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(57) 1. Cnonyka cdopmynm (1) abo ii bapmaueBTMyIHO
NPUAHATHA Cinb:

®)

A ne R; siBnsie coboto BoaeHb abo 3amilleHnin abo He-
\"/\l/\B 3amiweHunn Cq-Cyankin, Cs-Crupmknoarnkin, deHin abo
M 5-6-uneHHVIn reTepoapur, SKUN SK retepoaTtoMmn Mic-
o NH, , TmTb N, Si O; i R’3 aBnsie coboto BoaeHb abo CFs;
ne R,

A BnBpaHuin 3 rpynu, fka cknagaeTbes i3 3aMiCHUKIB
HacTynHUX coopmyn 3 (2) no (7):

F (6)

(13) C2
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ne R4 siBnsie coboto BoaeHb, ranoreH abo 3amilieHui
abo HesawmiweHu C4-Caankin, abo BnubpaHuin i3 3ami-
CHUKIB HacTynHux chopmyn (6a) i (6b):
R
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(6a)

(6b)

ne Rs aBnsie coboto BoaeHb, ranoreH abo 3amilleHui
abo HesamiweHnn Cq-Cqankin; i X aBnsie coboto Ku-
CeHb, CipKy abo cynbdoH;

7)

Y
&

NS(

ne Re aBnsie coboto ranoreH abo 3amiweHuin abo
He3amileHuin Cq-Cqankin;

B BnbpaHwuii i3 rpynu, fka cknagaetbCs i3 3aMiCHUKIB
HacTynHux copmyn 3 (8) no (11):

(8)

(0] R,
ne Rz, Rs, Rg i Rio, KOXHUIA, He3anexHo sBNAITb

coboto BoAeHb, ranoreH abo 3amilleHuin abo HesaMi-
weHnn Cq-Cqankin;

R13: Riz
é“N :Y 9)

0 Ry

ne Ri1, Ri2 i Ry3, KOXHUIN, HE3aNeXHO SABMSAKTb CO-
Oolo BoAeHb, ranoreH abo 3amilleHuit abo Hesami-
weHun Cq-Cqankin; i Y saBnsie cobor KUCeHb, Cipky
abo SOy;

Ris
/\( (10)
r g

ne R14 i Rys, KO)KHMVI, He3anexHo ABMATb CobOoH
BOJEHb, ranoreH abo 3amilleHnii abo HesamilleHui
C+-Cqankin; i Z ssnsie coboto -CH- abo kuceHb, ae Z
sBNsie cODOK0 KnceHb, Ris BiOCYTHIN;
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R17
% N/g (11)
(@]

ne Ri7 aBnsie coboto 3amilleHunin abo HesamileHui
C1-Caankin.
2. Cnonyka 3a n. 1 abo ii dhapmaueBTU4HO MPUNHAT-
Ha cinb, ae 3amiweHnn C4-Ciankin siensie coboto an-
Kifl, 3aMilleH1 ranoreHom.
3. Cnonyka 3a n. 2 abo ii dapmaueBTUYHO NPUNHAT-
Ha Cinb, e ranoreH siBnsie coboto rop.
4. Cnonyka 3a n. 1 abo i dhapmaueBTUYHO NPUAHSAT-
Ha cinb, e A aBnse coboto 3amicHuk dopmynm (5), i
R3 B1BpaHuii i3 rpynu, sika cknagaeTbCa 3 HACTYMHUX
3aMiCHUKIB:
BOJEHb;
3aMilLieHnn abo HesamileHnin Cq-Cankin;
rpyna dopmynm -CH2>-R1g, Ae Rig saiBnsie cobowo Ci-
Csankokciankin abo Csz-Cr7umknoankin, HesamilleHui
abo 3amilleHnit ranoreHom abo rigpokcy, abo deHin,
HesamilleHu abo 3amilleHnid ranoreHoM abo rigpo-
kcunom, abo 5- abo 6-4neHHWI reTepoapurn;
3aMilLieHnn abo HesamiweHunn Cs-Cyumnknoarnkin;
rpyna cpopmynu

R19

R20

ne Rig i Roo, KOXHUIA, He3anexHo sABNs0Tb COOOH
BOJEHb, ranoreH abo 3amilleHnin abo HesamilleHui
C+-Chankin; i

5-uneHHnit abo 6-uneHHU reTepoapwr, Hesamille-
HU abo 3amilLleHnii ranoreHoM abo rigpoKcu.

5. Cnonyka 3a n. 4 abo ii dapmaueBTUYHO NPUNHAT-
Ha cinb, ae 3amiweHunn Cs-Crumknoankin i C+-Csankin
SAABMAOTbL COOOI LMKMOArnKin i ankin, 3amilLleHunn rano-
reHom abo rigpokcu.

6. Cnonyka 3a n. 1 abo ii dhapmaueBTU4HO MPUNHAT-
Ha cinb, Ae retepoapun sBnsie coboto 2-dypaH, 3-
dypaH, 2-TiodeH, 3-TiodpeH, 2-nipnauH, 3-nipnauH, 4-
nipuawvH, 2-nipon aéo 3-niporn.

7. Cnonyka 3a n. 1 abo ii dapmaLeBTUYHO NPUNHAT-
Ha cinb, Ae crnonyka sBnsie coboio cTepeoizomep, 5K
NpeAcTaBneHo B HAcTynHin dopmyni (1a):

A
\"/\r\B
(la)

O  NH,

ae A'i B € Tumn xx camumu, sik 'y doopmyni (1).

8. Cnonyka 3a n. 1 abo ii dhapmaueBTUYHO NPUNHAT-
Ha Cinb, sika Bigpi3HAETbCA TUM, Lo BUbpaHa i3 rpy-
nu, sika cKNagaeTbCs 3 HACTYMHUX CMOMYK:
3-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-gurigpo-
8H-[1,2,4]Tpmasono[4,3-a]nipa3vnH-7-
in)6yTnnjokcasonianH-2-oH;
3-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-gurigpo-
8H-[1,2,4]Tpnazonol4,3-a]nipa3unH-7-in)oytun]-5-
METUIOKCAa30MiANH-2-0H;
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1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-aurigpo-
8H-[1,2,4]tpnasonol4,3-a]nipasuH-7-
in)6yTnn]ninepnanH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-aurigpo-
8H-[1,2,4]tpnasono[4,3-a]nipasun-7-in)oyTun]-4-
MeTUNNiponianH-2-0oH,;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-aurigpo-
8H-[1,2,4]tpnasonol4,3-a]nipa3uH-7-in)oyTun]-4,4-
OnumeTunniponianH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-aurigpo-
8H-[1,2,4]tpuasono[4,3-a]nipasun-7-in)oytun]-3-
¢TopniponianH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-aurigpo-
8H-[1,2,4]Tpuasono[4,3-a]nipasnH-7-
in)6yTun]niponianH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudbTopmeTnn-5,6-aurigpo-
8H-[1,2,4]tpuasonol4,3-a]nipasun-7-in)oytun]-3-
dTopninepuanH-2-oH;
1-[2S-amiHo-4-0Kkco-4-(3-TpudTopmeTnn-5,6-aurigpo-
8H-[1,2,4]tpnazonol4,3-a]nipasuH-7-in)oytun]-3-
MeTUNNiponiaAnH-2-0H,;
1-[2S-amiHo-4-0Kkco-4-(3-TpudTopmeTnn-5,6-aurigpo-
8H-[1,2,4]tpnazonol4,3-a]nipasuH-7-in)oytun]-4-
meTun-1,5-gurigponipon-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-aurigpo-
8H-[1,2,4]tpnazonol4,3-a]nipasuH-7-in)oytun]-4-
MeTUnninepuanH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-gurigpo-
8H-[1,2,4]tpnazonol4,3-alnipasuH-7-in)oytnn]-5,5-
andpropninepnanH-2-oHx;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-gurigpo-
8H-[1,2,4]tpunasonol4,3-alnipasuH-7-in)oytnn]-5R-
MeTUnninepuanH-2-0oH;
3-[2S-amiHo-4-okco-4-(3-TpudTopmeTnn-5,6-gurigpo-
8H-[1,2,4]tpnazonol4,3-a]nipasuH-7-in)6ytun]-3-
asabiunkno[3,1,0]rekcaH-2-0H;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTun-5,6-gurigpo-
8H-[1,2,4]tpnazonol4,3-a]nipasuH-7-in)oytun]-4-
TpUTOPMETUNNIPONIANH-2-0H;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTun-5,6-gurigpo-
8H-[1,2,4]tpnazonol4,3-a]nipasuH-7-in)oytun]-4-
TpudbTOpMETUNNINEPUANH-2-0H;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTun-5,6-gurigpo-
8H-[1,2,4]tpnazonol4,3-a]nipasuH-7-in)bytun]-5-
TpudTOpMETUNNINEPUANH-2-0H;
4-[2S-amiHo-4-okco-4-(3-TpudbTopmeTun-5,6-gurigpo-
8H-[1,2,4]tpnazonol4,3-a]nipasuH-7-in)byTun]-6-
MeTUNMOPAONiH-3-0H;
1-[2S-amiHo-4-(3,4-aurigpo-1H-izoxiHoniH-2-in)-4-
oKcoOyTuUn|ninepuanH-2-oH;
1-[2S-amiHo-4-(3,4-aurigpo-1H-izoxiHoniH-2-in)-4-
0oKCOOYTUN]-4-MeTMNNiPoniANH-2-0H;
1-[2S-amiHo-4-0kc0-4-(3-TpudpTopmeTnn-4,5-gurigpo-
7H-i3okca3ono[3,4-c]nipngnH-6-in)oyTnnninepuamH-
2-OH;
1-[2S-amiHO-4-0kCc0o-4-(3-TpndpTopmeTnn-1,4,5,7-
TeTparigponipasono(3,4-c]nipnanH-6-
in)oyTnnninepuanH-2-oH;
1-[2S-amiHo-4-0KkC0-4-(4-TpudpTopmeTnn-5,8-gurigpo-
6H-nipnao[3,4-d]nipumigny-7-in)-6ytun]-5R-meTtnn-1-
ninepuanH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-0kCc0-4-[2-beHin-4-
(TpdbTopmeTun)-5,8-amrigponipnao[3,4-dlnipumignH-
7(6H)-in]oytnn}-5-meTunninepmgnH-2-oH;
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(6S)-4-{(2S)-2-amiHo-4-0kC0-4-[2-heHin-4-
(TpndTopmMeTun)-5,8-aunrigponipnao(3,4-dlnipumignH-
7(6H)-in]oytnn}-6-meTnnmopdoniH-3-0H;
1-{(2S)-2-amiHo-4-0kCc0-4-[2-eHin-4-
(TpndpTopmMeTun)-5,8-aunrigponipnao(3,4-dlnipumignH-
7(6H)-in]oytnn}-5,5-gudTopninepuanH-2-oH;
1-{(2S)-2-amiHo-4-[2-unknonponin-4-
(TpudTopmeTunn)-5,8-gurigponipnao[3,4-dnipymignH-
7(6H)-in]-4-okcobyTtnn}-5,5-andTopninepmanH-2-oH;
1-{(2S)-2-amiHo-4-[2-umknonponin-4-
(TpudTopmeTunn)-5,8-gurigponipnao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnm}-5-meTunninepmanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-[2-umknonponin-4-
(TpudTopmeTun)-5,8-gurigponipnao[3,4-dnipymignH-
7(6H)-in]-4-okcobyTnm}-6-meTunmMopdoniH-3-0H;
1-{(2S)-2-amiHo-4-0okco-4-[5-(TpndpTopmeTnn)-3,4-
avrigpoisoxiHonin-2(1H)-in]6yTun}-5,5-
audptopninepnanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-0Kco-4-[5-(TpdTOPMETUN)-
3,4-avrigpoisoxiHoniH-2(1H)-in]6yTun}-6-
MeTUNMopdoniH-3-0OH;
1-{(2S)-2-amiHo-4-[2-(4-pTOpPdheHin)-4-
(TpudTopmeTnn)-5,8-gurigponipnao[3,4-dnipymignH-
7(6H)-in]-4-okcobyTtnn}-5,5-andTopninepmanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-[2-(4-pTOpdEHIn)-4-
(TpudTopmeTunn)-5,8-gurigponipuao[3,4-d]nipymianH-
7(6H)-in]-4-okcobyTnmn}-6-meTunmMopdoniH-2-0H;
1-{(2S)-2-amiHo-4-[2-(3-pTOpPdheHin)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymianH-
7(6H)-in]-4-okcobyTnny}-5,5-andTopninepmanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-[2-(3-pTOpdEHIn)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipumignH-
7(6H)-in]-4-okcobyTnmn}-6-meTunmMopdoniH-3-0H;
(5R)-1-{(2S)-2-amiH0-4-[2-(4-pTopdeHin)-4-
(TpndTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnmn}-5-meTunninepmanH-2-ox;
1-{(2S)-2-amiHo-4-[2-(3,4-anTOpdeHin)-4-
(TpndTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnny}-5,5-andTopninepmanH-2-ox;
(6S)-4-{(2S)-2-amiHo-4-[2-(3,4-andTOPdEHIN)-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-6-meTunmopdoniH-3-0H;
(5R)-1-{(2S)-2-amiHo-4-[2-(3,4-andTopdheHin)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTunninepuanH-2-ox;
(5R)-1-{(2S)-2-amiH0-4-[2-unKnoneHTnn-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnmn}-5-meTunninepuanH-2-ox;
(6S)-4-{(2S)-2-amiH0-4-[2-LnKnoneHTUN-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-6-meTunmopdoniH-3-0H;
1-{(2S)-2-amiHo-4-[2-umknoneHTun-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5,5-andTopninepmuanH-2-oH;
(5R)-1-[(2S)-2-amiH0-4-0KCO-4-{2-[4-
(TpudTopmeTun)deHinl-6,7-aurigpo[1,3]tiazono[4,5-
c]nipnanH-5(4H)-in}oyTun]-5-meTnnninepuonH-2-oH;
(6S)-4-[(2S)-2-amiHO-4-0KkC0-4-{2-[4-
(TpudTopmeTun)deHinl-6,7-aurigpo[1,3]tiazono[4,5-
c]nipnanH-5(4H)-in}oyTun]-6-metTnnMopdoniH-3-0H;
1-[(2S)-2-amiHo-4-0kCcO-4-{2-[4-
(TpudTopmeTun)deHin]-6,7-aurigpo[1,3]tiazono[4,5-
c]nipnanH-5(4H)-in}oyTun]-5,5-gudTopninepngmnH-2-
OH;
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(5R)-1-{(2S)-2-amiH0-4-[2-(4-bTopdheHin)-6,7-
avrigpo[1,3]tiazono[4,5-c]nipuann-5(4H)-in]-4-
0KCOBYyTUN}-5-MeTunninepnanH-2-oHx;
(6S)-4-{(2S)-2-amiHo-4-0Kco-4-[2-(4-dTOpdEHIn)-6,7-
avrigpo[1,3]tiazono[4,5-c]nipuann-5(4H)-in)6yTnn}-6-
MEeTUIIMOPMOniH-3-0H;
1-{(2S)-2-amiHo-4-[2-(4-pTOpPdheHin)-6,7-
avrigpo[1,3]tiazono[4,5-c]nipuann-5(4H)-in]-4-
okcobyTun}-5,5-gudpTopninepnanH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-0okco-4-[2-(TeTparigpo-2H-
nipaH-4-in)-6,7-gurigpo[1,3]tiazono[4,5-c]nipnavH-
5(4H)-in]6yTnn}-5-meTunninepmanH-2-oH;
(6S)-4-{(2R)-2-amiHo-4-0okco-4-[2-(TeTparigpo-2H-
nipaH-4-in)-6,7-gurigpo[1,3]tiazono[4,5-c]nipnavH-
5(4H)-in]6yTun}-6-metTnnMopdoniH-3-oH;
1-{(2S)-2-amiHo-4-okco-4-[2-(TeTparigpo-2H-nipaH-4-
in)-6,7-gurigpo[1,3]tiazono[4,5-c]nipunanH-5(4H)-
in]oytun}-5,5-gudpTopninepuanH-2-oH;
(6S)-4-{(2S)-2-amiH0-4-0KkCc0-4-[2-(TpndTOpMETUN)-
6,7-gurigpo[1,3]tiazono[4,5-c]nipnanH-5(4H)-
in]6yTnn}-6-meTunmopdoniH-3-oH;
1-{(2S)-2-amiHo-4-okco-4-[2-(TpucpTopmeTnn)-6,7-
avrigpo[1,3]tiazono[4,5-c]nipnanH-5(4H)-in]6yTnm}-
5,5-gudptopninepnanH-2-oHx;
(5R)-1-{(2S)-2-amiH0-4-[2-(2-meToKCieTnn)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTunninepuanH-2-oH;
1-{(2S)-2-amiH0-4-[2-(2-meTOKCieTUN)-4-
(TpndTopmeTnn)-5,8-aurigponipnao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTun}-5,5-audTopninepnanH-2-oH;
(5R)-1-{(2S)-2-amiH0-4-[2-(uuknonponinmetun)-4-
(TpndTopmeTnn)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTunninepuanH-2-oH;
1-{(2S)-2-amiH0-4-[2-(umknonponinmeTnn)-4-
(TpndTopmeTnn)-5,8-aurigponipnao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTun}-5,5-audTopninepnanH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-0kCc0-4-[2-nipnanH-4-in-4-
(TpucbTopmeTnn)-5,8-gurigponipnao[3,4-djnipumignH-
7(6H)-in]oyTmn}-5-meTunninepmguH-2-oH;
1-{(2S)-2-amiH0-4-oKC0-4-[2-nipnanH-4-in-4-
(TpucbTopmMeTnn)-5,8-gurigponipnao[3,4-djnipumignH-
7(6H)-in]oytnn}-5,5-andTopninepnanH-2-oH;
(5R)-1-{(2S)-2-amiH0-4-[2-(4-cbTOpGEH3MNN)-4-
(TpucbTOopMeETUN)-5,8-aurigponipnao[3,4-djnipumignH-
7(6H)-in]-4-okcobyTum}-5-meTunninepmanH-2-oH;
1-{(2S)-2-amiH0-4-[2-(4-pTOPOEH3NN)-4-
(TpudTopmeTun)-5,8-aurigponipnao[3,4-dlnipumignH-
7(6H)-in]-4-okcobyTtnmn}-5,5-gudTopninepmgnH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-0kc0-4-[2-(3-TieHin)-4-
(TpndTopmMeTun)-5,8-aunrigponipnao([3,4-dlnipymignH-
7(6H)-in]oyTnn}-5-meTunninepmgnH-2-oH;
1-{(2S)-2-amiH0-4-0kC0-4-[2-(3-TieHin)-4-
(TpndTopmMeTun)-5,8-aunrigponipnao(3,4-dlnipymignH-
7(6H)-in]oytnn}-5,5-gudTopninepuanH-2-oH;
(5R)-1-{(2S)-2-amiH0-4-0kCO-4-[2-(2-TieHin)-4-
(TpndTopmMeTUn)-5,8-aunrigponipnao(3,4-dlnipumignH-
7(6H)-in]oytnn}-5-meTunninepmanH-2-oH;
1-{(2S)-2-amiH0-4-0kC0O-4-[2-(2-TieHin)-4-
(TpudTopmeTun)-5,8-gurigponipnao[3,4-d]nipymignH-
7(6H)-in]oytnn}-5,5-gudTopninepuanH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-[2-(2-dypunn)-4-
(TpudTopmeTun)-5,8-gurigponipnao[3,4-dnipymignH-
7(6H)-in]-4-okcobyTnm}-5-meTunninepmanH-2-oH;
1-{(2S)-2-amiHo-4-[2-(2-pypwun)-4-(TpucTOPMETMUI)-
5,8-aurigponipugo[3,4-d]nipumignn-7 (6H)-in]-4-
okcobyTun}-5,5-gudTopninepnanH-2-oH;
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(5R)-1-{(2S)-2-amiHo-4-[2-(3-dypunn)-4-
(TpudTopmeTunn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnm}-5-meTunninepmanH-2-oH;
1-{(2S)-2-amiHo-4-[2-(3-cpypun)-4-(TpucpTopmeTUN)-
5,8-aurigponipuaol[3,4-d]nipumignn-7(6H)-in]-4-
okcobyTun}-5,5-gudpTopninepnanH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-0Kkc0-4-[2-(1H-nipon-2-in)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymianH-
7(6H)-in]oyTvn}-5-meTunninepmanH-2-oH;
1-{(2S)-2-amiHo-4-okco-4-[2-(1H-nipon-2-in)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymianH-
7(6H)-in]oytnn}-5,5-gudTopninepmuanH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-0kc0-4-[2-nipnanH-3-in-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipumignH-
7(6H)-in]oyTn}-5-meTunninepmanH-2-oH;
1-{(2S)-2-amiHo-4-0kc0o-4-[2-nipnanH-3-in-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]oytnn}-5,5-audTopninepmuanH-2-oH;
1-{(2S)-2-amiHo-4-[2-eTnn-4-(TpncpTopmeTnn)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in]-4-
okcobyTun}-5,5-audTopninepuanH-2-oH;
(6S)-4-{(2S)-2-amiH0-4-[2-eTVn-4-(TpudTOPMETUN)-
5,8-gurigponipnao[3,4-dnipngunH-7(6H)-in]-4-
0oKCcobyTnN}-6-MmeTunMopdorniH-3-oH;
1-{(2S)-2-amiHo-4-[2-i3onponin-4-(TpudTopmeTun)-
5,8-gurigponipnago[3,4-dnipumignn-7(6H)-in]-4-
okcobyTun}-5,5-gudpTopninepuanH-2-oH;
1-{(2S)-2-amiHo-4-[2-i3onponin-4-(TpudTopmeTun)-
5,8-gurigponipnao[3,4-dnipumignn-7(6H)-in]-4-
OKCOByTUN}-5-MeTunninepnanH-2-oHx;
(6S)-4-{(2S)-2-amiH0-4-[2-i30nponin-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTun}-6-meTunmopdoniH-3-0H;
(6R)-4-{(2S)-2-amiHo-4-0kc0-4-[3-(TpnucpTOopmeTUNn)-
5,6-gurigpo[1,2,4]Tpuasono[4,3-a]nipa3uH-7(8H)-
in]6yTnn}-6-meTunmopdoniH-3-oH;
(6S)-4-{(2S)-2-amiHo-4-0Kkc0-4-[3-(TpndTopMETUN)-
5,6-gurigpo[1,2,4]Tpuasonol4,3-a]nipa3uH-7(8H)-
in]6yTnn}-6-meTunmopdoniH-3-oH;
(5S)-1-{(2S)-2-amiHo-4-okco-4-[3-(TpndTopMeTUN)-
5,6-gurigpo[1,2,4]Tpnasonol4,3-a]nipa3uH-7(8H)-
in]6yTun}-5-meTrnninepuanH-2-oH;
(5S)-1-{(2S)-2-amiH0-4-[2,4-Bic(TpucdTOopmeTnmn)-5,8-
avrigponipnao[3,4-dnipumignH-7(6H)-in]-4-
0KCcoOyTUN}-5-MeTUNNinepuanH-2-oH,;
(5R)-1-{(2S)-2-amiH0-4-[2-meTnn-4-(TpudTOPMETUN)-
5,8-gurigponipuao[3,4-dnipymignn-7(6H)-in]-4-
0oKCcoOyTUN}-5-MeTUNninepuanH-2-oH,;
(5R)-1-{(2S)-2-amiH0-4-[2,4-6ic(TpndpTOpMeETUN)-5,8-
avrigponipmao[3,4-dnipymignn-7(6H)-in]-4-
0KCcoOyTUN}-5-MeTUNninepuanH-2-oH,;
1-{(2S)-2-amiH0-4-[2,4-Bic(TpndTopmeTUn)-5,8-
avrigponipmao[3,4-dnipymignn-7(6H)-in]-4-
okcobyTun}-5,5-andTopninepuanH-2-oH;
(5R)-4-{(2S)-2-amiH0-4-[2,4-6ic(TpndTOpMeTUN)-5,8-
avrigponipmao[3,4-dnipymignn-7(6H)-in]-4-
okcobyTun}-6-meTunmMopdoniH-3-oH;
1-{(2S)-2-amiH0-4-[2-meTun-4-(TpuchTopmeTun)-5,8-
pwvrigponipnao[3,4-d]nipumignn-7(6H)-in]-4-
okcobyTun}-5,5-andTopninepuanH-2-oHx;
(6S)-4-{(2S)-2-amiH0-4-[2-meTUN-4-(TpndTOPMETUN)-
5,8-gurigponipugo[3,4-dnipumignn-7(6H)-in]-4-
okcobyTun}-6-meTunmMopdoniH-3-oH;
1-{(2S)-2-amiH0-4-0kC0-4-[4-(TpndpTOpMETUI)-5,8-
avrigponipnao[3,4-dnipymignn-7(6H)-in)6yTun}-5,5-
audTopninepuanH-2-oH;
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(6S)-4-{(2S)-2-amiHo-4-0KCO-4-[4-(TPdTOPMETUN)-
5,8-aurigponipnaol[3,4-d]nipumignH-7(6H)-in]oytun}-
6-meTUnNMopdoniH-3-0H;
1-{(2S)-2-amiHo-4-okco-4-[3-(NneHTadTOPETMN)-5,6-
avrigpo[1,2,4]tpuasonol4,3-ajnipa3un-7(8H)-
in]6yTnn}-5,5-audTopninepnanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-oKco-4-[3-(neHTadTopeTUN)-
5,6-aurigpo[1,2,4]tpnasonol4,3-a]nipasuH-7(8H)-
in]6yTnn}-6-meTunmopdoniH-3-oH;
4-{(2S)-2-amiHo-4-2,4-6ic(TpndTopmeTnn)-5,8-
avrigponipngo[3,4-dnipymignh-7(6H)-in]-4-
0KCcobyTUN}-6-MeTUNTIoMOpPdOniH-3-0H;
1-{(2S)-2-amiHo-4-[2-TpeT-6yTVN-4-(TpudTopMeTUN)-
5,8-gurigponipnago[3,4-dlnipumignn-7(6H)-in]-4-
okcobyTun}-5,5-audpTopninepuanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-[2-TpeT-OyTUN-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnmn}-6-meTunmopdoniH-3-0H;
4-{(2S)-2-amiHo-4-0okco-4-[3-(TpudpTopmeTnn)-5,6-
avrigpo[1,2,4]tpuasonol4,3-a]nipa3un-7(8H)-
in]6yTnn}-6-meTnnTioMopdoniH-3-0H;
(5R)-1-{(2S)-2-amiHo-4-[2-eTun-4-(TpncpTopmeTUN)-
5,8-gurigponipuao[3,4-dnipnaunH-7(6H)-in]-4-
0oKCoOYyTUN}-5-MeTUNNinepuanH-2-oH,;
(5R)-1-{(2S)-2-amiHo-4-0kCc0-4-[2-(NeHTadTOpETMUN)-
4-(Tpudptopmetun)-5,8-gurigponipmngo[3,4-
d]nipumignn-7(6H)-in]6yTnn}-5-meTunninepuanH-2-oHx;
(6S)-4-{(2S)-2-amiH0-4-0KCcO-4-[2-(NneHTadpTOpeTUN)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]oyTnn}-6-metTrnMopdoniH-3-oH;
1-{(2S)-2-amiHo-4-oKkco-4-[2-(NneHTadbTOpeTNN)-4-
(TpndbTopmeTnn)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-in]oyTun}-5,5-amndTopninepnamnH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-0okco-4-[2-nponin-4-
(TpndTopmeTnn)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-in]oyTun}-5-meTunninepnanH-2-oHx;
1-{(2S)-2-amiHo-4-0Kco-4-[2-nponifn-4-
(TpndTopmeTun)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-in]oytun}-5,5-andTopninepnamnH-2-oH;
(5R)-1-{(2S)-2-amiH0-4-[2-(chbTOpMETUN)-4-
(TpndTopmeTnn)-5,8-aurigponipnao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTunninepuanH-2-oH;
1-{(2S)-2-amiH0-4-[2-(pTOpMETUN)-4-
(TpucbTopMeTnn)-5,8-aurigponipnao[3,4-djnipumignH-
7(6H)-in]-4-okcobyTtnm}-5,5-gudTopninepmgnH-2-oH;
1-{(2S)-2-amiH0-4-[2,4-Bic(TpndpTOopmeTnn)-5,8-
awvrigponipnao[3,4-d]nipumignn-7(6H)-in]-4-
okcobyTun}-4-metun-1,5-gurigpo-2H-nipon-2-ok;
1-{(2S)-2-amiH0-4-[2-(3-pypun)-4-(TpudpTopmMeTUN)-
5,8-gurigponipugo[3,4-dnipumignn-7 (6H)-in]-4-
okcobyTun}-4-metunn-1,5-gurigpo-2H-nipon-2-oH;
1-{(2S)-2-amiHo-4-[2,4-6ic(TpndTopmeTN)-5,8-
avrigponipnao[3,4-d]nipumignn-7(6H)-in]-4-
0KCOBYTUN}-4-METUNOKCOMNiIPONiaNH-2-0H;
1-{(2S)-2-amiH0-4-[2-(3-pypun)-4-(TpudpTopmMeTUN)-
5,8-gurigponipnao[3,4-d]nipumignH-7(6H)-in]-4-
0oKcoByTUN}-4-mMeTnnniponignH-2-oH;
1-{(2S)-2-amiHo-4-[2,4-Gic(TpndTopmeTNn)-5,8-
avrigponipnao[3,4-d]nipumignn-7(6H)-in]-4-
okcobyTun}-5-(TpudTopmeTUn)ninepuanH-2-oH;
1-{(2S)-2-amiHo-4-[2,4-6ic(TpndTopmeTNn)-5,8-
avrigponipnao[3,4-d]nipumignn-7(6H)-in)-4-
okcobyTun}-4-(TpndTOpMETUN)NIPONiANH-2-0H;
1-{(2S)-2-amiH0-4-[2-(3-pypun)-4-(TpucpTOopmMeTUN)-
5,8-gurigponipugo[3,4-dnipumignn-7 (6H)-in]-4-
oKkcobyTun}-4-(TpudbTopMeTUN )NiponianH-2-oH;
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1-{(2S)-2-amiHo-4-[2,4-6ic(TpndTopmeTNM)-5,8-
avrigponipyao([3,4-d]nipumignn-7(6H)-in]-4-
OKCOOYTUN}-4-METUNOKCOMINEPUANH-2-0H;
1-{(2S)-2-amiHo-4-[2-(3-pypwun)-4-(TpucbTOPMETMUI)-
5,8-gurigponipugo[3,4-dnipumignn-7(6H)-in]-4-
0OKCOOYTUN}-4-MeTUNNINepUANH-2-0H;
(5R)-1-{(2S)-2-amiH0-4-[2-LnKnobyTMUN-4-
(TpudTopmeTun)-5,8-gurigponipnao[3,4-d]nipymigmH-
7(6H)-in]-4-okcobyTnm}-5-meTunninepmanH-2-oH;
1-{(2S)-2-amiHo-4-[2-unknobyTnn-4-(TpudTOPMETNN)-
5,8-gurigponipnaol[3,4-d]nipuaunH-7(6H)-in]-4-
okcobyTun}-5,5-gudTopninepnanH-2-oH.

9. Cnonyka 3a n. 1 abo ii dapMaLeBTUYHO NPUNHAT-
Ha Cinb, sika Bigpi3HAETbLCA TMM, Lo B1bpaHa 3 (5R)-
1-{(2S)-2-amiH0-4-[2-meTnn-4-(TpudTOpPMETUN)-5,8-
avrigponipngo[3,4-dnipymiann-7 (6H)-in)-4-
0KCODYyTUN}-5-MeTunninepnanH-2-oHy i oro coni ma-
neiHoBOI KNCNoTn, pocOpHOI KUCHOTU, BUHHOT KUC-
NoTW, XMOPOBOAHEBOI KUCMNOTU, MeTaHCYynb(OHOBOI
KMCMOTK abo IMMOHHOI KACNOTH.

10. Cnonyka 3a n. 1 abo ii dapmaLeBTUYHO NPUNHS-
THa Cinb, sika BiAPI3HAETbCA TUM, WO BMOpaHa 3
(5R)-1-{(2S)-2-amiHo-4-[2,4-Bic(TpndpTopmeTmnn)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in]-4-
0KCOByTMN}-5-MeTunninepnanH-2-oHy i noro coni ma-
neiHoBoI Kncnotu, pocopHOI KUCHIOTU, BUHHOT KUC-
NoTW, XIOPOBOAHEBOI KWUCMOTU, METaHCYrb(OHOBOI
KMCMOTK abo FIMMOHHOI KACNOTW.

11. Cnonyka 3a n. 1 abo ii dapmaLeBTUYHO NPUNHS-
THa Cinb, sIka BiAPI3HAETbLCA TUM, O BubpaHa 3 1-
{(2S)-2-amiHo-4-[2,4-Bic(TpndpTOopMmeTHN)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in]-4-
okcobyTun}-5,5-audTopninepuanH-2-oHy i Moro corni
ManeiHoBOI KUCNOTWU, POCKHOPHOT KUCMOTU, BUHHOI
KMCMOTK, XIOPOBOOHEBOI KMUCIOTW, MeTaHCYymnb(OHO-
BOI KUCIOTW abo NMMMOHHOI KUCAOTW.

12. Cnonyka 3a n. 1 abo ii dapmaLeBTUYHO NPUNHS-
THa Cinb, sIKa BiApPiI3HAETbLCA TUM, WO BMOpaHa 3
(6S)-4-{(2S)-2-amiH0-4-[2,4-Bic(TpucbTopmeTHn)-5,8-
avrigponipngo[3,4-dnipymigut-7(6H)-in]-4-
0KCOByTUN}-6-MeTunmopdoriH-3-oHy i noro coni ma-
neiHoBOI KMCNoTh, PoCHOPHOI KUCIIOTU, BUHHOT KUC-
NoTW, XIOPOBOAHEBOI KUCMOTU, METaHCYrb(OHOBOI
KMCRoTK abo FIMMOHHOI KMCNOTW.

13. Cnonyka 3a n. 1 abo ii dpapmaLeBTUYHO NPUNHS-
THa Cinb, sika BigpPI3HAETbLCA TUM, WO BMOpaHa 3 1-
{(28)-2-amiHo-4-[2-meTnn-4-(TpudTopmeTunn)-5,8-
avrigponipnao[3,4-dnipumiguns-7(6H)-in]-4-
okcobyTun}-5,5-gudpTopninepuanH-2-oHy i 1Moro coni
ManeiHoBOI KUCNOTW, POCHOPHOT KUCMOTU, BUHHOI
KMCIOTK, XITOPOBOLHEBOI KWUCIOTW, MeTaHCynb(OHO-
BOI KUCINOTW abo NMMMOHHOI KMCMOTW.

14. Cnonyka 3a n. 1 abo ii papmaLeBTUYHO NPUNHS-
THa Cinb, sIka BiApPiI3HAETbLCA TUM, WO BMOpaHa 3
(6S)-4-{(2S)-2-amiH0-4-[2-meTUN-4-(TpUdTOPMETUN)-
5,8-gurigponipnao[3,4-dnipymignn-7 (6H)-in]-4-
oKcobyTUN}-6-MeTunMopdoniH-3-oHy i noro coni ma-
neiHoBOI KUCNOTU, (POCKHOPHOI KUCIIOTHN, BUHHOI KUC-
1NOTW, XITOPOBOAHEBOI KUCMOTU, METaHCYMb(OHOBOI
KMCNoTK abo JIMMOHHOI KMCNOTH.

15. Cnonyka 3a n. 1 abo ii papmaLeBTU4HO NPUNHS-
THa Cinb, sika BiAPI3HAETbCA TUM, WO BMOpaHa 3
(6S)-4-{(2S)-2-amiHo-4-[2-(4-bTOpdeHIn)-4-
(TpdTopmeTun)-5,8-aurigponipnao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnm}-6-meTnnmopdoniH-2-oHy i
noro coni ManeiHoBOI KNCNOTW, (POCEHOPHOI KUCIOTH,
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BWHHOI KMCINOTK, XNOPOBOAHEBOI KUCMOTK, METaHCY-
NbOHOBOT KMCNOTN ab0 NMMMOHHOI KUCTOTH.

16. Cnonyka 3a n. 1 abo ii dapmaLeBTUYHO NPUNHS-
THa Cinb, sIka BiAPI3HAETbLCA TUM, WO BubpaHa 3 1-
{(2S)-2-amiHo-4-[2-TpeT-OyTVN-4-(TpdTOopMETUN)-
5,8-aurigponipnaol[3,4-d]nipumignH-7(6H)-in]-4-
okcobyTun}-5,5-andTopninepuanH-2-oHy i Moro coni
MarneiHoBOI KUCMNOTWU, dOCHOPHOT KUCHOTU, BUHHOI
KWUCMOTK, XIOPOBOOHEBOI KMUCOTW, MeTaHCYymnb(OHO-
BOI KUCINOTW abo NMMMOHHOI KUCIOTW.

17. Cnonyka 3a n. 1 abo ii dapmaLeBTUYHO NPUNHS-
THa Cinb, sika BiAPI3HAETbCA TUM, WO BuOpaHa 3
(6S)-4-{(2S)-2-amiHo-4-[2-TpeT-OyTUN-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-6-meTunmopdoniH-3-oHy i
Moro coni ManeiHoBoiI KMCNOTWU, (POCKHOPHOI KUCHOTH,
BWHHOI KMCMNOTW, XNOPOBOAHEBOI KUCIMOTKU, METaHCY-
NbOHOBOIT KMCNOTU ab0 NMMMOHHOI KUCTOTH.

18. Cnonyka 3a n. 1 abo ii dapmaLeBTUYHO NPUNHS-
THa Cinb, sika BiAPI3HAETbCA TUM, WO BuOpaHa 3
(6S)-4-{(2S)-2-amiHo0-4-[2-umnknonponin-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-6-meTunmopdoniH-3-oHy i
1oro coni ManeiHoBoI KMCNOTWU, (POCEHOPHOI KUCOTH,
BUHHOI KMCMOTWU, XINOPOBOAHEBOI KUCMOTU, METaHCY-
NbOHOBOIT KUCNOTN ab0 NMMMOHHOI KUCTOTH.

