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Xl, X?uXx? KaXxJIpIi TipeacTasiser cobort CH uam, anbTepHaTUBHO, OJIMH U3 Xl, X2 uXx?

MOJKET JIOTIOJTHUTEIBHO MPEACTABIATh COOOM aTOM a30Ta;
N U p KOKIbIM HE3ABUCUMO TIpeAcTaBiseT codori 0 umm 1;
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R! mpeacrasnser co6oit aTOM ranoreHa 160 METHIbHYIO WX METOKCHTPYIIILY;

R? npencrasisier coGoi -CO,CHj;, aTOM rajioreHa Wiv METUIbHYIO I'PYIITY, BO3MOKHO
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3aMEIIEHHYI0 TUAPOKCUIBHOMN TPYIIION UK TPYIIION -NR'R?;

R npencrasmsier coboit atom Bogopoaa, i R*® npencrasmsier coboit aTom Bogoposa
i ¢ropa;

R* npezacrasiser coooit -C(O)CH,OH wnnu —C(O)—Y—CH2R9;

R> 1 RS BMecTe ¢ aTOMaMK yrieposia, K KOTOPBIM OHH IPUCOEMHEHbI, 06pa3yrorT 1,3-
JTMOKCOJIAHUIBbHYIO TPYIIITY, KOTOPasi BO3MOXHO 3aMeIlleHa [0 MEHbIIIEH Mepe OJJHUM
3amectuTeneM, BbIOpaHHbIM U3 Ci-Ciankuna u C3-CgMKIIOANIKUIA;

R’ uR?® KaXblii HE3aBUCUMO TIpeCTaBiIsieT cobol aToM Bogopoaa iaubo C-
C3aJ'IKI/IJ'IBHy10 i C;-C3ruipOKCUATIKUIBHYIO TPYIIITY, WK

R u R® Bmecre ¢ aTromom azora, k KOTOPOMY OHHM IIPUCOEIMHEHBI, 00pa3yroT 3-8-
YJICHHOE HACBIIIEHHOE UJIM YaCTUYHO HACBIIIIEHHOE TEeTEPOIMKINIECKOE KOJIBI[0, BO3MOYKHO
cojiepKalliee TOMOJTHUTEIBHYIO KOIBIEBYIO TeTepOorpymiy, BeIOpaHHyIo U3 a30t1a, S(0),, u
KHUCIIOPO/Ia, T/I€ TeTEPOLMKINYECKOE KOJIbIO BO3MOKHO 3aMEIIIEHO MO MEHbIIIEH Mepe OTHUM
3aMecTuTeneM, BbIOpaHHbIM U3 runpokcuna, Ci-Ciankuna u C-C3ruapokcuaikuia;

m pageH 0, 1 unm 2;

Y npeacraBiseT coOOM aTOM KUCIOPOa Wik cepbl MO0 rpymmy >NH; u

R’ npeicrapisier co6oit aTOM BOIOPO/IA MM TATIOTeHA TG0 METHIBHYIO HITH
LMAHOTPYIIIY; WU
ero (apManeBTUIECKU prueMiieMas Collb.

2. Coenunenue 1o 1.1, rae Xl, X2 u X3 kaxslit npeacrasisier coboit CH.

3. Coenunenwue no 1.1, rae n paBeH 1, u R! MpeacTaBisieT coOOM aTOM rajoreHa.

4. CoenHenue 1o 1.1, Te p paseH 1, 1 R? npeacrasiser co6oit METHIBHYIO TPYIIIY,
BO3MOXHO 3aMEIIEHHYIO TUIPOKCUIIBHOU TPYIIION WK TPYIIION -NR'RS.

5. Coemuuenue 110 11.1, Tie R* npencrasnser co6oit -C(0O)CH,OH.

6. Coemuuenye 1o 1.1, roe R npeacrasisier coooit -C(0)-S-CH,CN.

7. Coenubenue 110 1.1, roe R’ u R Bmecre ¢ aToMamu YIIIepoaa, K KOTOPbIM OHU
MPUCOEAUHEHBI, 00pa3yioT 1,3-IMOKCOIAHUIIBHYIO TPYIITY, KOTOpas 3aMellleHa OJTHOM WU
nByMms C;-C;alKUIbHBIMU IPYIIIIAMM.

