar (6R, 7R)-7-[(Z)-2-(2-amuHOTHA30J1-4-11J1)-2-IIUKJIOTIEH TUIIOKCUUMU-
HOAaleTUIaMHHO |-8-0kco-3-[(E)-2-okco- 1 -pennnnunepuau-3-unuaeamerun| -5 -tua-1 -
azabunukio[4.2.0] okt-2-eH-2-kapooHoBoi kuciaoThl (1:0.17)

HK-cnekrp (KBr): 1783, 1665 cm™!
Macc-cnektp (ISP): 523.4 (M+H)"

'
N ;i s
maHN— | ) N N
5 O
L0

Tpudropanerar (6R,7R)-7- [(Z)-2- (2-aMMHOTHA3071-4-11) -2-
HUKIONEHTUIOKCuuMuHoanetmwiamuio|  -3-  [(E)-1-  uumkmonponui-2-okconunepuans-3-
WIHJIEHMETHI |-8-0KCc0-5-THa- 1 -a3aburukino[4.2.0]okT-2-eH-2-kapOoHOBO# KucioTh (1:0.35)

UK-cnextp (KBr): 1778, 1678, 1614 cm™

Macc-cniektp (ISP): 587.4 (M+H)"
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'
D A G

(6R, 7R)-7-[(Z)-2-[2-(2-amuHOTHA30JI-4-1T)-2-IIUKJIOTIEHTUIIOKCHUMHHOAIIETUIIAMUHO | -
8-okco-3-[(E)-2-okco-1-(2,2,2-TpuTOpaTHI) -a3eTUANH- 3 -WIHIACHMETHI] -5-THa-|-a3abunu-
k110[4.2.0]oKT-2-eH-2-KapOOHOBasE KUCIIOTa

UK-cnextp (KBr): 1757, 1675, 1531 cm™

Macc-crextp (ISP): 601.3 (M+H)"

1'1’0
N MNH s N/YF
wlT Y oY
£ o 0
CO,H

(6R, 7R)-7-[(Z)-2-(2-amuHOTHA301-4-1I1)-2-UUKIONEHTUIOKCUMMHUHOAIIETUIIAMUHO| -8-
okco-3- [(Z)-2-okco-1-(2,2,2-TpudTopaTHI) -a3eTHINH-3-WIHIEHMETHI| -5-THa-1-a3a0UIIUKIIO
[4.2.0]okT-2-eH-2-kapOOHOBAsT KHCIIOTa

WK-cnekrp (KBr): 1765, 1738, 1676 cm™

Macc-cnerop (ISP): 601.3 (M+H)"

o
Nr NH 5 ©, F
Nj)\“/ Ir N/\|<F
F
Hz”“(g . N.
Q0¥

(6R, 7R)-7-[(Z)-2-(2-amuHOTHA301-4-1JT) -2 -HUKIONEHTUIOKCUUMHUHOAIETUII-aMUHO |-8-
okco-3-[(E)-2-okco- 1 -nupa3uH-2-uanmuppoiauanH-3-uinaeHMe T | -5-tua- 1 -azadunmkino[4.2.0]
OKT-2-eH-2-KapOOHOBasl KHCIOTa

WK-cnexktp (KBr): 1782, 1687, 1625, 1526 cm™

Macc-cnektp (ISP): 611.4 (M-H)"
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Hﬁ_{r:ﬁ/tﬂi;l\fq\ N_é:_r}

(6R,  7R)-7-((Z2)-2-(2-amuHOTaa307-4-1J1)-2-UKIONEHTUIOKCUMMUHOAIIETHIIAMHHO |-3-
[(E)-1-(4-meTund eHuncynbGpoHmI)-2-0KCOMUPPOTUINH-3-UITUACHMETH |-8-0KCO-5-THa- 1 -
azabunukino[4.2.0]okr-2-eH-2-kapOOHOBasE KHCIIOTA

UK-crextp (KBr): 1784, 1718, 1669 cm™

Macc-cniektp (ISP): 687.5 (M+H)"

L4 ]
N~
-]
aP-ovsuel
N .
HIN_{S a o Q@sén
CoH o

Tpudropanerar (6R, 7R)-7-((Z)-2-(2 -amuHOTHA3051-4-WI) -2 - IHKIONEHTUIOKCH-
umMuHoanetTuinaMmuHo |-3-[(E)-1-uuknonponui-2  -0OKCOMUPPOIHIAUH-3-MIHIEHMETHII |-8-0KCO-5-
THa-1-a3adbumukio[4.2.0]okr-2-eH-2-kapOooHoBo# kuciaoTs (1:0.22)

UK-cnextp (KBr): 1782, 1677, 1528 cm™

Macc-criexrp (ISP): 573.4 (M+H)"

N_,CI
MH s
YU
TFA.H}‘T—QS o o N V
C.H O

(6R, 7R) -7- [(Z)-2-(2-amuHOTHA30I-4-WIT)-2-TTUKIOTICHTHIIOKCUUMHHOAIIE THIIAMUHO |-3-
[(E)-1-1tnanomeTii-2-0KCOMUPPOIUIMH-3-MIIHIEHMETHI |-8-0KC0-5-Tha- 1 -azabuiukio[4.2.0]
OKT-2-€H-2-KapOOHOBas KUCJIOTa

UK-cnextp (KBr): 1781, 1681, 1629 cm™

Macc-criexrp (ISP): 572.4 (M+H)"
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Tpudropanerar (6R, 7R)-7-[(Z)-2-(2-amuHOTHA301-4-1T) -2 - TTUKIOTICHTHIIOKCHIMHUHO-
anetwiaMuHo | -3-[(E)-1-mukimonponuiamMeTui-2 -oKCOMUPPOIUINH-3-UIHIEHMETH |-8-0KC0-5-
tHa-1-a3zadbumukio[4.2.0]okr-2-eH-2-kapooHoBoi kuciaoTs (1:0.2)