19. Cnonyka 3a n. 1 abo ii dhapmaLeBTUYHO NPUNHS-
THa Cinb, sIka BiApPi3HAETbCA TUM, WO BuOpaHa 3
(5R)-1-{(2S)-2-amiHo-4-0kc0-4-[2-(NeHTadTOpETMUN)-
4-(Tpudptopmetun)-5,8-gurigponipmugo[3,4-
d]nipumigun-7(6H)-in]6yTnn}-5-meTunninepuanH-2-
OHY i Moro coni ManeiHoBOl KMCROTU, ¢octopHOI
KUCNOTWN, BUHHOI KUCMOTWU, XNOPOBOAHEBOI KUCIOTW,
MeTaHCyNb(OHOBOT KUCIOTM ab0 JIMMOHHOI KUCMOTW.
20. Cnonyka 3a n. 1 abo ii bapMmaLeBTUYHO NPUAHS-
THa Cinb, sIka BiApPi3HAETbCA TUM, WO BuOpaHa 3
(6S)-4-{(2S)-2-amiHo-4-0Kco-4-[2-(neHTadpTopeTUN)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
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7(6H)-in]oyTun}-6-metnnMopdoniH-3-oHy i noro coni
ManeiHoBOI KUCNOTW, POCHOPHOT KUCMOTU, BUHHOI
KMCIOTK, XITOPOBOLHEBOI KMUCIOTKW, MEeTaHCynb(OHO-
BOI KUCIOTW abo NMMMOHHOI KMCMOTW.

21. Cnonyka 3a n. 1 abo ii papmaleBTUYHO NPUNRHS-
THa Cinb, sika BiApPI3HAETbLCA TUM, WO BuMOpaHa 3 1-
{(2S)-2-amiHo-4-0Kkc0-4-[2-(NneHTadTOpeTUN)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]oytnn}-5,5-audTopninepuanH-2-oHy i 1Aoro
coni ManeiHoBOI KUCMOTU, POCHOPHOI KNCNOTN, BUH-
HOI KMCMOTW, XIOPOBOAHEBOI KUCNOTU, METaHCyrb-
(POHOBOI KUCINOTY ab0 NTIMMOHHOI KUCMOTH.

22. Cnonyka 3a n. 1 abo ii bapmaleBTUYHO NPUNRHS-
THa Cinb, sika BiApPiI3HAETbCA TUM, WO BMOpaHa 3
(5R)-1-{(2S)-2-amiH0-4-[2-(cbTOpMeTUN)-4-
(TpudTopmeTnn)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTunninepuanH-2-oHy i
Noro coni ManeiHoBOI KNCNOTWU, (OOCEHOPHOI KUCIOTH,
BMHHOI KMCMOTW, XINOPOBOOHEBOI KUCMNOTU, METAHCY-
NbOHOBOI KMCNOTU abo NMMMOHHOI KUCTOTK.

23. Cnonyka 3a n. 1 abo ii bapMaLeBTUYHO NPUAHS-
THa Cinb, sika BIAPI3HAETbLCA TUM, WO BuOpaHa 3 1-
{(2S)-2-amiHO-4-[2-(pTOPMETUN)-4-(TPHdTOPMETUI)-
5,8-gurigponipuao[3,4-dnipumignn-7(6H)-in]-4-
okcobyTun}-5,5-audpTopninepuanH-2-oHy i noro coni
MarneiHoBOI KUCNOTW, POCHOPHOT KUCMAOTH, BUHHOI
KMCIOTK, XITOPOBOLHEBOI KMUCNOTU, METaHCYnbgOHO-
BOi KMCMOTM abo MMMOHHOI KMCMOTK.

24. ®apmaueBTMYHA KOMMO3WUiA ANst iHriGyBaHHSA
avnentugunnentugasu-1V - (DPP-1V), ska wmictutb
eeKTUBHY KinbKiCTb Cnonyku dopmynu 1, sk BU3Ha-
yeHo B . 1, abo ii papmMaueBTUYHO NPUNRHATHY Cinb i
dapmaueBTUYHO MPUNHATHUIA HOCIN.

25. ®dapmaueBTMYHa KOMMo3uLisa 3a n. 24, sika Bigpi-
3HAETLCA TWM, LLO KOMMO3ULiA Npu3HayeHa ans ni-
KyBaHHs abo npodinakTuku uLykpoBoro Aiabety abo
OXMUPIHHS.

["any3b BUHaxogy

[aHnn BuWHaxiA CTOCYETLCA CMONYK i3 HOBOK
CTPYKTYpPOIO, siKi MaloTb BUPaXEHY iHribyBanbHy akTu-
BHiCTb BigHOCHO gunentugunnentugasu-IV (DPP-1V),
cnocobiB iX ofepXaHHs, a Takox (apMaueBTUYHMX
KOMMO3ULi, SIKi MICTATb BKasaHi CrMonyku y BUrnsagi
aKTMBHOTO iHrpedieHTa.

PiBeHb TexHikun

LlykpoBuin giabeT BnnuBae Ha 340POB'A Noaen i
CYMpPOBOMKYETLCA Pi3HUMM  YCKMaAHEHHSAMU. IcHye
ABa OCHOBHMX TWMW LYyKPOBOro AiabeTty: LyKpoBui
niabet 1 TMny, WO XxapakTepn3yeTbcs HeaHayHo abo
MOBHICTIO BiACYTHbOIO 34aTHICTIO 40 cekpeLil iIHCyniHy
B pe3ynbTaTi pynHyBaHHS KMiTUH MigLWyHKOBOI 3ano-
3u, i giabert Il Tvny, WO xapakTepuayeTbcs HeQonikoM
iHCYNiHY Ta iHCYNIHOPE3UCTEHTHICTIO BHACNIQOK iHLWNX
npuuvH. lMNowmpeHictb uykpoBoro pgiabety Il Tmny
ctaHoBuTb 90% abo BinbLue cepeq ycix NauieHTiB, Sk
3aHegyXxanum UykpoBuMm fiabetom. Tunosi npuknaam
yCKnagHeHb, SiKi CynpoBO&KYlOTb diabeT, BKMoYaTb
rinepninigemito, rinepTeHsilo, peTuHonartito Ta HUPKO-
BY HegocTaTHicTb (Paul Zimmer, et al., Nature, 2001,
414, 782). MNpenapaTu cynbdOHINCEe4OBUHN (SIKi CTW-
MYTIOKTb CEKpeLito iHCYniHYy B KMiTUHaX NigLunyHKo-

BOI 3aro3u), GiryaHign (ski iHriGytoTb YTBOPEHHS rto-
KO3W B neudiHui), iHribiTopy a-rnoko3naasn (ki
iHFiOYlOTb BCMOKTYBaHHS TIIOKO3W B KMLLEYHMKY) Ta
iHWi  BMKOPWUCTOBYHOTb Ans  NiKyBaHHA  fiabety.
OcTtaHHIM  4acom  aroHiCTM  siAepHUX  ramma-
peLenTopiB, SKi aKTUBYHOTbCS NponichepaTopom nepo-
kcucom (PPARYy), (TiasonignHaioHn, ski 30inbliyoTb
YyTAUBICTb A0 iHCYNiHY) NpuBepTaloTb yBary siKk Tepa-
NeBTWYHI areHTn ans nikysaHHsA giabety. OgHak, gaHi
npenapaTty BUKNMKaKOTb Taki NOOIYHI peakLii, sk rino-
rnikemito, 36inbLleHHst Baru Ta iHWi (David E. Moller,
Nature, 2001, 414, 821). BignosigHo, icHye Ginblua
notpeba B po3polOLi TepaneBTUYHUX areHTiB Ans ni-
KyBaHHS fiabeTy, Aki MaloTb MeHLWi NoGivHi edhekTu,
30KpemMa, Takux, WO He BUKMVKaTb Finornikemiio Ta
30inbLUEeHHS Baru.

HewopgasHo 6yno BusIBNEHO, WO B MUWLLEW, e-
diuuTHx po gunentuaunnentugasw-IvV - (DPP-1V),
NigTPUMYETLCA aKTUBHICTb TOKaroHOMNoAibHoro npo-
TeiHy 1 (GLP-l) i BMCOKMI piBEHb iHCYNiHY, WO Npu-
3BOOUTb OO0 3HWKEHOrO PiBHA [MHOKO3U KPOBI, WO CBi-
O4nTb NPO  MOXIIMBOCTI BUKOPUCTAHHSA  BKa3aHOI
CMOMyKW §IK TepaneBTWYHOrO areHTa AN NiKyBaHHS
piabetry (Marguet D. et al., Natl. Acad. Sd USA,
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(2000) 97, 6874-6879). GLP-I iHgykye andepeHuito-
BaHHS Ta PICT P-KMiTUH NigLWNYHKOBOI 3anosu in vivo,
a TakoX Bifirpae BaXKnNuBY porib B YTBOPEHHI Ta Cek-
peuii iHcyniHy. GLP-1 iHakTnByetbca DPP-IV, a kpim
Toro 6yno nokasaHo, Lo iHriGitopy DPP-IV nigcunio-
I0Tb CeKpeLito iHCymMiHy 3a [OMOMOrol iHribyBaHHSs
BULLEBKA3aHOTO MexaHiaMy iHaktuBauii. [HriGiTopu
DPP-IV Takox po3pobnsaiTeca Anst NikyBaHHS OXW-
PiHHS, OCKINMbKM BOHM MPWU3BOOATb A0 BUHUKHEHHS
NOYYTTS HACUYEHHS B LLYPIB | 3MEHLLYIOTb 3aCBOEHHS
DKi B KMLIEYHUKY, WO nNpu3BoauTbL OO0 BTpaTU Barwu.
BinbLie Toro, 6araTo gocnimpKeHb | eKCNEPUMEHTU Ha
TBapuHax nokasanwu, wo iHribitopy DPP-IV koHTpo-
NoTb piBeHb MoKo3n Ta ninigis kposi (Pospislik J.
A., et al., Diabetes, (2002) 51, 943-950). Y 3B'A3ky 3
uuM, iHriGiTopu DPP-IV MoxyTb OyTV po3rnsiHyTi Sk
NOTEHLIINHO KOPUCHUX areHTiB Ans nikyBaHHA diabety.

HdoTenep, MHOXMHa AoCnigKeHb, CNPSIMOBAHUX
Ha po3pobky iHribiTopie DPP-IV, 6ynu 3ocepemxeHi
Ha cronykax, B Skux LiaHorpyna 3s'a3aHa 3 niponiau-
HoBMM Kinbuem. Hanpwknag, WO 00/34241 poskpu-
Bae iHribitopn DPP-IV, npeacTtaeneHi HacTynHo
copmynoto.

]
R(CH)n \'\H e { -

H 0O

b

e R aBnse cobolo agamaHTunbHy rpyny, i n mae
3HayeHHs Big 0 go 3.

IHWi iHriGiTopn poskputi B WO 04/064778, WO
03/004498, WO 03/082817, i Tak pani, i cepen HuX,
WO 04/064778 poskpusae DPP-IV iHribiTopu, npea-
cTaBneHi popMyrot, BKa3aHOI HIKYe.

NH, O  Ris
LK
Ar T W - “\«/U .
Rie = 7
R17
]
ae Ar aBnse coboo HesamilleHy abo 3amilieHy
deHinbHy rpyny; Ris, Rig i Ri7 aBnsoTe coboro Bo-
AeHb abo ankineHy rpyny; i U, Vi W aBnsioTb coboto
as3oT, knceHb, abo 3amilleHun a3oT abo ByrneLp.

WO 03/004498 poskpusae DPP-IV iHribiTopw,
npeacTasneHi opMyror, BKa3aHo HUXKYe.

NH, O

Arw -~ N/ N

=
T
L\/N\/(
R18

’

ae Ar aBnsie cobolo HesamilleHy abo 3amilleHy
deHinbHy rpyny; Rig ABnsie coboto BogeHb abo anki-
nbHy rpyny; i T aBnse coboio a3oT abo samiweHni
BYrneLp.

WO 03/082817 poskpusae DPP-IV iHribiTopw,
npegcTaBneHi opMyro, BKa3aHo HUXYeE.
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NH, © R
Ar VL\)LN/[‘T;N\
)\V,N\{Q

Rz0
Rz21

t

ae Ar sBnsie coboto HesamilleHy abo 3amiHeHy
deHinbHy rpyny; Rig, Rzo i R21 sBMsiloT coboto Bo-
AeHb abo ankinbHy rpyny; i Q sBnsie coboto a3ot abo
3aMilLleHunin Byrreup.

BkasaHi DPP-1V iHribiTopy y cBOIX MONeEKynsipHUX
CTPYKTYypax MawTb aMigHWA 3B'A30K aHamnoriyHo Aa-
HOMY BWHaxody; MpoTe, He3amilleHi abo 3amilleHi
heHinbHI rpynu, ki npegctaBneHi Sk Ar B 'y BKa3aHUX
BuLe dopMynax AaHuX iHribiTopiB NOBHICTIO Bigpi3-
HAOTbCA Big 3aMiweHnx abo HesaMilleHux, 5-
YrneHHux abo B6-4nNeHHUX reTepoLMKIiYHMX 3aMiCHUKIB
paHoro BuHaxody. Kpim Ttoro, DPP-IV iHriGiTopu aa-
HOro BMHaxody, ki MalTb fakTamoBe KinbLle B MNo-
TNOXEHHS (PEHINBbHOI TPYNM BKa3aHWX BULLE iHribiTo-
piB, HEe PO3KPUTI B PiBHI TEXHIKW.

Po3kpuTtTa BUHaxogy

TexHiyHe 3aBOaHHA

Y gaHomy BUHaxodi, Npu BUKOHAHHI BEMUKUX O0-
CnifKeHb | YNCNEHHNX EKCMEPVMMEHTIB A1 po3pobku
crnonyk, siki matoTe DPP-IV iHriGiTopHi edektn, Gyno
3HaWaeHo, WO Crnomnyku, siki MawTb HeobOB'\3KOBO
3aMillleHy nakTamoBy KinbLeBY CTPYKTYypY, AEMOH-
CTPYIOTb BiAMiHHY iHriOyBanbHy aKTUBHICTb BiAHOCHO
DPP-IV. aHnn BuHaxig 34iMCHEHUI HAa OCHOBI TaKOro
BMCHOBKY .

OTxe, 00'eKTOM BMHaxody € HOBi CMOMyKW 3 He-
00OOB'sI3KOBO  3aMiLLIEHO F1aKTaMOBOK  KilbLEBOIO
CTPYKTYpOIO, siKi MalOTb BUCOKY iHrOyBarnbHy akTuB-
HicTb BigHOCHO DPP-IV.

Kpim Toro, o6'ekToM gaHoro BuHaxogdy € cnocotu
ogepXXaHHs BKa3aHWX Cronyk.

IHWMM o6'ekToM AaHoro BuHaxody € dapmaueB-
TUYHI KoMno3wuuii ans iHridysaHHs DPP-IV akTuBHOCTI,
AKi MICTATb  papMaueBTUYHO edEKTUBHY KiNbKiCTb
Takux Cronyk siKk akTUBHOTO iHIpefieHTa, i Takox cro-
cobu nikyBaHHs abo NpogInNakTMkM 3axBOPHOBaHb,
BUKNMKAHUX HeBignosigHo akTusHicTio DPP-IV 3a
paxyHOK 3aCTOCyBaHHsi CMONyK JaHOro BUHaxogy.

IHWi ob'ekT Ta nepeBarn gaHoro BMHaxody Oy-
OyTb OoYeBUAHI cepedHbOoMYy baxiBLEeBi 3 HACTYNHOro
AeTanbHoro onucy.

TexHi4He pieHHs

BignosigHo 0o gaHoro BuHaxody, 3abesneveHa
cnonyka cpopmynu 1, npegcraBneHa Huxkye.

A
Y e
O NH,

(1)

)

Aae A BnbpaHnuii i3 rpynu, sika ckrnagaeTbes i3, 3a-
MiCHUKIB popMyn 3 2 No 7, NpeACTaBneHUX HKYeE:



N-—N
R1”< \

X

f)g

@

3

ne Rq sBnsie coboto BoaeHb, abo 3amileHunin abo
HesamiweHun Cq-C4 arnkin; i X asnsie coboro ByrneLb
abo a3orT;

b

ne R sBnsie coboto BoaeHb, abo 3amileHunin abo
He3amileHuin Cq-Cy4 ankin;

Rz

NI N

A
G A
My ¥

) )

1

ne Rs; sBnsie coboto BoaeHb, abo 3amileHnin abo
HesaMillleHui arnkin, uuknoarnkin, apvn abo retepo-
apun; i R's aBnsie coboto BogeHb, CF3;

Ra

-

Sz

N

b

©®

ae R4 aBnse coboto BogeHb, ranoreH, abo 3ami-
weHun abo HesamiweHun C4-C4 ankin, abo BubpaHun
i3 3amicHuKiB chopMyrn 6a i 6b, npeacTaBreHNX HUX-
Ye:

Rs I SN X
T
(6a) (6b)

ne Rs siBnsie coboto BoaeHb, ranoreH, abo 3ami-
LeHun abo HesamiweHun Cq-Cy4 ankin; i X asnsie co-
6010 KUCEHB, CipKy, abo CynbgoH;
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Rs
N e}i
(N
3y
ne Re siBNsie coboto ranoreH, abo 3amilleHmn abo
He3amileHuin Cq-Cy4 ankin;

(B) B B1bpaHwui i3 rpynu, sika cknagaeTbes i3 3a-
MiCHWKIB popMyn 3 8 no 11, npeacTaBnNeHUX HUXKYE:

R1o
Rs

+N Rs

O R7
&
L
ne Rz, Rs, Rg i Rip, KOXHMIA, HE3ANEXHO SABMSIE
cobol BoAeHb, ranoreH, abo 3amileHnn abo Hesa-
MileHnin C4-Cy4 ankin;

R1z R

™
™

O Ri1
)]
1
ne Ri1, Ri2 i R13, KOXXHUI, HE3ANEXHO ABNSAE CO-
Oolo BoAeHb, ranoreH, abo 3amiuleHuri abo Hesami-

weHun C4-C4 ankin; i Y aBnsie coboo KuceHb, Cipky
abo SOy;

ne Ris i Ris, KOXHUIA, HE3anexHo saBnsie coboto
BOJEHb, ranoreH, abo 3amilleHnin abo HesaMilleHui
C+-C4 ankin; i Z aBnsie coboto -CH- abo kuceHb, ae Z
siBNnsie coboto KnceHb, R BiACyTHIN;

R17

AN

0
an

1

ne R aBnse co6oto 3amileHnin abo HeaaMilLleHWi
C1-C4 anxin.

Oe C4-C4 ankin € 3amilleHnM, siK BU3HAYEHO Y
BKa3aHin Buwe dopmyni, nepeBaxHo €, WO arnkin
3aMiLLEHUIA ranoreHoM, i GinbLL NepeBaxkHo, Lo askKin
3aMiLLeHnin PTopOM.
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Y nepeBaxHoMy BTineHHi, Rs y cdopmyni 5 BuG-
paHui i3 rpynn, sika CKNnafjaeTbCa 3 NpencTaBreHnX
HUXYe 3aMiCHUKIB:

BOAHIO;

3amilleHoro abo HesawmiweHoro C1-Cy4 ankiny;

rpynu copmynm -CH2>-R1g, e Rig siBnsie coboto
C+-C4 ankokciankin, ado Cs-C; umknoankin, Hesami-
LeHun abo 3amiweHui ranoreHom abo rigpokcu, abo
deHin, HesamilleHnn abo 3amilleHnii ranoreHom abo
rigpokcu;

3aMilleHoro abo HesamiweHoro C3-C; umknoan-
Kiny;

rpynu coopmynu

Rt
Rz

¥

ne Rig i Roo, KOXHUIA, He3anexHo saBnsie coboto
BOJEHb, ranoreH, abo 3amilleHnin abo HesaMilleHui
C4-Cy4 ankin; i

5-uneHHoro abo 6-4neHHoOro retepoapuny, Hesa-
MiLLleHoro abo 3amilLeHoro ranoreHom abo rigpoKcy.

Y BkaszaHoMmy BuLLe BTineHHi, e Cs-C7 uuknoan-
kin i C1-Cs ankin siBnstoTe coboto 3amilieHy dopmy,
BOHU NEPEBAXHO ABNSAOTL COOOI0 LMKIoankin i ankin,
3amiLleHui ranoreHoM abo rigpokcu.

MepeBaxHi Npuknagn retepoapwny, sik BU3Ha4e-
HO BULUE, BKMOYalOTb, ane 6e3 obmexeHHs 2-cypaH,
3-dypaH, 2-TiodpeH, 3-TiodeH, 2-nipnaunH, 3-nipuavH,
4-nipuauH, 2-nipon, 3-nipon, i Tak Aani.

CrnonykM 3a OaHuM BUHAxXOAOM BKIOYAKTb iX
HOMEpW, | NEePEBaXKHO i30Mep ABMSiE COOOK Cromnyky
copmynu la, npeacTaBneHol HkYe, B AKii aTOM BYr-
neuto, cymikHun i3 rpynoto NHz, € XipaneHum
LEHTPOM:

A\H //\l//\\ B
&) NH,

(1a)
b

e, Ai B € TMu x camumum, sk 'y coopmyni 1.

Cnonyka paHoro BuMHaxogy MoOXe YTBOpHOBaTU
KMCIOTHUA afdyKT i3 apMaueBTUYHO MPUNHATHOO
KUCMOTOK. FAK BMKOPWUCTOBYHOTb Yy AAHOMY BUHaxogi,
apMaLeBTUYHO NPUNHATHA CiNb BKIOYaE HeopraHi-
YHi coni, opraHiyHi coni, comni amiHOKUCNOTH, i TaK
Aani, i Ginbl KOHKPETHO, Coni 3 HEOPraHiYHUMK KuC-
niotTamm, Takumm SiK consiHa kucrnota, 6pomBoagHeBa
Kncnota, gocdopHa kucnota abo cipyaHa KUCroTa;
coni 3 opraHiyHnMu KapboHOBMMW KMUCNOTaMu, Taku-
MW SIK OLTOBa KUCMOTa, NIMMOHHA KucnoTa, TpudTo-
pouToBa KUCMoOTa, MypalluHa KucroTta, ManeiHosa
KMCroTa, LaBneBa KucroTa, OypLiTMHOBa KMCroTa,
GeH30MHa KucrnoTa, BUHHA KMcnoTa, dymapoBa Kuc-
noTta, murganbHa KucrnoTHa, ackopbiHoBa KMCNOTa,
a6ny4Ha kncnoTa i nodibHi 4o HMX coni; coni 3 meTa-
HCYNb(OHOBOK  KMUCMOTOW, M-TOMYOrNCYynNb(OHOBO
KWUCMNOTO Ta NOAiOHI A0 HUX.

89396 18

Cnonyka gaHoro BuHaxogy abo ii bapmaueBTny-
HO MPUMHATHI Coni MOXYTb OyTW NpeacTaBneHi y Bu-
rnsagi rigpaTty abo conbBaTy.

B ocobnuBo nepeBaxxHOMY BTINEHHi, CMOMyKu
dopmynu 1 3a gaHMM BUHaxXOA4OM SBMSOTe COBO0
CMOMYKN SIK BU3HAYEHO HUXKYE:

3-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpuasonol4,3-a]nipasun-7-in)-
OyTun]-okca3onianH-2-oH;

3-[2S-amiHo-4-okco-4-(3-TpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpuasono[4,3-a]nipasun-7-in)-
OyTun]-5-MeTun-okcazoniauH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-a]nipasuH-7-in)-
OyTun]-ninepnanH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-a]nipasuH-7-in)-
OyTun]-4-meTunniponignH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmMeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-a]nipasuH-7-in)-
oytun]-4,4-gumeTnnniponiguH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-a]nipasuH-7-in)-
OyTun]-3-cpTopniponiamH-2-oH,;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-a]nipasunH-7-in)-
OyTun]-niponianH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopMeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-a]nipasunH-7-in)-
6yTvn]-3-dpTopninepnanH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-a]nipasunH-7-in)-
ByTVn]-3-MeTunniponianH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-
awvrigpo-8H-[1,2,4]Tpuasonol4,3-alnipasuH-7-in)-
oytun]-4-metun-1,5-gurigponipon-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-alnipasuH-7-in)-
OyTun]-4-meTmnninepuanH-2-oHx;
1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-alnipasuH-7-in)-
oyTun]-5,5-gudTopninepmanH-2-oH;
1-[2S-amiHo-4-0Kkc0-4-(3-TpudpTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-alnipasuH-7-in)-
6yTn]-5R-meTunninepnamH-2-oHx;
3-[2S-amiHo-4-okco-4-(3-TpudTopmeTun-5,6-
awvrigpo-8H-[1,2,4]tpnasonol4,3-alnipasuH-7-in)-
6yTnn]-3-a3abiunkno[3,1,0]rekcaH-2-0H;
1-[2S-amiHo-4-0Kkc0-4-(3-TpudpTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-alnipasuH-7-in)-
OyTun]-4-TpndTOPMETUNNIPONIANH-2-0H;
1-[2S-amiHo-4-0Kkc0-4-(3-TpudpTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnazonol4,3-alnipasuH-7-in)-
OyTuUn]-4-TpMd TOPMETUNMINEPULANH-2-OH;
1-[2S-amiHo-4-0Kkc0-4-(3-TpudpTopmeTnn-5,6-
avrinpo-8H-[1,2,4]tpnasonol4,3-a] nipaswH-7-in)-
6yTVn]-5-TpnudpTopMETUNNINEPUANH-2-0H;
4-[2S-amiHo-4-okco-4-(3-TpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnazonol4,3-alnipasuH-7-in)-
6yTun]-6-meTMnMopdoniH-3-oH;
1-[2S-amiHo-4-(3,4-aurigpo-1H-izoxiHoniH-2-in)-4-
OKCOOYTMM]-NinepnanH-2-oH;
1-[2S-amiHo-4-(3,4-aurigpo-1H-izoxiHoniH-2-in)-4-
oKkcobyTun]-4-meTunniponianH-2-oHx;
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1-[2S-amiHo-4-0kco-4-(3-TpudTopmeTnn-4,5-
aurinpo-7H-isokcasono[3,4-c]nipnanH-6-in)oyTun]-
ninepnanH-2-oH;
1-[2S-amiHo-4-0kco-4-(3-TpudpTopmeTun-1,4,5,7-
TeTparigponipa3ono[3,4-c]nipnanH-6-in)-oyTun]-
ninepnanH-2-oH;
1-[2S-amiHo-4-0KC0-4-(4-TpucpTopmeTun-5,8-
avrigpo-6H-nipnao[3,4-d]nipumigny-7-in)-6ytun]-5R-
MeTun-1-ninepuanH-2-oHx;
(5R)-1-{(2S)-2-amiHo-4-0Kkc0-4-[2-peHin-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]6yTn}-5-meTunninepmanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-0Kco-4-[2-peHin-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]6yTnn}-6-meTunmMopdoniH-3-0H;
1-{(2S)-2-amiHo-4-0KC0-4-[2-heHin-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-dnipnanH-
7(6H)-in]oyTvn}-5,5-gudTopninepuanH-2-oH;
1-{(2S)-2-amiHo-4-[2-umknonponin-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5,5-andTopninepmnanH-2-oH;
1-{(2S)-2-amiHo-4-[2-umknonponin-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTmunninepuanH-2-oH;
(6S)-4-{(2S)-2-amiHo0-4-[2-umnknonponin-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnm}-6-meTnnMopdoriH-3-0H;
1-{(2S)-2-amiHo-4-okco-4-[5-(TpucpTopmeTunn)-
3,4-purigpoisoxiHoniH-2(1H)-in]6yTun}-5,5-
andpropninepnanH-2-oHx;
(6S)-4-{(2S)-2-amiHo-4-0KCcO-4-[5-
(TpucpbTopmeTnn)-3,4-auriapoisoxiHoniH-2(1H)-
in]6yTnn}-6-meTunmopdoniH-3-oH;
1-{(2S)-2-amiH0-4-[2-(4-pTOPeHin)-4-
(TpndbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTun}-5,5-gudTopninepnanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-[2-(4-bTOpdEHInN)-4-
(TpndbTopmeTnn)-5,8-aurigponipuao[3,4-dlnipymignH-
7(6H)-in]-4-okcobyTnm}-6-meTunMopdoriH-2-0H;
1-{(2S)-2-amiH0-4-[2-(3-cbTOPeHin)-4-
(TpndTopmeTnn)-5,8-aurigponipuao[3,4-dlnipymignH-
7(6H)-in]-4-okcobyTun}-5,5-agudTopninepnanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-[2-(3-bTOpdeHIn)-4-
(TpdTopmeTnn)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-in]-4-okcobyTum}-6-meTnnMopdoriH-3-0H;
(5R)-1-{(2S)-2-amiH0-4-[2-(4-cbTOopdheHin)-4-
(TpndTopmeTnn)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTunninepuanH-2-oH;
1-{(2S)-2-amiHo-4-[2-(3,4-andTOpdEHIn)-4-
(TpndTopmeTun)-5,8-aurigponipnao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTun}-5,5-audTopninepnanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-[2-(3,4-gudTOpdeHin)-4-
(TpucbTopmeTnn)-5,8-aurigponipnao[3,4-djnipumignH-
7(6H)-in]-4-okcobyTum}-6-meTunMopdoriH-3-0H;
(5R)-1-{(2S)-2-amiH0-4-[2-(3,4-andTopdeHin)-4-
(TpucbTopMeTnn)-5,8-aurigponipnao[3,4-djnipumignH-
7(6H)-in]-4-okcobyTum}-5-meTunninepmuanH-2-oH;
(5R)-1-{(2S)-2-amiHO-4-[2-umKrnoneHTNn-4-
(TpucbTopmMeTnn)-5,8-aurigponipnao[3,4-djnipumignH-
7(6H)-in]-4-okcobyTum}-5-meTunninepmanH-2-oH;
(6S)-4-{(2S)-2-amiH0-4-[2-unKnoneHTnn-4-
(TpdTopmeTun)-5,8-aunrigponipnao[3,4-dlnipymignH-
7(6H)-in]-4-okcobyTum}-6-meTunMopdoriH-3-0H;
1-{(2S)-2-amiHO-4-[2-unKknoneHTUMN-4-
(TpndTopmeTun)-5,8-aunrigponipnao[3,4-dlnipumignH-
7(6H)-in]-4-okcobyTnn}-5,5-gud TopLunepmnamnH-2-oH;
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(5R)-1-[(2S)-2-amiH0-4-0okco-4-{2-[4-
(TpdbTopmeTun)dpenin]-6,7-aurigpo[1,3]tiazono[4,5-
c]nipngnH-5(4H)-in}6yTun]-5-meTunninepmanH-2-oH;

(6S)-4-[(2S)-2-amiHo-4-0KkCO-4-{2-[4-
(TpndpTopmMeTUn)dpenin]-6,7-aurigpo[1,3]tiazono[4,5-
c]nipuanH-5(4H)-in}6yTnn]-6-metTunmopdoniH-3-oH;

1-[(2S)-2-amiHo-4-0Kkco-4-{2-[4-
(TpdpTopmeTun)dpenin]-6,7-aurigpo[1,3]tiazono[4,5-
c]nipnanH-5(4H)-in}6yTun]-5,5-gudTopninepnanH-2-
OH;

(5R)-1-{(2S)-2-amiH0-4-[2-(4-dbTOpdheHin)-6,7-
avrigpo[1,3]tiasono[4,5-c]nipuanH-5(4H)-in]-4-
0KCOBYTUN}-5-MeTunninepuanH-2-oHx;

(6S)-4-{(2S)-2-amiHo-4-okco-4-[2-(4-
dTopdeHin)6,7-auriapo[1,3]tiazono[4,5-clnipuanH-
5(4H)-in]oyTnn}-6-meTunmopdoniH-3-0H;

1-{(2S)-2-amiHo-4-[2-(4-pTOpdheHin)-6,7-
avrigpo[1,3]tiasono[4,5-c]nipuanH-5(4H)-in]-4-
okcobyTun}-5,5-gudTopninepnanH-2-oH;

(5R)-1-{(2S)-2-amiHo-4-0kco-4-[2-(TeTparigpo-2H-
nipax-4-in)-6,7-gurigpo[1,3]tiazonol4,5-c]nipnguH-
5(4H)-in]oyTnn}-5-meTunninepmanH-2-oH;

(6S)-4-{(2R)-2-amiHo-4-0Kkco-4-[2-(TeTparigpo-2H-
nipax-4-in)-6,7-gurigpo[1,3]tiazonol4,5-c]nipnguH-
5(4H)-in]oytnn}-6-meTnnmopdoniH-3-0H;

1-{(2S)-2-amiHo-4-0kc0-4-[2-(TeTpariapo-2H-
nipax-4-in)-6,7-gurigpo[1,3]tiazonol4,5-c]nipnguH-
5(4H)-in]oytnn}-5,5-gudTopninepmanH-2-oH;

(6S)-4-{(2S)-2-amiHo-4-0KCO-4-[2-
(TpudTopmeTnn)-6,7-gurigpo[1,3]tiazonol4,5-
c]nipnanH-5(4H)-in]6yTnn}-6-meTunmopdoniH-3-0H;

1-{(2S)-2-amiHo-4-0kc0-4-[2-(TpndpTOpMETUN)-
6,7-gurigpol[1,3]tiazono[4,5-c]nipuanH-5(4H)-
in]6yTvn}-5,5-gndTopninepnanH-2-oH;

(5R)-1-{(2S)-2-amiH0-4-[2-(2-meTOKCieTWN)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnmn}-5-meTunninepnauii-2-oH;

1-{(2S)-2-amiHo-4-[2-(2-meTOKCieTnN)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5,5-andTopninepmanH-2-ox;

(5R)-1-{(2S)-2-amiH0-4-[2-(umknonponinmeTunn)-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnmn}-5-meTunninepmanH-2-oH;

1-{(2S)-2-amiHo-4-[2-(umknonponinmeTnn)-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5,5-andTopninepmanH-2-ox;

(5R)-1-{(2S)-2-amiHo-4-0kco-4-[2-nipnanH-4-in-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]oyTnn}-5-meTunninepmanH-2-oH;

1-{(2S)-2-amiH0-4-0KkCc0-4-[2-nipnanH-4-in-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]oyTnn}-5,5-audTopninepuanH-2-oH;

(5R)-1-{(2S)-2-amiH0-4-[2-(4-dTOpOEH3NM)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTunninepuanH-2-oH;

1-{(2S)-2-amiHo-4-[2-(4-pTOPOEH3UN)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5,5-andTopninepmuanH-2-oH;

(5R)-1-{(2S)-2-amiH0-4-0KkCcO-4-[2-(3-TieHin)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]oyTnn}-5-meTunninepnanH-2-oHx;

1-{(2S)-2-amiH0-4-0kC0-4-[2-(3-TieHin)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]6yTun}-5,5-amndTopninepnanH-2-oH;
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(5R)-1-{(2S)-2-amiH0-4-0KCO-4-[2-(2-TieHin)-4-
(TpndTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymianH-
7(6H)-in]oyTvn}-5-meTunninepmanH-2-oH;
1-{(2S)-2-amiH0-4-0kC0O-4-[2-(2-TieHin)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymianH-
7(6H)-in]oytnn}-5,5-gudTopninepmuanH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-[2-(2-dpypun)-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnmn}-5-meTunninepmanH-2-oH;
1-{(2S)-2-amiHo-4-[2-(2-pypnn)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnny}-5,5-andTopninepmanH-2-ox;
(5R)-1-{(2S)-2-amiHo-4-[2-(3-dpypun)-4-
(TpndbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn)-5-meTunninepuanH-2-oHx;
1-{(2S)-2-amiHo-4-2-(3-cpypun)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5,5-andTopninepuanH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-okco-4-[2-(1H-nipon-2-in)-
4-(Tpudptopmetun)-5,8-gurigponipmugo[3,4-
d]nipumignn-7(6H)-in]6yTnn}-5-meTunninepuanH-2-oHx;
1-{(2S)-2-amiHo-4-okco-4-[2-(1H-nipon-2-in)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]6yTun}-5,5-amudTopninepnanH-2-oH;
(5R)-1-{(2S)-2-amiHo-4-0kc0-4-[2-nipnanH-3-in-4-
(TpudTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]oyTnn}-5-metunninepnanH-2-oHx;
1-{(2S)-2-amiHo-4-okc0-4-[2-nipnanH-3-in-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]oyTun}-5,5-amndTopninepnamnH-2-oH;
1-{(2S)-2-amiHo-4-[2-eTnn-4-(TpucpTOpPMETUN)-
5,8-gurigponipnao[3,4-d|nipumiguH-7(6H)-in]-4-
okcobyTun}-5,5-andpTopninepuanH-2-oH;
(6S)-4-{(2S)-2-amiHo-4-[2-eTnn-4-
(TpndbTopmeTnn)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-in]-4-okcobyTum}-6-meTunmMopdoriH-3-0H;
1-{(2S)-2-amiHo-4-[2-i3onponin-4-
(TpndTopmeTun)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-in]-4-okcobyTun}-5,5-audTopninepnanH-2-oH;
1-{(2S)-2-amiHo-4-[2-i3onponin-4-
(TpndTopmeTun)-5,8-aurigponipnao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTunninepuanH-2-oH;
(6S)-4-{(2S)-2-amiH0-4-[2-i30nponin-4-
(TpndTopmeTun)-5,8-aurigponipnao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTum}-6-meTnnMopdoriH-3-0H;
(6R)-4-{(2S)-2-amiHo-4-0kCc0-4-[3-
(TpndTopmeTun)-5,6-aunrigpo[1,2,4]Tpnasonol4,3-
a]nipasuH-7(8H)-in]6ytun}-6-metunmopdoniH-3-oH;
(6S)-4-{(2S)-2-amiH0-4-0KkCO-4-[3-
(TpudTopmeTun)-5,6-aunrigpo[1,2,4]tpnasonol4,3-
a]nipasuH-7(8H)-in]6ytun}-6-metnnmopdoniH-3-oH;
(5S)-1-{(2S)-2-amiHo-4-0KkCcO-4-[3-
(TpudTopmMeTun)-5,6-amrigpo[1,2,4]tpnasonol4,3-
a]nipasuH-7(8H)-in]0yTmn}-5-meTunninepuamH-2-oH;
(5S)-1-{(2S)-2-amiH0-4-[2,4-6ic(TpudTOopmMeETMH)-
5,8-gurigponipugo[3,4-dnipumignn-7 (6H)-in]-4-
0OKCOoByTUN}-5-MeTUNninepuanH-2-oH;
(5R)-1-{(2S)-2-amiH0-4-[2-meTnn-4-
(TpdTopmeTun)-5,8-aunrigponipnao(3,4-dlnipumignH-
7(6H)-in]-4-okcobyTum}-5-meTunninepmanH-2-oH;
(5R)-4-{(2S)-2-amiH0-4-[2,4-6ic(TpndTopmeTUnn)-
5,8-gurigponipugo[3,4-dnipumignn-7 (6H)-in]-4-
0OKCOBYyTUN}-5-MeTUNNinepuanH-2-oH;
1-{(2S)-2-amiHo-4-[2,4-6ic(TpndTopmMeTNM)-5,8-
avrigponipnao([3,4-d]nipumignn-7(6H)-in]-4-
okcobyTun}-5,5-gudTopninepnanH-2-oH;
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(5R)-4-{(2S)-2-amiH0-4-[2,4-6ic(TpndTopmeTun)-
5,8-aurigponipugo[3,4-dnipumignn-7 (6H)-in]-4-
0OKCOOYTUN}-6-MeTUNMOpPdOniH-3-0H;