8. Coenunenue 110 1.1, rae R” u R® kaxplit HesaBrcnMO npeacTaBiseT coboit aToM
Bojopoaa nub6o C;-CsankunbHyto uim C;-C3THIPOKCUAIKUIBHYIO TPYIITY.

9. Coemuuenue 110 11.1, rae R u R® BMecte ¢ aToMoM a30Ta, k KOTOpOMy OHH
MIPUCOEAUHEHBI, 00Pa3yIOT 5-6-UJIEHHOE HACBIIIIEHHOE TeTEPOIMKINIECKOE KOJIBIIO,
BO3MOXKHO COAeprKalllee TOTOTHUTEIbHYIO KOJIBIEBYIO T€TEPOTPYIIIY, BHIOPAHHYIO U3
azora, S(O),, ¥ KUCIIOpoAa, T/i€ F€TEPOLMKINUECKOE KOJIBLIO BO3MOXHO 3aMEILEHO 10
MEHBIIIEH MEPE OJTHUM 3aMECTUTEIIEM, BBIOPAHHBIM U3 THIPOKCHIIA, METUJIA U
TUIPOKCUMETHIIA.

10. CoenmuHenue 1o 1.1, mpeacTaBiIsroIee CoOOM:

1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-[4-bTop-3-(MOopdomH-4-unmeTrin)heHu|-5-
ruIpoKcu-4a,6a-qumeTuit-8-miponun-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-nogekaruapol1,3]
muokcouo[3',4'luuknonenta-[1',2":5,6|JnadTo[1,2-fluraazon-6b(1H)-un]-2-ruapokcusTaHOH;

1-(4aR,4bS,5S,6aS,6bS,8S,9aR,10aS,10bS)-1-[4-pTop-3-(MopdoauH-4-unme T ) peHu]-5-
TUApPOKCcU-4a,6a-1uMeTnn-8-mponui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-nogexaruapol1,3]
muokcoo[3',4'luukionenra-[1',2":5,6Juadro[ 1,2-flunmazon-6b(1 H)-ni]-2-rugpoKcUITaHOH;

1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-[4-pTop-3-(MuppoauanH- 1 -uiMe v ) heHUI |-
S-runpokcu-4a,6a-numeruii-8-nponui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-nogekaruapo( 1,3]
nuokcouo|3',4'luukinonenta-[1',2":5,6|JnadTo[ 1-fluraazon-6b(1H)-un]-2-ruapokcu3aTaHOH;

