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(57) 1. Cnonyka dopmynu:
X2

R1 Ta Ry, koxHWIA, He3anexHo Bubpani 3 H, C(=O)R’,
Ci-Cigankiny, Co-CigankeHriny, C,-CigankiHiny abo
apuny, KOXXHUIN 3 SKUX, HE3amnexHo, Moxe OyTu 3ami-
LeHMn ogHMM abo Ginblue 3amicHMkamu, BUOpaHUMK
3 rpynu, wo Bkmvae OH, OR’, SH, SR’, SOR,
SO2R’, NO2, NH2, NHR’, N(R’)2, NHC(O)R’, CN, rano-
red, =0, 3amilleHnit abo HesamiweHun Ci-Cigankin,
3amilleHnn abo HesamiweHun Co-CigankeHin, 3ami-
weHun abo HesamiweHunn C,-CigankiHin, samiweHui
abo HesamilieHun apun i 3amiweHnn abo Hesamille-
HWU reTepoapurt;

KoxHa 3 R’-rpyn HesanexHo BubGpaHa 3 rpynu, Lo
cknagaetbea 3 H; OH; NO2; NHy; SH; CN; ranoreny;
=0; C(=0)H; C(=0)CHs; CO,H; abo C1-Cigankiny, Cy-
CisankeHiny, C,-CisankiHiny, KOXHWI 3 sIKMX, He3a-
NexHo, Moxe OyTu 3amiweHun ogHum abo Ginblie
3aMicHMKamu, BUGpaHMMKM 3 Tpynu, WO CKNaaaeTbcs 3
ranoreHy, uiaHo, rigpokcu, HiTpo, asunpo; Cs-
CesankaHoiny, kapbokcamigo, Ci-Cirankiny, Co-
CioankeHiny, C,-Cyrankininy, apunokeu, Ci-
Cizankoken, Ci-CrrankinTio, Ci-CizankincynbdiHiny,
C1-Cr2ankincynb@oHiny, kapbounkiyHoro apuny, LWo

mMae 6 abo O6inbwe aromiB Byrneuto, i ap-Ci-
Cizankiny; abo R’ moxe aBnATU co600 He3aMileHun
apwun;

Xz siBnsie coboro OX; abo N(X1)2, Ae KOXHUIA Xi He-
3anexHo aense coboto H, C(=0)R’, ne R’ mae Buwe-
BKasaHi 3HaudeHHsi, Cy-CigankeHin, C,-CigankiHin,
apun, C;-Cirankokcu, reTepouuknin, KOXHUA 3 SKKX,
He3anexHo, Moxe OyTu 3amilleHun ogHuM abo 6i-
nblUe 3aMiCHUKaMu, BUBpaHNMKM 3 rpynu, Lo BKMYaEe
OH, OR’, SH, SR’, SOR’, SO;R’, NO,, NH,, NHR’,
N(R’)2, NHC(O)R’, CN, ranoreH, =0, 3amiweHuin abo
He3amiweHun C;-Cigankin, 3amiwieHnn abo Hesami-
weHun C,-CigankeHin, 3amilwleHmin abo HesamilleHun
C,-CigankiHin, 3amiweHnin abo HesamilweHun apun i
3amiweHni abo HesamiwleHun retepoapun; abo Xi
AaBnsAe coboto HesamiweHun Ci-Cigankin; abo asi Xi-
rpynv pasom MOXYTb YTBOPIHOBaTU LMKITIYHUA 3aMic-
HWK Ha aTomi asoTty, abo X; siBnsie coboto SO,CHs,
konmn X siBnsie coboto OXi, abo N(X1), saBnsie coboto
NHCO-C;-C1,ankinCOOH, NH6ioTnH, NH(aa)y, oe aa
03Ha4ae aMiHOKMCMOTHUI aumn i y gopisHioe 1, 2 abo
3, HeobOB'A3KOBO 3 aMigHOK KIHLEBOK rpynow, 3a-
XULLLEHUI NHCOCH(NH2)CH,SH, NHCO-C,-
Ci2ankeHinapun, 3amiwenun CF3;, abo M-MeTOKCK-
kapOoHin6eH30inNH; oe N(X1)2 He o3Hauyae NHy;

X3 Bubpanui 3 OR;, ge R; mae BulieBkasaHi 3Ha-
yeHHsi, CN, (=0) abo H;

X4 aBNsie coboto -H abo C;-Cig ankin; i

Xs BubpaHui 3 H abo R;, ge Ri mae BuLieBka3saHi
3HAYEHHS;

i Ae BKa3aHi retepoapuribHi rpynu MIiCTATb O4WH, ABa
abo Tpu retepoatomu, Bubpati 3 atomie N, O abo S;
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BKa3aHi reTepouMKIiYHI rpynn MicTATb 0auH, ABa abo
Tpu retepoatomu, Bubpati 3 atomie N, O abo S; Bka-
3aHi kapOoLUKMiYHi apunbHi rpynu MictaTe 1-3 okpe-
MUX abo KOHAEHCOBaHMX UMKMIB 1 6-18 ByrneueBux
aToMiB Kinbugs;

32 BMHATKOM CMOJYK HAaCTYMHUX hopmMyn:

COzAlFL CHy

AN i cN i

2. Cnonyka 3a n.1, ge R; aBnse cobotro C(=O)R’, ge
R’ aBnse coboio H abo HesamiweHun C;i-Cigankin,
abo C;-Cigankin, 3amiweHnin ogHum abo Ginblue 3a-
MiCHMKamMK, BUOpaHMMK 3 TPynu, WO CKMagaeTbcs 3
ranoreHy, uiaHo, rigpokcu, HiTpo, asmpo; C;-
CsankaHoiny, kapbokcamigo, Ci-Cioankiny, Co-
CizankeHiny, C,-Crankininy, apunokeu, C:-
Cicankoken, Ci-CrrankinTtio, Ci-CiankincynbiHiny,
C1-CroankincynbdoHiny, kapboumkniyHoro apuny, Wwo
Mae 6 abo binbLue aTomiB ByrneLto, i apankiny.
3. Cnonyka 3a n.2, ae R; aBnse coboto aueTtun.
4. Cnonyka 3a n.1, ae R, saiBnsie cob6oto H abo metmn.
5. Cnonyka 3a n.4, ge R, aBnsie cob6oto meTun.
6. Cnonyka 3a n.1, ge Xs aense coboto OH abo CN.
7. Cnonyka 3a n.1, ge X4 siBnsie coboro H abo Me.
8. Cnonyka 3a n.1, ae Xs siBnsie coboto H abo C;-Cig
ankin.
9. Cnonyka 3a n.8, ae Xs siBnsie coboto H.
10. Cnonyka 3a n.1 oopmynu:

NG

Ae rpynu 3amicHukiB Ry, Rz, X1, X3, X4 i Xs MaloTb
BULLIEBKA3aHI 3HAYEHHS.

11. Cnonyka 3a n.10, ge oguH X; siBnsie cobor Bo-
OEHb.

12. Cnonyka 3a n.10, pe N(X1): sBnsie cobow —
NHCO-C;-Cigankin i Moxe GyTu ranoreHsamilleHo
Ha ankinbHin rpyni; -NHCO-C;1-C12ankinCOOH; 3a-
xuweHnn -NHCOCH(NH2)CH,SH, ne NH, i/abo SH
3axuiieHi; -NHGiotuH; -NHapun; -NH(aa)y, e aa siB-
nse coboo aMiHOKUCIOTHWUIA auun, i y gopiBHioe 1, 2
abo 3, i ne 6yab-ska NH, rpyna HeoboB'sI3k0BO € 3a-
XuLeHot; dTanimigorpyny, yTBopeHy 3 ABox rpyn Xi
i3 cycigHim asoTtom; -NH-Ci-Cirankin; -NHCO-Co-
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Ci2ankeHinapwn, Skuin moxe OyTn 3amilleHnn 3-Tpu-
hTOPMETUIIOM.

13. Cnonyka 3a n.10, ge N(X1)2 siBnsie coboro NHAC,
NHCO(CH,),COOH, NHCOCH(NHAIlloc)CH2SFm,
NHCO(CH3)14CHg, NHTFA, NHCO(CH2).CHgs,
NHCOCH,CH(CHs)2, NHCO(CH)6CH3z, NHGioTuH,
NHBz, NHCOCinn, NHCO-(n-F3;C)-Cinn, NHVal-NH,
NHVal-N-Ac, NHVal-N-COCinn, NHVal-Ala-NH,,
NHVal-Ala-N-Ac, NHAla-NHz,
NHCOCH(NH2)CH,SFm, NPhth, NH-(M-CO;Me)-Bz,
NMe,, NHVal-Ala-N-COCinn, NHAla-N-Ac abo
NHAIla-N-COCinn.

14. Cnonyka 3a n.1 oopmynu:

ae rpynu 3amicHukiB Ry, Rz, Xi, X3, X4 i X5 MatoThb
BULLEBKa3aHi 3Ha4YeHHS.

15. Cnonyka 3a n.14, ge X; siBnsie coboto H.

16. Cnonyka 3a n.14, ne OX; sBnsie coboto OH, OAc,
OCOCFs3, OCOCH,CH,CHg, OCO(CH>)sCHs,
OCO(CH3)14CH3, OCOCH=CHPh, OSO,CHjs.

17. Cnonyka 3a n.1, ge R; Ta Rz, KOXHUIA, HE3anexHo
BubpaHun 3 H, C(=O)R’ abo HesamiweHoro C;-
Cigankiny.

18. Cnonyka 3a n.1, ge R; Ta Rz, KOXHUIA, HE3anexHo
BnbpaHun 3 C(=O)R’ abo HesamiweHoro C;-
Cigarnkiny.

19. Cnonyka 3a n.1, ge Ri1 Ta Ry, KOXHWI, HE3aNeXHO
Bubpanun 3 H, C(=O)R’, HesamiweHoro C,-
CigankeHiny, HesamiwieHoro C,-CigankiHiny abo He-
3amilLieHoro apuny.

20. Cnonyka 3a n.1, ge R1 Ta Rz, KOXHUI, HE3anexHo
BMOpaHuii 3:

H;

C(=O)R’; abo

Ci1-Cigarnkiny, 3amiweHoro ogHumM abo GinbLue 3amic-
HUKamu, BUGpaHUMK 3 rpynu, Wo cknagaetbes 3 OH,
OR’, SH, SR’, SOR’, SO2R’, NO2, NH,, NHR’, N(R’)2,
NHC(O)R’, CN, ranoreHy, =0, He3samiweHoro C;-
Cisankiny, He3amiweHoro C,-CigankeHiny, Hesami-
weHoro C,-Cqg ankiHiny, HesamilleHoro apuny i He-
3aMilLeHoro retepoapuny.

21. Cnonyka 3a n.1, ge R; Ta Rz, KOXHUIA, HE3anexHo
BUOpaHui 3:

H;

C(=O)R’; abo

C,-CigankeHiny, 3amilieHoro ogHum abo Ginblie 3a-
MiCHUKamu, BuGpaHMMK 3 rpynu, LIO CKNagaeTbcs 3
OH, OR’, SH, SR’, SOR’, SO;R’, NO,, NH;, NHR’,
N(R’)2, NHC(O)R’, CN, ranoreHy, =O, He3aMilLleHOro
Ci1-Cigankiny, HesamiweHoro C,-CigankeHiny, Hesa-
miweHoro C,-CigankiHiny, HesamilleHoro apuny i He-
3amilLieHoro retepoapuny; abo

C,-Cigarnkininy, 3amilieHoro ogHum abo Ginblie 3ami-
CHVKamu, BUGpaHMMu 3 rpynu, Wo cknagaetscs 3 OH,
OR’, SH, SR’, SOR’, SO2R’, NO2, NH3, NHR’, N(R’),
NHC(O)R’, CN, ranoreHy, =0, He3samiweHoro C;-
Cigankiny, HesamiweHoro C,-CigankeHiny, Hesami-
weHoro C,-CigankiHiny, HesamiweHoro apuny i Hesa-
MiLLEHOTO reTepoapuny.

22. Cnonyka 3a n.1, ge R; Ta Rz, KOXHUIA, HE3anexHo
BMGpaHuii 3:



H;

C(=O)R’; abo

apwny, 3amilweHoro ogH1M abo GinbLue 3aMicHUKamu,
BMGpaHumuK 3 rpynu, wo cknagaetscsa 3 OH, OR’, SH,
SR’, SOR’, SO;R’, NO; NH; NHR’, N(R),
NHC(O)R’, CN, ranoreHy, =0, He3amiweHoro Ci-
Cigankiny, HesamiweHoro C,-CigankeHiny, Hesami-
weHoro C,-CygankiHiny, HesamilleHoro apuny i Hesa-
MiLLEHOTO reTepoapwuny.

23. Cnonyka 3a n.1, ge KoxHWU X; He3anexHo siBnse
coboto H abo HesamiweHun C,-Cigankin.

24. Cnonyka 3a n.1, ae KOXHWUN X1 He3anexHo sBnse
coboto H abo HesamiweHun C,-CigankeHin, Hesami-
wieHmn C,-CigankiHin, HesamiweHuin apwn, Hesami-
weHmn Ci-Cirankoken abo HesaMileHW reTepoLmK-
nin.

25. Cnonyka 3a n.1, ge KOXHUI X1 HEe3anexHo SBMsie
coboto H abo C,-CigankeHin, samiweHnin ogHum abo
Oinblue 3aMicHMKaMK1, BUOpaHUMK 3 Tpynu, LIO CKna-
paetbesa 3 OH, OR’, SH, SR’, SOR’, SO;R’, NO, NHa,
NHR’, N(R’);, NHC(O)R’, CN, ranoreHy, =0, He3ami-
weHoro C;-Cjgankiny, HesamiweHoro Cy-CigankeHiny,
HesawmileHoro C,-CigankiHiny, HesamilleHoro apuny i
HesamilLleHoro retepoapuny.

26. Cnonyka 3a n.1, ge KOXHUIN X1 HE3anexHo SBMsie
coboto H abo C,-CigankiHin, 3amiweHun ogHum abo
Ginblue 3aMicHMKaMK1, BUOpaHUMK 3 Tpynu, LLO CKna-
paetbesa 3 OH, OR’, SH, SR’, SOR’, SO;R’, NO, NHa,
NHR’, N(R’);, NHC(O)R’, CN, ranoreHy, =0, He3ami-
weHoro C;-Cjgankiny, HesamiweHoro C,-CigankeHiny,
HesawmiweHoro C,-CigankiHiny, HesamilleHoro apuny i
HesamilLleHoro retepoapuny.

27. Cnonyka 3a n.1, ge KOXHUI X1 HEe3anexHo siBnsie
coboto H abo apun, 3amiweHuint ogHuMm abo GinbLue
3aMicHMKamu, BUGpaHMMKM 3 Tpynu, WO CKNaaaeTbcs 3
OH, OR’, SH, SR’, SOR’, SO,R’, NO2, NH2, NHR’,
N(R’)2, NHC(O)R’, CN, ranoreny, =0, He3amieHoro
C1-Cigankiny, HesamiweHoro Cy-CigankeHiny, Hesa-
MiweHoro C,-CigankiHiny, HesamilleHoro apuny i He-
3aMilLeHoro retepoapuny.

28. Cnonyka 3a n.1, ge KOXHUI X1 He3anexHo sBnsie
coboto H abo C;-Cirankokcu, samilleHuit ogHuM abo
Ginblue 3aMicHMKaMK1, BUOpaHUMK 3 Tpynu, LLO CKna-
paetbes 3 OH, OR’, SH, SR’, SOR’, SO2R’, NO3, NHo,
NHR’, N(R’);, NHC(O)R’, CN, ranoreHy, =0, He3ami-
weHoro C1-Cjgankiny, HesamiwleHoro Cp-CigankeHiny,
He3amileHoro C,-Cig ankiHiny, He3amilleHoro apuny
i He3amilLeHoro retepoapuny.

29. Cnonyka 3a n.1, ge KOXHUI X1 He3anexHo siBnsie
coboto H abo retepoumknin, samiieHnn ogHuMm abo
GinbLu 3amicHMKamu, BUOpaHMMK 3 rpynu, Lo cknaga-
eTbes 3 OH, OR’, SH, SR’, SOR’, SO2;R’, NO2, NH,
NHR’, N(R’);, NHC(O)R’, CN, ranoreHy, =0, He3ami-
weHoro C1-Cjgankiny, HesamiwleHoro Cp-CigankeHiny,
HesawmilleHoro C,-CigankiHiny, Hes3amilleHoro apuny i
Hes3aMilLleHOro retepoapuny.

30. Cnonyka 3a n.1, siky BubupatoTb BignosigHO OO
HaCTYNHUX BU3HAYEHB:

X2 X3 X4 Rl
AcNH OH | Me | Ac
F3sCCONH- OH | Me | Ac
CH3(CH2)2CONH- OH Me | Ac
(CH3),CHCH,CONH- OH | Me | Ac
CH3(CH2)sCONH- OH | Me | Ac
CH3(CH2)14CONH- OH Me Ac
PhCONH- OH | Me | Ac
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CinnCONH- OH | Me | Ac
n-F3C-CinnCONH- OH | Me | Ac
BioTHCONH- OH | Me | Ac
HO,CCH,CH,CONH- OH | Me | Ac
BnNH- OH | Me | Ac
PrNH- OH | Me | Ac
NH»-ValNH- OH | Me | Ac
Ac-N-ValNH- OH | Me | Ac
CinnCON-ValNH- OH | Me | Ac
NH»-Ala-ValNH- OH | Me | Ac
Ac-N-Ala-ValNH- OH | Me | Ac
CinnCO-N-Ala-ValNH- OH | Me | Ac
NH,-AlaNH- OH | Me | Ac
CinnCO-N-AlaNH- OH | Me | Ac
FmSCH,CH(NHAIloc)CONH- OH | Me | Ac
HO- OH | Me | Ac
AcO- OH | Me | Ac
CHj3(CH,),COO0- OH | Me | Ac
CH3(CH2)6COO- OH Me | Ac
CH3(CH2)14COO- OH Me | Ac
CinnCOO- OH | Me | Ac
MeSO3- OH | Me | Ac
NH> CN | Me | H

NH> CN | H Ac
AcNH- CN | Me | Ac
AcNH- CN | Me | H

AcCNH- CN | H Ac
F3;CCONH- CN | Me | Ac
CH3(CH2)2CONH- CN Me | Ac
(CH3)2,CHCH,CONH- CN | Me | Ac
CH3(CH,)6CONH- CN | Me | Ac
CH3(CH5)14CONH- CN | Me | Ac
PhCONH- CN | Me | Ac
CinnCONH- CN | Me | Ac
n-F3;C-CinnCONH- CN | Me | Ac
PhtN- CN | Me | Ac
2-MeO,C-CgH4-CONH- CN | Me | Ac
BioTnHNH- CN | Me | Ac
HOzC(CHz)zCONH- CN Me | Ac
(CHg3)2N- CN | Me | Ac
BnNH- CN | Me | Ac
PrNH- CN | Me | Ac
NH,-ValNH- CN | Me | Ac
Ac-N-ValNH- CN | Me | Ac
CinnCO-N-ValNH- CN | Me | Ac
NH,-Ala-ValNH- CN | Me | Ac
Ac-N-Ala-ValNH- CN | Me | Ac
CinnCO-N-Ala-ValNH- CN | Me | Ac
NH,-AlaNH- CN | Me | Ac
Ac-N-AlaNH- CN | Me | Ac
CinnCO-N-AlaNH- CN | Me | Ac
FmSCH,CH(NHAlloc) CONH- CN | Me | Ac
FmSCH,CH(NH2)CONH- CN | Me | Ac
Cl3CCH,OCONH- CN | Me | Ac
HO- CN | Me | Ac
AcO- CN | Me | Ac
F;CCOO- CN | Me | Ac
CH3(CH2)2COO- CN Me | Ac
CH3(CH,)sCOO- CN | Me | Ac
CH3(CH,)14COO0- CN | Me | Ac
CinnCOO- CN | Me | Ac
MeSOs- CN | Me | Ac

Xs siBnisie coboto H i R, sBnsie coboto Me.
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31. Cnonyka (4b) 3a nyHkTom 1 chopmynu:
o

)J\CFg

HN

32. Cnonyka (4h) 3a nyHkToM 1 chopmynu:

ne R* i R* pasom yTBOpIOKOTL rpyny cdopmynu (Vla)

a610 (VIb): 1
SN
i 4& !
°§;}1, * P

Via Vib

R® aBnsie coboto —H, -OH abo auunokcurpyny dop-
mynu -O-CO-R?, ne R® aBnse coboto C;-Cirankin, Cy-
Cizankokcn, Ci-Ciankinerin, Cx-CizankeHin, apwn-
C1-Cioankin, apwun, apun-Ci-CirankineH, amiHokuc-
NoTy, apoMaTUYHUI reTepouukrin abo yacTkoBo abo
LLINIKOM HacMYeHUn reTepouuKnin, KOXHUA 3 SKUX He-
00OB'I3KOBO  3aMilLleHUI ranioreHoMm, LUiaHo, HiTpo,
kapbokciCi-CioankinoMm, C;-Cirankokcu,  apunom,
apunokcy, reTepoumkninoM, retepoumkninokeyn, Ci-
C1oankinom, amiHo abo 3amileHunit amiHo;

R’ aensie coboto -OCHs i R® ssnse coboto -OH, abo
R’ i R® pasom yTBOpIONOTH rpyny -O-CHa-O-;

R i R™ o6ugsa sBnsioTb coboto -H, a6o oauH siB-
nge cobot -H, a iHwuM o3Hayae -OH, OCH; abo
OCH,CHs, abo R** i R pasoM YTBOPHOWOTbL KEeTOr-
pyny; i

R*® aBnsie coboto -H abo -OH;

R? aBnsie coboto -H, -OH abo CN:

i noxigHi, y skux rpyna —NCHs- y 12 nonoxeHHi 3ami-
HeHa Ha rpyny -NH- a6o —NCH,CHgs-; i noxigHi, y sikux
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rpyna —NH; y rpyni doopmynu (Vla) abo rpyna -OH y
rpyni dopmynu (VIb) nepeTBopeHi B noxigHi, Ae rpyna
-CHNH; rpynu (Vla) 3amiHeHa Ha rpyny —CHNHX;
abo -CHN(X1)2, abo pe rpyna —CHOH rpynu (VIb)
3amiHeHa Ha rpyny -CHOXi, Ae X; mMae 3HayeHHs,
BkasaHi B n.1, npuyomy rpyna N(Xi), He € rpynotw
NHz2;
i fle BKa3aHi reTepoapunbHi rpynn MicTATb OAWH, ABa
abo Tpu retepoatomu, BubpaHi 3 atomie N, O abo S;
BKa3aHi reTepouyMKnivHi rpynn MicTaTe OAuH, ABa abo
Tpu retepoatomu, Bnubpati 3 atomis N, O abo S; Bka-
3aHi kapboLuMKmiYHi apunbHi rpynu MictaTe 1-3 okpe-
MUX abo KOHOEHCOBaHWX UMKMIB U 6-18 ByrneuesBmx
aTomiB KinbUs; 3a BUHSATKOM N-
aueTunekTenHacumanHy 597.
35. Cnonyka 3a n.34, ge R® aensie coboto auunnokKeu,
Lo MICTUTb ax A0 4 aToMiB ByrneLo.
36. Cnonyka 3a n.35, ge R® aense co6oto aueTuno-
Kcu.
37. Crionyka 3a n.34, ge R’ i R® pasom yTBOpIOIOTH
rpyny -O-CH,-O-.
38. Cnonyka 3a n.34, ge auunbHa rpyna sIBfsie co-
6oto C;-CeankaHoin, ranoreHC;-CeankaHoin, apunCi-
CsankaHoin, C1-CsankeHoin, retepoumkninawun, apo-
in, apunapoin, ranoreHapoin abo HiTpoapoin.
39. Crnonyka sa n.34, ge R* asnse cobow Cj-
Cpoankin, ranoreHC:-Cpankin, Ci-CioankokciCi-
Cizankin, ranoreHC:-CiankokciCi-Ciankin, apunCi-
CicankineH, ranoreHC;-CiankinapunCi-CizankineH,
apnnCi-Cyeankin, C,-CirankeHin abo amiHOKMCNOTY.
40. Cnonyka 3a n.34, ge rpyna R*-CO- aBnse coboo
auetun, TpudTopauetun, 2,2,2-TpUxXnopeTokcukap-
OoHin, i3oBanepinkapboHin, TpaHc-3-(TpudTopme-
TUN)UMHHamoinkapboHin, rentadTopbyTMpunkapbo-
HiN, AekaHoinkapOOoHin, TpaHC-UMHHaMOINKapOoHin,
OyTupmnkapboHin, 3-xnopnponioHinkapboHin, LuHHa-
MOinkapOoHin, 4-metunuuHHamoinkapboHrin, rigpo-
KCULIMHHaMOinkapOoHin, TpaHCcrekceHoinkapooHin,
anaHin, apriHin, acnapTun, acnaparin, UJMCTUn, rny-
Tamin, rmyTamidin, rniumn, rictTmaun, rigpokcunponin,
isonenunn, nenuun, nisun, MeTIOHIN, deHinananin,
nNponin, cepwn, TPEOHIn, TUPOHIN, TpuATogin, TUpo-
3un, Banin, dtanimigo abo iHwi ynknivHi amign.
41. Cnonyka 3a n.34, ge rpyna -CO-R* € noxigHum
aMiHOKMCNOTK i BKINOYAE aMiHorpyny, Lo cama yTBoO-
plo€ auunbHe noxigHe.
42. Cnonyka 3a n.41, ge N-auunbHa cnonyka sBrnsie
coboto aMnenTtua, siKUiA, y CBOKD Yepry, MoXe YyTBOpHO-
BaTu N-aumnbHi noxigHi.
43. Cnonyka 3a n.34, ge auunbHa rpyna siBnsie co-
6010 aniaTuyHy aumnbHy rpxny.
44. Cronyka 3a n.34, ge R* i R™ ssnsiotb co6oto
BOJEHb.
45. Cnonyka 3a n.34, ne R'® siBnsie co6oto BofeHb.
46. Cnonyka 3a n.34 dopmynu (XVIII):

OCH,

ne R* | R* yTeopiotoTs rpyny hopmynut (Via a6o Vib):



n 0
S0

Via Vib

R? aBnsie coboto -H, -OH a6o -CN.

47. dapmaueBTUYHA KOMMO3uLid, WO MICTUTb Crnony-
Ky 3a n.1 pa3om 3 papmMaLeBTUYHO MPUAHATHUM HO-
ciem abo pospigxyBadem.

48. Komnosuuisa 3a n.47, Wo A0AATKOBO MICTUTb OAMH
abo GinbLue nikapcbknx 3acobiB.

49. Cnoci® nikyBaHHSA newkemii, paky nereHb, paky
TOBCTOI KMLLKK ab0 MenaHoMu, Lo BKIOYaE BBEOEH-
HS ccaBLeBi e(PeKTUBHOI KifbKOCTi cnonyku 3a n.1.
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50. Cnocib 3a n.49, ge cnonyka siBnsie coboto crnony-
Ky 3a n.10.

51. Cnoci6 3a n.49, ge crnonyka siensie cobot cnony-
Ky 3a n.14.

52. Cnocib 3a n.49, ge cnonyka siBnsie coboto cnony-
Ky 3a n.30, 31, 32 abo 33.

53. Cnoci6 3a n.49, ge pak ABnsie cobOoK NEeNKeMito.
54. Cnoci6 3a n.49, ge pak ABnsie cCo0O0K pak Nerexi.
55. Cnocib 3a n.49, ge pak siBnsie cobol pak TOBCTOI
KULLIKK.

56. Cnoci6 3a n.49, e pak aBnse coboo MenaHomy.
57. Cnoci6 nikyBaHHSA nevikeMmii, paky nereHb, paky
TOBCTOI KULWIKM ab0o MenaHoMM, Lo BKIHOYae BBEAEH-
HS ccaBLeBi e(peKTMBHOI KiNbKOCTi cnonyku 3a n.34.
58. Cnocib 3a n.57, e cnonyka sBnsie coboto crnony-
Ky 3a n.46.

59. Cnoci6 3a n.49 abo 57, ge cnonyky BBOAATb Y
KOMGiHaUiT 3 iHWKXM Nnikapcbknm 3acoboMm.

[aHuin BUHaxig BiAHOCUTLCHA OO0 NPOTUMNYXIIUHHUX
NOXiAHUX eKTeNHacUnanHy.

ExTenHacunanHm € Haa3BUYamHO CUITbHUMU NPO-
TUNYXIVHHUMW areHTamu, BUAINEHMMM 3 MOPCLKOro
nokpuBHuka Ecteinascidia turbinata. Mpo paekinbka
eKTenHacLUMaMHIB MOBIAOMMANOCHA paHille B naTeHT-
Hin i HayKoBIN niTepaTypi.

[Y NMaTeHTi CLUA Ne5256663] onucaHni chapmade-
BTUYHI KOMMO3MLi, O BKMNOYalOTb PEYOBUHY, BUAi-
neHy 3 TponiyHOro Mopcbkoro 6He3xpebeTHoro
Ecteinascidia turbinata, i Wwo iMeHyeTbca B HbOMY SK
eKTeHaCUUaVHN, a TakoXX BUKOPUCTAHHSI TaKUX KOM-
nosuuii SIKk aHTUOAKTEpPIHUX, aHTUBIPYCHUX i/abo
NPOTUNYXITMHHUX areHTiB AN cCcaBLiB.

[Y NatenTi CLUA Ne5089273] onuncaHi HOBi kOM-
no3uuii pe4oBUHN, BUAINEHOI 3 TPOMIYHOrO MOPCLKOro
6e3xpebeTHoro Ecteinascidia turbinata, i wo imeHy-
I0TbCSl B HBOMY $SIK eKTeMHacumamHu 729, 743, 745,
759A, 759B i 770. Lli cnonykv BuSBMAUCSA npuaatHu-
MU Ons ccaBuiB Sk aHTubakTepinHi i/abo npoTtunyx-
TIVHHI areHTun.

[Y Matenti CLLUA Ne5478932] onucaHi ekTenHac-
uMavHu, BuAineHi 3 nokpuBHWKa Ecteinascidia
turbinata, wo mewkae B Kapmnbcbkomy mopi, ki in
Vivo 3axuwatoTb Big nimcdoomn P388, menaHomn B16,
capkomn M5076 sieqHuka, J1bloiCOBCBHKOro paka nere-
Hi, @ TaKkoX Bif KCEHOTpaHcnnaHTaTiB kapuuHomu LX-
1 nereHi noanHK i kapuuHomn MX-1 Mono4vHoi 3ano-
31 NOONHN.

[Y MatenTi CLUA Ne5654426] onncaHo Aekinbka
eKTenHacuuauHis, BUAINEHNX 3 NOKPMBHMKA
Ecteinascidia turbinata, wo mewkae B Kapubcbkomy
MOpi, SKi in vivo 3axuwatoTb Big nimgomm P388, me-
naHomu B16, capkomn M5076 sievHuka, J1bloicoBCb-
KOro paka nereHi, a TakoX Bi KCEHOTpaHCNNaHTaTiB
kapumHomu LX-1 nereni nioguHu i kapumHommn MX-1
MOJIOYHOI 3a1103U1 NIANHN.

[Y MNatenTi CLUA Ne5721362] onvucaHuin CUHTETU-
YHUI crocib oAepXaHHsI eKTEMHACLMANHOBUX CMOMYK
i CropiaHEeHNX CTPYKTYP.

[WO 00/69862], Ha ocHoBI sikoi AaHa 3asiBka 3asi-
BIsi€ NPIiOPUTET, OMUCYE CUHTE3 eKTeNHacUUANHOBUX
cnonyk 3 uiaHocadpavuHy B.

YuTaya, WO LiKaBUTbCH, BiACMNAeEMO TakoX A0:
[Corey, E.J., J. Am. Chem. Soc, 1996, 118 pp.9202-
9203; Rinehart, et al., Journal of National Products,
1990, "Bioactive Compounds from Aquatic and
Terrestrial Sources" (PisionoriyHo akTmMBHi Cnonykn 3
BogHux i Hasemuux [ODxepen), vol.53, pp.771-792;
Rinehart et al., Pure and Appl. Chem., 1990,
"Biologically active natural products" (BionoriuHo ak-
TUBHI NpPUMPOAHiI peyoBuHM), vol.62, pp.1277-1280;
Rinehart, et al., J. Org. Chem., 1990, "Ecteinascidins
729, 743, 745, 759A, 759B i 770: Potent Antitumour
Agents from the Caribbean Tunicate Ecteinascidia
turbinata " (EktenHacumanHn 729, 743, 745, 759A,
759B, i 770: CvnbHi MNpoTynyxnuHHi AreHTn 3 Nokpu-
BHMKa Ecteinascidia turbinata, wo mewkae B Kapub-
cbkomy Mopi), vol.55, pp.4513-4515; Wright et al., J.
Org. Chem., 1990 "Antitumour Tetrahydroisoquinoline
Alkaloids from the Colonial Ascidian Ecteinascidia
turbinata" (MpoTtunyxnunHi  TeTparigpoidoxiHoNiHOBI
Ankanoign 3 Acumain Ecteinascidia turbinata, wo
YTBOptotoTe Konowii), vol.55, pp.4508-4512; Sakai et
al., Proc. Natl. Acad. Sci. USA, 1992, "Additional
antitumour ecteinascidins from a Caribbean tunicate:
Crystal structures and activities in vivo" (JogaTkosi
NPOTUNYXIUHHI eKTEMHACUMAMHN 3 MOKPUBHUKA, LUO
melukae B Kapubebkomy mopi: KpucTtanivni cTpykTypu
i aKTMBHICTb in vivo), vol.89, 11456-11460; Science
1994, "Chemical Prospectors Scour the Seas for
Promising Drugs" (XimiyHi HocnigxeHHs B Mopsx
MepcnektuBHmnx  fikapcbkux  3acobis), vol.266,
pp.1324; Koenig, K.E.," Asymmetric Synthesis" (Acu-
meTpuyHuii Cuntes), ed. Morrison, Academic Press,
Inc., Orlando, FL, vol.5, 1985, p.71; Barton, et al., J.
Chem. Soc. Perkin Trans., 1, 1982, "Synthesis and
Properties of a Series of Sterically Hindered
Guanidine Bases" (CuHTtes i Bnactusocti Psagy Cre-
puyHo bBnokoBaHux OcHoB [yaHiguHy), pp.2085;
Fukuyama et al., J. Am. Chem. Soc, 1982,
"Stereocontrolled Total Synthesis of (+)-Saframycin
B" (CtepeokoHTponboBaHuii [loBHWMIA CuHTE3 (+)-
Cadpamiumnny B), vol.104, pp.4957; Fukuyama et al.,
J. Am. Chem. Soc, 1990, "Total Synthesis of (+)-
Saframycin A" (IMoBHuin CuHTes (+)-CadpamiuymnHy A),
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vol.112, p.3712; Saito, et al., J. Org. Chem., 1989,
"Synthesis of Saframycins. Preparation of a Key
Tricyclic Lactam Intermediate to Saframycin A" (CuH-
Te3 CadpamiumHie. OpgepxaHHa Knovosoi Tpuumkni-
yHoi JlaktamHoi lMpomixHoi Cnonyku CacdppamiunHy
A), vol. 54, 5391; Still, et al., J. Org. Chem., 1978,
"Rapid Chromatographic Technique for Preparative
Separations with Moderate Resolution" (LUBuakun
XpomaTtorpacdpivHmni Metog [lNMpenapaTtuBHoro Poagi-
neHHst i3 3aposinbHMM [o3sonom), vol.43, p.2923;
Kofron, W.G.; Baclawski, L.M., J. Org. Chem., 1976,
vol.41, 1879; Guan et al., J. Biomolec Struc.SDynam.,
vol.10, pp.793-817 (1993); Shamma et al., "Carbon-
13 NMR Shift Assignments of Amines and Alkaloids"
(IHTepnpeTauia 3cysiB Byrneub-13AMP B cnekTpax
AmiHiB i Ankanoigis), p.206 (1979); Lown et al,
Biochemistry, 21, 419-428 (1982); Zmijewski et al.,
Chem. Biol. Interactions, 52, 361-375 (1985); lIto,
CRC GRIT. Rev. Anal. Chem., 17, 65-143 (1986);
Rinehart et al., "Topics in Pharmaceutical Sciences
1989" (Mpobnematnka PapmauesTnyHNX Hayk 1989)
pp. 613-626, D.D.Breimer, D.J.A. Cromwelin, K.K.
Midha, Eds., Amsterdam Medical Press B.V.,
Noordwijk, The Netherlands (1989); Rinehart et al.,
"Biological Mass Spectrometry" (Mac-cnekTpomMeTpis
B bionorii), 233-258 eds. Burlingame et al., Elsevier
Amsterdam (1990); Guan et al., Jour. Biomolec.
Struct & Dynam., vol.10, pp.793-817 (1993);
Nakagawa et al., J. Amer. Chem. Soc, 111:2721-
2722 (1989); Lichter et al., "Food and Drags from the
Sea Proceedings" (IMpoayktn Xap4yyBaHHs i Jlikapcbki
3acobn Mopcbkoro [MoxomxkeHHs) (1972), Marine
Technology Society, Washington, D.C.1973, 117-127;
Sakai et al., J. Amer. Chem. Soc. 1996, 118, 9017;
Garcia-Rocha et al., Brit. J. Cancer, 1996, 73:875-
883; i Pommier et al., Biochemistry, 1996, 35:13303-
13309; Rinehart, K.L., Med. Res. Rev., 2000, 20, 1-27
i 1.Manzanares et-al., Org: Lett:,. 2000, 2(16), 2545-
2548.

Haiibinblw nepcnekTMBHUM €eKTeMHACUMOANHOM €
eKTerHacuuauH 743, 3a 4ONMOMOIOH SIKOro pobnsaTbcs
Ccnpobun KNiHIYHOro NiKyBaHHSA 3MOsiKiCHUX NyxnuH. Et
743 Bonojie cknagHoto Tpuc(teTparigpoiso-
XiHONIHPEHONBHOK) CTPYKTYPOK HACTYNHOI opmy-
m (1):

CH30

Y Haw yac Noro oAepXylTb LUMSAXOM BUAINEHHS
3 eKCTpakTiB MOpcbKoro nokpumBHuka Ecteinascidia
turbinata. Moro Buxig HM3bKUIA, TOMY HamaralTbcs
3HaWTM anbTepHaTMBHI crnocobu npenapaTtuBHOrO
ofepxXaHHs.

EkTenHacuManHn BKMIOYAOTb KOHAEHCOBaHy Cu-
ctemy 3 n'atu yuknie (A)-(E), sk nokazaHo B Huxue-
HaBeeHin cTpyKkTypHin dopmyni (XIV);
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U
Y ektenHacumavHy 743 1,4-MiCTOK Ma€e HacTynHy

CTPYKTYpHY cbopmyry (IV):

IHWi BigOMi ekTerHacUMOUHW BKIOYaOTb CNomny-
KM 3 Pi3HUMU MICTOYKOBUMU LIMKNIYHUMU KinbLEBUMU
cucTeEMaMu, TakMMK, ski 3yCTpivaloTbCsa Y eKTerHac-
umauHy 722 i 736, ge ix MiCTOK BOMoOAi€ HaCTYMHOK
CTPYKTYpPHOIO dhopmyroto (V)
4

Y ektenHacumaunHia 583 i 597, y Akux gaHun mic-
TOK BOMOAI€ HACTYNHOI CTPYKTypHO chopmynoto (VI):

(
oéﬁ;

a TakoX y ekTenHacumauHie 594 i 596, y skux
OaHUN MICTOK BOMNOAIE HACTYNHOI CTPYKTYPHOK (ho-
pmynoto (VII):

BignosigHa cTpykTypa UMX i CNOpPiAHEHUX CNOMNyK
nosHicTio HaBeaeHa B J. Am. Chem. Soc. (1996) 118,
9017-9023.

Bioomi we cnonyku y Burnsai cuctemu 3 n'atm
KOHAEHCOBaHMUX Kineub. Y GinbLIOCTi BMNAAKIB y HUX
BiCYTHS MICTOYKOBA LIMKNiYHA KinbLieBa cuctema, sika
NPUCYTHSA Y BKa3aHUX eKTenHacuuauHis. BoHn BKrto-
yaloTb Oic(TeTpariapoi3oxiHOMIHXIHOHOBI) MPOTUMNYX-
TNNHHI - NPOTUMIKPOOHI aHTMGIOTUKM cadpaunHm i ca-
dpaMiunHK, a TaKoXX MOPCbKi NPUPOOHI pPeYoBUHU
peHiepamiumMHK | KcecToMiuMH, BuaineHi 3 Gaktepii,
WO KynbTMBYHOTbCS, abo rybok. Bci BOHM BomnogitoTb
3BMYANHOK  OUMEPHOK  TeTpariapoi3oxiHOMNIHOBO
BYIMeLeBO CTPYKTYPOto. Taki Cnomnykn MoxHa posai-
NUTU Ha YoTupwn Tunu, Tunu -1V, 3a xapakTepom Oku-
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CINEHHS apOMaTUYHUX Kineupb.
Tun | gUMepHMX i30XiHOMIHXIHOHIB, O ABNSAE CO-
6oto cuctemy cdopmynm (VIII), wo vacTiwe 3a Bce

3yCTpiYaeTbCA B 4AHOMY Knaci Crosyk, AMB. B HUXYe-
HaBefeHin Tabnuui l.

Tabnuus |

CTtpykTypa aHTMbioTukiB cadbpamiuuHy Tuny |

3aMicCHHAKH

Cronyka Rl R R R R Re
cappamitua A H H CN (0] 6} CH,
cadpaminms B H H H (0] (0] CH;
cappaminun C H OCH; H (0] (0] CH;
cappamiuus G H BIH CN 0 0 CH;
cadpaminus H H H CN OH CH,COCH; CH,
cappaminus S H H OH () (0) CH;3
cadpamitmi Y; H H CN NH, H CH;
capamiuuz Yd, H H CII NH, H C,Hs
cappaminus Ad, H H CN (0] 0 C,Hs
cappaminuH Yd, H H CN NH, H H
cadpaminmn Yo H Q° CN NH, H CH;
cadpaminun You.q H Q CN NH, H CyH;
cadpamirn AH, H H CN H? OH? CH;
cappaminus AH,Ac H H CN H OAc CH;
cappaminun AH, H H CN OH* H* CH;
cappaminun AH;Ac H H CN OAc H CH;
cappaminun AR, H H H H OH CH,4

& NO3HAYEHHS € B3aEMO BiAMIHHUMU
® ne nava rpyna Q npeacrasneHa dopmynoto (1X)

Tun | apomaTtnyHuX Kineub crocTepiraeTbcs y
cadpamiuuHisa A, B i C; G i H; i S, BugineHomy 3
Streptomyces lavendulae y Burnsgi MiHOpHUX KOMMo-
HeHTiB. LliaHonoxigHe cadpamiuuHy A, WO iMEHYeETb-
ce uiaHoxiHOHaMiH, Bigome 3 Japanese Kokai JP-A2
59/225189 i 60/084288. CadppamiumHu Y3, Ydi, Ad; i
Yd, ogepxaHi 3a gonomoroto S. lavendulae BHacni-
OOK HanpaBneHoro GiocnHTesy 3 BignoBiaHMMK Ooba-
BKaMu B KynbTypanbHe cepegoBuule. dumepun cad-
paMiumHiB Yap i Yapd, WO YTBOPKIOTHCH LUNAXOM
ckpinneHHs a3oTty Ha C-25 ogHoro dparmeHTa 3 aso-

Tom C-14 iHworo dparmMeHTa, OAEpPXylTb TakoX B
KynbTypanbHOMy cepefoBuli 3 aobaBkamu ans S.
lavendulae. Cadpamiuntu AR; (=AH.), 6akTepiansHo
BigHOBNeHU npoaykt 3a C-25 cadpamiumHy A, wo
npoaykyetbcs Rhodococcus amidophilus, ogepxytoTb
TakoX LUMSAXOM HecTepeoCceneKkTUBHOro XiMiyHOro
BiAHOBMNEHHs cadppamiunHy A Boprigpmaom HaTpito y
BMrMsAAi cymiwi 1:1 enimepis 3 noganbLLIMM XpomaTor-
padiyHum posgineHHam (apyrun isomep AH; € MeHw
nonspHuUm). HacTynHuiA NpoaykT BigHOBMEHHS, cad-
pamiunH ARs, 21-geuiaHo-25-gurigpocadpamiumH A
(=25-purigpocadpamiuuH B), ogepxytoTb 3a AoMoMo-
roto Takoro > GakTepianbHOro NepeTBOPeHHs. IHwwui
TMN GakTepianbHOro NepeTBOPEHHS cadpamiumHy A,
3 BukopuctaHHam Buais Wocardia, gae cadpamiumH
B, a noganbluum BIQHOBMEHHSIM 3a 4OMOMOro BUay
Mycobacterium ogepxyoTb cadppamiumH AH'Ac. Ons
GionoriyHnx gocnigkeHb XiMIYHO OOEPXKYHTb TaKoX
25-O-aueTtaTn cadpamiuyuHy AH i AH;.