UK-cnextp (KBr): 1782, 1675, 1629 cm™

Macc-criextp (ISP): 587.4 (M+H)"

Nl_,c:-
N N _},\/
TFA.H,!*J—€5| | | N' \
)
o,H 0

(6R,  7R)-7-(Z)-2-(2-aMuHOTHA307-4-11)-2-ITUKIOTICHTHIIOKCHMHUHOAIIE THJIAMHHO |- 8-
okco-3-[(E)-2-okco- 1 -mpomn-2-uHUAMHPPOIUAUH-3-UIUACHME T |- 5-Tha- 1 -a3abummkno  [4.2.0]
OKT-2-€H-2-KapOOHOBas KUCJIOTa

WK-cnekrp (KBr): 2120, 1780, 1679, 1629 cm™

Macc-cnekrp (ISP): 571.4 (M+H)"

Nl,o
4HWIFS _ e
H N
PN 0 47 N

00,H )

IIpumep 25

Hatpuesast conb (6R, 7R)-7-[(Z)-2-(2-aMuHOTHA301-4-11J1)-2-IIUKIONEHTHIIOKCUMMUHO-
arieTuaaMuHo |-8-okco-3-[(E)-1-(2,2,2-tpudropsTin)-2-0KCOmUppOTHINH-3-UIHIEHMETHI |- 5-
Tha- 1 -a3aburukino[4.2.0]okr-2-eH-2-kapOoHOBOM KUCIOTHI (1:1).

HK-cnekrp (KBr): 1766, 1681, 1529 cm™

Macc-cnextp (ISN): 630.3 [(M+NH3)-Na]®

600 wmr (1.53 wmmonsa) Ttpudropanerata (E)-(6R,7R)-7-amuno-8-oxco-3-[1-(2,2,2-
TpuTOPITHIT )-2-OKCOMTUPPOTHIUH-3-HITHICHMETHI |- 5-THa- | -a3abunmkio[4.2.0]okT-2-eH-2-
kapOoHOBOM kuca0Thl (1:1) pacTBopsiiM B 25 M1 qumeTwipopMaMuaa U nepememuBanu 1 yac
py KOMHATHOW Temreparype nepex nodasienuem 694 mr (1.71 mmons) 2-0€H30THA30IHIOBOTO
tHoddupa (2-amMmuHOTHA30I-4-1N)-(Z)-2-IUKIOTEHTUIIOKCUUMHUHOYKCYCHON KHUCIOTHL. Yepes 4
Jaca pEakIUOHHYI0 CMeCh KOHIEHTpupoBan 10 10 mim m mgobaBnsuin 2H. pacTBOp 2-
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STUIIKANpoHarta Hatpus B anerone (1.5 mm). PactBop BeumBanu B 50 Ml AMATUIIOBOTO 3dupa u
BBIJICTMBIIHMICS TBEPABIA TPOIYKT OTPUIHTPOBLIBATIN M CYIIWIH. TBEp0€ BEMIECTBO OYHINATN
xpomarorpacdueit ¢ o0patHo#l (a3oii Ha opti-up reie ¢ rPaJUeHTOM CMECH BOJa/alleTOHUTPUI B
KaudecTBe dJtoeHTa. Opakinu, CoaepKaIiie MpoayKT, O0bEAUHUTA U THOPUITUZUPOBAITH.

Beixon: 430 mr (44 % macc.)

UK-cnextp (KBr): 1766, 1681, 1529 cm™

Macc-cnekrp (ISN): 630.3 [(M+NH3)-Na]

°
])H‘/HH s
] T
H N
ZN_QS (] o HM _XF
coNa o F F

OnucaHHBIM BBIIIE CITOCOOOM IMOTyYaJIl TaKKe CIEAYIONINE COSAMHEHUS:

Mononarpuesas conb [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amunr0-4-THa3011) (LIUKJIOTIEHTHIIO-
KCUUMHHO) aneTui|aMuHo |-3-[(1-MeTokcu-2-0KCco-3-UppOoTuIUHUINACH )METHII |-8-0KCO-5-THa-
1-a3abumnukio[4.2.0]okT-2-eH-2-KapOOHOBOM KHUCIOTHI

Rig - eovst)

COONa O

DTO0 coeMHEHNE UICHTUIHO MIPEIBIIYIIEMYy COSAMHEHUIO, OTMCAHHOMY B rpumepe la.

Harpuesas cons (6R,7R)-7-[(Z)-2-(2 -amuHOTHA3071-4-1T) -2 —IIUKIOTICHTHIIOKCUMMHHO-
anetminamMuHo |-3-[(E)-1-(5-mMetunuzokcazon-3-mi)-2-0KCOMUPPOTUANH-3 -UIUACHMETHI | -8-
OKCO-5-THna- 1 -a3abunukino[4.2.0]okT-2-eH-2-kapOoHOBOM KUCIOTHI (1:1)

WK-cnexrp (KBr): 3427, 1765, 1689, 1610,1505 cm™

Macc-cniektp (ISN): 629.5 (M-Ha+MHs)
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z“s o o —
COONa 0

(6R, 7TR)-7-[(Z)-2-(2-amuHOTa3051-4-11)-2-[TUKJIONEH TUIIOKCUUMUHOAIIE TUIIAMHUHO | - 8-
okco-3-[(E)-2-okco-1-Tra3on-2-uinmuppoiuant-3-uinaeHMe T | -5-tua- 1 -azaburukino  [4.2.0]
OKT-2-€H-2-KapOOHOBasi KUCJIOTa

WK-cnextp (KBr): 3420, 1767, 1681, 1620,1504 cm™!