1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-{4-pTop-3-[(4-MeTUIIIMITIEpA3HH- | -UIT)METHII |
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(benun }-5-ruapoxcu-4a,6a-mumMeTni-8-mponun-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
nonexkaruapo[1,3]amokcono[3',4'liuknonenTa-[1',2":5,6]Jnadro[1,2-flurgazon-6b(1H)-mm]-2-
TUAPOKCUITAHOH;
1-[(4aR,4bS,5S,6aS,6bS,8S,9aR,10aS,10bS)-1-{4-bTop-3-[(4-MeTUITIUTIEPA3HH- | -UT)METHIT |
(dhenun }-5-runpokcu-4a,6a-guMeTni-8-npomnun-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
noaekaruapol 1,3]mokcomno(3',4' limknonenTa-[1',2":5,6Jnadro[ 1,2-flurgazon-6b(1 H)-u]-2-
TUAPOKCUITAHOH;
1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-{ 3-[ (mmaTHIaMuHO )MeTHN |-4-pTOpdheHun } -5-
TUapoKcu-4a,6a-nuMeTui-8-mponui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-goaekaruapo[ 1,3]
nuokcouo|3',4' luuknonenTa[1',2":5,6JHadTo[1,2-flunnazon-6b(1 H)-ui]-2-rugipokc3TaHOH;
1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-[4-dpTop-3-(THOMOpDONTMH-4-
uiMeTu)heHun |-5-runpokcu-4a,6a-muMeTiiI-8-mponui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
nonexkaruapo[1,3]amokcono[3',4' liuknonenTal1',2":5,6JnadTo[ 1,2-flunmazon-6b(1H)-un]-2-
TUAPOKCUITAHOH;
1-[(4aR,4bS,5S,6aS,6bS,8S,9aR,10aS,10bS)-1-[4-pTop-3-(THOMO P ONMMH-4-
WIMETHI)(PEHWI|-5-TUIpOKCcH-4a,6a-TUMe THIT-8-Tiporui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
noaekarunapol1,3]moxcomno(3',4' liuknonenTal1',2":5,6Juadro[1,2-flunmazon-6b(1H)-mm]-2-
TUAPOKCUITAHOH;
1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-{4-pTop-3-[(4-rUAPOKCUTTHIIC PUIUH- | -
uin)MeTun|geHun }-5-ruapokcu-4a,6a-muMeTrin-8-nponui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
nonexkaruapo[1,3]amokcono[3',4'luuknonenTa-[1',2":5,6]Jnadro[1,2-flurgazon-6b(1H)-mm]-2-
TUIPOKCUITAHOH;
1-[(4aR,4bS,5S,6aS,6bS,85,9aR,10aS,10bS)-1-{4-pTop-3-[(4-TUAPOKCUTTUIIEPUINH- | -
uin)MeTun|geHun }-5-ruapokcu-4a,6a-muMmeTnin-8-nponui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
noaekarunapol1,3]mokcomno[3',4' luxnonenTa-[1',2":5,6Jaadro[ 1,2-flurmazon-6b(1 H)-wu]-2-
TUAPOKCUITAHOH;
1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-(4-pTop-3-{[(3-TUAPOKCUTIPOITUI )aAMHUHO |
MeTuI } heHUIT)-5-TUIpOKCcH-4a,6a-TuMeTHIT-8-TTporni-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
nmoaekaruapol 1,3]mokcomno[3',4' luknonenTa-[1',2":5,6Jaadrol[ 1,2-flurmazon-6b(1 H)-wu]-2-
TUIPOKCUITAHOH;
1-[(4aR,4bS,5S,6aS,6b8S,8S,9aR,10aS,10bS)-1-(4-brop-3-{ [(3-THAPOKCUIIPOTIHIT)AMUHO |
MeTUJ } peHUN )-5-TUIPOKCU-4a,6a-TuMeThI-8-mponun-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
nonexkaruapo[1,3]mmokcono[3',4'liuknonenTa-[1',2":5,6]Jnadro[1,2-flurgazon-6b(1 H)-mm]-2-
TUIPOKCUITAHOH;
1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-(4-pTop-3-{[4-
(TUAPOKCUMETHIT) TUTIEPUINH- | -UiT|MeTHII } heHUT)-5-TuapoKcu-4a,6a- TMMeTHII-8-TTPOTIHII-
4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-goaekaruapo[1,3]amokcono[3',4' luukimonenra[1',2":5,6]
HadTo[1,2-flunnazon-6b(1H)-un]-2-rugApoKCUITaHOH;
1-[(4aR,4bS,5S,6aS,6bS,8S,9aR,10aS,10bS)-1-(4-pTop-3-{[4-
(TUAPOKCUMETHIT) TUITePUINH- | -Ui1|MeTHIT } heHUIT)-5-rTuapoKcu-4a,6a- TMMeTHII-8-TTPOTIHII-
4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-noaexaruapol1,3]auokcoino[3',4'Tunknonenra[1',2":5,6]
HadTo[1,2-flunazon-6b(1H)-mi]-2-TuapOKCUITAHOH;
1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-(4-pTop-3-{[(2-THAPOKCUITHUIT)AMHHO |