1-{(2S)-2-amiH0-4-[2-meTun-4-(TpndpTopmMeETUN)-
5,8-gurigponipugo[3,4-dnipumignn-7 (6H)-in]-4-
okcobyTun}-5,5-gudTopninepnanH-2-oH;

(6S)-4-{(2S)-2-amiHo-4-[2-meTUN-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d)nipumiguH-
7(6H)-in]-4-okcobyTnm}-6-meTunmMopdoniH-3-0H;

1-{(2S)-2-amiH0-4-0kCc0-4-[4-(TpndTOPMETNN)-
5,8-gurigponipugol[3,4-d]nipumignt-7(6H)-in]6ytun}-
5,5-gudpTopninepnanH-2-oHx;

(6S)-4-{(2S)-2-amiHo-4-0KCO-4-[4-
(TpudTopmeTun)-5,8-gurigponipnao[3,4-dnipymignH-
7(6H)-in]oytnn}-6-meTnnmopdoniH-3-0H;

1-{(2S)-2-amiHo-4-0kc0-4-[3-(NeHTadTOpETMN)-
5,6-aurigpo[1,2,4]tpnasonol4,3-a]nipasuH-7(8H)-
in]6yTnn}-5,5-andTopninepnanH-2-oHx;

(6S)-4-{(2S)-2-amiHo-4-0KCcO-4-[3-
(neHTadTopeTun)-5,6-gurigpo[1,2,4]Tpuasonol4,3-
a]nipasuH-7(8H)-in]6yTun}-6-meTunmopdoniH-3-oH;

4-{(2S)-2-amiHo-4-2,4-6ic(TpndTopmeTNN)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in)-4-
0oKCcobyTMN}-6-MeTuNTioMopdOniH-3-0H;

1-{(2S)-2-amiHo-4-[2-TpeT-OyTNN-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymianH-
7(6H)-in]-4-okcobyTnn}-5,5-andTopninepmanH-2-oH;

(6S)-4-{(2S)-2-amiHo-4-[2-TpeT-OyTUN-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnmn}-6-meTunmMopdoniH-3-0H;

4-{(2S)-2-amiHo-4-0kc0o-4-[3-(TpndpTOopmETUN)-
5,6-aurigpo[1,2,4]tpnasonol4,3-a]nipasuH-7(8H)-
in]6yTnn}-6-meTMnTioMopdoniH-3-0H;

(5R)-1-{(2S)-2-amiH0-4-[2-eTnn-4-
(TpudbTopmeTnn)-5,8-gurigponipuaoc[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnmn}-5-meTunninepuanH-2-ox;

(5R)-1-{(2S)-2-amiH0-4-0KCO-4-[2-
(neHTadpTopeTnn)-4-(TpudTopmeTnn)-5,8-
avrngponipmgo[3,4-dnipumignn-7(6H)-in]6yTun}-5-
MeTUNNinepuanH-2-oH;

(6S)-4-{(2S)-2-amiH0-4-0KCO-4-[2-
(neHTadpTopeTnn)-4-(TpudTopmeTnn)-5,8-
avrngponipmgo[3,4-dnipumignn-7(6H)-in]6yTvun}-6-
MEeTUITMOPMONiH-3-0H;

1-{(2S)-2-amiHo-4-okco-4-[2-(neHTadTOPETMN)-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]oyTnn}-5,5-audTopninepnanH-2-oH;

(5R)-1-{(2S)-2-amiHo-4-0kco-4-[2-nponin-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]6yTun}-5-metTrnninepuamnH-2-oH;

1-{(2S)-2-amiHo-4-oKkco-4-[2-nponifn-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-dnipnanH-
7(6H)-in]6yTun}-5,5-amndTopninepnanH-2-oH;

(5R)-1-{(2S)-2-amiHo-4-[2-(cbTOpMeTUN)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTunninepuanH-2-oH;

1-{(2S)-2-amiHo-4-[2-(pTOpMETUN)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobytun}-5,5-agudTopninepunanH-2-oH;

1-{(2S)-2-amiH0-4-[2,4-Bic(TpndTopmeTHn)-5,8-
avrigponipnao[3,4-dnipumignt-7(6H)-in]-4-
okcobyTun}-4-metun-1,5-gurigpo-2H-nipon-2-oHx;

1-{(2S)-2-amiHo-4-[2-(3-cbypwn)-4-
(TpudTopmeTnn)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-in]-4-okcobytun}-4-metun-1,5-aurigpo-2H-
niposn-2-oH;
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1-{(2S)-2-amiHo-4-2,4-6ic(TpndTopmeTnn)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in)-4-
0OKCOOYTUN}-4-METUNOKCOMIPOniANH-2-0H;
1-{(2S)-2-amiHo-4-[2-(3-cpypnn)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTumn}-4-mMeTunniponianH-2-oHx;
1-{(2S)-2-amiHo-4-2,4-6ic(TpndTopmeTnn)-5,8-
avrigponipngo[3,4-dnipymignh-7(6H)-in)-4-
okcobyTun}-5-(TpudTopmeTUn)ninepuanH-2-ox;
1-{(2S)-2-amiHo-4-[2,4-6ic(TpndTopmeTnn)-5,8-
avrigponipngo[3,4-dnipymignh-7(6H)-in]-4-
okcobyTun}-4-(TprdTopMETUN)NIPONiANH-2-0H;
1-{(2S)-2-amiHo-4-[2-(3-cpypun)-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTun}-4-(TpuddTOpMETM)NipONiaUH-
2-0OH;
1-{(2S)-2-amiHo-4-2,4-6ic(TpndTopmeTnn)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in]-4-
0KCOOYTUN}-4-MEeTUNOKCOMINEPUANH-2-0H;
1-{(2S)-2-amiHo-4-2-(3-cpypun)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-4-MmeTunninepuanH-2-oHx;
(5R)-1-{(2S)-2-amiH0-4-[2-unKnobyTUN-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5-meTunninepuanH-2-oHx;
1-{(2S)-2-amiH0-4-[2-umknobyTun-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-in]-4-okcobyTnn}-5,5-andTopninepmuanH-2-oH.
[aHuin BUHaxia TakoX CTOCYETbCsi CnocobiB ofe-
p>xaHHs1 cnonykun dopmynu 1.
Y nepwomy inocTpaTMBHOMY cnocobi ofepkaH-
Hs1, cnonyka cdopmynu 1 moxe 6yTn oTpumaHa cno-
cobom, Lo BKOYae CTagilo B3aemMogii cnonyku dop-
Mynn 12, npeacTtaBneHol Hwuxye, i3 CMOMyKo
dopmynu 13 i cTagito BuaaneHHs amiHo3axmcHoi rpy-
nm Pq:

A g
O  NHP,
(12)

R21NH2G+ (13),

ae Rz1 BubpaHun i3 rpynu, sika cknagaeTtbcs i3
3amicHukiB popmyn 3 13a no 13d:

@] Ra o

Y
R220 R230 /Lg/

Ry Rio Re R11
(133) (13b)

I|Q14

RZ“OTZ\(EQ R250 % Ri7
Q

O R1s
(13¢c) (13d)

Rz R12

ne
A, B, Y, Z, Ry, Rs, Ro, R1g, R11, Ri2, R13, R14, Ris i
R17 € TUMU XX caMUMW, SIK BU3HAYEHO BULLIE;
R22, Rz3, R24 i Ro2s, KOXHUIA, He3anexHo sIBMSE
coboto C+1-Cs ankin;
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P1 aBnsie coboto amiHO3axucHy rpynys; i

G+ BigcyTHin, abo aBnse coboto ConsiHy KUCNOoTY,
cipyaHy kucnoty abo TprdTOPOLTOBY KUCIOTY.

BkasaHa BuLle peakuis Moxe OyTu nposedeHa B
NPUCYTHOCTi OPraHiYHOro PO34YMHHMKA, TAaKOro SIK OMX-
nopetaH abo umkniYHUn edip (Hanpuknag, TeTparia-
podypaH (TI'®)) B iHTepBani Temnepatyp Big -10 go
4°C. TpoaykT peakuii Mmoxe OyTn BUAINEHUA Ta o4uun-
LLeHWA Big peareHTiB BigoMumu criocobamu, Takumm
SIK Xpomatorpadis.

Cnonyka dopmynu 12, BkasaHoi BuLLie MoXe Oy-
TV OTpMMaHa BignoBIgHO A0 peakuiHoi Cxemu 1,
npeacTaBneHol HMKYe:

[PeakuinHa Cxema 1]

a)-1) A %

O NHP;

P,

Q

o NHP;,
(14} (12}

ae

a saBnse cobow CICO.Et, EtsN, TIr®d; NaBHLs,
MeOH;

b sBnsie coboro TBSCI, imigason, AM®A;

¢ siBnsie coboto Pd/C, Hy (6eHsunosun edip) abo
LiOH-H,0, Me0OH-H,O (metunosuii abo eTunosun
edip);

d ssnsie coboto EDC, HOBT, AH;

e asnsie coboto TBAF, TIo;

f aBnse coboto peareHT CepHa[O] (Swern) abo
peareHT [decc MapTiHa[O] (Dess Martin);

Ai Py € TMK XX cammmum, ik BUBHAYEHO BULLE; |

P2 aBnsie coboto 6eH3mn, meTun abo eTun.

BinbLl KOHKPETHO, KApOOHOBY KMCMOTY chopmynu
14, BKasaHoOi BULLIE NepeTBOPIOIOTL Ha aHrigpug edi-
py, Skui noTim 06pobnsatoTb, BukopuctoBytoum NaBH,
y NPUCYTHOCTi METaHOMNBbHOIO PO3YMHHMKA ANs ofep-
)KaHHS NEePBMHHOIO CNUPTY sIK NpogdykTy. OTpumaHui
nepBUHHUI cnupT 3axuLanTb TpeT-
OyTMNOMMETUNCUNINBHOK FPYNoo, MOTIM Yy BWUMNaaKy
YTBOpPEHHS OeH3unoBoro edipy, NpoBOAsTb peakLito
riaponisy, BUKOPUCTOBYIOYM MMATUHOBUIN KOMMMEKC i
BOAEHb, a y BUNaaKy yTBOPEHHs meTuny abo etuny,
NpoBOAATbL peakuito rigponisy, BUKOPUCTOBYHOYM rif-
pokcuma NiTito, Y TakuiA cnocid ogepxyroum kapboHoBy
kucroty. lMpu upomy, 6axaHa amiHoBa rpyna moxe
OyTu niggaHa NepeTBOPEHHIO Yepe3 peakuilo 3B's3y-
BaHHsi, BukopucTtoBytoun EDC i HOBT, nicnsa yoro
TBS rpyny BugansioTb, 3 HACTYNHUM OKMUCITIOBAHHSAM
3a Jgonomorow MeToauk 3a 3ropHom abo [ecc-
MapTuHom, Wwob oaepxatu anbaerig dopmynu 12. Y
BMMNaAKy, SKWO amiHo3axucHa rpyna siBnsie coboto
Boc-rpyny, BoHa Moxe 6yTu BunyyYeHa 3 BUKOPUCTaH-
HaM TFA a6o HCI, a y Bunagky, siKLLO amiHO3axucHa
rpyna sBense coboo Cbz, BoHa Moxe Oyt Buny4eHa
3 BUKOpUCTaHHAM cymiwi Hy/Pd/C abo TMSI, a y Bu-
nagky, SKWO amiHo3axvucHa rpyna sBnse coboto
Fmoc, BoHa Moxe OyTW BuMyveHa 3 BUKOPUCTaHHAM
EtoNH.

AmiH 'A" y chopmyni 12 moxe Oyt OTpuMaHuii
cnocobamn, BuknageHumm B WO 04/064778, WO
03/004498, WO 03/082817, i Tak gani, abo MOXyTb
OyTN BMKOPUCTaHI KOMEPLIMHO AOCTYIMHI aMiHW.
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AnbTepHaTuBHO, crnonyka dopmynu 12 moxe 6y-
TW CMHTe30BaHa 3i cnonyku gopmynu 14 sk onucaHo
y Bigomin metoguui (Hanpuknag, J. Med. Chem.
1999, 42(18), 3557-3571; WO 04/069162 i Tak gani).

BignosigHo go apyroro intocTpaTUBHOIO crnocoby
ogepxaHHs, cnonyka dopmynu 1 moxe 6yTn oTpu-
MaHa cnocobom, Lo BKMYae cTagito B3aeMogii cno-
nyku cpopmynu 13, BkasaHoI BuLLe, i3 cnonyko ¢o-
pmynu 15, npeacTaBneHO — Hkye,  cTagito
BUOAnNEeHHs KUCMNOTHO-3axucHoi rpynu Ps: i cTagito
B3aemofii OTpMMaHoOro MpoAyKTy i3 crnonykow dop-
mynu AH (ge A € Tum camum 5K y doopmyni 1), 3 Ha-
CTYMHUM BUOANEHHAM aMiHO3aXUCHOI rpynu:

Ps0 S
O  NHP,
(15)

ne
P1 € TM camum Sk BU3HAYEHO BULLE; i
Ps siBnsie coboto 6eH3nn abo TpeT-6yTunn.
Hanpvknag, BkasaHui Bulle cnocid moxe 6ytn
NpoBeAEHVIN 3a [AOMOMOrol peakuiiHoi Cxemu 2,
npeacTaBneHoi HUXYe:

[Peakuiitna Cxema 2]

PZO\H/\lAO a) PZOW\B b} Ho\ﬂ/\l/\B

Q NRP, o] NHP, (o] NHP,
(15) {16} {17)
A
— et . u
O  NHP, O NH,
(18) (12)
ne

a) saBnse coboo Na(OAc)sBH, R21NH.Gy, i
CICH2CHCI;

b) sBnse coboo Pd/C, H> (6eHaunosuin edip)
abo TFA/CH.Cl, (Tpet-6ytunosuii edip, P1=Boc) i
notim Boc,0;

c) aense coboto EDC, HOBT, AH;

d) siBnsie coboto cymiw HCl/giokca;

A i B € TMK XX cammmu, ik BUSHAYEHO BULLE;

P1 sBnsie coboto amiHO3axucHy rpyny, Taky siK
Boc-rpyna, Cbz a6o Fmoc;

P2 saiBnsie coboto 6eH3nn abo TpeT-6yTun;

G+ BigcyTHin, abo aBnse coboto ConsiHy KUCMNOoTY,
cipyaHy kucnoty abo TprdTOPOLTOBY KUCIOTY.

Cnoci6 ogepxaHHa crnonyku dopmynu 16 Bigo-
Muii (Hanpuknag, J. Med. Chem. 1999, 42(18), 3557-
3571).

Peakuito a) npoBoAATb y NPUCYTHOCTI OpraHiyHo-
ro PO34MHHUKA, TAKOro siK AMxriopeTaH abo LMKMivYHMIA
ecpip (Hanpuknag, TetparigpodypaH (TI®)) B iHTep-
Bani Temnepatyp Big -10 go 40°C wnsxom B3aemogii
crnonyku opmynm 15 nepeBaxkHo 3 NEePBUHHUM aMmi-
HOM, B35TUM Y KinbkocTi Big 0,7 oo 1,5 eksiBaneHTiB
(cnonyka dopmynu 13). Mpu ubomy, gani peakuito
LmKnisauii NpoBOAATb ¥ TUX CaMUX YMOBaX, SK BKasa-
HO BuLe, WOD cuHTe3yBaTu crnonyky dopmynu 16, i
notim cnonyk} dopmynm 16 nNepeTBoprOOTbL Ha Kap-
©0HoBY kucnoTy dpopmMynum 17 yepes Peakuito b).

Mpy uboMy, y BUNaAKy, SIKWO 3axvcHa rpyna P
aBnse cobow 6eH3un, P, BugansioTb 3a 4ONOMOro
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cymiwi Hyo/Pd/C, wob cuHTesyBaTh kapboHOBY Kucno-
Ty. Y BunNaaky, SKWwo 3axucHa rpyna P» asnse coboto
TpeT-6yTun i P1 siBNse coboto Boc-rpyny, Ui 3axucHi
rpynu pasoM BuaansioTe, BUKOPUCTOBYIOYM CyMiLl
anxnopmeTan/TFA, rpyny amiHy 3HOBY 3axuLatoTb 3a
ponomoroto Boc-rpynu, wob cuHTesyBaTu kapboHOBY
Kncnoty. BukopucToBytoun B Takuii cnocibé oTpumaHy
KapboHOBY kMcnoTy Ta amiH AH, cnonyky dopmynu
18 ogepxytoTb 3a AJonomorok Bigomoi Peakuii c).

Y Bunagky, sKWo amiHo3axucHa rpyna Pq aBnse
coboto Boc-rpyny, cnonyky dopmynu la ogepxyoTb
3a gonomoroto peakuii d). Y Bunagky, skwo Pq sBnsie
coboto Cbz, P B1gansioTb, BUKOPUCTOBYIOUN CyMiLLl
Hy/Pd/C abo TMSI, i y Bunagky, sikwo Pq aBnse co-
6oto Fmoc, P1 BugansioTb, BukopuctoBytoun EtoNH, y
Takui cnocid ogepxkyroumn cnonyky dopmynu la.

AmiH AH y Peakuii c) moxe 6yTn oTpumaHuii
cnocobamn, BuknageHumm B WO 04/064778, WO
04/007468, i Tak gani, abo MoXyTb ByTU BUKOPUCTaHI
KOMepUiNHO OOCTYMNHI aMiHW.

Cepen amiHiB y Peakuii c), amiH, siKk BU3HA4YeHO
HWx4e, Moxe OyTW CUHTe30BaHWW, Hampwuknag, 3a
gonomoro  peakuiiHoi Cxemn 3, npeactaBneHoi
HIDKYe:

[Peaxuiitna Cxema 3]

F\C. N, R21 F.C N R:
F.C. .0 ¥y LN 21
; T T
e Lo e N
N
N N iy

| |
tBoc |
tBoc (223 HCl

{15) (20) 2% (22)

ae

a asnse coboto LHMDS, CF3;CO2Et, DME;

b sBnsie coboto

(1) R21C=NH(NH), EtOH a6o iPrOH, Temnepa-
Typa KMMiHHS 3i 3BOPOTHMM XOSOAUITbHWUKOM,

(2) R21C=NH(NH2)HCI, NaOEt, EtOH a6o iPrOH,
TemnepaTtypa KuUMiHHS 3i 3BOPOTHUM XONOAUIIbHMKOM,

(3) R21C=NH(NH,), katanizatop BF3OEt,, iPrOH,
TemnepaTtypa KUMiHHSA 3i 3BOPOTHUM XONOAMIbHUKOM,
abo

(4) R21C=NH(NH.), nipnguH, TemnepaTypa KuniH-
HS1 3i 3BOPOTHMM XONOANIbHUKOM;

c saBnge coboto cymiw HCl/OiokcaH abo
HCI/ETunauerTar;

R21 siBnsie coboro BoaeHb, ankin abo apwn.

BinbLlw KoHKpeTHO, cnonyka dopmynu 20 Moxe
OyTM OTpuMMaHa LWAXoM YTBOPeHHHA beHonaTy 3i
cnonyku dopmynun 19, 3 BukopuctaHHam LHMDS, 3
HacCTyNMHUM JodaBaHHAM TpudTopaueTaTy (nocunax-
Hst: J. Fluorine Chem. 2003, 123(2), 267-272). € pisHi
cnocobu ogepxaHHsa cnonyku dopmynu 21, gka mae
nipumianHoBe KinbLe, 3i cnonykn copmynu 20, i ce-
pen Hux, cnocib, wo Bukopuctosye BF3OEt, sk kaTa-
nizatop (Synthesis 2000, 12, 1738-1748) i cnoci6b, wo
BMKOPWCTOBYE MipMANH K po3unmHHuK (Tetrahedron
1983, 39(19), 3197-3199) € nepeBaxHNMU, 3 NOMAAY
ogepXaHHsa rapHoro Buxogy. Bukopuctosyloun B Ta-
KM cnocidé oTpumaHy crnonyky cdopmynu 21, mMoxe
OyTu oTpumaHa OaxaHa crnonyka copmynu 22.

3rigHo 3 TpeTiM incTpaTMBHUM cnocobom ogep-
XaHHsl, cnonyka copmynn 1 moxe ByTn oTpumaHa
crnocobom, WO BKMYae CTagilo B3aeMopji Crnoryku
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copmynu 15, BkaszaHoil BuLLe, i3 Cronykow dopmynu
23, npeacTaBreHoi HUXKYe:

HO
\(\ NH.,G,
Rae

(23)

ae

G2 BigcyTHin abo ABnsie coboto KMCMNoTy, nepe-
BaXXHO COMSHY KUCMOTY, CipyaHy kucrnoTy abo Tpu-
PTOPOLTOBY KUCNOTY;

R2s siBNsie coboto BoAeHb, 3amillleHnin abo Hesa-
MileHun C4-C4 ankin.

Y Bunagky, AKWo cnonyka dopmynun 15 B3aemo-
die i3 cnonykoto chopmynu 23, BigbyBaeTbcsa peakuis
UmMKnisauii cnonyku, siky oAepXykTb BiAMOBIAHO 00
METOAMKU, aHanoriyHol MeToauui ogepXaHHSA crony-
kv cbopmymm 13 y gpyromy inocTpatuBHOMY cnocobi,
BukopucToBytoun COCl,, wob yTBopuTY 3anuwok B, i
HaCTYMHy peakuito NpoBOASATL BiANOBIAHO 4O MeToAW-
KW, aHanoriyHol mMeToauui Apyroro intocTpaTUBHOIO
crnocoby, wob cuHTe3dyBaTu cnonyky dopmynu 1. 13
BKa3aHoi peakuii Moxe OyTu oTpumaHa crnonyka ¢o-
pmynu 15 i cnonyka copmynu 12, cnonyka cdopmynu
1, B Akin Z siBnsie coboto O 'y chopmyni 10.

Ak BuXigHI NPOAYKTN BUKOPUCTOBYIOTH BiOOMI
CMomnykn, 3a BWHATKOM BWMNagky, Komu crnocobu ix
ogepxXaHHa € ocobnmeo GaxaHWMn B AaHOMY BUHa-
xofi, abo BOHM MOXyTb OyTM CMHTE30BaHi 3 BiJOMUX
crnonyk BiaommmMu cnocobamu abo cnocobamu, nogi-
OHVMMW [0 HUX.

Cnonyka dopmynu 1 moxe Oyt BupineHa Ta
ouuLLeHa Bif peakuiHOro NpoAykTy BiAOMWMW Cro-
cobamu, TakuMK SIK nepekpucTanisadisi, ioHHUA enex-
Tpodhopes, xpomaTorpadisi Ha KOMOHKY i3 cunikare-
neM, xpomaTtorpadiss Ha WOHOOOMIHHI cMmoni Ta
NoAibHi A0 HUX.

Ak onucaHo BuLe, CNOMyKM 3a AaHWM BMHaXxo-
OOM, BUXiAHI NPOAYKTN ANs IX oepXaHHA Ta NpoMiXK-
Hi CNOMYKM MOXYTb OYTV CMHTE30BaHi Pi3HNMK CrOCo-
6amu, ki NOBUHHI IHTEPNPETYBATUCS, SIK BKIOYEHI 0
obcary gaHoro BuvHaxody Yy 3B'A3KYy 3 OAepKaHHSM
crnonyku dopmynu 1.

Takox AaHwn BUHaxig 3abesnevye hapmaueBTy-
YHy KoMnosuuijto ansa iHridyBaHHss DPP-IV, sika mic-
TMTb cnonyky dopmynu 1 abo ii dapmaueBTU4HO
NPUAHATHY Cinb | apMaLeBTUYHO NPUAHATHUIA HOCIN.

Cnonyka copmynm 1 moxe 6yTv BBeAeHa B pi3-
HUX TNiKapcbkMx (CTaHQapTHUX dapmMaleBTUYHNX)
dopmax BigNoBiAHO OO NPW3HAYEHOro 3aCTOCYBaHHS.
B oTpvmaHux cdapmaueBTUYHUX KOMMO3MLiSX, Biano-
BiJHO [0 OaHOro BMHAxO4y, aKTUBHWWA areHT, GinbLu
KOHKPETHO, cnonyka cdopmynu 1 moxe 6yTu 3miliaHa
3 ogHUM abo OinbLUOK KiMbKiCTIO dhapmaueBTUYHO
NPUIAHSATHUX HOCIIB, sIKi MOXYTb OyTW BMOpaHi 3anex-
HO Big OTpuMaHOI nikapcbkoi opmu. Hanpuknag,
dapmaueBTMYHa KOMMO3MWLiA 33 AaHWM BUHaxXo4oM
Moxe OyTu cknageHa y cpopmax, ki nigxogaTb Ans
iH'ekuin, abo opanbHOro BBEAEHHS.

Cnonyka copmynu 1 moxe 6yTv BBedeHa Bigno-
BiAHO 00 3BUYaANHWX METOOWK, BUKOPUCTOBYHOUW Bi-
OOMi hapmaLeBTUYHO MPUNHSTHI HOCIT Ta HamnoBHIO-
Bayi Ta npeactaeBneHa Yy  dopMi  OAMHUYHOI
cTaHAapTHOI 403K abo KoHTelHepa 3 MHOXMHOK [03.
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Cknagn MoXyTb NpuiAMaTK Taki opMK, K PO3UUHM,
cycneHsii abo eMynbCii 3 MacnsaHUCTUMKN abo BoaHW-
MU HarnoBHOBa4Yamu, i MOXYTb MICTUTW 3BUYaHI AnNC-
nepryeBarnbHi, cycneHayBanbHi abo crabiniaytoyi areH-
TW. AnbTepHaTUBHO, Nepe 3acTOCYBaHHAM aKTUBHUM
iHrpedieHT Moxe nepebyBaTy B NOPOLUKOMOAiOHIN
dopMi Ana 3'egHaHHA 3i CTEPUNBHOIO BOAOH, SKa He
MicTuTb niporeHy. Cnonyka dopmynn 1 Moxe Takox
OyTn BBegeHa B Cyno3uTopii, siki MICTATb 3BUYaliHi
CYMO3UTOPHI OCHOBW, Taki sIK onisi kKakao abo iHLwi rni-
uepuan. Teepai copmMu AnNs OpanbHOro BBEAEHHSI
BKIOYalOTb Kancyny, TabneTky, Mirynky, MOPOLUOK i
rpanyny. [epeBaxHUMK nikapcbkumu dopmamu €
Kancyna Ta Tabnetka. lNepeBaxHum € Te, Wwo Tabnet-
KM Ta nirynku marTe obonoHKy. TBepai dopmu ans
oparnkbHOro BBEAEHHSA MOXYTb OyTW OTPVMMaHI LUMISAXOM
3MilLyBaHHS Crosnykn copMynu 1 siK akTUBHOTO iHr-
pedieHTa, 3 HeaKTVBHVMMMW PO3pimKyBavaMu, TakvMu
SIK caxapo3a, fakTosa, Kpoxmarnb Ta nogibHi Ao HMX
Ta HOCI MK, TaKUMW SIK MacTUMo, Hanpuknag creapar
MarHito, BKMOYal4M posnyLlyBad, 3B'A3yBanbHy pe-
YOBUHY Ta NoAibHi 40 HUX.

3a HeobxigHocTi, cnonyka dopmynu 1 i koMnosn-
Lii, SIKi MiCTATb BKasaHy CMonyky 3a AaHuWM BUHaXo-
OOM MOXYTb OyTn BBefeHi B koMOGiHaLii 3 iHLWMMK
apmMaueBTUYHUMN areHTamu, Hanpuknag, iHWUMK
areHTamu Ans nikyBaHHA giabery.

Konu cknag npeacrasneHvin y ¢oopMi OAMHUYHOT
cTaHgapTHOI Jo3u, crionyka hopMynn 1 K akTUBHUN
iHrpeaieHT MoXe nepeBaXKHO YTPUMYBATUCH B KiflbKO-
cTi Big npubnusHo 0,1~1,500Mr y cTtaHgapTHiA O03i.
KinbkicTe cnonyku cdopmynu 1 'y gosi Oyae sanexatu
Big Barn cyb'ekta Ta BiKy, xapakTepy Ta Cepiio3HOCTi
XBOpOOW Ta pieHHs nikaps. Ons BBeOeHHs Jopoc-
nomy cy6'ekty, HeobOXigHa KifbKiCTb LLIOAEHHOI 403K
Oyne B gianasoHi Big 1 oo 500Mr 3anexHo Big YacTto-
TW Ta IHTEHCUBHOCTI A03yBaHHA. [Ns BHYTPILUHbOM'S-
30BOro abo BHYTPIiLUHLOBEHHOrO BBEAEHHSI AOPOCIO-
My cyb'ekTy, NOBHa KinbKiCTb LIOAEHHOI Ao3n Oyae
[ocTaTHbOo nNpubnmaHo B Mexax 5~300mr. Ons ge-
SIKUX NaLieHTiB, KiNbKICTb WoAeHHOI Ao3n byae GinbLu
BUCOKOH0, HiX LS.

Kpim Toro, gaHwnm BuHaxig 3abesneuye 3acTtocy-
BaHHA cnonyku oopmMynu 1, sik BU3Ha4eHo B NyHKTi 1
®opmMynu BMHaxody, AN BUTOTOBMIEHHSI NiKapCbKOro
3acoby ans nikyBaHHa abo NpoddinakTUku 3axBOpH-
BaHb, MOB'A3aHMX 3 HEBIANOBIAHOW akTuBHicTI0O DPP-
\A

MpeacTtaBneHi npuknagy 3axBopioBaHb, BUKNU-
KaHuXx HeignosigHumK piBHamMu DPP-IV, BknovaloTb,
He OOMEXYUNCb HUMM, LIYKPOBI AiabeTun, OXMPiHHA
Ta nodibHi Ao HuX, sk onucaHo Buwe. Cepeq LyKpo-
BMX AiabeTiB, AaHUI BMHAXig € nepeBaHUM Ans ni-
KyBaHHS Ta NpocpinakTykK LykpoBoro aiabety tuny Il

BTineHHs BuHaxoay

[aHun BuHaxig npeacraeneHnii 6inbL oknagHo
HacCTyMHUM BUKNAAEHHAM MpUroTyBaHb i MpUKNagis.
MpoTe, 3po3ymino, Lo AaHui BUHaxia He 0OMexXeHUn
BKa3aHUMM KOHKPETHVMMU MPUroTyBaHHAMMU Ta npw-
Knagamu, ane npeacrasnse MOXNUBICTb ANSA Pi3HMX
Moamdikauin, siki odeBuaHi cepeaHboMy dhaxiBueBi B
ranysi, Wo Mae BiHOLLUEHHS A0 AaHOro BUHaxody.

MpunpurotyBaHHsa 1: CuHTe3 rigpoxmopugy 3-
amiHomeTun-4,4,4-1pncpTopOyTaHOBOI  KMCNOTU  E€TU-
nosoro egipy
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(1) CuHTes 4,4, 4-tpndpTop-3-
HITPOMETNNOYTAHOBOI KUCIOTM ETUIIOBOIO edipy

3miwytote 1,0r (5,94mmonb) 4,4,4-TpudpTop-2-
O6yTeHoBOI Kkucrnotu etunoBoro ediipy Ta 0,15mn
(1,19mmonb) 1,1,3,3-TeTpameTunryaHiguiy T1a 1,6mn
(29,8mMmonb) HiTpomMeTaHy. OTpuMaHy CyMill OXOrio-
OXyloTb Ao Temnepatypu 0°C i noTim nepemiwyoTe
npoTsaAromMm 3 roAuH Npu KiMHaTHIN TemnepaTtypi, 3 Ha-
CTynHUM JofasaHHaM 100Mn  eTunaueToaueTaTy.
PeakuinHy cymiw npomuBaroTb BOAOK, i NOTIM opra-
HiYHMI Wap cywaTb Hag 6e3BogHMM cynbdaTom ma-
Hito. PO3YMHHWK BiAraHATb MPU 3HWKEHOMY TUCKY,
wo gae 1,1r (4,80Mmornb) Ha3BaHOI CNOMyKkn 3 BUXO-
aom 81%.

AMP: "H-AMP (CDCls) & 5,21-4,59 (2H, m), 4,22
(2H, k8., J=8l'u), 3,67-3,64 (1H, m), 2,82-2,72 (1H, m),
2,63-2,57 (1H, m), 1,28 (3H, 1, J=8I"L)

Maca (El) 176 (M*+1)

(2) CuHTe3 N-rigpokcu-3-(TpeT-
OyTokcukapboHinamiHomeTun)-4,4,4-
TpucTOpOYTAHOBOT KUCIOTM €TUNOBOIrO edipy

1,1r (4,80mMmorb) 4,4,4-TpndTop-3-
HITPOMETUNOYTAHOBOI KUCIOTM E€TUNOBOro  eqipy,
OTPMMaHOro Ha BKa3saHi Buwle cTagii (1), po34uHs-
t0Tb B 20Mn MeTaHony, i NOTiM A0 paHille yTBOPEHOro
po3unHy gopatotb  1,85r (8,47Mmonb) au-Tpet-
oyTunrigpokapboHaTy. Peakuito NpoBoAATb y NpUCyT-
HocTi 180mMr 10% nanagito Ha KyTi Npu aTMocdepHo-
My TuUcky npotarom 15 roguH. PeakuiiHum posyuH
iNbTPYOTb Yepes LeniT i BigraHsaoTb Npy 3HWKEHO-
My Tucky, 6e3 HacTynHoro ouueHHs, wo gae 1,5r
(4,80mmonb) Ha3BaHoi crnonykn 3 Buxogom 100%.

AMP: 'H-AMP (CDCl3) 5 6,48 (1H, c), 4,20 (2H,
k8., J=8I'y), 3,89-3,83 (1H, m), 3,66-3,62 (1H, ™),
3,24-3,17 (1H, m), 2,76-2,68 (1H, m), 2,53 (1H, Ag,
J=8Iy, 16y), 1,48 (9H, c), 1,25 (3H, T, J=8l"w)

Maca (El) 262 (M*+1)

3) CuHTe3s
OyTokcukapboHinamiHomeTun)-4,4,4-
TpuchTOpOYTaAHOBOI KMCNOTY €TUNOBOTO edipy

760Mr (2,41mmonb) N-rigpokcu-3-(TpeT-
OyTokcukapboHinamiHomeTun)-4,4,4-
TpucpTopOyTaHOBOI KMCNOTU eTunosoro edipy, oTpu-
MaHOro Ha BKasaHiln Bulle cTafii (2) po3unHsaTb B
80Mn metaHony Ta 40mn Bogu, NoTiM OO paHiwe
YTBOPEHOro po3ynHy gofaroTb 2,41 (28,9mMmonb) aue-
TaTy HaTpilo, 3 HACTYMHUM OOAaBaHHAM MO Kpanmsx
4mn (4,81mmonb) 20% BOAHOIO PO3YMHY TpUXITOpUAY
TUTaHy Npu KiMHaTHIA TemnepaTypi. Yepes 20 XBUnuH
00 paHile YTBOPEHOro posumHy pgogarts 300mn
eTunaueToaueTaty Ta peakuiiH po3unH NpomuBsa-
I0Tb BOOW, MOTIM OpraHivyHWi Wwap cywartbe Hag 6es-
BOAHVM Cynb(aToM MarHito. PO34YMHHUK BiAraHsa0Tb
npyu 3HWKEHOMY TUCKY Ta MOTIM 3anMLIOK OYMLLYIOTb
XpomaTtorpadielo Ha KonoHuj, uwo pgae 550mr
(2,24mmonb) Ha3BaHOI cronyku 3 Buxogom 92%.

AMP: "H-AMP (CDCl3) & 4,70 (1H, c), 4,18 (2H,
k8., J=6,8I'y), 3,64-3,53 (1H, m), 3,35-3,34 (1H, m),
3,05-2,90 (1H, m), 2,60 (1H, ag, J=5,2l'y, 16,4Tu),
2,48 (1H, pa, J=8Iu, 16,4I"u), 1,43 (9H, c), 1,27 (3H,
T, J=6,8IL)

Maca (El) 246 (M*+1)

(4) CwunHtes rigpoxnopugy 3-amiHomeTun-4,4,4-
TpucpTOopOYTAHOBOI KMCMOTM ETUNOBOTO edipy

170mr (0,69mmorb)
OyTokcmkapboHinamiHomeTun)-4,4,4-

3-(TpeT-

3-(Tpet-
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TpucpTopOyTaHOBOI KMCNOTU eTunosoro edipy, oTpw-
MaHOro Ha BKasaHii Bulle ctagii (3) po3unHsalTL B
6mn eTunaueTaTy, HaCMYEHUX XIOPUCTMM BOOHEM, a
noTiM nepemillytoTb NpU KIMHATHIA TeMnepartypi npo-
TAroMm 3 roavH. PO34YMHHWIK BigraHsaloTb MpU 3HWKEHO-
My TWCKy Ta MOTIM 3aTWLLOK OYMLLYIOTb XpomaTorpa-
dieto Ha «komoHui, wo pgae 110mr (0,69Mmorb)
Ha3BaHoi cnonyku 3 Buxogom 86%.

AMP: "H-AMP (CDCl3) 5 8,50 (2H, ywup. c), 4,18
(2H, k8., J=4Tu), 3,50-3,20 (3H, m), 2,97-2,64 (2H, m),
1,24 (3H, 1, J=4Tu)

Maca (El) 182(M*+1)

MpuroTtyBaHHst 2: CuHTE3 rigpoxnopuay 4-amiHo-
3-MeTunbyTaHoBOI KUCNOTU METMNOBOro edipy

(1) CuHTtes 3-meTun-4-HiTpobyTaHOBOI KuCNoTU
MEeTUNoBOro eqipy

3miwytote 3r (29,9Mmonb) TpaHc-2-6yTeHOBOI
kucnotu metunosoro edipy Ta 0,69r (5,99mmonb)
TeTpameTunryaHigniy Ta 9,14r (149mmonk) HiTpome-
TaHy. OTpMMaHy CyMill nepeMillyoTe Npu KiMHaTHI
Temnepatypi npotaroMm 24 gHiB. [Jo paHiwe yTBope-
HOro po3yvHy gogatote 100mMn eTunaueToaueraTy Ta
peakuiHuin po34MH NPOMKMBaOTbL BOAOH, NOTIM opra-
HiYHUA Wap cywaTtb Hag 6e3BogHMM cynbdaTtom ma-
rHito. PO3YMHHUK BiAraHsalTb MPU 3HWKEHOMY TUCKY,
NoTiM 3anuLLIOK OYULLYIOTL XpomaTtorpadieto Ha Ko-
NOoHUj, Wwo aae 5,7r (23,6MMornb) Ha3BaHOi CMONYKM 3
BuxogoM 100%.