3 MOpCbKMX ryGOK TakoX BUAINAKTb CMONYKU TU-
ny | dopmynu (X), gus. Tabnumugo Il
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Tabnuug Il

Crpyktypa cnonyk Tuny | 3 Mopcbkux rybok

3amMicHUKH

Crionyku R™ R R” R

peHiepaminuH A OH H H - C(CH;3)=CH-CHj;
pexiepaminue B OC;H; H H - C(CH;)=CH-CH;
peniepaminus C OH (6] (0] - C(CH;3)=CH-CHj;
peniepaminus D OC,H; (0] (0] - C(CH;3)~CH-CH;
peniepaminus E H H OH - C(CH;)=CH-CH;
peniepaminms F OCH; H OH - C(CH3)=CH-CH;
KCECTOMILIMH OCH; H H - CH,

PeHiepamiumHn A-D, pasom 3 GioreHeTU4HO cro-
piZHEHNMN MOHOMEPHUMMW i30XiHOMIHAMW PEHIEPOHY i
CropigHeHMM cnonykamu, BUAINSATb 3 NPOTUMIKPO-
B6Hux ekcTpakTiB rybok Buay Reniera, 3ibpaHux B Me-
keuui. CnovaTtky CTPYKTYypy peHiepamiunHy A BU3Ha-
Yunu 3 iHBepTOBaHOK cTepeoximieto 3a C-C, C-11i C-
13. OgHak peTenbHe OO0ChiaXeHHS 'H-amp JaHnx
HOBMX, CMOpPiAHEHMX Cnonyk, peHiepamiuuHis E i F,
BUAINEHNX 3 TaKMX e rybok, 3ibpaHnx Ha ocTpoBax
Manay, nokasano, Wwo crnomnyka kineupb peHiepamiumHis
ileHTu4Ha Takih y cadppamiumHiB. JaHun pesynbTat

>
MHN

o’*{
R25e

nigBiB 40 BMCHOBKY NPO Te, WO paHiwe BCTaHOBMNEeHa
cTepeoxiMisi peHiepamiumHie A-D noBuHHa Oyt Ta-
KOI0 X, K i Y cadppamiumHiB.

KcectomiuMH  BusBneHnnd B rybkax Bugy
Xestospongia, 3ibpaHnx y Bogax Lpi-NaHku.

Cronyku Tuny |l cbopmynu (XI) 3 BigHOBNEHUM Ti-
OPOXiHOHOBUM KifbLEeM BKMNto4aoTb cadpamiumum D i
F, wo BuainstoTtecs 3 S. lavendulae, i cacdppamiunHm
Mx-1 i Mx-2, wo BuainstoTecs 3 Myxococcus xanthus.
Oue. Tabnuugo 111

Tabnuus Il

o

R2%56
Re®
3aMiCHUKH
CHOHyKl’l ﬁMa RNb RZ] RZSB RZSb RZSC
cadpaminms D 0 o H (0) (0] CH;
cadpamitmy F (6} ¢} CN (0) (0] CH;,
cappaminua Mx-1 H OCH;, BIH H CH; NH,
cappaminms Mx-2  H OCH;4 H H CH; NH,

Ckenet cnonyk tvin Il BusBNseTbes y aHTMGIOTH-
KiB cacppaumHia A i B, wo BuainsaTbcs 3 Mikpoopra-
Hiamy Pseudomonas fluorescens, L0 KynbTUBYETLCS.

Lli aHTnbioTnkm coopmynm (XIl) cknagatotbes 3 TeTpa-
rifpoi30XiHONiIHXIHOHOBOI Cy6oAMHULI | TeTparigpoiso-
XiHOMiHEeHOMNbHOT cyGoanHNL.



ne R?! sensie coboto -H y cacdpaumny A i -OH y
cadpauuHy B.

CacdppamiuvH R, egmHa cnonyka, BigHeceHa 00
ckereta Tun |V, Oyno Takox BugineHa 3 S.
lavendulae. JaHa cnonyka cdopmynum (XIII), wo ckna-
0aeTbca 3 TigpOXiHOHOBOrO KifbuUsA 3  MiKONeBnm
cknagHoedipHMM BiYHUM NaHUOroM 3a ogHUM 3 dhe-
HONbHUX KUCHIB, €, NpMBMM3HO, Nponikamu cadpami-
LUMHY A yepes 11oro no%MipHy TOKCUYHICTb.

Hy

[aHi BigomMi cnonyku BKMYaloTb KOHAEHCOBaHY
cuctemy 3 n'atu kineub popmynu (XIV):

Y paHoMy TeKCTi npeAcTaBneHy KinbLeBY CTPYyK-
TYpy HasuBawTb KOHOEHCOBAHOK CUCTEMOKD eKTen-
HacuMauHy 3 M'ATv Kineub, xo4ya NOTpiBHO MaTh Ha
yBasi, Wo Kinbua A i E € B gaHnx ekterHacunguHax i
AEAKNX iHWMX cnonykax d)eHOMbHMMM, Xo4a B iHLINX
cronykax, ocobnveo y BkadaHux cadppamiumHax, Ki-
nbuga A i E € xiHonbHUMK. Y gaHux cnonykax Kinbusa B
i D e TeTparigpo, Toai sk kinbue C € neprigpo.

[aHunin BuHaxig MpPOMOHYE CMOMyKW, WO MakTb
KOHAEHCOBaHY CUCTEMY eKTenHacuuauHy 3 n'atu Ki-
neup, i cnopigHeHnx ektemHacumagnHam 583 i 597. Y
ekTeriHacuuauHie 583 i 597 1,4-micToKk Mae CTPYKTypy

dopmynu (Via):
1< 4 ‘< 4
o\ o\
S
oA oA
H NH; H OH

—w

Vie vib

Heski cnonykn AaHOro BMHaxody MaktTb KOHAEH-
COBaHy cuCTeMy 3 N'ATW Kineub eKTeWHaCUUOWHIB i
MiCTOK CTpykTypu cpopmynu (Vla), 3 HeoboB'A3koBMMY
noxigHumun 3a -NHa-rpynoto. [aHi crnonykun MoxyTb
auunosatucb 3a —CHNH.-rpynoto, npeactaBneHoo B
dopmyni (VI). o iHWKMX NoxigHWX CNomnyk AaHoro Bu-
Haxody BigHoOCATb Ti, B Akux AaHa -CHNH,-rpyna 3a-
MiHeHa rpynoto —CHNHX; abo -C(Xz)2-, B skih X; abo
X2 BM3HaA4yeHi sIK BKasaHo. IHWIi 3aMiCHUKM B AaHin
KOHLAEHCOBAHIi CUCTEMI eKTeMHacuuauHy 3 m'stu Ki-
neub MOXyTb BYyTV TakMMm X, WO i B NPUPOAHMX CMO-
nykax, OcOOnvMBO B MNPUPOAHUX EKTehHacuUanHaXx,
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abo BigpisHaTUCS.

IHWi cnonyku gaHOro BUHaxody MakTb KOHAEH-
COBaHy CUCTeMY eKTeMHacuuauHy 3 M'aTn Kineup i
MicTok cTpykTypu cdpopmynu (VIb), B skin rpyna -NH;
MicTka 3amiHeHa rpynoto -OH, ska moxe 6yTn Heobo-
B'A3KOBO MepeTBoOpeHa B ii moxigHi. [ani cnonyku
MOXYTb auunioBatucb 3a rpynoto -CHOH-, npucyt-
Hboto B cpopmyni (VIb). IHWi noxigHi cnonyku gaHoro
BMHaxXO4y BKIIHOYalOTb MOXIiOHI, B SKUX AaHa rpyna -
CHOH- 3amiHeHa rpynoto —CHOX; abo -C(Xz).-, oe
X1 abo X, BM3HaA4yeHi K BkasaHo. IHLWIi 3aMmiCHUKM B
OaHin  KOHAEHCOBaHIi CUCTEeMi eKTemHacumauHy 3
N'aTV Kineub MOXyTb ByTW TaknuMmum X, WO i B NpUpoa-
HUX Crorykax, 0cobnMBO B MPUPOOHMX EeKTeWHacLu-
avHax, abo Bigpi3HATUCA.

Y cnonykax AaHoro BMHaxofy CTepeoximisi OCHO-
BHOIMO MICTOYKOBOrO BYFJIELLEBOrO aTtoMa, L0 Hece
rpyny -OH a6o NH; (abo 3amileHi ix noxigHi), moxe
OyTW Takow X, SIK i B NPUPOAHUX Criofnykax, 0cobnmBo
B MPUPOAHMX eKTerHacuuauHax, abo BigpisHaTUcS.

Y cnonykax AaHOro BUHaxoA4y KOHOEHCOBaHa Ccu-
ctema 3 n'atu kineub (A)-(E) cdopmynm (XIV) moxe
OyTM TaKo X, K Yy eKTelHacuMauHiB, abo Takot X,
AK Y iHWKX cnopigHeHux cronyk. Tak, kinbua A i E
MOXYTb ByTn hbeHonbHMMKN abo XiHOMbHUMU; Kinbus B
i D moxyTb ByTK TeTparigpo, a kinbue C moxe 6yTn
neprigpo.

Cnonykn gaHoro BUHaxody BUSIBNATb NPOTUMy-
XINIUHHY aKTUBHICTb | AaHMIN BMHaxXig NPOMoHye dap-
MaLeBTMYHI KOMMO3ULii AaHMX CMonyK nopsag 3i cro-
cobamu oepKaHHA OaHUX KOMMO3uLUii i cnocobamm
NiKyBaHHSA 3 BMKOPUCTAHHSIM JaHMX Cnonyk abo KoMm-
Mo3uLin.

[aHuin BUHaxig NPOMoOHye TaKoX HOBI HamMiBCUH-
TETUYHI | CUHTETMYHI cnocobu oaepXaHHS Cronyk
AaHoro BMHaxony.

KoHpgeHcoBaHa cuctema 3 n'atm kineub (A)-(E)
dopmynn (XIV) nepeBaxHO Moxe ByTu Takok X, K y
eKTeNHaCcLUMAVHIB, i NepeBaXHO 3aMilleHOol 3a iHLWWK-
MM MONOXEHHAMM, sIKi BigpisHATLCA Big 1,4, npupo-
OHUMM 3aMiCHUKaMM.

BignosigHO 00 nepLloro acnekTy AaHui BUHaxXig
NPOMNOHY€E HOBI CNOMYKN POpMynu:

B SKIiN:

rpynu 3amicHukiB, nosHadeHi gk Ri, Rz, koxHa,
He3anexHo BubpaHi 3 H, C(=O)R’, 3amiweHoro abo
He3amiweHoro C;-Cig ankiny, samiweHoro abo Hesa-
MiweHoro C,-Cig ankeHiny, 3amiweHoro abo Hesami-
weHoro C,-Cig ankininy, 3amiweHoro abo Hesamille-
Horo apwny; koxHa 3 R'-rpyn HesanexHo BubpaHa 3
rpynu, wo cknapaetbcsa 3 H, OH, NO2, NH,, SH, CN,
ranoreny, =0, C(=0O)H, C(=0)CHs;, CO3H, 3amiweHo-
ro abo HesamiweHoro C;-Cig ankiny, amiweHoro abo
He3amilleHoro C,-Cig ankeHiny,

3amilieHoro abo HesamiweHoro C,-Cig ankininy,
3amileHoro abo HesamilweHoro apwuny;

X2 npeactaBnse OX; abo N(Xi1)2, Ae Bci abo ko-
XHun X; npeactaense H, C(=O)R', 3amiweHnin abo
He3amiweHun C1-Cig ankin, 3amilleHurt abo Hesami-
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weHun C,-Cig ankeHin, 3amileHnin abo HesamileHuin
C,-Cig arnkiHin, 3amiweHnini abo HesaMmilleHWIn apwr,
abo aBi Xi-rpynv pasom MOXyTb YTBOPIOBaATU LUKITiY-
HWUIA 3aMiCHMK Ha aToMi a30Ty;

X3 BubpaHun 3 OR1, CN, (=0) abo H;

X4 npeactaense -H abo C;-Cig ankin; a

Xs Bnbpanui 3 H, OH, abo —OR; (B sikomy OR; €
TakvM, SK BU3HA4YEHO BuLLE).

Y BignoBigHOMY acnekTi 4aHW BUHaXxig NponoHye
cnonyku oopmynu:

(0).¢
N(X; ), o ) o OXq
i ",l Xs Me
R0 S
O,
. N-I-R,
Q :
\_Q xg

e rpynu 3amicHuKiB, BU3HayeHi K R1, Ro, Xs, X4 i
Xs, € TaKUMK, SIK BU3HAYEHO BuULUE; a X1 He3anexHo
BubpaHuin 3 H, C(=0O)R’, 3amiweHoro abo He3samiLle-
Horo C;-Cig ankiny, samiweHoro abo HesamilieHoro
C,-Ci1g ankeHiny, 3amiweHoro abo HesamiweHoro Cop-
Cis ankiHiny, 3amiweHoro abo HesamilleHoro apuny,
abo aBi Xi-rpynv pasom, MOXyTb yTBOPHOBaTW LIMKi-
YHWI 3aMIiCHUK Ha aTOMi a3oTy.

AnNKInbHI rpynn MicTATb, NepeBaxHo, Big Npubnu-
3Ho 1 po 12 ByrneueBux aToMiB, GinbLl NepeBaxHo,
Bi4 1 Ao npnbnuaHo 8 ByrneueBnx atoMis, Lie GinbL
nepeBaxHo, Bi4 1 oo nNpubnuaHo 6 ByrneuesBux aTo-
MiB, i HanbinbLW nepesaxHo 1, 2, 3 abo 4 ByrneuyeBmx
atoma. MeTtun, etun i nponin, B TOMy Y1cni isonponin,
B CMOMyKax 4aHoro BUHaxoay

ABMAOTL COOOK OCOBNMBO MEpPEeBaXHi ankinbHi
rpynu. TepMiH ankin, Lo BUKOPUCTOBYETLCH B AaHOMY
onuci, sSKWo He oByMOBMEHO iHaKLe, BIAHOCUTLCS i
00 UMKIIYHWUX | HELWMKIIYHUX FPYM, X0o4a LUMKNIYHI rpy-
NM MOBMHHI BKMOYATK, LIOHAWMEHLLE, TpU Byrnewe-
BMX aTOMM Kinbus. JaHi ankinbHi rpynu MoxyTb 6yTn
HepOo3rany>eHNMn i posrany>xeHnMu.

[MepeBaXxHi ankeHinbHi i ankiHinbHi rpynu B cno-
NyKax gaHoro BMHaxody MICTSiTb oauH abo gekinbka
HeHacuyeHux 3B'A3KiB i Big 2 0o npubnusHo 12 Byr-
neueBux atomiB, Ginbll NepeBaxHo, Big 2 Ao npub-
nusHo 8 ByrnmeueBux aToMmiB, We Ginbl NepeBaxHo,
BiA 2 0o npubnusHo 6 ByrneLesmx aToMiB i HanGinbL
nepeBaxHo, 2, 3 abo 4 ByrneueBux atoma. TepMiHu
arnkeHin i ankiHin, Wo BUKOPUCTOBYHOTLCA B OAHOMY
Onuci, BIOAHOCATLCS | OO0 UMKMIYHMX | HEUMKNIYHUX
rpyn, xo4ya HeposranyxeHi abo posranyXeHi HeLuKri-
YHi rpyny 3BMYaNHO € BinbLl NepeBaXKHUMM.

[MepeBaxkHi ankokcurpynu B criorykax gaHoro Bu-
Haxo4y BKIOYaTb rpynu, Wo MiCTSTb oauH abo ae-
Kifnbka KMCHEeBMX 3B'sA3kiB | Big 1 oo npubnusHo 12
BYyrneueBux atoMmis, GinbLl NnepeBaxHo, Big 1 4o npu-
6nn3Ho 8 ByrneueBunx aTtomis, e GinbLl nepeBaxHo,
Big 1 0o npnbnunsHo 6 ByrneueBnx aToMiB, ane Ham-
OinbLw nepeBaxHo, 1, 2, 3 abo 4 ByrneLeBnx aToMu.

[NepeBaxHi ankinTiorpynu B cnoriykax g4aHoro Bu-
Haxody MIcTaTb oaunH abo aekinbka npoctux Tioedip-
HWUX 3B'A3kiB i Big 1 O NMpubnusHo 12 ByrneueBmnx
aTomiB, Ginbw nepeBaxHo, Big 1 40 npubnusHo 8
BYrneueBux aTtomis, wWwe Ginbl nepesBaxHo, Big 1 o
npmbnusHo 6 Byrneuesmx atoMiB. AnNKinTiorpynu, Wwo
MicTatb 1, 2, 3 abo 4 ByrneLesnx atoMu, € 0cobnmBo
nepeBaxHMMMU.

MepeBaxHi ankincynb@iHiNbHI rpynyu B cnonykax
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OaHOro BMHaxoAy BKMKYAKTb IPynu, WO MICTATb 04-
Hy abo gekineka cynbcokengHux (SO) rpyn i Big 1 oo
npubnusHo 12 ByrneuesBux aTtomis, Oinbll nepeBax-
HO, Big 1 OO npubnusHo 8 ByrneueBux aTomis, Lie
6inbL nepeBaxHo, Big 1 40 NpubnusHo 6 ByrneLesmnx
aTomiB. AnKincynb®iHinbHI rpynu, wo mictate 1, 2, 3
abo 4 ByrneueBnx aToMK, NPEACTaBMATLCA 0COO0-
NNBO NepeBaXHUMMU.

[MNepeBaxHi ankincynbMOHINbLHI rpynu y cnonykax
AaHOro BMHAxXo4y BKIHOYalTb rPynu, WO MICTATb of-
Hy abo gekinbka cynbdoHinbHMX (SO7) rpyn i Big 1 oo
npnbnusHo 12 Byrneuesmx aTtomis, Ginbll nepeBax-
Ho, Big 1 mo nmpubnuaHo 8 Byrneuesux aToMmiB, LUe
6inbl NnepeBaxHoO, Bia 1 4o NpubnnsHo 6 Byrneuesmx
aTomiB. AnkincynbOHinbHI rpynu, wo mictats 1, 2, 3
abo 4 ByrneueBnx aToMu, € 0COBNMBO NEPEBaXHUMM.

[MepeBaxHi aMiHoarnKinbHi rpynu BKOYaOTb rpy-
ny, WO MICcTATb oaHYy abo Aekinbka NepBUMHHMX, BTO-
PVHHKX i/abo TpeTUHHMX amiHorpyn i Big 1 oo npub-
nu3Ho 12 Byrneuesux aTomis, 6inbLl NnepesBaxHo, Bif
1 po npubnusHo 8 ByrneueBMx aTomis, wWe OBinbL
nepesaxHo, Bi4 1 Ao npnbnuaHo 6 ByrneuesBux aTo-
MiB, i HAMGINbL NnepeBaxHo, 1, 2, 3 abo 4 ByrneyeBmx
atoMn. BTOpuHHa i TpeTUHHa amiHOrpynu, Sk npasu-
no, Binbl NepeBaHi, Hi>X NEPBUHHI aMiHOCKNaaoBi.

BignoBigHi retepoapoMaTtuyHi rpynn B cnonykax
AaHoro BMHaxody MICTATb OAuWH, ABa abo Tpu retepo-
atomu, BubpaHux 3 atomie N, O abo S, i BknoyaroThb,
Hanpvknag, KyMapuvHin, B TOMY 4ucni, 8-kymapuHin,
XiHOMIHIN, B TOMY uncni, 8-xiHOMiHIN, nipugun, nipasu-
Hin, nipymigun, dypun, niponin, TiEeHin, Tia3onin, ok-
casonin, imigasonin, iHgonin, 6eH3odypaHin i 6eH3o-
Tiazonin. BignosigHi reTepoaniuuknuyHi  rpynu B
cronykax O0aHoro BMHaxody MICTATb OAMH, ABa abo
Tpu retepoatomu, BnubpaHux 3 atomie N, O abo S, i
BKMOYalOTb, Hanpvknag, TetpariapodypaHineHy, Te-
TparigponipaHinbHy, raTepuauHinbHy, MopdoniHo- i
NiponiAVHINBLHY rpynu.

BignoBigHi kapboumKnMYHi apunbHi rpynu B Cho-
nyKax AaHOro BUHAX0oAy BKIHOYAKTb CMOSYKN 3 OOHUM
i 3 gekinbkoma KinbusMW, B TOMY YWUCHI, CMOMyKU 3
OeKinbkoma KinbusiMu, siKi MiCTATb OKpeMi i/abo KoH-
OeHCcOoBaHi apunbHi rpynn. Tunosi KapOOLMKIWYHI
apunbHi rpynu mictate 1-3 po3ginbHMx abo KoHAEeH-
COBaHVX UMKNIB i, NpubnunaHo, 6-18 Byrneuesnx ato-
MiB Kinbus. Hanbinbw nepesaxHi KapOOUMKNNYHI
rpynu BKMOYalTb PEeHin, B TOMY YuUCni, 3amieHuin
deHin, Takni gk 2-3amilleHuin geHin, 3-3amilieHunn
deHin, 2,3-3amileHnin deHin, 2,5-3amilleHni deHin,
2,3,5-3amilleHunn i 2,4,5- 3amiweHuin geHin, B ToMy
yucni i Toai, konu oanH abo gekinbka eHinbHUX 3a-
MiCHUKIB NpeacTaBnsloTb €NEKTPOHOAKLENTOPHY rpy-
ny, TaKky SiK ranoreH, uiaHo, HITpo, ankaHoin, cynbdi-
HiN, cynboHIn i HUM NoAibHi; HadTUN, B TOMY YmUCHi,
1-HadTun i 2-HadpTun; GideHin; dpeHaHTpun; i aHTpa-
umn.

[pynu 3amicHukiB, npeactasneHi Ri, Ry, Xi, X i
Xs, KOXHa, He3anexHo BuMbpaHi 3 rpynu, wWo cknaja-
etbes 3 H, OH, OR', SH, SR', SOR', SO;R, NO,, NH,
NHR, N(R")2, NHC(O)R', CN, ranoreHy, =0, 3amiLle-
Horo abo HesamiweHoro Ci-Cig ankiny, 3amilieHoro
abo HesawmiweHoro C,-Cig ankeHiny, 3amiweHoro abo
He3amileHoro C,-Cig ankiHiny, 3amilieHoro abo He-
3aMilLeHoro apuny, 3amilleHoi abo He3aMilleHoi re-
TepoapoMaTU4HOI rpynu.

[MpuBegeHi B gaHOMYy ONUCi MOCWUMAHHA Ha 3ami-
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weHi R'-rpynn B cnonykax gaHoro BuMHaxody BigHO-
CATbCA [0 KOHKpeTHoro dparmMeHTa, skl MOXXHa
3amicTUTM 3a ogHMM abo Jekinbkoma AOCTYMHUMM
NnonoXeHHsMM oaHiel abo aekinbkoma BignoBigHUMUK
rpynamu, Hanpuknag, raroreHom, Takum sk dTop,
Xnop, 6pom i 1nopa; uiaHo; rigpoKCuIiom; HiTpo, asnao;
ankaHoinom, Takmm sk Cie ankaHoinbHa rpyna, taka
AK auun i HUM noAibHi; kapbokcamigo; ankinsHUMK
rpynamu, B TOMy YuCri, rpynamu, Wwo MicTaTb Big 1 4o
npubnusHo 12 Byrnewuesmx atomis abo Big 1 oo npu-
6nn3Ho 6 ByrneueBux aTomis, ane BinbL NepeBaxHo,
1-3 ByrneueBux aToMu; ankeHinbHUMU i ankiHinbHUMK
rpynamy, B TOMY 4YuCni, rpynamu, WO MICTATb OAWH
abo fekinbka HeHacnyeHux 3B'A3KiB i Big 2 o npub-
nn3HO 12 ByrneueBmx aTomi abo Big 2 Ao npnbnus-
HO 6 ByrreLeBuUX aToOMIB; arkoKcUrpynammu, Lo Mic-
TATb oauH abo aekinbka KMCHeBUX 3B'A3KiB i Big 1 0o
npubnusHo 12 Byrnewuesmx atomis abo Big 1 oo npu-
6nm3Ho 6 ByrnmeueBMx aToMmiB; apurokcurpynamu,
TakMMmn AK PeHoKeK; ankinTiorpynamu, B TOMy 4uchii,
rpynamu, WO MICTATb OAMH abo Aekinbka NpocTux
TioedpipHux 3B'AskiB i Big 1 4o npubnusHo 12 Byrne-
LueBux aTomie abo Big 1 4o NpmMbnm3Ho 6 ByrneueBmx
aTomMmiB; ankincynb@iHiNbHUMKU rpynaMu, B TOMY YMcHi,
rpynamu, Wo MicTATb oaunH abo Aekinbka cyrnbdiHinb-
HWUX 3B'A3kiB i Big 1 O NpubnusHo 12 ByrneueBmnx
aTomiB abo Big 1 oo npubnusHo 6 ByrneLeBux aTo-
MiB; ankincynb@OoHINbHUMK rpynamu, B TOMY 4uchi,
rpynamu, WO MICTATb oauH abo Aekinbka cynbgoHi-
NbHUX 3B'A3KiB i Big 1 0o npnbnusHo 12 ByrneueBmx
atomiB abo Big 1 oo npubnusHo 6 ByrneueBux aTo-
MiB; amiHOanKinbHMMK rpynamu, TakuMu siK rpynu, Lo
MicTsaTb oanH abo gekinbka atomiB N i Big 1 4o npum6-
nusHo 12 ByrneueBux atomis abo Big 1 4o npubnms-
HO 6 ByrnmeueBux aTOMIB; KapOOLMKNIYHUMWU apunb-
HAMK rpynamu, Wo Mictatb 6 i Ginbwe Byrneuis,
30kpema, deHinbHot (Hanpuknag, R, wo npeacrae-
nse 3amiweHy abo HesamilleHy GidbeHinbHy rpyny); i
apankinbHOK rpyrnoto, Tako sk 6EH3UIbHA.

R nepeBaxHo npeactasnse C(=O)R', e R' Bia-
noBiaHo npeactaense H abo 3amiweHuin abo Hesa-
MilLleHWIA ankin, GinbLu nepeBaXHO aueTusl.

R nepeBaxHo npeacTasnsie H abo meTtun, GinbLu
nepeBaxHo MeTuUn.

3BuyariHo oavH 3 X; abo X, mpeacraBnsie Bo-
OeHb. Xz, abo x Konu gonyckaeTbcsl X; NepeBaxHO
npeactasnse H; -NHCO-ankin, ge, nepesaxHo, ankin
MiCTUTb ax Ao 16 ByrneueBux atomis, Hanpuknag, 1,
4, 7, 15 ByrneueBunx aTomis, i Moxe 6yTu ranoreHsa-
MilLleHUM, HeOoOOB'A3KOBO NepranoreH3amileHnm; -
NHankinCOOH, ocobnueo B TUX BUNagkax, Konv an-
Kin MiCTUTb ax o 4 ByrneLesnx aTtoMiB; 3aXULLLEHUN -
NHCOCH(NH)CH>SH, ne NH, i/abo SH 3axuuieHi; -
NH6iotuH; -NHapun; - NH(aa)y, oe aa npegcraense
aMiHOKUCIOTHUIA auur, a y JOpiBHIOE, BianosigHo, 1,
2 abo 3 i pe 6byob-aka NH, rpyna HeoboOB'A3k0BO €
nepeTBOpeHoo B il noxigHe abo 3axuLeHoto, Hanpu-
Knag, amigHow KiHueBotw rpynotwo abo Boc-rpynoto;
dTanimigo, yrBopeHoto -NXo-; ankin, Wwo nepeBaxHo
MicTUTb 1-4 ByrneueBux aToMu; apunarsnkeHin, ocob-
NNBO UMHAMOIN, KU Moxe ByTn 3amilleHmuM, Hanpum-
knag, 3-TpudTOPMETUIIOM.

MepeBaxHi npuknagn rpynu X BKAKOYaTb
NHACc, NHCO(CH,),COOH, NHCOCH(NHAlloc)
CH2SFm, NHCO(CH2)14CHs, NHTFA, NHCO(CH,),
CHs, NHCOCH,CH(CHg)2, NHCO(CHa)sCHs,
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NHBiotTuH, NHBz, NHCOCinn, NHCO-(p-F3;C)-Cinn,
NHCOVal-NH,, NHCOVal-N-Ac, NHCOVal-N-
COCinn, NHCOVal-Ala-NH,;, NHCOVal-Ala-N-Ac,
NHCOAIla-NH, OH, OAc, NHAc, NHCO(CH,),COOH,
NHCOCH(NHAIlloc)CH,SFm, NHCOCH(NH,)
CH2SFm, NPht, NH-(m-CO,Me)-Bz,
NHCO(CH2)14CH3, NMe,, NHTFA, NHCO(CH2),CHs,
NHCOCHch(CH3)2, NHCO(CHz)eCHs, NHA”OC,
NHTroc, NHBiotvH, NHBz, NHCOCinn, NHCO-(p-
F3C)-Cinn, NHCOVal-NHa, NHCOVal-N-Ac,
NHCOVal-N-COCinn, NHCOVal-Ala-NH,, NHCOVal-
Ala-A-Ac, NHCOVal-Ala-N-COCinn, NHCOAIla-NH,,
NHCOAIla-N-Ac, NHCOAIla-N-COCinn, OH, OAc,
NHAc, NHCO(CH,),COOH, @ NHCOCH(NHAIlloc)
CH>SFm, Npht, pasom 3 aHanoriyHumu rpynamu, B
AKMX 3MiIHEHE YMCNO BYrneLeBux atomie abo 3amiHe-
Ha amiHokucnoTa, abo 3giicHeHa iHWwa 3MiHa nopnit-
HOro poay, Wo Aae aHanorivHy rpyny.

IHWi nepeBaxHi Npuknagn rpynu Xz BKOYaOTb
OH, OAc, OCOCFs3, OCOCH;CH,CHj3,
OCO(CH,)sCHs, OCO(CH2)14CHs, OCOCH=CHPh,
OSO2CH3 pasom 3 aHamnoriYyHnuMu rpynamu, B SIKMX
3MiHEHEe YnCro ByrneLeBnx aTomiB abo BBeOeHi pisHi
rpynu 3amicHukiB, abo 3filcHeHa iHwa 3MiHa noaio-
HOro pogay, Wo Aa€e aHanorivyHy rpyny.

X3 npeacTaensie nepeaxHo OH abo CN.

X4 npeactaBnsie H abo Me, nepeaxHo Me.

Xs npegctaensie H abo Ci.ig ankin, nepesax-
Ho H.

| we, B GinbL 3aranbHOMY acnekTi AaHOi CMOMnyKu
OaHi Crnonykn npeacTaBneHi 3BMYamHO (QOpMYIo
(XVlla):

(\ (\

s S
0O "J " O _|.‘\,
H NHp H OH
Vi
Via -

R® npeacrtaensie -H abo -OH,;

R’ npescTaense -OCHjs, a R® npeacraense -OH,
abo x R i Rg pasom yTBOptotoThb rpyny -O-CH,-O-;

R™ i R™ o6ugsa npeactasnsioTh -H abo oguH
npeacraensie -H, a iHwun npeacraense -OH, -OCH3
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abo -OCH,CHs, a6o R™? i R pa3oM YTBOPHHOTb
KeTorpgny; i

R? npeacrtaense -H abo -OH;

R?! npepcTasnsie -H, -OH a6o CN;

i moxigHi, BKMoYarouM iX auunbHi noxiaHi, ocob-
MMBO, B TWX BUMagkax, komm R° npeacTaBnsae aueTtu-
nokeu- abo iHWyY aumnokeurpyny, Wo MiCTUTb ax go 4
BYrnewLeBnx aToMmiB, a TakoX BKNoYaro4M NoxigHi, ae
rpyna -NCHs- 3a nonoxeHHsam 12 3amiHeHa Ha -NH-
abo -NCH,CHs-, i noxigHi, ne rpyna -NH; B crnonyui
dopmynu (Vla) i rpyna -OH B cnonyui dopmynu (Vib)
HeobO0B'A3KOBO NEPEeBOAATLCA B iX NOXIAHI.

Mpyna R 3 R* MoxyTb 6yTV aunnboBaHi 3a rpy-
noto -CHNH,- a6o -CHOH-, npeacrasneHoto B cop-
mynax (Vla i VIb). IHwi noxigHi cnonyku gaHoro BuHa-
Xody BKMOYaTb MoXigHi, B skmux rpyna -CHNH, B
dopmyni Via 3amiHeHa Ha rpyny —CHNHX; a6o -
C(X2)2-, abo B sikmx rpyna -CHOH B ¢opmyni VIb 3a-
MiHeHa Ha CHOX; abo Ha -C(X3)2-, B siknx X; abo Xz
BU3HAYEHI SIK yKa3aHo.

[MepeBaxHi cnonykn BASIOTb COBOK CNONYKM
dopmynun (XVIIb).

Kpim TOro, B mepeBakHux crnoriykax AaHoro Bu-
Haxogy R’iR® pasom yTBoptoloTh rpyny -O-CH,-O-.

AuunbHi  noxigHi  MOXyTb siBNsSTM  coboto  N-
auunbHi abo N-TioaumnbHi NOXigHi, a TakoX LUKMiYHi
amign. [aHi auunbHi rpynu inOCTPaTUBHO MOXYTb
ABNATM COOOK ankaHoiNbHY, ranoreHankaHoINbHY,
apvnankaHoinbHy, ankeHoinbHy, reTepouukninaym-
NbHY, apoinbHY, apunapoinbHy, ranoreHapoinbHy,
HiTpOapoinbHy abo iHwWi aunnbHi rpynu. JaHi aunnbHi
rpynu MoxyTb OyTu npeactaBneHi dopmynotw -CO-
R?, B akiit R* moxe npeacTtaBnsaTh pisHi rpynu, Taki sk
arnkinbHa, ankokcu, ankineHosa, apunarnkinbHa, apu-
nankineHoea, amiHOKMCNOTHa auunbHa abo retepo-
UMKNiNbHa, KOXHa 3 SKUX HEeoOOB'A3KOBO 3amilleHa
ranoreHoMm, LjiaHo, HiTpo, kapbokciankinom, ankokcu,
apvnom, apuroKcu, reTepoLMKinom, reTepoLmKnino-
KCW, ankinom, amiHorpynow abo 3amileHOo amiHor-
pynoto. IHWi aummnooYi areHTn BKMYarTb i3oTiouia-
HaTW, Taki $K apunbHi i30TiouiaHaTh, 30Kpema
deHinisouiaHaTt. AnkinbHa, ankokcu abo ankineHoea
rpynn R%, wo signosigHo MatoThb 1-6 abo 12 syrneLie-
BMX aTOMIB, MOXYTb OYyTW Hepo3ranyXeHumu, poara-
nyXeHnmy abo UMKNiYHMMU. ApUnbHI rpyny 3BUYaniHoO
npeacTaeneHi geHinom, GideHinom abo HadTMIOM.
eTepoUMKITNYHI Tpynu MOXYTb OYyTU apoMaTUYHUMMU,
4acTKOBO abo MOBHICTHO HEHAcU4YeHMMWU | BiAMOBiOHO
MaTu 4-8 aToMiB B KinbLi, Ginbl nepeBaxHo, 5 abo 6
aToMIB B Kifblj, 3 ogHUM abo Aekinbkoma retepoarto-
Mamu, BUGpaHMMU 3 a30TYy, CiPKM i KUCHHO.

Baarani, ssuuanHi R%-rpynu BkmioyaroTe ankin,
ranoreHankin, ankokciankin, ranoreHankckciankin,
apvinarnkineH, ranoreHankinapvnankineH, auun, rano-
reHauurn, apvnankin, ankeHin i amiHokucnoty. Hanpu-
knaa, R*-CO- moxe aBnaTV cobolo aueTunbHy, Tpu-
dTopaueTunbHy, 2,2,2-TPUXNOPETOKCMKApOOHInbHY,
isoBanepunkapboHinbHy, TpaHc-3-
(TprdbTOpMETMI)UMHAMOINKapOOHINbHY, rentadgpTop-
OyTUpMNKapOOHINbHY, OekaHOINKapbOoHinbHY, TpaHc-
uuHamoinkapOoHineHy,  GyTupunkapOoHinbHy,  3-
XMOPMpPOMiOHINKapboHinbHY,  LMHaMOINKapboHinbHY,
4-MeTUnUMHaMOINKapOoHinbHY,  rigpounHamMoinkap-
OOHINbHY abo TpaHC-reKCeHOoInKapOoHinbLHy, abo
anaHinbHy, apriHinbHy, acnapTunbHy, acnaparifbHy,
LUMCTUNBHY, MyTaMinbHy, rNyTamiHinbHy, riLubHY,
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riCTMOUIbHY,  FiOPOKCUNPONINbHY,  i30MEeAUNIBHY,
nevunnbHy, NisunbHy, METIOHINbHY, eHinanaHinbHy,
NponinbHY, CEPUNbHY, TPEOHIMNbHY, TUPOHIMbLHY, TPUM-
TOQINbHY, TMPO3UNbHY, BanifbHY, a TAKOX iHLI MeHLU
3BMYalHi aMIHOKMCNOTHI auunbHi rpynn, a Takox
dTaniMigo i iHWi UMKNiyHi amign. [HWi npyknagn Mox-
Ha 3HaNTW cepepn NepepaxoBaHUX 3axXMCHNUX rPyr.

Cronyku, B SIKMX -CO-R? ogepxaHa 3 aMiHOK1C-
NOTU | BKMOYae amiHOrpyny, MOXYyTb cami YTBOPUTU
auunbHi noxigHi. BignosigHi N-auunbHi rpynu Bkmto-
YalTb ounenTuam, siki, B CBOK Yepry, yTBoptoTb N-
aunnbHi NOXigHi.

R | R nepeBaxHO NpeqcTaBNsIOTH BOAEHD.
R nepeBakHo npeacTaBnsie BoAeHb. O-auunbHi
noxigHi BiQNOBIAHO NpeAcTaBnaAwTb anigatnyhi O-
auunbHi NoxigHi, ocobnuBo auunbHi noxigHi 3 1-4
ByrnmeueBuMyn atomamu, i, 3BmyanHo, O-aueTunbHy
rpyny, ocoGrmMBO B NMOMOXEHHI 5.

BignosigHi 3axucHi rpynu ansa deHonis i rigpok-
CUrpyn BKIIOYaTb NPOCTUA edip i cknagHun edip,
Takui §IK ankinoBuN, ankokciankinosuin, apunokcian-
KiNOBUI, arnkoKcianKkoKkciankinosui, ankincuninankok-
ciankinoBun, ankintioankinoBwui, apunTioankinosumn,
asnaoankinosun, LiaHOAnKinoBun, Xnopankisosui,
reTepoumnKninoBuin, apunauunoBun, ranoreHapuna-
LMNOBUIA, LUKMOanKinankinoBui, ankeHinoBumn, LUMK-
noankinoeun, ankinapunankinosuin, ankokciapunan-
Kinosuw, HiTpOapunankinosun, ranoreHapwn-
ankinosui, ankinamiHokap6oHinapunankinosui, anki-
ncynbiHinapunankinoBun, ankincuninoBun Ta iHWi
npocTi edipu, a TakoxX apunaunnoBuii, apunarnkinka-
pOoHaTHWUA, anipaTU4HM KapOOHATHUI, ankincynb-
diHinapunankinkapboHaTHWNA, ankinkap6oHaTHWIA,
apunranorekankinkapboHaTHuin, apunankeHinkap6o-
HaTHUK, apunkapbamiHaTHUI, ankindocdiHinosui,
ankindocdiHoTioinosuin, apundocdiHoTioinosun,
apvnankincynboHaTHUIA Ta iHWi cknagHi edipy. Taki
rpynu MoxyTb 6yt HeobGOB'I3KOBO 3aMilleHi BU3Ha-
YEHVMM BULLLE TPyNamMu B R

BignosigHi 3axucHi rpynu Ang amiHiB BKNIOYaTb
kapbamaTu, amign i iHLWi 3axucHi rpynu, Taki sK ankin,
apwnarnkin, cynbgo- abo ranoreHapwunarkin, ranore-
Harnkin, ankincuninankin, apunankin, uuknoankinan-
Kin, ankinapvnankin, retepouukninankin, HiTpoapu-
nankin, auunamiHoankin, HiTpoapunguTioapunankin,
avumknoankinkapbokciamigoankin, uvknoankin, an-
KEeHin, apunankeHin, HiTpoapunankeHin, reTepoumkni-
narnkeHin, reTepouunknin, rigpokcureTepounknin, ankxi-
nTio, ankokcu- abo ranoren- abo
ankincynbmiHinapunankin, retepouukninaumn, i iHwi
kapbamMaTi, a TaKOoX ankaHoin, ranoreHankaHoin,
apunankaHoin, ankeHoin, retepouukninauun, apoin,
apvnapoirn, ranoreHapoin, HiTPoapoin i iHwi amigw, i
KpiM TOro, arnkin, ankeHin, ankincuninankokciankin,
arnkokciankin, uiaHoarnkin, reTepouunknin, ankokciapu-
nankin, uuknoankin, HiTpoapwn, apunarnkin, ankokcu-
abo rigpokciapunankin, i 6arato ski iHWi rpynu. Taki
rpynu MoxyTb 6yTv HeobOB'sI3KOBO 3aMilleHi BU3Ha-
YeHUMW BULLE rpynamu B R

Mpuknagn TakMx 3axmMcHWX rpyn npeacTaBneHi B
HWXYeHaBeaeHnX Tabnuusx.