Macc-cnextp (ISN): 614.3 (M-Na)®; 631.1 (M-Ha+MH;)°

125



280

Y
N . .
w0

Harpuesas comp (6R, 7R)-7-[(Z)-2-(2 -amuHOTHA30y1-4-W1) -2 —IUKIOTICHTHIIOKCH-
uMuHOANeTUIaMHUHO |-3-[ (E)-1-kapOoKkcUMeTHII- 2-0KCO-MUPPOIUIUH- 3 -MITHICHMETHI |-8-0KCO-
5-tna-1-a3abumukio[4.2.0]okr-2-eH-2-kapOboHoBo# KucaoThl (1:2)

WK-cnektp (KBr): 1764, 1665, 1609 cm™
Macc-criextp (ISP): 591.4 (M+H)"

N",Cl
N i s (v
HN _<5 | a UI}(M N\')l\ OMa
COONa o

Harpuesas conb (6R, 7R)-3-[(E)-1-ammun-2-okco-nmupponuau-3-unuaeametun] -7- [(Z)
-2-(2-aMMHOTHA307-4-11)-2-IIUKJIOTEHTHIIOKCUMIMHUHOAIIE THIIAMHUHO |-8-0KCO-5-THa- 1 -
azabunukio [4.2.0]JokT-2-eH-2-kapOoHOBOW KHCIOTHI (1:1)

UK-crextp (KBr): 1764, 1673, 1620 cm™

Macc-criexrp (ISP): 573.4 (M+H)"

Hw—ej)\"/ I'/M N\

HatpueBas comp (6R,7R)-7- [(Z)-2-(2-amuHOTHA301-4-M1T)  -2-IUKIIOTIEHTUIOKCH-
umuHoaneTwiaMuHo |-3-[(E)-1-(1,1-muokcorerparuaporuoden-3-mi) -2 -0KCO-MUPPOIAINH-3-
WIHJIEHMETHI| -8-0KCc0-5-Tua- 1-a3abunmkino[4.2.0]okt-2-eH-2-kapOoHOBOM KHCIOTHI (1:1)

UK-cnexrp (KBr): 1767, 1675, 1620, 1528 cm™

Macc-cniektp (ISN): 649.4 (M-Na)?; 666 (M-Na+NHj3)°

DJNEeMEHTHBIN aHaIu3:

BbrunciieHo: C 46.42 H 4.34 N 12.49 S 14.30

HaiineHo: C46.11 H5.00 N 12.39 S 14.05
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HatpueBas comp (6R, 7R)-7-[(Z)-2- (2 aMUHOTHA30JI-4-1J1)-2-IIUKJIONEHTUIIOKCUUMU-
HOAaleTw1| aMuHO|-8-0kco-3-[(E)-2-okco-mupuann-4-unmuppoauant-3-uanaeHMeTn |-5-tua- 1 -
a3a0unukio [4.2.0]okT-2 -eH-2-kapOboHOoBON KuUCAOTHI (1:1)

Y
i ;
HN —(tmﬂ\i\h/gn\w \Gq

HarpueBas conp (6R, 7R)-7-[(Z)-2-(2-aMuHOTHA301-4-1T)-2-TIUKIOTICHTHIIOKCUMH-
HoOalEeTWIaMUHO |-8-0kco-3-[(E)-1-[2-0kco-1-(2-0kco-0Kkca30auuH-3-1i)-MUpPOIUIUH-3-
WIACHMETINI |-5-THa- 1 -a3abutukiio[4.2.0]okT-2-eH-2-kapOoHoBO# KUCIOTHI (1:1)

MK-cnextp (KBr): 1769, 1679, 1630, 1530, 1392 cm™!

Macc-cnekrp (ISP): 550.3 (M+H)"

°
| 5
HN —‘(b:j)\cn,/ DIII:MN; )Q

Harpuesas conpb (6R,7R) -7- [(Z)-2-(2-amuHOTHA3051-4-11)-2-IIUKJIONEH TUIIOKCUUMUHO -
anetmwiaMuHo |-3-1(E)-1-(6-MeTokcunupuinH-3-mi)-2-0KCOMUPPOTUANH-3 -UITUACHMETHII | -8-
0KCO-5-THa- 1 -a3adurukio[4.2.0]okr-2-eH-2-kapOboHoBoi kucaoTsl (1:1)

UK-cnexrp (KBr): 1767, 1677, 1619, 1459 cm™

Macc-cnektp (ISN): 655.2 (M+NH;); 638.3 (M-Na)

H,_u—ij/]\“/ T

COOMa

HatpueBas conb (6R,7R)-7-[(Z)-2-(2-amuHOTHA301-4-11)-2-IIUKIONEHTHIOKCUUMUHO-
anetmwiamuHo| - 3 -1(E)-1-(2-1uano3uin)-2-0KCo-MUpPOSIHINH-3-HIIHIeHMETH |-8-0KCO-5-THa-
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1-azabunukio[4.2.0]okT-2-eH-2-kapOoHOBOM KUCIOTHI (1:1)
UK-cnexrp (KBr): 2244, 1765, 1672, 1621 cm™
Macc-cniektp (ISP): 586.4 (M+H)"

0
b :
N CEN
N
Wy @ OVse
i COONa 0

IIpumep 26

a) (6R, 7R)-7-[(R)-2-TpeT.-OyTOKCHKapOOHMIAMHHO-2-(eHUIAICTHIIAMHHO |-8-0KCO-3-
[(E)-2-0kco-1-(2,2,2-TpudTOpITHN )-IUPPOTUTUH-4-WITHICHMETHI |-5-THa- | -a3a0UIIUKIT0
[4.2.0]okT-2-eH-2-KapOOHOBAsK KHCIIOTa