AMP: "H-AMP (CDCls) & 4,48 (1H, an, J=4Tw,
12ry), 4,35 (1H, aa, J=4T'u, 12r'y), 3,71 (3H, c), 2,84-
2,74 (1H, m), 2,47 (1H, pa, J=4Ty, 16I'y), 2,37 (1H,
an, J=8ru, 16rry), 1,11 (3H, g, J=8u)

Maca (El) 162 (M"+1)

(2) CwuHTe3 N-TpeT-6yTunokcukapboHinrigpokcu-
4-TpeT-6yTOKCKKapboHinamiHo-3,3-
OMMeTNNOYTaHOBOI KMCNOTU METUMNOBOTO edhipy

4r (24,8mmonb) 3-meTun-4-HiTpobyTaHoBOI Kuc-
notn meTunoBoro edipy, OTPUMaHOrO Ha BKasaHin
Buwe cragii (1), po3umHsitotb B 50Mn meTaHony Ta
noTiM [0 paHille yTBOpeHoro po3ynHy gogatote 10,4r
(47,6mmonb)  an-TpeT-6yTnnaukapboHaty. Peakuito
npoBodsTb y npucytHocti 500mMr 10% nanagito Ha
KyTi npu Tucky 50nci npotarom 9 roguH. PeakuiviHui
pPO34UMH (PiNbTPyOTb Yepe3 LEeniT i BiaraHAwTb npu
3HVDKEHOMY TWCKY, MOTIM 3arMLLOK OYMLLYIOTb XpoMma-
Torpadieto Ha komoHuj, wo gae 3,6r (10,3mmornb)
Ha3BaHoi cnonyku Ta 1,1r (4,45mmonb) N-rigpokcu-4-
TpeT-6yTOoKCMKapOoHinamiHo-3,3-aumeTnnbyTaHoBoOI
KMCROTN MeTUoBoro edipy 3 Buxoaom 62%.

Maca (El) 348 (M"+1)

3) CuHTes N-rigpokcu-4-Tpet-
6yTokcnkapboHinamiHo-3,3-gumetTnnbyTaHoBoi  Kuc-
noTn meTunosoro edipy

600mr (1,72mmonb)
6yTunokcukapOoHinrigpokcn-4-Tpet-
6yTokcukapboHinamiHo-3,3-gumetTnnbyTaHoBoi  Kuc-
NnoTn MeTunoBoro edipy, OTPMMaHOro Ha BKasaHin
Buwe cragii (2), po3unHaTe B 80mMn meTaHony, 3
HaCTYMHUM A04aBaHHAM rigpokapboHaTty HaTtpito 250
i nepemiwyBaHHsaM npu TemnepaTypi 80°C npoTtsrom
9 roavH. [lo paHiwe yTBOpPEHOro po3ymHy AoAatoTb
200Mn eTunaueTaty Ta peakuiiHUW PO34YMH MPOMU-
BaloTb BOAOID, i MOTIM OpraHiyHWn wap cywaTb Hag
06e3BoaHVM CynbdaTomM MarHito. PO3YMHHUK BigraHs-
10Tb NPU 3HWKEHOMY TWUCKY, i MOTIM 3aMMLLIOK OYMLLY-

N-Tpet-
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10Tb XpomaTorpadieto Ha KOMoHui, wo pfae 332Mr
(1,34Mmonb) Ha3BaHOI crnonykn 3 BUXogom 77%

AMP: "H-AMP (CDCl3) 5 7,27 (1H, ywmp. c), 3,49
(3H, c), 3,46 (1H, pa, J=4Tu, 12r'y), 3,33 (1H, A4,
J=5,6"y, 14,4I'y), 2,51-2,42 (1H, m), 2,39 (1H, ag,
J=4T'y, 16I'y), 2,22 (1H, ga, J=4I'y, 16l'y), 1,48 (9H,
c), 0,98 (3H, g, J=8lu)

Maca (El) 248 (M"+1)

(4) CuHtes 4-TpeT-6yTOKCHMKapBOHINamiHo-3-
MeTUnByTaHOBOI KUCIOTWM METUITOBOTO edipy

213mr (0,92mMMmonb) Has3BaHOI CMOMNYKU OJEPXKY-
10Tb 3 BUXoaom 47% BignosigHO OO METOAMKM, aHa-
noriYHol MeToauui ogepXXaHHSA CMOoMyku, OnucaHol B
npuroTtyBaHHi 1(3), 32 BUHSITKOM TOrO, LLO BUKOPUCTO-
Bytotb  330mr  (1,33mmonb)  N-rigpokcu-4-TpeT-
6yTokcukapboHinamiHo-3,3-gumeTnnbyTaHoBoi  Kuc-
NoTn MeTunoBoro edipy, OTPMMaHOro Ha BKasaHin
BuLe cTagii (3).

AMP: "H-AMP (CDCl3) & 4,65 (1H, ywmp. c), 3,68
(3H, c), 3,10-3,00 (2H, m), 2,38-2,33 (1H, m), 2,20-
2,05 (2H, m), 1,44 (9H, c), 0,96 (3H, g, J=8I'L)

Maca (El) 232 (M*+1)

(5) CuHTes rigpoxnopuagy 4-amiHo-3-
MeTUNOYyTaHOBOI KUCIOTWM METUITOBOTO edipy

62wmr (0,36MMOnb) Ha3BaHOI CNOMYKU OAEPXYIOTb
3 Buxogom 83% BignoBigHO OO METOAWMKM, aHanoriy-
HOT MeToaMUui ofepXXaHHSA CMOonyKW, onmucaHol B Npu-
rotyBaHHi 1(4), 3a BUHATKOM TOroO, LLO BMKOPWUCTOBY-
10Tb 100mr (0,43mmornb) 4-TperT-
6yTOoKCHKapboHinamiHo-3-MeTUnbyTaHoBOI  KWUCMOTK
METUNOBOro eqipy, OTPUMaHOro Ha BKa3aHinl BuULLEe
ctagii (4).

AMP: "H-AMP (CDCl3) & 8,26 (2H, ywwp. c), 3,68
(3H, c), 3,10-2,99 (2H, m), 2,77-2,35 (3H, m), 1,13
(3H, @, J=8I"w)

Maca (El) 168 (M*+1)

MpurotyBaHHA 3: CuHTes rigpoxnopugy 4-amiHo-
2-bTOpPOYTAHOBOI KUCNOTM METUITOBOTO edipy

(1) CwuHTes 2-okconiponianH-1-kapOOHOBOI KUC-
notu TpeT-6yTnnosoro edipy

1r (11,7MMonb) 2-niponiAvHOHY PO34MHSIIOTE B
15Mn guxnopmeTaHy, i NOTiIM OO paHille yTBOPEeHoro
po34vHy gopatoTb 2,5mn (17,8mMmonb) Tpuetunaminy
Ta 107mr (0,87mMMonb) AumeTunamiHonipuavHy Ta
2,7r  (12,3mmonb)  An-TpeT-OyTunrigpokapboHary.
PeakuinHun po3dmH nepemillyoTb Npu KiMHaTHIN Te-
Mnepatypi npotarom 8 roguH. [1o paHiwe yTBOpeHoro
po3uuHy gogaots 100Mn eTunauetaTy, i peakuinHui
PO34YMH NPOMUBAIOTE BOAOHD, i MOTIM OpraHiyHUn Lwap
cywartb Hag 6e3BogHMM cynbdatoMm MarHio. Pos-
YMHHWK BigraHaTb NPU 3HWXKEHOMY TWUCKY, | MOTIM
3anuLLIOK OYULLYIOTL XpoMaTorpadieto Ha KOMoHL, Lo
aae 1,2r (6,47Mmonb) Ha3BaHOI CMONyKN 3 BUXOOOM
55%.

AMP: "H-AMP (CDCl3) 6 3,76-3,73 (2H, m), 2,53
2,49 (2H, m), 2,04-1,88 (2H, m), 1,53 (9H, c)

Maca (El) 186(M*+1)

(2) CuHTes 3-bTOp-2-0KconiponianH-1-
KapbOHOBOI KMCOTK TPeT-0yT1NoBoro edipy

300mr (1,61mmonb) 2-okconiponignh-1-
KapboHOBOI kMCNoTu TpeT-6yTunosoro edipy, oTpu-
MaHOro Ha Bka3saHin Bulle ctagii (1), po34nHsOTb y
TeTparigpodypaHi Ta OXONoMKyOTb 4O TemnepaTypu
-78°C. [lo paHille yTBOPEHOrO PO34MHY MO Kpanmsix
nopaTb 1,7Mmn (1,7Mmmonb) 1,0M
Oic(TpumeTuncunin)amigy niTito B TeTparigpodypaHi,
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a MoTiM nepeMilyoTe NPOTAroM rognHu. [1o paHiwe
YTBOPEHOro po3ynHy gogatTe 561mr (1,78 Mmonb) N-
dpTopbeH3oncynboHiMigy Ta noTim Temnepartypy
nocTynoBo niasuwytoTs Ao -30°C npoTsarom 2 roguH.
[o paHiwe yTBOpeHoro posduHy pgdogatTs 100mn
eTunauertoauetaTy, i peakUuilHWA pO34MH MpoMuUBa-
I0Tb BOOHWM PO34YMHOM Xropuay amoHito, i noTiM op-
raHiyHWM Wwap cywartb Hag 6e3BoAHUM cynbdaTom
MarHito. PO3YMHHUK BiAraHs0Tb Npu 3HMKEHOMY TUC-
Ky, NOTiIM 3anuLIOK OYULLYOTL Xpomartorpadieo Ha
konoHuj, wo gae 60mr (0,29Mmonb) Ha3BaHOi cnosy-
kn 3 Buxogom 18%.

AMP: 'H-AMP (CDCl3) & 5,16-5,12 (0,5H, w),
5,01-4,94 (0,5H, m), 3,91-3,85 (1H, m), 3,64-3,57 (1H,
M), 2,50-2,45 (1H, m), 2,25-2,13 (1H, m), 1,54 (9H, c)

Maca (El) 204 (M*+1)

(3) CwHtes 4-tpeT-OyTOKCUKApPOOHINamiHO-2-
pTOpOYTAaHOBOI KMCNOTU METUMOBOIO eqdipy

60mr (0,29mmonb)  3-dbTop-2-okconiponianH-1-
KapbOHOBOI KMCNoTu TpeT-6yTunosoro edipy, oTpu-
MaHOro Ha BKa3saHil BuLe cTagii (2), po34MHsIoTL B
3mn meTaHony, i NoTiM A0 paHiwe yTBOPEHOro pos-
yYnHy pogatTb 32mr (0,59MmMonb) mMeTunaty HaTpito
npu TemnepaTypi 0°C. Yepe3 roguMHy [o paHiwe
YyTBOPEHOro po3unHy gofaotb 10mMn etunauetary,
peakuiiHUin po3yYnH MPOMMBAIOTE BOOHUM PO3YMHOM
Xropuay aMoHito, i opraHiyHWn Wwap cywarts Hafg 6es-
BOAHMM CyrnbgaToM MarHito. PO34YMHHUK BiAraHsa0Tb
MPU 3HWKEHOMY TWCKY, MOTIM 3aruLOK O4YMLLYIOTb
XpomaTtorpagieto Ha KOMoHui, wo pAae 49wr
(0,29Mmmonb) Ha3BaHoi crnonyku 3 Buxogom 18%.

Maca (EIl) 236 (M*+1)

(4) CuvHTes rigpoxnopuay 4-amiHO-2-
pTOpOYTAHOBOI KMCNOTU METUMOBOIO edipy

17mr (0,099MMonb) Ha3BaHOI CNOMyKM OAepXKy-
10Tb 3 BUXoAoM 47% BignoBigHO 4O METoAWKM, aHa-
noriyHoi MeToauuUi oJepXXaHHsI Croslyku, onucaHoi B
NpuroTyBaHHi 1(4), 3a BUHATKOM TOro, L0 BUKOPUCTO-
BYIOTb 50mr (0,21mmonb) 4-TpeT-
6yTokcMKapboHinamiHo-2-chTopOyTaHOBOI KNCNoTn
MEeTUNoBoro edipy, OoTPMMaHOro Ha BKa3aHin BuLle
ctagii (3).

AMP: "H-AMP (CD3OD) & 5,24-5,20 (0,5H, wm),
5,15-4,95 (0,5H, m), 3,81 (3H, c), 3,21-3,08 (2H, m),
2,40-2,10 (2H, m)

Maca (El) 172 (M"+1)

MpurotyBaHHA 4: CuHTe3 rigpoxnopugy 5-amiHo-
2-pTOpNEeHTaHOBOT KUCNOTU METUMNOBOTO edipy

(1) CuHTes 2-okconinepmanH-1-kapboHOBOI Kuc-
notu TpeT-6yTunosoro edipy 1,17r (8,88mmonb) Ha-
3BaHOI Cronykun ogepxytoTb 3 Buxogom 88% Bignosi-
OHO OO0 MEeTOAMKM, aHamnoriyHoi MeToauLi oaepXaHHs
CMonykun, onNucaHoi B NpUroTyBaHHi 3(1), 3a BUHATKOM
Toro, wo BukopuctoByloTs 1r (10,08mmonb) 2-
ninepuanHoHy.

AMP: "H-AMP (CDCls) 5 3,67-3,64 (2H, m), 2,52-
2,49 (2H, m), 1,86-1,78 (4H, m), 1,53 (9H, c)

Maca (El) 200 (M*+1)

(2) CuHTes 3-pTOp-2-0KconinepnanH-1-
KapbOHOBOI KMCMOTK TPET-OyTUNOBOrO edipy

160mr (0,73MMoOMb) Ha3BaHOI CMOMyKA OAEpPXy-
10Tb 3 BUxoaom 48% BignoBsigHO OO METOAMKM, aHa-
noriyHol MeToauui oaepXXaHHA CMOoMyku, OnucaHol B
npuroTyBaHHi 3(2), 3a BUHATKOM TOrO, LLIO BUKOPUCTO-
ByloTb  300mr  (1,5vmmonb)  2-okconinepuauH-1-
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KapbOOHOBOI KUCNOTK TPET-OyTMNOBOro edipy, oTpu-
MaHOro Ha BKa3aHil BuLe cTagii (1).

AMP: 'H-AMP (CDCls) & 5,03-4,75 (1H, m), 3,75-
3,55 (2H, wm), 2,35-2,22 (1H, m), 2,05-1,78 (3H, m),

1,54 (9H, c)
Maca (El) 218 (M"+1)
(3) CuHrtes 5-TpeT-6yTOKCUKapOOHINamiHo-2-

(pTOPNEHTAHOBOI KUCIOTU METUIOBOro edipy

56mr (0,22MMoOrb) Ha3BaHOI CrONyKM OOEepPXyoTb
3 Buxogom 30% BignoBigHO OO METOAWKM, aHaroriy-
HOT MeToaMUi ofepXXaHHSA CMonyku, onucaHol B npu-
rotyBaHHi 3(3), 3a BUHATKOM TOro, LU0 y BKasaHil BU-
Lwe cTagii (2) BukopuctoBytoTe 160Mr (0,73mmonb) 3-
pTOp-2-0KConinepuanH-1-kapboHOBOT KMUCNOTU TPET-
6yTunosoro egipy.

AMP: "H-AMP (CDCl3) & 5,02-4,87 (1H, m), 4,63
(1H, ywwmp. c), 3,80 (3H, c), 3,25-3,05 (2H, m), 1,99-
1,88 (2H, m), 1,72-1,64 (2H, m), 1,44 (9H, c)

Maca (El) 250 (M"+1)

(4) CuvHTes rigpoxnopuay 5-amiHo-2-
(bTOPNEHTAHOBOI KMCIOTN METUINOBOro edipy

40mr (0,21MMONb) Ha3BaHOI CMONYKN OAEPXKYOTh
3 Buxogom 95% BignoBigHO OO METOAWMKM, aHarnoriy-
HOI MeToaMUui ofepXXaHHSA CMonyku, onucaHol B Npu-
rotyBaHHi 1(4), 3a BUHATKOM TOrO, L0 Y BKa3aHil BU-
we cTagii (3) BukopucToBytoTe 56Mr (0,224Mmmonb) 5-
TpeT-6yToKCUKapOoHinamiHo-2-pTopneHTaHOBOI  KM1C-
NoTH MeTUoBoro edipy.

AMP: "H-AMP (CDCls) & 5,15-4,95 (1H, m), 3,81
(3H, c), 3,00-2,90 (2H, m), 2,10-1,73 (4H, m)

Maca (El) 186 (M*+1)

MpurotyBaHHa 5: CuHTE3 rigpoxnopuay 4-amiHo-
2-meTuUnbyTaHOBOI KMCNOTU METUINOBOIO eqdoipy

(1 CuHTes 3-meTun-2-okconiponianH-1-
KapbOHOBOI KMCNOTK TPeT-0yTUNoBoro edipy

300mr (1,61mmonb) 2-okconiponignH-1-
KapbOHOBOI KUCINOTK TPET-OyTNNoBOro edipy po3yu-
HAOTb Yy TeTparigpodypaHi Ta NOTiM OXONOAXYOTb A0
Temnepatypu -78°C. [Jo paHille yTBOPEHOro PO34UHY
no kpannax pgogatTts 1,7Mn (1,7MMoOnb) po3ynHy
1,0M niTin Oic(TpumeTuncunin)amia-
TeTparigpodypaH, a noTiM nepemillyoTb MpPOTAromM
roguHun. [lo paHiwe yTBOPEHOro po3yMHy 4oAaloTb No
kpannsx 0,19mn (3,05mMmonb) nogmetany. lMicns ubo-
ro TemnepaTypy nocTynoBo nigsuwyoTs o -30°C
npoTarom 2 roauH. [Jo paHille yTBOPEHOro po3ynHy
aodatb S50Mn  eTvnauetarty, peakuiiHUM po3ynH
NPOMKBaIOTb BOOHWM PO34YMHOM XIopuAy amoHito, i
OpraHiyHun Wap cywartb Hag 6e3BogHUM cynbcaTom
MarHito. PO3YMHHUK BiAraHs0Tb NpU 3HWKEHOMY TUC-
Ky, NOTiIM 3anuLOK OYULLYIOTL Xpomartorpadieto Ha
KonoHui, wo gae 130mr (0,65MMonb) HasBaHoi cno-
nyku 3 Buxogom 40%.

AMP: "H-AMP (CDCl3) 6 3,79-3,74 (1H, m), 3,61-
3,54 (1H, m), 2,59-2,53 (1H, m), 2,25-2,17 (1H, m),
1,67-1,59 (1H, m), 1,53 (9H, c), 1,20 (3H, @, J=12I'wy)

Maca (El) 200 (M*+1)

(2) CwHtes 4-TpeT-byTOKCUKApOOHINamiHO-2-
MEeTUNOYTaHOBOI KUCITOTU METUITOBOTO edipy

120mr (0,51MMOMb) Ha3BaHOI CMOMyKM OAEpPXy-
10Tb 3 BUXoAoM 78% BigMoBiAHO OO MeTOAMKM, aHa-
noriyHol MeToauui odepXXaHHS CMOoryKu, onucaHol B
npuroTtyBaHHi 3(3), 3a BUHSITKOM TOTO, LLO BMKOPUCTO-
BytoTb 130Mmr (0,65MMorb) 3-MeTun-2-okconiponignH-
1-kapboHOBOI  KMCNOTU  TpeT-OyTunosoro  edipy,
OTPMMaHOro Ha BKasaHi BuLle ctagii (1).
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AMP: 'H-AMP (CDCls) & 4,58 (1H, ymp. c), 3,68
(3H, c), 3,17-3,14 (2H, m), 2,55-2,47 (1H, m), 1,89-
1,80 (1H, m), 1,67-1,60 (1H, m), 1,44 (9H, c), 1,19

(3H, &, J=4Tu)
Maca (El) 232 (M*+1)
(3) CuHTes rigpoxnopuay 4-amiHO-2-

MEeTUNOYTAHOBOI KUCITOTU METUIOBOTO edipy

80wmr (0,47MMorb) Ha3BaHOI CNOMYKWN OOEPXYOTb
3 BuxogoM 92% BignoBigHO OO METOAMKW, aHanoriy-
HOT MeToaMui odepXaHHS CMOnykW, onuMcaHol B npu-
rotyBaHHi 1(4), 3a BUHATKOM TOro, LUO BMKOPWUCTOBY-
10Tb 120mr (0,51mMmorb) 4-TpeT-
OyToKCMKapOOHiNamiHo-2-MeTUNOYTaHOBOI  KMUCIOTH
MEeTUNoBoro edipy, OTPMMaHOro Ha BKa3aHin BuLle
cTagii (2).

AMP: "H-AMP (CDs0OD) & 3,70 (3H, c), 3,05-2,90
(2H, ™), 2,65-2,55 (1H, m), 2,05-1,70 (2H, m), 1,23
(3H, m, J=6I"w)

Maca (El) 168 (M"+1)

MpuroTtyBaHHst 6: CuHTE3 rigpoxnopugy 4-amiHo-
3-meTun-2-6yTeHoBOI KNMCIOTM MeTMnoBoro edipy

(1) CuHTe3 (2-rigpokcmnponin)-kap6amiHOBOI Ku-
cnoTu TpeT-0yTrnosoro edipy

1r (13,3mMmonb) 1-amiHONponaH-2-01ny PO34MHS-
toTb B 40mn metaHony Tta 10mn Boau Ta notiM Ao
paHille  yTBOPEHOro  po3yvHy  dopalTts 3,7t
(16,9mmonb) an-TpeT-byTUnrigpokapboHaTty, a noTim
nepemilyoTb NPOTAroM 3 roavH Npu KiMHaTHIA TeM-
nepatypi. [lo po3umHy goaatote 200Mn eTunaueraty
Ta peakuinHWiA po3YnH MPOMMBaKOTb BOAOHD, i NOTIM
OpraHiyHWn Wwap cywaTtb Hag 6e3BoAHMM CyrbgaToM
MarHito. PO34YMHHUK BiAraHstoTb Npu 3HWKEHOMY TUC-
Ky, NOTIM 3anuLOK OYuLLylOTb Xpomartorpadieo Ha
KOMOHLUI, Wwo aae 2,24r (12,8MMonb) Ha3BaHoi crnorny-
Kn 3 Buxogom 96%.

AMP: "H-AMP (CDCl3) & 4,91 (1H, ywwup. c),
3,95-3,85 (1H, m), 3,30-3,22 (1H, m), 3,05-2,95 (1H,
M), 1,43 (9H, c), 1,16 (3H, A, J=4Tu)

Maca (El) 176 (M"+1)

(2) CuHTes (2-okconponin)-kap6amMiHOBOI KMCNOTU
TpeT-0yTnnosoro edipy

2,24r (12,7vmonb) (2-rigppokcunponin)-
kapbamiHoBOi  kMcroTn  TpeT-b6yTunoBoro  edipy,
OTPVMMaHOro Ha BKa3saHin Buwe cTagii (1), po34nHs-
toTb B 30MN AnxropmeTaHy, i NoTiM Mo Kpannsax Ao-
datoTb 3,6mn (25,7mMmonb) TpueTunaminy. [o paHiwe
YyTBOPEHOro po34vnHy gogatotb 6,05r (19mmonb) 50%
NipuANH-CyNbOTPUOKCU, LLO PO3YMHAIOTL B 15Mn
aumetuncynbdokengy. Yepes 6 roguH Ao paHiwe
YTBOPEHOro po3ynHy gopatTs 200Mn etunauerary
Ta peakuinHUA PO3YMH NPOMUBAIOTbL BOAOH, MOTIM
OpraHiyHun Wwap cywaTtb Haga 6e3BoAHUM cyrbgaToM
MarHito. PO34YMHHVK BiAraHsioTb Mpy 3HWKEHOMY TUC-
Ky, MOTIM 3anuLIOK OYULLYIOTL XpomaTtorpadieto Ha
KonoHui, wo gae 1,15r (6,64mMonb) Ha3BaHOI cnony-
K1 3 BUXoaom 52%.

AMP: 'H-AMP (CDCl3) & 5,20 (1H, ywwup. c),
4,05-4,00 (2H, m), 2,17 (3H, c), 1,43 (9H, c)

Maca (El) 174 (M"+1)

(3) CuHTes uuc-4-tTpet-byToKcukapboHinamiHo-3-
MeTuUI-2-6yTEHOBOI KMCNOTM METUINOBOIO eqdoipy

500mr (2,88mMmonb) (2-okconponin)-kap6amiHoBoi
KMCMOTW TpeT-0yTnnoBoro edqipy, OTPMMaHOro Ha
BKa3aHin BuLle cTagii (2), po3unHsTs B 8Mn 6eH30-
ny, i NOTiM OO paHille YyTBOPEHOro po3ynHy A0Aa0Tb
1,45r (4,33mmonb) MeTun-
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(TpndeHindocdopaHinigeH)auetaty Ta 35mr
(0,28Mmonb) 6eH30MHOT KUCNOTW. PeakuiiHniA po3ynH
HarpiBaloTb 4o Temnepatypu 80°C npoTarom 3 roguH.
PO34MHHKK BiAraHsitoTb NpW 3HWKEHOMY TUCKY, MOTIM
3anNULLOK OYULLYIOTL XpoMaTorpadieto Ha KOmoHL, Lo
Aae 54wmr (6,64MMonb) Ha3BaHOI CMONyKM 3 BUXOAOM
23% i 301mr (1,31MMOnNb) TpPaHC i30Mepy 3 BUXOAOM
45%.

AMP: 'H-AMP (CDCl3) 6 5,77 (1H, c), 5,17 (1H,
ywwmp. c), 4,16 (2H, g, J=6,4"y), 3,69 (3H, c), 2,05
(3H, c), 1,44 (9H, c)

Maca (El) 230 (M*+1)

(4) Cwntes rigpoxnopugy 4-amiHo-3-mMeTun-2-
OyTEeHOBOI KNCMOTN METUNOBOTO edipy

30mr (0,23MMorb) Ha3BaHOI CMOMNyKM OOepPXKyoTb
3 Buxogom 97% BignoBigHO OO METOAWKM, aHaroriy-
HOIT MeToaMUui ofepXaHHSA CMonyku, onucaHol B Npu-
rotyBaHHi 1(4), 3a BUHATKOM TOrO, LLO BMKOPUCTOBY-
10Tb 54mr (0,235mMmonb) uuc-4-tpert-
OyTokcrkapboHinamiHo-3-meTun-2-6yTeHOBOI  KMCHO-
TV METUIOBOro edipy, OTPMMaHOro Ha BKa3aHin BuLLe
ctagii (3).

AMP: "H-AMP (CD30D) & 6,05 (1H, c), 4,00 (2H,
c), 3,72 (3H, c), 3,29-3,28 (2H, m), 2,05 (3H, c)

Maca (El) 130 (M*+1)

MpurotyBaHHA 7: CwuHTes rigpoxnopugy (R)-5-
aMiHO-4-MeTUNNEeHTaHOBOI KUCNOTU METUNOBOro edi-
py

(1) CuHtes (S)-3-meTaHcynbdoHinokcn-2-
MEeTUNNPONaHOBOI KUCMOTU METUMOBOIo edipy

3r (25,3mmonb) (8)-3-rigpokcu-2-
METUNMNPONaHOBOI KUCMOTU METUNOBOro edipy pos-
YMHAIOTL B 50MN guxropmeTaHy, notiM B OTpUMaHumn
po34MH no kpannax gogawTte 5,3mn (37,9Mmonb)
Tpuetnnaminy. lMicna uboro OO paHile yTBOPEHOro
po3uuHy gogaioTb 2,16Mn (27,9MMorb) MeTaHCynb-
doHinxnopuay npu temnepatypi 0°C. Yepes rogunHy
00 paHile YTBOPEHOro po3uuHy pfofarwts 200mn
eTunaueTtoaueTtaTy i NOTIM peakuinHUN Po34MH Npo-
MMBalOTb BOOOK Ta MOTIM OpraHiyHWi Lwap cywatb
Hag 6e3BogHMM cynbdaTom marHito. PO34nHHKK Bia-
raHATb NPU 3HUXKEHOMY TUCKY, MOTIM 3anuLLIOK 04~
LWyoTb XpomaTtorpadieto Ha KonoHuj, wo dae 4,971
(25,3mmonb) Ha3BaHoi cnonykn 3 Buxogom 100%.

Maca (El) 197 (M*+1)

(2) CuHTes (S)-3-a3ngo-2-MeTMnnNPonaHoBoi Knc-
noTu MeTunosoro egipy

4,97t (25,3mmornb) (S)-3-meTaHcynbgoHiNnokcn-2-
METUNMNPONaHoBOI  KACNOTU  MeTUroBoro  eqipy,
OTPMMaHOro Ha BKa3saHill Bulle cTagii (2), po34uHs-
toTe B 40Mn aumeTtundopmamiay, i NoTiM Ao paHie
YTBOPEHOro po3ynHy goaarTb 5r (76,8MMonk) asunay
HaTpilo, a MOTiM NepeMilwytoTb Npu TemnepaTtypi 60°C
npoTarom 24 roavH. [1o paHiwe yTBOPEHOro po3ynHy
popatoTe 200Mn eTunauertoaueTaty, i peakuiiHWUi
pPO34MH MPOMMBAOTL BOAOK, MOTIM OpraHiYHWA Lwap
cywartb Hag 6e3BogHMM cynbdatoMm MarHio. Pos-
YMHHWK BiAraHsloTb MpU 3HWKEHOMY TWUCKY, MOTIM 3a-
NLWIOK O4ULLYIOTL XpoMaTorpadieto Ha KOMoHL, Lo
aae 3,51 (24,4mMmonb) Ha3BaHOI CMOMNYKN 3 BUXOOOM
96%.

AMP: "H-AMP (CDCl3) 6 3,71 (3H, c), 3,54-3,52
(1H, ™), 3,40-3,30 (1H, m), 2,80-2,65 (1H, m), 1,20
(3H, g, J=7,2I'y)

Maca (El) 144 (M*+1)
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(3) CuHTtes (S)-3-TpeT-byTOKCUKapOOHiNamiHo-2-
MEeTUNMNPOHAHOBOT KUCMOTU METUMOBOIO eqipy

3,9r (26,8mmorb) (S)-3-asnpo-2-
MEeTUNMNPONaHOBOI  KACNOTU  METUroBoro  eqipy,
OTPMMaHOro Ha BKa3aHi Bulle cTagii (2), po34uHs-
toTb B 50Mn meTaHony, 3 HacTyNHUM JO4aBaHHAM
8,8r (40,3mmonb)  gu-TpeT-6yTmnriapokapboHary.
Peakuito npoBogsTb y npucytHocTi 40mr 20% nana-
Jilo Ha KyTi B atMocdepi BOAHIO MPOTSAroM 9 roguH.
PeakuinHun po3unH ginbTpyloTb Yepes LeniT i Bigra-
HSIOTb MPU 3HWKEHOMY TWUCKY, MOTIM 3anuLIoK OouYun-
LWYOTb XpomaTtorpadieto Ha KOmoHui, wWo pae 2,6r
(11,9Mmonb) Ha3BaHOT crnonyku 3 BUxogom 44%.

AMP: "H-AMP (CDCl3) 6 4,92 (1H, ywwp. c), 3,70
(3H, c), 3,31-3,20 (2H, m), 2,70-2,55 (1H, m), 1,43
(9H, c), 1,15 (3H, g, J=12I'w)

Maca (El) 218 (M"+1)

(4) CunHrtes  (S)-(3-rigpokcu-2-meTmnnponin)-
kapbamiHOBOI KMCNOTH TPeT-6yTUNoBoro edipy

500mr (2,30mMmorb) (S)-3-TpeT-
OGyTOKCMKapOOHINamiHO-2-MeTUINPONaHoBOI  KUCMOTU
MEeTUNoBoro edipy, OTPMMaHOro Ha BKa3aHin BuLle
ctagii (3), posunHsaoTe B 30mMn TeTparigpodypaHy, i
noTiM B OTPUMaHUN PO34YUH MOBIMbHO JoAalTb 262Mr
(6,9vmonb) niTinanoMiHInrigpugy npu Temnepatypi
0°C. TMicns HarpiBaHHs OO KiMHaTHOI TemnepaTypw,
peakuito NpoBoAATb NpoTaroM 4 roauH. PeakuinHuin
PO34MH OXONMOLXKYIOTb A0 Temnepatypu 0°C, i noTim B
OTPUMaHWUA PO34YuH MOBINbHO AodatoTb 0,26Mn BoauM
Ta 0,26Mn posduHy rigpokcugy HaTpito Ta 0,78mn
BoaW. PeakuinHnii po3unH pinbTpytoTe Yepes ueniT i
BiAraHslOTb MPW 3HWKEHOMY TWCKY, MOTIM 3anmLloK
oynLyOTL XpomaTorpadpieto Ha KOnoHui, LWo Aae
430Mr (2,27MMOfb) Ha3BaHOI CMOMYKM 3 BUXOAOM
98%.

AMP: "H-AMP (CDCls) & 4,78 (1H, ywwup. c),
3,55-3,50 (1H, m), 3,33-3,20 (2H, m), 3,05-2,98 (1H,
m), 1,75-1,65 (1H, wm), 1,46 (9H, c), 0,87 (3H, g,

J=12l"u)
Maca (EI) 190(M*+1)
(5) CuHTes (S)-(2-meTun-3-okconponin)-

kapbamiHOBOI KUCNOTW TpeT-6yTunosoro edipy

423mr (2,26MMOMNb) Ha3BaHOi CMONYyKW OAEPXY-
10Tb 3 Buxogom 99% BignoBiAHO 4O METOAWKM, aHa-
noriyHol MeToauLi ofepXaHHSA CroMyku, OnMcaHol B
NpuUroTyBaHHi 6-(2), 3a BUHATKOM TOrO, LLIO BUKOPUC-
ToByloTb  430Mr  (2,27mMmonb)  (S)-(3-rigpokcu-2-
mMeTunnponin)-kap6amiHoBoi KNCIoTun Tpet-
6yTunoBoro edipy, OTpMMaHOrO Ha BKa3aHil BuULIE
cragji (4).

Maca(El) 188 (M*+1)

(6) CunTtes (R)-5-TpeT-6yToKCcUKapboHinamiHo-4-
MEeTUM-2-NeHTEHOBOI KUCNOTN METUIOBOrO edipy

380Mr (2,26mMmornb) Ha3BaHOI CMOMNYKU OJEpXY-
10Tb 3 BUxogom 99% BignosigHO OO METOAWMKM, aHa-
noriyHol MeToauui ogepXXaHHA CroMyku, OnMcaHol B
npuroTyBaHHi 6-(3), 3a BUHATKOM TOrO, LUO BUKOPWC-
ToBylOTb  423mr  (2,26mmonb)  (S)-(2-meTun-3-
okconponin)-kap6amiHOBOI KUCNOTK TPeT-0yTUNoBoro
ecpipy, OTpMMaHoro Ha BKkasaHiv BuLle ctagii (5).

AMP: "H-AMP (CDCls) 6 6,84 (1H, an, J=15Iu,
10lu), 5,84 (1H, g, J=15Iy), 4,55 (1H, ywwmp. c), 3,72
(3H, c), 3,25-3,15 (1H, m), 3,06-3,00 (1H, m), 2,54-
2,47 (1H, m), 1,42 (9H, c), 1,03 (3H, g, J=15I"w)

Maca (El) 244 (M"+1)
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(7) Cuntes (R)-5-Tpet-byToKCcUKapboHinamiHo-4-
METUNNEHTAHOBOI KUCMOTU METUMOBOrO edipy

370mr (2,26mmonb) (R)-5-Tper-
6yTOKCMKapbOOHinamiHO-4-MeTun-2-NeHTEHOBOI  KNUC-
notn metunoBoro edipy, OTPMMaHOro Ha BKa3aHin
BuLUe cTagii (6), po3unHsaoTe B 50mn meTaHony. Pea-
Kuito npoBoaATe y npucyTHocTi 40mr 20% rigpokeuay
nanagito B atmocdepi BogH npoTarom 9 roawH i
peakuinHUN po3YMH iNbTPYOTh Yepes uenit. Biadi-
NbTPOBAHUIA PO3YMH BiATraHSOTb NPU 3HWKEHOMY TUC-
Ky, MOTIM 3anuLIOK O4ULLYIOTL XpomaTtorpadieto Ha
KOMoHui, wo aae 310mr (1,26MMonb) HasBaHoi crno-
nykun 3 Buxogom 55%.

AMP: "H-AMP (CDCl3) & 4,87 (1H, ywmp. c), 3,67
(3H, c), 3,05-2,96 (2H, m), 2,39-2,27 (2H, m), 1,75-
1,40 (3H, m), 1,44 (9H, c), 0,87 (3H, g, J=12I"u)

Maca (El) 246 (M*+1)

(S) CumHtes rigpoxnopugy  (R)-5-amiHo-4-
METUNMNEHTAHOBOI KUCMOTU METUNOBOIO eqipy

220mr (1,21MmMornb) Ha3BaHOI CMONYKM OJEpXKy-
10Tb 3 BUXogom 96% BignoBiaHO 4O METOAMKM, aHa-
noriYHol MeToauui ogepXXaHHSA CMOoMnyKku, onvcaHol B
npurotyBaHHi 1-(4), 3a BUHATKOM TOro, LUO BMKOPUC-
TOBYIOTb 310mr (1,26mmonb) (R)-5-Tpet-
OyToKcHKapboHiNaMmiHo-4-MeTUNNEHTAHOBOI  KACNOTH
METUNOBOro eqipy, OTPUMaHOro Ha BKasaHil BuLLe
cragii (7).

AMP: "H-AMP (CDsOD) & 3,87 (3H, c), 2,96-2,91
(1H, m), 2,81-2,76 (1H, m), 2,47-2,40 (2H, m), 1,88-
1,76 (2H, m), 1,56-1,50 (1H, m), 1,04 (3H, g, J=6,4"1)

Maca (El) 182 (M*+1)

MpuroTtyBaHHa 8: CuHTe3 rigpoxnopuay 5-amiHo-
3-MeTunneHTaHoBOI KNCNOTN METUNOBOro edipy

(1) CuHTes 4-meTunninepuanH-1-kapOboOHOBOI Ku-
cnotu TpeTt-6yTunosoro edipy 3,5r (17,5mMmornb) Ha-
3BaHOI CMOMyKu odepXyloTb 3 BUxodom 87% Bignosi-
OHO A0 MeTOAMKM, aHarnoriyHoi MeToauLi ofepXKaHHs
CMoMyKu, ONMCcaHoi B NPUroTyBaHHi 6(1), 3a BUHATKOM
TOro, WO BuWKOpUCTOBYIOTL 2r (20,1MMonb) 4-
MeTUANINEPUANHY.