3axuct gnsa rpynn OH

npocTi edoipn CKOpPOYEHHS
MeTun

METOKCUMETUS MOM
6eH3nnokcumeTun BOM
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METOKCIETOKCUMETUN
2-(TpumeTUnCUNin)eToKkCUMeTUnN
MeTunTiomeTun
deHinTiomeTnn
asngomMeTumn
LiaHameTun
2,2-guxnop-1,1-gncdTopeTun
2-xnopeTun
2-6pomeTun
TeTparigponipaHin
1-eTokcieTun
deHaumn
4-6pomdbeHaumn
LMKronponinMeTun
anin

nponaprin

isonponin
LMKrorekcun
TpeT-6yTun

6eHsun
2,6-anmeTnnbeH3nn
4-meTOoKCUBEH3MIN

O-HiITpoGeH3nn
2,6-guxnop6eHsnn
3,4-anxnopbeHsnn

4-(pumeTunamiHo )kapb6oHinbeH3nn

4-meTnncynbdiHinbeHaunn
9-aHTpuUnmMeTun

4-nikonin
rentadTop-n-Tonin
TeTpadTop-4-nipnann
TpUMeTUncunin
Tpe-6yTnnaMmeTUncunin
Tpe-6yTnnamdeHincunin
Tpwisonponincunin
cknagHun edip
apvundopmiaT
apvnauertaT
apunnesyniHat
apunnisanoart
apunbeksoat
apwn-9-ctopkapbokcunat
apunmeTunkapboHaT
1l-apamaHTunkapboHaT
TpeT-0yTunkapboHaT

4-metnncynbgiHinbeHsunkapboHat

2,4-pumeTunneHT-3-inkapboHar

apun-2,2,2-tpuxnopeTtunkapboHaT

apuneiHinkap6oHar
apunb6eHsunkapboHat
apunkapbamat
anmeTnndocdinin
anmeTnndocdiHoTiomn
anderindgocdiHoTion
apunMeTaHcynbgoHaT
apunTonyoncynbsgoHat

apwn-2-cgopminbeH3oncynsgoHat

3axucTt ana rpynu -NH
kapbamaTu
METWI eTunN
9-chbnyopeHinmeTun
9-(2-cynbo)driyopeHinmeTun
9-(2,7-gnbpom)driyopeHinmeTunn

MEM
SEM
MTM
PTM

THP
EE

MPM a6o
PMB

Msib

T™MS
TBDMS
TBDPS
TIPS

ArOPv

BOC-OAr
Msz-Oar
Doc-Oar

Dmp-OAr
Mpt-OAr
Dpt-Oar

CKOpPOYeHHA

Fmoc

17-teTpabeH3o[a,c,g,iljdnyopeHinmetun Thfmoc

2-xnop-3-iHaeHinmeTnn

Climoc
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OeH3[flinaeH-3-inmeTun
2,7-gn-TpeT-6yTnn

MeTun
2,2,2-TpuxnopeTun
2-TpumMeTuneunineTnn
2-cheHineTmn
1-(1-agamaHTtun)-1-metun etun
2-xnopeTun
1,1-gMmeTunn-2-xnopeTun
1,1-gumeTun-2-6pomeTun
1,1-gumeTnn-2,2-gubpomeTun
1,1-gumeTun-2,2,2-TpuxnopeTun
1-meTtun-1-(4-6idheHin)eTnn

1-(3,5-an-TpeT-6yTUndenin)-1-1-metun

etun
2-(2'- i 4'-nipugnn)etun
2,2-Bic(4'-HiTpodeHin)eTun

N-(2-niBanoinamiHo)-1,1-gumeTuneTvn
2-[(2-HiTpOeHiIN)auTio]-1-beHin etun

2-(N,N-

avumkrorekcunkapbokcamigo)etvmn

TpeT-0yTun
1-agamaHTun
2-agamaHTun
BiHIN

anin

1-isonponinanin

LUmHamin

4-HiTpouMHaMmIn
3-(3'-mipugun)npon-2-eHin
8-xiHonin
N-rigpokcmninepuanHin
ankingutio

6eH3nn
n-MeToKcnbeHaun
n-HiTpo6eH3nn
n-6pomb6eH3un
n-xnop6eH3nn
2,4-guxnopbeH3nn
4-meTuncynb@iHinGeH3un
9-aHTpUnNMeTUn
andeHinmeTmn
eHoTiasuHin-(10)-kap6oHin

N'-n-TonyoncynbdoHinamiHokapboHin

N'-deHinamiHoTiOkapOOHin
amign

dopmamig

aueTamif

xropaveTtamig,
TpudTopaueTamig
deHinauetamig
3-beHinnponaHamig,
neHT-4-eHamig
nikoniHamig
3-nipuavnkapbokcamig
6eH3amig
n-gpeHinbeHsamig
N-cpranimig
N-TeTpaxnopdTanimig
4-HiTpo-N-pranimig
N-guTiacyKuuHimig
N-2,3-gudeHinmaneimig
N-2,5-gumeTunnipon

N-2,5-6ic(Tpuisonponincunokcun)nipon

[9-(10,10-giokco-
10,10,10,10-TeTparigpoTiokcaHTun)]

Bimoc

DBD-Tmoc
Troc

Teoc

hzZ

Adpoc

DB-t-BOC
TCBOC
Bpoc

t-Barmeoc
Pyoc
Bnpeoc

NpSSPeoc

Boc

1-Adoc
2-Adoc

Voc

Aloe abo
Alloc

Ipaoc

Coc

Noc

Paloc

Cbz abo Z
Moz
PNz

Msz

TFA

TCP

Dts

BIPSOP
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N-1,1,4,4-TeTpameTus-
avcuniasaumnkiioneHTaHToOBUMN STABASE
agykT
1,1,3,3-teTpameTun-1,3-
aucunaisoiHgonix BSB

cneuianbHi 3axucHi rpynu -NH
N-meTunamin
N-TpeT-6yTnnamin
N-aninamiH
N-[2-TpumeTuncunin)etokculmetnnamiH SEM
N-3-aueTokcunponinamiH
N-LiaHOMeTunamiH
N-(1-isonponin-4-HiTpo-2-oKkco-3-
niponiH-3-in)amiu
N-2,4-nnmeTokcnbeH3nnamis Dmb
2-a3aHOpPOOpHEHN
N-2,4-OnHiTpodeHinamin

N-6eH3nnamin Bn
N-4-meTokcmbeHsunamiH MPM
N-2,4-anmeTokcnbeH3nnamiH DMPM
N-2-rigpokcnbeHsunamix Hbn
N-(audeHinmeTun)amiHo DPM
N-6ic(4-meToKCUbeHin)MeTnnamiu
N-5-gmbeH3ocybepunamin DBS
N-TpudeHinmeTnnamix Tr
N-[(4-meTokcndeHin)andeHinmeTnn)

amiHo MMTr
N-9-cbeHindnypeHinami Pf
N-cepoueHinmeTnnamiH Fcm

N'-okcma N-2-nikoninaminy
N-1,1-aumeTunTtiomeTMneHamiH
N-6eH3unigeHamiH
N-n-meTokcubeHsunigeHamiH
N-andeHinmeTuneHamiH
N-(5,5-anmeTun-3-okco-1-
LIMKIoreKkceHin)amiH

N-HiTpOamiH

N-HiTpo30amiH

andeHindgocdiHamia Dpp
anveTtunTiodocdiHamig Mpt
andeHinTiodocdiHamig Ppt
anbeHsundocdopamigaT
2-HiTpo6eH3oncynsdeHamig Nps
N-1-(2,2,2-Tpudptop-1,1-
AndeHin)etuncynsdeHamis TDE
3-HiTpO-2-NipuAnHCYNbdeHamig Npys
n-TonyosncynbgoHamig Ts

6eHsoncynbgoHamig

MepeBaxHuii Kkmac crnonyk [AaHOro BUHaxody
BKkItoyae cnonyku copmynu (XVIIb), siki BinnosigatoTb
ogHOMYy abo [OeKinbKoM, MepeBaXHO BCIM HWXYeHa-
BeJEeHNM yMOBaM:

amiHorpyna B rpyni oopmynu (Vla) nepeTsopeHa
B NOXigHyY rpyny;

rigpokcurpyna B rpyni ¢opmynu (VIb) nepetso-
peHa B noxigHy rpyny;

R® npencraensie ORy;

R’ i R® pasom yTBOpIOKOTH rpyny -O-CHy-O-;

R R™ o6uaga, npeacrasnsioTs -H;

R'® npepcTasnsie H; i/abo

R?! npeacrasnsie -OH a6o -CN.

CneumnaidHi ekTeHacLMaMHOBI NPOAYKTM AAHOro
BMHaXOAY BKoYaloTb cnonyku popmynu (XVIII):
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w

oG
vy s

H NH, H OH

(o}

W

Via Vb

R* npeacrasnsie -H, -OH a6o -CN, GinbLu nepe-
BaxkHo -OH a6o -CN;

i Tl auunbHi NOXigHi, TOYHIWe 5-aunnbHI NOXigHi, B
TOMY 4mcni, 5-aueTunbHe noxigHe, i B SKMX rpyna -
NH: B cTpykTypi chopmyrnu (Vla) i rpyna -OH B cTpyk-
Typi dopmynu (VIb) HeoBOOB'A3KOBO NMEPEeTBOPEHI B iX
MoxigHi.

Cnonyku gaHoro BMHaxogy, 0cobnmeo 3 ofHieto 3
ABox rpyn Xi, MOXyTb OyTu ogepxaHi CMHTE30M 3
npomixHoi cnonyku (47), [onucaHoi B MateHTi CLUA
Ne5721362], abo 3 aHanoriyHoi cnomnyku. Takum 4u-
HOM, AaHUI BMHAXig NPONOHYe cnocib, Aknin BKNoYae
nepeTBOPEHHsT amiHorpynu 1,4-MicTka, BiANOBIgHO 40
HaCTYMHOI CXemMn peakuii:

L\ L\

S
; o

H NH, H N(Xq)z

ge X1 € TakMMm, K BU3HA4YeHO BULLE, a iHLWWi rpynu
3aMICHVKIB B AaHii MOMeEKyrni MOXyTb OyTU 3axuLLieHi
abo nepeTBOpeHi B ix NoxigHi 3a 6axaHHsaM abo Bia-
NOBIAHNUM YMHOM.

Cnonykn gaHoro BUHaxoAy, 0cobnveo 3 rpynamu
X2, ki npeactaBnsaoTb -OXz, MOXYyTb ByTV ogepxaHi
3 npomixHoi cnonyku (15), [onncaHoi B MatenTi CLUA
Ne5721362], abo 3 aHamnoriyHoi cnonyku. Takum 4u-
HOM, JaHUI BMHaxig NPONoHye cnocib, skuin BkNovae
nepeTBopeHHs 1, 4-MiCTOYKOBOI OKcorpynu B ii moxia-
He BiAMNOBIOHO A0 HACTYMHOI CXeMM peakLii:

(\ A\

(¢]

ge X; npegcraensie rpyny, SK BkasaHo Bulle, a
iHLi rpynu 3aMiCHMKIB B AaHi Monekyni MoXyTb ByTn
3axuileHi abo nepeTBOpeHi B CBOI MOXiaHi 3a GaxaH-
HAM abo BignoBigHMM 4YMHOM. [daHa peakuis Moxe
NpoTiKaT 3 yTBOPEHHAM 3aMicHuMka —OXj, B skoMy X;
npeacTaBnse BoAeHb, a MOTiIM 3 NepeTBOPEeHHAM B
CMonyky, B siKin X1 NpeacTaBnse iHwy rpyny.

OuyeBuMAHO, WO CMOMYKN AaHOrO BUHAxXo4y MOXHa
TakoX ogepxaTu LWNsSXoM Moaudikauii ctagii cuHTe-
3y, wo BukopuctosyloTbca [B [Matenti CLUA
Ne5721362]. Tomy, Hanpuknag, pisHi peakuiviHi rpynu

S
!

O

0
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MOXYyTb OyTW BBeAeHi 3a (pyHKUiOHANbHUMMK MOo-
YKEHHSAAMK, Hanpuknag, 3a NonoXxeHHamMn 5- abo 18-,

Y paHomy BuHaxogi po3pobneHun GinbL 3aranb-
HWUIA croci6 ofepaHHs Crnomnyk OaHOoro BuHaxody, i
BiH 6yB Bneplwe poskputuii [y WO 00/69862], Bknto-
YEHOI B AaHMM ONUC Yy BCIill CBOIM MOBHOTI LUMSIXOM
NOCUIaHHS | Ha OCHOBI SIKOT 3aABMAETLCA NPiopUTET.

Tunosun npouec y Bka3aHih WO-3asaBLi 3adinae
crnoci6é ogepXXaHHS CMofykn 3 KOHAEHCOBAHOK Kinb-
LeBoto CTpykTypoto hopmynu (XIV):

17

AKUIA BKITIOYae ogHy abo gekinbka peakuin, BUXO-
Asum 3 21-uiaHocnonyku cpopmynu (XVI):

ne:

R? npeacraBnsge amigom eTuneHoBy rpyny abo
aLMITOKCUMETUEHOBY Tpyny;

R® i R® HesanexHo BuGpani 3 -H, -OH a6o
OCOCH,0H, a6o x R® i R® obuaBa npeacTaBnsAlTb
KeTorpyny, a kinbue A npeacrasnse n-6eH30xiHOHoBe
Kinbue;

R i R™" o6ugsa npeacrasnsiots -H abo oauH
npeacraensie -H, a iHwun npeacrasnse -OH, -OCH3
abo -OCH,CHs, a6o x R*? i R*" pasom yTBOpiOtOTH
KeTorpgny; a

R™ i R'® nHesanexHo Bu6paHi 3 -H a6o -OH, a6o
* R®iR® obuaBa npeacTaBnsalTb KeTorpyny, a Kinb-
ue A npeactaensie nN-6eH30XiHOHOBE KiNnbLe.

3okpema, Takuii crnocib mMoxe 3abesneynTu cno-
Cib ogep)kaHHs BUXiOHUX pe4vyoBMH ANs peakuin Cxem
I'i Il, HapiBHi 3i cnopigHEHMMM cnonykamu.

MpoTUNyxnNuHHa akTUBHICTb AaHUX CMOMyK OXOr-
JI0E NENKO3, pak JNereHi, pak TOBCTOI KULIKKU, paK HU-
pOK, pak nepeamixypoBOi 3arosu, pak S€4YHuKa, pak
MOJSIOYHOI 3a5103u1, CapkoMu i MenaHoOMMU.

IHWKWA ocobnmnBo NepeBaXXHUI BapiaHT 34il-
CHEHHS1 JaHOro BUHaxody NpeacTaBnsie apmales-
TWUYHI KOMMO3WLii, NpuAaTHI AK NPOTUNYXMWHHI areHTH,
AKi MICTATb SIK aKTMBHWI iHrpedieHT cnonyky abo cno-
NyKN JaHOro BMHAxXo4y, a Takox crnocobu ix ogep-
YKaHHS.

Mpuknagn dapmaueBTUYHMX KOMMO3ULIiNA BKIO-
yaloTb Oyab-Aki TBepai (TabneTku, ninwomi, kancynu,
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rpaHynu i T.n.) abo pigki (po3umHKM, cycneHsii abo
eMyrnbCii) KoMno3wuLii BiANoBigHOro cknagy Ans nepo-
panbHoro, micueBoro abo napeHTepanbHOro BBe-
OEHHS.

BBeneHHs1 cnonyk abo KOMMNo3uin gaHoro BUHa-
X04y MOXHa 34INCHUTK Oyab-SKUM BignoBigHMM Cno-
coboMm, TakMMm SIK BHYTPILUHbOBEHHA iHQY3is, nepopa-
NbHUM  €cnocoboM, BHYTPILLIHBOOYEPEBMHHMM  abo
BHYTPILUHBEOBEHHUM CNOCOBOM.

LLlo6 yHMKHYTM CyMmHiBY, cTepeoximis, npeacTas-
rneHa B JaHOMy NaTeHTHOMY OMWUCi, 3aCHOBYETLCS Ha
KOPEKTHI cTepeoxiMii npupoaHux npoAykTis. o Mipi
BUSIBMEHHA NOMWIOK Yy BKasaHii cTepeoximii, Heob-
XiQHO 34iNCHIOBaTU BIOMOBIAHI BUMNpaBneHHs B ¢op-
Myrnax, npuBedeHux B gaHomy onuci. Kpim Toro, no
Mipi Moaudikauil CUHTEe3iB AaHUI BMHaXxig poO3MnoBCHo-
OXYETbCA | Ha cTepeoizoMepu.

Cronyku faHoro BMHaxogy MOXyTb OyTu ogep-
XaHi LWMNSXOM CUHTe3y 3 MpoMiXHMX cnonyk 47 i 15,
[onucanmx B MatenTti CLUA Ne5721362], cnonykn 36,
[onucaHoi B WO 00/69862], i 3 BTOPUHHUX NPOAYKTIB
(npoHymepoBaHux sk 23 i 24), oaepXaHux Ha AedKnx
cTagifax 3HATTa 3axucty 3i cnonykm 33 [3 WO
00/69862] 3 BukopuctaHHam AlCls.
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Cronyka (1) BignoBigae cMHTE30BaHii NPOMIXHIN
crnonyui (47), [onucanin B MNateHTi CLUA Ne5721362].
Cnonyku 21 i 28, Bkntoderi B Tabnuvuio IV, onvcani sik
35134 [B WO 00/69862].

Heski 3 nepeBaxHUX CNocobiB oaepXaHHsa Cro-
nykn dopmMynu | onucaHi B HACTYMHUX peakLUinHUX
cxemax 3 npuknagamu 3BUYaMHUX rpyn 3aMiCHUKIB.
BkasaHi 3B14aliHi 3amiCHUKN HE 0OMEXYIOTbCS AaHUM
BMHAXOAOM, i MOTpiBHO MaTu Ha yBasi, WO AaHuin
cnocib npeacraensie Ginbl 3aranbHWA BUNagok, 6es
0cobnMBOro ypaxyBaHHsl TOTOXHOCTi, BKa3aHOro B
OyKBEHOMY KOZ.

YucneHHi akTUBHI NPOTUNYXIUHHI CMONykn Gynu
ofepXaHi 3 JaHuxX Cronyk i o4eBMaHO, Wo HabaraTo
Oinble cnonyk mMoxe OyTV ofepXaHo BiAnoBigHO A0
BiAMITHMX OCOGNIMBOCTEN JAHOIO OMKUCY.



Cinn:

Cxema |

ol
R =

4a-1, dk-l, 4n, 40

a: AcNH-
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¢: CH;(CH;);CONH-
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e: CH;(CH,)sCONH-

f: CHy(CH;)14CONH-

g: B2NH-
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q: Ac-N-ValCONH-
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s: NHz-Ala-ValCONH-

t: Ac-N-Ala-ValCONH-

u: CinnCO-N-Ala-ValCONH-
v: NH,-AlaCONH-
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i p-F;C-CinnCONH-
J: PhiN-
k:BiormsCONH-

1: HO,CCH; CH;CONH-
m: (CH;),N-

n: BnNH-

o: PINH-

oen,

w: Ac-N-AlaCONH-

x: CinnCO-N-AlaCONH-

y: FmSCH,CH(NHAlloc)CONH-
z: FmSCH,CH(NH;)CONH-

7: Boc-N-VaiCONH-

8: Boc-N-AlaCONH-

9: Boc-N-Ala-ValCONH
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Cxema lll
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¢: CHy(CH;),CO- 15: H-
e: CHy(CH,)sCO- 16: H-
f: CH3(CH2),.CO- 19: H-
Cinn:
Cxewma IV
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B R Me % H Me
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Tunu peakuin HacTynHi:

Cnocobu A, B, C, E i M Bknto4atoTb pisHi cnocobu
aunnioBaHHSA 3a SONOMOrOK XIOpaHrigpuaiB KUCnoT,
aHrigpuaie, kucnot abo cynbdoHinxnopuaie, Ans
ofepXXaHHs amigHux abo cknagHoedipHMX 3B'sA3KIB.

Cnocobu D i H BkntoyaoTb peakuii BigHOBMOBa-
NBHOro ankinyBaHHs Mix anegerigom i 1 abo mix ami-
HOM i 5, aki gatoTb 2m abo 3o0.

Cnoci6 F tpaHcdopmye cnonyky 1 B 2n peakuieto
3 BnBri Cs,COs.

Cnocib G BkMoyae 3HATTS 3aXUCHUX METOKCUME-
TUINBHOI rpynu (MOM) abo MOM/tpeT-
OyTunokcukapboHineHux rpyn abo  MOM/anino-
KCUKapOOHINbHMX rpyn 3 BUKOPUCTAHHSM TPUMETUMX-
nopcunany (TMSCI) i noguay HaTpito.

Cnocobu | (AgNQO3) i J (CuBr) nepetsoptotots CN
B OH B nonoxeHHi C-21.

Cnoci6b K Bkniovae rigponis kapbamatHoro 3B'as-
Ky 3 BUKOPUCTaAHHAM BOAHOI TPUETOPOLITOBOI KMC-
noTK.

Cnoci6 L nepetBopioe KkapOOHiNbHy rpyny B
CNUPT  LWNSAXOM  BiAHOBMEHHA 3a  [OMNOMOroK
NaCNBH3; B npucyTHOCTi ouTOoBOi kucnotu. 3a gono-
MOrOK JaHOi peakuii YyTBOPIETLCA HOBUN XiparnbHui
ueHTp. bepyun oo yearu ctepuyHi edpektu i cnekTpo-
CKOMiYHi AaHi, 04eBUOHO, WO OCHOBHa cnonyka (11)
Mae 3a JaHuM LUeHTpoM R-koHgirypauito, a BTOPUH-
HU NpoaykT (12*) mae S-koHirypauito. Ha uin ocHo-
Bi 13, 15, 17, 19, 21 noBuHHI maTn R-koHdirypadito, a
14*, 18* i 22* noBuHHI mMaTn S-koHdirypauito. Taka
iHTepnpeTauiq, 34iNCHEHa Ha OCHOBI HasiBHUX CMeKT-
panbHUX OaHWX i, N0 CyTi, Y BiACYTHOCTI cneujianbHUX
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OocCnigxeHb, Aki 6 nigTBepAXyBanu AaHy iHTepnpe-
Tauito, NOBUHHA PO3rNsSAaTUCS BUKIIOYHO £K  Mone-
peaHs.

MopgudikoBaHi cnocobu MOXyTb BUKOPUCTOBYBa-
TUCSA ONS OAEpXXaHHS iHLWKX CMOMyK 4AaHOro BUHaXo-
ay. 3okpema, BuxigHa pevoBMHa i/abo peareHTU i
peakuii MOXyTb 3MIHIOBATMCb BIAMOBIAHO OO iHLIMX
noegHaHb rpyn 3amiCHUKIB.

BignosigHO [0 iHWOro acnekTty, gaHWA BUHaxig
CTOCYETbCS 3aCTOCYBaHHS B HAMBCUHTETUYHOMY CUH-
Tesi Bigomoi cnonyku, cadppauuHy B, Takox HasBaHoO-
ro siKk XiHoHaMiH.

Bsarani, gaHuin BuHaxig BigHOCUTbLCS OO0 Hanie-
CUHTETUYHOrO crnocoby opepXaHHS MPOMDKHUX CMo-
NyK, NOXiAHWX i CNOPIAHEHWX eKTeMHacunanHy CTpyK-
Typ abo iHWuX TeTparigpoi3oxiHOMIH(EHONbHNX
cronyk, BMXOAsYM 3 npupodHux Bic(TeTparigpo-
i30XiHOMIHOBMX) ankanoigis.

BignosigHi nepeBaxHi BUXigHi pe4oBMHM AN Ha-
NiBCUHTETUYHOro cnocoby BkMYawTb BUAM cadpa-
MILMHOBWX i cadppaumMHOBUX aHTUBIOTUKIB, AOCTYMHUX
3 Pi3HUX KynbTypanbHUX CEpPeaoBuLl, a TaKOX BUAM
periHepamiLMHOBKX i KCECTOMILMHOBUX CrOMyK, A0C-
TYMHUX 3 MOPCBKUX yOOK.

BaranbHa dopmyna (XV) BuXigHMX Cronyk mae
HaCTYNHWUI BUINSA;

CH30

pe: R' npeactaBnsie amigoMeTuneHoBy rpyny,
Taky sk

-CH,-NH-CO-CR™R®*R*" ne R®* i R®" y1Bo0-
ptotoTb keTorpyny abo oauH 3 HUX npeacTasnsie -OH,
-NH; abo -OCOCHs;, a iHwwi npeacTtasnse -
CH2COCHj3, -H, -OH a6o —OCOCHj3, 3a ymoBu, Lo
korm R*** npepcrasnsie -OH a6o -NH., 10 R*® He € -
OH, a R®° npencrasnsie -H, -CH3 abo -CH,CHs, a6o
x R npefcTaBnsie aUMMNOKCUMETUNEHOBY rpyny, Taky
Ak -CH2-O-CO-R, pe R npeacraBnse -C(CHs)=CH-
CH3 abo -CH3-;

R® i R® HesanexHo BuGpaHi 3 -H, -OH abo -
OCOCH,0H, a6o x R° i R®, o6uaga, nNpeacTaBnsaoTb
KeTorpyny, a kinbue A npeacrasnse n-6eH30xiHOHoBE
KinbLe;

R i R o6ugsa, npencraensioTs -H a6o oauH
3 HUX npepctaeBnse -H, a iHWwun npegctasnse -OH, -
OCHs abo -OCH,CHs, abo R™ i R™ pasom yTBoO-
ploIOTb KeTorpyny;

R™ i R™ HesanexHo BuGpaHi 3 -H a6o -OH, a6o
% R® i R®, obugea, npeacTaBnsioTs keTorpyny, a Ki-
nbue A npencraBnsae nN-6eH30XiHOHOBE KinbLe; i

R?! npeacrasnsie -OH a6o CN.

binbw 3aranbHa ¢opmMyna Ana [gaHoro knacy

Cnonyk npeacrtaBfieHa HMXYe:!
' R
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B SKi rpyni 3amMicHuKiB, no3Ha4veHi R, Rz, R3, Ry,
Rs, Re, R7, Rs, Rg, R0, KOXHa, He3anexHo, BubpaHa 3
rpynu, wo cknagaetbcs 3 H, OH, OCHs, CN, =0,
CHs; B sikin X npegcTaBnsoTb pisHi amigHi abo ckna-
AHoedipHi PYHKLIOHaNbHOCTI, WO MICTATbLCS Y BKa3a-
HUX NPUPOAHMX MPOAYKTaxX; B KN KOXHWUIA MyHKTUP-
HUA UMK BigNoBigae opgHoMy, ABOM abo TpbOM
HeobOoB'A3KOBMM NOABINHUM 3B'A3KaM.

Tak, BignoBiAHO OO AaHOro BUHaAxody, Ao Tene-
PiLLHBOrO Yacy MNPOMOHYTLCA HaMIBCUHTETUYHI Crno-
cobu opepxaHHA HOBMX i BXe Bigomux cnonyk. Hani-
BCUHTETUYHI cnocobu ogepXaHHA AaHOro BUHAaxXoAy,
KOXHWIWA, BKMOMae pag CTafinl nepeTtBOpeHHs Ans
ofepxaHHa HeobxigHoro npoaykty. KoxHa cTagis,
cama no cobi, npeacTaBnsie cnocid JaHOro BUHAxoAy.
[aHuni BUHaxig He o6MexyeTbecs cnocobamu, siki pos-
rMagalTbCa B JAaHOMY OMNUCI SIK NpUKNaauv, ane Mox-
nuBI i anbTepHaTMBHI cnocobu, Hanpuknaa, 3miHa, 3a
obcTaBnHamMu, NOpsAKy CTadii NepeTBOPEHHS.

3okpema, faHui BUHaxig nponoHye 21-uiaHo Bu-
XigHy pevyoBuHy 3aranbHoi oopmynu (XVI):

e RY, R®, RE, R R¥ R iR ¢ takumm, sk
BM3HAYEHO BULLE.

IHWi cnonyku copmynu (XVI) 3 pisHMMK 3amiCcHU-
KaMu 3a MNornoXeHHsIM 21 MOXyTb TakoX npeacTaBns-
TN MOXNUBI BUXiOHI pevyoBuHKU. B3arani, im moxe crta-
M Oyab-gke noxigHe, 34aTHe  yTBOpHBATUCS
BHaCNigok HyKNneoginbHOro 3aMiLLieHHS 21-
rigpokcurpynu crnonyk copmynu (XV), B sKkin R*
npeacrasnse rigpokeurpyny. lNMpuknagu BianoBiaHMX
21-3aMiCHUKIB BKMO4YaloTb, ane He 0bMexylTbcs
HUMU:

MepkanTorpyny;

ankinTiorpyny (ankinrpyna, wo mae Big 1 go 6 By-
rneueBmx aToMmiB);

apunTiorpyny (apwnrpyna, wo mae Big 6 go 10
BYrfieLleBMX aToMiB i WO € He3amiweHow abo 3ami-
weHow 1-5 3amicHukamu, BMOpaHMMK, Hanpuknag, 3
ankinrpynu, wo mae Big 1 oo 6 Byrneuesux aToMmiB,
arnkokcurpyn, wo matoTb Big 1 Ao 6 Byrneuesunx ato-
MiB, aTOMIB ranoreHy, MepkanTorpyn i Hitporpyn);

amiHorpyny;

MOHO- abo giankinamiHo (koxxHa abo obuasi anki-
NbHI rpynu, Wo mawTb Big 1 oo 6 ByrneuesBux aTo-
MiB);

MoOHO- abo giapvnamiHorpyny (koxHa abo obuasi
apunbHi rpynu € TakMMK, Sk BU3HAYEeHO BULLE Y Bif-
HOLUEHHi apunTiorpyn);

a-kapboHinankinbHy rpyny copmynu -C(Ra)(Rb)-
C(=O)R’, e R® i R® BuGpaHi 3 aToMiB BOAHIO, anKilb-
HUX rpyn, wo mawTb Big 1 o 20 ByrneueBnx aToMmis,
apunbHUX rpyn (9K BU3HAYEHO BULLE Y BiAHOLUEHHI
apunTiorpyn) i apankineHux rpyn (B siKMX arnkifnbHa
rpyna, wo mae Big 1 oo 4 ByrneueBux atoMu, 3aMi-
LLleHa apunbHOK TPYMo, BU3HAYEHOK BULLE Y BiA-
HOLLIEHHI apunTiorpyn), 3a yMoBu, Lo oanH 3 R? i RP
NpeAcTaBnsie aToM BOAHIO;

R® BubpaHunit 3 aToMa BOAHIO, anKinbHOI rpynu,
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wo mae Big 1 go 20 ByrneueBux aTOMIB, apUIbHUX
rpyn (K BU3HA4YEHO BMLLE Y BiOHOLUEHHi apunTior-
pyn), apankineHoi rpynu (B SKi ankineHa rpyna, Lo
Mae Big 1 0o 4 ByrneueBuMx aToMU 3aMillleHa apwnb-
HOM IPymnoto, BU3HAYEHO BULLE Y BiAHOLLEHHI apwun-
Tiorpyn), ankokcurpynu, wo mae Big 1 go 6 Byrneue-
BMX aTtomiB, amiHorpynn abo moHo- abo
AiankinamiHorpynu, sik BOHY BU3Ha4eHi BULLE.

Takum 4mHOM, B GinbLl 3aranbHOMY acnekTi, Aa-
HUIA BUWHaXig BiAHOCUTbLCA OO CrnocobiB, B AKAX Ha
nepwin cragii yTBoptoeTbcs 21-noxigHe 3 BUKOPUC-
TaHHAM HykneodinbHoro peareHty. Taki Cnonyku
HasuBatoTbca K 21-Nuc-cnonyku. NepeBaxHi BUXIOHI
peyoBnHM 21-Nuc-cnonyku BOMOAiITb CTPYKTYpPOHO
dopmynm (XIV):

e, WwoHanmeHwe, ogHe kinbue A abo E € xiHo-
NBHUM.

Takum  4YMHOM,  KpiM  BMKOPUCTaHHsA  21-
LiaHocnonyk, nepenbayatoTbCa TakoX cnocobu 3 Bu-
KOPUCTaHHAM iHLIWX HYKNEeOominBMILLYOUNX CMOMYK,
SIKi yTBOPIOKOTb aHarnorivHi cnonykn cdopmynu (XVI), B
AKIN NONOXEeHHs1 21 3axuueHe iHWOo Hykreodinb-
Hoto rpynoto, 21-Nuc-rpynoto. Hanpuknag, 21-Nuc-
cnonyky cdopmynu (XVI) 3 ankinamiHozamicHMKOM 3a
NOMNoXeHHAM 21 MOXHa ogepKaTu LUMNSXOM B3aeMOfii
crnonykn copmynu (XV), B ki R21 npepacrasnse
rigpokcurpyny, 3 BignoBigHWM ankinamiHom. 21-Nuc-
crnonyky dopmynu (XVI) 3 ankintiosamicHukom 3a
NONMOXeHHsIM 21 MOXHa TakoX OJepXaTWu LUMSXOM
B3aemogii cnonyku copmynu (XV), B Skin R* npen-
CTaBnse rigpokeurpyny, 3 BiAMNOBIAHWUM ankaHTIONOM.
AnbTepHaTunsHo, 21-Nuc-cnonyky dopmynu (XVI) 3 a-
KapOOoHInarnkinbHMM 3aMiCHUKOM 3a MONOXEeHHsiM 21
MOXHa ofepXaTu LNsaxoM B3aemogii cnonyku cop-
mynn (XV), B sikit R?* npepcTtaensie rigpokeurpyny, 3
BiNOBIAHO KAPOOHINbLHOK CMOMYKO, SIK NPaBuso, B
npucyTHocTi ocHoBW. [ng iHwunx 21-Nuc-cnonyk goc-
TYNHi iHWI cnocobu.

HasiBHicTb 21-uiaHorpynu HeobxigHa Ans oesikmnx
KiHLEBMX NPOAYKTIB, a came, ekTehHacumauHy 770 i
dTanacumanHy, B TOM 4Yac SK AN iHWWUX KiHLEBUX
NPOAYKTIB BOHA [i€ K 3axucHa rpyna, siky MOoXHa
JNIErko NMepeTBOPUTU B iHLLIMI 3aMiCHUK, Takui sik 21-
rigpokcurpyna. BukopucTtanHa 21-uiaHocnonyku sk
BMXIOHOI pevyoBUHN edeKTMBHO cTabinisye AaHy Mo-
neKkyny nig Yac noganblinx CTadin CUHTEe3y, NOKU Lo
rpyny He Buaansatb (HeoboB'si3koBo). IHWi 21-Nuc-
CMOMNyKN MOXYTb BOMOAITM L€ X i iHWMMKN nepeBa-
ramu.

[MepeBaxHi BMXiAHI peYOBUHM BKIOYaOTb CMONY-
ku dpopmyr (XV) abo (XVI), oe R*? i R*", o6uaea, €
BoAHeM. [lepeBaxHi BUXiOHI PEYOBWHM BKIHOYAOTb
Takox cronyku copmynm (XV) a6o (XVI), pe R™
npeacrtaense BogeHb. KpiM Toro, nepeBaxHi BUXIgHI
peyoBMHM BKIOYaloTb crnonyku dopmynu (XV) abo
(XVI), B skin kinbue E npeactaBnse deHonbHe Kinb-
ue. MNepeBaxHi BUXIOHI PeYOBUHU 0OOATKOBO BKIIHO-
YatoTb crnonykn cdopmynu (XV) abo (XVI), B sakinA, wo-
HaliMeHLle, OAWH, arne kpaule, LWOHanMmeHLe, ABa
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abo Tpu 3 RS, RS, REiR®hee BOAHEM.

Mpuknagn BIONOBIOHWMX BUXIOHWX PEYOBUH Ans
AaHOro BMHaxody BKMOYaloTb cadppamiumH A, cad-
pamiumH B, cadpamiumH C, cadpamiumH G, cadpa-
MiumH H, cadpamiumH S, cadppamiumH Y3z, cadppami-
UMH Y41, cadpamiumH Agi, cadpamiumH Y,
cadpamiuuH AH,, cadpamiunH AHAc, cadpamiumH
AHi, cadpamiumH AH:Ac, cadppamiumH ARz, peHie-
pamiunH A, peHiepamiumH B, peHiepamiumH C, peHie-
pamiunH D, peHiepamiunH E, peHiepamiunH F, kcec-
TOMiUMH, cacbpamiumH D, cadbpamiumH F, cacdbpamiuymH
Mx-1, cadpamiumH Mx-2, cacpauuH A, cadpaunH B i
cadpamiuuH R. MNepeBaxHi BUXiAHI peYOBMHU MaloTb
LjiaHorpyny B NONOXeHHi 21, Ansa rpynu R?,

Y 0cobnvBo nepeBaXHOMY acnekTi AaHWUA BUHa-
Xig, BKIOYAE HaMiBCUHTETUYHUIA CMOCI6, B AKOMY CTa-
Ail NnepeTBOPEHHs 3aCTOCOBYIOTLCA A0 cadpaLmHy B:

CacppauuH B

CacbpaunH B npeacraeneHuii cuctemoro Kineub,
BEeNbMM CMOpPIOHEHOK eKkTerHacuuguHam. Jana cro-
nyka Mae TaKy X CTPYKTYpy 3 M'aTW Kineub i Take X
3aMillleHHss B MpaBOCTOPOHHBOMY apoMaTUYHOMY
Kinbui E.

Binbw nepeBaxHi BMXigHI pe4YoOBUHU OAHOrO BU-
Haxoay matTb 21-uiaHorpyny. Y uen 4ac HambinbL
nepesBaxHa crnonyka A4aHoro BMHaxogy SBNs€ coboto
crnonyky ®opmynu 2. [laHy cnonyky oaepxytTb 6es-
nocepeaHbo 3 cadpauuHy B i ii posrnagalTb Sk
KMOYOBY NPOMIKHY CMOMyKy B AaHOMY HamiBCUHTETU-
YHOMY crnocobi.

cnonyka 2

LliaHocadbpaunH B opgepxytoTe depmeHTaLieto
wramy Pseudomonas fluorescens, wo npoaykye ca-
dpauuH B, a ogepxaHe KynbTypanbHe cepefoBuLLe
06pobnsATL 3 BUKOPUCTAHHSM ioHiB UiaHigy. Mepe-
BaKHUM WTamoMm Pseudomonas fluorescens € wtam
A2-2, FERM BP-14, akuin BUKOPUCTOBYETLCA B CMO-
cobi EP-A-055299. BignoBigHum [XepernomM ioHiB
UiaHigy € uianig kanito. Mpu 3Bu4anHin obpobui Kynb-
TypanbHe cepefoBuLle QiNbTPYOTL | AoAal0Tb Had-
nMwok ioHiB uianigy. [Micna signosigHoro nepioagy
CTPYLLYBaHHs, Hanpuknag, npotsrom 1 roguHu, 3Ha-
yeHHs pH goBoaAaTL Ao nyxHoro, Hanpuknaa, pH9,5, i
€eKCTparyBaHHs1 OpraHiYHMMM PO3YMHHUKAMU Oa€ He-
OUMLLEHNI EKCTPaKT, SKUA MOXHa Hagari OuncTuTK 3
ofepXXaHHsM uiaHocadpaumHy B.

3aranom, nepeTBOPEHHS BUXigHOI 21-uiaHo-
CMonyKn B NpOAYKT 4AHOro BUHAXOAy BKIHOYAE:
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a) MepeTBOPEHHS, MpPU HEeOoOXiOHOCTI, XiHOHOBOI
cuctemu Kinbus E B peHonbHy cuctemy;

b) nepetBopeHHs, npu HeobXigHOCTI, XiHOHOBOI
cucTemu Kinbusa A B (peHONbHY CUCTEMY;

C) NnepeTBOpPEHHS (beHOMNbHOI cucTemu Kinbus A B
METUNEHAIOKCUGEHOIbHE KiNbLE;

d) yTBOPEHHS MiCTOYKOBOI CMiPOLMKMIYHOI cucTe-
Mu cdopmynu (IV), (VI) abo (VII) 3a nonoxeHHsm 1 i
nonoXeHHam 4 B kinbui B; i

e) BiANoBigHY AepuBaTu3auiio (oaep)XaHHst noxi-
OHUX), TaKy SK aLuIioBaHHS.

Crapia (a) nepeTBOpeHHs, Npu HeOoBXiAHOCTI, Xi-
HOHOBOI cMCTeMU Kinbusa E B heHoNbHY cuctemy mMo-
Xe 3difcHIoBaTUCS 3a JOMOMOrol npouedyp Tpagu-
LuinHoro  BiAHOBNEHHs. BignosigHow  cuctemoro
peareHTiB € BOAEHb 3 KaTanisatopom nanagin Ha Byr-
nevui, xo4a MOXHa BMKOPUCTATW i iHWI BIOQHOBHI CUC-
TEMU.

Cragis (b) nepeTBopeHHsl, Npu HeobXigHOCTI, Xi-
HOHOBOI CUCTEMU Kinbuss A B (DEHONbHY cuctemy,
aHanoriyHa ctagii (a), i 6inbLw 4OKNaAHOro NOSACHEHHS
He BUMarae.

Cragito (C) nepeTBOpPeHHs (hEeHONbHOI CUCTEMMU
Kinbusa A B MeTUneHOiokCueHonbHe Kinbue, MOXHa
30iMCHUTK fekinbkoma cnocobamu, 30KpemMa, pa3om 3i
ctagieto (b). Hanpuknag, xiHoHoBe kinbue A MoXHa
JeMeTUnoBaTh 3a METOKCU3aMICHUKOM B MOMOXEHHI
7 i BiQHOBMTU OO AWMAPOXIHOHY, a KifnbLe 3aMKHYTU
3a [J0MOMOrow BiAMOBIAHOIO enekTpodineHoro pea-
reHty, Takoro ik CH,Br,, BrCH,Cl abo aHanoriynui
OiBaneHTHWI peareHT, Wo 6e3nocepenHbO OA€ METU-
NeHAIoKCUMLMKITIYHY cucTemy, abo 3a gonomoroto Gi-
BarleHTHOro peareHTy, Takoro sik TiokapOoHingiimina-
305, SKUA Oae 3amileHy MeTUNeHOioKCULMKIIYHY
cucTeMy, sIky MOXHa MepeTBOpUTM B  HeobxigHe
KinbLe.

Cragisa (d) 3BU4aNHO 3AINCHIOETBCS LUMSIXOM Bia-
NoBIQHOIO 3aMilLleHHs1 3a NONoXeHHsM 1 3a Aomnomo-
rol0 MICTOYKOBOrO peareHTy, sKUA MOXe CrpusaTh
YTBOPEHHIO HEOOXiAHOro MiCTka, hOpMyHOUN eKkceHao
XiHOHOBUIM METWUA 3a MONoXeHHsAM 4 i garoun MoXnu-
BiCTb AaHOMYy MeTuay B3aEMOAIATM i3 1-3aMiCHUKOM
ONA CTBOPEHHS1 MICTOYKOBOI CTPYKTypu. [lepeBaHi
MiCTOUKOBI peareHTn matoTb popmyny (XIX)

ne Fu o3Havae 3axuueHy dyHKUioOHanbHY rpyny,
Taky sik rpyna -NHProt** a6o Oprot™, Prot® npeacra-
BISIE 3aXMCHY rpyny, a NyHKTUPOM NokKa3aHui Heobo-
B'SI3KOBUIN NOABINHWNI 3B'SI30K.

BignoeigHo, faHa meTuaHa crnonyka yTBOPHETb-
CSl LUMAXOM MEpLIOro BBEAEHHSI TiapoKCUMrpynu 3a
nonoxeHHam 10 B micui cnonyku kineub A i B, wo gae
HenoBHy CTPYKTYpy dopmynu (XX):

0

0
abo Ginbll NepeBaXxHO HEMOBHY CTPYKTYpY dop-

R*
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mynm (XXI):
o OH

B
N

(]
P

e rpyna R BubpaHa onsa HeobxigHoi rpynu chop-
myrm (IV), (V), (VI) abo (VII). Lo cTtocyeTbcsa nepumnx
ABOX Takux rpyn, rpyna R" 3Bu4anHo npunmae surnsag,
-CHFu-CHg-Sprots. 3axucHi rpynu 3rogom MoXHa
BUAanuUTK i moaudikysat BignNoOBiAHUM YMHOM, LLUO
4ae HeoOXiaHy cnonyky.

TunoBa metoaunka ansa cragii (d) poskputa [B MNa-
TeHTi CLUA Ne5721362], BKMOYEHOro LWNAXOM MOCK-
naHHs. KoHKpeTHe nocunaHHsa 3pobneHe Ha posain B
crosnui 8, cragia (1), i Mpuknag 33 gaHoro lMaTteHTy
CLA, a Takox BignoBigHi po3ainu.

[epuBaTnsauisa (ogepkaHHA NOXiAHOro) Ha cragii
(e) moxe BkMOYATU aUUNIOBaHHSA, Hanpvknag, y pasi
rpynm R%-CO-, a Takox nepeTBOpeHHs rpynu 12-
NCH; B 12-NH a6o 12-NCH,CHj3. Take nepeTBOpeH-
HSA MOXHa 3aincH1TM neped abo nicns iHWKX cTagin 3
BMKOPUCTaHHAM JOCTYMNHMX CNocobiB.