1.88 1 (7.47 mmons) N-tpet.-0yTokcukapooHui-D-o-perunraunraa B 20 M1 JHOKCaHa
oxnaxaamu 10 10-15°C u obpabateBaym 1.2 M (8.3 mMmodns) tpudTmiamuHa u 0.79 mi (8.3
MMOJISI) STHJIOBOTO 3(Hpa XJIOPMypaBbUHON KUCIOTHL. Uepe3 5 MUHYT MOIy4eHHBIH pacTBOP
nobasisu K pactBopy 2.35 T (6 mmouteit) Tpudroparerara (E)-(6R, 7R)-7-amuno-8-okco-3-[ 1-
(2,2,2-TpudTOp3THII)-2-0KCOMUPPOIUANH-3-WINACHMETH |-5-Tna- 1 -a3abunmkiio[4.2.0]Jokr-2-
eH-2-kapOoHoBoM kucnoThl (1:1), pacTBopeHHOTO B cMecH 12 mut Boasl M 3 Mi nuokcana, pH
KOTOpoil yctanaBnuBanu 7.0 noGamienueMm TpudTHiIamMuHa. Yepe3 30 MUHYT MpU KOMHATHOMH
TeMnepaType OpaHkeBblil pacTBOp BbUIuBAIX B 100 Mi1 aTUnanerara u 5O M1 BOJbI, CYIIUIN HAJl
cyib(arom mMarHus U KoHueHtpupoBaimu 10 30 mi. JloGasmsamu 200 ma H-rekcana. IIpu sTom
BBIICTISUIOCH TBEPAOE BEILIECTBO, KOTOPOE OT(UIBTPOBHIBANIM, IMPOMBIBAIM H-TEKCAHOM U
cyumian. TBepoe BEemecTBo nepeMeIuBaii B 35 Ml IM3TUIOBOTO 3¢upa B TeueHue 30 MUHYT,
CHOBA (PUITBTPOBAIH U CYILIWIIH.
Brixon: 2.8 r mopomika 6exxeBoro 1seta (77 % macc.)
UK-cnextp (KBr): 1784, 1694, 1495 cm™
Macc-cnekrp (ISP): 611.2 (M+H)

Q

)LOJ<
NH F
NH s F
m N_% F
o DIN
COH o

b) Tpudroparnerat (6R, 7R)-7-[(R)-2-amunHo-2-pennnanermiamuHo |-8-okco-3-[(E)-5-
okco-1-(2,2,2-tpudropaTii)-mupponuanH-4-uuaeHMe T | - 5-Tra- 1 -azadurukino[4.2.0]okT-2-
€H-2-KapOOHOBOM KUCIIOTHI

1.0 r (1.64 wmmomsa) (6R, 7R)-7-[(R)-2 -tper. -OyTokcukapOOHMIAMHHO-2 -
(dbenunaneTunaMuHo |-8-okco-3-1(E)-5-okco-1-(2,2,2-TpudTopITHi ) -UppOIu IuH-4-
WIHJIEHMETHI |-5-THa- 1 -a3abunmkiio[4.2.0]okT-2-eH-2-kapOOHOBOM KUCIOTHI PACTBOPSUTH B 5 MIT
TpUPTOPYKCYCHON KUCIOTHI B epeMemrBanu 30 munyT npu 0-5°C. 3aTem pacTBOp BBIIMBAIH B
100 mMn nmudTHIOBOTO 3(Mpa M pa3feIMBIIUICS MaTepuan OTPHIBTPOBBIBAIH. 3aTe€M €ro
nepeMenInBai B TeueHHe 2 4acoB B 25 MJI ATHJAIETaTa, BBINABIIUE B OCAJOK KPUCTAILIBI
OT(OUIBTPOBBIBAIH U CYIITHIIH.

Brixoa: 750 mr GecrBeTHoro nopoika (73 % macc.)

UK-crextp (KBr): 1779, 1690, 1521 cm™
Macc-cnektp (ISN): 509.3 (M-H)
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IIpumep 27

Harpuesas COJIb (6R,7R)-7- [(Z)-2-(5-amuHo0-1,2,4-THaanazomn-3-umn) -2-
METOKCHUMHHOANETIIIAMUHO] - 8 -0kco- 3 -[(E)-5-okco-1-(2,2,2-TpudTop3Tiin)-muppoauant-4-
niuaeHMeTI| -5 -tua-1 -a3abunmkino[4.2.0]okT-2-eH-2-kapOoHOBOM KUCTOTHI (1:1)

393 mr (1  wmmomb) TpudTOpanerata  (E)-(6R,7R)-amunHO-8-0KC0-3-[1-(2,2,2-
TpUGTOPITUI) -2 -OKCOMMMPPOJIUIUH- 3-WIIHICHMETH | -5-THa- 1 -azadburukio [4.2.0] okT-2-eH-2-
kapOoHOBOI kKucnoThl (1:1) cycniennupoBanu B 15 mi aumetundopmamMuaa U nepemMenmmBany 1
yac, 3ateM j00aBisin 386 mr (1.1 mmors) 2-6eH30THa30IMII0BOTO THOAGUpa 2-(5-amuHo-1,2,4-
THAMA305-3-1i)-(Z)-2-MEeTOKCUUMUHOYKCYCHOM KHUCJIOTBI. Cmech OCTaBJISIIA TSt
B3auMOIeCTBUS Ha 20 4acoB IPW KOMHATHOM TeMmIlepaType M Mo KarumsiM go0aBisud 1 Mo (2
mmMmouist) 2H 2-3TunkanpoHaTa HaTpus B alleTOHE. 3aTeM cMech BbulnBaiu B 100 M1 TU3TUII0BOTO
adupa, TBEp0€ BEIIECTBO OTGUIHTPOBBIBAIHU, MPOMBIBAIN 3PupoM U cymmiau. Ero ounimanu
xpomatorpadueiit ¢ oOparHoii (azoil Ha opti-up reie, HCMOIB3Ysl BOAY B Ka4eCTBE DIIOCHTA.
Opakuuu, coaepsKamife NpoaIyKT, CMEITUBAIU U JTHO(UIH3UPOBAIIH.