Maca (El) 200 (M*+1)

(2) CuHTes 4-meTun-2-okconinepuaunH-1-
KapbOHOBOI KMCNOTK TPeT-0yTUNoBoro edipy

1r (5,02mMmonb) 4-meTunninepuamnH-1-kap6oHoBoiI
KMCroTn TpeT-6yTnnoBoro edipy, OTPMMaHOro Ha
BKasaHin Buwe ctagii (1), posunHsaotse B 70Mn eTu-
nauetaty. [Jo paHile yTBOPEHOro Po34MHy Mo Kparn-
nax goAarTb PO3YMH, B SIKOMY PO34MHSAIOTb B 40Mn
BOoAw, 5,4r (25,2mmonb) neprogaty HaTpito Ta i 247mr
(1,85Mmonb) giokemay pyTeHito. Yepes 3 rognHun go
paHille yTBOPEHOro po3uymHy dopatoTb 5% Tiocynb-
daT HaTpito, i OTPUMaHUIA PO3YNH EKCTparyioTb eTu-
nawuertaTtom, NoTiM opraHivyHWi Wwap cywaTtb Hag 6es-
BOAHVM cynb(aToM MarHito. PO34YMHHUK BiaraHsoTb
MPU 3HWKEHOMY TWUCKY, MOTIM 3asuWLLIOK OYMLLYIOTb
XpomaTtorpadielo Ha KoOnoHuj, wo pgae 750mr
(3,52mmonb) Ha3BaHoI crionyku 3 Buxogom 70%.

AMP: 'H-AMP (CDCl3) & 4,11-3,77 (1H, m), 3,53-
3,49 (1H, m), 2,62-2,56 (1H, m), 2,15-1,90 (3H, m),
1,49 (9H, c), 1,48-1,26 (1H, m), 1,02 (3H, g J=4T"v)

Maca (El) 214 (M*+1)

(3) CwuHTtes 5-TpeT-6yTOKCUMKapbOHinamiHo-3-
MEeTUNMNEHTaAHOBOI KUCMOTU METUMNOBOro eqipy

410mr (1,67MMornb) Ha3BaHOI CMONYKM OOEPXKY-
10Tb 3 BUXoaom 97% BignoBiAHO 4O MeToAMKM, aHa-
noriyHoi MeToauui odepXXaHHs CMOoryKun, onucaHol B
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npuroTyBaHHi 3-(3), 3a BUHATKOM TOroO, LUO BWKOPWC-
TOBYIOTb 368mr (1,72mmornb) 4-meTun-2-
okconinepuanH-1-kapOoHOBOI KMcnoTu TpeT-
OyTunosoro edipy, OTPMMaHOrO Ha BKa3aHii BuLE
cTagii (2).

'H AMP (CDCl3) & 4,5-4,6 (1H, ywwup. c), 3,65
(3H, ¢), 3,0-3,2 (2H, m), 2,3 (1H, m), 2,15 (1H, m), 2,0
(1H, m), 1,4-1,5 (2H, m), 1,45 (9H, c)

Maca (v/e) 268 (M+Na)

(4) CuHTes rigpoxnopuay 5-amiHo-3-
METUNMNEHTAHOBOI KUCMOTU METUMOBOTO eqipy

226mr (1,24MMornb) Ha3BaHOI CMOMYKUM OJEPXKY-
10Tb 3 BUXoAoM 74% BignoBIiAHO OO METoAMKM, aHa-
noriyHoi MeToauui oJepXXaHHsl CrosyKu, onucaHol B
npurotyBaHHi 1-(4), 3a BUHATKOM TOrO, LLIO BUKOPUC-
TOBYIOTb 410mr (1,24mmonb) 5-TpeT-
OyTOKCMKapOOHINamiHO-3-MeTUNNEHTAHOBOI  KUCMOTU
MEeTUNoBoro edipy, OoTpMMaHOro Ha BKasaHin BuLle
ctagii (3).

'H AMP (CD;0D) § 3,65 (3H, c), 2,9-3,0 (2H, m),
2,34 (1H, ap, J=15,7T"v), 2,27 (1H, aa, J=15,7Tu), 2,0
(1H, m), 1,7 (1H, m), 1,54 (1H, m), 0,98 (3H, A, J=7Tu)

Maca (vm/e) 146 (M+1)

MpurotyBanHs 9: CwuHTe3 rigpoxnopuay 4-
amiHomeTun-5,5,5-TpuTopneHTaHoBoi KNCNOTU Me-
TMnoBoro eqipy

(1) CvHTes 5-TpudTopmeTUnNinepmanH-2-oHy

1r (6,13mMmonb) 5-TpudbTopmeTnn-2-nipuguHony
po34nHsaOTL B 20MN OUTOBOI KMCNOTU. Peakuito npo-
BOAATL y npucyTHocTi 300Mr okcugy nnatuHu npu
Tucky 50nci BogHto (r) npotarom 9 roamH. PeakuiiHnm
PO34YUH PINbTPYIOTL Yepes3 ueniT i BigraHsaTe npu
3HVDKEHOMY TWUCKY, MOTIM 3a5MLLOK OYMLLYIOTE XpoMa-
Torpadieto Ha KomoHui, wo gae 920mr (5,50mMmonb)
Ha3BaHoi cnonyku 3 Buxogom 89%.

AMP: "H-AMP (CDCls) 5 3,56-3,51 (1H, m), 3,42-
3,36 (1H, m), 2,59-2,53 (2H, m), 2,45-2,41 (1H, m),
2,19-2,13 (1H, m), 1,95-1,87 (1H, m)

Maca (El) 168 (M"+1)

(2) CuHTeE3 2-0KCO-5-TpudTOopMETUNNINEPUANH-1-
KapbOOHOBOI KMCMOTK TPET-OyTUNOBOrO edipy

1,3r (7,7mmonb)  5-TpudTopmeTunninepnanH-2-
OHy, OTPUMaHOro Ha BKasaHii Bulle ctagii (1), pos-
YnHsaTb B 10Mn aueToHiTpuny. [Jo po3umHy gogaloTb
2,0r (14,3mmonb) Tpuetunaminy, 48mr (0,39mmornb)
anmeTtnnamiHonipuamHy Ta 1,8r (8,2mMmonb) an-Tpert-
6ytun rigpokapboHaty. llicna nepemiwyBaHHA npu
Temnepatypi 80°C npotarom 4 roguH, OO paHiwe
yTBOpPEHOro posunHy gogatots 100Mn etunauetaty
Ta peakuiiHW PO34uH NpoMuBaoTe Bogok. OpraHiv-
HWUIA Wap cywaTtb Hag 6e3BoaHMM cynbdaToM MarHito.
PO34MHHKK BigraHaoTb NPU 3HWKEHOMY TUCKY, | MOTIM
3anNULLOK OYULLYIOTL XpoMaTorpadieto Ha KOMoHL, Lo
Aae 669Mr (2,5MMonb) Ha3BaHOI CrMONyKM 3 BUXOAOM
32%.

AMP: 'H-AMP (CDCls) & 4,09-3,97 (1H, m), 3,77-
3,71 (1H, m), 2,70-2,47 (3H, m), 2,15-2,10 (1H, m),
1,97-1,89 (1H, m), 1,50 (9H, c)

Maca (EI) 268 (M*+1)

(3) CuHtes
6yTokcukapboHinamiHomeTun)-5,5,5-
TP TOPNEHTAHOBOI KMCIOTU METUNOBOIO edpipy

500mr (1,67MMonb) Ha3BaHOI CMOMYKU OOEPXKY-
10Tb 3 BUXoAOM 66% BigNoBiAHO 4O METOAMKM, aHa-
noriyHol MeToauui ogepXXaHHSA CMOomyKu, onvcaHol B
npurotyBaHHi 3-(3), 3@ BUHATKOM TOro, LUO BMKOPUC-

4-(TpeT-
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TOBYIOTb 669mr (2,5mmonb) 2-0Kco-5-
TpucbTOopMeTMNNiNnepnanH-1-kapOoHoBOI KMCnoTun
TpeT-0yTunoBoro edipy, OTPUMAHOrO Ha BKa3aHil
BuLLEe cTagii (2).

AMP: 'H-AMP (CDCl3) 5 4,76 (1H, c), 3,68 (3H,
c), 3,45-3,30 (2H, m), 2,55-2,48 (2H, m), 2,40-2,32
(1H, m), 2,00-1,95 (1H, ™), 1,90-1,80 (1H, m), 1,43
(9H, c)

Maca (El) 300 (M*+1)

(4) Cwunres rigpoxnopugy 4-amiHometun-5,5,5-
TP TOPNEHTAHOBOI KUCNOTU METUMNOBOIO eqipy

335mr (1,42MMonb) Ha3BaHOI CMOMYKU OOEpXYy-
10Tb 3 BUxogom 85% BignoBsigHO OO METOAMKM, aHa-
noriyHol MeToauui ogepXXaHHA CMoMyku, onucaHol B
npurotyBaHHi 1-(4), 3a BUHATKOM TOro, LUO BMKOPUC-
TOBYIOTb 500mr (1,67mmonb) 4-(TpeT-
6yTokcukapboHinamiHomeTun)-5,5,5-
TPUPTOPNEHTAHOBOI  KACNOTU  METUNOBOro  eqipy,
OTPMMaHOro Ha BKa3saHin BuLe ctagii (3).

AMP: 'H-AMP (CDCl3) 5 8,48 (2H, c), 3,69 (3H,
c), 3,50-3,40 (1H, m), 3,30-3,15 (1H, m), 2,99-2,89
(1H, m), 2,65-2,52 (2H, m), 2,11-1,91 (2H, m)

Maca (El) 236 (M*+1)

MpurotyBaHHa 10: CuHTes rigpoxnopuay (2-
aMiHO-1-MeTUNETOKCI)-OLTOBOI  KMCINOTU  €TUITOBOIO
edipy

(1) CwuHtes (2-TpeT-6yTOKCHKapbOHinamiHo-1-
METMUIETOKCI)-OLTOBOI KUCMOTW eTUIOBOrO edipy

500mr (2,85mMmonb) (2-rigpokcunponin)-
kapbamiHOBOI kucnotu TpeT-OyTunosoro edipy pos-
YnHaTe B 10Mn guxnopeTaHy, noTiM A0 paHiwe
YTBOPEHOro po3udvHy gogatotb 0,44mn (4,24MMoOnb)
eTungiasoauetaty. [o peakuinHoi cymiwi gopatoTb
38mr (0,085mMmonb) aueTaTty pogito Ta MoTiM CymiLu
HarpiBaloTb Ao Temnepatypu 80°C npoTaroMm 2 roguH.
PO34nHHMK BigraHsioTb NP 3HWKEHOMY TUCKY, | 3a-
NIALLIOK O4ULLYIOTL XpoMaTorpadieto Ha KOMOoHL, Lo
Aaae 381mr (1,45MMonb) Ha3BaHOI CMONYKN 3 BUXOAOM
50%.

AMP: "H-AMP (CDCl3) & 5,39 (1H, c), 4,23 (2H,
k., J=8Mu), 4,09 (1H, g, J=16ly), 4,00 (1H, g,
J=16lu), 3,60-3,35 (1H, m), 3,35-3,15 (1H, m), 3,10-
3,04 (1H, m), 1,46 (9H, c), 1,31 (3H, T, J=4'yu), 1,16

(3H, g, J=4T"v)
Maca (El) 262 (M*+1)
(2) CuHTe3 rigpoxnopuay (2-amiHo-1-

METMUIETOKCI)-OLITOBOI KUCIOTW eTUNOBOro edipy

130mr (0,65MMOMb) Ha3BaHOI CMOMyKM OAEpPXy-
10Tb 3 BUXoAoM 44% BignoBiaHO 4O MeToAMKM, aHa-
noriyHol MeToauui odepXXaHHS CMOoryKu, onucaHol B
npurotyBaHHi 1-(4), 3a BUHATKOM TOrO, LUO BMKOPUC-
TOBYIOTb 381mr (1,45Mmonb) 2-TperT-
OyTokcMKapOOoHiNamMiHo-1-MeTUNETOKCI)-OLTOBOI  KUC-
noTu eTnnoBoro eqgipy, OTPMMaHOro Ha BKa3aHi BU-
we cragii (1).

AMP: "H-AMP (CDCl3) & 8,47 (2H, c), 4,23 (2H,
kB., J=8I'y), 4,22-3,99 (2H, m), 3,80-3,70 (1H, ™),
3,25-3,20 (1H, ™), 3,10-2,98 (1H, m), 1,29 (3H, T,
J=7,5I'u), 1,20 (3H, A, J=8y)

Maca (EI) 200 (M*+1)

MpurotyBanHss 11: CwuHTe3 rigpoxnopuay 5-
aMiHO-3-TPUPTOPMETUMNNEHTAHOBOI KUCNOTU €eTUro-
BOro edipy

(1) CnHTe3 2-0KkCO-4-TpUdhTOopMETUNNINEPUANH-1-
KapbOHOBOI KMCOTK TPeT-0yTNNoBoro edipy
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2,82r (3,2vmornb) MeTa-neprogaty  HaTpito
(NalO4), posumHsaoTe B 20Mn BOAW, 3 HACTYMHUM JO-
AasaHHaAM  117mr  (0,88mmonb) okcugy pyTeHito
(RuO2). Oo peakuinHoi cymiwi godalTb PO34MH, B
akomy B 35Mn eTunauertaty po3unHeHo 660mr
(2,6mMmoOnb) 4-TpudpTopmeTUNninepnanH-1-
KapboHOBOI KMCNOTK TpeT-byTrnoBoro edipy, a noTim
nepeMillytoTe NpoTArom 2 roauH i 20 xeunuH. Peak-
UiiHWA pO34uH po36aBnsiloTb HaANULIKOM eTurnaue-
TaTy Ta NPOMMBAaKOTb OAWH pa3 BOAOID Ta BOAHUM
po3sunHom NaCl, BignosigHo, i noTiM cywaTtb Hag 6e3-
BOAHMM CynbdaToM MarHito Ta BigdinbTpoBYyOTb.
BiadinbTpoBaHWA PO3YNH BiAraHsOTb NPU 3HKEHO-
My TWUCKY, NOTIM 3anuLUOK OYULLYIOTb XpomaTorpadi-
€10 Ha KOMOHLj (2:1 cymill rekcaH:eTunauerar), Wo
nae 0,63r HasBaHoi cnonyku 3 Buxogom 90%.

'H AMP (CDCl3) & 3,86 (1H, aa, J=13,5, 5,5Iw),
3,62 (1H, m), 2,6-2,8 (2H, ™), 2,56 (1H, ag, J=17,
10My), 2,1-2,2 (1H, m), 1,8-1,9 (1H, m), 1,53 (9H, c)

Maca (m/e) 290 (M+Na)

(2) CuHtes 5-TpeT-6yTOKCUKapOOHINamiHo-3-
TP TOPMETUNNEHTAHOBOI KACIOTU €TUIOBOrO edipy

630mr (2,36Mmonb) 2-0Kkco-4-
TpucpTopMeTMnninepuanH-1-kapboHoBOI KMcnoTu
TpeT-0yTunosoro edipy, OTPpUMAHOrO Ha BKa3aHii
BuLle cTagii (1), pO34MHSIIOTL Y METaHomMi, NoTiM A0
paHille YTBOPEHOro po3ynHy pofaiTs  255wmr
(4,5Mmonb) eTunaTty HaTpito, a MOTIM MepeMmillyoTb
npoTarom 15 xsunuH. licns KoHUeHTpaLUii peakuinHumn
po3unH po30aBnsAlTb HagnWWKOM eTunaueraTty, i
peakuiiHUin po3YnMH NPOMMBAKOTbL OAMH pa3 BOOHUM
PO34YMHOM 1H CONAHOI KMCMOTM Ta BOAHUM PO3YMHOM
NaCl, BignosigHo, i cywatb Hag 6e3BogHMM cynbda-
TOM MarHito Ta BigdinbTpoByOTh. BiadinsTpoBaHun
PO34YMH BiAraHATb NPU 3HWKEHOMY TWUCKY, NOTIM 3a-
NWLLOK oYnLyoTb XxpomaTorpadpieto Ha komoHui (5:1
CyMill rekcaH:eTunauetar), wo aae 0,48r Ha3BaHoi
CMonyku1 3 BUxogom 65%.

'H SAMP (CDCl3) & 4,76 (1H, ywmp. c), 4,17 (2H,
k8., J=7,0ly), 3,1-3,3 (2H, m), 2,7-2,8 (1H, m), 2,62
(1H, pa, J=16,5I'y), 2,4 (1H, pg, J=16, 8u), 1,9 (1H,
m), 1,6 (1H, m), 1,43 (9H, c), 1,26 (3H, 1, J=7,0L)

Maca (vm/e) 336 (M+Na)

3) CuHTes rigpoxnopuay 5-amiHO-3-
TPUPTOPMETUNNEHTAHOBOT KUCITOTU €TUIOBOro edipy
477wmr (1,5mMmonb) 5-Tpet-

6yToKCKKapboHinamiHo-3-TprdTOpMETUNNEHTAHOBOI
KUCIOTN €TUNoBoro edipy, OTPMMaHOro Ha BKa3aHin
BuWe cTagii (2) B3aemogie i3 cymiwwio etunaie-
TaTt/consiHa KMcnoTa, a NoTiM NepeMilLyloTe NPOTArom
35 xBuUnuvH. MNoTiM peakuinHWn PO3YNH KOHLIEHTPYIOTb
i BucapkytoTe Aietunosum edpipom, wo gae 0,220r
Ha3BaHOi crnonyku 3 B1uxogom 68%.

'H AMP (CDCl3) & 4,16 (2H, kB., J=7,0w), 3,04
(2H, T, J=8,0ru), 2,9 (1H, m), 2,70 (1H, Aag,
J=16,5I"y), 2,55 (1H, ga, J=17,8u), 2,0-2,1 (1H, m),
1,8-1,9 (1H, m), 1,26 (3H, 1, J=7,0I"1)

Maca (vm/e) 214 (M+1)

MpurotyBaHHa 12: CuHTE3 rigpoxnopugy 5-
aMiHo-4,4-0MdTOPNEeHTaHOBOI KUCNOTU  METUNOBOro
edipy

(1) CwunTtes 3,3-gudtopninepnanH-1-kapboHoBOi
KMCNOTU TPeT-0yTmnosoro edipy

400mr (2,0mmonb) 3-okconinepnaunH-1-
KapbOOHOBOI KUCIOTK TPET-OyTUNOBOro edipy posyu-
HAIOTb Y AMXIIOPMETaHi Ta OXONo4XyloTb A0 Temne-
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patypu -78°C, i NOTiM B OTPUMaHMWI PO34nH MO Kpar-
nsax gogatots 0,53mn gieTnnamiHocynsdoTtpudTopna
(DAST, 4,0MMonb), @ NOTIM NepeMmiLlyioTb MPOTArom
19 roguH. MNicna usoro TemnepaTypy NiABULLYIOTE OO
KiMHaTHOI TemnepaTypu Ta OO0 peakuinHOro po3ynHy
popatoTe npubnuaHo 0,3mn Bogw. lMicna KoHueHTpa-
Lii 3anuLWOK o4MLLYI0TL XpoMaTorpadieto Ha KOMoHL
(10:1 cymiw rekcaH:eTunaueraT), wo Aae 0,29r Ha-
3BaHOI Cronyku 3 BUxogom 64%.

'H AMP (CDCl3) 6 3,61 (2H, T, J=11Iw), 3,4 (2H,
M), 1,9-2,0 (2H, m), 1,7-1,8 (2H, m), 1,45 (9H, c)

Maca (v/e) 244 (M+Na)

(2) Cwuntes 5,5-gpudTop-2-okconinepuamnH-1-
KapbOHOBOI KMCMOTK TPET-6yTUNOBOro edipy

0,53r (2,5Mmonb) MmeTa-nepwiogaty  HaTpilo
(NalO4), po3umHsitoTb B 4Mn BOAM, | NOTIM A0 paHille
YTBOPEHOro po3unHy pgogainTb 22mr (0,17MMonb)
okcuay pyteHito (RuOz). OTpumaHuin po3yuH po3bas-
naTe B 7MN eTunauertaTy. [Jo BkasaHOro po3uunHy
popatote 110mr (0,5mMmonk) 3,3-gudTopninepmanH-1-
KapbOOHOBOI KUCNOTU TPET-OyTunoBoro edipy, oTpu-
MaHOro Ha BKka3saHin Buwe cTagii (1), a noTim nepe-
MilYOTb MpU KiIMHaTHIA Temnepatypi npotdarom 21
roguH. llicna nepemillyBaHHS, peakuiiHUA PO3YunH
po36aBnsalTe HagMLWKOM eTunaueTaTy, i npoMuBa-
10Tb OOMH pa3 Bodol Ta BogHuWM posdmHom NaCl,
BigMNOBIOHO, cylaTe Haa 6e3BogHMM cynbdaTtoM ma-
rHito Ta BigdINbTPoBYOTL. BiadineTpoBaHUn po3ynH
BiAraHAOTe MPU 3HWKEHOMY TWUCKY, NOTIM 3arnuLloK
oumnLLyloTb XpomaTorpadpieto Ha komnoHui (2:1 cymiw
rekcaH:eTunauerar), Wo Aae 91Mr Ha3BaHoi CronyKku
3 Buxoaom 78%.

'H AMP (CDCls) & 3,97 (2H, T, J=13lL), 2,66
(2H, 1, J=7,0l"y), 2,3-2,4 (2H, m), 1,53 (9H, c)

Maca (m/e) 258 (M+Na)

(3) CuHTes 5-Tpet-b6yTOKCHMKapboHinamiHo-4,4-
AndTopneHTaHoOBOI KUCMOTN METUMOBOIO edipy

91mr (0,39vmonb) 5,5-andTop-2-okconinepuamH-
1-kapboHOBOI  KMCMOTU  TpeT-6yTunosoro  edipy,
OTPMMaHOro Ha BKa3saHi Bulle cTagii (2), po34uHs-
I0Tb Y MeTaHoni, NoTiM A0 paHille yTBOPEHOro po3yu-
Hy popatotb 42mr (0,78Mmornb) meTunarty Hatpito, a
noTimM nepemiwyoTs NpoTarom 20 xBunuH. licnsa koH-
LeHTpaLii peakuinHuniA po3ynH po3baBnsaTs HaaNLL-
KOM eTunaueTaty, i MPOMMBaOTb OAMH pa3 BOAHUM
PO34YMHOM 1H CONSIHOI KMCMOTW Ta BOAHUM PO34MHOM
NaCl, BignosigHo, noTim cywaTte Hag 6e3BogHMM Cy-
nbdaToM MarHito Ta BiadinbTpoByOThb. BigdineTpo-
BaHWN PO3YMH BIAraHAOTe MPU 3HWKEHOMY TUCKY,
NOTIM 3arnuLOK OYULLYIOTb XpomaTorpadieto Ha Ko-
noHuj (2:1 cymiw rekcaH:eTunauerar), Wo gae 73mr
HasBaHoi cnonyku 3 Buxogom 71%.

'H-AMP (CDCl3) & 4,83 (1H, ywwup. c), 3,69 (3H,
c), 3,4-3,6 (2H, m), 2,55 (2H, 1, J=8lu), 2,1-2,3 (2H,
M), 1,44 (9H, c)

Maca (m/e) 290 (M+Na)

(4) CwuHTes rigpoxnopuay 5-amiHo-4,4-
AnpTopneHTaHoBOI KUCMOTN METUMOBOIO edipy
73mr (0,27mmornb) 5-TpeT-

OyTokcrkapboHinamiHo-4,4-AnTOPNEHTAHOBOI  KUC-
NnoTM METUNOBOro eqipy, OTPMMaHOro Ha BKa3saHin
Buwe cragii (3) B3aemogie i3 cymiwwo eTunaie-
TaT/consHa KucnoTa, a NoTiM NepeMilLyloTe NPOTArom
25 xBunuH. lMicna uboro, peakuinH1A po34YNH KOHLEH-
TPYIOTb | BUCAOXKYOTb OieTunosum edipom, Wo aae
40Mr HasBaHoi cnonykn 3 Buxogom 88%.
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'H-AMP (CDsOD) & 3,68 (3H, c), 3,48 (2H, T,
J=15lu), 2,59 (2H, T, J=7,5T"u), 2,3-2,4 (2H, m)

Maca (vm/e) 168 (M+1)

MpuroTyBaHHs 13: CwuHTes 3S-TpeT-
OyTokcMKapboHiNnamiHo-4-rigpokcMbyTaHoBOI KMUCIOTH
6eHsunoBoro edipy

6,46r (20mMmonb) 2S-TpeT-
OyToKCcMKapOOoHiNaMiHOOYpLUTMHOBOI  KMCMOTU  4-
©eH31NoBoro eqgipy po34nHSATL Y TeTparigpodypaHi
Ta noTiMm oxornogkywTe Ao Temnepatypu 0°C. o
OTPUMAHOro PO34MHYy MO Kpammnsix Ao4aloTb Mocnigo-
BHO 1,9mn (20mMmonb) eTunxnopdopMiaTty Ta 2,79mn
Tpuetunaminy. Yepes 30 xBunuH Jo paHille yTBope-
Horo po3uuHy gopatoTe 1,5r (40mmonb) Gopriopuay
HaTpito, i peakUiiHUN PO34YMH MOBINbHO BUNUBAOTL Y
MeTaHof, a MNOTiM MepeMillyloTb NPOTATOM FOOWHMW.
MoTiM peakuiiHUn po34nH po30aBnATb HAAULLKOM
eTunauetary, i NPOMUBaOTbL OAWH pPa3 BOAHWMM PO3-
ynHom 1H HCI i BogHum po3zvmHom NaCl, signosigHo,
noTiM cylaTe Hag 6e3BogHMM cynbdaToM MarHito Ta
BiAMINbTpOBYIOTL. BiadinbTpoBaHnin po3uuH Bidra-
HAIOTb MPU 3HWKEHOMY TWUCKY, MOTIM 3anuLIoK OouYun-
LWYyOTb XpomMaTorpadieto Ha konoHui (4:1 cymill rek-
caH:eTunauertar), wo aae 4,44r Ha3BaHOI Cronyku 3
BUXoaoM 72%

'H AMP (CDCl3) 6 7,3-7,4 (5H, m), 5,21 (1H, A,
J=8I'u), 5,12 (2H, c), 4,0 (1H, m), 3,69 (2H, g, J=5I'y),
2,67 (2H, g, J=5,5"y), 1,42 (9H, c)

Maca (m/e) 310 (M+1)

MpuroTtyBaHHs 14: CwuHTes 3S-Tpet-
6yTokcmkapOoHinamiHo-4-okcobyTaHOBOT KMcnoTn
6eH3unoBoro edipy

0,31r (1,0mmonb) 3S-Tpet-

6yTokcMKapOOoHinamiHo-4-rigpokcubyTaHoBOI KMCNOTH
6eH3unoBoro edipy po34MHAKTL Yy AOUXIIOPMETaHi,
OTPUMaHOro B NpuUroTysBaHHi 13, i MNOTIM OO paHiwe
YTBOPEHOrO PO34MHy JopatoTb 6mn peareHTy [ecc-
MapTtuHa (~0,3M), a noTim nepemilyoTe NpoTarom 4
roauH. icng KoHUeHTpaUil 3an1LLOK OYMLLYIOTb XPO-
matorpadpielo  Ha  KomoHui  (2:1  cymiw  rek-
caH:eTunauerar), wo gae 0,23r Ha3BaHOI Cronyku 3
Buxoaom 75%.

'H AMP (CDCl3) & 9,64 (1H, c), 7,3-7,4 (5H, m),
5,6 (1H, A, J=7,5I"u), 5,12 (2H, c), 4,35 (1H, m), 3,05
(1H, aa, J=15,0, 5,0lu), 2,88 (1H, g, J=15,0, 5,0ru),

1,44 (9H, c)
Maca (v/e) 308 (M+1)
MpuroTtyBaHHsA 15: CuHTes 3S-Tpet-

6yTokcrkapboHinamiHo-4-(2-
rifpoKcieTnnamiHo)oyTaHoBOi KUCNoTM GeH3UNoBoro
edipy

0,68r (2,2mMmoOnb) 3S-Tpet-
6yTOKCMKapOOoHiNnamiHo-4-okcobyTaHOBOT KNCNoTH
6eH3unoBoro egipy, 0OTPUMaHOro B NPUroTyBaHHi 14,
PO34YMHAIOTE Y AMXIIOPETaHi Ta NOTIM OXONMOOXYHOTb
no Temnepatypu 0°C, noTiMm OO paHile YyTBOPEHOro
pO34MHy popatoTb 2-amiHoeTaHon (130 1, 2,2mmonb),
a noTiM nepemilwyTe NpoTarom nNpubnusHo 30 xBu-
nuH. lMicna uporo OO paHile YTBOPEHOro pPO34dMHY
popatoTts 1,4r (6,6mmonb) TpuaueTokcuboprigpuay
HaTpilo, a NoTiM NepeMilyloTe NPOTAroM NpUGNM3HO
1 1/6 rogyH. OTpuMaHuii po34nH po30aBnsTb OUX-
fiopMeTaHoM, i NPOMMBaIOTb HACUYEHUM BOAHUM
pO34MHOM rigpokapboHaTy HaTpito, NOTiM CyliaTb Hag
6e3BoaHMM cyrnbdhaTtom MarHito Ta BigdinbTPoOBYHOTb.
BiadginbTpoBaHW po3ynMH BigraHsaTb NPU 3HDKEHO-
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My TWUCKY, NOTIM 3anuLUOK OYULLYIOTb XpomaTorpadi-
€10 Ha KonoHui (1:1 cymiw rekcaH:etunauetat—10:1
cymiw CH2Cl»:MeOH), wo gae 0,14r Ha3BaHOi cnony-
Ku 3 Buxoaom 18%.

""H AMP (CDCl3) & 7,3-7,4 (5H, m), 5,8-6,1 (1H,
M), 5,12 (2H, c), 4,15-4,35 (1H, m), 3,7-3,8 (2H, ™),
2,9-3,15 (4H, m), 2,6-2,8 (2H, m), 1,42 (9H, c)

Maca (vm/e) 353 (M+1)

MpuroTtyBaHHsA 16: CunHTes 3S-TpeT-
6yTokcMkapbOoHinamiHo-4-(2-okco-okcasoniamH-3-in)-
6yTaHoBOI kMcnoTu 6eH3nnoBoro eqipy

140mr (0,4mmonb) 3S-Tpert-
6yTOoKcMKapboHinamiHo-4-(2-rigpokcieTunamiHo)-
6yTaHOBOI KMCNOTK GeH3UNoBoro eqgipy, 0OTpUMaHoro
B MpUroTyBaHHi 15, po3unHAOTbL Y ANXNIOPMETaHI Ta
noTiM oXomnogXytTb 0o TemnepaTypu 0°C, noTim go
yTBOPEHOro po3unHy gogaote 280 1 (1,6mMmonb)
N,N-giizonponinetunamivy ta 49mr (0,4MMonb) au-
MeTunamiHonipuanHy, 3 HacTynHUM gogasaHHAM 0,4r
(0,6mmonb) drocreHy (B 20% po3umHi Tonyony) a no-
TiM nepemiwyoTe ApoTaroM 2 roguH i 40 XxBUNWH.
Micns upOro oTpuUMaHWii Po3yYnMH pPo36aBnsATL AWX-
nopMeTaHoM, i NpoMuBaTb BogHMM po3dnHom NaCl,
noTiM cywate Hag 6e3BoAHMM CynbdaToM MarHito Ta
BiAdinbTpoByOTh. BiadineTpoBaHun pos3dnH Bidra-
HSIOTb MPWU 3HWKEHOMY TWUCKY, MOTIM 3aruLIOK O4u-
LWyTb XpomaTtorpadieto Ha KonoHui (1:1 cymiw rek-
caH:eTunaueTtar), wo gae 30Mr Ha3BaHOi CMoONyku 3
Buxoaom 20%.

'H AMP (CDCl3) & 7,3-7,4 (5H, m), 5,12 (2H, c),
5,1 (1H, m), 4,3 (2H, m), 4,2 (1H, m), 3,76 (1H, m), 3,5
(2H, m), 3,22 (1H, m), 2,63 (1H, aa, J=16, 5,5I'y), 2,58
(1H, pa, J=16,6,5I"y), 1,41 (9H, c)

Maca (m/e) 379 (M+1)

MpurotyBaHHa 17: CwuHTe3 [3-okco-1-(2-okco-
okcasoniguH-3-inmetun)-3-(3-tpudTtopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-a]nipasuH-7-

in)nponin]-1S-kap6amiHoBoi KMCnoTu TpeT-
OyTunosoro edipy
30mr (0,079mmonb) 3S-Tpet-

OyTokcukapboHinamiHo-4-(2-okco-okca3onianH-3-in)-
OyTaHoBOI KncnoTn 6eH3unoBoro edipy, oTpuMaHoro
B MpUroTyBaHHi 16, po34nHAOTL Y MeTaHoni, NoTiM 40
paHille yTBOPEHOro posduHy AofdalTb 3Mr nanagito
Ha kyTi (Pd/C), a noTiMm nepemiwyoTe B aTMocdepi
BoAH npoTtarom 3 roguH 40 xBunuH. lNicna 3asep-
LEeHHs peakuii, peakuinHUA po3vmH (PinNbTpyTh Ye-
pes ueniT, i NoTiM NPOMMUBAIOTL METAHOSIOM, KOHLIEH-
TpytoTb. [10 BKasaHOi peakuiHOl CyMilli HeramHo
popatots 15mr (0,079mmonb) 3-TpudTopmeTnn-5,6-
aurigpo-8H-[1,2,4]tpuasonol4,3-aJnipasuHy Ta notim
PO3UUHAIOTL Y AuxnopmeTaHi. PeakuiitHnuin po3yunH
oxonogxytoTe Ao Temnepatypu 0°C, noTim gogatoTb
13mr (0,095mmonb) HOBT, i nepemiluytoTe NpoTArom
10 XBUNWH, OO paHille YTBOPEHOro po3ynHy AoAatTb
23mr (0,12mmonb) EDC. TMicns BupaneHHs GaHi 3
NbOAOM peakuinHUA Po3dMH MepeMillyloTb NPOTSAroM
6nm3bko 17 roauH, MOTIM KOHLIEHTPYHOTb, 3aruLUoK
ouvlyoTb npenapatuHoto  TLWX (10:1  cymiw
CH2Cl2:MeOH), wo pae 21Mr Ha3BaHOi Cromnyku i3
3aranbHuUm Bnxoaom 57%.

'H AMP (CDCl3) § 5,6-5,8 (1H, ™), 4,9-5,1 (2H,
m), 4,0-4,4 (6H, m), 3,6-3,8 (2H, m), 3,3-3,5 (2H, m),
2,6-2,9 (2H, m), 1,39 (9H, c)

Maca (vm/e) 463 (M+1)
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Mpuknag 1: CwuHTtes 3-[2S-amiHo-4-okco-4-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)-6yTnn]-okcasoniguH-2-oHy

L

O NH,

21mr (0,045mmonb) [3-okco-1-(2-okco-
okcasoniguH-3-inmetun)-3-(3-tpudtopmetnn-5,6-
avrinpo-8H-[1,2,4]tpuasonol4,3-a]nipasuH-7-in)-
nponin]-1S-kap6amiHOBOi kMCNoTU TpPeT-byTUNOBMN
edip, oTpMMaHun y NpUroTyBaHHi 17, po3ynHaOTb Y
cyMmiWi eTunauertaTt/consHa KucroTta, a noTiM nepe-
MiLLYtOTb MPOTAroM 65M3bKo 17 rOAMH, | NOTIM PO34MH
KOHLEHTPYIOTb, WO Aa€ TBepAy pevoBuHy Binoro Ko-
neopy. lMicna uboro TBepay PeYOoBMHY MPOMMBAaKOTb
AieTnnosmm edipom i cywaTs, Wwo Aae 15Mr HasBaHoi
cnonyku 3 Buxogom 91%.

'H AMP (CDs0OD) 5 5,06 (2H, c), 4,4 (3H, m), 4,26
(1H, m), 4,05-4,15 (2H, m), 3,9 (1H, m), 3,5-3,8 (4H,
M), 3,0-3,1 (1H, m), 2,85-2,95 (1H, m)

Maca (v/e) 363 (M+1)

MpuroTtyBaHHsA 18: CuHTtes 3S-TpeT-
6yTOoKCcMKapboHinamiHo-4-(2-rigpokcunponinamiHo)-
OyTaHOBOI KncrnoTun 6eH3unoBoro eqgipy

0,68r (2,2mMmonb) 3S-TpeT-
OyTokcrkapboHinamiHo-4-okcobyTaHOBOI KncnoTu
©eH3u1noBoro edipy, OTpMMaHOro B NpUroTyBaHHi 14,
PO3UMHSIOTL Y ANXINOPETaHI, i NOTIM OXONOMKYOTh A0
Temnepatypu 0°C, noTim 0O paHille yTBOPEHOro pos-
YMHy popatTb 2-amiHoeTtaHon (1701, 2,2mMMonb), a
noTiM nepemitytoTs npotarom 30 xsBunuH. licnsa ubo-
ro 0O paHiwe yTBOPEHOro pos3unHy poparoTte 1,4r
(6,6mMmonb) TpuavueTokcmboprigpuagy HaTpito, a noTim
nepemiwyoTe npubnusHo npotarom 1 roguHu 10
XBWUMKUH. lMicna uyboro po3ymH po3baBnsATb AMXIIOP-
MEeTaHOM, MOTIM MPOMMBATb HACUMYEHUM BOOHUM
pPO34MHOM rigpokapboHaTy HaTpito, i cylwaTtb Hag 6e3-
BOAHMM cynbdaToM MarHito Ta BigdinbTPoBYOTb.
BiadinbTpoBaHNn PO34YUH BiAraHSATb NPU 3HUXKEHO-
My TUCKY, MOTIM 3anuLLUOK OYULLYIOTL XpoMaTorpadi-
€0 Ha konoHui (1:1 cymiw rekcaH:etunauetat—10:1
cymiw CH2Cl:MeOH), wo gae 0,36r Ha3BaHoi cnony-
Kn 3 Buxoaom 45%.