Ak intocTpauisa, MoxHa TpaHcdopMmyBaTh B Mpo-
MiXXHY crnonyky 25:

\L Me OMe

INT-25
i, BUXOASYM 3 JAHOro NoxiaHoro, NPeacTaBnsAeTb-
CSl MOXITMBMM BBECTU Psifi LUCTETHOBUX MOXiAHMX, SKi
MOXHa TpaHCOPMyBaTK B CMOMYKU AAHOTO BMHAXO-
ay. [llepeBaxHi UMCTEIHOBI MOXIiOHI INOCTPYIOTLCA
HACTYMHMMM ABOMA CMONyKamu:

Ho. 0

Ho °
S\Imﬂm S<F~omom

Int-20 Int37

OpuH cnocib pgaHoro BUHaxody TpaHCchOpMyeE Lii-
aHocadpauuH B y npomixHy cnonyky Int-25 3a gono-
MOrOK MOCNIAOBHMX peakLil, siKi BKMYaKTb, rornos-
HAM 4YuHOM, (1) BWOANEHHS METOKCUMIpynu, Lo
3HaxoaAUTbCA B Kinbui A, (2) BiOHOBNEHHs Kinbuda A i
YTBOPEHHSA METUIEHAIOKCUTPYNM B OAHy cTagito (B
ofHin nocyauHi), (3) rigponia amigHoi dyHKUii, wWo
3HaxoguTbcs y Byrneuw 1, (4) TpaHcdopmadito one-
p>XaHoi amiHOrpynu B rigpOKCUMbHY rpyny, AMB. CXe-
My V.
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Ine28

[aHuin cnoci® BMKMOYaE 3axmcT i 3HATTA 3axUCTy
(6bnokyBaHHs1 i 0e6noKyBaHHS) NEPBUHHOI CMMPTOBOI
dyHKUiT B nonoxeHHi 1 B kinbui B cnonyku Int-25 3
NPAMUM BUKOPUCTAHHAM LIMCTETHOBOrO 3anuiuky Int-
29 ans yTBOPEHHS NPOMIKHOT cnonyku Int-27.

LincteinoBe noxigHe Int-29 3axuwatoTe 3a aMmiHO-
rpynoto  f3,B,B-TpMXNIOpPETOKCMKAPOOHINbHOK  3axuc-
HOIO Fpynoto Ans Toro, Wwob mMaTv MOXMUBICTb NOEA-
HaHHS 3 npucyTHiMK anin- i MOM-rpynamu. MNpomixHa
crnonyka Int-27 oKMCAETLCSA i LMKNI3YETLCHA Hanpsimy.
[aHi o6cTaBMHK, HapIBHI 3 PIHUMKU NPUAOMaMM 3HAT-
TS 3aXMCTY HA OCTaHHIX CTafisax cuHTesy, pobutb Aa-
HWUIA cnocib HoBUM i BinblU NPUAHATHUM ANS NPOMUC-
FIOBOro 3aCTOCYBaHHS, HiX BkadaHui cnocib [[aTeHTy
CLLA Ne5721362].

[MepeTBOpPEHHA 2-LiaHOCMONYKN B NMPOMIDXKHY CMO-
nyky Int-25 3BnyariHo BKMOYae HacTynHi cTagii (aus.
cxemy V):

YTBOPEHHS 3axuLleHoi crnonyku copmynu Int-14
Lwnsaxom B3aemogii Int-2 3 TpeT-6yTOKCUKAPOOHINBEHUM
aHrigpuaom;

nepetBopeHHs Int-14 y aBosaxuiyeHy Crnonyky
dopmynu Int-15 wnsaxom B3aemogii 3 GpommeTunme-
TUMOBUM NPOCTUM eddipoMm i AiisonponineTunamiHomM B
aueToHITpuni;

BMOIpKOBE BMAANEHHS METOKCUrpynu 3 XiHOHOBOIT
cuctemu Int-15 3 ogepaHHaM cnonyku popmynu Int-
16 wnsxoMm B3aeMofii 3 MeTaHONbHMM PO3YNMHOM
rigpokcuay Hatpito;

TpaHcdhopMyBaHHS Int-16 B meTuneHaiokcucno-
nyky c¢opmynu Int-18 3 BMKOPUCTAHHAM HaCTYMHOI
nepeBaxHO| NOCMiAOBHOCTI onepauiii: (1) BigHOBNEH-
HA XiHOHOBOI rpynu cnonyku Int-16 3a gonomoroto
10% Pd/C B aTtmocdepi BoaHIO; (2) nNepeTBOPEHHS
ofepXaHoi rigpoxiHOHOBOI MPOMIXKHOI CMOMyKU B Me-
TuneHgiokcucnonyky dopmynu Int-17, B3aemogieto 3
©pomxnopmeTaHoMm i kapboHaToMm Lesito B aTMocdepi
BOAHIO; (3) TpaHcdhopMmyBaHHS Int-17 B cnonyky ¢o-
pmynu Int-18 BHaAcnigoK 3axucTy BINbHOI rigpOKCUIb-
Hoi rpynn sk OCH2R-rpyna. [aHy peakuito 34iAcHIo-
toTb 3 BrCH2R i kapboHaty uesito, ae R moxe 6yTtn
apunom, CH=CH,, OR'i 1.n,;

BMOANEHHS TPeT-OyTOKCUKAPOOHINBLHOI i MeTOK-
CUMETUINbHOI 3axucHux rpyn 3 Int-18 3 ogepkaHHAM
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crnonyku cdopmynu Int-19 BHacnigok B3aemogii 3 pos-
ynHom HC1 B piokcaHdi. [aHy peakuito 34iMCHIOTb
TakoX LUNAXOM 3MmillyBaHHS Int-18 3 posynHOM Tpu-
PTOPOLTOBOI KUCNOTU B ANXIIOPMETaHI;

YTBOPEHHS CNOMNyKM TioceyoBuHN hopmynu Int-20
wnsixom B3aemogii Int-19 3 deHinisoTioyiaHaTom;

nepeTBOpeHHs cnonyku opmynu Int-20 B amiHo-
crnonyky cdopmynu Int-21 wnsaxom B3aemogii 3 po3yu-
HOM XTOPUCTOrO BOAHIO B AiOKCaHi;

TpaHcdopMyBaHHS crnonyku dopmynu Int-21 B N-
Troc-noxigHe Int-22 wnsaxom B3aemogii 3 Tpuxnope-
TunxnopdopMiaTtoMm i NipuanHoOMm;

YTBOPEHHSA 3aXMLLEHOI TApPOKCMCNONYKNn hopmy-
mm Int-23 wnaxom B3aemogii Int-22 3 GpommeTnnve-
TMNoBUM ecbipoM i giisonponineTuneHamiHom;

TpaHcdopMyBaHHs cronyku dopmynu Int-23 B N-
H-noxigHe Int-24 wnaxom B3aemofii 3 OLTOBOK KUC-
JIOTOMO i LIUHKOM;

nepeTBOPEHHs cnonykn cdopmynu Int-24 B rigpo-
kcucnonyky dopmynu Int-25 peakuieto 3 HiTpUTOM
HaTpito B OUTOBIN KUCNOTi. AnbTepHAaTUBHO, MOXHa
BMKOPUCTATU TETPAOKCKA a30Ty B CyMillii OLTOBa KUC-
noTa-aueToHITpUN 3 noganbLiol 0BpobKoK TigpokK-
cngom Hatpito. MoXHa TakoX BUKOpUCTaTW HITPUT
HaTpil0 B CyMilli OLUTOBUIA aHrigpna-ouToBa KUcnoTa,
3 noganbLUoo 06pobKOoto rigPOKCUAOM HaTpItO.

[MoTim npouec nepeTBOPEHHS NPOMDKHOT CNONYKN
Int-25 y kiHueBi npomixHi cnonyku Int-35 a6o Int-36
AaHOro BMHaxo4y MoOXe MpoTikaTh, siK NMoka3aHo Ha
Cxewmi VI:

Cxema VI
-

\ oy uo‘“

%

TpaHCcOpMyBaHHS cnonyku copmynu Int-24 B
noxigHe Int-30 WNAXOM 3axMCTy NEPBUHHOI FiApPOKCH-
neHoOi  dpyHkuii  3a  pgonomorow  (S)-N-2,2,2-
TpuxnopeTokcukapboHin-S-(9H-cpnyopeH-9-
inmeTun)uncteiny Int-29;

nepeTBOPEHHs 3axuLleHol cnonyku dopmynu Int-
30 y deHonbHe noxigHe Int-31 wnaxom posiwenneH-
HS aninrpynu 3a gonomoroto TpubyTunonosorigpuay i
avxnopnanagin-6ic(rpudenindocdiHy);

TpaHCcOpMyBaHHSA (DEHONBHOI crnonyku Popmy-
nm Int-31 B cnonyky dopmynu Int-32 wnsaxoMm okuc-
NeHHs 3a 4oMoMOororo 6eH30MCeneHiHOBOro aHrigpuay
npv HU3bKIN TemnepaTypi;

TpaHCOPMYyBaHHS  rigpOKCUCTONYKN bopMynun
Int-32 B nakToH Int-33 3a AONOMOroK HaCTYMHOI NOC-
nigosHocTi onepauin: (1) B3aaemogis cnonyku dop-
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Mynu Int-32 3 2ekB. aHrigpugy TpuTOPMETaHCYIb-
doHoBoi kucrnotn i 5eks. IMCO, (2) noganbLua B3a-
emogisi 3 8ekB. giisonponineTnnamidy, (3) nogansiia
B3aemopis 3 4eks. TpeT-byTnnosoro cnupTty, (4) no-
Janblla B3aemofis 3 7ekB. 2-TpeT-6ytnn-1,1,3,3-
TeTpameTunryaHiamdy, (5) noganblia B3aemopgis 3
10ekB. OLTOBOrO aHrigpuay;

TpaHCOpPMyBaHHS NakToHOBOI crnonyku Int-33 B
rigpokcunbHy cnonyky Int-34 wnaxom BuaaneHHA
3axucHoi rpynn MOM 3a gonomoroto TMSI;

BifLLENnIeHHs N-TpuxnopeTokcnkapboHinbHOT
rpynu cnonyku copmynu Int-34 onsa ogepxxaHHsa cno-
nyku Int-35 wnsxom B3aemogii 3 Zn/AcOH,;

TpaHcopMyBaHHS amiHocnonykm Int-35 y Bigno-
BiAHUIM a-keTonakToH Int-36 wnaxom B3aemopii 3 N-
MeTunnipnavHivikapbokcanbaerigxnopnaom, 3 nopa-
nbluoo B3aemogieto 3 DBU.

[MepeTBOpeHHs npomixkHoi crnonykn Int-25 B ET-
743 3 BUKOPUCTAHHAM LMCTEIHOBOro noxigHoro Int-37
MOX)Ha 3[4iNCHUTN aHanori4yHMM cnocobom i 3a gono-
MOFO TUX € peareHTiB, WO i 3 UMCTEIHOBUM Mnoxia-
HUM Int-29, Bukntovatoun TpaHcopmadii (f) i (g). MNo-
CNiAOBHICTb  peakuin iNiCTPYyeETbCA B HACTYMHIN
Cxewi VII:

Cxema VII

e
Tue THEING

e L L

Inebl 36

MoTpibHo Bigpa3y maTn Ha yBasi, Wo AaHi cnoco-
Ou cuHTEe3y MoXxHa nerko moaudikyBaTW, 30Kpema,
LUNSAXOM BigMNOBIAHOI 3MiHM BUXiQHO|T pEYOBUHM i pea-
reHTiB, Ans Toro, wob ogepxatu CMonyku OaHOro
BMHaxo4y 3 pPi3HMMK KOHAEHCOBaHUMU KinbLEBUMU
cuctemamum abo 3 pisHUMK 3aMiCHUKaMK.

Hogi AkTnBHi Cnonyku

BuHaxigHMKamn BCTaHOBMNEHO, LWO CNOSYKM AaHO-
ro BMHaxo4y BOMOAIKTb aKTUBHICTIO NPU NiKyBaHHi
paka, Takoro sik Nenkos, pak nereHb, pak TOBCTOI Ku-
LKW, paK HAPOK i MeriaHoMW.

BignoeigHO A0 UBOro, AaHUM BUMHaxXi4 MPOMOHyeE
cnoci6 nikyBaHHSA ccaBud, 30Kpema, JIoANHU, ypaxe-
HOI paKkoM, SIKUMA BKIHOMAE BBELAEHHS TAkOMy ypae-
HOMY iHOUBIAYYMY TepaneBTUYHO e(PeKTUBHOI KiNbKo-
CTi CMONyKu JaHoro BUHaxogy abo )
dapMaLeBTUYHOT KOMMO3ULLT.

[aHun BMHaxig BiGHOCMTbLCA TakoX A0 dapmalie-
BTUYHMX KOMMO3WULN, SIKi MICTATb SIK aKTUBHUI iHrpe-
JieHT cnonyky abo crnonyku gaHoro BMHaxody, a Ta-
KOX 10 CnocoB6iB iX ogepKaHHS.

Mpuknagn dapmMaueBTUYHMX KOMMO3ULIN BKMHO-
YaloTb TBepdi (TabneTku, nintoni, kKancynu, rpaHynu i
T.n.) abo pigki (po34MHK, cycneHsii abo emynbcii)
cknagum, B 3aneXxHocCTi Big BignoBigHOI KOMMO3WLT i
KOMMOo3uLii ons nepopanbHoro, Micuesoro abo nape-
HTEepanbHOro BBEAEHHS, i BOHU MOXYTb MICTUTU YnC-
TO OaHy crnonyky abo B MoeAHaHHi 3 sikMM-Hebyab
HocieM abo iHWWMKM apMakomnoriYyHo aKTUBHUMM
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crnonykamu. [lani komnosuuii noTpebyoTb cTepunisa-
Lii npy napeHTepansHOMY BBEAEHHI.

BeeneHHsa cnonyk abo KOMMNo3uLin gaHoro BUHa-
Xo4y MOXe 3fiicHioBaTUcs Oyab-sIKUM BignoBigHUM
cnocobowm, y BUrNsAi, Hanpuknag, BHYTPILUHbOBEHHOI
iH(py3ii (BNMBaHHS), NepopanbHUX npenaparis, BHYT-
PiLLHBOOYEPEBMHHOTO abo BHYTPILUHLOBEHHOIO BBE-
AeHHs. [epeBaxHO, BUKOPUCTOBYIOTb Yac iHys3il Jo
24 rogvH, Ginbl nepeBaxHo 2-12 roguH, i HanbinbL
nepeBaxHo 2-6 roauH. KopoTkui iHdysiHMn 4ac,
AKMIN 0O3BONSE 34iMCHIOBaTH NiKyBaHHA 6e3 HouiBni y
nikapHi, npeacTtaenaeTbca ocobnueo baxanHum. Npu
HeoOxigHOCTI, oAHak, iHdy3ilo MOXHa 3A4icHIOBaTU
12-24 roguHu abo HagiTb Oinbw Tpuano. IHQysio
MOXHa 34iACHIOBATK 3 BIiOMNOBIAHMMMW iHTEpBanamu,
ckaximo, 2-4 TxHi. PapmaueBTUYHI KOMMO3unLUii, WO
MIiCTATb CMOMyKW OaHOro BMHaxody MOXYyTb [OCTaB-
NsaTUCS 3a JornoMorok ninocom abo iHkancynoBaH-
HAM HaHocdep AN YMNOBIbHEHOrO BUMBINIbHEHHSA
KOMMOo3uuin abo 3a AOMOMOro iHLWMX CTaHOAPTHMX
3acobiB JOCTaBKW.

KopekTyBaHHSI 0031 CMomnyKk MOBWMHHE 3MiHIOBa-
TUCb BIi4MOBIAHO OO0 KOHKPETHOI KOMMo3wLii, cnocoby
3aCTOCYyBaHHS | KOHKpEeTHOro micusa Aii, naudieHta i
NyXNvHW, WO 3a3HaloTb JikyBaHHA. [1oBWMHHI ByTn
B3ATi 4O yBaru i iHWi daktopu, Ha 3pasokK Biky, Baru
Tina, craTi, xap4yBaHHsi, Yacy BBEAEHHS, LUBUAKOCTI
eKcKpeLii, CTaHy AaHoro nauieHTa, NnoegHaHHA nikap-
CbkMX 3acobiB, YyTNMBOCTI A0 NikapCbKMX 3acobiB i
Ba)XXKOCTi 3aXBOpPOBaHHS. BBeQeHHs1 MOXHa 34iMCHI0-
BaTK Ge3nepepBHO abo NepioaMyYHO B pamMkax rpaHu-
YHO AONYCTUMOT J03MW.

Cronyku i KOMNo3umuii JaHOro BUHaXo4y MOXYTb
BMKOPUCTOBYBATMUCA Pa3oM 3 iHWMMUK MikapCbKUMM
3acobamu, wo 3abesnevye kombiHoBaHy Tepanito. Ll
iHWIi nikapcbki 3acoby MOXyTb BXOAUTW OO ckragy Tiei
X koMno3udii, abo aBnsaTM cobor OKpemy KOMMo3u-
Lito Ans BBEOAEHHS B TOW ke caMuii Yyac abo B iHLIMA
yac. MNprpoaa Uboro iHWOoro nikapcbkoro 3acoby oco-
6nmBo He obmexeHa, a BiANOBiAHI KaHAWOATU BKIIO-
YyalTb:

a) nikapcbki 3acoby 3 aHTUMITOTUYHOW Jieto, Ta-
KOIO SIK TaKCaHOBI Mnikapcbki 3acobu (Hanpuknag, Tak-
con, naknitTakcen, TakcoTep, AoueTakcen), noaodi-
noTokcMHM abo ankanoign 6apBiHKY (BIHKPUCTUH,
BiHOMacTuH), 0CcobNMBO Ti 3 HWUX, MILLEHHIO SKUX €
€NeMEeHTN UUTOCKeNeTy, B TOMY YWUCIi, MOAYNATOpU
MiKpOTPyBOoYOK;

b) nikapcbki aHTUmeTabonitn, Taki Ak 5-
dTopypauun, untapabid, remumTabiH, NypvHOBI aHa-
1noru, Taki ik NeHTocTaTuH, MeToTpeKcaT;

C) arnkintolodi areHTn, Taki fK asoTUCTUW inNpuT
(Hanpuknag, umknodocdamig abo ipocdamia);

d) nikapcbki 3acobu, ski girote Ha OHK, Taki sk
aHTpaUMKNIHOBI Nikapcbki 3acobu agpiamilumH, OOKCO-
pyb6iunH, dapmopybiunH abo enipybiunH;

e) nikapcbki 3acobw, sKi OitoTb Ha TonoizoMepasu,
Taki sk eTono3na;

f) ropMOHM | ropMoOHanbHi aroHicTh abo aHTaroHi-
CTU, TaKi SIK eCTPOreHu, aHTUEeCTPOreHn (TaMokcudeH
i cnopigHeHi cnonyku) i aHaporeHu, dnytamiag, neyn-
popeniH, rocepeniH, LMNpoTpoH abo okTpeoTus;

g) nikapcbki 3acobu, sKi AiloTb Ha CUrHanbHy Tpa-
HCAYKLI0 B NYXMHHUX KNITUHAX, BKIHOYa4YM NOXigHi
aHTUTIN, TaKi SK repuenTuH;

h) ankintoroyi nikapcbki 3acobu, Taki sk nikapcbki
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3acobu Ha OCHOBI MMaTUHM (UMCnnaTuH, KapboHnna-
TUH, OKcanunnaTuH, napannatuH) abo HiTpo3oceyo-
BWHU;

i) nikapcbki 3acobu NOTEHLiAHO Ajtovi Ha MmeTac-
Tasu NyxnuH, Taki K iHrGiTopy MaTpUYHUX MeTanmno-
npoTeiHas;

j) reHHy Tepanito i aHTUCMMCNOBI areHTy;

k) TepaneBTWYHi areHT! Ha OCHOBI aHTUTIN;

[) iHWi GionoriYHO aKTUBHI CMOMYKM MOPCLKOro
MOXOMXKEHHS, a caMe AideMHiHW, TakKi K anniguH;

m) CTepOiaHi aHanory, 30KkpeMa AeKkcamMmeTasoH;

n) npoTu3ananbHi Nikapcbki 3acobn, 3okpema fe-
KCaMeTasoH; i

0) NpoTMGnIOBOTHI 3acobu, 3okpema AekcameTa-
30H. Kpim TOro, AaHuii BUHaxig po3noBCOMKYETLCA Ha
CMOMyKM [aHoro BWMHAxody AMns iX 3acTOCyBaHHSA B
cnocobi nikyBaHHS, a TaKoX AN 3aCTOCYBaHHSA AaHWX
CMONyK ANS ofepXaHHA KOMMO3Wuin Ans NikyBaHHA
paka.

LinToTokcnyHa AKTUBHICTb

KnituHHi kynbTypu. KniTHu nigTpumyioTs B nora-
pudMiYHIA asi 3poCTaHHs B MiHIManbHOMY OCHOB-
HOMY cepefoBuLLi Irna, ypiBHOBakeHOMY ConsiMu 3a
Epnom, 3 2,0MM L-rnytamiHy, i3 3aMiHUMUMK amiHO-
Kucnotamu, |y BigcyTHocTi  GikapboHaTy HaTpito
(EMEM/neaa); 3 gopaBsaHHsaM 10% cupoBaTku nnogy
Tenstn (FCS), 10°M 6ikap6oHaTy HaTpito i 0,1r/n
neniuuniny G + cynbat cTpenToMiLMHY.

3acTocoBYylOTb MPOCTY METOAMKY BU3HAYEHHS |
NOPIBHAHHSA MPOTUMNYXIIMHHOI aKTMBHOCTI JaHMX Cro-
NYK 3 BUKOPUCTAHHSIM adanToBaHoi hopmu cnocoby,
onucaHoro y Bergeron i cniBaBT. (1984). NiHia nyx-
FIMHHUX KNITWH, LLO BMKOPUCTOBYETLCSH, ABNSE Cob00
P-388 (cycneHsiiHa kynbTypa niMOIgHOI MNyXnUHW
muwi DBA/2), A-549 (MoHoLiapoBa KynbTypa Kapuu-
HOMMW nereHb noauHn), HT-29 (MoHowapoBa KynbTy-
pa KapuuHOMK TOBCTOI Kuwwku nwoaumHu) i MEL-28
(MoHowwapoBa KynbTypa MenaHoOMM NI0ANHN).

KnitnHn P-388 BuciBaloTb B 16MM sSIMKM 3 LiMbHi-
ctio 1x104 kniTH Ha Amky B 1mn anikeotax MEM
5FCS, wo MiCTUTb BKa3aHy KOHLIEHTpaLiito NikapCbKo-
ro 3aco0y. Okpewmi KynbTypun 6e3 nikapcbkoro 3acoby
BWCiBalOTb [AfA KOHTPOSIbHOTO BUPOLLYBaHHS, LWo6
nepeceigynTnCa B TOMY, WO KMNITUHW 3anvLalTsCcs B
E€KCMOHEHTHIN dasi 3pocTaHHA. Bci BU3Ha4YeHHs 34ii-
CHIOIOTb B MOABINHOMY MOBTOpi. Yepes Tpu AHI iHKy-
6auii npn 37°C, 10% CO, B atmocdepi 98% Bonoro-
CTi, BM3HayaloTb 3paskoBy BenuumHy IC50 wnsxom
NOPIBHAHHA 3POCTaHHSA B SIMKax 3 fliKapCbKUM 3aco-
60OM i B KOHTPOMbBHUX SAMKaX.

A-549, HT-29 i MEL-28 BuciBatoTb B 16 MM aAMKM
3 WinbHicTio 2x104 kNiTUH Ha AMKy B 1Mn anikBoTax
MEM 10FCS, wWwo MicTUTb BKasaHy KOHLEHTpaLito
nikapcbkoro 3acoby. Okpemi kynbTypu 6e3 nikapcbko-
ro 3acoby BUCiBalOTb AN KOHTPOMBHOMO BUPOLLYyBaH-
HA, Wo6 nepeceBiguMTUCA B TOMY, LUO KIITUHW 3anu-
LWalTbCA B EKCMOHEHTHIN pasi 3pocTaHHs. Bci
BU3HAYEHHSA 34INCHIOTL B NOABIMHOMY MOBTOpI. Ye-
pes Tpu AHi iHkybauii npu 37°C, 10% CO; B 98% at-
Mocdepi BOMOroCTi, BU3HAYAIOTb 3Pa3koBy BENUYMHY
ICs0 LWUNSAXOM MOPIBHSAAHHA 3pOCTaHHSA B SIMKax 3 Nikap-
CbKNM 3aCOOOM i B KOHTPOSbHUX SIMKaX.
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Mpuknagn 6GionoriyHOi aKTUBHOCTI CMONyK, Onu-
caHuX B OaHwWi 3asBUi, npeacTtaeneHi B Tabnuui IV
(ICsp (Hr/mn)) Ha HaCTYMHUX CTOPIHKaX.
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MPUKNAON

Mpuknag 1

Cnoci6 A: flo po3uuHy 1eks. 1 (23 gna 25), yna-
peHomy pasom 3 6e3sBogHum Tomyornom 3 CH,Cl,
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(0,08M) B aTmocdepi aproHy, goaarTb 1,2ekB. aHri-
apvay. Peakuito BigctexytoTb 3a gonomorot TLC i
racsitb Kucrotor abo ocHoBoto, ekcTparytoTb CH2Cl,
i opraHiyHi wapn cywatb NaSO4. dnew-
XpomaTtorpadist Aa€e YUCTi CNOMyKu.

Hnnn‘){om
‘I\o

(e}
AcO

Me Cnonyka 25 (i3 cmonyku 23 3 BuHKopHcTaHHAM | ekB. Ac,0
K aHTiApHAY): 'H AMP (300 Mru, CDCls):8 6,59 (c, 1H),

Me. 0 N-1-Me 5,97 (mm, 2H), 5,87 (c, 1H), 5,53 (¢, 1), 5,51 (m, 1H), 5,00
(m, 1H), 4,62-4,58 (M, 1H), 4,44 (c, 1H), 4,31 (c, 1H), 4,29 (&,

0 n iH), 4,16 {(m, 1H), 4,09 (an, 1K), 3,79 (¢, 3H), 3,54-3,52 (M,
\-O EN 1H), 3,44-3,42 (M, 1H), 2,93-2,91 (M, 2H), 2,46 (mn, 1H), 2,33

(c, 3#), 2,23 (mm, 1H), 2,15 (c, 3H), 2,14 (c, 3H), 1,90 (c,
1H); Y AMP (75 MPu, CDCl,): & 170,1, 169,0, 148,3, 146.4, 146,0,

Cnonyka 2a (3 BuKopucTaHHAM  Ac,0 K aHrigpuay):
'R AMP (300 MIu, CDCly): & 6,77 ({c, 1H), 6,04 (mm, 2H), 5,53

(yowp.a, 1K), 5,18 (am, 2H), 5,02 (a, 1H), 4,58 (amm, 1H), 4,52 143,0, 136,4, 130,7, 129,2, 20,4, 119,0, 118,1, 112,4, 112,3,
(ymp.c, 1H), 4,35 (&, 1H), 4,27 (c, 1H), 4,18-4,15 (M, 2H], i07,8, 101,4, 61,1, 60,5, 59,2, 58,8, 54,7, 54,5, 51,6, 43,3,
3,75 (¢, 3H), 3,55 (c, 3H), 3,54-3,43 (M, 2H), 2,93 (ymmp.am, 41,4, 31,4, 23,8, 22,9, 16,2, 8,7; ESI-MS m/z: OGuuciaeno aas
2H), 2,35-2,02 (v, 2H), 2,28 (c, 3H}, 2,27 (c, 3H), 2,18 (¢, C3;H14N,O5S: 580,2. 3naitneno (M+H"): 581,3.

3H), 2,02 (¢, 3H), 1,89 (c, 3H), YC AME (75 MTu, CDCly): & 170,5, Mpvknag 2

163,7, 168,4, 143,7, 14,5, 145,5, 141,0, 140,4, 131,0, 130,5, Cnoc|6 B .D'o p03qV|Hy 16KB 1 (2p p'n;' 2t | 9’ I 11
1257, 24,5, 120,3, 117,8, 113,5, 113,4, 102,0, 95,1, 614, ans 13e-f) i 1,5ekB. KMcnoTw, OBidi ynapeHomy 3 6e3-

6¢,3, 59,6, 58,8, 55,0, 54,5, 52,1, 41,8, 31,3, 32,6, 23,7,

20,9, 20,2, 16,1, 9.5 ESI-MS (Mac-cnekTpoMeTpis 3

BogHuMm Tonyornom B CH»CI;(0,05M) B atmocdepi
aproHy, gopatoTb 2ekB. DMAP i 2eks. EDC-HCI. Pe-
aKUinHy cymiw nepemiwyoTb npotarom 3rog. 30xs.
Micna 3akiHYeHHs UbOro Yacy peakuinHy Cymil pos-
o 6aBnsaTb CH,Cl,, npomMmuBaloTb HaACUYEHUM pPO34Kn-
HOM coni i opraHidHi wapn cywatb Na,SO,. dneww-
Xxpomatorpadisi 4a€ YACTi COMNYKMK.
0

ﬁ'ls(ﬂﬂzh)LNHQ/
H

) OMe

ejieKTporigpoanHamMivHuM cnocobom ioHizauii) m/z;  OGuucieHo g
Ci5H40010S: 708,2. 3naiiaeno (M+H"): 709,2.

Crnonyka 2b (3 sukopucrannsm (F;CCO),0 sk aurizpuna): e

; 1300 MMy, ©DC): B 6,74 (c, 2H), 6,41 =

(yaup.xn, tan, 2H), 5,17 r;;, 2H), 5,05 (m, 1lH), 4,60 c‘_o -
Cnonyka 2e (3 Bukopuctanuam CH;(CH,)sCO,H sk kucnoru):
(ymap.n, 1H), 4,54-4,51 (w, 1H), 4,36-4,32 (m, 2H), 4,25-4,19 *H AMP (300 MI'u, CDCl;): & 6,76 (c, 1H), 6,04 (mm, 2H),
(w, 2H), 3,72 (¢, 3H), 3,56 (c, 3H), 3,48-3,43 (m, 2H), 2,99- 5,50 {ymsp.m, 1H), 5,18 (am, 2R), 5,02 (a, 1H), 4,60 (mam, 1K),
2,82 (M, 2H), 2,46-2,41 (M, 1H), 2,30-2,03 (m, 1R), 2,29 (c, 4,53 (ymup.n, 1H), 4,35 (mx, 1H), 4,28 (¢, 1H), 4,19 (&, 1H),
3H), 2,24 (c, 3H), 2,17 (c, 3H), 2,04 (c, 3H); “3C AMP (75 MTu, 4,18 (am, 1H), 3,76 (c, 3H), 3,58 (c, 3H), 3,48-3,43 (M, 2H),
cpCls); & 168,9, 168,5, 156,3, 155,8, 155,3, 149,3, 148,5, 146,0, 2,93 (ymmp.m, 2H), 2,29-1,99 (M, 4H), 2,29 (c, 3H), 2,28 (c,
141,2, 140,6, 132,0, 130,2, 124,8, 120,2, 117,9, 113,2, 102,1, 3H), 2,17 (e, 3H), 2,03 (c, 3H), 1,31-1,23 (m, 10H), 0,89 (T,
99,2, 61,5, 60,6, 59,7, 59,1, 58,7, 57,5, 54,9, 54,6, 52,9, 3E); *'C AMP (75 MPu, CDCl;): § 171,9, 170,6, 168,4, 149,6, 148,5,
42,0, 41,4, 31,6, 23,8, 20,2, 14,1, 9,6; ESI-MS m/z:OGuucireHo 145,8, 141,0, 140,4, 130,9, 130,5, 125,7, 124,5, 120,4, 117,9,
ans CssHi F3N4O,0S: 762,2. 3naiiaeno (M+H'): 709,2. 113,4, 102,0, 99,2, 61,5, 60,2, S9,6, 59,3, 58,7, 57,5, 55,0,

54,5, 51,9, 41,8, 41,4, 36,4, 32,7, 31,7, 29,3, 29,1, 25,4,
23,7, 22,6, 20,3, 16,1, 14,0, 9,6; ESI-MS m/z: OGuucieHo ans
C41Hs2N4010S: 792,3. 3naitneno (M+H"): 793,3.

WCHz)uANHO/

-0 &

Cnonyka 21 (3 BMKOPHCTAaHHAM AHTIAPHAY AHTAPHOI KHCIOTH):

H AMP (300 MPu, CDCly): & 6,79 (c, 1H), 6,04 (mm, 2H), 5,63
(ymp.n, 1H), 5,18 ({(mm, 2H), 5,02 (m, 1H), 4,59-4,53 (m, 2H),
4,35 (@, 1H), 4,28 (c, 1H), 4,21-4,17 (u, 2H), 3,76 (c, 3H),
3,57 (c, 3H), 3,54-3,44 (w, 2H), 2,92 (ymwp.nm, 2H), 2,69-2,63
(e, 2H), 2,53-2,48 (m, 2H), 2,38-2,07 (w, 2H), 2,28 (c, 6H),
2,18 (c, 3H), 2,02 (c, 3H); ESI-MS m/z: O6uncieno ans C3;HgN4O\,S:
766,2. 3naiiaeno (M+H"): 767,3.

Cnoayka 2f (3 sBuxopucranHsm CH;(CH;),4COH sk kucinotu):

'H AMP (300 Mru, CDCls): & 6,76 (c, 1H), 6,05 (xzm, 2H),

5,50 (ymmp.n, 1H), 5,18 (ma, 2H), 5,02 (a, 1H), 4,60 (mam, 1H),

4,56-4,50 (ymp.n, 1H), 4,35 (m, 1H), 4,28 (ymmp.c, 1H), 4,20

(n, 1H), 4,18 (am, 1H), 3,76 (c, 3H), 3,57 (c, 3H), 3,54-3,44

(M, 2H), 2,93-2,92 (ymp.x, 2H), 2,37-2,0L (M, 4H), 2,29 (c,

3H), 2,28 (c, 3H), 2,18 (c, 3H), 2.,O3 {c, 3H), 1,60-1,56 (m,

2H), 1,40-1,20 (n, 24H), 0,88 (v, 3H); ESI-MS m/z: O6uncieHo ans
CqoHgoN400S: 904,5. 3uaitneno (M+H"): 905,5.



2f
CDCly): & 7,69-7,66

(3 PhCO,H
2H), 7,57-7,46
2H),

1H),

AK KHCIOTH):

3H),
5,07
2H),

Cronyka
'H AMP (300 MI'u,
6,69 (c, 1H), 6,35
(z, 1H)}, 4,76 (ar,
4,24-4,18 (M, 2H),
2H), 2,9 (ymp.n,

BHKOPHCTAHHAM
(3,
1H), 6,06 (mx,
4,58 (ymp.n,
(c, 34), 3,55 (c, 3H), 3,49-3,46
2H), 2,62-2,55 (m, 1H), 2,28-1,93
2,28 (¢, 3H), 2,16 (c, 3H), 2,04 (c, 3H), 1,93 (c, 3H);
(75 MI'u, CcDCly): & 170,5, 168,4, 166,4, 149,3, 148,4,
141,1, 140,6, 134,5, 134,2, 131,6, 131,4, 130,5, 128,6,
125,2, 124,5, 1.20,7, 118,0, 113,4, 102,0, 99,2, 61,6, 60,2,
59,8, 59,2, 58,6, 57,4, 55,0, 54,6, 53,2, 41,9, 41,4, 32,9,
23,9, 20,2, 15,7, 9,6; ESI-MS m/z: OGuucmeno ana C;sHy00,0S:
770,3. 3uaitaeno (M+H"): 771,3

\“'\/\jm ,

(M,
2H),

(8,

(=,
1H),
3,62

5,14 (mn,
4,36-4,33
(M,
1H) ,
Be amp

{3,

145,9,
126,9,

N
o= 1% no/" 9 ome
N o o Me
AcO
Me N-J-te
[¢] 2
-0 CN
Crnonyka 2k (3 BukopucraHHsM (+)-6i0THHY AK KHCIOTH):
g AMP (300 MI'u, CDCly): & 6,78 (c, 1H), 6,04 (mm, 2H),
6,00 (c, 1H), 5,80 (c, 1H), 5,39 (ymmsp.m, 1H), 5,18 (mm, 3H),
4,78 (a, 1H), 4,64-4,51 (M, 3H), 4,34-4,28 (M, 3H), 4,19 (axm,
1H), 3,77 (c, 3H), 3,57 (c, 3H), 3,47-3,39 (m, 2H), 3,19-3,13
(M, 1H), 3,02-2,74 (m, 4H), 2,28-1,47 (M, 10H), 2,28 (c, 6H),
2,14 (c, 3H), 2,02 (c, 3#); '>c AMP (75 Mru, CDCls): § 172,3,
171,3, 165,6, 163,7, 149,6, 148,4, 145,9, 141,0, 140,5, 131,1,
130,7, 125,8, 124,8, 120,2, 118,4, 13,7, 113,3, 102,0, 99,1,
61,5, 61,4, 61,3, 60,0, 59,6, 59,3, 58,4, 57,4, 56,1, 55,2,
54,6, 51,8, 42,2, 41,3, 41,1, 35,2, 32,1, 28,2, 28,1, 25,4,
24,0, 20,3, 16,1, 9,5; ESI-MS m/z: O6uucieno ans Cy3HsoNgO;,S;:

892,3. 3uaiigeno (M+H"): 894,1

2t

(i3

Crnonyka CroNiyku 2p BHKOpHCTAHHAM Ac-L-ananimy
'H AMP (300 MI';, CDCl3): & 6,74 (c,
1), 6,04 (am, 2H), 5,58
(zx, 2H), 5,00 (m 1H), 4,64-4,60 (m, 1H),
4,48 (ar, 1H), 4,35 (m, 1H), 4,29 (c, 1H),
4,12-4,05 (M, 1H), 3,75, 3,76 (2c, 3H), 3,56
2H), 2,98-2,89 2H), 2,42-1,98
3H), 2,16 3H), 2,02 (¢
3H), 1,06, 1,03 (2m, 3H),
cpcly): § 171,9, 176,2,
149,6, 148,6, 145,9, 140,5, 131,8,
120,3, 117,9, 113,4, 99,2, 61,5,
59,3, 58,5, $S7,8, 57,7, 57,4, 54,9, 54,5, 52,0,
51,9, 48,9, 48,8, 42,0, 41,3, 32,7, 32,2, 32,1, 23,8, 23,1,
23,1, 20,3, 19,2, 19,2, 19,1, 18,4, 17,7, 17,7, 16,2, 9,5. ESI-
MS m/z: O6uucieno ans Cq3HseNgO,,S: 878,3. 3naitgeno (M+H"): 879,2.

K KHCIIOTH):
1H), 6,60-6,56
(ymup.T, 1H],
4,56 (ymmup.n, 1H),
4,20-4,14 (M, 2H),
3H), 3,47-3,42
2,42 3H),
(¢, 1,36,

(M,
5,17

1H), 6,26 (ymmp.T,

(c,
3H),
1,98

(s,
2,28
1,33

He o ame

(4,
3H),
0,94,
169,56,
130,3,
60,2,

(n4,
{c.
3H),

(¢,
(2a,
(75 Mru,

(c,

0,93 (2m, 34);

169,7,
125,4,
59,6,

168,5,
124,4,
59,4,

141,1,
102,0,
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2w

BUKOpHCTaHHAM Ac-L-ananiny sk

(2¢,

KHCJIOTH):
1H), 6,25
1H), 5,22-5,13

Cnosnyka (3
'H AMP (300 MI'u, CDCls): § 6,89, 6,77
6,05 (mm, 2K), 5,72, 5,55 (2ymmp.n,
2H), 5,02, 5,01 (2n, 1H), 4,60-4,18 (m, 7H), 3,77, 3,74
3H), 3,56 (c, 3H), 3,48-3,43 2H), 2,93-2,91 (ymup.x:,
2,42-1,98 (s, 2H), 2,42, 2,37 (2¢, 3H), 2,29, 2,28 (2c,
2,17, 2,15 (2¢, 3H), 2,03 (c, 3H), 1,99, 1,97 (2¢, 3H),
1,22 (2m, 3H); YC aMp (75 MMw, CDCly): & 17,5, 170,1,
169,3, 169,2, 168,6, 149,8, 149,4, 148,7, 148,5, 145,9,
140,5, 140,4, 132,0, 131,6, 130,6, 130,2, 125,5, 124,9,
120,4, 120,2, 117,9, 113,6, 113,4, 102,0, 99,2, 61,6,
60,4, 60,3, 59,6, 59,5, 59,4, 59,2, 58,8, 58,3, 57,5,
55,0, S4,6, 52,2, 51,8, 48,6, 48,5, 42,1, 42,0, 41,4,
32,5, 32,4, 23,8, 23,7, 23,2, 23,2, 20,3, 19,9, 19,8, 16,0,
15,9, 9,6. ESI-MS m/z: O6uucneno musa C3;zHysNsOyS: 779,3. 3uaiigeno
(M+H"): 780,2.

(mm, 1H),
(2an,
(2¢,

2H),

3H),

1,46,
169,9,
41,1,
124,4,
61,5,
55,0,

(M,

S
0
HN
o]
AcO
Ma
Cnonyka 2y (3 sukopucranusm FmSCH,CH(NHAlloc)CO,H
AK KHCJIOTH): : 'H AMP (300 MI'm, CDCly): & 7,77-7,67 (m, 4H),
7,42-7,26 (M, 4H), 6,75 (c, 1H), 6,12 (ymp.m, 1H), 6,04 (mn,
2H), 5,97-5,88 (M, 1H), 5,53 (ymup.m, 1H), 5,35-5,21 (N, 2H),
5,15 (am, 2H), 4,99 (m, 1H), 4,61-4,55 (M, 4H), 4,34 (x, 1H),
4,30 (c, 1H), 4,20-4,17 (m, 4H), 3,70 (c, 3H), 3,54 (c, 3H),
3,46 (m, 1H), 3,45-3,40 (m, 1H), 3,21~-3,14 (M, 1H), 3,04-2,83
(s, S5H), 2,41-2,03 (m, 2H), 2,33 (¢, 3H), 2,23 (¢, 3H), 2,15 (c,

3H), 2,03 (c, 3H); ESI-MS m/z: O6uucneno ans CsgHs;NsO;,S;: 1031,3.
3naiinero (M"): 1032,2

Crnonyka 7 (3 BuKopuCTaHHSM Boc-L-BaniHy SK KHCJIOTH

H SMP (300 MPw, CDCly): 8 6,80 (c, 1H), 6,04 (ux, 2H),

5,86 (ymmp.m, 1H), 5,15 (mm, 2H), 5,02 (x, 1H}, 4,98 (ymp.x,
1H), 4,63-4,60 (M, 1H), 4,55 (ymsp.n, 1H), 4,35 (m, 1H), 4,30
(c, 1H), 4,22-4,16 (M, 2H), 3,83 (am, 1H), 3,76 (c, 3H), 3,56
(c, 3H), 3,48-3,42 (m, 2H), 2,93-2,90 (M, 2H), 2,41-2,03 (M,
3H), 2,41 (¢, 3H), 2,28 (c, 3H), 2,15 (c, 3H), 2,03 (c, 3H),

1,46 (c, 9H), 1,01 (m, 3H), 0,87 (m, 3H); ‘'C AMP (75 MTu, CDCls):
§ 170,4, 170,2, 168,5, 165,2, 155,3, 140,5,
131,6, 130,4, 125,5, 124,5, 120,5, 102,0,
99,2, 61,6, 60,0, 59,6, 59,3, 52,1,

148,6, 145,9,
118,0, 113,5,
$8,4, 57,5, 55,0,

141,1,
113,4,
54,6,
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42,0, 41,4, 32,7, 31,6, 28,3, 23,8, 20,2, 19,1, 17,5, 16,3, 9,6.
ESI-MS m/z: OGumcieno ans CaHssNsO,,S: 865,4. 3uaiineno (M+H"): 866,3.