Brixon: 380 mr (65 % macc.)

UK-cnexrp (KBr): 1766, 1678, 1523 cm™

Macc-cnektp (ISN): 560.2 (M-Na)

N LOCHs
| NH s R F
a Ir r
N N
H; _‘{S"N 0 4
COONa o]
IIpumep 28

(6R,7R)-7-[(Z)-2-(2-amunOTHA305-4-1111)-2-( 1 -KapOaMouI- | -METHII TOKCUMMHUHO)
arieTunaMuHo |-8-okco-3-[(E)-2-okco-1-(2,2,2-TpudTopaTii) MUPPOAUANH- 3 -UIHASHMETH | -5-
Tha-1 -azadbummkiio [4.2.0] okT-2-eH-2 -KapOOHOBAs KHCIIOTA

600 wmr (1.53 wmwmons) tpudtopanerara (E)-(6R, 7R)-7-amuno-8-okco-3-[1-(2,2,2-
TpUTOPITHI )-2-OKCO-TTUPPOIUANH-3-WIHACHMETII | -5 -THa-1 -a3abunmkio[4.2.0]JokT-2-eH-2-
KkapOoHoBoOI kucnoThl (1:1) cycnenaupoBanu B 25 M qumeTuindopmMaMuia 1 nepemMemnBaim 1
yac TmNpu KOMHATHOM Temmeparype. 3arem nobamsum 774 wmr  (1.84 wmmoms) 2-
OeHzoTuazonuiaoBoro tuoddpupa  2-(2-ammuHoTtHazon-4-un)  -(Z)-2-(1-xkapbamounn) -1 -
METHWJIPTOKCHMMHHO) - YKCYCHOW KHCIIOTBHI M CMECh TepeMernmmBaiy 4.5 gaca NMpu KOMHATHOM
Temneparype. PacTBoputens BhimapuBanu, W Macio nomemiand B 100 M sTunanerarta.
OOpasoBaBmieecss TBEpAOE BEHIECTBO OT(HWIBTPOBHIBAIN U MEPEKPUCTATUINZOBBIBATIN U3 CMECH
alleTOH/ATUIIAIETAT.

Beixox: 610 mr (63 %) mopormika 6e:KeBoro IBeTa

UK-cnekrp (KBr): 1781, 1679, 1531 cm™

DJIeMEHTHBIA aHAJIN3 JJIs5L Cz3H24F3N707SzI

Bbruncieno: C43.74 H3.83 N 15.52 S 10.15

HalIeHO: C43.83 H3.81 N 15.35 S10.20
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OrnucaHHBIM BBIIIIE CIOCOOOM TOTYYald TAaKXKe CIEAYIOIIee COSTUHEHHE:

(6R, 7R) -7-((Z)-2- (2-amunoTmazon-4-un) -2- (1-kapOaMomII-1-METHIITOKCHIMHUHO)
arierunamuHo| - 3 - [(E) -1-(5-meTunuzokcason-3-mi)-2-0KCo-MuppoIuanH-3-HIu e HME T | -8-
OKCO-5-THha- 1 -azaburukio[4.2.0]okT-2-eH-2-kapOoHOBasT KMCJIOTA

Macc-cniektp (ISP): 631.3 (M+H)"

UK-cnextp (KBr): 3431, 1768, 1679, 1610, 1505 cm™
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Crnenyromuii mpuMmep HUTIOCTPUPYET (papMareBTUUECKUE Ipenaparbl, COAEpIKallue
MPOM3BOIHBIE 1Ie(PaTIOCIOPHHA, TIOTYYaeMbIe IO HACTOSIIIEMY H300pETEHHIO.

pumep 30

[Tony4yenue amirys AJisi BHY TPUMBIIIEYHOTO BBEJICHUS:

JInodunmzar 1.0 r aKTUBHOTO MHTPEIUEHTA MOTy4ald OOBIYHBIM CITIOCOOOM M MTOMEIIAIIN
B amnyiy. CrepuibHas BoxHas ammyna conepxut 10 % mnponwienrnukons. Jo BBeneHus
ao¢unnzar odpadotan 2.5 mi1 2 % BOJHOIO pacTBOpa MMIPOXJIOPHUIA JINAOKAUHA.

B kadecTBe akTHMBHOTO HMHIPEAMEHTA MOXXET OBITH HCIIOJNB30BAaH OJMH U3 KOHEYHBIX
IPOIYKTOB, IOJYYEHHBIX COTJIACHO NMPHUBEICHHBIM BBIILIEC TPUMEPAM.