'H AMP (CDCl3) § 7,3-7,4 (5H, m), 5,8-6,0 (1H,
M), 5,10 (2H, m), 3,9-4,0 (1H, m), 2,5-3,1 (6H, m), 1,40
(9H, c), 1,15 (3H, g, J=7Tu)

Maca (m/e) 367 (M+1)

MpuroTyBaHHS 19: CuHTes
OyTokcrkapboHinamiHo-4-(5-meTun-2-okco-
okcasoniguH-3-in)-6yTaHoBoi knucnotn 6eH3nUnoBoro
edipy

360mMr (0,98mmonb) 3S-TpeT-
OyTokcukapboHinamiHo-4-(2-rigpokcunponinamiHo)-
OyTaHOBOI KncnoTn 6eH3unoBoro edipy, oTpuMaHoro
B NPUroTyBaHHi 18, pO34MHAIOTb Yy AUXIIOPMETaHi, i
NnoTiM OXomnogXyTb Ao TemnepaTypu 0°C, noTim oo
paHille YTBOpPEHOro po3uuHy gogawtb  120Mmr
(0,98mmonb) N,N-giisonponinetunamivy Ta 680Mr
(3,92mmonb) AvMmeTunamiHOMipUAMHY, 3 HaCTYMHUM

3S-TpeT-
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popasaHHam 1,0r (1,5Mmonb) docreHy (20% Tonyor)
i noTiM NepeMillyloTb NPOTAroM 2 roguH i 40 XBUIUH.
PeakuinHuin po3unH po3baBnsaTs AUXIIOPMETaHOM, i
npomMmBaoTb BoaHUM po3yuHom NaCl, noTim cywats
Hag 6e3BogHMM cyrnbgaToM MarHito Ta BiadinbTpo-
BYlOTb. BiadinbTpoBaHW po3yuH BidraHsTb Npu
3HVDKEHOMY TWCKY, MOTIM 3arMLLOK OYMLLYIOTb Xpoma-
Torpadpieto  Ha  konoHui  (1:1 CyMill  rek-
caH:eTunaueTtar), wo gae 120Mr Ha3BaHOi Cronykun 3
Buxoaom 31%.

'H AMP (CDCl3) § 7,3-7,4 (5H, m), 5,10 (2H, c),
5,10 (1H, m), 4,55-4,65 (1H, m), 4,1-4,2 (1H, m), 3,0-
3,8 (3H, m), 2,5-2,8 (2H, m), 1,41 (12H, m)

Maca (vm/e) 393 (M+1)

MpurotyBanHa 20: CwuHTe3 [1-(5-meTun-2-okco-
okcasoniguH-3-inmetun)-3-okco-3-(3-TpudTopMeTnn-
5,6-gurigpo-8H-[1,2,4]Tpuasono[4,3-a]nipa3unH-7-
in)nponin]-1S-kap6amiHoBoi KncnoTu TpeT-
OyTunosoro edipy

120mr (0,31mmorb)
OyTokcukapboHinamiHo-4-(5-meTun-2-okco-
okcasoniguH-3-in)-6ytaHoBoi kucrnotn 6eH3nnoBoro
edipy, 0OTpuMaHoOro B NpuUroTyBaHHi 19, po3unHATbL Y
MeTaHonmi, NOTiM A0 paHille YyTBOPEHOro po34vuHy Ao-
patoTb 12mr nanagito Ha kyTi (Pd/C), a noTim nepemi-
WwyloTb B aTtMocdepi BogHtoo npoTsarom 3 roguvH 40
XBUNUH. lNicnga 3aBepLueHHs peakLii, peakuinHui pos-
YMH QINbTPYIOTE 4Yepe3 Uuenit, noTiM NPoMMBalOTb
METaHOMIOM, 3 HAaCTYMHOK KOoHLUeHTpauieto. B oTpu-
MaHy cymiw HeranHo gogatotb 9mr (0,31Mmornb) ami-
HY, NOTIM CyMill PO3YMHSAIOTL Y ANXIIOpMeTaHi. Peak-
LiiHMA pO34MH OXOnoKyTe Ao Temnepatypu 0°C,
noTim y Hboro gogatote 50mr (0,37mmonb) HOBT.
Micna nepemiwyBaHHa npoTarom 10 XBUNWH OO paHi-
e YTBOPEHOro po3unHy gogatoTte 88mr (0,47Mmornb)
EDC. NMicna BuMaaneHHs GaHi 3 NboAoOM peakuiiHuiA
PO34YMH NepeMillyoTb NpoTAroM 6nm3bko 17 rogwH,
MOTIM KOHLEHTPYIOTb, 3anULLIOK OYMLLyOTe npenapa-
TuBHoto TLUX (10:1 cymiw CH2Cl2:MeOH), wo pae
88Mr Ha3BaHoOi cnonyku i3 3aranbHNUM Buxogom 60%.

'H AMP (CDCl3) § 5,6-5,9 (1H, m), 4,9-5,1 (2H,
m), 4,6-4,8 (1H, m), 3,9-4,3 (5H, m), 3,6-3,8 (1H, m),
3,1-3,5 (3H, m), 2,5-2,9 (2H, m), 1,40 (12H, m)

Maca (vm/e) 477 (M+1)

Mpuknag 2: CwuHTe3s 3-[2S-amiHo-4-okco-4-(3-
TpudpTopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)-6yTnn]-5-meTun-okcas3onignH-2-oHy

3S-TpeT-

1551
et

88mr (0,045mmonb) [1-(5-meTun-2-okco-
okcasonigunH-3-inmetun)-3-okco-3-(3-TpudTopmeTn-
5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-a]nipa3uH-7-in)-
nponin]-1S-kap6amiHOBOi KMCNOTU TPeT-OyTUMOBOIo
edipy, oTpumMaHoro B NpurotyBaHHi 20, po34nHAOTb Y
cymiwi etunauetat/consHa kucnota. [licna nepemi-
WyBaHHA NpOTAroMm 6mm3bko 30 XBUNWH, peakuinHuiA
PO3YMH KOHLEHTPYITb, WO Aae TBepAy PeYOBUHY
6inoro konbopy. lMicna uboro TBEpAy PEYOBUHY MPO-
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MUWBaIOTb AieTUNoBMUM edipoMm i cywiaTh, Wo Aae 42mr
Ha3sBaHoi cnonyku 3 Buxogom 60%.

'H AAMP (CD30D) § 5,1-5,2 (2H, m), 4,7-4,8 (1H,
™), 4,45 (1H, m), 4,3 (1H, m), 4,0-4,2 (3H, m), 3,8-3,9
(2H, m), 3,4-3,7 (2H, m), 2,9-3,1 (2H, m), 1,41 (3H, m)

Maca (vm/e) 377 (M+1)

MpuroTyBaHHA 21:
OyTokcrkapboHinamiHo-4-(TpeT-
OyTMNAUMETUINCUNAHINOKCK)-6yTaHOBOI KMCNOTK BeH-
31noBoro eqipy

4,0r (12,9vmonb) 3S-TpeT-
OyTokcrkapboHinamiHo-4-riApokcMbyTaHOBOI KUCMOTH
6eH3nnoBoro eqipy, 0OTPYMaHOro B NpUroTyeaHHi 13,
PO3UMHSAOTL Y AnMeTundopmamige, noTiMm 4o paHille
YyTBOPEHOro po3unHy pfdogatTb 2,34r (15,5Mmonb)
imigasony Ta 2,34r (32,3mmonb) TpeT-
oyTungumeTuncuninxnopugy, a noTiM nNepemillyoTb
npoTsirom 6nmn3bko 2 roauH. lMicns uboro po3ynH pos-
6aBnsal0Te HaAMULLKOM eTunaueraTy Ta NpoMUBaloTb
OOVH pa3 Bogok Ta BogHuMM po3dmHom NaCl, signo-
BiOHO, MOTIM cywaTtb Hag 6e3BogHMM cynbdaTom
MarHito Ta BiAdinbLTPoBYOTL. BigdinbTpoBaHui pos-
YMH BIigraHaloTe MpU 3HWKEHOMY TUCKY, NOTIM 3anu-
LIOK OuULLyloTe Xpomatorpadieto Ha komoHui (5:1
cymill rekcaH:etunauetart), wo pae 4,0r HasBaHoi
cnonyku 3 Buxogom 73%.

'H AMP (CDCl3) 6 7,3-7,4 (5H, m), 5,21 (1H, A,
J=8Iy), 5,08 (1H, m), 4,0-4,1 (1H, m), 3,6-3,7 (2H, m),
2,6-2,7 (2H, m), 1,42 (9H, c), 0,86 (9H, c), 0,01 (6H, c)

Maca (vm/e) 424 (M+1)

MpuroTyBaHHs 22: CuHTes [1-(TpeT-
6yTunaumeTmuncunaHinokeMmeTun)-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonof4,3-
a]nipasuH-7-in)-nponin]-1S-kapbamiHoBoi Kucnotn
TpeT-6yTnnoBoro edipy

(1) CwHtes 3S-TpeT-6yTOKCUKapbOHINamiHo-4-
(TpeT-6yTMNAMMETUIICUNAHINOKCK)-0yTaHOBOI  KUCIO-
™

1,0r (2,36mMmoOnb)
OyTokcukapboHinamiHo-4-(TpeT-
OyTUNaUMETUNCUNAHINOKCK)-6yTaHOBOI KMCNOTU BeH-
3UroBoro eqipy, OTPMMaHOro B MPUroTyBaHHi 21,
PO3UYUHSIOTb Y METaHori, NOTIM A0 paHille YyTBOPEHO-
ro posymHy gogatote 120mr nanagito Ha kyTi (Pd/C), a
noTiM NepemilLyloTb B aTMocdepi BOAHIO NPOTArom 3
roauH i 25 xeunuH. lMicns 3aBepLUeHHs peakLil, peak-
LUiMHWA pO34MH (PINbTPYIOTE Yepes3 ueniT i npomMusa-
I0Tb METAHONOM, MOTIM KOHLIEHTPYIOTb.

'H AMP (CDCl3) 5,10 (1H, m), 4,02 (1H, m), 3,6-
3,7 (2H, m), 2,61 (2H, m), 1,43 (9H, c), 0,88 (9H, c),
0,04 (6H, c)

Maca (v/e) 356 (M+Na)

(2) CwuHTes [1-(TpeT-
6yTrnaumeTmuncunaHinokemmeTun)-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-

CuHTes 3S-TpeT-

3S-TpeT-

a]nipasuH-7-in)-nponin]-15-kap6amiHoBoi KMcnoTu
TpeT-6yTrnosoro edipy
o 333mr (1mMmonb) 3S-TpeT-

OyTokcrkapboHinamiHo-4-(TpeT-
ByTUNANMETUICUNAHINOKCK)-OyTaHOBOI KUCMOTK, SIKY
ofdepxytoTb 3i ctagii (1), sogatoTe 192mr (1mMmonb) 3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
ajnipasuHy, i OTpUMaHy CyMill PO34MHAIOTL Yy AMXIIO-
pMmeTaHi. PeakuinHuiA po3ynH OXONOaXYylTb OO0 TeM-
nepatypu 0°C, i gpogatotb 162mr (1,2mmonb) HOBT, a
noTiM nepemilytoTb NpotaroMm 10 XBUNUH i NOTIM J0-
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patote 288mr (1,5mMmonb) EDC. Micna BuganeHHs
GaHi 3 NbOOOM peakuUiiHUN PO3YMH MEPEMILLYOTb
npoTtsarom 6nu3bko 13 roauH, i NOTiIM 3anuLoK, sSIKUiA
OAEepPXYIoTb NiCrs KOHUEHTpaLil, OYULLYIOTb XpoMaTo-
rpadpieto Ha konoHui (1:1 cymiw rekcaH:eTunauerar),
wo gae 0,27r Ha3BaHOI cnonyku 3 Buxogom 53%.

'H AMP (CDCl3) & 5,1-5,3 (1H, ™), 4,9-5,1 (2H,
M), 3,9-4,3 (4H, m), 3,7-3,8 (2H, m), 2,6-2,9 (2H, m),
1,40 (9H, c), 0,87 (9H, c), 0,03 (6H, c)

Maca (vm/e) 508 (M+1)

MpurotyBaHHa 23: CwuHTe3 [1-dopmin-3-okco-3-
(3-TpudpTopmeTun-5,6-gurigpo-8H-
[1,2,4]Tpna3zono[4,3-a]nipa3uH-7-in)-nponin]-1S-
kapbamiHOBOI KMCNoTu TPeT-0yTMNoBoro eqgipy

(1) CuHTe3 [1-rinpokcumeTun-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,411pnasonol4,3-

a]nipasuH-7-in)-nponinj-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnoBoro egipy
2,3r (4,53mmonb) [1-(TpeT-

6yTungumeTuncunaHinokeumeTnn)-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpmnasonol4,3-
a]nipasuH-7-in)-nponinj-1S-kapbamiHoBoi Kncnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
22, po3uunHsAOTb Y TeTparigpodypaHi, noTiM B OTpu-
MaHU PO34nH MO Kpannsax gogaTe IMn TeTpabyTu-
namoHindgTopuay (1M y TI®), a notim nepemiyoTb
npoTsirom NpubnunsHo 12 xBunuvH. MoTiM po34mH pos-
6aBnsalOTe HagnWUWKOM eTunaueraTy, po3BedeHUN
pO34MH NPOMUBAIOTb OAMH pa3 BOAOK Ta BOAHUM
po3unHom NaCl, BignosigHo Ta cywate Hag 6e3Boa-
HUM cyrnbdaToM MarHito Ta BigdINbLTPOBYOTL. Biadi-
NbTPOBAHWUIA PO3YUH BiAraHSIOTb NPU 3HWKEHOMY TUC-
Ky, MOTIM 3anuLIOK O4YMLLYIOTb XpomaTtorpadieto Ha
konoHui (15:1 CHCl:MeOH), wo pgae 1,78r [1-
rigpokcumeTnn-3-okco-3-(3-TpudTtopmetnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-a]nipasnH-7-in)-
nponin]-1S-kap6amiHOBOI KUCNOTU TPET-6yTUNOBOro
edipy 3 Buxogom 99%.

'H AMP (CDCl3) § 5,3-5,5 (1H, ™), 5,0-5,2 (2H,
M), 3,9-4,3 (4H, m), 3,6-3,8 (2H, m), 2,7-3,0 (2H, m),

1,41 (9H, c)
Maca (m/e) 394 (M+1)
(2) CwuHTes [1-dbopmin-3-okco-3-(3-

TpudpTopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasono(4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kucnotu
TpeT-6yTnnosoro edipy

500mr (1,27mMMmonb) [1-rigpokcnmeTun-3-okco-3-
(3-TpudpTopmeTnn-5,6-gurigpo-8H-
[1,2,4]Tpnasono[4,3-a]nipa3uH-7-in)-nponin]-1S-
kapbamiHOBOI KncnoTtu TpeT-6yTnnosoro edipy, AKWNn
onepXytoTb 3i ctagii (1), po34nHATL Y ANXITOPMETa-
Hi, i NOTIM OO paHille yTBOPEHOro po3yvvHy AodalTb
10mn pearenty Oecc-MaptuHa (~0,3M), a notim ne-
pemiwytoTe npotarom 2 roauH i 40 xsunuH. lMicna
KOHUEHTpaLi, 3anuwoK O4uLLyloTb XpomaTtorpadieto
Ha KomoHui (1:2 cymil rekcaH:eTunauerar), Wo gae
0,33r Ha3BaHoi cnonyku 3 BUXogom 66%.

'H AMP (CDCl3) § 9,67 (1H, ¢), 5,7-5,9 (1H, m),
4,9-5,1 (2H, m), 3,9-4,5 (5H, m), 3,1-3,2 (1H, m), 2,9-
3,0 (1H, m), 1,42 (9H, c)

Maca (vm/e) 392 (M+1)

MpurotyBanHs  24:  CwuHTe3  [3-okco-1-(2-
okconinepuguH-1-inmetnn)-3-(3-tpudTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpnasonol4,3-a]nipasuH-7-
in)nponin]-1S-kap6amiHoBoi KMCnoTn TpeT-
6yTunosoro edipy
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77mr (0,2mmonb) [1-dbopmin-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
alnipa3suH-7-in)-nponin)-1S-kap6amiHoBoi KucnoTn
TpeT-6yTMnosoro  edipy pgogawte o 33wmr
(0,2mmonb) rigpoxnopuay 5-amiHONEHTaHOBOI KUCMO-
TW METUMOBOro edipy, PO34MHATL Y ANXIIOPETaHI, a
noTim nepemiwytoTb npotarom 30 xBunuH. [lo paHiwe
YTBOPEHOro po3uvnHy gogatoTte 83mr (0,4MMonb) Tpu-
aueTokcmboprigpuay HaTtpilo, a MoTiM nepemillyoTb
npoTsirom NpuonuaHo 1 rognHn 1a 40 xBunuH. OTpu-
MaHWI pO34MH HarpiBawTe A0 Temnepatypu 80°C
NPOTSIromM NPUGMN3HO 7 FOAWH | KOHLEHTPYHOTh, MOTIM
3anuLIoK ounyoTb npenapatmeHoto TLUX (10:1 cy-
miw CH>Cl2:MeOH), wo gae npnbnuaHo 20r Ha3BaHoI
CNOMyKM i3 3aranbHUM B1xogom 21%.

'H SAMP (CD30OD) & 6,5 (1H, m), 4,9-5,1 (2H, m),
4,0-4,4 (5H, m), 3,35-3,5 (3H, m), 2,6-2,8 (2H, m), 2,28
(2H, 1, J=6,0l"v), 1,7-1,8 (4H, m), 1,36 (9H, c)

Maca (vm/e) 475 (M+1)

Mpuknag 3: CwuHTes 1-[2S-amiHo-4-okco-4-(3-
TpucbTopMeTun-5,6-aurigpo-8H-[1,2,4]1pnasonol4,3-
anipasuH-7-in)-6yTun]-ninepuanH-2-oHy
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88wmr (0,045mmonb) [3-okco-1-(2-okconinepnanH-
1-inmeTnn)-3-(3-TpucptopmeTnn-5,6-gurigpo-8H-
[1,2,4]Tpuasonol4,3-a]nipa3unH-7-in)-nponin]-1S-
kapbamiHOBOi  KMcroTu  TpeT-OyTunoBoro  eqipy,
OTPUMAHOro B NPUroTyBaHHi 24, pO3UYNHAIOTL Y CyMiLLi
eTunauertaTt/consiHa Kvicrnota, a MnoTiM nepemilyoTb
npotaroM npubnmaHo 30 XBWAWH i NOTIM KOHLEHTPY-
10Tb. 3annLIOK ounLLytoTb NpenapaTtusHoto TLUX (10:1
cymiww CH2Cl2:MeOH), wo gae npubmusHo 10,4mr
Ha3BaHOI crnonyku 3 BUxogom 66%.

'H-AMP (CD;OD) & 4,9-51 (2H, m), 4,6 (1H,
ywwmp.), 4,0-4,4 (4H, m), 3.8-3,9 (2H, m), 3,35-3,5 (2H,
m), 2,8-3,0 (2H, m), 2,0-2,4 (2H, m), 1,8-1,9 (4H, m)

Maca (vm/e) 375 (M+1)

MpurotyBaHHa  25:  CwuHTes
okconiponiguH-1-inmetun)3-okco-3-(3-
TpudptopmeTnn-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnoBoro egipy

50mr (0,13mmonb) [1-dopmin-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpmnasonolf4,3-
a]nipasuH-7-in)-nponinj-1S-kapbamiHoBoi Kncnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
23 i 21mr (0,13mmonb) rigpoxnopuay 4-amiHo-3-
MeTUnbyTaHOBOI KUCMOTU METUMOBOro edipy (Bkasa-
HWIN NPOJYKT OTPUMaHWM y NPUroTyBaHHi 2) B3aemo-
AitoTb BiANOBIAHO 4O METOAWUKW, aHaNoriYHOI MeToau-
Ui, BUKNageHo! B nNpurotyBaHHi 24, wo pae 18mr
Ha3BaHoi cnonyku 3 Buxogom 30%.

'H AMP (CDCl3) § 5,7-6,0 (1H, ™), 4,8-5,1 (2H,
M), 3,9-4,4 (5H, m), 3,3-3,7 (3H, m), 3,0-3,1 (1H, m),
2,3-2,9 (4H, m), 1,9-2,0 (1H, m), 1,40 (9H, c), 1,09
(3H, @, J=5I"w)

Maca (m/e) 475 (M+1)
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Mpuknag 4: CwuHTes 1-[2S-amiHo-4-okco-4-(3-
TpudTopmeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipa3uH-7-in)-6yTnn]-4-meTunniponiguH-2-oHy

18mr [1-(4-meTun-2-okconiponignH-1-inmetunn)-3-
okco-3-(3-TpudpTopmeTun-5,6-gurigpo-8H-
[1,2,4]Tpna3zono[4,3-a]nipa3uH-7-in)-nponin]-1S-
kapbamiHOBOi  KMcroTu  TpeT-OyTunoBoro  eqipy,
OTPVMMaHOro B NPUroTyBaHHi 25, B3aeMopje i3 CyMiLL-
W0 eTunaueTat/consHa KucnoTa BignoBigHO A0 Me-
TOAMKW, aHanoriYHoi MeToauui ofepXXaHHSA CromnyKu,
BUKNageHol B npuknagi 3, wo gae 5,8Mr HasBaHoi
cnonyku 3 Buxogom 37%.

'H-AMP (CD30OD) & 4,9-5,1 (2H, m), 4,0-4,3 (4H,
m), 3,3-3,7 (4H, m), 3,0-3,1 (1H, m), 2,4-2,8 (4H, m),
1,9-2,0 (1H, m), 1,1 (3H, m)

Maca (vm/e) 375 (M+1)

MpurotyBaHHa  26:  CuHTe3
okconiponiguH-1-inmetnn)-3-okco-3-(3-
TpudTopmMeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnoBoro egipy

[1-dbopmin-3-okco-3-(3-TpudpTopmeTnn-5,6-
avrigpo-8H-[1,2,4]tpuasono[4,3-a]nipasux-7-in)-
nponin]-1S-kap6amiHOBOI KUCNOTU TPET-GYTUNOBOrO
ecpipy 39mr (0,1MMorb), OTPMMAHOIO B NPUroTyBaHHi
23 i 17mr (0,1mmonb) rigpoxnopuay 4-amiHo-2-
pTOpOYTAHOBOI KMCMOTU MeTunosoro edipy (Bkasa-
HUA NPOAYKT OTPUMaHWWA Yy MpuUroTyBaHHi 3) i 42mr
(0,2mmonb) TpuaueTokcmbop rigp Mgy HaTtpilo B3ae-
MOZil0Tb BIANOBIAHO OO METOAMKW, aHamnorivHin me-
ToAWUI ofepXaHHS Croryku, BUKnageHol B npuknagi
3, Wwo fae 5,8Mr Ha3BaHoi crnonyku 3 Buxoaom 37%.

'H AMP (CDCl3) § 5,7-5,9 (1H, ™), 4,9-5,1 (3H,
M), 3,8-4,3 (5H, m), 3,3-3,7 (4H, m), 2,4-2,8 (3H, m),
2,1-2,2 (1H, m), 1,40 (9H, c)

Maca (m/e) 479 (M+1)

Mpuknag 5: CwuHTe3s 1-[2S-amiHo-4-okco-4-(3-
TpudpTopmeTun-5,6-aurigpo-8H-[1,2,4]Tpmnasonol4,3-
a]nipasuH-7-in)-6yTnn]-3-cTopniponianH-2-oHy

[1-(3-dpTOpP-2-

15mr  [1-(3-dpTOp-2-0KCconiponignH-1-inmeTun)-3-
okco-3-(3-TpudpTopmeTun-5,6-gurigpo-8H-
[1,2,4]Tpna3zono[4,3-a]nipa3uH-7-in)-nponin]-1S-
kapbamiHOBOi  KMcroTu  TpeT-OyTunoBoro  eqipy,
OTPVMMaHoro B NpUroTyBaHHi 26 i cymiw eTunaue-
TaTt/consiHa K1cnoTa B3aEMOZiloTb BiAMNOBIAHO OO Me-
TOAMKW, aHanoriYHoi MeToauLi ofepXaHHSA CromnyKu,
BUKNageHol B npuknagi 3, wo gae 5,9vr aminy 3 Bu-
xoaom 45%.
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'H AAMP (CD30D) § 5,0-5,3 (3H, M), 4,2-4,4 (2H,
M), 4,0-4,2 (2H, m), 3,4-3,7 (5H, m), 2,5-2,8 (3H, m),
2,1-2,3 (1H, m)

Maca (v/e) 379 (M+1)

Mpuknag 6: CwuHTes 1-[2S-amiHo-4-okco-4-(3-
TpudTopmMeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)-6yTnn]-niponiguH-2-oHy
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77vr (0,2mMmonb) [1-dbopmin-3-okco-3-(3-
TpudTopmeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)-nponin]-1S-kapbamiHoBoi Kncnotu
TpeT-6yTMnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
23, popatoTb o 23wmr (0,2mmornb) 4-amiHOGyTaHOBOT
KMCIOTU MeTUroBoro edipy, NOTiM OTpUMaHy CymiLl
PO3UMHSAIOTL Y AUXIOPETaHi, a MoTiM NepeMillyoTb
npotsarom 30 xsunuH. llicna uporo Ao padiwe yTBo-
peHoro posuuHy gogatTb 84mr (0,4mMmonb) Tpuaue-
ToKkcMbopriapuay HaTpilo, a NoTiM NepemillyoTe Npo-
TAroM npubnusHo 2 rogmH. [llicna  KoHUeHTpauii,
3anuvLIOK B3aeMogie i3 CyMilLo eTunauetat/consHa
KWUCINoTa BigMNoBiAHO A0 METOAWUKW, aHamnoriYHOI MeTo-
Ouui ofepXaHHA Cnonyku, BUKNageHol B npuknagi 3,
o gae 15mr HasBaHoI cnonyku 3 Buxogom 21%.

'H AAMP (CD30D) § 5,00-4,95 (2H, m), 4,31-4,22
(2H, m), 4,10-4,01 (2H, m), 3,74 (1H, ywwup. c), 3,53-
3,41 (3H, m), 2,89-2,72 (2H, m), 2,37-2,34 (2H, m),
2,08-2,05 (2H, m), 1,27 (2H, ywwup. c).

Maca (vm/e) 361 (M+1)

MpurotyBaHHa  27:  CuHTe3
okconinepuguH-1-inmetnn)-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpmnasonolf4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnoBoro egipy

90mr (0,17mmonb) [1-dbopmin-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)-nponinj-1S-kapbamiHoBoi Kncnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NpUroTyBaHHi
23, 43mr (0,1mmonb) rigpoxmopugy 5-amiHo-2-
(PTOpPNEHTAHOBOI KMCNOTU METUMNOBOro edipy (Bkasa-
HUA NPOAYKT OTPUMaHWUWA Yy MpuroTyBaHHi 4) i 98mr
(0,2mmonb) TpuaueTokcMboprigpugy HaTpito B3aemo-
AitoTb BiANOBIAHO 40 METOAMKM, aHaNoOri4YHIin MeToan-
Li ogepXaHHs Cronyku, onucaHoi B NpUroTyBaHHi 24,
Lo fae 24Mr Ha3BaHOI cronyku 3 Buxogom 21%.

'H AMP (CDCl3) § 5,8-6,1 (1H, ™), 4,6-5,2 (3H,
M), 3,8-4,4 (5H, m), 3,2-3,6 (4H, m), 2,6-3,0 (2H, m),
1,7-2,1 (4H, m), 1,40 (9H, c)

Maca (m/e) 493 (M+1)

Mpuknag 7: CwHTe3s 1-[2S-amiHo-4-okco-4-(3-
TpudpTopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)-6yTnn]-3-dTopninepuanH-2-oxy

[1-(3-cpTOpP-2-
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24mr [1-(3-dpTOp-2-0KCconinepuamH-1-inmeTnn)-3-
okco-3-(3-TpudpTopmeTun-5,6-gurigpo-8H-
[1,2,4]tpuasonol4,3-a]nipa3un-7-in)-nponin]-1S-
kapbamiHOBOi  KMcroTu  TpeT-O6yTunoBoro  eqipy,
OTPUMaHOro B MNPUroTyBaHHi 27 i cymiw eTunaue-
TaTt/consiHa K1crnoTa B3aEMOZiloTb BiAMNOBIAHO OO Me-
TOAMKWN, aHarnoriYHoi MeToauLi ofepXXaHHSA CromnyKu,
BUKNageHol B npuknagi 3, Wwo aae 6Mr Ha3BaHol cro-
nyku 3 Buxogom 31%.

'H SAMP (CD30D) & 4,9-5,1 (2H, m), 4,7-4,9 (1H,
™M), 4,2-4,4 (2H, m), 4,0-4,2 (2H, m), 3,7-3,8 (1H, m),
3,3-3,6 (4H, m), 2,7-3,0 (2H, m), 1,8-2,2 (4H, m)

Maca (vm/e) 393 (M+1)

MpurotyBanHHa 28: CuHTe3
okconiponiguH-1-inmetun)3-okco-3-(3-
TpudpTopmeTun-5,6-gurigpo-8H-[1,2,4]tpnasono[4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnoBoro egipy

75mr (0,17mmonb) [1-dopmin-3-okco-3-(3-
TpudTOopmeTUn-5,6-gurigpo-8H-[1,2,4]tpnasono[4,3-
a]nipasuH-7-in)-nponinj-1S-kapbamiHoBoi Kncnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
25 i 32wr (0,1mmonb) rigpoxnopugy 4-amiHo-2-
MeTUnbyTaHOBOI KUCMOTU METUMNOBOro edipy (Bkasa-
HUA NPOAYKT OTPUMaHWUMA Yy MpuUroTyBaHHi 5) i 81mr
(0,2mmonb) TpuaveTokeuboprigpuay HaTpito B3aemo-
AitoTb BiANOBIAHO OO0 METOAMKM, aHaNOriYHIn MeToan-
Li ogepXaHHs CroryKu, onucaHoi B NpUroTyBaHHi 24,
wo gae 20Mr Ha3BaHOI CNomnyku 3 BUXoaoM 22%.

'H AMP (CDCl3) § 5,8-6,0 (1H, ™), 4,8-5,1 (2H,
m), 3,8-4,3 (5H, m), 3,3-3,5 (4H, m), 2,5-2,9 (2H, m),
2,1-2,4 (2H, m), 1,5-1,6 (1H, m), 1,40 (9H, c), 1,09-1,1
(3H, m)

Maca (m/e) 475 (M+1)

Mpuknag 8: CwuHTe3s 1-[2S-amiHo-4-okco-4-(3-
TpudpTopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)-6yTnn]-3-meTunniponiguH-2-oHy
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20mr [1-(3-meTnn-2-okconiponiguH-1-inmeTnn)-3-
okco-3-(3-TpudpTopmeTun-5,6-gurigpo-8H-
[1,2,4]tpnaszono[4,3-a]nipa3vH-7-in)-nponinj-1S-
kapbamiHOBOi  KMcroTu  TpeT-OyTunoBoro  edipy,
OTpUMaHOro B MNpUroTyBaHHi 28 i cymiw eTunaue-
TaTt/consiHa K1crnoTa B3aEMOZiloTb BiAMNoOBiAHO OO Me-
TOAMKW, aHarnoriYHoi MeToauui ofepXaHHSA CromnyKu,
BUKNageHol B npuknagi 3, wo gae 4,5Mr HasBaHoi
cnonyku 3 Buxogom 29%.

'H SAMP (CD30D) § 4,9-5,1 (2H, m), 4,2-4,4 (2H,
m), 4,0-4,2 (2H, m), 3,6-3,7 (1H, m), 3,4-3,5 (4H, m),
2,6-2,9 (2H, m), 2,2-2,5 (2H, m), 1,6-1,7 (1H, m), 1,3
(1H, m), 1,1-1,2 (3H, m)

Maca (vm/e) 375 (M+1)

MpurotyBaHHa 29: CuHTes [1-(4-meTun-2-okco-
2,5-purigponipon-1-inmeTtnn)-3-okco-3-(3-
TpudptopmeTnn-5,6-aurigpo-8H-[1,2,4]Tpnasonolf4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnoBoro egipy
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85mr (0,22mmonb) [1-dopmin-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)-nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
23, 36mr (0,22vmmonb) rigpoxnopugy 4-amiHo-3-
MeTUI-2-6yTEHOBOI KNCMOTU METUINOBOTO eqipy (Bka-
3aHU NPOJYKT OTPMMaHUIA Y NpuroTyBaHHi 6) i 92mr
(0,44mmonb) TpuaueTokcuboprigpugy Hatpilo B3ae-
MOZil0Tb BIANOBIAHO OO METOAMKW, aHamnorivHin me-
TOoOWLi ofepXKaHHs CMNOMyKW, ONMUCaHoi B MPUroTyBaH-
Hi 24, wo pae 34Mr HasBaHOi CrOSykU 3 BUXOAOM
33%.

'H AMP (CDCl3) 6 5,9-6,2 (1H, m), 5,72 (1H, m),
4,9-5,1 (2H, m), 3,9-4,4 (7TH, m), 3,6-3,7 (1H, m), 3,4-
3,5 (1H, m), 2,7-2,9 (1H, m), 2,5-2,6 (1H, m), 2,04 (3H,
c), 1,38 (9H, m)

Maca (m/e) 473 (M+1)

Mpuknag 9: CwuHTe3s 1-[2S-amiHo-4-okco-4-(3-
TpudpTopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonolf4,3-
a]nipasuH-7-in)-6yTun]-4-metun-1,5-gurigponipon-2-
OHY
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34mr [1-(4-meTnn-2-okco-2,5-gurigponipon-1-
inmeTunn)-3-okco-3-(3-TpudpTopmeTnn-5,6-gurigpo-
8H-[1,2,4]Tpnazonol4,3-a]nipasunH-7-in)-nponin]-1S-
kapbamiHOBOi  KMcroTu  TpeT-OyTunoBoro  eqipy,
OTpUMaHOro B MNpPUroTyBaHHi 29 i cymiw eTunaue-
TaTt/consiHa K1ucnoTa B3aeMOZiloTb BiAMNOBIAHO OO Me-
TOAMKWN, aHanoriYHoi MeToauui ogepXXaHHSA CromnyKu,
BUKNagdeHol B npuknagi 3, wo gae 25Mr HasBaHol
cnonyku 3 Buxogom 93%.

'H AAMP (CD30D) 5,81 (1H, m), 5,0 (2H, m), 4,2-
4,4 (2H, m), 4,0-4,1 (4H, m), 3,8-3,9 (1H, m), 3,65-3,75
(2H, m), 2,9-3,0 (1H, m), 2,75-2,85 (1H, m), 2,10 (3H,
c)

Maca (vm/e) 373 (M+1)

MpurotyBanHa 30: CuHtes [1-(4-meTun-2-
okconinepuauH-1-inmetnn)-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpmnasonolf4,3-
a]nipa3uH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnoBoro egipy

85mr (0,22mmonb) [1-dopmin-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)-nponinj-1S-kap6amiHoBoi KMcnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
25, 39mr (0,22mmonb) rigpoxnopugy 5-amiHo-3-
METUITNEHTAHOBOI KUCMOTU MeTunosoro edipy (Bka-
3aHWI NPOAYKT OTPMMaHWUIN Y NpUroTyBaHHi 8) i 92mr
(0,44mmonb) TpuaueTokcuboprigpugy Hatpilo B3ae-
MOZi0Tb BIANOBIAHO OO METOAMKW, aHamnorivHin me-
TOoOWLi ofepXKaHHs CMNOMyKW, ONUCaHoi B MPUroTyBaH-
Hi 24, wo pae 46Mr HasBaHOI CrOSykU 3 BUXOAOM
43%.

'H AMP (CDCl3) § 5,9-6,0 (1H, ™), 4,8-5,1 (2H,
M), 3,9-4,3 (6H, m), 3,5-3,6 (1H, m), 3,3-3,5 (3H, m),
2,7-2,9 (1H, m), 2,3-2,6 (2H, m), 1,8-1,9 (2H, m), 1,4-
1,5 (1H, m), 1,39 (9H, c), 0,95 (3H, m)

Maca (m/e) 489 (M+1)
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Mpuknag 10: CwuHTe3 1-[2S-amiHo-4-okco-4-(3-
TpudTopmeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)-6yTnn]-4-meTunninepuanH-2-oHy

46mr [1-(4-meTun-2-okconinepugnH-1-inmetun)-3-
okco-3-(3-TpudpTopmeTun-5,6-gurigpo-8H-
[1,2,4]Tpna3zono[4,3-a]nipa3uH-7-in)-nponin]-1S-
kapbamiHOBOi  KMcroTu  TpeT-OyTunoBoro  edipy,
oTpumaHoro B npuroTyBaHHi 30 i cymiw eTunaue-
TaTt/consiHa K1ucnoTa B3aEMOZiloTb BiAMNoOBIAHO OO Me-
TOAMKW, aHanoriYHoi MeToauLi ofepXXaHHSA CromnyKu,
BUKNagdeHol B npuknagi 3, wo gae 29Mmr HasBaHol
cnonyku 3 Buxogom 79%.

'H SAMP (CD30D) § 4,9-5,1 (2H, m), 4,2-4,4 (2H,
M), 4,0-4,2 (2H, m), 3,8-3,9 (2H, m), 3,3-3,8 (3H, m),
2,8-3,0 (2H, m), 2,4 (1H, m), 1,8-2,0 (3H, m), 1,5-1,6
(1H, m), 1,0 (3H, m)

Maca (vm/e) 389 (M+1)

MpurotyBanHa 31: CwuHtes [1-(5,5-gudTop-2-
okconinepnauH-1-inmetunn)3-okco-3-(3-
TpudptopmeTnn-5,6-aurigpo-8H-[1,2,4]Tpmnasonol4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnoBoro edipy

85mr (0,22mmonb) [1-dopmin-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)-nponinj-1S-kap6amiHoBoi Kncnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
23, 44wmr (0,22mmonb) rigpoxnopuay 5-amiHo-4,4-
AN TOPNEHTAHOBOI KACMOTN MeTUNoBoro egipy (Bka-
3aHWI NPOAYKT OTPUMAHUIA y NPUroTyBaHHi 12) i 92mr
(0,44mmonb) TpuaueTokcuboprigpugy Hatpilo B3ae-
MOZil0Tb BiANOBIAHO OO0 METOAWMKW, aHamnoriyHol Me-
TOoOWLi ofepXKaHHs CMOMyKW, ONMCaHoi B MPUroTyBaH-
Hi 24, wo pae 25Mr HasBaHOi CroOsyku 3 BUXOAOM
23%.