MeTu } heHUIT)-5-TUIpOKCH-4a,6a-TuMeTHIT-8-TIporni-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
nmoaekarunapol 1,3]mokcomno[3',4' luknonenTa-[1',2":5,6Jaadrol[ 1,2-flurmazon-6b(1 H)-wu]-2-
TUIPOKCUITAHOH;
1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-[4-bTop-3-(ruapoxcumeTuin)heHunm]-5-
TUApoKcu-4a,6a-nuMeTui-8-mponui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-goaekaruapo[ 1,3]
nuokcouo[3',4'luuknonenta-[1',2":5,6|Juadro[1,2-fluraazon-6b(1 H)-un]-2-rugpoKkcu3TaHOH;
1-[(4aR,4bS,5S,6aS,6bS,8S,9aR,10aS,10bS)-1-[4-bTop-3-(ruapoxcumeTn)peHumn]-5-
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TUIpoKcu-4a,6a-qumeTuit-8-miponun-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-nogekaruapol1,3]
muokcouo[3',4'luuknonenta-[1',2":5,6|JnadTo[1,2-flurgazon-6b(1H)-un]-2-ruapoKkcusTaHOH;
1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-(4-pTopdenunn)-5-ruapokcu-4a,6a-
IMMeTuI-8-mponui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-noaexaruapol1,3]anokcosno[3',4']
mukionenTa[l',2":5,6Juadro[1,2-fluraazon-6b(1H)-ui]-2-ruapoKcU3ITaHOH;
1-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-1-(4-pTopdennn)-S5-ruapokrcu-4a,6a-
IMMeTuI-8-mponui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-noaexaruapol1,3]anokcosno[3',4']
mukitonenTal1',2":5,6Jnadrol1,2-flunmazon-6b(1H)-ui]-2-ruapokCU3TaHOH;
1-[(4aR,4bS,5S,6aS,6bS,9aR,10aS,10bS)-1-(4-pTopdennn)-5-ruagpokcu-4a,6a,8,8-
TeTpametni-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-ngoaexkaruapol 1,3]anokcono[3',4"]
mukitonenTal1',2":5,6Jnadrol1,2-flunmazon-6b(1H)-ui]-2-ruapokCU3TaHOH;
1-[(4aR,4bS,5S,6aS,6bS,9aR,10aS,10bS)-1-[4-pTop-3-(runpokcumeTwin)heHu]-5-
ruapokcu-4a,6a,8,8-rerpameruin-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-noaexaruapol1,3]
muokcoso[3',4'luukionenra-[1',2":5,6Juadro[ 1,2-flunmazon-6b(1 H)-ni]-2-rugpoKcU3ITaHOH;
MeThI-2-prop-5-[(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS, 10bS)-6b-rIuKOI0MI-5-THAPOKCH-
4a,6a-mumeTuin-8-nponui-4a,4b,5,6,6a,6b,9a,10,10a,10b,11,12-nonexaruapo|1,3]
mokcono[3',4'Tuukmonental1',2":5,6]Juadro[ 1,2-flurmazon-1(4H)-un|6enzoar;
MeThI-2-prop-5-[(4aR,4bS,5S,6aS,6bS,8S,9aR,10aS,10bS)-6b-TTMKOTOMIT-5-THIPOKCH-
4a,6a-gumeTtni-8-nponui-4a,4b,5,6,6a,6b,9a,10,10a,10b,11,12-gonexaruapol 1,3]auoxconno
[3".4'TuuknonenTal 1',2":5,6]nad o[ 1,2-fluraazon-1(4H)-un]6en3oar;
1-[(4aR,4bS,5S,6aS,6bS,9aR,10aS,10bS)-1-(4-pTopdennn)-5-ruagpokcu-4a,6a,8,8-
TeTpametnin-4,4a,4b,5,6,6a,9a,10,10a,10b-nexaruapo| 1,3 nuokcomno[3',4' uuknonenTall',2":5,6]
HadTol[1,2-flurmazon-6b(1H)-u]-2-rugpoKcu3ITaHOH;
(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-6b-(1maHoMe TUIITHOKAPOOHMIT)- 1 -(4-
dbropdennn)-5-runpokcu-4a,6a-1uMeTuiI-8-mponui-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
noaekaruapol1,3]mokcomno[3' 4" luknonenTa[1',2":5,6Juadro[1,2-flungazour;
(4aR,4bS,5S,6aS,6bS,9aR,10aS,10bS)-6b-(uaHoMeTUITHOKAPOOHMI)- 1 -(4-pTopdenn)-5-
ruapokcu-4a,6a,8,8-rerpamerunii-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-nonexarunpo( 1,3]
mokcono[3',4'luukonenrall',2";5,6Jnadrol 1,2-flurmazon; wmm
(4aR,4bS,5S,6aS,6bS,8R,9aR,10aS,10bS)-8-1MKI0reKCHIT-6b-(IIMaHOMETUITHOKAPOOHMI)-
1-(4-pTopdennn)-5-ruapokcu-4a,6a-numernin-4,4a,4b,5,6,6a,9a,10,10a,10b,11,12-
noaexkaruapo[1,3]mmokcono[3',4'lnuknonenTa-[1',2":5,6|Jnadro[1,2-flurgazomn;
WM ero (papManeBTUYECKH IIpUeMIIeMast COJTb.
11. Cnoco6 nonyueHust coequHenus: hopmyisl (1) umum ero hapmaneBTUIECKU
MIPUEMJIEMOM COJIM 1O II. |, BKITFOUAIOIINN B3auMoaecTBUe coeaquaeHus popmyibl (11)