IIpumep 31

HcnpiTanusm ObUH HOI[BepFHyTBI coeuHeHusl 001en hopMyIIbL:
3

/o)% T O

COOH
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CoenuHeHue R? R3 CrepeoxuMuyecKast
KOH(Urypalys 3aMECTHTENS B
MOJ0KEHUH 3
A < H E-popma
B -CHz-CF3 H E-(bopMa
C -CH3-CF3 CH3 E-d)opMa
D -CH;-CF; —G E-popma
E —Q H Z-dpopma

1. TokcMYHOCTH

JIByXHE/ICIbHbIC HWCIBITAHUS TOKCUYHOCTH BHYTPHBCHHBIX WHBCKIMH, BBEICHHBIX
MYKCKHM 0c00siM KpbIc Wistar, ObIIH MPOBEIEHBI C UCIIOIb30BAHUEM 3asBICHHBIX COCIMHEHUI
A u B. IIpu 3Tom exxenHeBHO BBOIUMBIC 1036l cocTaBmiin 50, 150 u 500 mr/kr. Oba coequHCHUS
MOKa3aJdl XOPOIIYI TOJEPAaHTHOCTh MpU BcexX Mo3ax. KimHHuUeckue XMMHYECKHE MapaMeTphl,
TaKHMe Kak IJia3Ma MOYH M YPOBEHb KpEaTHHA B MOYE, OCTABAINCH B Tpeesiax (DU3HOIOTHICCKH
JOMYyCTUMBIX HOpM. [Ipu THCTONMATOIOTMYECKOM HCCIEAOBAHMWU IMOYEK HUKAKUX MPU3HAKOB
TOKCHUYECKOTO MOpaXeHUs1 00HApYKEHO HE OBLIO.

2. IlpotuBomukpoOHslii cnektp (MUK, mr/min) ans coenunennii C, D u E

C D E
S.aureus 6538 8 2 1
S aureus 734 MRSA 32 8 16
S.pyogenes B 15 <0.06 <0.06 5:0.06
S.pneumoniae Q19 <0.03 <0.06 0.25
S.agalactiac QK44 0.06 0.25 0.5
S.viridans group 016 0.12 0.25 2
E.faecalis 6 >32 8 16
L.monocytogenes BK23 16 16 >16
H.influenzae 1 <0.03 <0.06 1
M .catarrhalis RA21 16 >16 4
N.meningitidis 69480 <0.03 <0.06 nd
E.coli 25922 0.25 2 0.5
K.pneumoniae 0.5 2 0.5
E.cloacae 908Ssi 1 4 1
E.cloacae 908R 16 4 >32
C.freundii 902 0.25 4 0.5
C.freundii 43 4 4 32
P.mirabilis2117 <0.06 1 0.12
P.vulgaris 1028 0.25 1 1
M.morganii 6H-137 <0.06 1 0.12
S.marscescens 69438 1 4 nd
P.aeruginosa 27853 8 8 >32
X.maltophilia 1AC739 >32 >32 >32
Acinetobacter sp.51-156 >372 >32 >37
B.fragilis ATCC25285 8 16 nd
P.asaccharolyticus 29743 0.5 0.5 nd
C.difficile ZH1 32 16 nd

nd = UCIBITAHUSA HE MMPOBOAUIINCH

134




280

®Dopmya u300peTeHust
1. I[TpousBoaHbIe HedhatocnmoprHa ooIei Gopmybl:

H
ZTN\ (C\Hz)n
o 7
0/

N CH= N—~R?
COOH o (I)

2

B KoTopoii Z o3Hauaet rpyniny CH(X)NH,, rae X o3nauaer ¢eHui, win rpynmny

oRr’
yd

e
LN S
R? osmauaer Bomopon, okcH, Hu3mmi ankwi, Ci;-Cg IMKIOAIKWI, IPEANOYTHTEILHO
UUKJIONPONUIMETHSI, HU3MINKA QJIKOKCH, HHU3MIIM aJKEHWI, HU3LWNA aIKUHWI, apuia-Qm,
apaJIKOKCH WJIM TeTePOLMKINII, BHIOPAHHBIN M3 TPYyMIIbl, BKIIOYAIOMICH MUPUINI, MHUPA3HHUI,
M30KCA30JI1I, HeoOs3aTeNbHO 3aMEUICHHbIM HU3IIUM alKWJIOM NHpUMUAMHUI wumd 1,1-
JUOKCOTETParuApoTUEHN; npuueM Hu3mmi ankui, C;-Cs HUKIOANKWI, HU3LIMN aJIKOKCH,
HU3LINI aNKeHW, HU3UINI alKUHWI, apuJil, apajIKOKCH U TeTEPOLUKIINI MOTYT ObITh 3aMEIlEHBI,
[0 MEHbIIeH Mepe, OJHOW TpyNIOH, BHIOPaHHOW M3 psAAa, COAEpIKallero KapOOKCH, aMUHO,
HUTPO, LIUAHO, HU3LINH AJIKWJI, HU3IINM aJIKOKCH, OKCH U TaJIOreH;
R? npencrasuser coGoii  Bomopox, Husmmi ankmi, Cs;-Ce muknoankwi, R°CO-  wnm
C(R;C3)CO2R®, rue R’ sBnsiercs HusmmM ankmnoM, R u R® kax el He3aBUCHMO ApyT OT apyra
IPEACTABIIAIOT COOOM BOJOPO WM HM3IIMH aikui, u R, npeacrasiser co0Oi BOIOPOI WM
HUBIIIIHN aJIKUJI,
Q npexncrasinsier coboit -CO- wm SO,-;
m-0wumm 1,
n-0.1 wm 2,
a TaKXke UX JIETKOTHAPOJIM3YEMBbI€ CIIOKHBIE 3(PUPHI, (apMalleBTUYECKU MPHEMIIEMBIE COJH
YKa3aHHBIX COCTUHEHUH U THIIPAThI COSTUHEHUH POpMyIbI [, UX CIIOXKHBIX F3(UPOB U COJICH.
2. Coenunenus 1o 11. 1, umeronue 3amecturens Cs B E-dbopme
Z E\
(
0 0,}‘_ N—~ER?