'H AAMP (CDCl3) 5,8-5,9 (1H, M), 4,8-5,1 (2H, m),
4,1-4,3 (4H, m), 3,9-4,0 (1H, m), 3,6-3,8 (3H, m), 3,3-
3,5 (1H, m), 2,7-2,9 (1H, m), 2,5-2,6 (2H, m), 2,4 (1H,
T, J=7,0ly), 2,2-2,3 (2H,m), 1,40 (9H, c)

Maca (m/e) 511 (M+1)

Mpuknag 11: CwuHtes 1-[2S-amiHo-4-okco-4-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol[4,3-
a]nipasuH-7-in)-6yTnn]-5,5-gudpTopninepuanH-2-oHy

F ?H'{"
N
N

25mr [1-(5,5-audTOp-2-0KCOoNinepmuanH-1-
inmetun)-3-okco-3-(3-TpudpTopmeTnn-5,6-gurigpo-
8H-[1,2,4]tpnasono[4,3-alnipa3unH-7-in)-nponin]-1S-
kapbamiHOBOi  KMcroTM  TpeT-OyTunoBoro  eqipy,
OoTpuMaHoro B npuroTyBaHHi 31 i cymiw eTunaue-
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TaTt/consiHa K1ucnoTa B3aEMOZiloTb BiAMNOBIAHO OO Me-
TOAMKWN, aHanoriYHoi MeToauui ofepXXaHHSA CromnyKu,
BUKNageHol B npuknagi 3, wo gae 7,9Mr Ha3BaHoi
cnonyku 3 Buxogom 39%.

'H SAMP (CD30D) § 4,9-5,1 (2H, m), 4,2-4,4 (2H,
M), 4,0-4,2 (2H, m), 3,7-3,9 (2H, m), 3,6-3,7 (2H, m),
3,4-3,5 (1H, m), 2,8 (1H, 148, J=16, 5I'y), 2,6-2,7 (1H,
M), 2,5-2,6 (2H, m), 2,3-2,4 (2H, m)

Maca (vm/e) 411 (M+1)

MpurotyBaHHa 32: CwuHte3d [1-(5R-meTun-2-
okconinepuauH-1-inmetunn)3-okco-3-(3-
TpudTopmMeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnosoro edipy

80mr (0,20mmorb) [1-dopmin-3-okco-3-(3-
TpudptopmeTnn-5,6-aurigpo-8H-[1,2,4]Tpmnasonolf4,3-
a]nipasuH-7-in)-nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
23 i 37wmr (0,20mmonb) rigpoxnopugy (R)-5-amiHo-4-
METUITNEHTAHOBOI KUCMOTU MeTunosoro edipy (Bka-
3aHWI NPOAYKT OTPUMaHWUI Y NPUroTyBaHHi 7) i 87mr
(0,40mmonb) TpuaueTokcuboprigpugy HaTpilo B3ae-
MOZil0Tb BiANOBIAHO OO METOAWKW, aHamnoriyHoi Me-
TOoOWLi ofepKaHHs CMNOMyKW, ONUCaHOoi B MPUroTyBaH-
Hi 24, wo pae 33Mr HasBaHOi CrOSykU 3 BUXOAOM
33%.

'H AMP (CDCl3) § 5,9-6,0 (1H, ™), 4,8-5,1 (2H,
M), 3,8-4,3 (5H, m), 3,2-3,7 (3H, m), 2,9-3,1 (1H, m),
2,1-2,9 (4H, m), 1,7-2,0 (2H, m), 1,3-1,5 (1H, m), 1,40
(9H, c), 0,98 (3H, m)

Maca (m/e) 489 (M+1)

Mpuknag 12: CwuHTe3 1-[2S-amiHo-4-okco-4-(3-
TpudpTopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonof4,3-
a]nipasuH-7-in)-6yTnn]-5R-meTunninepunamnH-2-oHy
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33wmr [1-(5R-meTun-2-okconinepnauwt-1-inmeTtnn)-
3-okco-3-(3-TpudpTopmeTnn-5,6-gurigpo-8H-
[1,2,4]Tpuasonol4,3-a]nipasun-7-in)-nponin]-1S-
kapbamiHOBOi  KMcroTu  TpeT-OyTunoBoro  eqipy,
OTpUMaHoOro B MNpUroTyBaHHi 32 i cymiw eTunaue-
TaTt/consiHa K1crnoTa B3aeMOZiloTb BiAMNOBIAHO OO Me-
TOAMKWN, aHanoriYHol MeToauui ogepXXaHHSA Cromnyku,
BUKNageHoi B npuknagi 3, wo gae 15,3mr HasBaHoil
cnonyku 3 Buxogom 58%.

'H SAMP (CD30D) § 4,9-5,1 (2H, m), 4,2-4,4 (2H,
m), 4,0-4,2 (2H, m), 3,8-3,9 (1H, m), 3,7-3,8 (1H, m),
3,55-3,65 (1H, m), 3,3-3,4 (1H, m), 2,8-3,1 (3H, m),
2,3-2,4 (2H, m), 2,0-2,1 (1H, m), 1,8-1,9 (1H, m), 1,5-
1,6 (1H, m), 1,03 (3H, g, J=6I"L)

Maca (v/e) 389 (M+1)

MpurotyBaHHa 33: CuHTe3 [3-okco-1-(2-okco-4-
TpudpTopmeTunniponignH-1-inmetnn)3-(3-
TpudptopmeTnn-5,6-aurigpo-8H-[1,2,4]Tpmnasonol[4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnosoro egipy

80mr (0,20mmorb) [1-dopmin-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonolf4,3-
a]nipasuH-7-in)-nponinj-1S-kapbamiHoBoi Kncnotu
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TpeT-6yTMnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
23, 48wmr (0,20mMmonb) rigpoxnopugy 3-amiHOMeTwn-
4,4,4-TpnpTOpOYTAHOBOI KMCNOTU E€TUINOBOrO edipy
(BKa3aHM NpOAYKT OTPUMAHWIA Yy MPUroTyBaHHi 1) i
87mr (0,40mMonb) TpuaueTokcmboprigpugy HaTpito
B3aEMOAiI0Tb BigNOBIOHO A0 METOAMKW, aHanorivHoi
MeTOAMLI odepXXaHHS CMoMyKu, ONucaHoi B MPUroTy-
BaHHi 24, wo gae 4,6Mr Ha3BaHOI Crosyku 3 BUXOAOM
40%.

'H AMP (CDCl3) & 5,6-5,7 (1H, ™), 4,8-5,1 (2H,
M), 3,9-4,3 (5H, m), 3,3-3,8 (4H, m), 3,0-3,1 (1H, m),
2,4-2,9 (4H, m), 1,4 (9H, c)

Maca (vm/e) 529 (M+1)

Mpuknag 13: CwuHTes 1-[2S-amiHo-4-okco-4-(3-
TpudTopmMeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)-6yTnn]-4-TpucpTopmeTun-niponiguH-2-

OHYy
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18mr [3-okco-1-(2-okco-4-
TpudTopMeTUnniponigamH-1-inmetnn)-3-(3-
TpudTopmMeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)-nponin]-1S-kapbamiHoBoi Kncnotu
TpeT-6yTHnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
33 i cymiw eTunauertat/consiHa KMCnoTa B3aEMOLI0Tb
BiQNOBIAHO 0O METOAUKW, aHanoriYHoi MeToauui oae-
pXXaHHs CMomnyKuW, BUKMaZdeHo! B npuknagi 3, wWo aae
7Mr Ha3BaHoi cnomnyku 3 Buxogom 48%.

'H AAMP (CD30D) & 4,9-5,1 (2H, m), 4,2-4,4 (2H,
M), 4,0-4,2 (2H, m), 3,7-3,9 (2H, m), 3,5-3,7 (3H, m),
3,3-3,4 (1H, m), 2,8-3,0 (2H, m), 2,5-2,7 (2H, m)

Maca (v/e) 429 (M+1)

MpurotyBaHHa 34: CuHTe3 [3-okco-1-(2-okco-4-
TpudTopMmeTUnninepuaunH-1-inmetnn)3-(3-
TpudTopmeTnn-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnoBoro edipy

80mr (0,20mmorb) [1-dopmin-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpmnasonof4,3-
a]nipasuH-7-in)-nponinj-1S-kap6amiHoBoi Kncnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
23, 51mr (0,20mmonb) rigpoxnopugy 5-amiHo-3-
TPUPTOPMETUNNEHTAHOBOT KMCNOTN €TUNOBOro eqipy
(BKa3aHW NpOJYKT OTPUMaHWUA Yy NPUroTyBaHHi 11) i
87mr (0,40mMMonb) TpuaueTokcmboprigpugy HaTpito
B3aEMOZiI0Tb BigMOBIAHO OO0 METOAWMKW, aHarorivHin
METOAMLI OAepXaHHSA CrOoSyKW, OnNMcaHoi B MpUroTy-
BaHHi 24, o Aae 41Mr Ha3BaHOI CrOMyKU 3 BUXOAOM
37%.

'H AMP (CDCl3) § 5,7-6,0 (1H, ™), 4,8-5,1 (2H,
m), 3,8-4,3 (5H, m), 3,3-3,7 (4H, m), 2,7-2,9 (1H, m),
2,4-2,6 (3H, m), 2,3-2,4 (1H, m), 2,1 (1H, m), 1,8 (1H,
M), 1,4 (9H, c)

Maca (m/e) 543 (M+1)

Mpuknag 14: CwuHtes 1-[2S-amiHo-4-okco-4-(3-
TpudpTopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonolf4,3-
a]nipasuH-7-in)-6yTun]-4-TpucpTopmeTunninepnamH-2-
OHY
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41wmr [3-okco-1-(2-okco-4-
TpudTopMeTUnninepmanH-1-inmetun)-3-(3-
TpudTopmMeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)-nponin]-1S-kapbamiHoBoi Kncnotu
TpeT-6yTMnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
34 i cymiw eTunaverat/consiHa KACNoTa B3aEMOLI0Tb
BiQNOBIAHO 4O METOAWKKW, aHanoriYHoi MeToauui oae-
pXXaHHS CMoMnyKuW, BUKNadeHo! B npuknagi 3, wWo aae
28,3Mr Ha3BaHoi cnonyku 3 Buxogom 85%.

'H SAMP (CD30D) § 4,9-5,1 (2H, m), 4,2-4,4 (2H,
m), 4,0-4,2 (2H, m), 3,7-3,9 (2H, m), 3,4-3,7 (3H, m),
2,8-3,1 (3H, m), 2,5-2,7 (1H, m), 2,3-2,5 (1H, m), 2,1-
2,2 (1H, m), 1,8-2,0 (1H, m), 1,3 (1H, m)

Maca (v/e) 443 (M+1)

MpurotyBaHHa 35: CuHTe3 [3-okco-1-(2-okco-5-
TpudpTopmeTunninepnamH-1-inmetnn)3-(3-
TpudptopmeTnn-5,6-aurigpo-8H-[1,2,4]Tpmnasonol4,3-
a]nipasuH-7-in)nponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnoBoro egipy

286mr  (0,73mmonb)  [1-cbopmin-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpmnasonol4,3-
a]nipasuH-7-in)-nponinj-1S-kap6amiHoBoi Kncnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
23, 172wr (0,73mMmornb) rigpoxnopugy 4-amiHomeTun-
5,5,5-TpudTopneHTaHoBOI KNCMNOTU METUINOBOTO edi-
py (BKasaHu NpoaykT OTPUMaHUIA y NPUroTyBaHHI 9) i
310mr (1,46mmonb) TpuaueTokcuboprigpuagy HaTtpito
B3aEMOZiI0Tb BigMNOBIOHO OO0 METOAMKMK, aHaroridHoi
METOAMLI OfepXXaHHS CrOoMyKW, OnMcaHoi B MpUroTy-
BaHHi 24, wo gae 260Mr Ha3BaHOI Cronykx 3 BUXO40M
37%.

'H AMP (CDCl3) § 5,7-6,0 (1H, ™), 4,8-5,1 (2H,
M), 4,1-4,3 (4H, m), 3,7-4,0 (2H, m), 3,3-3,7 (3H, m),
2,2-2,9 (5H, m), 2,0-2,1 (1H, m), 1,8-1,9 (1H, m), 1,39
(9H, c)

Maca (m/e) 543 (M+1)

Mpuknag 15: CwuHte3 1-[2S-amiHo-4-okco-4-(3-
TpudpTopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)-6yTnn]-5-TpucpTopmeTunninepnamH-2-
OHY
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260mr [3-okco-1-(2-okco-5-
TpudTopMeTunninepmuanH-1-inmetun)-3-(3-
TpudTopmeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)-nponin]-1S-kapbamiHoBoi KncnoTu
TpeT-6yTMnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
35 i cymiw eTunauertat/consiHa KMCnoTa B3aEMOLI0Tb
BiQNOBIAHO 4O METOAWKW, aHanoriYHoi MeToauui oae-
pXXaHHs CMoMyKW, BUKMaAeHo! B npuknagi 3, wWo aae
15Mr HasBaHoi cnomnykm 3 Buxogom 7%.
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'H SAMP (CD30OD) & 4,9-5,1 (2H, m), 4,2-4,4 (2H,
M), 4,0-4,2 (2H, m), 3,8-3,9 (2H, m), 3,4-3,8 (3H, ™),
2,8-3,0 (3H, m), 2,4-2,5 (2H, m), 2,0-2,1 (1H, m), 1,8-
2,0 (1H, m)

Maca (v/e) 443 (M+1)

MpurotyBanHa 36: CwuHTe3d [1-(2-meTun-5-okco-
MopdoniH-4-inmeTnn)3-okco-3-(3-TpudTopmeTun-
5,6-gurigpo-8H-[1,2,4]Tpmnasono[4,3-a]nipa3unH-7-
in)nponin]-1S-kap6amiHoBoi KMcnoTu TpeT-
6yTunosoro egipy

140mr  (0,36mmonb)  [1-dpopmin-3-okco-3-(3-
TpudTopmMeTun-5,6-aurigpo-8H-[1,2,4]tpnasonol4,3-
a]nipasuH-7-in)-nponinj-1S-kapbamiHoBoi KMcnoTu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
23, 71mr (0,36mmonb) rigpoxnopugy (2-amiHo-1-
METUIETOKCI)-OLTOBOI  KUCIOTM  €TUNIOBOro  eqipy
(BKa3aHM NpogyKT OTpUMaHui y npurotyBaHHi 10) i
151mr (0,72mMmonb) TpuaueTokcuboprigpua HaTpito
B3aEMOAiOTb BigNOBIOHO A0 METOAMKMW, aHaroridHoi
METOAMLi OAepXXaHHS CrOoSyKW, OnncaHoi B MpUroTy-
BaHHi 24, Wo Aae 78Mr Ha3BaHOI CrOMyKN 3 BUXOAOM
44%.

'H AMP (CDCl3) § 5,8-6,0 (1H, ™), 4,8-5,1 (2H,
M), 3,9-4,3 (7H, m), 3,7-3,9 (1H, m), 3,5-3,7 (1H, m),
3,1-3,5 (3H, m), 2,5-2,9 (2H, m), 1,33 (9H, c), 1,19
(3H, ywwmp. c)

Maca (m/e) 491 (M+1)

Mpuknag 16: CwuHTe3 4-[2S-amiHo-4-okco-4-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpnasonol4,3-
a]nipasuH-7-in)-6yTun]-6-meTnnMopdoniH-3-oHy
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78mr  [1-(2-meTun-5-okco-mopdoniH-4-inmeTnn)-
3-okco-3-(3-TpudpTopmeTnn-5,6-gurigpo-8H-
[1,2,4]tpnaszono[4,3-a]nipa3vH-7-in)-nponinj-1S-
kapbamiHOBOi  kMcroTu  TpeT-OyTunoBoro  eqipy,
OTpMMaHoro B npurotyeBaHHi 36 i cymil eTunaue-
TaTt/consiHa K1cnoTa B3aEMOZiloTb BiAMNoOBiAHO OO Me-
TOAMKW, aHanoriYHoi MeToauui ofepXXaHHSA CromnyKu,
BUKNageHol B npuknagi 3, wo gae 25,7Mr Ha3BaHoi
cnonyku 3 Buxogom 45%.

'H SAMP (CD30D) & 4,9-5,1 (2H, m), 4,2-4,4 (2H,
™), 4,1-4,2 (2H, m), 3,8-4,1 (4H, m), 3,68 (1H, m), 3,2-
3,5 (3H, m), 2,8-3,1 (2H, m), 1,24 (3H, g, J=6,5I'y)

Maca (vm/e) 391 (M+1)

MpuroTtyBaHHA 37: CuHTes [1-(TpeT-
oyTungumeTtuncunatinokcumetvn)-3-(3,4-gurigpo-
1H-i3oxiHoniH-2-in)-3-okconponin-1S-kapbamiHoBoi
KMCNOTU TPeT-0yTunosoro edipy

100mr 3S-TpeT-0yTOKCHMKapbokcunamiHo-4-(TpeT-
OyTuUnouMeTUNCUNaHinokcun)-byTaHoBoi KncnoTu,
oTpumaHoi B npuroTyBaHHi 22(1) i 110 1 3,4-gurigpo-
1H-i3oxiHoniHy B3aemogitoTb BiAMOBIAHO A0 MeToau-
KW, aHanoriyHol MeToauui ofepXaHHS Cnoryku, onu-
CaHol B NpuroTyBaHHi 22-(2), wo gae 34Mr HasBaHoi
cnonyku 3 Buxogom 87%.

'H AMP (CDCl3) § 7,1-7,3 (4H, m), 5,5-5,6 (1H,
m), 4,7-4,8 (2H, m), 4,0-4,1 (1H, m), 3,6-3,9 (4H, m),
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2,8-3,0 (3H, m), 2,6-2,7 (1H, m), 1,47 (9H, c), 0,92
(9H, c), 0,19 (3H, c), 0,14 (3H, c)

Maca (m/e) 449 (M+1)

MpurotyBanHa 38: CuHte3 [3-(3,4-purigpo-1H-
i3oxiHoniH-2-in)-1-cbopmin-3-okconponin]-1S-
kapbamiHOBOI KMCNOTU TPET-0yTUINOBOro eqdipy

(1) Cunres [3-(3,4-gurigpo-1H-i3oxiHoniH-2-in)-1-
rigpokcumeTun-3-okconponin]-1S-kapbamiHoBoi  Kuc-
notu TpeT-6yTnnoeoro edipy

250mMr [3-(3,4-gurigpo-1H-izoxiHoniH-2-in)-1-
rigpokcumeTnn-3-okconponin]-1S-kapbamiHoBoi  Kuc-
noTn TpeT-6yTnnoBoro edipy, 0OAepPXyTe 3 BUXOAOM
96% BignNoOBIAHO OO METOAMKW, aHaroriYHoi MeToauui
OflePXXaHHSA Cronyky, onucaHol B MPUroTyBaHHi 23-
(1), BMKOPUCTOBYOUU 349mr [1-(TperT-
6yTnnaumeTuncunaHinokcumetnn)-3-(3,4-gurigpo-
1H-i3oxiHoniH-2-in)-3-okconponin]-1S-kapb6amiHoBoi
KMCIoTK TpeT-0yTnnosoro eqgipy, OTPUMaHoro B npu-
rotysaHHi 37.

'H AMP (CDCl3) § 7,1-7,2 (4H, m), 5,5-5,6 (1H,
m), 4,6-4,8 (2H, m), 3,7-4,0 (5H, m), 3,3-3,4 (2H, m),
2,7-3,0 (2H, m), 1,41 (9H, c), 0,90 (9H, c), 0,10 (6H, c)

Maca (v/e) 357 (M+Na)

(2) Cuntes [3-(3,4-gurigpo-1H-izoxiHoniH-2-in)]-
dopwmin-3-okconponin]-1S-kap6amiHoBoi Kncnotu
TpeT-6yTnnosoro edipy

250mr [3-(3,4-gurigpo-1H-izoxiHoniH-2-in)-1-
rigpokcumeTun-3-okconponin]-1S-kapbamiHoBoi  Kuc-
notn TpeT-0yTunosoro edipy (MPOAYKT, OTPUMaHWUIA
Ha cTagii 1). oTpMMaHoro BigNOBIAHO A0 METOOUKM,
aHanoriyHol MeToauLi ofgepXXaHHS CrOoryKn, OnNncaHol
B npurotyBaHHi 23-(2) i 10mn pearenty [ecc-
MapTuHa (~0,3M) B3aemogiioTb BiAMOBIAHO OO METO-
OWKW, aHanoriyHol MeToauLi OdepXXaHHsi ChOonykw,
BUKnageHol B npuknagi 3, wo gae 180mMr HasBaHoi
CNonyku 3 BUxogom 72%.

'H AMP (CDCl3) § 9,72 (1H, ¢), 7,1-7,2 (4H, m),
5,97 (1H, m), 4,3-4,8 (4H, m), 3,6-3,8 (2H, m), 2,8-3,0
(2H, m), 1,45 (9H, c)

Maca (m/e) 333 (M+1)

MpurotyBanHa 39: CwuHtes [3-(3,4-gurigpo-1H-
i3oxiHoniH-2-in)-3-okco-1-(2-okconinepnamt-1-
inmeTnn)-nponin]-1S-kap6amiHOBOI  KMCNOTU  TpeT-
6yTunosoro edipy

60wmr (0,18mmonb) [3-(3,4-aurigpo-1H-isoxiHoniH-
2-in)-1-cbopmin-3-okconponin]-1S-kap6amiHOBOi  KuUC-
notn TpeT-6yTnnosoro edipy, OTpUMaHOro B MpUro-
TyBaHHi 30 i rigpoxnopmnay 5-aMiHONEHTaHOBOI KUCIO-
™ wMeTunosBoro edipy Ta 77mr (0,36MMonb)
TpuavueTokcuboprigpuay HaTtpito B3aemogitoTb Bigno-
BiAHO OO METOAMKM, aHamnoriyHOi MeToauli ogepaH-
HS CMOMyKW, ONUCaHOI B NPUroTyBaHHi 24, 1o aae 9mr
Ha3BaHoi cnonyku 3 Buxogom 12%.

Maca (m/e) 416 (M+1)

Mpuknag 17: CuHTes 1-[2S-amiHo-4-(3,4-aurigpo-
1H-i30xiHONiH-2-in)-4-0kcoByTUN]-NiNepUANH-2-0HY

T

omr [3-(3,4-gurigpo-1H-i3oxiHoniH-2-in)-3-okco-1-
(2-okconinepnanH-1-inmetun)-nponin]-1S-
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kapbamiHoBOi  kKMcroTu  TpeT-O6yTunoBoro  edipy,
oTpuMaHoro B npuroTyBaHHi 39 i cymiw eTunaue-
TaTt/consiHa K1crnoTa B3aeMOZiloTb BiAMNOBIAHO OO Me-
TOAMKW, aHarnoriYyHoi MeToauui ofepXXaHHSA CromnyKu,
BUKNagdeHol B npuknagi 3, wo gae 4,4Mr HasBaHol
cnonyku 3 Buxogom 64%.

'H AAMP (CD30D) & 7,1-7,2 (4H, m), 4,67 (2H, A,
J=13lu), 3,6-3,8 (4H, m), 3,3-3,5 (3H, m), 2,8-3,0 (3H,
M), 2,6-2,7 (1H, m), 2,3-2,4 (2H, m), 1,7-1,9 (4H, m)

Maca (vm/e) 316 (M+1)

MpurotyBanHa 40: CwHte3 [3-(3,4-purigpo-1H-
i30XxiHONiH-2-in)-1-(4-meTun-2-okconiponiaunH-1-
inmeTunn)-3-okconponin]-1S-kap6amiHOBOi  KMCNOTK
TpeT-0yTnnosoro edipy

59mr (0,18mmonb) [3-(3,4-avrigpo-1H-izoxiHoniH-
2-in)-1-dpopmin-3-okconponin]-1S-kapbamiHoBOi  Kuc-
noTun TpeT-0yTunosoro edipy, OTPUMaHOrO B MPUro-
TyBaHHi 38, 30mr (0,18mmonb) 4-amiHo-3-meTun Oy-
TaHOBOI KMCMOTM MeTunoBoro edipy Ta 77mr
(0,36mMmonb) TpuaueTokcuMboprigpugy Hatpilo B3ae-
MOi0Tb BiANOBIAHO OO0 METOAWMKW, aHamnoriyHoi Me-
TOoOWLi odepXKaHHsI COMyKW, ONUCaHoi B MPUroTyBaH-
Hi 24, wo pae 20Mr Ha3BaHOi CrOSykU 3 BUXOAOM
27%.

Maca (vm/e) 416 (M+1)

Mpwuknag 18: CuHTes 1-[2S-amiHo-4-(3,4-gurigpo-
1H-i30xiHoNiH-2-in)-4-0kcobyTUN]-4-MeTUNNiponignH-
2-0HYy

%m@/
O

20mr [3-(3,4-gurigpo-1H-isoxiHoniH-2-in)-1-(4-
MeTun-2-okconiponiguH-1-inmetun)-3-okconponin]-
1S-kapbamiHoBOI KMcnotu TpeT-OyTunosoro edipy,
oTpumaHoro B npuroTyBaHHi 40 i cymiw eTunaue-
TaTt/consiHa K1crnoTa B3aEMOZiloTb BiAMNOBIAHO OO Me-
TOAMKW, aHanoriYHoi MeToauui ofepXXaHHSA CromnyKu,
BUKNageHol B npuknagi 3, wo gae 11Mmr HasBaHoi
cnonyku 3 Buxogom 72%.

'H AAMP (CD30D) & 7,1-7,2 (4H, m), 4,67 (2H, A,
J=13lu), 3,6-3,8 (4H, m), 3,5 (1H, g, J=6IU), 3,3-3,4
(1H, m), 3,0-3,2 (1H, m), 2,8-3,0 (3H, m), 2,6-2,8 (1H,
M), 2,4-2,6 (2H, m), 2,0-2,1 (1H, m), 1,1 (3H, m)

Maca(m/e)316(M+1)

MpuroTtyBaHHA 41: CuHTes 3S-TpeT-
6yTOoKCMKapbOHinamiHo-4-okcobyTaHOBOT KNcnoTu
TpeT-0yTnnosoro edipy

0,69mn  (9,72mmonb)  AumeTuncynbdokeuay,

pPO3UnHATL B 20MN XITOPUCTOrO METUNEHY, i OXOro-
OXyloTb A0 TemnepaTypu -78°C CyMmillLIO Cyxoro
Nboay B aLeToHi, NoTiM B OTPUMaHUA PO34YNH MOBIfb-
Ho popatTb 0,42mn (4,81MMonb) okcaninxnopuay.
Yepes 20 xBUNWH, OO paHille YTBOPEHOrO PO34MHY
noBiNbHO AoAatoTb Npu Tik camint TemnepaTypi NpoTs-
roMm 5 XBWMMH PO34uMH, B sikoMy 666Mr (2,42MMmorb)
3S-TpeT-0yTOKCHKap6OHiNaMiHo-4-rigpoKcu-

OyTaHOBOI KMCMOTWN TPET-OYTUNOBOro eqdipy CUHTE30-
BaHuUN 3 Boc-L-Asp(O-tBu)-OH 3a gonomoroto meTo-
avkn 3 nocunanHsa J. Med. Chem. 1999, 42, 3557-
3571, po3unHaAlTL B 9Mn amxrnopmMeTaHy. [licns ne-
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pemilwlyBaHHA Npu Tii camin TemnepaTtypi NpOTAroMm
20 XBUNUWH, pPO34uH, B sikomy 2,0Mn TpueTunamiHy
(11,7MMONb) pO34MHSIOTL B S5MI guxrnopMeTtaHy, no
Kpannsix gogarTb 4O peakuiiHoro po3yvHy nNpoTArom
5 xBunuH. lMicnsa uboro TemnepaTtypy NOCTYnoBO Nia-
BULWYIOTb A0 -70°C, i peakuinHniA po3dmH po3basns-
I0Tb AieTMrnoBuM edipoM i NoTiM NPOMMBaIOTbL OOUH
pa3 BogHuM po3uuHom 0,5H KHSO., Bogoto Ta Boa-
HuM posunHom NaCl, BignosigHo. OpraHiuyHuin Lwap
cywatb Hag 6e3BogHMM cynbcaTom MarHito, i Bigdi-
NbTPOBYIOTb, NMOTIM KOHLEHTPYIOTh, WO A€ Ha3BaHy
cnonyky. Cnonyky BWKOPUCTOBYIOTb Ha HACTYMHIN
cTapii 6e3 4oAaTKOBOrO O4MLLIEHHS.

'H AMP (CDCl3) § 9,65 (1H, c), 5,65 (1H, ywwp.
c), 4,54 (1H, ywwup. c), 2,92-2,72 (2H, m), 1,52-1,44

(18H, m)
Maca (vm/e) 274 (M+1)
MpuroTyBaHHs 42: CuHTes 3S-TpeT-

OyTokcukapboHinamiHo-4-(2-okconinepuamwn-1-in)-
OyTaHOBOI K1CMOTW TPET-0YTUIOBOrO eqdipy

Po3unH, oTpvMaHun npu  Po3dUHEHHi S576Mmr
(3,44mr) rigpoxnopugy 5-aMiHONEHTaHOBOI KWUCNOTU
MeTunoBoro edipy B SMn 1,2-amxnopeTtaHy, foaarTb
npu KiMHaTHIN TemnepaTtypi 4O PO34MHYy, OTPUMAHOrO
npu PO3YMHEHHI 1,80r 3S-Tper-
OyTokcrKkapboHinamiHo-4-okcobyTaHOBOT KucrnoTm
TpeT-6yTnnoBoro edipy (BkasaHui NpoaykT oTpuma-
HWA y npurotyBaHHi 41) B 50mMn 1,2-guxnopetaHy.
Micna nepemiwyBaHHA MNpu KiIMHATHIW Temnepatypi
nNpoTArom 15 XBUMNWH A0 paHille YTBOPEHOro PO34MHY
pogatoTe 1,461 (6,88mMmonb) TpuaueTokemboprigpuay
HaTpito. icna nepemillyBaHHA NpU KiMHaTHIN Temne-
paTypi NpoTArom 5 roavH, OTPMMaHui po3ynH po3sba-
BMNSAIOTb XIOPUCTUM METUNEHOM i NOTIM MOCHIAOBHO
NPoMMBaloTb 1H BOAHVWM PO3YMHOM COSMSIHOI KUCNOTH
Ta poscornom. OTpMMaHuiA y TakuiA cnocié opraHiyHui
wap cywaTb Hag 6e3BogHUM cyrnbcaTtoM MarHito, i
PO3YMHHUK BiAraHsTb MPU 3HWKEHOMY TWUCKY, MOTIM
3anuLIoK, Lo OAepXYKTb MiCNsA KOHUeHTpauil npu
3HKEHOMY TUCKY, OYMLLYIOTb XpomaTorpadpieto Ha
KOMoHLUi, Wo gae 568mr Ha3BaHOI CNOMyKu i3 3aranb-
HUM BUXOAOM 46%.

'H AMP (CDCl3) & 5,34-5,29 (1H, m), 4,17 (1H,
ywwup. c), 3,92-3,84 (1H, m), 3,51-3,46 (1H, m), 3,27-
3,23 (1H, wm), 3,10-3,05 (1H, m), 2,56-2,51 (1H, m),
2,41-2,31 (3H, m), 1,82-1,75 (4H, m), 1,45 (9H, c)

Maca (vm/e) 357 (M+1)

MpurotyBaHHA 43: CuHTes 3S-Tper-
OyTokcrkapboHinamiHo-4-(2-okconinepuamn-1-in)-
OyTaHOBOI KMCIOTH

(1) CuHTtes 3S-amiHo-4-(2-okconinepuauH-1-in)-
OyTaHOBOI KMCIOTH

214wmr (0,60mMmonb) TpeT-0yTOKCMKapOOHinamiHo-
4-(2-okconinepuanH-1-in)-6yTaHoBOI  KMCNOTM  TpPEeT-
6yTunosoro edipy, OTPMMaHOrO B MPUrOTYBaHHiI 42,
PO34YUHATb B 2mn PO34UnHU Xropme-
TaH/TpudpTopouToBa kucnota (1/1), a noTim nepemi-
WYTb MpU KIMHATHIA TemnepaTtypi npoTtsarom 18 ro-
OWH.  Hagnuwok TpugTopouTOBOi  KUCMOTU Ta
OVXIOpMEeTaHy BUAANSTb MPU 3HWKEHOMY TWUCKY,
wob ogepxatn 280Mr HasBaHoi cnonyku. Cnomnyky
BMKOPUCTOBYIOTb Ha HACTYMHil cTagii 6e3 gjoaaTkoBo-
O OYULLIEHHS.

'H SAMP (CD30OD) & 4,00-3,77 (2H, ™), 3,48-3,38
(3H, m), 2,80-2,70 (2H, c), 2,43-2,40 (2H, m), 1,89-
1,82 (4H, m)
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Maca (m/e) 200 (M+1)

(2) CuHTes 3S-TpeT-6yTOKCHKapboHiNnamiHo-4-(2-
okconinepuauH-1-in)-6yTaHoBoi kKMcNoTu

280mMr 3S-amiHo-4-(2-okconinepngnH-1-in)-
6GyTaHOBOI KMCNOTU, OTPMMAHOI Y BKa3aHi BULLe CTa-
aii (1), posunHsAloTs B 10Mn po3unHHuKa Boga/1,4-
giokcaH (1/1), 3 HacTymHuM popaBaHHAM  144mr
(0,66mmonb) anTpeT-6yTUnaukapboHaty. o paHiwe
YTBOPEHOro po3yvHy popatTs 2,3mn 1H BOAHOrO
PO3UMHY rigpoKcuay HaTpito i NOTIM NepemiLlyoTb npu
KiMHaTHIN Temnepatypi npoTtsaroMm 18 roanH. Peakuin-
HUA PO34UH PO36aBMsATL AUXIIOPMETAHOM, i OpraHi-
YHUIA Wap NPOMMBaIOTb OAMH pa3 1H BOAHWMM po3uu-
HOM COMSIHOI KMCMOTM Ta BogHuMM po3dmHoMm NacCl,
BiQMNOBIQHO, NOTIM cywaTte Hag 6e3BogHMM cynbda-
TOM MarHito, 3 HaCTYMHUM QINbTPYBAHHAM i KOHLIEHT-
pauieto npu 3HWKeHoMy Tucky. OTpumaHy Cnomyky
BUAINAOTb | NOTIM 3anMLIOK OYULLYIOTL XpomaTorpa-
chieto Ha komnoHuj, wo gae 110Mr Ha3BaHOi cnonykn 3
Buxoaom 61%.

'H-AMP (CD;0D) & 4,28-4,25 (1H, m), 3,67-3,58
(1H, m), 3,54-3,49 (1H, m), 3,40-3,32 (3H, ™), 2,59-
2,47 (2H, m), 2,37-2,30 (2H, m), 1,83-1,81 (4H, m),
1,44 (9H, c).

Maca (m/e) 301 (M+1)

MpurotyBaHHA 44: CuHTe3 3-TpudTopmeTuUs-
4,5,6,7-TeTparigpo-isookcason[3,4-d]nipnanHy

365mr (1,24mmonb) TpeT-0yTnn-3-okco-4-
(TpucbTopaueTun)-ninepmauH-1-kapbokcunarty,  sSiKui
OTPUMaHWI 3a JONOMOro0 METOAUKMN 3@ MOCUSaHHSM
WO 04/064778, po36aBnsitoTe 7M1 OLTOBOI KMCMOTH,
noTiM [0 paHille YTBOPEHOro poO34uHy JAoJarTb
107mr (1,53mMMorb) rigpokcunamiHy, 3 HacTynHUM
HarpiBaHHAM MNpu TemnepaTypi KUMiHHA 3i 3BOPOTHUM
xonoaunesHukoM. llicna HarpiBaHHA npu TemnepaTypi
KMNiHHA 3i 3BOPOTHUM XOMOAMITBHUKOM MPOTAroM 6
roauvH, peakuiiHUin po34nMH OXOMNOMKYOTb A0 KiMHaT-
HOI TemnepaTtypw, i BU4ansATb OLTOBY KUCMNOTY npu
3HWKEHOMY Tucky. OTpumaHy cnomyky BWAINsATb i
noTiM 3anuLLIOK OYULLYOTL nNpenapaTueHoto TLUX, wo
aae 45 mr HaseaHoi cnonyku 3 Buxogom 19%.

'H AMP (CDCl3) & 4,05 (1H, c), 3,04-3,02 (2H,
M), 2,70-2,69 (2H, m)

Maca (vm/e) 193 (M+1)

MpurotyBaHHa  45:  CwuHTed  [3-okco-1-(2-
okconinepuauH-1-inmetun)-3-(3-tpudtopmeTnn-4,5-
Avrigpo-7H-izookcazono[3,4-c]nipuanH-6-in)-nponin]-
1S-kap6amMiHoBOI kncnotu TpeT-6yTrnosoro edipy

11,8mr (0,087mmonb) 1-rigpokcnbeHsoTpuaszony
Ta 166mr (0,087mmonb) EDC no kpannsix gogatoTb
NnocrigoBHO MpU KiIMHaTHIN TemnepaTypi 40 PO34nHY,
OTpMMaHoro npu poaynHeHHi 20mr (0,067 mmonk) 3S-
TpeT-6yToKcUKkapOoHinamiHo-4-(2-okconinepnanH-1-
in)-0yTaHOBOI KMCMOTW, OTPMMaHOI B MNPUrOTYBaHHI
42, B 10mn gumetundopmamigy. llicna nepemiwy-
BaHHA NpoTarom 10 XBUNWH, 0O peakuiiHOro Po34nHy
no Kpannsax AoAalTb PO34MH, OTPUMaHUIA NpU po3yun-
HeHHi 14mr (0,073mmonb) 3-TpudptopmeTnn-4,5,6,7-
TeTparigpo-isookcason[3,4,clnipuanHy, oTpUMaHoro B
npurotyeaHHi 44, B 3mn gumetundopmMamigy. Micna
nepeMillyBaHHa npy KiMHaTHIM Temnepatypi nNpoTs-
rom 10 XBUNWH OO paHille YyTBOPEHOro po3ynHy Ao-
patote 0,035mn (0,20mMmonb) giizonponineTunaminy.
Micna nepemiwyBaHHA MNpu KiMHATHIW Temnepatypi
NpoTSrom we 12 roguH, peakuiiHin po34uH po3bas-
NaTb eTunadeTaToM, i NPOMMBalOTL NOCMIZOBHO 1H
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BOOHMM PO34MHOM COISIHOI KUCMOTW Ta BOOAHUM pO3-
ynHom NaCl, noTiM opraHiyHui Wwap cywaTtb Hag 6es-
BOAHMM cCynbdaToM MarHito Ta BigginbTPOBYOTb.
BiadinbTpoBaHU PO34YUH BiAraHsAOTb NPU 3HUXKEHO-
My TUCKY, MOTIM 3anuWoOK BUAINATb | OYULLYIOTH
npenapatusHoto TLUX, wo aae 23mr Ha3BaHoI crnony-
Kn 3 Buxoaom 73%.

'H AMP (CDCl3) & 5,87-5,86 (1H, m), 4,86 (1H,
ywwmp. c), 4,76-4,70 (1H, m), 4,14 (1H, ywwup. c), 3,81
(1H, ywwp. c), 3,70-3,64 (2H, wm), 3,44-3,30 (3H, ™),
2,85-2,77 (2H, m), 2,50-2,45 (1H, m), 2,33-2,32 (2H,
m), 1,83 (1H, ywwup. c), 1,77-1,75 (4H, m), 1,39 (9H,c).