Me
R-t:’ N

Cnonyka 8 (3 BukopuctanHsM Boc-L-ananiHy #K KHCIOTH
'H AMP (300 MI'm, CDCls): & 6,81 (c, 1H), 6,04 (ma, 2H),
5,86 (ymsp.m, 1H), 5,16 (mm, 2H), 5,03 (ymmp.n, 1H), 5,02 (m,
1H), 4,56-4,50 (s, 2H), 4,34 (n, 1H), 4,29 (c, 1H), 4,20-4,15
(%, 2H), 3,98-3,78 (M, 1H), 3,75 (c, 3H), 3,55 (c, 3H), 3,47-
3,43 (M, 2H), 2,91 (ymmp.m, 2H), 2,37-2,02 (m, 2H), 2,37 (c,
3H), 2,27 (¢, 3H), 2,15 (¢, 3H), 2,02 (c, 3H), 1,46 (c, 9H),
1,37 (x, 3H); c AMP (75 Mrm, cDCly): & 171,5, 170,1, 168,4,
154,6, 149,5, 148,5, 145,8, 141,0, 140,4, 131,3, 130,4, 125,6,
124,4, 120,3, 117,9, 113,3, 101,9, 99,1, 61,4, 60,1, 55,6, 59,2,
58,5, 57,4, 54,9, 54,5, 52,1, 49,9, 41,8, 41,3, 32,4, 28,3,
23,8, 20,2, 19,5, 16,1, 9,5, ESI-MS m/z: OGuHCIeHO AIA
C4 Hs)NsO,S: 837,3. 3uatineno (M+H"): 838,4.

BocHN o]

Cnonyka 9 (3 BukopucraHHsM Boc-L-anaHiHy #AK KHCIOTH:
‘H OAMP (300 MI'u, cDCly): & 6,76 (c, 1H), 6,66 (ymp.&,
1H), 6,04 (mm, 2H), 5,58 (ymmp.m, 1H), 5,17 (mm, 2H), 5,01 (&,
1H), 4,99 (ymup.n, 1H), 4,66-4,63 (M, 1H), 4,56 (ymup.n, 1H),
4,35 (m, 1H), 4,29 (¢, 1H), 4,19-4,05 (m, 4H), 3,76 (c, 3H),
3,56 (¢, 3H), 3,47-3,42 (M, 2H), 2,92-2,89 (M, 2H), 2,44-2,02
(M, 3H), 2,44 (c, 3H}, 2,28 (c, 3, 2,16 (c, 3H), 2,02 (c, 3H),
1,41 (c, 94), 1,32 (m, 3H), 1,03 (m, 3H), 0,93 (m, 3H); *C aMp
(75 MIu, cpcls): & 172,1, 170,2, 169,7, 168,5, 149,7, 148,7,
145,9, 141,0, 140,5, 132,0, 130,2, 125,3, 124,4, 120,3, 117,9,
113,5, 02,0, 99,2, 61,5, 60,2, 59,6, 59,4, 58,5, 57,7, 57,4,
55,0, 54,6, 51,9, 50,2, 42,0, 41,4, 32,7, 32,2, 28,2, 23,8,
20,3, 19,1, 18,1, 17,8, 16,3, 9,6. ESI-MS m/z: OGuucieHo uis
Ca6HgoNgO;3S: 936,4. 3naiineno (M"): 937,2.

o {CHz)sCHy
. o«

[s] ""‘ 0.

Cnonyxa 13e (3 suxopucramuam 5 ekB. CH;(CH,)sCO,H
AK kucnotw, 7 eks. DMAP i 7 exks. EDC-HCI): *H AMP (300 M,
CDCly): 8 6,68 (c, 1H), 6,04 (mm, 2H), 5,17 (mm, 2H), 5,02-4,98
(M, 2H), 4,56 (ywp.m, 1H), 4,34 (m, 1H), 4,28 (c, 1H), 4,19 (m,
iH), 4,11 (am, 1H), 3,78 (¢, 3H), 3,56 (c, 3H), 3,46 (m, 1H),
3,42-3,39 (M, 1H), 2,89-2,87 (M, 2H), 2,32-1,96 (m, 4H), 2,30
(¢, 3H), 2,26 (c, 3H), 2,17 (c, 3H), 2,03 (c, 3H), 1,60-1,55 (M,
2H), 1,32-1,23 (™, BH), 0,90 (7, 3H); '* C AMP (75 MI'y, CDCly): &
172,5, 168,6, 167,1, 148,9, 148,2, 45,8, 141,1, 140,6, 130,7,
125,3, 125,1, 124,7, 120,9, 118,1, 113,6, 113,1, 102,0, 99,2,
71,4, 61,5, 60,0, 59,8, 59,2, 58,6, 57,4, 55,0, 54,6, 41,6,
41,5, 33,8, 31,7, 29,1, 28,9, 24,7, 23,9, 22,6, 20,2, 15,9,
14,0, 9,6. ESI-MS m/z: OGumcaeno aas CgHs)N30;,S: 708,2. 3HaitgeHo
(M+H"): 794,9.
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Cnonyka 13f (3 BukopuctaHHsMm 4 exs. CH3(CH,);sCO,H
Ak kucnotw, 6 ex. DMAP i 6 exs. EDC-HCI): ‘M AMP (300 MIu,
cpcls): 8 6,68 (c, LH), 6,04 (am, 2H), 5,17 (mx, 2H), 5,02-4,98
(%, 2H), 4,56 (ymp.r, iH), 4,34 (g, 1H), 4,28 (c, 1H), 4,19 (m,
1H), 4,12 {ma, 1H), 3,78 {c, 3KH), 3,57 {(c, 3K), 3,46 (=, 1H),
3,45-3,41 (M, 1H), 2,89-2,87 (m, 2H), 2,37-1,96 (v, ¢H), 2,30
(c, 3H), 2,26 (c, 34), 2,17 (c, 3K), 2,04 (c, 34), 1,63-1,58 (w,
2H), 1,35-1,23 (s, 24H), 0,88 (v, 3H); C AMP (75 MIy, CDClj):
172,6, 168,6, 167,1, 148,9, 148,2, 145,8, 141,1, 140,6, 130,7,
125,3, 125,1, 124,7, 120,9, 118,1, 13,6, 113,1, 102,0, 99,2,
71,4, 61,5, 60,0, 59,8, 59,2, 58,6, 57,4, 55,0, 54,6, 41,6,
41,5, " 33,9, 31,9, 31,7, 30,9, 29,7, 29,5, 29,3, 29,3, 29,2,
29,1, 24,7, 23,9, 22,7, 20,2, 15,9, 14,1, 9,6.

Mpuknag 3

Cnoci6 C: o po3uuHy 1ekB. 1, oBivi ynapeHomy 3
6e3sogHum Tonyornom B CH,Cl, (0,05M) B atMocdepi
aproHy, pgopatoTtb 1,05ekB. pTanesoro aHrigpuay.
Uepes 30xB. peakuito oxonomxyoTs Ao 0°C i goga-
toTb 2ekB. EtsN i 1,5ekB. CICO,Et. Yepes 5xB. peak-
LiNHY CyMill HarpiBaloTb OO KiIMHATHOI TemnepaTtypu i
nepeMiwyoTb npotsrom 7rod. MNoTim ii po3taensaTb
CH,C1,, npomuBatoTb HacuveHnm posdnHoMm NaHCO3
i opraHiyHni wap cywaTte Na;SO4. Onew-
xpomatorpadisi (rekcaH/EtOAc, 3:2) pae 2d 3 85%
BMXOLOM.

Cnoanyka  2j: ' aMP (300 MI'u, CDCla): & 7,91-7,70 (M, 4H),
6,67 ic, iH), 6,06 (ma, 2H), 5,19 (aa, 2H), 5,05 (m, 1H), 4,64~
4,62 (m, 24), 4,37 (m, 1H), 4,32 (c, 1H), 4,20 (m, 1H), 4,12
{an, 4), 3,79 {c, 3H), 3,58 (c, 3H), 3,50 (m, 1K), 3,41-3,40
(v, 1H), 2,85-2,83 (v, 2H4), 2,36-2,11 (M, 2H), 2,33 (c, 3H),
2,31 le, 3H), 2,24 tc, 3H), 2,05 (c, 3Hi; ESI-MS m/z: OGumcieno
ans C4HyoN4Oy,S: 796,2. 3naiigeno (M+H™): 797,2.

Mpuknag 4

Cnoci6 D: o po3unHy 1ekB. 1 B CH3CN/CH,Cl,
3:1 (0,025M) B aTmocdepi aproHy gopalTb 1ekB.
pos4yumHy copmaniny (37%) i 1 eks. NaBH3CN. Opep-
XaHui po34MH NepemillyoTb NpY KIMHATHIN Temnepa-
Typi npotarom 30xB. lMoTim goaalTe 2ekB. OUTOBOI
KACNOTW A0 AAHOrO PO34uHy, Sk npugbaBae opaH-
KEeBO-XXOBTe 3abapBneHHs, i NepeMilLyoTb AOro npo-
Tarom 1rog. 30xs. lNicns 3akiH4eHHsA LbOro Yacy pea-
KUiiHy cymiw posbaBnsitotb CH,Clp, HelTpanisyoTb
NaHCO; i ekctparytotb CH,Cl,. OpraHiyHuin wap
cywaTtb Na;SO4. Prnew-xpomartorpacdis gae 4dncTi
CMonyku.



Cnonyka 2 ‘H AMP (300 MPu, CDCly): & 6,66 (c, 1H), 6,03
(na, 2H), 5,17 (mm, 2H), 4,98 (&, 1H), 4,58 (ymmp.n, 1H), 4,32
(n, 1H), 4,25 (c, 1H), 4,15-4,13 (M, 1H), 3,95 (am, 1H), 3,78
(c, 3H), 3,56 (c, 3H), 3,54-3,41 (M, 3H), 2,92-2,80 (M, 2H),
2,33 (¢, 3H#), 2,17 (¢, 3H), 2,17-2,07 (ywp.m, 6H), 2,16 (c,
3H), 2,04 (c, 3H), 1,86 (mx, 2H); ESI-MS m/z: OGumcieno ans
C3sH43N4O6S: 694,3. 3naitneno (M+H"): 695,3.

Mpuknag 5

Cnoci6 E: o posunHy 1eks. 1 (Ep ansa 3qg-r, 3s
ans 3u, 3v

ana 3x, 11 gna 13c, 13h, 13l i 24 gna 26) B
CHCl- (0,08M) B aTmocdepi aproHy npu KiMHaTHiIn
Temnepatypi gogatoTb 1,1ekB. nipuaunHy. MNoTim peak-
LinHy cymiw oxonomxytoTe go 0°C i gpogatoTtb 1,1eks.
XnopaHrigpuay kucrnoTtun. Yepes S5xB. peakuinHy cymill
HarpiBaloTb OO0 KiMHaTHOI TemnepaTtypu i nepemily-
10oTb npoTsarom 45xs. lMoTim ii posbasnsatoTs CH,Cl
npomusatoTb HacudeHnMm poddmHoM NaCl i opraHiy-
HWU wap cywatb NaSO4. dneww-xpomatorpadia gae
YNCTi CNONyKU.
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Crmonyka 2¢ (3 BHKOPHCTAaHHAM OyTHpHAXnopuay): ‘H AMP
(300 My, CDCli): & 6,76 (c, 1H), 6,04 (mm, 2H), 5,52 (yump.xm,
1H), 5,17 (am, 2H), 5,02 (m, 1H), 4,61 (mam, 1H), 4,52 (ymmp.n,
iH), 4,34 (mm, 1H), 4,27 (¢, 1H), 4,19 (m, 1H), 4,17 (am, 1H),
3,75 (c, 3H), 3,56 (c, 3H), 3,47-3,43 (M, 2K), 2,92 (ymp.xn,
2H), 2,34-1,98 (M, 4H), 2,28 (c, 3H), 2,27 (c, 3H), 2,16 (c,
3¥), 2,02 (¢, 3H), 1,71-1,58 (%, 2H), 0,96 (v, 3H); Be avp
(75 MPu, CDCls): & 171,7, 170,6, 168,4, 149,6, 148,5, 145,8,
141,0, 140,4, 131,0, 130,5, 125,7, 124,6, 120,4, 117,9, 113,4,
102,0, 99,1, 61,5, 60,1, 59,6, 59,2, 58,6, 57,4, 55,0, 54,5,
51,9, 41,8, 41,3, 38,2, 32,7, 23,7, 20,2, 18,8, 16,1, 13,7, 9,5.
ESI-MS m/z: O6uncneno ans C3;HaaN¢O)0S: 736,3. 3naiineno (M+H"): 737,2.

Me.
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Crnoayka 2d (3 BHKODHCTaHHAM i30BapMAXIOpHAY): : ‘H AMP
(300 Mruy, CDCls): & 6,76 (c, 1H), 6,05 (mm, 1H)}, 5,50 (ymmp.xm,
1H), 5,17 (am, 2H), 5,02 (m, 1H), 4,63 (mmnx, 1H), 4,53 (ymup.m,
1), 4,35 (mm, 1H), 4,28 (c, 1H), 4,20 (m, 1H), 4,18 (ma, 1H),
3,76 (c, 3H), 3,56 (c, 3H), 3,47-3,43 (M, 2H), 2,92 (yuup.nm,
2H), 2,30-1,92 (m, 5H), 2,30 (c, 3H), 2,28 (c, 3H), 2,17 (c,
3H), 2,03 (c, 3H), 0,99 (m, 3H), 0,93 (m, 3H); *°C AMP (75 MIn,
cocly) : § 171, 3, 170,6, 168,4, 149,6, 148,5, 141,0, 140,5, 130,9,
130,5, 125,7, 124,6, 120,4, 118,0, 113,5, 113,4, 102,0, 99,2,
61,5, 60,1, 59,6, 59,3, 58,6, 57,5, 55,0, 54,6, 51,8, 45,6,
41,5, 41,4, 31,8, 25,8, 23,8, 22,5, 22,4, 20,2, 16,3, 9,6. ESI-
MS m/z: OGuncieno wis CygHygN4010S: 750,3. 3uaitaeno (M+H"): 751,3.

Crnonyka 2d (3 BHKOPHCTaHHAM LUMHHaMoinxjopuay):: 'H AMe
(300 MI'u, CDCls): & 7,61 (m, 1H), 7,55-7,51 (m, 2H), 7,44-7,37
(M, 3H), 6,85 (¢, 1H), 6,24 (m, 1H), 6,05 (am, 2H), 5,72 (&,
1H), 5,16 (mm, 2H), 5,05 (m, 1H), 4,71 (amm, 1H), 4,54 (ymmp.n,
1H), 4,35 (mz, 1H), 4,29 (c, 1H), 4,22-4,17 (w», 2H), 3,68 (c,
3H), 3,56 (c, 3H), 3,48-3,44 (n, 2H), 2,97-2,95 (M, 2H), 2,51-
2,45 (m, 1H), 2,27-2,03 (x, 1H), 2,27 (¢, 6H), 2,19 (c, 3H),
2,03 (c, 3H); *C AMP (75 MI'm, CDCly): § 170,5, 168,4, 164,5,
149,7, 148,5, 145,8, 142,1, 41,0, 140,4, 134,7, 131,1, 130,5,
129,8, 128,8, 127,9, 125,5, 124,4, 120,4, 119,7, 118,0, 113,4,
113,3, 02,0, 99,1, 61,4, 60,3, 59,6, 59,2, 58,8, 57,4, 54,9,
54,5, 52,6, 41,7, 41,4, 32,7, 23,8, 20,2, 16,3, 9,6. ESI-MS m/z:
Ob6uncneno ans CypHgaN4O10S: 796,3. 3uaitaeno (M+H"): 797,2.

Crnonyka 2i (3 BUKODHMCTAHHAM TpaHC-3-TPUDTOPMETHIY
WHHAMOTNXIOPHAY): 'H AMP (300 MI'u, CDCli):
8 7,82-7,51 (M, SH), 6,85 (c, 1H), 6,29 (m, 1H), 6,05 (&mm, 2H),
5,75 (&, 1H), 5,17 (ax, 2H), 5,05 (m, 1H), 4,73-4,69 (M, 1H),
4,55 (ymmp.n, 1H), 4,36 (li, 1H), 4,39 (c, 1H), 4,23-4,18 (M,
2¢), 3,69 (c, 3H), 3,57 (c, 3H), 3,48-3,44 (M, 2H), 2,96
{yavp.x, 2H), 2,49-2,44 (M, 1H), 2,27-2,04 (M, 1H), 2,27 l(c,
6H), 2,19 (c, 3H), 2,04 (c, 3H); ' AMP (75 MIu, CDCl;): & 170,3,
168,4, 163,8, 149,7, 148,5, 145,35, 141,1, 140,5, 135,5, 134,6,
131,6, 131,0, 130,6, 129,85, 126,3, 126,2, 125,6, 124,4, 123,7,

123,6, 121,5, 120,3, 17,9, 113,5, 113,3, 102,0, 99,2, 61,4,
60,4, 59,6, 59,2, 58,9, 57,5, 54,9, 54,5, 52,6, 41,8, 41,4,
32,6, 23,8, 20,3, 16,2, 9,6. ESI-MS m/z: OGuyucieno ansa
C43H43N4F30,0S: 864,3. 3uaiineno (M+H"): 865,0.
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Cnonyka 3q (i3 coayku 3p 3 BHUKOPHCTaHHAM aUETHIXJOPHAY):
'H AMP (300 MPu, CDCly): & 6,54 (c, 1H), 6,08 (xm,
2H), 5,81 1H), 5,59 (&, 1H), 5,02 (a, 1H),
4,58 (ywsp.n, 1H), 4,23 1H), 4,26 (mz, 1H),
iH), 4,09 (ma, 1H), 3,80 (c, 3H), 3,45-3,42 (u,
(s, 2H), 2,49 (c, 3H), 2,29-1,98 (m, 3H), 2,29
3H), 2,03 3H), 1,98 (c, 3H), 1,06 (m, 3H),
(75 Mra, CcbCls): & 170,2, 169,5, 168,6,
141,1, 140,4, 130,4, 130,1, 120,4, 120,2,
102,0, 61,4, 60,4, 59,3, 58,8, 57,7, 54,7,
41,s, 32,7, 32,3, 23,8, 23,3, 20,5, 19,1,
ESI-MS m/z: O6umciaeno ans CigHasNsO,0S: 763,3.

1H), 6,05
4,67 (ar, 1H),
4,21-4,16 (M,
2H), 2,91-2,88
(c, 3H), 2,16
0,96 (m, 3H);
148,1, 145,9,
118,5, 118,0,
54,6, 51,8,

18,0, 16,2,

(nm, (c,

(c,

(c,

IJC M
143,3,
113,5,
42,0,
9,6.

(e,

3naiiaeno (M+H"): 764,3

Cnonyxa 3q (i3 cionyku 3p 3 BAKOPHCTAHHAM IWHHAMOINXIOPUAY):

'H AMP (300 MPy, CDCly): 8 7,59 (m, 1H), 7,50-
2H), 7,37-7,34 3H), 6,57 (c, 1H), 6,42 (m, 1H),
(n, 1H), 6,05 5,81 (¢, 1H), 5,64 (a, 1H), 5,03
1H), 4,70-4,67 4,58 (ymup.n, 1H), 4,30-4,24 (M,
4,21-4,17 (m, (c, 3H), 3,45 (ymp.m, 2H), 2,92-
2H), 2,56 2,28-2,03 (M, 3H), 2,28 3H),
2,17 (c, 3H), 2,03 (¢, 3H), 1,10 (m, 3H), 1,00 (m, 3H); “*c AMP
(75 Mru, CDCly): & 170,2, 170,1, 169,4, 168,5, 165,3, 148,1,
145,9, 143,4, 141,2, 140,4, 134,8, 130,5, 130,1, 129,7, 128,8,
127,8, 120,6, 120,4, 120,2, 118,5, 118,0, 113,5, 113,5, 102,0,
61,4, 60,4, 59,4, 58,9, 57,7, 54,7, 54,6, 51,9, 42,0, 41,5,
32,7, 23,8, 20,5, 19,2, 18,0, 16,4, 9,6. ESI-MS m/z: O6uucieHo
a8 CysHyaoNsO,0S: 851,3. 3uaiineno (M+H'): 852,3.

7,46
6,30
(z,

3H),
2,89

(»e, (»e,
2H),
1H),
3,82

3H),

(mn,

(24,
2H),
(28,

(c, e,

3u (i3 cnmonyku 3s 3 BAKOPHCTAHHAM IIHHHAMOINXIOPUILY):

'R AMP (300 MI'm, CDCls): 8 7,63 (m, 1H), 7,50-
7,38-7,35 (m, 3H), 6,62 1H), 6,55 (¢, 1H),
6,35 (u, 1H), 6,05 (mm, 5,82 (c, 1H), 5,60
(x, 1H), 4,68-4,60 (M, 4,58 (ymwp.n, 1H),
4,26 (mm, 1H), 4,21-4,15 2H), 4,10 (max, 1H),
3,45-3,43 (M, 2H), 2,91-2,88 (», 2H), 2,48 (c,
34), 2,28 (¢, 38), 2,16 (c, 3H), 2,03
3H), {m, 3H), 1,04 3H), 0,94 3H); '“C AMP (75 Mru,
cocly): & 171,8, 170,2, 168, 5, 148,0, 145,9, 143,3,
141,6, 141,1, 140,5, 134,7, 130,6, 129,8, 128,8, 127,8,
20,3, 120,1, 118,7, 118,0, 113,5, 102,0, 61,5, 60,3, 59,4,
58,8, 57,8, 54,7, 54,6, 51,9, 49,0, 42,1, 41,5, 32,6, 32,3,
23,8, 20,5, 19,2, 18,6, 17,7, 16,3, 9,6, ESI-MS m/z: OGuucieno
s CygHsyNsO,S: 922,4. 3natineno (M+H'): 923,1.

Crnonyka

71,47
6,41
(m

4,29
3,79
3H), (M,

2H),
1H),
5,02
1H),
(c, 3H),
2,30-2,03
1,41

(24, (&,
2H),
2H},

(a2,

(m,
1H),

{c,

(e,

(m,
165,4,

129,8,

(m,
169, 6,
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3x (i3 cmonyku 3V 3 BAKOPHCTAHHAM LHHHAMOIIXJIOPHAY):
‘H AMP {300 MI'n, CDCls): & 7,60 (a, 1K),
2H), 7,37~7,34 (M, 3H), 6,59 (c, 1lH), 6,48 (z, 1H),
14}, 6,05 {mm, 2H), 5,84 (c, 1H), 5,58 1R}, 5,03
4,64-4,59 (M, 1H), 4,58 (ymmp.m, 1H), 4,36-4,8 (M, 1H),
1K), 4,26 (m, 1H), 4,22-4,17 2H), 3,81 (¢, 3H),
3,45-3,43 2H), 2,92 (m, 2H), 2,53 (c, 3H), 2,28-2,03 (M,
2H), 2,28 (c, 3H), 2,16 (c, 34), 2,03 (c, 3H), 1,54 (m, 3H);
{75 MIu, 170,1, 168,6, 164,9, 148,2,
143, 2, 130,0, 129,7, 128,8, 127,8,
120,4, 113,6, 113,4, 102,0, 61,4,
60,6, 60,4, 59,3, 59,1, 54,8, 54,6, 51,7, 48,7, 41,9, 41,5,
32,5, 23,8, 20,5, 20,0, 16,2, 9,6. ESI-MS m/z: OGuucieHo Ans
Cy3HysNsO0S: 823,3. 3naiiaeno (M+H"): 824,3.
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Cnonyka

Cnoayxa
7,49~
7,46
6,39
(g, 1H),
4,28 (¢,

(M,

(A, (z,

(4,

(2,

Bc amp
145,9,
120, 4,

ChCls): & 171,4,
141,1, 134,8, 130,5,
120,0, 18,8, 118,0,

20 ekB.

13c
Gytupuaxnopuay i 30 exB. NHPHAMH): W AMP (300 MTu, CDCla): &

(i3  cmonmyku 11 3 BHKOPHCTaHHAM
6,62
5,01
4,19

g, 14),

6,04
4,57

1#),
1H),
3,46

H),

14},

(c, (az, 2H),
{yaup.n,

1H),

5,17
1H),
3,78
(M, 1H), 2,88
34i, 2,30 2,26 (c, 3H),
2,02-1,96 1,68-1,56 (m,
Mru, CDCl3): & 172,5, 168,8,
140,9, 131,0, 125,6, 125,0,
99,4, 71,7, 61,7, 60,3,
41,9, 41,7, 36,1, 32,0,

Mon/z:

2H), 5,02
1H),

3,56

(za,
4,34 (aa,
{c, 3H),
(ymmp. 1,
2,16 (c,
2H), 0,98
167,3, 149,1, 148,4, 146,0,
121,2, 118,3, 113,8, 113,3,
60,0, 59,4, 58,8, 57,6, 55,2, 54,9,
24,2, 20,5, 18,5, 16,1, 13,9, 9,8. ESI-
737,3. 3madigeno (M+H™):

{yomp. 1,
4,29 (¢;
{c, 3#),
24), 2,30-2,16
3H), 2,
(T, 3H);

(m,
(1, (ma,
(M,
3H),
{15

{c, 03 (c,

YBe amp
141,3,
102,2,

34,

(», 1H),

OGunciero ans CyHg3N;048:

Ph
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Cnonyka 13h (i3 cmomyku 11 3  BHKODHCTAHHAM 5 €KB.
uuHHaMoimxuopuny, 7,5 exB. nupuank i CH3CN sk cHiBpO34HHHKMK):
‘W aAMP (300 Mry, CDCly): & 7,68 (a, 1H), 7,56~
7,53 (w, 2H), 7,43-7,39 (m, 3H), 6,72 (c, 1H), 6,30 (m, 1K),
6,05 (an, 2H), 5,22-5,13 (v, 3H), 5,04 (m, 1H), 4,58 (ymup.nm,
18), 4,35 (&, 1H), 4,31 (c, 1H), 4,21 (n, 1H), 4,15 (an, 1K),
3,79 (¢, 3H), 3,57 (c, 3H), 3,48 (n, 1H), 3,43-3,39 (M, 1H),
2,90-2,88 (m, 2H), 2,47-2,41 (m, 1H), 2,31 (c, 3H), 2,24 (c,
3H), 2,17 (c, 3H), 2,07-2,03 (m, 1H), 2,04 (c, 3H); ’C aAMP
(75 Mru, CDCly): & 168,6, 167,1, 165,6, 148,8, 148,2, 145,7,
141,1, 140,6, 134,4, 130,9, 130,7, 130,4, 128,9, 128,2, 128,1,
125,2, 124,7, 120,9, 118,1, 117,3, 113,7, 13,1, 102,0, 99,2,
71,9, 61,5, 60,0, 59,8, 59,3, 58,5, 57,4, 54,9, 54,6, 41,7,
41,5, 31,8, 23,9, 20,2, 16,0, 9,6. ESI-MS m/z: O6uucieHo ans
C42H43N30,,S: 797,3. 3uaiiaeno (M+H): 798,8.

Cnosnyka 1311 (i3 cnoaykm 11 3  BHKOPHCTaHHAM 5 €KB.
metancynboninxopuny i 5 exs. EtN sk ocmopa): )i ‘H AMP
{300 Mru, CDCly): 3 6,65 (c, 1H), 6,04 (am, 2H), 5,17 (ma 2H),
5,00 (n, 1H), 4,93 (mz, 1H), 4,58 (yuwp.n, 1H), 4,34 (am, 1H),
4,29 (c, 1H}, 4,16-4,12 (M, 2H), 3,77 (c, 3H), 3,56 (c, 3H),
3,46 (a, 14}, 3,44-3,39 (M, 1H), 3,11 (g, 3H), 2,96-2,81 (m,
2H), 2,50-2,42 (M, 1H), 2,30 (c, 3H), 2,26 (c, 3H), 2,18 (c,
3Hy, 2,04-1,97 (u, 14}, 2,03 ‘c, 3H}; @SI-MS m/z: OGuucaeno ans
C34H39N30,,8: 745,2. 3naitaeno (M+H™): 746,2.

HNHMOH

0 “"‘ HO

AcO

&N

Cnonyka 26 (i3 cmonmykn 24 3 BuKopuctanHam 1,05 exs.

aueTMAXnoOpuay i y BicyTHocri ochosm): ' SMP (300 MPu, CDCls):
8 6,51 (c, 1H), 6,05 (m, 2H), 5,95 (c, 1lH), 5,60 (m, 1K), 5,59
{yawp.n, 1H), 5,03 (m, 1H), 4,58-4,53 (M, 2H), 4,27 (c, 1H),
4,26 {(m, 1R), 4,20-4,16 (M, 2H), 3,43-3,42 (m, 2H), 2,90-2,88
(W, 28}, 2,27-2,11 (m, 2H), 2,27 (c, 34), 2,24 (¢, 3H), 2,14 (c,
3#), 2,03 (c, 3K}, 1,85 (c, 34); *C AMP (75 MI'u, CDCls): § 170,4,
169,5, 168,9, 145,8, 144,5, 140,89, 140,4, 139,9, 127,1, 123,56,
120,1, 119,8, 119,2, 118,1, 113,5, 113,4, 102,0, 61,3, 60,4,
59,2, 58,9, 54,7, 54,5, 52,0, 4i,7, 41,4, 32,3, 23,5, 22,8,
20,6, 16,2, 9,6. ESI-MS m/z: O6Gumncneno ans CiH34N404S: 650,2.
3naiineno (M+H"): 709,2

Mpuknag 6

Cnoci6 F: fo posunHy 1eks. 1 B AM® (0,03M) B
aTMocdepi aproHy npu KiMHaTHIN TemnepaTypi Ao-
paotb 0,9ekB. Cs,CO3 i 0,9ekB. BnBr. Yepes 2roga.
30xB. peakuito racate 1mkn AcOH, posbaenstoTb
rekcaH/EIOAc (1:3), npommusatotb H,O i ekcTparytoTb
rekcaH/E}KOAc  (1:3). OpraHiyHMni wap cywaTtb
Na;S0,4. Pnew-xpomaTorpadisa Oae YUCTY CRONYKY
2n.

7/
H,, foome
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Cnonyka 2m: ‘A AMP 1300 MPu, CDCly): & 7,32-7,20 (M, SH),
6,56 (c, 1), 6,02 (mm, 2H), 5,15 (mm, 2H), 5,04 (&, 1H), 4,51
(vamup.n, 1H}, 4,32 (a, iH), 4,25-4,23 (M, 2H), 4,12 (am, 1K),
3,74 lc, 3H), 3,62 (mm, 21), 3,56 (¢, 3H), 3,44-3,40 (M, 2H),
3,38-3,20 (u, 1lH), 3,19-2,3¢ (M, 24), 2,36-1,91 (M, 2H), 2,29
(<, 3H), 2,19 (z, 3H), 2,03 (2, 3H), 1,91 (c, 3H); ¥ sMp
(75 MI'u, ©CDCly): & 112,7, 168,6, 149,3, 148,2, 145,6, 140,9,
240,4, 139,9, 131,5, 130,3, 128,3, 126,1, 126,9, 124,%, 124,7,
120,9, 1is,1, 113,8, 113,2, 101,9, 99,1, 61,5, 59,7, 59,6, 59,5,
59,2, 58,9, 57,4, 54,9, 54,7, 51,3, 41,5, 41,4, 33,3, 23,8,
20,3, 15,3, 9,6. ESI-MS m/z: O6umcieno ana CyoH4eN40,S: 756,3.
3uaitaeno (M+Na'): 779,2

Mpuknag 7

Cnoci6 G: Do po3unHy 1 eks, 2a-n, 2t, 2w, 2y, 11,
12*, 13a-c, 13e-f, 13h, 1311, 14a* abo 7-9 B
CH3CN/CH.Cl, 5:4 (0,026M) B aTmocdepi aproHy
popatoTb 6ekB. Nal i 6eks. cBixeneperHaHoro TMSCI.
Uepes 20xB. peakuilo racsaTb HaCUYEHUM PO3YUMHOM
Na,S,04, posbaBnsawts CH,Cl;, npomwuBaioTb
Na»S,04 (x3) abo NaCl. BogHuin wap ekctparyioTb
CH.Cl,. OpraHiynmn wap cywatb Na;SO4. Prew-
xpomatorpadisi gae cnonyku 3a-n, 3p, 3s-t, 3v-w, 3y-
z, 15, 16*, 17a-c, 17e-f, 17h, 17Il, 18a*.

Cnonyka 3a (3 2a): 'H sMP (300 My, CDCl;): & 6,56 (c,
1K', &,04 {am, 2H), 5,78 (c, 14y, 5,52 (ywp.m, 1H), 5,02 (&,
1H), 4,58 (mnm, 1H), 4,53 (ymp.c, 1H), 4,27-4,25 (M, 2H), 4,19-
4,15 [, 2H), %77 {2, 3RH), 3,44-3,43 (M, 2R), 2,92-2,90 (M,

2HY, 2,36-2,02 (m, 2H), 2,36 f(c, 3H), 2,30 (c, 3H), 2,16 (c,

My, 2,02 (2, W, L,R3 (o, ) O AME (73 MIu, TPCL): § 170,5,
“68,8, 168,4, 148,1, 145,8, 43,1, 141,0, 140,3, 130,7, 129,9,
129,0, 120,3, 1l9,0, 17,9, 113,5, 102,0, 61,3, 60,3, 60,2,
59,3, 58,9, 54,7, 54,5, 51,9, 41,8, 41,4, 32,4, 23,7, 22,8,
20,4, 16,0, 9,5. EST-MS m/z: OGumcneno aas Ci3HieN4OsS: 664,2.
3uaitneno (M+H"): 665,2

CFs
NH  Ome
(o)
AcO
Me
o
0
Cmonyka 3b (3 2b): : *# 3z (300 Mru, ©DCLy): 8 6,52 Iz,

1H), 6,41 (ymup.m, 1H), 6,05 (ma, 2H), 5,72 (c, 14}, 5,05 (m,
1H), 4,60 (ymmp.n, 1H), 4,54-4,51 (v, 1H), 4,32 (c, 1H), 4,26-
4,18 (M, 3H), 3,74 (c, 3H), 3,46-3,42 (v, 2H), 2,97-2,80 (M,
2H), 2,44-2,38 (m, 1H), 2,30-2,03 (m, 1H), 2,30 (c, 3H), 2,27
(c, 3H), 2,15 (c, 3H), 2,03 (c, 3H); *°C AMP (75 MIm, CDCly): §
168,8, 168,5, 156,3, 155,8, 155,3, 147,6, 146,0, 143,1, 141,2,
140,5, 130,5, 129,9, 20,7, 120,6, 120,1, 118,0, 117,9, 113,2,
01,1, 61,4, 60,7, 60,1, 59,5, 58,9, 54,6, 54,5, 52,8, 42,0,
41,5, 31,9, 23,8, 20,4, 15,6, 9,6. ESI-MS m/z: OGuucneno ans
C33H;33F3N4OoS: 718,2. 3uatineno (M+H™): 719,2.
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Cnonyka 3¢ (3 2¢): 'H aMP (300 Mfu, CDCls): 8 6,54 (c,
1H), 6,03 (am, 2H), 5,82 (¢, 1H), 5,49 (ymp.m, 1K), 5,02 (&,
1H), 4,61 (mum, 1H), 4,53 (ymap.m, 1H), 4,27-4,24 (M, 2H), 4,19-
4,15 (m, 2H), 3,76 (c, 3H), 3,44-3,41 (M, 2H), 2,90 (ymp.x,
2H), 2,31-1,%4 (m, 4H), 2,31 (c, 3H), 2,28 (c, 3H), /15 (¢,
3H), 2,02 (c, 3H), 1,67-1,57 (M, 2H), 0,95 (v, 3H); ¥c ap
{75 Mrg, cociy: & 171,8, 170,5, 148,0, 145,8, 143,1, 141,90,
140,4, 130,8, 129,0, 120,4, 120,2, 119,0, 118,0, 113,4, 102,0,
61,4, 60,2, 59,4, 58,9, 54,7, 54,5, 51,7, 41,8, 41,4, 38,2,
32,6, 23,8, 20,5, 18,8, 16,0, 13,7, 9,6. ESI-MS m/z: OGumcieHo
ans C3sHyoNsOoS: 692,2. 3uaiineno (M+H"): 693,9.

Cnoayka 3d (3 2d): 'd AMP (300 Mru, CDCLi): & 6,54 (c,
1H), 6,04 (umm, 2H), 5,76 (c, 1H), 5,48 (ymmp.sm, 1H), 5,02 (&,
1H), 4,66-4,60 (M, 1H), 4,53 (ywmp.n, 1H), 4,27-4,23 (v, 2H),
4,19-4,15 (&, 2H), 3,76 (¢, 3H), 3,44-3,42 (m, 2H), 2,9C
(ymmp.m, 2H), 2,33-1,90 (M, S5H), 2,33 (¢, 3H), 2,28 (c, 3H),
2,15 (c, 3H), 2,02 {c, 3H), 0,98 (m, 3H), 0,92 (m, 3H); ’C aMF
(75 MIu, cbCls): & 171,3, 170,6, 168,5, 148,0, 145,8, 143,1,
141,1, 140,4, 130,8, 129,0, 2127,6, 120,5, 20,3, 119,1, 118,0,
113,5, 102,0, 74,2, 61,4, 60,3, 59,4, 58,8, 54,7, 54,6, 51,7,
45,5, 41,9, 41,5, 32,7, 25,8, 23,8, 22,5, 22,4, 20,5, 16,2, 9,6,
ESI-MS m/z: O6uucneno ams CiHyaaN4OyS: 706,3. 3uaiiaeno (M+Na'): 729,2.

Crionyka 3e (3 2e): 'H AMP (300 Mru, CDCls): & 6,54 (c,
1H), 6,04 (mm, 2H), 5,75 (¢, 1H), 5,48 (ymmp.n, 1H), 5,02 (&,
1H), 4,60 (mam, 1H), 4,53 (ymwp.m, 1H), 4,27-4,24 (%, 2H), 4,19-
4,15 (v, 2H), 3,77 (c, 3H), 3,48-3,42 (M, 2H), 2,91 (ymp.x,
2H), 2,32-1,97 (4, 4H), 2,32 (c, 3K), 2,28 (c, 3H), 2,16 (c,
3R), 2,02 (¢, 3H), 1,62-1,41 (u, 2H), 1,390-1,25 (v, BH), 0,8¢
(r, 3H): e amp (75 MPu, CDCla): & 172,0, 170,6, 16€8,4, 148,0,
145,8, 143,1, 141,0, 140,4, 130,8, 129,0, 120,4, 120,2, 119,0,
118,0, 113,7, 113,5, 102,0, 61,4, 60,3, 59,4, 58,9, 54,7, 54,6,
51,8, 41,8, 41,5, 36,3, 32,6, 31,7, 29,3, 29,1, 25,4, 23,8,
22,6, 20,5, 16,1, 14,0, 9,6. ESI-MS m/z: OGuYHCIeHO MIi
Ci9H4sN400S: 748,3. 3naiineno (M+H"): 749,3.
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Crnonyka 3f (3 2f): 'H AMP (300 MIy, CDCly): 8 6,55 (c,
1H), 6,04 (mm, 2H), 5,73 (c, 1H), 5,48 (ymwp.a;, 1H), 5,02 (m,
1H), 4,60 (mma, 1K), 4,56-4,50 (yumup.n, 1K), 4,28-4,24 (M, 2H),
4,20-4,14 (4, 2H), 3,77 (c, 3K), 3,44-3,40 (M, 2H), 2,92-2,90
(ywp.x, 2H), 2,35-1,95 (m, 4H), 2,32 (c, 3H), 2,29 (c, 3H),
2,16 (c, 3H), 2,03 (c, 3H), 1,62-1,58 (m, 2H), 1,38-1,20 (u,
248), 0,88 (7, 3K); ESI-MS m/z: OG6uncieno aas Cy7HgaN4OoS: 860,4.
3uaitneno (M+H'): 861,5

Crnonyka 3g (3 2g): *H AMP (300 MPm, CDCls): & 7,69-7,66
(v, 2H), 7,57-7,45 (m, 3H), 6,48 (¢, 1H), 6,35 (a, 1H), 6,06
(mm, 2H), 5,70 (c, 1H), 5,07 (m, 1H), 4,78-4,74 (w, 1H), 4,58
(ymwp.n, 1R), 4,33 (¢, 1H), 4,26-4,18 (m, 3H), 3,61 (¢, 3H),
3,47-3,45 (m, 2H), 2,92 (ymsp.m, 2H), 2,60-2,53 (m, 1H), 2,28~
1,93 (», 1H), 2,28 (c, 3H), 2,14 (c, 3H), 2,04 (c, 3H), 1,9.3 (c,
3H); 3c AMP (75 M, CDCls): & 171,7, 170,5, 166,4, 147,7, 145,9,
143,0, 14%,1, 140,5, 134,2, 131,6, 130,8, 129,4, 128,6, 127,0,
120,4, 118,5, 118,0, 113,7, 113,4, 102,0, 61,5, 60,3, 60,1,
59,7, 58,8, 54,7, 53,1, 41,9, 41,5, 32,8, 23,9, 20,4, 15,6, 9,6.
ESI-MS m/z: OGuucieno mis CigHygNyOoS: 726,2. 3uaiineno (M+H"): 727,2.
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Cnonyka 3h (3 2h): *H aMpP (300 My, CDCli): & 7,60 (x
1H), 7,54-7,51 (M, 2H), 7,44-7,38 (M, 3H), 6,63 (c, 1H), 6,22
(m, 1H), 6,05 (am, 2H), 5,79 (c, 1H), 5,73 (m, 1H), 5,05 (&
14), 4,71 (mam, 1H), 4,55 (ymp.n, 1H), 4,29 (c, 1H), 4,26 (c,
1H), 4,21-4,17 (M, 2H), 3,68 (c, 3H), 3,48-3,42 (M, 2H), 2,95~
2,93 (M, 2H), 2,49-2,44 (m, 1H), 2,29-2,03 (M, 1H), 2,29 (c,
3H), 2,27 (¢, 3H), 2,17 (c, 3H), 2,03 (c, 3H); '°C AMP (75 MIu,
cpcls): & 170,4, 168,4, 164,5, 148,1, 145,8, 143,1, 142,0, 141,0,
140,4, 134,7, 130,8, 129,8, 129,2, 128,8, 127,9, 120,2, 119,8,
118,9, 11ie,0, 113,6, 113,3, 102,0, 61,4, 60,4, 60,2, 59,4, 59,0,
54,6, 54,6, 52,5, 41,8, 41,5, 32,6, 23,8, 20,5, 16,2, 9,6. ESI-
MS m/z: O6uncieno mis CyoHygN4OoS: 752.2. 3naiineno (M+Na'): 775,8.