CO0H o (I a),
rae R? - ne sBisercsa apunom - Q, rae Q npencrasisger codoii rpymmnsr CO- wmm -SO»-, a Takke
UX JIETKOTHPOJIN3YEMBIE CI0KHBIE 3(UpPBI, (hapMaleBTUUECKU PUEMIIEMBIE COJIM YIOMSHYTBIX
COEMHEHUH U TUApaThl COEAUHEHUH POpMYJIbI 1, X CIIOKHBIX 3(UPOB U COJIEH.

3. Coenunenus 1o 1. 1, umeromue 3amecturens C; B Z-popme
H
z

\"/N\

)
7

Ib),

rae Z, R> u n UMEIOT 3HAa4eHHMs, ONPENECICHHBIE B M. 1, a TakkKe MX JIETKOTUIPOJIN3YEMBIE
cloHble 3GUpbI, (hapMalleBTUUECKU MPUEMIIEMbIE CONU YKa3aHHBIX COCAMHEHUN U TUAPATHI
coequHeHHH GOopMyIIBI I, UX CITOKHBIX 3(UPOB U COJICH.
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4. CoenuHeHus 1o Jrodomy u3 mi.1-3, B KOTOpoM Z npecTaBisieT co0oi Tpymmy

OR?
7

A3
A
R? saBmgerca  ¢enwmnoM, 4-meroxcupenwaoM, 2,2, 2-TpudTopdTHiIOM,  2-(GTOPITHIOM,
UMKJIONPONUIIOM, 3-MUPUAUHUIOM, AJUTWIOM, LMAHOMETHJIOM, LMKJIONPONWIMETHIIOM, 2-
MIPONUHWIOM U 2-TTUPA3UHUIIOM.

5. Coenunenue no .4, npeacrasistoiiee codoit [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amun0-4-
THa30J111 )(OKCHMMHHO )alle TUJI |-aMUHO | -3-[ [ 1 -IUKI0TIpOnHII-2-0KCO-3-TTU PP OJTH IMHIITHIEH |
MeTui1| -8-0kco-5-Tua-1 a3a6I/IHI/IKJ'IO[4 2. O]OKT-2 €H-2-KapOOHOBYIO KUCIOTY (POPMYJIBL:

—</J)'T“”

a Takke ee (apMaleBTUUYECKH MPUEMIIEMbIE COJM U TUIAPAThl YKAa3aHHOI'O COEIUMHEHHS] U €ro
COJIEH.

6. Coenqunenue 1o 1. 4, npeacrasisitomiee coooit [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuno0-4-
THA30JI1I ) (OKCUUMUHO )alleTHI |-aMUHO |-3-[ [ 1-(2-pTopaThi)-2-0Kco-3-MUpPOTUAUHUIHICH |
MeTu1|-8-0Kco-5-Tra- 1 -a3abunukino[4.2.0]okT-2-eH-2-kapOOHOBYIO KUCIOTY (POPMYJIBL:

_OH

N
/Nr“\'(lm
NH —-< | CHF
TN ° 4 N N~
Co,H I

a Takxke ee (papMmaleBTUUYECKHU NpPUEMIIEMbIE COJIM M THJPAThl YKa3aHHOTO COCIMHEHMS U €ro
coJen.

7. Coenunenue mo 1. 4, npencrasisitomiee coooit [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amun0-4-
THA30JI1) (OKCMMMMHO) aneTtui] -amuHo|-3-[[1-(2,2,2-Tpudropatui)-2-0kco-3-nuppoauinHu-
nueH| MeTun |-8-okco-5-Tua- 1-a3abunmkino[4.2.0]okT-2-eH-2-KapOOHOBYIO KUCIOTY (hOPMYIIbI:

_OH

N
N HN
XY

a Takke ee (apMalleBTUUYECKH MPUEMIIEMbIE CONM U THAPATHl YKA3aHHOTO COEIUHEHHS U €ro
COJIEH.

8. Coenuuenue 1o 11. 4, npencrasisitoniee codoit [6R-13(E), 6a, 7B(Z2)]]-7-[[(2-amuHO-4-
THA30JI1I ) (OKCHUMUHO )alleTHII |-aMHUHO |-3-[ [ 2-0Kc0- 1 -(heHMIT-3-MUPpONTU TUHIITAICH |[METU | -
OKCO-5 -THa-1-azabunmkio [4.2.0] 0KT-2 eH-2 -KapOOHOBYIO KHCIIOTY (POPMYIIBI:

W ]/UTHN\EQ\/Q O

a Takke ee (papMaleBTUYECKHA NPUEMIIEMBIC COJIM M THIPAThI YKa3aHHOTO COCJAWHEHHS U €Tro
COJIEH.

9. Coenunenue 1o 1. 4, npeacrapisitomiee coooit [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuH0-4-
THA30JTAI ) (OKCHUMUHO )alle THT |-aMUHO |-3-[ [ 1 -(4-MeTokcud enmn)-2-okco-3-
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MUPPOTUINHUIINIEH |MeTHI |-8-0KCc0-5-Tna- 1 -a3abunukino[4.2.0]okT-2-eH-2-kapOOHOBYIO

KHUCIIOTY (POPMYJIBI:
O
N. HN
NH,-—</ |
;] o O/ N N—< >—ocn,
CoH 3

a Takke ee (papMaleBTUYECKH MPUEMIIEMBIE COJNIM M THIPAThl YKa3aHHOTO COEIWHEHHS U €ro
COJIEH.

10. Coemunenwue 1o 1. 4, npencrasistomiee codoit [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-
4-tra30511)( OKCMMMHUHO )alle THJI |-aMUHO |-8-0Kc0-3-[ [ 2-0kco- 1 -(3-mupuauHmI) - 3-ITUppoIIH-
JUHWINJEH |-MeTui |-5-Tua- 1 -a3abunmkiio[4.2.0]okT-2-eH-2-KapOOHOBYIO KUCIOTY (hOPMYIIbI:

N/OH
N: HN
7
““z—@l‘f ):Q\,Q_@
COoH o

a Takke ee (GapMaleBTUYCCKH MPUEMIIEMBIE COJIM U THIPATHI YKA3aHHOTO COCIUHEHHS W €ro
COJIEH.