cH, R*
HO R®
HO CH, | »
RG
[P Ly L
R-Sb H
/
0
: (II)
RBa

riue R3a, R3b, R4, R’ u R® spsiores TaKUMHU, KakK onpeseneHo B popmymne (I), ¢
coenuHeHueM Gopmyitbl (II1) UM ero coabio MPUCOSAMHEHMS KUCITOTBI

NH-NH,
(R1) SEN

-\-T- 4 b IRY

A“\\Xa,ﬁ VRS (III)
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rJIe n, p, Rl, R2, Xl, X2 u X3 sBnsores TaKUMH, Kak orpeerneHo B popmyite (1), u
BO3MOXHO I10CJI€ 3TOr0 MPOBEIEHUE OJTHOTO UM OOJIee UeM OAHOIO U3 CIIEAYIOIINX
JIEVCTBUI:

npeBpartieHue coequHerus popmyisl (I) B apyroe coequnenue hpopmysl (1);

yIaJIeHUE JIFOObIX 3aLUTHBIX TPYIIIL;

obpaszoBaHue (hapMaLEBTUIECKU TPUEMIIEMOM COJIH.

12. dapMarneBTHYECKasT KOMITO3UIMS, cofiepkaras coeaquaenue opmydsl (I) mo mrod6omMy
u3 1. 1-10 wu ero ¢papmaneBTUUECKH MTPUEMIIEMYIO COJIb COBMECTHO € (hapMaleBTUYECKU
MPUEMJIEMBIM aBIOBAHTOM, pa30aBUTEIEM UM HOCUTEIIEM.

13. Coeaunenue popmysl (I) mo mro6omy u3 1. 1-10 umm ero papmManeBTUYECKU
npuemsieMas CoJib JJIsl TPUMEHEHUSI B JICUEHUU aCTMbl, XPOHUUECKOWU OOCTPYKTUBHOM
00JIe3HM JIETKUX UJIM aJUIEPrUYecKOT0 pUHUTA.

14. TTpumenenue coemuuenus popmyisl (I) mo modomy U3 1. 1-10 umm ero
(hapmaneBTUYECKH TPUEMJIIEMOI COJTU B TTPOU3BOJICTBE JIEKAPCTBEHHOTO CPENICTBA IS
IIPYMEHEHUS B JICYEHUU aCTMbl, XPOHUYECKON OOCTPYKTUBHOMN OOJIE3HU JIETKUX UITU
AJUIEPTAYECKOTO PUHUTA.

15. Kombunanust coequnenust popmyisl (I) mo nmodomy u3 nm.1-10 wim ero
(hapmaneBTUYECKU MTPUEMIIEMOM COJIM U OJTHOTO WM 00Jiee YeM OTHOTO areHTa, He3aBUCUMO
BBIOPAHHOTO U3:

HECTEPOUIHOI O ATOHUCTA TIIOKOKOPTUKOUIHBIX PELEITOPOB;

CEJIEKTUBHOI'O aroHUcTa f3,-aApeHopeLenTopa;

uHTHOUTOpa hochoaUICTepa3HI;

MHTUOUTOPA MPOTEa3hl;

CIIOKOKOPTUKOUIA;

AHTUXOJIMHEPTUUECKOTO areHTa;

MoayJiaTopa GYHKIUM PELETOPOB XEMOKHUHOB; U

UHTUOUTOpA (DYHKIMU KUHA3BI.

Ctp.: 5

ny
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