Cnonyka 3i (3 2i): 'H AMP (300 Mrm, CDCly): & 7,82 (c,
1H), 7,66-7,51 (u, 4H), 6,64 (c, 1H), 6,26 (m, 1H), 6,05 (mm,
2H), 5,77 (¢, 1B), 5;74 (n, 1H), 5,05 (m, 1H), 4,72 (amnm, 1H),
4,56 (ymwp.n, 1H), 4,29 (c, 1H), 4,26 (mm, 1E), 4,22-4,16 (x,
2H), 3,70 (c, 3H), 3,46-3,44 (M, 2H), 2,94 (ymep.m, 2H), 2,47-
2,40 (w, 1K), 2,30-2,03 (s, 1H), 2,30 (c, 3H), 2,28 (c, 3H],
2,17 {c, 3H), 2,03 (c, 3H); “c aMp (75 Mrm, CDCly): & 170,3,
163,9, 14s8,1, 143,1, 141,1, 140,4, 135,6, 131,7, 130,9, 129,5,
129,0, 126,2, 123,6, 121,7, 120,3, 118,0, 113,3, 102,0, 99,2,
61,4, 60,5, 60,2, 59,4, 59,1, 54,7, 54,6, 52,5, 41,8, 41,5,
32,6, 23,8, 20,5, 16,2, 9,6. ESI-MS m/z: OGuncaeno ans:
Cs HigN, F304S: 820,2. 3naiineno (M+H"): 821,3.
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Crnonyka 3j (3 2j): 'H AMP (300 Mru, CDBCly): & 7,77-7,68
(M, 4H), 6,26 (¢, 1H), 6,06 (mm, 2H), 5,77 {c, 1H), 4,98 (&,
1H), 4,61-4,55 (M, 2H), 4,33-4,21 (M, 2H), 4,09 (m, 1H), 4,97
(zm, 1H), 3,97 (c, 3H), 3,47-3,31 (M, 2H), 2,93-2,77 (m, 2H),
2,36 (c, 3H), 2,33-2,14 (n, 2H), 2,23 l(c, 3H), 2,17 (c, 3H),
2,05 (c, 3H); ESI-MS m/z: O6umciaeno ang C3;oH3¢NsO;0S: 752,2

3naipgero (M+H"): 753,2

CO;Me
NH 7 oMe

Cnonyxa 6: 'B SMP (300 MIu, CDCly): & 7,95 (mm, 1H),
7,66-7,45 (m, 3H), 6,13 (c, 1K), 6,07 (mm, 2H), 5,88 (m, 1H),
5,64 (c, 1H), 5,06 (m, 1H), 4,83-4,81 (m, 1H), 4,53 (ymup.n,
1H), 4,30-4,17 (M, 4H), 3,79 (c, 3H), 3,61 (c, 3H), 3,45-3,40
(e, 2H), 2,94-2,85 (u, 2H), 2,29-2,04 (M, 2H), 2,29 (¢, 3B),
2,14 (c, 3H), 2,04 (¢, 6H): ESI-MS m/z: OGumucneno mna CqHygN;O,S:
784,2. 3uaiigeno (M+H"): 785,1

""’ HO. Me

' N~J-me
N v
0 oN

Cnoayka 3k (3 2Kk): *H AMP (300 MI'u, CDCly: & 7,78 (<,
i#), 6,55 (c, 1H), 6,45 (c, 1H), 6,04 (mm, 2H), 5,38 (ymup.nm,
14), 5,29 (ymp.c, 1H), 5,15 (=, 1H), 4,66 (M, 1H), 4,60
(ymwp.n, 1H), 4,55-4,51 (&, 1H), 4,40 (m, 1H), 4,34-4,29 (&,
2H), 4,25 (¢, 1H), 4,14 (a, 1H), 3,79 (c, 3H}, 3,43-3,39 (m,
2H), 3,09-3,05 (s, 1H), 2,96-2,90 (m, 3E), 2,70 (m, 1H), 2,34~
1,94 (wm, 4H), 2,34 (c, 3H), 2,30 (¢, 3H), 2,11 (c, 3H), 2,02 (c,
3H), 1,81-1,25 (M, 6H); '*C AMP (75 Mru, CDCly): & 171,5, 170,8,
168,7, 163,8, 148,8, 145,8, 142,8, 141,1, 140,3, 131,2, 128,9,
120,7, 120,3, 120,1, 118,3, 113,5, 102,0, 61,9, 61,2, 60,2,
59,8, 59,4, 59,4, 56,4, 55,1, 54,7, 51,3, 41,8, 41,4, 41,1,

34,5, 32,6, 27,8, 27,7, 25,0, 24,1, 20,7, 16,1, 9,6. ESI-MS m/z:
O6uncaeno ans CyHysNgO,0S,: 849,0. 3naitaeno (M+H"): 850,0.
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Crnonyka 31 (3 21): ‘H AMP (300 Mrm, CDCls): & 6,57 (c,
1H), 6,04 (mm, 2H), 5,90 (ymmp.n, 1H), 5,63 (ymmup.m, 1H), 5,02
(m, 1H), 4,60-4,55 (u, 2H), 4,27-4,17 (v, 4H), 3,76 (c, 3H),
3,47-3,39 (m, 2H), 2,90 (ymmp.m, 2H), 2,68-2,61 (m, 2H), 2,58-
2,02 (M, 4H), 2,32 (c, 3H), 2,29 (¢, 3B), 2,16 (c, 3H), 2,02 (c,
3H); C AMP (75 MPm, CDCls): & 176,4, 170,5, 170,2, 168,6, 148,1,
145,8, 143,1, 141,0, 140,3, 130,7, 129,2, 120,3, 120,0, 119,0,
118,0, 113,5, 113,3, 102,0, 61,3, 60,4, 60,3, 59,2, 58,9, 54,6,
54,4, 51,9, 41,8, 41,4, 32,3, 30,2, 29,6, 29,1, 28,3, 23,7,
20,5, 16,0, 9,6. ESI-MS m/z: O6uucneno ana C;sH3;gN4O,S: 722,2.
3malizeno (M+H"): 723,2.

N\ S
_" OMe
o "’“-D Me
Acoo 5
Me N~-{-Ms
N

Ay

Crnonyka 3m (3 2m): 'H AMP (300 MPu, CDCly): 8§ 6,45 (c,
1H), 6,02 (m, 2H), 5,67 (¢, 1H), 4,98 (m, 1H), 4,55 (ymp.m,
iH), 4,27-4,22 (w, 2H), 4,14 (m, 1B), 3,94 (mm, 1H), 3,78 (c,
3H), 3,65-3,38 (M, 3H), 2,96-2,79 (M, 2H), 2,44-2,02 (m, 7H),
2,34 (c, 3H), 2,20 (c, 3H), 2,16 (¢, 3H), 2,03 (c, 3H), 1,88-
1,82 (M, 1H): ESI-MS m/z: OG6uucaeno ans Cs33HigNgOgS: 650,2.
3uaiineso (M+H"): 651,3.

(o] ."'l HO.
AcO S

Crnonyka 3m (3 2n): 'H AMP (300 MIu, CDCl:): § 7,31-7,21
(M, SH), 6,37 (c, 1H), 6,02 (mn, 2H), 5,67 (¢, iH), 5,04 (&
1H), 4,52 (ymp.n, 1H), 4&,24-4,22 (M, 3H), 4,11 (mm, 1H), 3,73
{c, 3H), 3,62 (mm, 2H), 3,42-3,41 (M, 2H), 3,19-3,18 (M, 1H),
3,03-2,83 (%, 2H), 2,34-2,30 (M, 1H), 2,30 (¢, 3H), 2,18 (c,
3H), 2,05-2,02 (m, 1H), 2,02 (c, 3H), 1,93 (c, 3H); ¢ avp
(75 Mry, CDCls): & 172,7, 168,5, 147,7, 145,6, 142,39, 141,0,
140,4, 140,1, 130,6, 129,3, 128,2, 128,2, 126,8, 120,7, 118,2,
118,0, 113,8, 113,3, 101,9, 99,1, 61,5, 60,1, 59,6, 59,5, 59,2,
54,7, 51,3, 41,6, 41,5, 33,4, 23,8, 20,5, 15,3, 9,6. ESI-MS m/z:
OGuncneno mns Cy;gHyoN4OgS: 712,3. 3naiigeno (M+H"): 713,3.

Cnonyka 3p (3 7): ' AMP (300 MIu, CDCly): & 6,73
{(yaup.n, 1H), 6,51 (¢, 1H), 6,05 (mm, 2H), 5,03 (m, 1H}, 4,64
(nr, 1H), 4,55 (ymsp.n, 1H), 4,31 (c, 1H), 4,26 (mm, 1H), 4,21
(n, 1H), 4,17 (mm, 1H), 3,76 (c, 3H), 3,49-3,42 (», 2H), 2,99
{a, 1H), 2,90-2,88 (m, 2H), 2,47-1,97 (M, 3H), 2,32 (c, 3H),
2,29 (¢, 3H), 2,13 (c, 3H), 2,03 (¢, 3H), 0,97 (x, 3H), 0,79 (&,
3H); Yc AMP (75 MI'm, CDCl,): § 173,6, 170,4, 168,5, 147,6, 145,9,
143,1, 141,1, 140,5, 130,8, 129,0, 120,8, 120,6, 118,8, 118,0,
113,5, 113,3, 102,0, 61,5, 60,6, 60,2, 60,0, 59,6, 58,6, 54,7,
54,6, 51,9, 42,0, 41,5, 33,0, 31,6, 23,9, 20,4, 19,6, 16,8,
16,2, 9,6. ESI-MS m/z: OGuuciaeno mus CisHy3NsOgS: 721,3. 3unaiineno:
(M+H"): 722,2.
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Cnonyka 3s (3 9 3 Buxopucrtanmmsm 9 exs. TMSCI i Nal.

Peakuilo racaTh HacWYeHHWM posumHOM comi i NaCOs): 'H AaMp
(300 Mruy, CbpCls): & 7,74 (&, 1H), 6,55 (c, 1H), 6,05 (mm 2H),
5,61 (m, 1H), 5,02 (m, 1H), 4,68-4,64 (u, 1H), 4,57 (yuup.nm,
1H), 4,29 (¢, 1H), 4,27 (mm, 1H}, 4,20-4,16 (M, 2H), 4,04 (mm,
1), 3,79 {c, 3H), 3,52-3,43 (m, 3H), 2,91-2,89 (M, 2H), 2,49
{c, 3H), 2,29-2,02 (m, 3H), 2,29 (c, 3H), 2,16 (¢, 3H), 2,02 (c,

34), 1,33 (&, 3H), 1,07 (m, 3H), 0,97 (m, 3H); °C AMP (75 Mru,
cbcls): & 175,2, 170,2, 170,2, 168,5, 148,0, 145,9, 143,3, 141,1,
140,4, 130,4, 130,1, 120,4, 120,2, 118,5, 118,0, 113,5, 102,0,
61,5, 60,4, 60,3, 59,4, 58,8, 57,4, 54,7, 54,6, 51,8, 50,9,
42,0, 41,5, 32,7, 32,2, 23,8, 21,8, 20,5, 19,3, 18,0, 16,3, 9,6.
ESI-MS m/z: OGumcneno mas CioHysNgO,oS: 792,3. 3naiiaeno (M+H'): 793,3.

3 6,59
2H),

(e,
4,25

cDCls) ¢
6,04 (mm,
4,66-4,62
1H),
3,77 (2¢,
3H), 2,28-
2,02 (2c,
(2¢, 3H),
0,93 (&,

'R AaMp
6,28-6,22 (M,
1H), 5,01 (xm,
1H),
(n,
(M, 2H},

3t
6,53
5,60,

(300 MI'y,

1H),

1H),
4,28 (¢,
1H), 3,78,
2,46 (c,

2,16, 2,15 (2¢c, 3H), 2,03,
3H), 1,36, 1,32 (2m, 3H), 2,03, 2,02
(c, 1,36, 1,32 (2m, 3H), 1,05, 1,03 (2m, 3H),
¢ AMP (75 Mru, CDCla): & 171,9, 170,1, 169,7, 169,6, 168,5,
145,9, 143,2, 141,1, 140,4, 130,6, 129,8, 120,3, 120,2,
118,0, 113,4, 102,0, 61,4, 60,3, 60,3, 59,4, 58,8, 57,7,
54,6, 54,5, 5%,9, 48,9, 48,9, 42,0, 41,5, 32,6, 32,3,
32,2, 23,8, 23,1, 20,5, 19,2, 19,1, 19,1, 18,5, 17,7, 17,7,
16,2, 9,6. ESI-MS m/z: OGumciaeno ans Cq HsoNgO,S: 721,3. 3muaiineno
(M+H"): 835,3.

L

HzN

Cronyka
1H),
1H),

(3 2t):
1H),
(21,
4,50-4,43
2H),
2,90-2,87

(e,
5,58
1H) ,
a4,
2H),
(c, 3H),

(yanp . x,
5,89 (c,
1H), 4,57 (ymup.m,
{(a, 1H), 4,20-4,12
3H), 3,47-3,42
1,98 3H),

3H),
1,98
3H)
148,0,
118,7,
57,6,

(n,
4,09-4,04
(v,
(M, 2,28
1,98 (c,
3H),

(o

76418
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Cnonyka 8; maHy peakuilo racAth HaCHYCHHM DO3YHHOM
coni i NayCO;):
1H), 6,52 1H),

2H), 4,30 (¢, 1H),

3v (3
'H AMP (300 MIn, CDCly): & 6,70 (ymmp.n,
(mm, 2H), 5,03 (m, 1H), 4,58-4,53
4,25 (mm, 1H), 4,20-4,14 (m, 2H), 3,76 (c,
3H), 3,45-3,42 (M, 2H), 3,30 (am, 1H), 2,90-2,88 (M, 2H), 2,38-
2,00 (m, 2H), 2,30 (c, 3H), 2,29 (c, 3H), 2,14 3H), 2,03
3H), 1,25 (m, 3H); '°C AMP (75 MIu, CDCl;): § 175,0, 170,3, 168,4,
147,6, 145,9, 143,1, 141,1, 140,5, 130,8, 129,0, 120,9, 120,5,
118,7, 118,0, 113,5, 113,3, 102,0, 61,5, 60,2, 60,1, 59,6, 58,8,
54,8, 54,6, 52,1, 50,8, 41,9, 41,5, 32,7, 23,9, 21,6, 20,4,
16,1, 9,6. ESI-MS m/z: OGumucneno mis CisHyaNsOgS: 721,3. 3naiineno
(M+H"): 694,3.

(c, 6,04 (M,

(c, (e,

AcHN NH

3w (3 2w; JaHy peaklilo racitb HACHYEHHM PO3YHHOM

2 AMP (300 MPu, CDCly): 8 6,67, 6,55 (2c, 1H),
6,05 (mnm, 2H), 5,86, 5,79 (2c, 1H), 5,65, 5,54
5,03, 5,02 (2m, 1H), 4,60-4,17 (M, 7H), 3,79,
3,45-3,40 (M, 2H), 2,92-2,85 (ymmp.n, 2H), 2,46~
2H), 2,46, 2,40 (2c, 3H), 2,29, 2,28 (2c, 3H), 2,17,
3H), 2,02 (¢, 3H), 1,98, 1,95 (2¢, 3H), 1,45, 1,20
(21, 34); '>c AMP (75 Mru, CDCly): & 171,5, 170,1, 169,9, 169,1,
168,6, 148,2, 147,7, 145,9, 143,2, 141,1, 140,4, 130,9, 130,4,
130,0, 129,8, 20,8, 120,3, 118,8, 118,0, 113,6, 113,4, 102,0,
61,5, 61,4, 60,5 60,4, 59,3, 59,1, 58,7, 54,8, 54,6, 51,9,
51,7, 48,5, 42,1, 41,9, 41,5, 32,4, 32,3, 23,8, 23,2, 20,5,
19,9, 16,0, 15,8, 9,6, ESI-MS m/z: OGumciaeno ams CigHsNsOy(S:
735,3. 3uaitjeno (M+H"): 736,2.

Cnonyxka
coni):
6,30
(2ymmp. 7,
3,76 (2¢c,
1,95 (M,
2,15 (2¢,

(», 1H),
H),

38),

*H AP
6,53

(300 MI'n,
1H),

(e,

CDCls): & 7,77-7,68
(c, 6,05 (ymup.n, 1H),
1H), 5,74 1H), 5,58 (ymp.x,
5,38-5,20 2H), 5,00 (m, 1H), 4,60-4,55 (M, 4H), 4,33-
{, 6H), (c, 3B), 3,44-3,42 (m, 2H), 3,19-3,13 (M,
1H), 3,05-2,83 S5H), 2,38-2,02 (M, 2H), 2,38 3H), 2,24
(c, 3H), 2,13 (c, 3H), 2,03 (c, 3H); ESI-MS m/z: OGuucieHO aIs
Cs;Hs3NsO ;S50 987,3. 3naiizeno (M+H'): 988,1.

Cnonyka 3y (3 2y):
4H), 7,42-7,26 (M, 4H),

(mm, 2H), 5,96-5,87 (M,

(M,

6,04
1H),
4,08

(M,
3,73

(4, (cr
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Crnonyky 3z Takok OTpUMyioTs B peakuii 3 2y: 'K AMP
(300 M'u, CDCly): & 7,76 (m, 2H), 7,66 (am, 2H), 7,42-7,30 (M,
4H), 6,49 (c, 1H), 6,05 (mm, 2H), 5,67 {(ymmp.n, 1H), 5,02 (&,
1K), 4,59-4,54 (m, 2H), 4,30 (yump.c, 1H), 4,25-4,23 (nm, 1H),
4,19-4,09 (m, 3H), 3,71 (c, 3H), 3,68-3,43 (M, 2H), 3,33 (ma,
1H), 3,14-2,85 (M, 5H), 2,46 (am, 1H), 2,35-2,24 (M, 2H), 2,25
(c, 3H), 2,24 (c, 3H), 2,12 (c, 3H), 2,03 (c, 3H); ESI-MS m/z:

O6uncnero aast Cy3HagNsOgS,: 903,3. 3uaiiaeno (M+H"): 904,2.

Crnonyka 15 (3 11): 'H AMP (300 MIu, CDCl,): § 6,56 (c,
14), 6,03 (am, 2H), 5,74 (c, 1H), 5,04 (m, 2H), 4,54 (ymup.n,
1H), 4,26-4,23 (M, 2H), 4,20~4,14 (M, 2H), 4,02-3,96 (M, 1H),
3,78 (c, 3H), 3,42-3,39 (8, 2H), 2,93-2,90 (M, 2H), 2,31-2,03
(4, 2H), 2,31 (c, 3H), 2,29 (¢, 3H), 2,20 (c, 3H), 2,03 (c, 3H);
ESI-MS m/z: OGuucneno aus C;Hji3N;00S: 623,3. 3naiizeno (M+H'): 624,2.
HO,
o
Me. 4D
Q
Cnonyka  16* (3 12*): 'H AMP (300 MI'm, 45°C, CDCla): &
6,49 (c, 1H), 6,04 (mm, 2H), 5,67 (c, 1H), 4,94 (ymmp.x, 1H),
4,47 (c, 1H), 4,24-4,17 (m, 3H), 4,05 (m, 1H), 3,80 (c, 3H),
3,57-3,55 (m, 2H), 3,40-3,37 (M, 1H), 2,98-2,90 (», 1H), 2,73
(m, 1H), 2,51-2,47 (ymmp.m, 1H), 2,33 (c, 3H), 2,30 (c, 3H),

2,15 (¢, 3H), 2,02 (c, 3H), 1,66 {(mm, 1H); ESI-MS m/z: OGuuciaexo
ana Cy;HizN30,S: 623,2. 3naitaeno (M+H'): 624,3.

13a): 'H AMP (300 MPy, CDCly): & 6,50 (c,

5,67 {(c, 1H), 5,02-4,99 (¢, 2H), 4,56
1H), 4,25 (ma, 1H), 4,17 (m, 1H), 4,11
3,44-3,41 (m, 2H), 2,88-2,86 2H),
3H), 2,28 (¢, 3H), 2,16 (c, 3H),
¢ AMP (75 MIu, CDCls): 8 169,7,
145,7, 142,9, 141,1, 140,6, 130,9, 128,7,
118,1, 118,0, 113,5, 102,0, 71,6, 61,4, 60,2,
60,0, 59,9, 59,0, 54,7, 54,6, 41,6, 41,5, 31,5, 23,9, 20,5,
20,3, 15,8, 9,6. ESI-MS m/z: Ob6uncaeno aas CisHisN30,0S: 665,2.
3uaitneno (M+H'): 666,1.

Cnonyka 17a

6,04 (mm, 2H),
1H), 4,27
3,79

(3
1H),
(ymup.11,

(nm, 1H),
2,31-1,97
2,03

168,5,
121,2,

{c,
3H),
2,31

(c, M,
2H),
1,97

147,2,

(e,

fc, 3H);

(2,
(c, 3H),
167,0,
120,7,

76418
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Croayka 17b (3 13b): 'H AMP (300 MI'y, CDCls): § 6,46 (c,
1H), 6,05 (am, 2H), 5,68 (c, 1H), 5,09 (ymmp.T, 1H), 5,02 (m,
1H), 4,62 (ymup.n, 1H), 4,31 (c, 1H), 4,24 (mm, 1H), 4,19-4,14
4, 2H), 3,77 (c, 3H), 3,46-3,40 (M, 2H), 2,93-2,75 (M, 2H),
2,44-2,37 (mm, 1H), 2,32 (c, 3H), 2,26 (c, 3H), 2,16 (c, 3H),
2,10-2,04 (w, 1H), 2,04 (c, 3H); *C AMP (75 MI'u, CDCli): 8 168,6,
164,9, 147,0, 145,9, 142,9, 141,2, 140,7, 132,2, (CF3?), 130,6,
129,5, 125,1 (CF3?), 121,6, 120,5 (CF3?), 118,0, 117,3, 113,7,
113,3, 113,3 (cF3?), 102,1, 74,8, 61,4, 60,6, 60,1, 59,9, 58,9,
54,6, 41,7, 41,6, 31,0, 23,9, 20,4, 15,5 9,6. ESI-MS m/z:

O6uucneno aia C33H3F3N;00S: 719,2. 3naitgeno (M+H'): 720,2.

(c,
4,57
4,11
2H),
3H},
MI'y,

*H AMP (300 MI'u, CDCla): & 6,47
5,02~4,99 (M, 2H),
1H), 4,18 (m, 1H),
24), 2,87-2,85 (m,
{c, 3H), 2,15
3H); Yc AaMP (75
142,9, 141,1, 140,6,

13¢):
5,66 (c,
1H), 4,24

3,45-3,41

3H),
2H),

Cnonyka 17¢ (3
6,04 (mm, 2H),
(ymp.n, 1H), 4,28
(maz, 1H), 3,79 (c, 3H),
2,31-1,99 (M, 4H), 2,31 (c,
2,03 3H), 1,67-1,55 (wm,
cpcls): 8 172,3, 168,5, 167,0, 147,2, 145,8,
131,0, 128,8, 121,2, 120,8, 118,1, 118,1, 113,6, 113,1, 102,0,
71,4, 61,4, 60,2, 59,9, 59,9, 58,8, 54,8, 54,7, 41,6, 35,9,
31,7, 24,0, 20,4, 18,2, 15,8, 13,7, 9,6. ESI-MS m/z: QGuuCAEHO
s Cs33H3oN30,0S: 693,2. 3naiineno (M+H"): 694,2.

1H),
(nm,
(M
2,29
0,97

1H),
(e,

(c,

(c, (,

13e): 'H SMP (300 MIw, CDCly): & 6,47 (c,

5,66 (c, 1H), 5,02-4,98 (M, 2H), 4,56
1H), 4,24 (mm, 1H), 4,17 (&, 1H), 4,10
3,44-3,42 (M, 2H), 2,87-2,85 (n, 2H),
2,30-1,98 (u, 4H), 2,30 3H), 2,29 (¢, 3H), 2,15 3H),
2,03 (c, 3H), 1,61-1,57 2H), 1,31-1,23 8H), (v,
38); ¥¢ HMP.(75 MI's, CDCl,): & 172,6, 168,5, 167,0, 147,2, 145,8,
142,9, 40,6, 130,0, 128,7, 121,2, 120,8, 118,1, 118,1,
113,56, 12,0, 71,4, 61,4, 60,2, 59,9, 58,8, 54,8, 54,7,
41,6, 33,8, 31,7, 31,6, 29,1, 28,9, 24,7, 24,0, 22,6, 20,4,
15,8, 14,1, 9,6. ESI-MS m/z: O6uuciaeno mas C;oH47N3;0,,S: 749,3.
3naitneno (M+H'): 750,9.

Cnonyka 17¢ (3
6,03 (mm, 2R),
1H), 4,27

3,79 (c, 3H),

18),
(ymsp.n,
(mz, 1H),

(e,

{cr
0,89

{c,
(e, (2e,
141,1,
113,1,
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Crmoayka 17f (3 13f): 'H AMP (300 M, CDCly): § 6,48 (c,
14), 6,04 (mm, 2H), 5,66 (c, 1H), 5,02-4,98 (N, 2H), 4,57
{ymsep.n, 1H), 4,28 (¢, 1H), 4,25 (ma, 1H), 4,17 (@, 1H), 4,10
(mn, 1H), 3,79 (c, 3H), 3,44-3,40 (», 2H), 2,87-2,85 (%, 2H),
2,37-1,98 (, 4H), 2,31 (c, 3H), 2,29 (c, 3H), 2,15 (c, 3H),
2,03 (c, 3H), 1,62-1,55 (M, 2H), 1,35-1,26 (M, 24KH), 0,88 (7,
3H); *3C AMP (75 MPu, CDCly): 8 172,6, 168,6, 167,1, 147,2, 145,17,
142,8, 41,0, 140,6, 130,9, 128,7, 121,2, 120,7, 118,1, 117,9,
113,5, 13,1, 102,0, 71,4, 61,4, 60,3, 59,8, 58,8, 54,7, 54,6,
41,6, 33,8, 31,9, 31,6, 29,7, 29,5, 29,4, 29,3, 29,2, 24,6,
23,9, 22,7, 20,5, 15,9, 14,1, 9,6. ESI-MS m/z: QGuucneHo aas

C47H3N30,0S: 861,4. 3naiineno (M+H'): 862,2.

' AMP (300 MIm, CDCly): & 7,64 (x,
7,43-7,40 (4, 3H), 6,51 1H), 6,28
5,70 1H), 5,17 ‘(ymup.T, 1H), 5,04
4,30 (c, 1H), 4,26 (x, 1H), 4,20 (&,
3H), 3,45 (m, 1H), 3,42-3,39
(om, 1H), 2,31 (¢, 3H), 2,26 (c,
(M, 1H), 2,04 3H); ¢ ap
165,86, 145,8, 145,6,
130, 4, 128,8, 128,1,

Cnonyka 17h
7,55-7,52 (M, 2H),
1H), 6,05 (mm, 2H),
1H), 4,58 (ymmp.nm, 1H),
4,14 (mm, 1H), 3,79 (c,
1), 2,92-2,80 (M, 2H), 2,42
3H), 2,15 3H), 2,09-2,04
{75 MMy, CDCli): & 168,5, 167,0,
142,9, 141,1, 140,6, 134,5, 131,1,
121,1, 20,8, 118,1, 118,0, 117,4, 113,6, 113,1, 102,0, 71,9,
61,5, 60,3, 59,9, 58,7, 54,7, 54,7, 41,7, 41,6, 31,8, 24,0,
20,4, 15,9, 9,6. ESI-MS m/z: O6uucieno mis CqoHi9N30,0S: 753,2.
3naitaeno (M+H"): 754,7.

(3 13h):

1H), (e,
(n,
$:9

1H),

(e,

(2,

(e,
147, 2,
128,39,

(c,

CDCly): & 6,43

(m, 1H), 4,94-4,90
4,24 (a, 1H), 4,17-
3,45-3,39 2H),
(e, 2,94-2,78 2H), 2,50-2,42 1H), 2,31 (c,
2,29 3H), 2,17 (c, 3H), 2,08-2,03 1H), 2,03
C AMP (75 MI'u, CDCly): & 168,8, 166,9, 147,8, 146,1, 143,2,
140,8, 130,7, 129,4, 123,3, 120,5, 118,2, 118,0, 113,6,
113,3, 1102,3, 77,4, 61,4, 61,0, 60,5, 60,1, 59,6, 55,0, 54,8,
41,8, 41,7, 39,6, 33,0, 24,3, 20,6, 16,0, 9,8, ESI-MS m/z:
O6uncaeno ans C3,HisN;0p,S,: 701,2. 3nanaeno (M+H"): 724,6.

‘HoAaMp
1H),
(c,

(300 Mru,

5,00
1K),
(m, 1H),

1711 (3
(mm, 1H),
(yump . 1,
3,78 (c,

1311):
5,70
1H),
3H) ,

(M,

Cnonyka
1H), 6,04
1H), 4,59
(y, 2H),
3H),
(c,

(e,
4,28
3,46

{c,
(2,
4,11
3,10
3H),

(4,
(ra,
(22, (e,
3H) ;
141,4,

CDCls): 8
7H) ,

(M,

6,49
3,80

‘H AMp
1H),

(300 MI'u,
4,50-4,06 (M,
(v, 1H), 2,96-2,87 1H),
2,33 (c, 3H), 2,30 3H),
3H); ESI-MS m/z: ObuncieHo

18a*
(az, 2H),
(n, 1H),

14a*):
5,69 (c,
3,41-3,38
2,75 1H), 2,33-1,84 (M, 2H),
2,14 (c, 3H), 2,02 (c, 3H), 1,94
juis C33H3sN3040S: 665,2. 3naiigeno (M+HT): 666,7.

Mpuknag 8

Crnonyka

(3
1H),
3H),

(m,

6,04
3,53

(c,
(e,
(¢,

(e,

76418
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Cnoci6 H: o po3unHy 1ekB. 5 B CH3CN (0,05M)
B atMocdepi aproHy npu kKiMHaTHin Temnepartypi fo-
paTb amiH i 3ekB. AcOH, Yepes 40xB. popatoTb
1,5ekB. NaBH3CN i ogepxaHuii po3unH nepemillyoTb
npotsarom 40xB. [licna 3akiH4eHHA LbOro 4acy peak-
uinHy cymiw posbasnsatote CH,Cl,, HelTpanisyioTb
NaHCO; i ekctparytote CH2Cl,. OpraHiyHuin  wap
cywatb NapSO.. Pnew-xpomatorpadis Aae 4uCTi

Cnonyku.
HHN
0
AcQ®
Me.
o
o
Cnoayka 30 (3 BUKOPHCTAHHAM  HpoMiiamiHy): W oaMp
(300 MMy, CDCl3): & 6,51 (¢, 1H), 6,02 (mm, 28H), 5,71 (c, 1H),
5,01 {(m, 1H), 4,53 (ymmp.n, 1H), 4,24-4,19 (m, 3H), 4,10 (mn,
1H), 3,77 (c, 3H), 3,41-3,40 (s, 2H), 3,17-3,16 (M, 1H), 3,00-
2,82 (M, 2H), 2,46-1,97 (m, 4H), 2,29 (¢, 3H), 2,27 (c, 3H),
2,16 (c, 3H), 2,02 (c, 3H), 1,44-1,25 (n, 2H), 0,84 (T, 3H);
¥c aMp (75 MI'm, CDCl;): & 172,5, 168,6, 147,6, 145,5, 142,9,
140,8, 140,4, 130,6, 129,1, 120,8, 120,7, 1i8,2, 113,7, 113,2,
101,9, 61,4, 60,1, 60,0, 59,5, 59,0, S4,7, 54,6, 49,2, 41,5,
32,9, 23,8, 23,3, 20,6, 15,7, 11,7, 9,6. ESI-MS m/z: OGuucieHo

Jst C34HegN,05S: 664,3. 3uaitneno (M+H"): 665,3.

Mpuknag 9
Cnoci6 |: o po3unHy 1eks. 3b-i, 3k-1, 3q, 3-s, 3u-

v, 3x-y abo 15 B CH3CN/H,0O 3:2 (3,009M) popatoTb
30ekB. AgNOs. Yepes 24roa. peakuito racaTe CyMiLl-

wto 1:1 HacuyeHux posudmHiB coni i NaHCO3, nepemi-
wytoTb npotsarom 10xB., po3baBnsaloTL i ekcTparyoTb
CHCl,. OpranivyHui wap cywatb Na,SO,4. Xpomarto-
rpadvist fae uncTi cnonyku 4b-i, 4k-l, 4q, 4s, 4u-v, 4x-y
abo 19.

..
OMe

H N

Cnosyka 4b: t;=48,2 min [BEPX, Cumerpis 300 C18, 5 mxm, 250x4,6 my, A=285
HM, noTik=1,2 M/xs., Temn.=40°C, rpan.: CH;CNBonauit-NH4;OAc (10 MM), 1% DEA.
pH-3,0, 10%-60% (90')];
'H AMP (300 MIu, CDCls): 8 6,53 (c, 1H), 6,49 (yump.a, 1H), 6,02

(om, 2H), 5,69 (ymmp.n, 1H), 5,17 (a, 1H), 4,81 (c, 1H), 4,52-
4,46 (v, 3H), 4,16-4,10 (», 2H), 3,74 (c. 3H), 3,51-3,48 (.
14}, 3,25-3,20 (M, 1H), 2,83-2,80 (s, 2H), 2,45-2,40 (M, 1H),
2,29-2,02 (v, iH;, 2,29 12, 3H), 2,27 (c, 3H), 2,15 (c, 3HI,
2,02 (r, 3Hy; B¢ AvP (75 MM, CDC1y): 5 163,8, 168,6, 156,8,
147,4, 145.7, 142,9, 141,1, 40,9, 31,2, 129,7,

117,9, 14,9, 12,7, 101,9, 81,4, 62,0, 60,1,

56,9, 54,8, 52,3, 42,2, 41,3, 29,7, 23,8, 20,%,

. ESI-MS m/z: OGumcneno ansg Ci;H;3eF3N3040S: 721,3. 3Haiiaeso
(M-H,0+H"): 692,2.
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Cronyxa 1300 My, 5 6,3€ ZHy, 6,01
{ac, 2#), 5,70 (c, 1H), 5,57 (yump.n, 1H), 5,15 4, 1H), 4,77
(c 1H,), 4,61-4,57 (M, 1H), 4,50-4,42 (M, 2H), 4,15-4,07 (M,
2d), 3,77 (c, 3H), 3,49-3,47 (m, 1H), 3,23-3,15 (m, 1H), 2,85-
2,82 2H), 2,32-1,98 (m, 4H), 2,32 3H), 2,28 3H},
2,13 (c, 3H), 2,01 (c, 3H), 1,65-1,58 (m, 0,96 (T,
“c saMP (75 MPm, CDCly): & 171,8, 170,5, 147,9, 145,6,
141,0, 140,8, 131,6, 128,8, 121,0, 120,7, 118,9, 115,3, 101,8,
81,5, 61,6, 60,3, 57,8, 57,6, 56,0, 55,0, 51,9, 42,0, 41,3,
38,3, 32,6, 23,7, 20,5, 18,9, 16,1, 13,8, 9,6. ESI-MS m/2:
O6uucneno ana CygHgN3O,S: 683,2. 3naitneno (M-H,0+H"): 666,3.

de: womwp CDCLs): ‘G,

(e,
3H);
143,0,

(c,
2H),

(M,

4d: 'H AMP (300 Mru, CDCl;): & 6,56 (c, 1H), 6,02
(ymip.c, 1H), 5,55 (ymmp.m, 1H), 5,15 (@, 1H),
4,64-4,60 (v, 1H), 4,48-4,42 (a4, 2H), 4,17-4,12
(nm, 1H), 3,77 (¢, 3H), 3,53-3,48 (M, 1H), 3,27~
2,90~2,75 (M, 2H), 2,34-1,91 (w, S5H), 2,34 (c,
3H), 2,28 (¢, 3H), 2,14 (c, 3H), 2,01 (c, 3H), 0,98 (m, 3H),
0,93 (m, 3H); ESI-MS m/z: OGuucieno ans CysHqa3N30,0S: 697,3.
3uaiizeno (M+H"): 680,0. 3.

Cnonyka
2d), 5,72
(c, 1H),

1H), 4,09
(v, 1H),

(o,
4,78
(M,

3,20

de:
2H), 5,70 (c,
4,61-4,55
(um, 1H),

1H),
4,77

6,02

Crnonyka

‘H AMP (300 Mru, CDCla): 8 6,56 (c,
1H), 5,55 (ymwp.m, 1H), 5,15 (g, 1H),
1H), 4,50-4,42 2H), 4,17-4,14

(c, 3H), 3,51-3,48 (u, 1H), 3,26-3,19
1H), 2,86-2,79 2H), 2,32-1,98 (M, 4H), 2,32 3H), 2,28
(c, 3H), 2,15 (¢, 3H), 2,01 (c, 3H), 1,65-1,58 (m, 2H), 1,37-
1,22 (4, 8H), 0,89 (r, 3H); ESI-MS m/z: OGuncreno mna CisHygN;OiS:
739,3. 3uaitaeno (M-H,0+H"): 722,3.

3\ (CHZ}14CH3

OMe

(¢,
14),

(M,

(x,
1H),
4,08

(2,

3,77

(»e, (24,

(b1, (c,

H,
..," "0
S

4f:

'H SAMP (300 MI'u, CDCli): & 6,56 (c, 1H), 6102
1H), 5,57-5,63 (ymmp.m, 1H), 5,14 (&, 1H),
(mnzx, 1H), 4,47-4,43 2H), 4,18-4,13 (x,
3,77 (c, 3H), 3,50-3,46 (y, 1H), 3,25-3,19
1H), 2,88-2,82 (w, 1H), 2,32-1,95 (m, 4H), 2,32 3H),
2,28 (c, 3H), 2,15 (¢, 3H), 2,01 3H), 1,40-1,20 26H) ,
0,88 3H); ESI-MS m/z: OGumucaeno st CysHgsN;0S: 851,4.
3naiineno (M-H,0+H"): 834,5.

Cronyka
2H), 5,70
(¢, 1H), 4,58
4,08 (nn, 1H),

(nx, (c,
4,77
1H),

(2,

(n,

(e,
(c, (22,

(m,

76418

68

on

4q: 'H AMP (300 MIu, CDCls): § 7,70-7,67 (n, 2H),
3H), 6,49 1¥), 6,42 (m, 1H), 6,03 (mz, 2H),
5,20 (m, 1H), 4,82 (c, 1H), 4,73 (ax, 1H), 4,52-
4,16-4,10 (v, 2H), 3,61 3H), 3,52 (ywmp.a
1H), 2,90-2,85 (M, 2H), 2,62-2,56 1H),
2,28 3H), 2,13 (c, 3H), 2,03 (c, 3H),
(75 Mru, CDCli): & 170,4, 168,5, 166,4,
142,9, 141,1, 140,9, 134,4, 131,5, 129,3, 128,6,
125,1, 121,2, 120,5, 115,1, 112,6, 101,8, 81,5, 61,6,
60,1, 57,9, 56,0, 55,0, 53,3, 42,1, 41,3, 32,7, 23,9, 20,4,
15,6, 9,6. ESI-MS m/z: OGuucneno mas C3;HigN;0,0S: 717,3. 3uaiizeno
(M-H,0+H"): 699,9.

Cnonyka
7,56-7,45
5,66
4,45 (M, 2H),
18), 3,27-3,22
2,28-1,92
1,92
147, 6,
127,0,

(M, (c,

(c, 1H),
(c.
(M, (M,
1H),

¢ amp

(b4,
(c, 3H);
145,17,

{c,

8 7,60 (&,
6,25

(3,

'H AMP (300 MMu, CDCls): 1x),
7,55-7,51 (v, 2RH), 7,44-7,38 (M, 3H), 6,65 (c, 1H), (m,
1H), 6,02 (mm, 2H), 5,80 (m, 1H), 5,71 (¢, 1H), 5,18 1H),
4,79 (¢, 1H), 4,69 (mmm, 1H), 4,49-4,43 (n, 2H), 4,16-4,09 (M,
2H), 3,68 3H), 3,51-3,49 1H), 3,26-3,20 1H), 2,89~
2,86 (n 2,52-2,47 1H), 2,29-2,03 (M, 1H), 2,29 (c,
3B), 2,27 3H), 2,17 3H), 2,03 (c, 3H); '%c AMP (75 MIu,
CcDCly): & 170,4, 168,5, 147,9, 145,6, 143,0, 141,8, 141,5,
141,0, 140,8, 134,8, 131,6, 129,7, 129,0, 128,8, 127,9, 12,0,
120,5, 120,1, 118,7, 115,2, 112,7, 101,8, 81,6, 61,7, 60,2,
51,7, %1,6, 56,0, 54,9, 52,7, 42,0, 41,3, 32,5, 23,7, 20,5,
16,3, 9,6. ESI-MS m/z: OG6uucieno ans C;oHsN;0,0S: 743,2. 3naiineno
(M-H,0+H"): 726,3.

Cronyka 4h:

(e, (2, (v,
2H),

(c,

(2,
(c,
164,5,

= CFy
o\-o OH

Cnoayka 4i: M AMP (300 Mrm, CDCly): & 7,83 (c, 1H),
7,65-7,51 (m, 4H), 6,65 (c, 1H), 6,29 (m, 1H), 6,03 (mm, 2H),
5,81 (m, 1H), 5,71 (¢, 1H), 5,18 (m, 1H), 4,79 (c, 1H), 4,71~
4,67 (M, 1H), 4,49-4,47 (M, 2H), 4,16-4,09 (M, 2H), 3,70 (c,
3H), 3,51-3,49 (M, 1H), 3,23-3,20 (m, 1H), 2,88-2,86 (M, 2H),
2,47-2,33 (%, 1H), 2,30-2,02 (M, 1H), 2,30 (c, 3H), 2,28 (c,
3H), 2,16 (c, 3H), 2,02 (¢, 3H); ESI-MS m/z: OGuucieHo A1

CuoHagN3F3010S: 811,2. 3naiineno (M-H,0+H'): 794,2.



Cnonyka d4k: *H AMP (300 MTw, CDCls): & 8,32 (vup.n, 1H),
6,56 (c, 1H), 6,54 (c, 1H), 6,01 (mn, 2H), 5,48 (ymp.x, 1H),
5,14 (m, 1H), 4,75 (c, 1H), 4,68-4,63 (M, 1H), 4,55-4,45 (M,
34), 4,33 (am, 1H), 4,22 (ymmp.n, 1H), 4,05 (mm, 1H), 3,80 (c,
3H), 3,53-3,45 (w4, 1H), 3,22-3,13 (n, 1H), 3,10-3,02 (x4 1H),
2,94-2,84 (M, 3H), 2,66 (n, 1H), 2,34~1,91 (M, 4H), 2,34 (¢,
3H), 2,30 (¢, 3H), 2,10 (ymmp.c, 3H), 2,01 (ymp.c, 3H), 1,75-
1,22 (M, 6H); '°C AMP (75 MPu, CDCly): § 171,0, 170,4, 163,7,
148,9, 145,5, 142,7, 141,1, 140,5, 131,8, 128,8, 122,2, 120,3,
i12,6, 101,7, 82,0, 62,1, 60,1, 59,7, 57,2, 56,4, 55,7, 55,3,
51,2, 41,9, 41,2, 41,1, 34,3, 32,9, 27,8, 27,5, 24,8, 23,9,
20,7, 16,2, 9,6. ESI-MS M/Z: OGuucaeno ans CqoHsgNsO;;Sy: 840,0.
3uaitaeno (M-H,0+H"): 822,3.

Cmonyka 41: ‘H AMP (300 MPu CDCls): & 6,58 (c, 1H), 6,02
(am, 2H), 5,82-5,72 (yamp.m, 2H), 5,15 (m, 1H), 4,79 (ymmp.c,
1K), 4,57-4,45 (m, 3H), 4,22-4,15 (ymsp.n, 1H), 4,11 (mm, 1H),
3,78 (e, 3H), 3,59-3,49 (ymmp.n, 1H), 3,30-3,23 (ymsp.n, 1H),
2,91-2,83 (M, 2H), 2,68-2,45 (M, 4H), 2,35-2,02 (M, 2H), 2,32
(¢, 3H), 2,29 (¢, 3H), 2,17 (c, 3H), 2,01 (c, 3H); ESI-MS m/z:
OGuucneno ang Cy4H3oN;0,,S8: 713,2. 3naitneso (M-H,0+H"): 696,2.

(o]
: pt OMe
o™} Me
AcO [
Me O,

Cnonyka 4q: e 4dq: 4 aMP (300 Mru, CDCl;): & 6,55 (c, 1H), 6,07
(m, 1H), 6,02 (m, 2H), 5,75 (c, 1H), 5,64 (m, 1H), 5,15 (m, 1H),
4,78 (c, 1H), 4,67-4,62 (M, 1H), 4,50-4,45 (m, 2H), 4,14-4,09
{w, 3H), 3,80 (c, 3H), 3,51-3,47 (m, 1H), 3,25-3,20 (u, 1H),
2,85-2,82 (m, 2H), 2,50 (¢, 3H), 2,29-1,98 (M, 3H), 2,29 (c,
3H4), 2,13 (¢, 3H), 2,02 (c, 3H), 1,98 (¢, 3H), 1,06 (m, 3H),
0,97 (m, 3H); ESI-MS O6uncneno ana C;;HN4O,,S: 754,3. 754,3.

3natizeno (M-H,O0+H"): 737,3.

4s ESI-MS OGuncieno ans CigHioNsOpS: 783,3. '83,3.

Crnonyka  4s:
3uaiineno (M7): 766,3. 35

4u: @ 4u: ESI-MSOGuucineno ana CerHssNs012S: 914,0. 14,0.

Crnonyka
3yaitaeno (M-H,0+H'"): 897,0. 0.