11. Coenunenue o 1. 4, npeacrasiustomniee codoit [6R-[3(E), 6a, 7p(Z)]]-3-[[ 1 -ammmn-2-
OKCO-3-TIUPPOTUANHIIHICH |-MeTh |- 7-[ [ (2-amuHO-4-THa30Mi1)  (OKCHMMHHO )alleTHJI |-aMHHO |-
8-0kco-5-tna- 1-a3zabunmkiio[4.2.0]okT-2-eH-2-KapOOHOBYO KUCIOTY (DOPMYIIBL:

N,OH
/N)J‘TmN
iR = UeNy
CO;H a

a Takke ee (apMalleBTUUYECKH MPUEMIIEMbIE CONM U THAPATHl YKAa3aHHOTO COEIUHEHHS U €ro
COJIEH.

12. Coequnenue no 1. 4, npeacrasisroniee codoit [6R-[3(E), 6a, 7B(Z2)]]-7-[[(2-amunO-
4-1a30711I1)( OKCUMMUHO )alle T |-aMUHO |-3-[ [ 1 -IlmaHOMEe THII-2-0KCO-3-ITUPPOIU IUHUTUCH |
MeTui] - 8 -0Kco - 5 -Tha-1-a3abunmkino[4.2.0]okT-2-eH-2-KapOOHOBYIO KUCTIOTY (hOPMYJIBIL:

N/-Dl‘l
HNs
4 CH
m’%ﬁ e ch'&

CoH 0
a Takke ee (apMalleBTUUYECKH MPUEMIIEMbIE COJM U TUAPATHl YKAa3aHHOTO COEIUHEHHS] U €ro
COJIEH.
13. Coenunenne 1o 1. 4, npeacrasisitoniee codoit [6R-[3(E), 6a, 7B(Z)]]-7- [[(2-amuHO-
4-trnazonun)  (OKCMMMHHO)  aneTwi| -amuHo| -3-  [[l-UMKIONpONUIMETHI-2-0KCO-3-
MAPPOTUANHIIIAICH [METHI |-8-0KC0-5-THa- 1 -a3abunmkino[4.2.0]okT-2-eH-2-KapOOHOBYO

KUCIIOTY (OpMYJIBL:
N,ﬂH
Hia,
N, —( EI)LH' —
s °© N, A

CO;H o

a Takxke ee (papmaleBTUUYECKU NMPUEMIIEMBbIE COJIM M THIPATHl YKa3aHHOTO COCIAWHEHHS U €ro
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COJIEH.
14. Coenunenue no 1. 4, npenacrasisitomiee codoit [6R- [3(E), 60,7B(Z)]]-7-[[(2-amuHO-
4-tnazonun) (OKCMUMHUHO) ametun]| -aMuHO| -8-0okco-3- [[2-okco-1-(2-mpomuHmin) -3-

MAPPOTUANHIIIAICH [MeTHI |-5-THa- 1 -a3aburnkino[4.2.0]okT-2-eH-2-KapOOHOBYO KHUCJIOTY
bopmybL:
HNa
CH
o GJ_ N~
COH 0

a Takxke ee (papmaleBTUUECKU NpPUEMIIEMBbIE COJM M THJPAThl YKa3aHHOTO COEJWHEHHS U €ro
coJe.

15. Coenunenue no m. 4, npenacrasistoniee codoit [6R-[3(E), 6a, 7B(Z)]]-7-[[(2-amuHO-
4-Ttrazonui)(0KCUMMHUHO )alleTHII |-aMUHO |-8-0Kkc0-3-[[2-0kco- 1 -(2-nupa3uHui)-3-nuppoauam-
HWINACH| MeTu|-5-Tna- 1-a3abunukino[4.2.0]okT-2-eH-2-KapOOHOBYIO KUCIOTY (POPMYJIbL:

o
N HNay,
4
R PEOS Ny

CoO.H 0

a Takke ee (apMaleBTUUYECKH MPUEMIIEMbIE CONM U TUIAPATHI YKAa3aHHOTO COEIWHEHHS U €ro
COJIEH.

16. Coequnenus o . 1, B KoTopbix n paBHo 0.

17. Coenunenus no 1. 1, B koTopbix R, mpexacrasmisieT coboit apun - Q, rae Q sBisercs -
CO- nmu —SO,-.

18. Coeaunenus no 1. 1, B kotopbix R, mpencrasiser co0oil 2-mponuHMII, IMaHOMETHII,
UAHOATUIT WM MUKJIONPOMUIMETHI.

19. Coenunenus no n. 1, B kotopbix R, mpencrasiser codoi 6-MeTOKEUNTUPUANH-3-1JI,
5-MeTUIn30KCca30d1-3-ui win 1,1-auokcoTeTparuipoTueH-3-1l.

20. Coemgmuenuss mo mobOomy w3 mm. 1-19, obnamaronme MTPOTHBOMUKPOOHOI
aKTUBHOCTBIO M TpEJAHA3HAUEHHBbIE JUIS JICYCHUS U TPOPUIAKTHUKY HHQPEKINOHHBIX
3a0o0JieBaHuUM.

CocTaBUTENH ONUCAHUS Huxudoposa M./I.
OTBETCTBEHHBIH 3a BBIMYCK Apunos C.K.

Keipreisnarent, 720021, r.bumkexk, yi. MockoBckast, 62, ten. (312) 68 08 19, 68 16 41, dakc (312) 68 17 03
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