0

H;NMNR
ms
Oxf’ | HO Me
AcO S

N
% Bn

Cnoayka 4v: e 4v: 'HE AMP (300 My, CDCla): § 6,70 (ymp.n, 1H),

6,54 (c, 1H), 6,02 (&, 2H), 5,16 (m, 1H), 4,79 (c, 1H), 4,55~

4,48 (M, 3H), 4,15-4,07 (% 2H), 3,77 (¢, 3H), 3,52-3,49 (m,

1H), 3,32-3,21 (m, 2H), 2,85-2,80 (s, 2H), 2,31-2,02 (m, 2H),

2,31 (c, 3H), 2,29 (c, 3H), 2,12 (c, 3H), 2,02 (c, 3H), 1,26 (&,

3H); ESI-MS OGuucneo ans C;33;HeN4O,0S: 684,2. 3maitneno
(M-H,0+H"): 667,2.57,2.

N’J m}-(zn

o ""‘ HO.

Cnonyka 4x: e 4x: ESI-MS O6uucneHo pns
C42H45N401132 814,9. 14,9. 3Hal7l,lJ,eH0 (M-H20+H+)Z
797,9. 9.

Fms 0

Cnonyka 4y: ‘e 4y: 'H sMP (300 MPm, CDCls): & 7,77-7,67 (a4, &H),
7,42-7,28 (w, 4H), 6,55 (c, 1H), 6,18-6,06 (ymsp.n, 1H), 6,02
(nm, 2H), 6,03-5,86 (M, 1H), 5,70 (ymmp.c, 1H), 5,58 (ymup.nm,
1H), 5,35-5,20 (s, 2W), 5,15 (@, 1H), 4,79 (c, 1H), 4,60-4,55
(e, 3H), 4,46 (n, 1H), 4,20-4,11 (v, 48), 3,73 (c, 3H), 3,49-
3,47 (a, 1H), 3,21-3,15 (%, 2H), 3,06-2,70 (M, 6H), 2,38-2,11
{»¢, 2H), 2,38 (c, 3H), 2,24 (c, 3H), 2,11 {(c, 3H), 2,02 (c, 3H):
Y’ AMP (75 Mu, CDCly): & 169,8, 168,9, 147,8, 145,8, 145,7,
143,0, 141,0, 140,8, 132,5, 131,4, 127,5, 127,1, 127,0, 125,0,
125,06, 10,6, 119,8, 117,9, 115,1, 101,38, $%1,4, 65,8, 61,6,
60,3, 57,8, 55,9, 55,0, 54.4, 52,4, 47,0, 42,1, 41,3, 37,2,
36,5, 33,3, 23,6, 20,4, 16,1, 9,6. ESI-MS OGuucieno gas (0 1IN
4N4O,S: 978,3. 3uaiigeno (M-H,0+H"): 961,3. 3.

CsHs4N401,S: 978,3. 3uaitneno (M-H,0+H"): 961,3. 3.



Cnonyka 19: te 19: *H AMP (300 My, CDCly): & 6,58 (c, 1H}, 6,01
{ma, 24}, 5,71 (¢, 1H#}, 5,16 {a, 1R), 4,76 (c, 1H), 4,47-4,4
(¢, 2H), 4,15-4,11 (m, 1H), (mn, 1H}, 4,01-3,96 {(m, 1iH),
3,78 {c, 3H), 3,49-3,45 (u, 3,21-3,17 (%, 1H), 2,88-2,83
(e, 2d), 2,35-2,02 (w, 2E}, 2,31 (c, 3H), 2,29 (c, 3H), 2,17 (c,
3}, 2,02 (c, 3H); ESI-MSOQO6umcaeno ans C;oH;sN,04,S: 614,2. 14,2.
3naiizeno (M-H,0+H"): 597,1. 1.
Mpuknag 10

Cnoci6 J: o po3uuny 1eks. 3a, 3n-p, 3r, 3t, 173,
17cc, 17e-f, 17h, 1711 abo 18a* B TIPd/H20 4:1
(0,03M) pogatotb 5ekB. CuBr. Yepes 24rop. peakuin-
Hy cymiw posbasnsioTe CH,Cl;, npommBaoTe Hacu-
yeHnMmn posdnHamm NaHCOs i coni, i ogepxaHun
opraHiyHun wap cywatb Na;SO4. XpomaTorpadis
Aae Jncti cnonyku 4a, 4n-p, 4r, 4t, 21 a, 21c, 21e-f,
21 h, 211l abo 22a*.

H_ NHAc

.,,,l 5

OMe
o
Ac)

Me

Q

S My,

4a:
A=285 um,

CH)CNsorHui-NHQAC (10mM),
8

Cnoayka tz=24,6 xs. BEPX Cuwmerpiz 300 C18,
Tenn.=40°C,
10%-60% {90")}1;
5,79 (yuup.c,
4,56
3,77

3,

250x4,6 e, rpaa. :

g amp

notik 1,2 ma/xs
1% DEA, pH=3,0,
6,02
iH),
14),
iM,

2,28

2H),
{c, 1H),
4,09 (am, 1H},
2,91-2,76

2,14

CDCl3) = (zm,

4,77 (ams,
(c,

2R),

3H),

1H), (2,

{c,

(c, 3H),
2,01
168,8,

120,9,

(c, 3m),
168, 5,
120, 6,

1,89
148,0,

Yo oap
143,0,

(e, 3H);
145, 6,

(75 M, CDCl;): &
141,0, 140,7, 131,5,
118,9, 115,2, 112,7, 101,8, 81,5, 61,6, 60,2,
57,1, 57,4, 55,9, 55,0, 52,1, 52,0, 41,3, 32,4, 23,6, 22,9,
20,5, 16,1, 9,5. ESI-MS m/z: OGyucieno aas Ci;H37N30,0S: 655,2.
3naiizeno (M-H,0+H"): 638,1.

170,4,
128,8,

4n: 'H AMP (300 MI'y, CDCls): & 7,29-7,21 (m, S5H),
5,99 2H), 5,66 (c, 18), 5,16 (m, 1H), 4,74
(xz, 4,44 (ymuwp.n, 1H), 4,12 (a, 1H), 4,03
{c, 3,64 (mm, 2H), 3,48-3,47 (u, 1H), 3,21~
2,95 1H), 2,84-2,75 1H), 2,35-2,30
3H), {c, 3H), 2,07-2,01 (n, 1H), 2,01

Cnonyxka

1H),
4,52
3,73
2H),
(e,
38), 1,93 (c, 3H); °C AMP (75 M, CDCly): § 172,6, 168,6, 147,6,

6,39
(e,

(na,
3,17
1H),

(xzm,
1H),
3H),

lm,

2,16

(cr
1H),
1H),
(x4,
2,30

(2, {4,

(e,

128,8,
81,8,
41,3,

130,8, 129,1,
112,4, 101,7,
51,4, 41,8,

OGuucneno a1s

142,8,
126,8,

140,8, 140,2, 131,3,
120,9, 117,9, 115,6,
60,9, 60,1, 59,5, 57,8, 57,6, 56,1, 54,9,
33,3, 23,6, 20,6, 15,2, '9,6. ESI-MS
C37H4;N300S: 703,3. 3uaitneno (M-H,0+H"): 686,7.

145, 4,
128,2,

140,39,
121,4,

m/z:

76418
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Cnonyka 40: ‘H AMP (300 MI'u, CDCls;): & 6,53 (c, 1H), 6,00
(nm, 2H), 5,69 (ymmp.n, 1H), 5,14 (m, 1H), 4,74 (c, 1H), 4,44~
4,49 (v, 2H), 4,13 (ymup.m, 1H), 4,04 (mx, 1H), 3,78 (c, 3H),
3,49-3,47 (w, 1H), 3,22-3,16 (M, 2H), 2,96~2,75 (M, 2H), 2,51~
2,02 (v, 44), 2,29 (c, 3H), 2,28 (c, 3H), 2,15. (¢, 3H), 2,02 (c,
3H), 1,42-1,25 (m, 2H), 0,86 (v, 3H); ESI-MS m/z: OGUHCIeHO aid

C33H41N30,S: 655,3. 3naitneno (M-H,0+H"): 638,3.

Crionyka  4p: 'H AMP (300 MI'm, CDCla): & 6,67 (ymmp.m, 1H),
6,52 (¢, 1H), 6,02 (mm, 2H), 5,67 (ymp.n, 1H), 5,16 (m, 1H),
4,80 (c, 1H), 4,63-4,60 (M, 1H), 4,49 (m, 1H), 4,45 (ymp.n,
1H), 4,16 (m, 1H), 4,08 (mm, 1H), 3,77 (c, 3H), 3,52-3,9 (M,
1H), 3,25-3,20 (w, 1H), 3,00 (m, 1H), 2,85-2,82 (v, 2H), 2,32-
2,02 (M, 3H), 2,32 (c, 3H), 2,29 (c, 3H), 2,11 (c, 3H), 2,02 (c,
3H), 0,99 (m, 3H), 0,81 (m, 3H); ESI-MS m/z: OOGuucieno ans

C3sH4aN4O(S: 712,3. 3uaitgeno (M-H,O0+H™): 695,2.

Cnonyka 4r: ‘'H AMP (300 MCu, CDCly): & 7,59 (m, 1H),
7,49-7,46 (M, 2H), 7,36-7,34 (», 3H), 6,58 (c, 1H), 6,42 (&,
1H), 6,34 (m, 1H), 6,01 (mm, 2H), 5,79 (c, 1H), 5,69 (m, 1H),
5,15 (a, 1H), 4,78 (c, 1H}, 4,70-4,65 (», 1H), 4,50-4,47 (M,
24), 4,28 (mm, 1H), 4,15 (m, 1H), 4,10 (amm, 1H), 3,81 (c, 3H),
3,49 (m, 1H), 3,25-3,22 (M, 1H), 2,85-2,83 (M, 2H), 2,57 (c,
3H), 2,28-2,14 (m, 3H), 2,28 (c, 3H), 2,14 (c, 3H), 2,01 (c,
3H), 1,10 (m, 3H), 1,01 (&, 3H); *°C AMP (75 MI'y, CDCly): & 170,1,
170,0, 168,6, 165,2, 148,0, 145,7, 143,2, 141,12, 140,84, 134,8,
131,2, 129,9, 129,6, 128,8, 127,8, 120,8, 120,7, 120,6, 118,4,
11s,3, 112,7, 101,8, 61,5, 61,7, 60,4, 57,8, 57,7, 57,5, 56,0,
$s,0, 52,0, 42,2, 41,3, 32,7, 32,6, 23,7, 20,5, 19,2, 18,0,
16,4, 9,6. ESI-MS m/z: OGuucaeno mns CaHsoN,Op,S: 8423, 3naiineno

(M-H,0+H"): 825,3.
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4t: ‘H AMP (300 MI'y, CDClz): 8 6,54 (o, 1H), 6,49
iH), 6,07-5,96 (m, 2H), 5,78 (c, 1H),
(z, 1H), 4,81, 4,78 (2c, 1H), 4,64-4,60
6H), 3,78, 3,75 (2c, 3H), 3,65-3,45
2,90-2,66 (M, 2H), 2,48 (c, 3H), 2,28-
(c, 3H), 2,16, 2,13 (2¢, 3H), 2,01 (c, 3H),
1,34 (2m, 34), 1,08-1,03 (s, 3H), 0,96-0,93
(75 My, CDCls): & 171,8, 170,1, 169,6, 169,5,
147,9, 145,7, 143,1, 141,0, 140,8, 131,3, 129,6,
118,5, 115,2, 112,6, 101,8, 81,4, 61,6, 60,4,
57,6, 57,5, 55,9, 54,9, 51,9, 48,9, 48,9, 42,2,
41,3, 32,5, 32,3, 23,6, 23,2, 20,5, 19,2, 19,1, 18,6, 17,7,
17,6, 16,3, 9,6. ESI-MS m/z: OG6uncneno aas C4Hs N;O,;,S: 825,3.
3naitneno (M-H,0+H"): 808,3.

H_OAc

Cnonyka
14), 6,21-6,16
(yump.n, 1H),
1H), 4,53-4,08
3,33-3,22
3H), 2,28
1,99 (c, 3H#), 1,37,
3H); YC AMp
168,7,
120, 4,
52,7,

(2,
5,14
(r,

1H},

(n,
5,63
(v,
1H),
1,99

(n,
(M,

(ny

(M,
169,5,
120,7,
60,3,

OMa

O.
AcO

g oA
1H),
2H),

(v,

(300 My,
5,13 (z,
4,15-4,12
1H),

CDClzi: & 6,52
1H), 5,00
(M, lH),
3,22-3,17 (M,

1H),
1H), 4,76
(om, 1H),
2,82-2,79

2,15

Cnonyka 21a: (c,
2H), 5,64
4,48-4,45 (M,
(¢, 3H), 3,50-3,47
(M, 2H), 2,30-1,98 (M, 2K), 2,30 (c, 3H), 2,29 (c,
34), 2,02 (c, 3H), 1,98 (c, 3H); ESI-MS m/z:
C3;H36N;0,S: 656,2. 3naiineno (M-H,0+H"): 639,2.

6,01
(c,
3,79

{an,
1H),

{c, (T,

4,02

1H),
3H), {c,

OGuucnaeHo s

1H},
4,77
1H),
2,85~
3H),

(300 MI'm, -CDCly): & 6,45 (c,
1H), 5,13 (m, 1H), 5,03 1H),
2H), 4,14 (ymup.nm, 1H), 4,02 (&g,
3,79 (c, 3H), 3,51-3,49 (ymmp.m, 1H), 3,21-3,12 (m, 1H),
2,75 2H), 2,31-2,02 (M, 4H), 2,31 (c, 3H), 2,29
2,13 (¢, 3H), 2,02 (c, 3H), 1,66-1,56 (M, 2H), 0,97 (=,
¢ AMP (75 MIu, CDCli): & 172,4, 168,6, 166,9, 147,1,
142,8, 141,1, 131,8, 128,6, 125,1, 121,4, 115,4, 101,8, 81,5,
71,6, 61,2, 60,2, 58,2, 57,9, 56,1, 55,0, 41,8, 41,4, 36,0,
31,6, 23,9, 20,4, 18,3, 15,8, 13,7, 9,6. ESI-MS m/z: O6uucicHO
s C34HegN,0,,S: 684,2. 3uaitneno (M-H,0+H"): 667,2.

Cronyka  2lc: ‘H AMP
6,01 (mm, 2H), 5,63 (c,

(¢, 1H), 4,50-4,48

(z,

(M,

(c,
3H);
145,68,

(n,

‘Hoaup

1H),
2H),
(a, 1H),
4H), 2,30
1,62-1,54
(75 M, CDCl3): & 172,6,
141,1, 141,0, 131,7, 128,6,
81,5, 71,5, 61,2, 60,2, 58,1, 57,9, 56,1, S5,0,
41,8, 41,4, 33,9, 31,7, 31,6, 29,1, 28,9, 24,7, 23,9, 22,6,
20,4, 15,8, 14,1, 9,6. ESI-MS m/z: OG6uncneno ans CigHygN,0p,S:
740,3. 3uaiineno (M-H,0+H"): 723,2.

21e:
5,63

CDCly): & 6,49
1K), 5,02
1H), 4,02
(M, 1H),
2,29 (c,
1,32-1,25
168, 6,
121,4,

Cnonyka
2K},
4,47-4,46
3,50-3,49
2,30~2,02
2,02
3H);

(300 Mru,
5,13 (m,
4,13 (nm,
3,21-3,19
3H),
2H),

iH),
4,76
3,79
(3,
{c,
0,90
147,1,
115,4,

(e,
1H),
(mm, 1E),
2,81-2,78
3H), 2,13
(M, 8H),
166,9,
117,9,

6,01

(c,

{mn,
14),
3H),

(c, (7,
(24,
(e,

2H),

3H),

(M,
3H),
B¢ amp
142,8,
101,8,

(e,
(c, (r,
{m,
145,5,

112,3,

76418
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Cnonyka 21f: 'H sMP (300 Mrm, CDCLy): & 6,50 (c, 1K),
6,01 {(ma, 2H), 5,63 (¢, 1H), 5,13 (@, 1H), 5,02 (7, 1H), 4,77
(ymep.c, 1H), 4,50-4,48 (M, 2H), 4,16-4,12 (m, 1H), 4,02 {(mm,
1H), 3,79 (c, 3H), 3,51-3,49 (M, 1H), 3,22-3,19 (m, 1H), 2,82-
2,77 (%, 2H), 2,37-2,02 (s, 7H), 2,30 (c, 3H), 2,29 (c, 3H),
2,02 (c, 3#), 1,65-1,59 (v, 2H), 1,40-1,16 (», 24H), 0,88 (=,

3H}; ESI-MS m/z: :
(M-H,O+H"): 835,4.

O6Guucneno ana  CysHegN;0,0S:  854,4  3uaiineno

‘H oaMp

21h:

2H),
2H),

4,50-4,49 (m,

8 7,64
1H),
2H),
1H),
2H),
3H),

(7, 1K),
6,30
4,79
3,79 (¢,
2,45-
2,13-
168,6,
134,6,

(300 MIm, CDClj):
3H), 6,54 (c,
5,19-5,16 (M,
1H), 4,05 (am,
1H), 2,89-2,76
(c, 3H), 2,13
(75 MIu, CDCls3): &
145,5, 145,4, 142,8, 141,1, 141,0,
128,1, 121,3, 117,6, 115,4, 112,3, 101,8,
81,5, 72,0, 61,2, 60,3, 58,2, 57,9, 56,1, 55,0, 41,9, 41,4,
31,8, 23,9, 20,4, 15,9, 9,6. ESI-MS m/z: OG6Guuciedo s
C39H4oN,0,,S: 744,2. 3naitneno (M-H,0+H"): 727,2.

Cnoayka
7,55-7,52
1H), 6,02
1H),
3H),
2,41
2,03
166,9,
131,9,

6.9
(c,

(re,

(na,

7,42-7,40
5,65 (c,
2H), 4,15
3,22-3,19
3H),
{c, 3H);

(2,
1H),
(z,
(a,
2,26

3,51
(34,

1H),
2,31
2,03
147,1,
128,9,

(z,
1H),
(M, 1H),

165,7,

130,3,

(M,
(c, (c,

e aMp

n [PS0CHs
/ OMe
Ox¢’ ™| HO, Me
AO\ §
Q.
N-j-Me
Q z
-0 OH
Cnoayka 2111:  *H AMP (300 Mru, CDCli): & 6,45 (c, 1H),
6,01 (mm, 2H), 5,68 (c, 1H), 5,12 (m, 1H), 4,92 (=, 1H), 4,78
(c, 1H), 4,53-4,42 (%, 2H), 4,15-4,03 (m, 2H), 3,78 (c, 3H),
3,31-3,48 (w, 1H), 3,24-3,20 (v, 1H), 3,10 (c, 3H), 2,83-2,78
(», 2H), 2,50-2,42 (m, 1H), 2,31 (¢, 3H), 2,30 (c, 3H), 2,17 (c,
3H), 2,08-2,03 (», 1H), 2,03 (c, 3H); ESI-MS m/z: OGuucieHo ans
C;;H36N30,,8;: 692,2. 3naiigeno (M-H,0+H"): 675,2.
A0, H
""‘HO Me
AOY §
N-}-Me
8
Cuonyka  22a*: ‘H AMP (300 Mru, CDCls): 8 6,50 (c, 1H),
6,02 (mn, 2H), 5,67 (c, 1H), 4,73 (yump.n, 1H), 4,71 (c, 1H),
4,48-4,38 (M, 4H), 4,12-4,10 (M, 1H), 3,80 (c, 3H), 3,61-3,59
(», 1H}, 3,22-3,18 (M, 1H), 2,89-2,80 (M, 1H), 2,70 (m, 1H),
2,33-1,86 (m, 2H), 2,33 (c, 3H), 2,30 (c, 3H), 2,12 (c, 3H),
2,01 {¢, 3H), 1,94 (c, 3H); ESI-MS m/z: OGumucaeno ans CiaHiN,Oy,S:

656,2. 3naiigeso (M-H,0+H"): 639,2.
Mpuknag 11
Cnoci6 K: PosunH 7 B CH2C12/H20/TFA 2:1:4
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(0,013M) nepemiwytoTb npotsarom 15xB. Npu KiMHaT-
Hin TemnepaTypi. MoTiM peakuinHy cymiw po3baens-
toTb CH2C12, HeWTpaniayloTb HAaCUYEHNM PO3YMHOM
NaHCO3 i Na2CO3 i ekctparytots CH2C12. OpraHiu-
HUA wap cywatb Na2SO04. dnew-xpomaTorpadis
(CH2C12/Me0H) pae uncty cnonyky 2p.

Cmonyka 2p: 'H AMP (300 MCm, CDCly): & 6,93 (ymp.nm, 1H),
6,72 (c, 1H), 6,05 {(mm, 2H), 5,15 (am, 2H}, 5,03 (m, 1H), 4,66-
4,63 (M, 1H), 4,54 (ymmp.o, 1H), 4,35 (m, .1H), 4,32 (¢, 1H),
4,23 (m, 1B), 4,17 (am, 1H), 3,75 (c, 3H), 3,56 (c, 3KE), 3,49-
3,42 (M, 2H), 3,04 (m, 1H), 2,93-2,90 (M, 2H), 2,28-2,03 (m,
3H), 2,28 (c, 6H), 2,14 {(c, 3H), 2,03 (c, 3H), 0,97 (&, 3K},
9,77 (m, 3H); ESI-MS m/z: OG6umncneno aas C;zHy7NsO,,S: 765,3.
3uaitaeno (M+H"): 766,3.

Mpuknag 12

Cnoci6 L: o po3unHy 10 B CH3CN (0,03M) po-
paotb 2ekB. NaCNBH3 i 4ekB. AcOH. Yepes 4rop.
peakuiiHy cymiw posbaenstotb CH2Cl, HewTpanisy-
10Tb HacuyeHnm po3dnHom NaHCOs; i ekcTparyioTb
CHxCl,. OpraHiynnii wap cywate NaSO4. Pnew-
xpomatorpadia (rekcaH/EtOAc 2:1) gae uucti cnony-
K.

Cnonyxka 11: *H AMP (300 MIu, CDCl.): & 6,77 (¢, 1H), 6,03
{nm, 24), 5,17 (mm, 2H), 5,04 (m, 1H), 4,53 (ymp.n, 1H), 4,34
(2, 1H), 4,27 (c, 1H), 4,20 (m, 1H), 4,19 {nmm, 1H), 4,01
(ywmp.zn, 1K), 3,77 (c, 3H), 3,57 (c, 3H), 3,55-3,39 (¢, 2H),
2,94-2,91 (m, 2H), 2,30-1,98 (M, 2H), 2,30 (c, 3H), 2,25 l(c,
3H), 2,20 (c, 3H), 2,03 (c, 3H); *3C AMP (75 MIu, €DCl;): & 172,86,
168,6, 149,6, 148,3, 145,7, 141,0, 140,4, 131,6, 130,3, 124,8,
124,7, 120,5, 18,0, 13,3, 102,0, 99,1, 69,8, 61,4, 60,4, 59,6,
59,1, 59,0, 57,4, 54,9, 54,6, 41,4, 41,4, 35,0, 23,8, 20,3,
15,7, 9,6. ESI-MS m/z: OGumcneno ans Ci3HiN;Oy0S: 667,3. 3mnaiineno

(M+H"): 668.2

Cnonyka 12%: 'd AMP (300 Mru, 45°C, CDCl;): & 6,70 (c,
14), 6,04 (mm, 2H), 5,17 (ma, 2H), 4,88 (ymp.n, 1H), 4,49
(ywsp.c, 1H), 4,33 (ywmp.m, 1H), 4,27-4,24 (M, 1H), 4,24 (c,
14), 4,08 (n, 1H), 3,79 (c, 3H), 3,60-3,55 (M, 2H), 3,56 (c,
3H), 3,42-3,39 (v, 1H), 3,00-2,91 (», 1K), 2,76 (m, 1lH), 2,50-
2,42 (M, 1H), 2,32 (c, 3H), 2,27 {c, 3H), 2,16 (c, 3H), 2,02 (c,
3H), 1,66 (ma, 1H); ESI-MS m/z: Q6uucneno aas Cs33;Hi;N30,0S: 667,3.
3naitneno (M+H"): 668,2.
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Mpuknag 13

Cnoci6 M: [o po3unHy 1ekB. 11 gna 13a-b abo
12* gna 14* B CH2C1; (0,1M) B aTmocdepi aproHy
popatotb 30ekB. nipuauHy. lMOTiM peakuiiHy cymiLu
oxonomxytoTe go 0°C i popatotb 20ekB. aHrigpuay i
5ekB. DMAP. Yepes 5xB. peakuiiHy cymiw HarpiBa-
I0Tb O KiMHaTHOI TemnepaTypu i nepemilyloTb npo-
Tarom 24ropg. lNicns 3akiHYeHHsA LbOro yacy peakuito
racate NaCl, ekcrparytote CH2Cl, i opraHiyHuin wap
cywaTtb Na;SO4. Pnew-xpomartorpadisa gae 4dncTi
Cronyku.

Cnonyka 13a: (3 Bukopuctanusm Ac,O) 'H AMP (300 MIu,
cDCla): 8 6,70 (c, 1K), 6,04 (am, 2H), 5,17 (mnm, 2H), 5,02-4,99
(%, 2H), 4,56 (ywp.n, 1H), 4,34 (an, 1H), 4,27 (c, 1H), 4,18
{m, :H), 4,14 {ma, 1H), 3,78 (c, 3H), 3,57 (c, 3H), 3,46-3,39
(M, 2H), 2,90~2,87 (ma, 2H), 2,30-1,96 (M, 2H), 2,30 (¢, 3H),
2,25 ¢, 3#), 2,17 (e, 3H), 2,03 (¢, 3H), 1,99 (=, 3H): B¢ mmp
(75 MIu, CDCly): & 169,7, 167,1, 148,9, 148,2, 145,9, 141,2,
140,6, 30,7, 130,7, 125,3, 124,6, 120,8, 118,1, 113,5, 113,1,
102,0, 99,2, 71,6, 61,4, 60,0, 59,9, 59,2, 58,7, 57,4, 55,0,
54,6, 41,5, 31,6, 23,9, 20,3, 20,2, 15,8, 9,6. ESI-MS m/z:
O6uncacuo mas CysHigN30,,S: 709,6. 3naitaeno (M+H™): 710,2.

Cnoayka 13b: (3 Buxopucrtanuam F;CCO),0): ‘H AMP
{300 Mru, CDCls): & 6,67 (c, 1H), 6,04 (mx, 2H), 5,17 (mm, 2H),
5,10 (ymp.r, 1H), 5,02 (m, 1H), 4,62 (ymmp.n, 1H), 4,34-4,32
(v, 2H), 4,19-4,15 (», 2H), 3,76 (c, 3H), 3,56 (c, 3H), 3,47 (&m,
1H), 3,44-3,41 (u, 1H), 2,94-2,77 (M, 2H), 2,47-2,37 (&, 1H),
2,31 (¢, 3H), 2,23 (¢, 3H), 2,17 (¢, 3H), 2,07-2,04 (v, 1H),
2,04 (c, 3H); “*c AMP (75 Mru, CDCly): & 168,7, 164,39, 148,7,
148,2, 145,9, 141,2, 140,7, 131,6, 130,3, 125,7, 124,0, 120,6,
118,0, 113,3, 102,1, 99,2, 74,7, 61,4, 60,5, 60,0, 59,1, 59,2,
58,7, 57,4, 54,9, 54,6, 41,7, 41,5, 31,1, 23,9, 20,2, 15,5, 9,6.
ESI-MS m/z: O6uncieno ans CisHigF3N;0,S: 763,2. 3naiineno (M+H"): 764,2.

Crnonyka 14a*: (3 BukopucTaHHiM Ac,0): 'H sAMP (300 MI'u,
CDCls): & 6,71 (¢, 1H), 6,05 (mm, 2H), 5,16 (mm, 2H), 4,65-4,10
(4, 7H), 3,79 (c, 3H), 3,57-3,54 (M, 1H), 3,56 (c, 3H), 3,43~
3,40 (™, 1H), 2,97-2,88 (v, 1H}), 2,78 (m, 1H), 2,33-1,82 (m,
2H), 2,32 (¢, 3H), 2,27 (¢, 3H), 2,15 (c, 3H), 2,03 (c, 3H),
1,94 (¢, 3H); ESI-MS m/z: OGuucaeno ana C;sHioN;0,,S: 709,6.
3naitaeno (M+H"): 710,1.
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Cnonyku 23 i 24:
M2 ome

Cnonyka 23: ‘H AMP (300 MPu, CDCly): & 6,52 (¢, 1H), 5,95
(am, 2H), 4,97 (a, 1H), 4,42 (=, 1H), 4,28 (ymup.c, 2H), 4,15
(z, 1H), 4,05 (mm, 1H), 3,78 (c, 3H), 3,51-3,50 (M, 1H), 3,40-
3,39 (w 1E), 3,27 (v, 1H), 2,91-2,89 (M, 2H), 2,38-2,36 (i
2H), 2,28 (c, 3H), 2,17 (¢, 3H), 2,14 {c, 3H); “C AP (75 Mru,
cocls): 8 173,9, 148,1, 146,2, 146,1, 142,8, 136,2, 130,4, 129,5,
120,8, 118,2, 112,7, 112,7, 107,7, 101,3, 61,1, 60,9, 60,4,
59,4, 58,8, 54,6, 54,6, 53,5, 43,3, 41,4, 33,0, 23,9, 15,7, 8,7;
ESI-MS m/z: O6umcineno ans CpoH3;N40,S: 580,2. 3naiizeno (M+H"): 581,3.

Cunonyka 24: °‘H SMP (300 MPu, CDCli): § 6,40 (c, 1H), 6,02
(n, 2H#), 5,00 (m, 1H), 4,46 (ymp.n, 1H), 4,24 (c, 1H), 4,21-
4,14 (», 3H), 3,39-3,37 (v, 2H), 3,29 (v, 1H), 2,93-2,78 (u,
2K), 2,31-2,03 (e, 2H), 2,31 (¢, 3H), 2,25 (ymp.c, 3H), 2,14
(c, 6H}; C AMP (75 Mru, CDCly): § 173,6, 168,9, 145,6, 145,3,
140,9, 140,2, 139,3, 126,1, 123,9, 120,2, 119,7, 118,1, 117,7,
113,6, 113,3, 101,9, 61,3, 60,3, 59,1, 59,1, 54,7, 54,6, 53,3,
41,9, 41,4, 33,0, 23,5, 20,5, 16,8, 9,6; ESI-MS m/z: OGuucieHo
aas C3oH3;Ns05S: 608,2. 3naiineno (M*): 609,3. .
Mpuknag 14
Cnonyka Int-14
OMe
Me
Me. N—Me _—M——»o—w——’
- N{ EIOH, 74,23°C
N
NH
Mo

Int-2

o po3unHy Int-2 (21,53r, 39,17Mmonk) B eTaHoni
(200mn) popatoTe  TpeT-6yTOKCMKapOOHinaHriopug
(7,7r, 35,25MMoOnb) | cymilw nepemillytoTb NPOTAroM
7rog. npy 23°C. loTiM peakuiiHy CyMill KOHLEHTPY-
I0Tb Y BakyyMi, i odepXaHul 3anuLiOK O4uLLalTb
KOMOHKOBOK  doriew-xpomartorpadpieto  (SiO,, rek-
caH:eTunauetar 6:4) 3 oaepXXaHHAM

Int-14 (20,6r, 81%) y BUrmsAgi »xoBTOI TBEPAOI pe-
YOBUHMU.

Rf: 0,52 (etunauetat: CHCI; 5:2).

‘H AMP (300 MI'u, CDCl3): & 6,49 (c, 1lH), 6,32 (ymup.c, 1K),
5,26 (ywsp.c, 1H), 4,60 (yuup.c, 1H), 4,14 (m, J=2,4 Tu, 1H),
4,05 (a, J=2,4 Iy, 1iH), 3,94 (c, 3H), 3,81 (m, J=4,8 Iu, 1H),
3,7 (e, 3H), 3,34 (ymwp. n, J=7,2 Tu, 1H), 3,18-3,00 (M, 5H),
2,44 m, J=18,3 Iu, 1H!, 2,29 (c, 23H), 2,24 (c, 2H), 1,82 (c,
3H4), 1,80-1,65 (M, lH), 1,48 (c, 9H), 0,86 (m, J=5,7 I'u, 3H)

Yc aMp 175 MIu, CDCls): & 185,5, ‘180,%, 172,27, 155,9, 154,5,
147,3, 143,3, 141,5, 135,3, 130,4, 129,2, 127,5, 120,2, 117,4,
116,9, 80,2, 60,7, 60,3, 58,5, 55,9, 55,8, 54,9, 54,4, 50,0,
41,6, 40,3, 28,0, 25,3, 24,0, 18,1, 15,6, 8,5.

ESI-MS m/z:  OGuncieno as CsqHyNsOgS: 649,7. 3naitneno (M+H'): 650,3.
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Mpuknag 15

Cnonyka Int-15
Me
S
&N 5
244,23
s ey

Me.
MeD’

Int-15

Int-14

[o po3uunHy, wo nepemiwyetbea Int-14 (20,6r,
31,75mmonb) B CH3CN (159mn), npn 0°C popatoTb
giisonponinetunamin (82,96mr, 476,2MMo0rnb), METOK-
cumeTuneHbpomig (25,9mr, 317,5mmonb) i gumeTu-
namiHonipuauH (155wr, 1,27mmonb). OgepxaHy cy-
Miw nepemiwyoTe npu  23°C  npotarom 24rop.
Peakuito racate npu 0°C BogHoto 0,1H. HCI (750mn)
(pH=5) i ekctparytotb CH2Cl, (2x400mn). OpraHiyHy
dasy cywaTb (cynbdaTt HaTpilo) i KOHLEHTPYKTb Y
BaKyyMi. 3anuLloK O4uULLalOTb KOJIOHKOBOK dhreLwu-
xpomatorpagieto (SiO, rpagieHT rekcaH:eTunauetat
4:1 po rekcaH:eTunauetat 3:2) 3 ogepxaHHaM Int-15
(17,6r, 83%) y Burnagi xxoBToi TBEPAOT PEHOBUHM.

Rf: 0,38 (rekcaH:etunauetar 3:7).

‘W AMP (300 MM, CNCly): & 6,73 (¢, 1H), 5,35 (vaup.c

5,13 (c, 2H), 4,50 (ywmo.c, 13, 4,25 {8, J=2,7 Tu, 1H}, 4.03
(
(

& J=2,7 Tu, 1H), 3,97 (¢, 3H),

3,84 (ymmp.c, 1H), 3,82-3,65
(%, 1H), 3,69 (c, 3H), 3,56 (c, 3H)

¢ 3,39-3,37 (%, 1H), 3,20-
3,00 (s, SR}, 2,46 {z, J=18 T'u, lH), 2,33 (c, 3H}, 2,23 (c, 3H),
i,8 (¢, 3H), 1,73-1,63 (m, 1H), 1,29 (c, 9H), 0,93 (=,

J=5,1 Tu, 3H)

Yc aMp (75 Mru, cpCly): 8 18,4, 180,9, 172,4, 155,9, 154,5,
149,0, 148,4, 141,6, 135,1, 131,0, 129,9, 127,6, 124,4, 123,7,
T, & 55,9, 55,0,

i17,3, 99,1, 19,3, 60,7, 59,7, 38,4, 57,5, 56,2, 55,9
54,2, 50,0, 41,5, 39,9, 28,0, 25,2, 24,0, 18,1, 15,6, 8,5.
ESI-MS m/z: O6umnciaeno ans Ci3gHyyNsOoS: 693,8. 3naitneno (M+H): 6943,
Mpuknag 16
Cnonyka Int-16

o .

e N
MO "\(“ soan. 1M NaOHMeOH
————
mu 0°C, 2«
o}\rm of_
o §
Int-15 Int-16

Y konOy, wo mictutb Int-15 (8r, 1,5Mmonb) B mMe-
TaHoni (1,6n), gogatote npu 0°C BOgHWMIA po3unH 1M
rigpokcuay Hatpito (3,2n). PeakuinHy cymiw nepemi-
LWYTb NPOTArOM 2rod. npu Ui Xe TemnepaTypi, a
notim peakuito racate 6M HCI go pH=5. OgepxaHy
CyMilLl ekcTparytloTb eTunauetaTom (3x1n) i 06'egHaHi
OopraHiyHi Wwapu cywaTb Hag cynbdaTtom HaTpito i
KOHLEHTPYIOTb Y Bakyymi. OaepxaHui 3anuiiok o4u-
LaTb KOMNMOHKOBOKW chrneLu-xpomaTtorpadieto (SiOo,
rpagieHT CHCI; po CHCls:etunauetat 2:1) 3 ogep-
XaHHAM Int-16 (5,3r, 68%).

Rf: 0,48 (CH3CN:H,O 7:3:, RP-C18)
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'H AMP (300 MIu, COCla): & 6,73 (¢, 1H), 5,43 (ywp.c, iH),
5,16 tc, 28}, 4,54 iyump.c, l!Hi, 4,26 (n, J=1,8 Tu, 1H}, 4,04
(a, J=2,7 Tu, 1H), 3,84 (yump.c, 1H), 3,80-3,64 (M, 1H), 3,58
{c, 3H}), 3,41-3,39 (M, 1), 3,22-3,06 (m, 5H), 2,49 (a,
J=18,6 'y, 1H), 2,35 (c, 3H), 2,30-2,25 (M, 1H), 2,24 (c, 3H),
1,87 (¢, 3H), 1,45-1,33 (m, 1H), 1,19 (c, 9H), 1,00 (yump.m,
J=6,6 T'u, 3H)

BC gMp (75 MIw, CDCl;): & 184,9, 180,9, 172,6, 154,7, 151,3,
149,1, 148,6, 144,7, 132,9, 131,3, 129,8, 124,5, 123,7, 117,3,
116,8, 99,1, 79,4, 59,8, 58,6, 57,7, 56,2, 55,6, 54,9, 54,5,
50,1, 41,6, 40,1, 28,0, 25,3, 24,4, 18,1, 15,7, 8,0.

ESI-MS m/z:  OGuncnero ams CysHysNsOoS: 679,7. 3uaiineno (M+H'): 680,3.

Mpuknag 17
Cnonyka Int-17

. 1
1) Ho/Pd-C 10%/ 0, 23°C "o I J;“'
2) CICH, BrICa,COy/100°C Q S

NH
AL
Int-17

[o perasosaHoro posunHy cnonyku Int-16 (1,8r,
2,64mmonb) B IM® (221mn) gopatote 10% Pd/C
(360mr) i nepemiwytoTe B atmocdepi H, (atmocdep-
HUA TUCK) nNpoTaroMm 45xB. PeakuinHy cymiw inbT-
pyloTb Yepes LeniT B aTmocdepi aproHy B Konby, Lo
MicTuTb 6e3sogHnii CS,CO3 (2,58r, 7,92mmonb). MNo-
Tim gogatoTb BGpomxnopmetaH (3,40mr, 52,8mmonb),
Konby repMeTu3yloTb i BMICT NepeMiyloTb npu
100°C npotarom 2rog. NoTim peakuivHy cymill oxo-
NOMXYIOTb, INbTPYIOTL Yepes wap uenity i npomu-
BaloTb CH,Cl,. OpraHiyHuin wap KOHUEHTPYHOTb i Cy-
watek (cynbdat HaTtpilo) 3 opepxkaHHam Int-17 y
BUMSAAI KOPUYHEBOrO Macna, sike BUKOPUCTOBYHOTb Ha
HacTynHin crapii 6e3 noganblioro ouuileHHs. Rf:
0,36 (rekcaHretunauetart 1:5, SiOy).

‘i AMP (300 Mru, CDCls): & 6,68 (c, 1H), 6,05 (yump.c, 1H),
5,90 (e, 1H), 5,79 (c, 1H), 5,40 (ymwmp.c, 1H), 5,31-5,2d4 (v,
2H), 4,67 (m, J=8,1 Iu, 1H}, 4,19 (m, J=2,7 Tu, 1H), 4,07
(ymvp.c, 1H), 4,01 (yump.c, 1H), 3,70 (¢, 3H), 3,67 (c, 3H),
3,64-2,96 (M, SH), 2,65 (a, J=18,3 Iy, 1H), 2,33 (c, 3H), 2,21
tc, 34, 2,04 (c, 3H), 2,01-1,95 (u, 1H), 1,28 (c, 9H), 0,87 (a,
J=6,3 I'u, 3H)

Yo smvp (75 Mru, CDCls): & 172,1, 162,6, 154,9, 149,1, 145,7,
135,9, 130,8, 130,7, 125,1, 123,1, 117,83, 100,8, 99,8, 76,6,
59,8, 59,2, s7,7, 57,0, 56,7, 55,8, 55,2, 49,5, 41,6, 40,1,
36,5, 31,9, 31,6, 29,7, 28,2, 26,3, 25,0, 22,6, i%,2, 15,8,
14,1, %,8.

ESI-MS m/z: O6uucneHo ana CszsHa7NsOq: 693,4.
3HangeHo (M+H"): 694,3.

Mpuknag 18

Cnonyka Int-18

Me
1 S,
m&o

e, iy, 2°C
LYY

Int-17 Int-18
Y konby, wo Mictutb po3umH Int-17 (1,83r,

L

2,65mMmonb) B OM® (13mn), npn 0°C poparTb

Cs,CO3 (2,6r, 7,97mmonb) i aninbpomig (1,15wmr,
13,28mmonb). OgepxaHy cymiw nepemillyoTe npu

23°C npotaroMm 1rof. JaHy peakuiiHy cymiwl ¢inbT-
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pytoTb Yepes wap uenity i npommuatoTe CH,Cl,. Op-
raHiyHWM Wwap cywartb (cynbgaT HaTpito) i KOHLEHT-
pytoTb. OgepxaHuin 3anNuLLIOoK O4MLLATb KONTOHKOBOO
xpomatorpagieto  (SiO,, CHClz:etunauetatr 1:4) 3
ogepxaHHaM Int-18 (1,08mr, 56%) y Burnsagi 6Ginoi
TBEPAOI PEYOBUHN.

Rf: 0,36 (CHCIs: etunauetar 1:3).

'H AMP (300 MTu, CDCi3): 8§ 6,70 (¢, 1H), M, 1H),
5,94 (s, ), 5,83 (c, 1H), 5,37 imm, J=1,01 fu, CJ=16,8 fu,
14}, 5,40 (ymmp.c, 1H), 5,25 (am, Jr=1,0 Tu, J=10,5 Iu, iH),

5,10 {c, 2H), 4,91 (ymmp.c, 1H}, 4,25-4,22 (u, 1H), 4,21(xm,

J=2,4 Tu, 1lH), 4,14-4,10 (M, 1H), 4,08 (m, J=2,4 Tu, 1H), 4,00

(yawp.c, 1H#), 3,70 (¢, 3H), 3,59 (c, 3H), 3,56-3,35 (M, 2H},

3,26-3,20 (», 2H), 3,05-2,96 (an, J;=8,1 I'u, J=18 TI'u, 1K), 2,63

(n, J=18 Tu, 1H), 2,30 (c, 3H), 2,21 {(c, 3H), 2,09 (c, 3H),
Fou

1,91-1,80 (%, 1H), 1,24 (c, 9H), 0,94 (a, J=6,6 Iu, 3H)

#C AMP (75 MIu, CDC1;): & 172,0, 154,8, 148,8, 148,6, 148,4,

144,4, 138,8, 133,7, 130,9, 130,2, :25,1, .124,0, 120,9, 117,8,
117,4, 112,8, 112,6, 101,1, 99,2, 73,9, 59,7, 59,3, 57,7, 56,9,
6,8, 56,2, S5,2, 4¢,1, 34,6, 21,5, 29,}, 26,4, 25,1, 22,%,

18,5 15/7, 14,0 9,2.

ESI-MS m/z: O6uucneHo ansa CzgHs1NsOg: 733,4.
3HaiigeHo (M+H™Y): 734,4.

Mpuknag 19

Cnonyka Int-19
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Int-18

[o posyumHy Int-18 (0,1r, 0,137mMmonb) B AioKcaHi
(2mn) popatotb 4,2M HCl/giokcaH (1,46mn) i ogep-
XaHy Ccymiw nepemiwyloTb npoTtarom 1,2rog. npu
23°C. Peakuito racatb npu 0°C HacMyeHMM BOOHUM
GikapboHaTom HaTpito (60mn) i ekcTparyloTb eTuna-
uetatoMm (2x70mn). OpraHivHi wapw cywaTtb (Cynb-
dat HaTpilo) i KOHLUEHTPYIOTb Yy BakyyMi 3 OfepKaH-
HaM Int-19 (267wmr, 95%) y Burnsaai G6inoi TBeppoi
PEeYOBUHM, Ky BMKOPUCTOBYIOTb B MOAanblUMX peak-
Lisx 6e3 4oOaTKOBOrO OYULLIEHHS.

Rf: 0,17 (etunauetat.-meTtaHon 10:1, SiOy)

‘W oAMP {300 MPu, CDCl;): & 6,49 (o, 1H), 6,12-6,00 (e, 1H),
/94 (c, 1H), 5,86 (c, 1H), 5,34 (am, J=1,0 T'u, J=17,4 TI'u, 1H),
(25 {ma, J=!,0 Tu, J=10,2 Iu, 1H), 4,18-3,76 (M, SH), 3,74 (c,
3H), 3,71-3,59 (M, 1H), 3,36-3,20 (M, 4H), 3,01-2,90 (M, 1H),
2,60 (m, J=18,0 Ty, 1H), 2,29 (c, 3H), 2,24 (c, 3H), 2,11 (c,
3H}, 1,97-1,86 (», 1H), 0,93 (m, J=8,7 I'u, 3H)

BcogMp (75 MIu, CDCli): & 175,5, 148,4, 146,7, 144,4, 142,4,
138,9, 133,7, 131,3, 128,3, 120,8, 117,9, 117,4, 113,8, 112,4,
tot,:, 74,2, 69,5, 59,1, 56,5, 56,1, 56,3, 56,0, 55,0, 50,5,
41,6, 39,5, 29,5, 26,4, 24,9, 21,1, 15,5, 9,33.

ESI-MS m/z:  OGuncneno wist C3H3gNsOg: 589. 3itaiineno (M+H™): 590.

Mpuknag 20

Cnonyka Int-20
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[o posunHy Int-19 (250mr, 0,42mmonb) B CH2Cl,
(1,5mn) [oaarTb deHinisoTioujiaHaT (0,3wmr,
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2,51Mmonb) | opepxaHy Cymill nepemiwyioTb npwu
23°C npotarom 1rog. PeakuiHy cymill KOHLEHTPY-
I0Tb Yy BakyyMi i ogepxaHuin 3anuloK OYULLaTb KO-
noHkoBoto dnew-xpomatorpadieto (SiOp, rpagieHT
rekcaH oo 5:1 rekcaHreTunauertar) 3 ogepxaHHaM Int-
20 (270mr, 87%) y Burnagi 6inoi TBepaoi peyoBuHU.

Rf: 0,56 (CHCI3.'etunauetar 1:4).

'n AMP (300 MI'y, CDCla): 8 8,00 (ymp.c, 1H), 7,45-6,97 (»,
4d), 6,10 (c, 1Hi, 6,08-6,00 (M, 1H}), 5,92 (c, 1H), 5.89 (c,

14), 5,82 (c, 1H), 5,40 (an, J=1,5 Tw, J=17,1 Tu, 1H), 3,38

., ), 3,23 (am, J=1,5 Tu, J=10,5 Tu, 14), 4,42-4,36

H), 4,19-4,03 SH), 3,71 (c, 3H), 3,68-3,17

{ap, >=7,3 Tu, J=18,3 Ty, 1K), 2,57 {m, J=it
34), 2,12 (c, 34), 2,10 (c, 3H), 1,90 (an,
14}, 0,81 (&, J=6,9 Tu, 3H).

BC AMP (75 MTu, CDCly): & 178,4, 171,6, 148,6, 146,8, 144,3,

142,7, 138,7, 136,2, 133,6, 130,7, 129,8, 126,6, 124,2, 124,1,
120,9, 120,5, 117,7, 117,4, 116,7, 112,6, 112,5, 101,0, 74,0,
60,6, 59,0, 57,0, 56,2, 56,1, 55,9, 53,3, 41,4, 39,7, 26,3,

5
24,8, 18,3, 15,5, 9,2.
ESI-MS m/z:  O6umncaeno ans CioHaNgOgS: 724,8. Juaiieno (M+H)™: 7253,
Mpuknag 21
Cnonyka Int-21

4,2 N HCl B piokcani

30 xs.,23°C

Int-21
Int-20

[o po3unHy Int-20 (270wmr, 0,37Mmonb) B AiokcaHi
(1mn) gogatoTb 4,2H. HCl/giokcaH (3,5Mn) i peakuiiHy
cymiww nepemiwwytoTe npu 23°C npotarom 30xB. IMoTim
popatTtb eTrnaugetaT (20mn) i H,O (20mn) i opraHiy-
HUIA Wwap gekaHTyloTb. BoaHy dasy nignyxyoTb Ha-
CMYEHUM BOAHUM po34nHOM OikapboHaTy HaTpito
(60mn) (pH=8) npn 0°C i noTim ekctparyoTs CH2C1,
(2x50mn). O6'egHaHi opraHiYHi eKCTpakTu cyliaTb
(cynbaT HaTpilo) i KOHUEHTPYIOTb Yy Bakyymi. 3anu-
LLOK OYULLIaTb KONOHKOBOK dhreLl-xpoMmaTtorpagicto
(SiO2, eTunaueTat:MeTaHon 5:1) 3 ogepXXaHHsM Cro-
nykn Int-21 (158mr, 82%) y Burnagi 6inoi TBepaoi
peyvoBUHU.

Rf: 0,3 (eTunaueTtaT:meTaHon 1:1).

B OAMP (300 M, CDClz): § 6,45 ic, LH), 6,12-6,03 (M, iH),
5,91 (¢, 1H), 5,85 (c, 1H), 5,38 (mm, &=1,2 I'u, Jp=17,1 Tu, 1Hj,
5,24 (ma, Jr=1,2 I'u, Jz=10,5 I'u, 1H), 4,23-4,09 (M, 4H), 3,98 (&,
J=2,1 Tu, 1H), 3,90 (ywmp.c, 1lH), 3,72 (c, 3H), 3,36-3,02 (M,
5H), 2,72-2,71 (M, 2H), 2,48 (m, J=18,0 I'u, 1H), 2,33 (c, 3H),
2,22 (¢, 34), 2,11 (¢, 3H), 1,85 (mn, J=11,7 Ty, J=15,6 Pu,
1H).

YCoaMp (75 MM, CDCls): & 148,4, 146,7, 144,4, 142,8, 138,8,
133,8, 130,5, 1z8,8, 121,5, 120,8, 1i8,0, 117,5, 116,9, 113,6,
12,2, 101,1, 74,3, 60,7, 59,9, 58,8, 56,6, 56,5, 55,3, 44,2,
41,8, 29,7, 26,5, 25,7, 15,7, 9.,4.

ESI-MS m/z:  OGuncineno wis CagH3uN4Os: 518,3. 3nuaiineno (M+H"): 519,2.

Mpuknag 22

Cnonyka Int-22

k| "

TroeC!, n4p., Me. o o
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]
%—O CN
NHy NHTroc
Int-21 Int-22

[o posuunny Int-21 (0,64r, 1,22mmonsk) B CH2Cl;
(6,13mn), popatote npu -10°C nipuauH (0,104wmr,
1,28mmornb) i 2,2,2-tpuxnopetunxnopdopmiat
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(0,177wr, 1,28Mmonb). CyMmill nepemiwytoTb Npu Uik
Temnepatypi npoTaroM 1 roguHu i NOTiM peakuito ra-
cate popanHam 0,1 H. HCI (10mn) i ekcTparyioTb
CHxCl; (2x10mn). OpraHiyHui wap cywartb Haj cy-
negaToM HaTpito i KOHUEHTPYTb Yy Bakyymi. 3anu-
LLOK OYULLIaTb KONOHKOBOK dhreLl-xpoMmaTtorpagieto
(SiOy, (rekcaH:etunauetaTt 1:2) 3 ogepxaHHaM Int-22
(0,84r, 98%) y Burnsgi 6inoi niHMCTOi TBEPOOi peyo-
BVHMU.

Rf: 0,57 (eTvnauetart:MmeTaHon 5:1).

‘4 §MP (300 MIu, CDCl;): & 6,50 (c, 1H), 6,10-

6,94 (a8, J=1,5 lu, 1H), 5,87 (@, J=1,5 Iy, 1H)

taxs, J; = 1,5 u, J; =

8 ru, J; = 10,2 Tu, 1H}, 4,60 (a, J =12 N

48}, 2,13 4, © = 12 Tu, 1d), 4,77 iM, 24}, 3,75 ic,

3,18 (m, SH), 3,04 (ma, J; = 8,1 Ty, Jp - 18 Tu, 1K}, 2,63 (&,
J = 18 Tu, 1H), 2,31 {(c, 3H), 2,26 (c, 3H), 2,11 {c, 3H), 1,85
(am, Jp = 12,3 T'u, J; = 15,9 Iy, 1H).

C AMP (75 MIu, CDCla): & 154,3, 148,5, 146,7, 144,5, 142,8,
139,0, 133,8, 130,7, 128,7, 121,3, 120,8, 117,8, 117,7, 116,8,
12,7, 101,2, 77,2, 74,3, 60,7, 39,9, 57,0, 56,4, 55,3, 43,3,
41,7, 31,6, 26,4, 25,3, 22,6, 15,9, 14,1, 9,4.

ESI-MS m/z:  O6uucneno mwin CsH;sCL;NgOq: 694,17, 3maiizeno (M+H):
695,2.

Mpuknag 23

Cnonyka Int-23

BAMOM, CH,CN, DIPEA e,
Me.
y“‘ DMAP, 30°C, 108, N‘/"V-"'
i & LS o
NHTroe NHTroc
Int-22 Int-23

Oo posuuHy Int-22 (0,32r, 0,46mmonb) B CH3CN
(2,33mn) popatote npu 0°C  giisonponineTunamin
(1,62mr, 9,34mmonb), GpomMmeTUNIMETUNOBUI edip
(0,57mr, 7,0 n) i pumetnnamiHonipyguH (6wMr,
0,046mmonb). Cymiw HarpiBatoTb npu 30°C npoTarom
10rog. lMoTim peakuiiHy cymiwl po36aBnsATb AUXI0-
pmeTtaHoMm (30mn) i BunmBaroThb Y BogHu po3yunH HCI
3 pH=5 (10mn). OpraHiyHun wap cywaTb Hag Cynb-
¢daToM HaTpilo i PO3YMHHUK BUOANATb MPU 3HUXKE-
HOMY TUCKY 3 OAEPXaHHAM 3aruLLKy, SKUA OYULLIAITb
KOMNOHKOBOK cprew-xpomaTorpadiieto (SiO,, rekcaH-
retunaueTtat 2:1), ogepxytoun Int-23 (0,304r, 88%) y
BUrNsAi NiHMCTOI 6inoi TBepaoi pe4oBmHM.

Rf: 0,62 (rekcaH:eTnnauerat 1:3).

' AMP (300 MIy, CDCl3): & 6,73 (c, 1H', 6,10 (M, 1H), 5,24

(g, J=1,5 T'u, 1H), 5,88 (a, J=1,5 I'u, 1H), 5,39 (ax, AH=1,5 Ty,
J~17,1 Cu, 1H), 5,26 (ax, Ji~1,8 Tu, J=10,2 Pu, 1H), 5,12 (¢,
2H), 4,61 (u, J=12 Tu, 1iH), 4,55 (v, J=6,6 Pu, 1H), 4,25 {n,
J=12 TPu, 1H), 4,22-4,11 (M, 4H), 4,03 (M, 2H), 3,72 {(c, 3H),
3,58 (¢, 3H), 3,38-3,21 (M, S5H), 3,05 (mm, Jr=8,1 Tu, J=18 Tu,
1H), 2,65 (&, J=18 Tu, 1lH), 2,32 (¢, 3H), 2,23 (c, 3H), 2,12 (c,
3H), 1,79 (ma, Jp=12,3 I'u, J=15,9 T'u, 1H);

YC AMP (75 MI'u, CDCly): & 154,3, 148,6, 148,4, 144,5, 139,0,
133,6, 130,6, 130,1, 125,07, 124,7, 124,0, 121,1, 117,7, 112,6,
101,2, 99,2, 77,2, 74,4, 74,1, 59,8, 59,8, 57,7, 57,0, 56,8,
56,68, 55,3, 43,2, 41,5, 26,4, 25,2, 15,9, 9,3.

ESI-MS m/z:  OGumeneno ans CyHyoCLyNgOg: 738,20, 3maitneno (M+H'):
739,0.

Mpuknag 24

Cnonyka Int-24
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o cycnensii Int-23 (0,304r, 0,41Mmonb) B 90%-i
BOZHI OUTOBIN KMCMOTi (4MN) AoAaloTb MOPOLLKOMO-
AioHMn uunHk (0,2r, 6,17MMonb) i peakuiiHy Cymill
nepemillytote npotarom 7 roguH npu 23°C. Cymiw
DiNbTpylOTb Yepes wap uenity, Skui nNpoMuBaloTb
CH.Cl,. OpraHiyHui Wwap NpoMMBalOTb BOAHUM Hacu-
YeHUM po3ymHom GikapboHaTty HaTpito (pH=9) (15mn)
i cywaTtb Hag cynbdatoM HaTtpito. Po3unHHUK Buaa-
NSIOTb NPU 3HWKEHOMY TUCKY 3 ofepXaHHsM Int-24
(0,191r, 83%) y Burnsai 6inoi TBepA0i pe4oBUHMN.

Rf: 0,3 (eTunaueTtaT:meTaHon 5:1).

M AMP (300 MI'u, CDCli): & 6,68 (c, 1H), 6,09 (», 1H), 5,90

(a, J=1,5 Tu, 1K), 5,83 (m, J=1,5 'y, 1H), 5,39 (ax, J=1,5 Iy,
J»=17,1 Tu, 1H), 5,25 (mk, Jy=1,5 Tu, J=10,2 Tu, 1H), 5,10 (¢,
2HY, 4,22-4,09 (m, 3H), 3,98 (m, Jp=2,4 Iy, 1H), 3,89 (M, iH),
3,69 (c, 3H), 3,57 (¢, 3H), 3,37-3,17 (m, 3H}, 3,07 (anm,
J=%,1 Ty, J:=18 I'u, 1H}, 2,71 (u, 2H), 2,48 iz, J=18 ru, 1i),
2,33 {c, 38), 2,19 (c, 3H), 2,17 (c, 3H), 1,80 {(mm, Jr=12,3 Ty,
J=15,9 Tu, 1H)

¢ AMP (75 MI'u, CDCls): § 148,5, 148,2, 144,3, 138,7, 133,7,

136.,7, 129,9, 125,0, 123,9, 121,3, 117,9, 117,S5, 113,6, 112,0,
10,0, 99,2, 74,0, 59,8, 59,7, 58,8, 57,6, 57,0, 56,2, 55,2,
44,2, 41,5, 31,5, 26,4, 25,6, 22,5, 16,7, 14,0, 9,2.

ESI-MS m/z:  OGuucneno st C3HysNyOyg: 562,66. 3naiineno (M+H™): 563,1.

Mpuknag 25

Cnonyka Int-25

Ny -
1nt-24 Int-25

Oo poaqmﬁy Int-24 (20mr, 0,035mmonb) B H2O
(0,7mn) i Tre (0,7mn) npu 0°C popatote NaNO

(12mr, 0,17mmonb) i 90%-uin BogHun AcOH (0,06mn) i
ofepxaHy cymiw nepemiwyoTe npu 0°C npoTarom
3roa. MMicna posbaeneHHa CH,Cl, (5mn) opraHiyHi

wapu npommBatoTe Bogok (1mn), cywaTtb Haa Cynb-
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8,25MMonb) | NOTIM KUN'ATATL i3 3BOPOTHUM XONOAMU-
nbHUKOM npoTAroMm 3 roguH. CycneHsito oxonogxy-
10Tb, BiAdINbTPOBYIOTb, TBEPAY PEYOBUHY NPOMUBa-
10Tb eTunawueraTom (100mn) i dinbTpat
KOHLEHTpYloTb. OgepxaHe HeouuLeHe Macno po3Tu-
patoTb 3 rekcaHom (100mn) i BuTpumytoTb npu 4°C
NPOTArom Houi. [0TiM PO3YMHHKMK 3MMBaKOTh, @ CBITMNO-
XKOBTY Kaluky obpobnstoTts CH,Cl, (20mn) i ocamxy-
t0Tb rekcaHom (100mn). Yepes 10 XBUIUH PO3UYMHHKK
3HOBY 3nuBaloTb. [aHy onepauiio MOBTOPKOTbL A0
nosiBu 6inoi TBepaoi pevosuHu. OgepxaHy Oiny TBe-
pay pedqoBuHy BiAINbTPOBYOTL i cywaTtb 3 ogep-
XaHHam cnonyku Int-29 (1,80r, 65%) y surnaai 6inoi
TBEPAOI PEYOBUHN.

'H AMP (300 MIu, CDCly): & /,74 (m, J=7,% Tu, 2H), 7,62 (u,
J=6,9 Tu, 24y, 17,33 (=, 2=7,5 Tu, 2KR), 7,30 (z, J=6,3 Iu, 2H),
5,71 (&, J=7,8 Tu, 1), 4,73 (@, J=7,8 Tu, 2H), 4,59 (¢, 1H),
4,11 (v, J=6,6 Tu, iH), 3,17 (mm, J=6,0 I, J=2,7 Tu, 2H), 3,20
(ma, J=5,4 I'u, J=2,1 I'u, 2H).

¥C AMP (75 MI'u, CDCl,): & 173,6, 152,7, 144,0, 139,7, 137,8,
26,0, 125,6, 123,4, 118,3, 73,4, 52,4, 45,5, 35,8, 33,7.

ESI-MS m/z:  O6uucinero wist CyoH gCliNO,S: 474,8. 3uaiineno (M+Na)™:
497,8.

Mpuknag 30

Cnonyka Int-30

Cymiw cnonyku Int-25 (585mr, 1,03mMmonb) i cno-
nykn Int-29 (1,47wmr, 3,11Mmonb) nigaawTb a3eoTpo-
MNHi neperoHui 3 6e3sogHM TonyosnoMm (3x10mn). o
po3uunHy Int-25 i Int-29 B 6e3BoagHomy CH,Cl, (40mn)

daToM HaTpilo i KOHUEHTPYIOTb Y BakyyMi. 3anuwiok npn 23°C popaioTs DMAP (633wr, 5,18Mmmorb) i

OYMLLAI0TL  KOMOHKOBOK  doreLu-xpomaTorpadicto
(SiOy, rekcan:etunauetat 2:1) 3 ogepxaHHam Int-25

(9,8mr, 50%) y Burnsagi 6inoi TBepaoi peyHoBUHN.

Rf: 0,34 (rekcaH:eTnnauetat 1:1).

‘g AMP (300 MIu, CDCli): & 6,71 (c, 1H), 6,11 (m, iH), 5,92
{m, J=1,5 ra, 1#), 5,87 {m, J%1,5 I, 1H), 5,42 {ak, J=1,5 Tu,
1 I'u, iH), 5,28 (mk, J=1,5 T, J»=10,2 Iy, 1H), 5,12 (c,
4,26-4,09 (u, 23, 4,05 (g, °o=2,4 Iy, U, 3,97 (=7,

9 Tu, iH), 3,70 (¢, 3H), 3,67-3,32 (M, 4H), 3,58 (e, 3Hi,

faz, J-~2,7 Jr-13,9 Tu, W', 3,12 .am, J-8,1 Tu,
/0 lu, 1H), 2,S1 (&, J=18 Tu, 14}, 2,36 {(c, 3H#), 2,21 (¢,
3, 2,12 (¢, 3H), 1,83 (am, Ji=12,3 Ty, S=15,9 Ty, 1)

V¢ AMb (75 MPu, CDCly): & 148,7, 148,4, 138,9, 133,7, 13L,1,
129,4, 12%,1, 123,9, 20,7, 117,6, 117,55, 113,2, 112,3, 101,1,
99,2, 74,0, 63,2, 59,8, 59,7, 57,9, 57,7, 57,0, 56,5, 55,2,
41,6, 29,6, 26,1, 25,6, 22,6, 15,7, 9,2.

ESI-MS m/z:  O6uncnero wis C3H3N3O5: 563,64, 3uaitaeno (M+H"): 564,1.

Mpuknag 29
Cnonyka Int-29

NaH, TI'®, kun‘atinna i3 180pOTHIM NHTroc

XONOAAMABLHIKOM

EDC-HCI (994wmr, 5,18mmonb). PeakuinHy cymiw ne-
pewmiwytoTb npu 23°C npotarom 3 roguH. Cymiw pos-
noainstTb HACMYEHUM BOOHUM PO34MHOM GikapboHa-
Ty HaTpito (50mn) i opepxaHi wWwapu po3ginsaTb.
BogHun wap npomusatote CH,Cly (50mn). O6'eaHaHi
OpraHiyHi Wwapu cywaTb Hag cynbgaTtom HaTpito, di-
NbTPYOTb | KOHUEHTPYOTb. OpepxaHy HeouulleHy
peyoBUHY oyumLalTb KOMOHKOBOIO dnew-
Xpomatorpadgieto (eTunauetat/rekcaH 1:3) 3 ogep-
*aHHAm Int-30 (1,00r, 95%) y Burnagi cBiTnoi kpemo-
BO-)XOBTOI TBEPAOI PEYOBUHM.
'd AMP (300 MTu, CDCl3): & 7,72 (M, 2H), 7,52 (M, 2H}, 7,38
i, 2H], 7,28 ‘m, 2H!, 6,65 (o, 1H), 6,03 (m, 1H), 5,92 :m,
J=1,% Iu, 1H), 5,79 (a, J=1,5 Ty, 1H}, 5,39 (M, 1H), 5,29 (mk,
o=19,3 Ty, J=1,5 Iy, 1iH), 5,10 (¢, 2H), 4,73 (&, J=11,9 Tu, 14},
4,66 (n, U=11,9 Iy, 1H), 4,53 (m, 1H), 4,36-3,96 (v, 9H), 3,89
(r, J=6,4 Tu, 1H), 3,7! (c, 3H), 3,5% (c, 3H), 3,33 (M, 1H),
3,20 (M, 2H), 2,94 (m, 3H), 2,59 (m, 1H), 2,29 (¢, 3H), 2,23 (c,
3H), 2,02 (¢, 3H), 1,83 {am, J=16,0 Iy, J=11,9 Iy, 1H).

Yc aMp (75 MIu, CDClyj: & 169,7, 154,0, 148,8, 148,4, 145,7,
144,5, 140,9, 139,C¢, 132,7, 1i3¢,9, 130,6, 127,6, 127,0, 124,8,
124,6, 124,1, 120,8, 119.9, 18,2, 117,7, 117,3, 112,7, 112,1,

— 03,3, 99,2, 74,7, 73,9, 64,4, 59,3, 57,7, 57,0, 56,8, 55,4,
o noyatkoBoi peuoBuHn (2,0r, 5,90MMonb) npu “9 9“‘"'7' 1.4, 36,5, 34,7, 31,5, 26,4, 24,9, 22,6, 15,7,
. . . 14,9, 9,1.
23°C popatoTb cycneHsito rigpugy Hatpito (354wmr,
8,86MMonb) B TI® (40mn), noTiM cycneHsito 06pob- ESI-MS m/z: O6uncnero ans CsiHssCLsN4O10S:

nsloTe npu  23°C  aninxnopdopmiatom  (1,135mr, 1020,4. 3HaiipeHo (M+H)": 1021,2.
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Mpuknag 31
Cnonyka Int-31

Me
Ve N-]-Me  BuySai, PPh.)PACH
N.
£
NHTroc
Int-30 Int-31

[o posuuHy Int-30 (845mr, 0,82mMmonb), ouTOBOI
kucnotn (500mr, 8,28mmonsb) i (PPhs).PdCl, (29wmr,
0,04mmonb) B 6e3BogHoMy CH2C12 (20mn) gopaoTb
npn 23°C no kpannsax Bu3SnH (650mr, 2,23mmonb).
Peakuiiny cymil nepemilytoTb NpyY BKasaHin Temne-
patypi npotarom 15xB., cnocTepiraeTbCA BWAINEHHS
nyxvpuiB. HeoumweHnid npoayKT racATb BOAOK
(50mn) i ekctparytotb CH2Cl, (3x50mn). OpraHiyHi
Lwapwv cywaTb Hag cynbaToM HaTpilo, DINbTPYOTH i
KOHUEHTPYloTb. OgepxaHy HeouuleHy peyvoBUHY
oyMLalTb  KOMOHKOBOK  (brelu-xpomaTtorpadieto
(etunauetat/rekcaH B rpagienTi Big 1:5 pgo 1:3) 3
ogepxaHHAM cnonykm Int-31 (730mr, 90%) y Burnagi
6nipoi KPEMOBO-XKOBTOI TBEPAOT PEHOBUHN.

'H AMP (300 MIw, CDCls): & 7,72 (M, 2H), 7,56 (M, 2H), 7,37
{M, 2H), 7,30 (s, 2H), 6,65 (c, 1H), 5,89 (c, 1H), 5,77 {(c, 1H),
5,74 (¢, 1H), 5,36 (m, J=5,9 I'u, 1H), 5,32 (m, J=5,9 Tu, 1lH),
5,20 (m, 9,0, 1H), 4,75 (&, J=12,0 Tu, 1H), 4,73 (M, 1H), 4,48
(g, J=11,9 TIu, 1H), 4,08 (M, 4H), 2,89 (M, 1H), 3,86, (T,
J=6,2 T'u, 1H), 3,70 (c, 3H), 3,69 (c, 3H), 3,38 (m, 1H), 3,25
(M, 1H), 3,02-2,89 (m, 4H), 2,67 (c, 1H), 2,61 {(c, 1H), 2,51
(mn, J=14,3 Tu, J=4,5 Tu, 1H), 2,29 (c, 3H), 2,23 (¢, 3H), 1,95
(c, 3H}, 1,83 (M, 1lH).

Y¢ aMp (75 MPu, COCly): & 168,2, 152,5, 148,1, 146,2, 144,4,
144,3, 43,3, 139,6, 134,6, 129,7, 129,6, 126,2, 125,6, 1234,
123,3, 121,6, 118,5, 11,3, 10,7, 110,2, 105,%, 99,4, 98,5,
15,2, 13,3, 6i,7, 58,4, 57,9, 36,3, 56,1, 55,1, 54,7, 53,9,

51,9, 45,2, 40,1, 35,6, 33,3, 24,8, 23,3, 14,5, 7,3.
ESI-MS m/z:  O6uncaeno ans CagHygCliN,O,oS: 980.3. 3maitneno (M+H)™:
981,2.

Mpuknag 32
Cnonyka Int-32

0 o §
NHTroc NHTroc
Int-31 Int-32

[o po3unHy Int-31 (310mr, 0,32mMmonb) B 6e3Bo-
aHomy CH,Cl, (15mn) 3a gonomoroto Tpy6ouku npu -
10°C popatoTb 70%-uin po34nH GeH3onceneHiHoBOro
aHrigpvay (165wmr, 0,32mmonsb) B 6e3sogHomy CH»Cl;
(7™Mn), nigTpMMyOYM MpU LbOMY TemnepaTypy npu -
10°C. PeakumoHHyto cymiwl nepemiwyots npu -10°C
npotarom 5xB. lNpu win Temnepatypi 40 Cymiwi Ao-
JaTb po3unH bikapboHaty Hatpito (30mn). BogHui
Lwap npoMuBatoTb Benukow KinbkicTio CH,Cl, (40mn).
OpraHivyHi Wwapu cywaTtb Hag cynbdaTtoM HaTpito,
iNbTPYOTb | KOHUEHTPYIOTb. HeounleHnn npogykt
OuMLLAIOTE  KOMOHKOBOK  donelu-xpomarorpacieto
(eTunauetart/rekcaH B rpagienTi Big 1:5 go 1:1) 3
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opepxaHHam Int-32 (287wmr, 91%, BEPX: 91,3%) y
BUrNsai 6nigoi KpemMoBO-XOBTOI TBEPAOI PEeYOBUHM i
SIK CyMmilLl ABOX i3oMepiB (65:35), Ky BUKOPUCTOBYIOTb
Ha HacTynHin cTagii.

‘H AMP (300 MTu, CDCl;): & (Cywmiw izomepiB) 7,76 (M, 4H},
7,65 (M, 4H), 7,39 (M, 4H), 7,29 (M, 4H), 6,62 (c, 1H), 6,55 (¢,
14), 5,79-5,63 ¢ 5,02 (a, J=6,3 Tu, 1iH},
4,99 (a, J=6,0 Tu, 1H), 4,50-4,63 (w, ©6H), 4,60 (m, 1H), 4,50
{«, 1H), 4,38 (a, J=1Z,8 Ty, J=
J=1,5 Ty, 1H),
3,50 (c, 3H),

24), 2,21 (c, 6H},

H), 1,67 (M, 2d).

8 (cymim izomepis) 168, 168,4,

B¢ aMp (7S MIu, CDCls): 6,

3 1, 144,90,
5
8

158,6, 154,8, 152,8, 152,5, 147,3, 147,2, 146,8, 144,
129,8, 129,3, 128,4, 128,7, 126

23,4, 122,2, 121,3, 118,3, 115
9

3,2, 100,%, 99,6, 97,9, 97,7,

125 5
. 125,5,

.
.8, 115,85

1
110,2, 106,9, 103,5, 10

3,8, 73,4,
10,9, 69,2, 64,9, 62,5, 59,3, 58,9, 58,4, 56,7, 56,3, 56,2,
$5,4, 55,2, SS,1, 54,9, 54,7, 54,3, 54,1, 53,8, 52,8, 45,5,

40,5, 40,0, 39,8, 35,8, 35,5 33,9, 33,7, 30,1, 28,8, 24,2,
24,1, 21,2, 14,5, 14,4, 12,7, 6,0, 5.7.

ESI-MS m/z: O6uncneHo ansa CsgHa9ClsN4O11S:
996,3. 3HaiigeHo (M+H)": 997,2.

Mpuknag 33

Cnonyka Int-33

Int-32 Int-33

PeakuinHy konby ABivi BMilLylOTb B nonym's na-
NbHYKa, MpoAyBalTb BaKyyMOM/AaproHOM Jekinbka
pasiB i BUTPMMYIOTb B aTMocdepi aproHy Ans 3Ainc-
HeHHs AaHoi peakuii. [o posunHy OMCO (39,1wmr,
0,55mmonb, 5 eksiBaneHTiB) B 6e3sogHomy CH.Cl;
(4,5mn) no kpannax godarwTb aHrigpua TpudTopme-
TaHcynbdoHOBOI kucnotu (37,3mn, 0,22mn, 2 eksiBa-
nenTn) npu -78°C. PeakumoHHYK CyMmill nepemilly-
toTb Npu -78°C npoTtsirom 20 xBUnNuH, notim npu -78°C
3 JOMOMOrot0 KaHoni AoaanTb po3yuH Int-32 (110mr,
0,11mmonb, BEPX:91,3%) B 6e3sogHomy CH.CI,
(1Mn sk ocHoBHe pofaHHs i 0,5Mn ans npomuskw).
Min yac gogaHHA TemnepaTtypy MiATPUMYKOTb Mpw -
78°C B 000X konbax, a Konip 3MiHIOETLCS Bif )KOBTOMO
00 Kopu4HeBoro. PeakuinHy cymill nepemillyroTb npu
-40°C npotsarom 35 xBunuH. MpoTaroM uboro nepiogy
Yacy peakuiiHWA pO34MH MiHSE CBOE 3abapBreHHsi
Big, >XOBTOro OO0 TeMHo-3eneHoro. [licnsa 3akiH4eHHs
LUbOro Yacy A0 peakuivHOl Ccymili gogatoTb No Kpan-
nsix 'ProNEt (153mr, 0,88Mmonb, 8 eksiBaneHTiB) i
BUTPUMYIOTE il npm 0°C npotarom 45 XBWMKWH, NpoTS-
rom LbOro BiApi3ka Yacy Komnip po34nHy MIHAETbCA A0
KopuyHeBoro. [loTiM Mo Kpannsax AopatTb TpeT-
6ytaHon (41,6mr, 0,44mmonb, 4 ekBiBaneHTn) i 2-
TpeT-6yTun-1,1,3,3-TeTpameTunryaHiguH (132,8wmr,
0,77MMonb, 7 ekBiBaneHTIB) i peakuiiHy cymiw nepe-
MiwytoTe npu 23°C npotarom 40 xsunuH. [Micna 3a-
KIHYEHHS1 LbOro Yacy Mo Kpannsix 4oAalTb OLTOBUNA
aHrigpug (104,3mr, 1,10mmonb, 10 ekBiBaneHTiB) i
peakuiiHy cymiw BuTpMMYyloTb npu 23°C NpoTsarom
Oinbw 1 rogunHn. MNoTiM ogepXaHy peakuiiHy cymill
po3baenstoTb CH,Cl, (20mn) i npoMuBaoTb BOAHUM
HacuyeHnm po3umHoMm NH4Cl (50mn), 6GikapboHaTy
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HaTtpito (50mn) i xnopuagy Hatpito (50mn). O6'eaHaHi
OopraHiyHi Wwapu cywaTb Hag cynbdaTom HaTpito, di-
NbTPYOTb | KOHUEHTPYIOTb. 3aruwioK O4MLLaTb KO-
FNIOHKOBOIO  chrieL-xpomartorpadieto (enoeHT: rpagi-
€HT eTunaueTaT/rekcaH Big 1:3 4o 1:2) 3 ogepxaHHAM
crnonyku Int-33 (54wmr, 58%) y Burnagi 6nigo-xoBToi
TBEPAOI PEYOBUHN.

*H AMP {300 MI'u, CDCly): & 6,85 (c, 1H), 6,09 (c, 1H), 5,99
(c, 1H), 5,20 (m, J=5,8 Iu, 1H}, 5,14 (m, J=5,3 Tu, 1H), 5,03
(v, 1H), 4,82 (n, 0=12,2 Tu, 1H), 4,63 (m, U=12,0 Tu, 1K), 4,52
(M, 1H), 4,35-4,17 (m, 4H), 3,76 (c, 3H), 3,56 (c, 3H), 3,45 (u,
2H), 2,91 (w, 2H), 2,32 (¢, 3H), 2,28 (c, 3H), 2,21 (c, 3H),
2,12 (M, 2H), 2,03 (c, 3H).

YC AMP (75 MI'u, CDCls): & 168,5, 167,2, 152,7, 148,1, 147,1,
144,5, 139,6, 139,1, 130,5, 129,0, 123,7, 123,5, 123,3, 118,8,
16,5, 112,1, 1090,6, 97,8, 73,3, 60,5, 59,4, 59,2, 58,3, 57,6,

22,2,

18,9, 14,4, 8.1.

3uaiineno (M+H)":

57,4, 56,1, 53,3, 53,1, 40,6, 40,0, 31,0,
ESI-MS m/z:  O6uncaeno mis CygHigCL3N,OS: 842,1.
843,1.
Mpuknag 34
Cnonyka Int-34

<

Int-33
[o po3sunHy Int-33 (12mr, 0,014mmonb) B 6e3Bo-
AHOMY AmxnopmeTaHi (1,2vmn) i aueToHiTpuni i3 cTy-
neHem BEPX-uuctotn (1,2mn) popatote npu 23°C
noamp Hatpito (21mr, 0,14mmonb) i cBiXkeneperHaHvn
(Hag rigpuoom KanbLilo Mpu aTMOCHEPHOMY TUCKY)
TpumeTtuncuninxnopug (15,4mr, 0,14mmonb). Peak-
UinHa cymiw npupbaBae opaHxeBe 3abapBreHHs.
Yepes 15xB. po3unMH po3baBnsTb AUXIIOPMETaHOM
(10mMn) i npomMuBaloTb CBEXIMPUrOTOBAHUM BOAHUM
HacuyeHnm po3unHom NaxS;04 (3x10mn). OpraHiy-
HUA Wap cywaTb Hag cynbdaTtoMm HaTpito, inbTpy-
I0Tb | KOHUeHTpyoTb. OpepxytoTb cnonyky Int-34
(13wmr,
peyoBMHUN, SIKy BUKOPUCTOBYIOTb 06€e3 nopanbLioro
OYMLLIEHHS.
W AMP (300 MIu,
(c, 1H), 5,27
J=11,9 Tu,

Int-34

CDCl;): & 6,85 (c, 1H), 6,09 f(c,
J=5,8 Tu, 1H), 5,14 (&, J=5,3 Tu,
1), 4,82 (z, J=12,2 1H), 4,63 (=&,
IH), 4,52 (w, 1H), 4,34 (M, 1H), 4,27 (yump.c, 1H}, 4,18 (M,
2H), 3,76 (c, 3H), 3,56 (c, 3H), 3,44 (v, 1H), 3,42 (m, 1H),
2,91 (m, 2H), 2,32 (c, 3H), 2,28 (¢, 3H), 2,21 {(c, 3H), 2,03 (c,
3H).

ESI-MS nvz:  O6uscrieno wis CiqHysNgO,S: 798,1. 3maitneno (M+H)™: 799,1.

1H), 5,99
1H), 5,03
J=13,0 Iu,

(m,

o, Tu,

Mpuknag 35
Cnonyka Int-35

Int-34 Int-35

[o po3suuHy Int-34 (13mr, 0,016mMmonb) B CyMiLui

ouroBa kucnota/H,O (90:10, 1mn) gopatoTb npu 23°C
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po3baenstotb CH,Cl, (20Mn) i npoMuBalTb BOAHUM
HacM4YeHUM po34MHOM OikapboHaTy Hatpito (15mn) i
BOAHUM po3uuHoM EtzN (15mn). OpraHiyHui wap
cywaTb Haj cynbdaToM HaTpito, PiNbTPYOTb i KOH-
LeHTPYIoTb. 3anuLoK O4MLLalTb KONOHKOBOK dreLw-

xpomatorpadieto Ha giokengi kpeMHusi-NH; (entoeHT:

rpagieHT etunauetat/rekcaH Big 0:100 go 50:50) 3
onepxaHHawm crnonyku Int-35 (6,8wmr, 77% 3a aBi cTa-

4ii) y Burnsagi 6nipo-xoBToi TBEpA0i PpEYOBUHN.

KinbKicHO) y Burnsagi 6nigo-xosToi TBEPAOI

nopoLwkonoAionni umHk (5,3mr, 0,081mmons). Peak-

LinHy cymiw HarpiBatoTb npu 70°C npotsarom 6 rog.
Mo 3akiH4eHHi uboro yacy ii oxonomxytoTb 0o 23°C,

"5 AMP (300 MIu, €OCly): & 6,51 (¢
J=26,5 Py, 2H), 5,75 (yump.c, 1H), {a, J=11,6 I'u, 1H), 4,52
(M, 1H), 4,25 2H), 4,18 (a, J=2,5 Tu, 1H), 4,12 (A&,
J=1,9 Ty, J=11,5 Tu, 1H), 3,77 (c, 3H), 3,40 (m, 2H), 3,26 (m,
J=6,4 Ty, 1H), 2,88 2H), 2,30-2,10 (m, 2H), 2,30 (c, 3H),
2,28 (c, 3H), 2,18 (c, 3H), 2,02 (c, 3H).

3¢ aMP (75 MPu, CDCl;): & 174,1, 168,4, 147,8, 145,4, 142,9,
i40,8, 140,1, 131,7, 130,2, 129,1, 128,3, 120,4, 118,3, 117,9,
113,8, 111,7, 101,7, 61,2, 59,8, 59,2, 58,9, 54,4, 53,8, 54,4,
41,3, 41,5, 34,1, 23,6, 20,3, 15,5, 9,4.

ESI-MS m/z:  O6uncaeno as C3 HigNyOgS: 622,7. 3uaitzeno (M+H)": 623,2.

Mpuknag 36
Cnonyka Int-36

s, 1K}, 6,03 (ma, J=1,3 Iu,
5,02

(M,

(M,

0
'.‘
_Mer e
2) DBU, N0 . cu,u,
3)(COH) Q
Int-34 Int-36
PosuyuH N-meTunwpnamH-4-kapbokcans-

aerignoanay (378wmr, 1,5mMmonb) B 6e3sogHomy JMP
(5,8mMn1)  obpobnsaTb 6e3BogHUM TONyornomM
(2x10mn), wob BMAanMTU BCHO BOAY a3€O0TPOMHO
BiIFOHKOIO 3 TONyonom. 1o opaHXeBOro po3ynHy 4ye-
pes kaHwonto npu 23°C pgogatoTb po3unH 35 (134wmr,
0,21mMonb), 3asganerigb 06pobnexHwn 6e3BogHUM
Tonyonom (2x10mn), B 6e3BogHomy CH-Cl, (neper-
HaHun Hapg CaHp, 7,2mn). PeakuiviHy cymiw nepemi-
wytoTb npu 23°C npotarom 4 roguH. lMicnsa 3akiH4eH-
HS UbOro 4acy no kpannsx gopatoTtb npu 23°C DBU
(32,2n, 0,21mMmonb) | ogepkaHe nepemillyoTb NpoTS-
rom 15 xBunuH npu 23°C. [lo peakuiiHOi Ccymilli go-
AalTb CBIKOMPUrOTOBNEHUI BOAHWUIA HACUYEHWUA PO3-
YnH waenesoi kucnotu (5,8mn) i nepemiwyoTb
npotsirom 30 xBunuH npu 23°C. ToTiM peakuiiHy cy-
Miw oxonomxyloTe go 0°C i nopuismu pgopatoTb
NaHCO; 3 noganblMM Ao4aHHSAM BOOHOroO Hacuye-
Horo po3unHy NaHCO3. OpgepxaHy cymill ekcTpary-
toTb Et,0. [o BogHoro wapy aogatotb K.COg3 i ekcT-
parytoTb Et,0. O6'eqHaHi opraHivHi Wwapwv cywatb Hag
MgSO4 i pO3YMHHUK BUOANSIOTL NPU 3HKEHOMY TUC-
Ky. OpoepXaHy HEOUYMLLEHY PEYOBUHY OYMLLAKTbL KO-
noHkoBoto chrieww-xpomatorpadieto (AcOEt/rekcaH Bia
1/3 po 1/1) 3 ogepxaHHam cnonyku 36 (77mr, 57%) y
BUrnsai 6nigo-xoBToi TBEPAOT PEHOBUHM.

' AMP (300 MPm, CDCla): & 6,48 (c, 1H), 6,11
(1, J=1,3 Tu, 1K), 6,02 (a, J=1,3 Tu, 1H), 5,70 (ymmp.c, LH),
5,09 {a, J=11,3 Tu, iH), 4,66 (ywmp.c, 1H), 4,39 (M, 1H), 4,27
(m, J=5,6 T'u, 1lH), 4,21 (g, J=10,5 Cru, 1H), 4,16 (n, J=2,6 Iu,
iH), 3,76 (c, 3H), 3,54 {m, J=5,1 Tu, 1K), 3,42 (&, J=8,5 I,
1K), 2,88-2,54 (M, 3H), 2,32 (c, 3H), 2,24 (¢, 3#), 2,14 (c,
34y, 2,04 (c, 3#). C sMp (75 Mru, CDCly): & 186,7, 168,5, 160,5,
47,1, 146,4, 142,9, 141,6, 140,7, 130,4, 129,8, 121,7 (2C},
120,0, 117,8, 117,1, 113,5, 102,2, 61,7, 61,4, 60,3, 59,8, 58,9,

29,7, 24,1, 20,3, 15,8, 14,1, 9,6. ESI-MS m/z:
622,2.

54,6, 41,6, 36,9,
O6uucaeno aas C3 Hy;N;00S: 621,7. 3naitaeno (M+H)":
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