Maca (vm/e) 475 (M+1)

MpurotyBanHss  46:  CwuHTe3  [3-okco-1-(2-
okconinepuauH-1-inmetnn)3-(3-TpudpTopmeTun-
1,4,5,7-Tetparigponipasono[3,4-c]nipuanH-6-
in)nponin]-1S-kap6amiHoBoi KUCroTn TpeT-
6yTunosoro edipy

25Mr HasBaHOI CMONyku OAEpXYHTb 3 BUMXOLOM
93% BignNoBiAHO 4O METOOUKW, aHanoriYHOI MeToauui
OlepXXaHHs Croryku, onucaHoi B NpUroTyBaHHi 45, 3a
BMHATKOM  TOro, O  BMKOPUCTOBYIOTb  14mr
(0,062mmonb)  rigpoxnopugy  3-(TpudbTopmeTunn)-
4,5,6,7-tetparigpo-1H-nipa3ono[3,4-clnipnanHy,
OTPUMAaHOro 3a AOMOMOrol METOAMKU 3a MocwnaH-
Ham WO 04/064778 i 17mr (0,057mMmonb) 3S-rpeT-
OyTokcrkapboHinamiHo-4-(2-okconinepuamnn-1-in)-
ByTaHOBOI KNCIOTW, OTPUMAHOI B NPUrOTyBaHHi 43.

'H AMP (CDCl3) & 5,99-5,90 (1H, m), 4,82-4,64
(2H, m), 4,30-20 (1H, m), 3,90-3,84 (1H, m), 3,68-3,66
(1H, m), 3,64-3,31 (5H, m), 2,96-2,71 (3H, m), 2,66-
2,56 (1H, m), 2,41-2,37 (2H, m), 1,93 (1H, ywwup. c),
1,79 (2H, ywwp. c), 1,39 (9H, m)

Maca (v/e) 474 (M+1)

Mpuknag 19: CwuHTed 1-[2S-amiHo-4-oKco-4-(3-
TpucpTopmeTun-4,5-aurigpo-7H-isokcasono[3,4-
c]nipuamH-6-in)6yTnn]-ninepuanH-2-oHy

Y

9,9Mr HasBaHOI CNOMyKX oOepXylTb 3 BUXOOOM
50% BignoBiaHO 4O METOAWMKM, aHanoriYHoi MeToauui
oflepXKaHHs1 Cronyku, BuknageHoi B npuknagi 3, 3a
BMHSATKOM  TOrO, L0 BWKOPUCTOBYIOTb 23  Mr
(0,048mmonb) [3-okco-1-(2-okconinepnamnH-1-
inmetun)-3-(3-tpudtopmetun-4,5-gurigpo-7H-
i3ookca3ono[3,4-c]nipuanH-6-in)-nponin)-1S-
kapbamiHOBOi  KMcroTu  TpeT-OyTunoBoro  eqipy,
OTPVIMaHOro B NPUroTyBaHHi 45.

'H AAMP (CD30D) § 5,45-5,47 (1H, m), 3,86-3,68
(3H, m), 3,45-3,28 (4H, m), 2,90-2,68 (4H, m), 2,37-
2,34 (2H, m), 1,89-1,78 (5H, m).

Maca (m/e) 375 (M+1)

Mpuknag 20: CwuHTe3 1-[2S-amiHo-4-okco-4-(3-
TpudpTopmetun-1,4,5,7-tetparigponipasono|[3,4-
c]nipuanH-6-in]-6yTun]-ninepuanH-2-oHy



8,9Mr Ha3BaHoOI Cnomnykn ogepxylTb 3 BUXOOOM
41% BiANOBIOHO OO METOAMKWU, aHanoriYHoi MeToauLi
oflepXKaHHs1 Cronyku, BuUKnageHoi B npuknagi 3, 3a
BMHSATKOM  TOMO, WO  BWKOPUCTOBYIOTb  25Mr
(0,053mmonb) [3-okco-1-(2-okconinepnamnH-1-
inmetun)-3-(3-tpucdtopmetun-1,4,5,7-
TeTparigponipa3ono[3,4-c]nipuanH-6-in)-nponin]-1S-
kapbamiHOBOi  KMcroTM  TpeT-OyTunoBoro  eqipy,
OTPVMMaHOro B NPUroTyBaHHi 46.

'H SAMP (CD30D) § 4,84-4,73 (1H, m), 4,12-3,73
(3H, m), 3,54-3,37 (4H, m), 2,30-2,70 (4H, m), 2,46-
2,34 (2H, m), 1,94-1,80 (5H, m)

Maca (vm/e) 374 (M+1)

MpurotyBaHHsA 47: CuHTe3 TpeT-0yTun-3-okco-4-
(TpucpTopaveTun)ninepuanH-1-kapookcunaTy

5,0r (25mmonb) TpeT-6yTun-3-okconinepuanH-1-
KkapbokcunaTty, po34uHATbL Y AMMETOKCieTaHi, 1
OTPUMAaHWIA PO34YMH OXONOMKYOTE A0 TemnepaTtypw -
78°C, notim no kpannax gogatTs 30mn (30Mmorb)
rekcametungucunasany nitito (LHMDS, 1M y TI®) i
nepemilyTb NPOTAroM NPUGNN3HO roAWHU, 3 HacTy-
NHUM JogasBaHHaM no kpamnsax 3,9vn (33mmornb)
etTunTpudTopaueTtary. licna nepemiwlyBaHHA NpoTH-
rom roguHn, 6aHio 3 aueToHy i3 CyxvMM fbOAOM BuAa-
NSATb | NOTIM NEpPeMiLLyoTb NPOTAroM NpUGNN3HO 2
roguH i 30 xBUNWH 3 HarpiBaHHAM peakuinHOro pos-
YMHY 00 KiMHaTHOI TemnepaTypu. [MoTiM peakuinHun
PO34MH NPOMUBAIOTb HAaCUYEHVM BOAHWM PO34MHOM
XMOpMAY aMOHIil0, eKcTparyBaHHS MPOBOAATb Tpwui
etunauetatom. OpraHiyHun wap cywatb Hag 6e3Bo-
OHUM cynbdaToM MarHito, i PO3YMHHUK BiAraHslOTb
Npu 3HWKEHOMY TWUCKY, MOTIM 3aMnuLIOK OYMLLYIOTb
xpomaTorpadieto Ha konoHui (20:1 cymiw guxnopme-
TaH:MeTaHon), Wwo Aae 6,0r Ha3BaHOoI Cronyku 3 Bu-
xoaom 81%.

'H AMP (CDCl3) & 4,22 (2H, ywmp. c), 3,56 (2H,
M), 2,57 (2H, ywup. c), 1,49 (9H, c)

Maca (vm/e) 296 (M+1)

MpuroTtyBaHHa 48: CuHTe3 4-Tpucptopmertun-5,8-
Aavrigpo-6H-nipnao[3,4-d]nipumignH-7-kapboHoBOT
KMCNOTU TPeT-0yTMnoBoro edipy

0,52mn po3uuHy meTunaty HaTpito (21%Bar. eTa-
HOM) JodatoTb NpY KIMHATHIN TemnepaTypi 4O po3yu-
Hy, B akomy 95mr (1,18Mmonb) rigpoxnopuay cop-
MaMmiguHy, po34MHATb B 2Mn 6e3BOAHOr0 eTaHony
npu KiMHaTHIn Temnepatypi. llicna nepemiyBaHHA
npu KiMHaTHIA TemnepaTypi npotarom 10 XBUNUH, Ao
paHille YTBOPEHOro pPO3YMHY A0Aal0Tb PO3YMH, B
akomy 232mr (0,786mmonb) TpeT-6yTun-3-okco-4-
(TpucbTopaueTun)-ninepmuauH-1-kapbokcunaty  (Bka-
3aHWI NPOAYKT OTPUMaHWUA y NpUroTyBaHHi 47) pos-
6aBnsaoTb 2mn 6e3BogHoro etaHony. lMoTiM Temne-
patypy po3uvHy nigsuwytoTe o 80°C, a noTim
nepeMilyoTe NpoTsarom npubnusHo 18 roauwH. Micns
OXONMOKEHHSA OO0 KiMHaTHOI TemnepaTtypu, €eTaHon
BUOANSATb NPU 3HUKEHOMY TUCKY, | peakuinHui pos-
YMH po3baBnsATb eTunaleTaToM, NoTiM NPOMUBaIOTb
nocnigoBHo BogHUM po3unHoM NaCl. OpraHivyHui
wap cywatb Hag 6e3BogHUM cynbdaTtoM MarHilo Ta
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BiAdinbTpoBYyOTL. BiadineTpoBaHnin po3duH Bidra-
HSIIOTb NPW 3HWKEHOMY TUCKY Ta NOTIM 3anuLIOK BULi-
nsoTb | oumwyoTe npenapaTtueHoo TLIX (eTunaue-
Taty 20% nomal rekcaH y po3dMHHUKK), Wo Aae 30mr
Ha3BaHoi cnonyku 3 BuxogomM 13%.

'H AAMP (CDCl3) 6 9,11 (1H, ¢), 4,73 (2H, ¢), 3,72
(2H, T, J=5,5I"u), 3,02 (2H, ywwup. c), 1,48 (9H, c)

Maca (v/e) 248 (M+1-TpeT-6yTnn)

MpurotyBaHHst 49: CwuHTe3 rigpoxnopuay 4-
TpudpTOopMeTUn-5,6,7,8-tetparigponipnao[3,4-
d]nipumignny

30mr (0,099mmonb) 4-tpucptopmeTunn-5,8-
owurigpo-6H-nipnao[3,4-dnipumigmH-7-kapboHoBOi
KMCNoTn TpeT-0yTunosoro edipy, OTPUMaHoro B npu-
rotyBaHHi 48, gogatote o 1,8mn 3H posunHy HCI-
eTunauetaT npu KiMHaTHIn TemnepaTtypi. icnsa ne-
peMillyBaHHSA MpU KIMHaTHIA TemnepaTypi nNpoTAroMm
10 xBunvH, Hagnuwok po3vmHy HCl-eTunauetat Bu-
0ansioTb i KOHUEHTPYIOTb, IO 4A€ Ha3BaHy CrOnykKy.
CnonyKky BMKOPWCTOBYHOTb Ha HACTYMHin cragii 6e3
[0AaTKOBOIO OYULLIEHHS.

'H AMP (CD3;OD) & 4,44 (2H, c), 3,55-3,52 (2H,
M), 3,23-3,20 (2H, m)

Maca (vm/e) 204 (M+1)

MpuroTyBaHHA 50: CuHTes
6yTokcukapboHinamiHo-4-[(5R)-meTnn-2-
okconinepuguH-1-in]-6ytaHosoi Kncnotu Tper-
6yTunosoro edipy

359Mr Ha3BaHOI CrOmyKn OAEPXKYI0Tb 3 BUXOOOM
73% BionoBiaHO 4O METOOWKM, aHanoriYyHOI MeToauui
OflepXXaHHs Croryku, onucaHoi B NpUroTyBaHHi 42, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  363Mr
(1,33mmonb) 3S-TpeT-6yTOKCUKapboHinamiHo-4-
OKCOOYTaHOBOI  KMCroTM  TpeT-OyTunoBoro  edipy
(BK@3aHU NpPOAYKT OTPUMAHWIA Yy NPUrOoTyBaHHi 41) i
220mr  (1,21mmonb) rigpoxnopugy  (R)-5-amiHo-4-
METUNMNEHTAHOBOI KUCMOTU MEeTUNOBOro edipy, oTpu-
MaHOro B MPUroTyBaHHi 7.

'H AMP (CDCl3) & 5,40-5,31 (1H, m), 4,17 (1H,
ywwup. c), 3,89-3,80 (1H, m), 3,25-3,03 (3H, m), 2,58-
2,29 (2H, m), 1,98-1,88 (1H, m), 1,84-1,80 (1H, m),
1,46 (9H, c), 1,42 (9H, c), 1,01 (3H, g, J=6,4T"u)

Maca (m/e) 371 (M+1)

MpurotyBanHs  51:  CwuHTtes  (3S)-3-[(TpeT-
6yTokcmkapboHin)amiHo]-4-(5R-meTnn-2-
okconinepuaunh-1-in)-6yTaHoBOI KMCNOTK

116Mr Ha3BaHOI CNONyKn oAepPXylTb 3 BUXOLOM
38% BignoBiaHO 4O METOAWMKM, aHamnoriYHoi MeToauui
Ooflep>KaHHs1 CromyKu, ON1caHol B NPUroTyBaHHi 43, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYIOTb  359Mr
(0,97Mmonb) (3S)-TpeT-6yTOKCUKaPOOHINamiHo-4-
[(5R)-meTnn-2-okconinepuamnH-1-in]-6yTaHoBoi kucno-
™ TpeT-0yTnnosoro edipy, OTPMMaHOro B MPUroTy-
BaHHi 50.

'H SAMP (CDCl3) & 8,50 (1H, ywwup. c), 5,75-5,73
(1H, ™), 4,16 (1H, ywwp. c), 3,76-3,54 (2H, m), 3,44-
3,34 (1H, m), 3,16-2,97 (1H, m), 2,59-2,38 (4H, m),
1,98 (1H, ywwp. c), 1,86-1,84 (1H, m), 1,45 (9H, c),
1,04 (3H, g, J=6,8w)

Maca (m/e) 315 (M+1)

MpurotyBanHa 52: CuHtes [1-(BR-meTun-2-
okconinepuauH-1-inmetnn)3-okco-3-(4-
TpudTopmeTnn-5,8-aurigpo-6H-nipnao[3,4-
d]nipumiguH-7-in)nponin]-1S-kap6amiHoBoi
TpeT-0yTnnosoro edipy

(3S)-Tpet-

KMCNoTn
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35Mr HasBaHOI CMoMykn oOepXylTb 3 BUXOOOM
65% BignoBigHO OO METOAMKW, aHanoriYHoI MeToauui
OflepXXaHHsA Cnorykun, onucaHoi B NpuUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYIOTb  34,1Mr
(0,108mmornb) (3S)-3-[(TpeT-OyTOKCMKaAPOOHIN)amiHo]-
4-[(5R)-meTun-2-okconinepmguH-1-in]-6ytaHoBoi  kuc-
notn, oTpuMaHoi B npurotyBaHHi 51 i 26Mr
(0,109vmornb)  rigpoxnopugy  4-TpudTOpMETUN-
5,6,7,8-TeTparigponipnao[3,4-djnipumiauHy, oTpuma-
HOro B NpUroTyBaHHi 49.

'H AMP (CDCl3) & 9,15 (1H, c), 5,95-5,88 (1H,
M), 4,95-4,70 (2H, m), 4,15 (1H, ywwup. c), 3,92-3,89
(1H, ™), 3,86-3,80 (1H, m), 3,57-3,55 (1H, m), 3,36
(1H, ywwp. c), 3,09-3,00 (3H, m), 2,89-2,81 (1H, m),
2,54-2,30 (3H, m), 1,94 (1H, ywwmp. c), 1,81 (1H,
ywmp. c), 1,64 (2H, ywwp. c), 1,42-1,40 (9H, m), 1,02-
1,00 (3H, m)

Maca (m/e) 500 (M+1)

Mpuknag 21: CwuHTe3s 1-[2S-amiHo-4-0Kkco-4-(4-
TpudptopmeTun-5,8-aurigpo-6H-nipnao[3,4-
d]nipyumiguH-7-in)-6yTun]-5R-metun-1-ninepnamH-2-
OHY
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14,5Mr Ha3BaHoOi CNoNyKn oAepPXyoTb 3 BUXOAOM
51% BignoBiaHO 4O METOAMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cronyku, BuknageHoi B npuknagi 3, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  35Mr
(0,053mmonb) 1-(5R-meTnn-2-okconinepnanH-1-
inmeTunn)-3-okco-3-(4-TpudpTopmetnn-5,8-gurigpo-
6H-nipnao[3,4-d]nipumignH-7-in)-nponin]-1S-
kapbamiHOBOi  KMcroTu  TpeT-OyTunoBoro  eqipy,
OTPVMMaHOro B NPUroTyBaHHi 52.

'H AAMP (CD30D) & 9,15-9,14 (1H, m), 9,95 (1H,
T, J=6,0l"y), 3,90-3,86 (1H, m), 3,80-3,77 (1H, m),
3,71-3,65 (1H, m), 3,58-3,53 (1H, m), 3,48-3,37 (3H,
M), 3,18-3,07 (3H, m), 2,94-2,87 (1H, m), 2,80-2,75
(1H, m), 2,58-2,34 (2H, m), 2,05-2,03 (1H, m), 1,89-
1,85 (1H, m), 1,60-1,47 (1H, m), 1,06 (3H, A, J=2,8w)

Maca (vm/e) 374 (M+1)

MpurotyBaHHsA 53: CuHTe3 rigpoxnopuay (S)-(2-
aMiHO-1-MeTUMNETOKCI)-OLTOBOI  KMCINOTU  E€TUITOBOrO
edipy

(1) CuHTes (S)-(2-rippokcunponin)-kapbamiHoBoi
KMCNOTU TPeT-0yTMnosoro edipy

500mr (6,65mMmonb)  (S)-1-amiHonponaH-2-ony,
po3uunHsoTe B 20mMn MeTaHony Ta Smn Boau, NOTiM
0O paHille YTBOPEHOro posyvHy pfopaTb 1,850
(8,45mMmonb) ou-TpeT-6yTunrigpokapboHaty, a noTim
nepeMilyoTe NpoTarom 3 roauH. [lo paHiwe yTeope-
HOro posunHy gogatotb 200mn eTunauetaTty, i peak-
LiMHWIA pO34MH NpoMMBalOTe Bogoto. OpraHiyHuia wap
cywaTtb Hag 6e3BogHMM cynbgaTtom MarHito, i pos-
YMHHWK BigraHsloTb MpU 3HWKEHOMY TUCKY, MOTIM 3a-
NIALLIOK O4ULLYIOTL XpoMaTorpadieto Ha KOMOoHL, Lo
aae 802r (4,57MMonb) Ha3BaHOI CMOMYKN 3 BUXOAOM
68%.

AMP: "H-AMP (CDCls) & 4,91 (1H, ywwmp. c),
3,95-3,85 (1H, m), 3,30-3,22 (1H, m), 3,04-2,97 (1H,
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M), 2,31 (1H, ywwp. c), 1,45 (9H, c), 1,18 (3H, g,
J=8I'y)

Maca (El) 176 (M*+1)

(2) CuHTes (S)-(2-TpeT-6yTOKCHKapbOoHinamiHo-1-
METUIETOKCI)-OLITOBOI KUCIOTW eTUINOBOrO edipy

1,16r  (6,61mMmonb) (S)-(2-rigpokcunponin)-
kapbamiHOBOI KMCNoTK TpeT-byTunoBoro egipy, pos-
YnHATE B 20MN guxnopeTtaHy, noTiM A0 paHiwe
YyTBOPEHOro po3unHy gogatotb 0,66mn (9,84MMornb)
etungiasoauetaty. B oTpumaHuii po3ymH no kpannsx
pogatTe 57mr (0,12mMmonb) aueTtaTy pogito, i NoTim
HarpiBaioTb npu Temnepatypi 80°C npoTtarom 2 ro-
OWH. PO34YMHHUMK BiAraHsaoTb NPy 3HWKEHOMY TUCKY, i
3anuLLOK OYULLYIOTL XpoMaTorpadieto Ha KOMoHL, Lo
aae 1,2r (4,59Mmonb) Ha3BaHOI CMONyKM 3 BUXOOOM
69%.

AMP: "H-AMP (CDCl3) & 5,39 (1H, c), 4,23 (2H,
k., J=8Iy), 4,09 (1H, g, J=16lwu), 4,00 (1H, g,
J=16lu), 3,60-3,35 (1H, m), 3,35-3,15 (1H, m), 3,10-
3,04 (1H, m), 1,46 (9H, c), 1,31 (3H, T, J=4'yu), 1,16

(3H, g, J=4T"v)

Maca (El) 262 (M*+1)

(3) CwHres rigpoxnopugy  (S)-(2-amiHo-1-
METUIETOKCI)-0OLTOBOI KUCIOTW eTUINoBOro edipy

1,2r (4,59Mmmonb) (S)-(2-Tpet-

OyTokcMKapOOHiNamMiHo-1-MeTUNETOKCi )-OLTOBOI  KUC-
noTn eTurnoBoro edipy, posduHsoTL B 20MNn eTuna-
ueTaTty, HacuyeHoOro 3a [JOMOMOrol rasonodibHoro
XINOPUCTOro BOAHIO, a MNOTiM NepeMmillytoTe NPy KiMHa-
THIM TemnepaTypi npoTaroMm 3 rognH. PO34YnHHUK Big-
raHATb NPU 3HWKEHOMY TUCKY, MOTIM 3aMnWLLIOK 04~
LLYOTb XpoMaTorpadieto Ha KOMoHui, Wwo aae 699mr
(3,49Mmonb) Ha3BaHOT crnonykn 3 BUXogoMm 76%.

AMP: 'H-AMP (CDs0D) § 5,05 (2H, c), 4,32-4,19
(4H, wm), 3,88-3,83 (1H, m), 3,16-3,12 (1H, m), 2,96-
2,90 (1H, m), 1,32 (3H, 1, J=7,2l'y), 1,25 (3H, A,
J=6Iy)

Maca(E1)200(M*+1)

MpurotyBaHHa 54: CwuHTe3 TpeT-6yTun-(S)-3-
[(TpeT-byTOKCMKapPGOHIn)amiHo]-4-[(2S)-2-meTnn-5-
okcomopdoniH-4-in]-6yTaHoaty

3S-TpeT-byTOKCUKapbOHiNamiHo-4-okcobyTaHOBOT
KMCNoTu TpeT-6yTunoBoro edipy, OTpMMaHoro Biano-
BiAHO OO METOAMKM, aHamnoriyHOI MeToauui ogepxaH-
HS1 CMONykW, onucaHoi B npuroTyBaHHi 41 i 457wmr
(2,31mmonb)  rigpoxnopugy  (S)-(2-amiHo-1-meTun
€TOKCi)-0UTOBOI KMCMNOTU eTunosoro edipy, oTpuma-
HOro B nNpuroTyBaHHi 53 B3aemofjtoTb BiANOBIAHO A0
MEeTOAMKW, aHanoriYyHoi MeToauui, BUKNaaeHol B npu-
rotyBanHi 50, Wo gae 767Mr HasBaHOi CNOMyKW i3
3aranbHum Buxoaom 81%.

'H AMP (CDCls) & 5,22 (1H, A, J=8, T'u), 4,17
(2H, ABks, J=18u), 3,87 (1H, m), 3,66 (1H, AA,
J=13,5, 8,5'u), 3,41 (1H, 1, J=11,0l"u), 3,31 (1H, aa,
J=13,55,0l'u), 2,90 (1H, aa, J=12,0, 2,5I'y), 2,52 (1H,
aa, J=16,0, 5,0ru), 2,41 (1H, ga, J=16,0, 6,5I'u), 1,44
(9H, c), 1,41 (9H, c), 1,25 (3H, g, J=6,0u)

Maca (m/e) 395 (M+Na)

MpurotyBaHHa  55: CwuHTes  (3S)-3-[(TpeT-
6yTokcukapboHin)amiHo]-4-[(2S)-2-meTun-5-
okcomopdoniH-4-in]-6yTaHoBOI KMCNOTU

580Mr HasBaHOI Crnonyku ofdepxyoTb i3 3aranb-
HuUM Buxogom 89% BignoBsiaHO 4O MeToAMKKM, aHano-
riYyHOT MeToauui oaepXaHHA Crnonyku, OonucaHol B
npuroTysaHHi 43, 3a BUHATKOM TOrO, LLO BUKOPUCTO-
BYlOTb 767Mr (2,06Mmonb) TpeT-6yTun-(3S)-3-[(TperT-
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6yToKkcukapboHin)amiHo]-4-[(2S)-2-meTun-5-
okcomopdoniH-4-in]-6yTaHoaty, OTpMMaHOro B Mpu-
roTyBaHHi 54.

'H AMP (CDsOD) & 4,23 (1H, M), 4,11 (2H, c),
3,88 (1H, m), 3,50 (1H, ag, J=13,5 8,5u), 3,39 (2H,
M), 2,50 (1H, aa, J=16,6l"u), 2,44 (1H, ag, J=16,7Tu),
1,41 (9H,c), 1,22 (3H, g, J=7Tu)

Maca(m/e)317(M+1)

MpurotyBaHHa 56: CwuHTe3 TpeT-OyTnn-(3S)-3-
[(TpeT-6yTOKCHKap6OHiNn)amiHo]-4-(5,5-andTop-2-
okconinepuauh-1-in)oytaHoaTy

900Mr Ha3BaHOI CMOMNyKN OAepPXYHTb 3 BUXOOOM
90% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 42, 3a
BUHSATKOM TOro, LWO BMKOPUCTOBYIOTb 3S-TperT-
OyTokcrkapboHinamiHo-4-okcobyTaHOBOT KMcnoTm
TpeT-6yTnnosun edip (BkasaHWi NPOAYKT OTPUMaHUIA
y npurotyBaHHi 41) i 471mr (2,31mMmonb) rigpoxnopu-
ay 5-amiHo-4,4-AndTOpNEeHTaHOBOI KUCMOTU MEeTWn-
0OBOro eqipy, OTPMMaHOro B NpUroTyBaHHi 12.

'H AMP (CDCl3) § 5,19 (1H, A, J=8,0 I'u), 3,5-4,0
(4H, m), 3,20 (1H, g, J=14,4T"u), 2,6 (2H, m), 2,5 (1H,
aa, J=16,4Tu), 2,4 (1H, aa, J=16,8Iy), 2,2-2,3 (2H,
M), 1,46 (9H, c), 1,42 (9H, c)

Maca (m/e) 393 (M+1)

MpurotyBaHHa  57:  CwuHTed  (3S)-3-[(TpeT-
OyTokcukapboHin)amiHol-(5,5-andTop-2-
okconinepuauH-1-in)-6yTaHoBoi KncnoTtu

298Mr Ha3BaHOI CMOMnyku OAepXylTb 3 BUXOOOM
39% BignoBigHO OO METOAMKW, aHanoriYyHOi MeToauLi
Oflep>KaHHs CromnyKu, onncaHol B NpUroTyBaHHi 43, 3a
BUHATKOM  TOro, WO  BUKOpUCTOBYOTb  900Mr
(2,29Mmonb) TpeT-6yTnn-(3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)-6ytaHoaty, OoTpMMaHoro B npu-
roTyBaHHi 56.

'H AMP (CD30D) & 4,19 (1H, m), 3,87 (1H, ywwwp.
kB., J=13ly), 3,7 (1H, ywwmp. k8., J=13I"y), 3,52 (1H,
aa, J=14,9ru), 3,37 (1H, m), 2,4-2,6 (4H, m), 2,2-2,3
(2H, m), 1,40 (9H, c)

Maca (m/e) 337 (M+1)

MpurotyBaHHst 58: CwuHTe3 rigpoxnopuay 2-(4-
dTopdeHin)-4-(TpudTopmeTun)-5,6,7,8-
TeTparigponipngo[3,4-d]nipyumignHy

(1) CuHTes 4-pTopbeH3onkapbokcimigamigy

4,12mn (8,24mmonb) TpuMeTunaniomiHito (2,0M
PO34MH TOMYyOry) NO Kpannax 4OAalTe NPU KIMHATHIN
Temnepatypi go 10mn Tonyony, Wo MicTuTb 441mr
(8,24mmonb) xnopuay amoHito. MNicns nepemiwyBaHHs
npotarom 1,5 roauH, 0o paHille yTBOPEHOro po3ynHy
pogatote 1r (8,25mMmonb) 4-cbTopOeH30oHITPpUNY Ta
OTpMMaHy CyMill HarpiBaioTb 0 TemnepaTypu 85°C
npotarom 9 roguH. Micnsa 3aBepLUeHHs peakLii, peak-
LUiMHWA PO34YMH OXOMNOMKYKTb, NOTIM BUNMBAOTL B
100Mn xnopodopmy, Wwo Mictutb 500r cunikarento Ta
BiaiNbTpoBYOTL.  3anuwok npomusaoTs  100Mn
MeTaHony Ta npoBogATb BiAriH, Wo pJae 821mr
(5,9MMonb) Ha3BaHoi cnonykm 3 Buxogom 71%.

AMP: "H-AMP (DMSO d6) § 9,44 (1H, ywwup. c),
9,25 (1H, ywwp. c), 7,96-7,92 (2H, m), 7,52-7,31 (2H,
M)

Maca (El) 139 (M*+1)

(2) CwHtes  TpeT-6yTnn-2-(4-dpTopdpeHin)-4-
(TpucbTOopMeETUn)-5,8-aurigponipnao[3,4-djnipumignH-
7(6H)-kapbokcunaty
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500mr (1,69vmonb) TpeT-0yTnn-3-okco-4-
(TpucbTopaueTun) ninepuamH-1-kapbokcunarty, oTpu-
mMaHoro B npurotyBaHHi 47 i 351mr (2,54mmonb) 4-
dpTopbeH3onkapbokcimigamigy, oTpumMaHoOro Ha Bka-
3aHin Buwe cTagii (1), B3aemogiloTb BiANOBIAHO [0
MEeTOAMKM, aHanoriyHol MeToauLi ofaepXaHHsa Crony-
KW, onucaHol B npurotyBaHHi 48, wo gae 108mr Ha-
3BaHOI Cronyku 3 Buxogom 16%.

'H AMP (CDCls) & 8,47 (2H, m), 7,16 (2H, T,
J=8,5I'u), 4,76 (2H, c), 3,74 (2H, 1, J=6,0ly), 3,02
(2H, ywwmp. c), 1,51 (9H, c)

Maca (m/e) 398 (M+1)

(38) CwuHTtes rigpoxnopugy 2-(4-cTopdeHin)-4-
(TpucpTopmeTnn)-5,6,7,8-TeTparigponipnao[3,4-
d]nipumiguHy

108mr (0,306MMonb)
dTOopdeHin)-4-(TpucdTopmeTmn)-5,8-
avrigponipnao[3,4-dnipumiann-7(6H)-kapbokcunary,
OTPMMaHOro Ha BKkasaHii Bulle cTagii (2) pogatoTtb
npy KiMHaTHIn TemnepaTypi 00 7,5Mn 4H poO3ynHy
HCI/1,4-giokcaH. lMicna nepemiwyBaHHA Npy KiMHaT-
Hi TemnepaTypi NPOTAromM 25 XBWUMWH, HaONWULLIOK
po3uuHy HCI/1,4-giokcaH BuaansioTe, i OTPUMaHUiA
PO34YMH KOHLEHTPYIOTb, WO Aae 69Mr HassaHoI cro-
nyku. Cnonyky BMKOPWUCTOBYIOTb Ha HACTYMHin ctagii
6e3 404aTKOBOrO OUYULLLEHHS.

'H AMP (CDsOD) & 8,54 (2H, m), 7,29 (2H, T,
J=10,0l"y), 4,60 (2H, c), 3,67 (2H, T, J=6,0l"L), ABa
NPOTOHMW, LU0 3anuLLINAKCS, K nepeabavaeTbes, mac-
kytoTbest B CD3OD npm 3,34acT. Ha MIH.

Maca (m/e) 298 (M+1)

MpuroTtyBanHa 59: CuHTes rigpoxnopugy 2-(3,4-
andTopdeHin)-4-(TpucdtopmeTtun)-5,6,7,8-
TeTparigponipuao[3,4-d]nipyumiguHy

(1) Cunres 3,4-gucbTopbeH3onkapbokcimigaminy

3,6mn  (7,2vmonb)  TpuMmeTunaniomiHito  (2,0M
PO34MH TONyorny) No kpannax gogatwTe Ao 10mn To-
nyony, wo wmictute 384mr (7,17mmonb) xnopuay
aMoHilo nNpu KiMHaTHIN Temnepartypi. [licna nepemi-
LwyBaHHA nNpoTarom 1,5 roguH Ao paHile yTBOpeHoro
PO34MHY AojaTb ir (7,17Mmonb) 3,4-
AN TOPOEH3OHITPUNY Ta OTPUMaHy CyMill HarpiBa-
10Tb Ao Temnepatypu 85°C npotsarom 9 roguH. lMicna
3aBepLUEHHS peakLil, peakuinH1iA po34nH BUNUBaOTb
B 100mn xnopodpopmy, wo Mictutb 200r cunikarento
Ta BiainbTpoByOTE. 3anuwok npommeaioTs 200Mn
MeTaHony Ta npoBoAATb BiAriH, wo pae 370Mmr
(2,36MMmonb) Ha3BaHOI crnonyku 3 BuxogomM 33%.

AMP: "H-AMP (CDs;OD) & 7,87-7,82 (1H, w),
7,72-7,70 (1H, m), 7,63-7,55 (1H, m)

Maca (El) 157 (M"+1)

(2) CwHTtes TpeT-0yTun-2-(3,4-gudTopdeHin)-4-
(TpucpbTopmeTnn)-5,8-guriaponipnao[3,4-djnipumignH-
7(6H)-kapbokcunaTty

25Mr HasBaHOI Crosyku odepXyloTb 3 BMXOOOM
4,7% BiONOBIAHO 4O METOAMKM, aHaroriYHOI MeToauLi
Oflep>KaHHs1 CMOnyKun, OnucaHoi B MpUroTyBaHHi 58-
(2), 3a BUHATKOM TOro, LO BUKOPUCTOBYOTb 380Mr
(1,28mmonb) TpeT-6yTnn-3-okco-4-
(TpucpbTopaveTun)ninepuanH-1-kapbokcunaTty, oTpu-
MaHoro B npurotyBaHHi 47 i 300mr (1,92mmonb) 3,4-
andTopbeH3onkapbokcimigaminy, OTpMMaHoro Ha
BKasaHin BuLLe cTagii (1).

'H AMP (CDCl3) § 8,3 (2H, m), 7,25 (1H, m), 4,76
(2H, c), 3,75 (2H, 1, J=6,0I'y), 3,03 (2H, ywwmp. c),
1,51 (9H, c)

TpeT-0yTnn-2-(4-
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Maca (vm/e) 416 (M+1)

(3) CunTes rigpoxnopuay 2-(3,4-andTopdeHin)-
4-(TpudpTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipumigunHy

14Mr HasBaHOI CMOMyKU OOEPXYHTb 3 BMXOOOM
74% BignoBiAHO 4O METOAMKM, aHanoriYyHoi MeToauui
ofepXaHHs Croryku, onncaHoi B NpurotyeaHHi 59(3),
3a BWHSITKOM TOro, LWO BWKOPUCTOBYIOTb 25Mr
(0,62mMmonb) TpeT-6yTun-2-(3,4-gndtopdeHin)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaTy, OTPMMaHOro Ha BKa3aHin BuLLe
cragii (2).

'H AMP (CDsOD) & 8,36 (2H, m), 7,48 (1H, m),
4,60 (2H, c), 3,66 (2H, T, J=7,5T"u), 3,12 (2H, m)

Maca (vm/e) 316 (M+1)

MpurotyBaHHa 60: CuHTe3 rigpoxnopugy 2-(3-
dpTOopdeHin)-4-(TpucdTopmeTun)-5,6,7,8-
TeTparigponipnao[3,4-djnipyumignHy

(1) CuHTes 3-cpTopbeH3onkapbokcimigaminy

4,12mn (8,24mmonb) TpumeTunantominito (2,0M
po34nH Tonyony) godaiTs go 10mn Tonyony, sikui
MicTUTe 441mr (8,24MMonb) Xropuay amoHilo npu
KiMHaTHIN TemnepaTypi. licns nepemiwyBaHHA Npo-
Tarom 1,5 roguMH B OTpUMaHU PO3YMH A0Aal0Tb 2r
(28,9vmmonb) i300yTUMpOHITPUNY Ta HarpiBawTe [0
Temnepatypu 85°C npotsirom 9 roguH. Nicna 3aBep-
LeHHs peakLuii, peakuinHMA pO3YMH BUMMBaKOTb B
200mn xnopodopmy, wo Mictutb 200r cunikarento Ta
BiAMiNbTpOBYOTE.  3anuwok npomusaloTs  100mn
MeTaHony Ta npoBoAATb BiAriH, wWo pfae 731Mmr
(5,29Mmonb) Ha3BaHOI cnonyku 3 BUXogomM 64%.

AMP: "H AMP (CDs0D) 6 7,71-7,44 (4H, m)

Maca (El) 139 (M*+1)

(2) CwHtes  TpeTt-6yTnn-2-(3-cbTopdheHin)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaty

159Mr Ha3BaHoOI Cnonykn odepXyrTb 3 BUXOOOM
20% BignoBigHO OO METOAMKW, aHarori4HoOi MeToauui
OfepXXaHHs1 CMOMnyKW, OnucaHoi B MpUroTyBaHHi 61-
58(2), 3a BUHATKOM TOrO, LLO BMKOPUCTOBYIOTb 600Mr
(2,03mMmonb) TpeT-6yTnn-3-okco-4-
(TpucbTopaueTun)ninepuanH-1-kapbokcunaTty, oTpu-
MaHoro B npurotyBaHHi 47 i 421mr (3,05mmonb) 3-
pTopbeH3onkapbokcimigaminy, oTpuMaHOro Ha BKa-
3aHin Buwe cragii (1).

'H AMP (CDCls) & 8,25 (1H, A, J=8,0ru), 8,15
(1H, m), 7,45 (1H, m), 7,18 (1H, m), 4,78 (2H, c), 3,75
(2H, T, J=6,0I"y), 3,13 (2H, ywwup. c), 1,52 (9H, c)

Maca (m/e) 398 (M+1)

(3) CwunHtes rigpoxnopuay 2-(3-dpTopdeHin)-4-
(TpucbTopmeTnn)-5,6,7,8-TeTparigponipuao[3,4-
d]nipumignny

88Mr HasBaHOI Cnonykn ogepXytTb 3 BUXOOOM
67% BignNoBiAHO OO METOOMKW, aHaroriYHoi MeToauui
oepKaHHs Crosyku, onncaHoi B NpurotyBaHHi 58(3),
3a BWHATKOM TOro, LWO BWKOPUCTOBYIOTL 159Mr
(0,62mmonb) TpeT-0yTnn-2-(3-dTopdeHin)-4-
(TpucbTopmMeTnn)-5,8-gurigponipnao[3,4-djnipumignH-
7(6H)-kapbokcmnaTy, OTpMMaHOro Ha BKasaHin BuLe
cTagii (2).

'H AMP (CDs0D) & 8,33 (1H, m), 8,17 (1H, m),
7,58 (1H, m), 7,34 (1H, m), 4,62 (2H, c), 3,67 (2H, T,
J=6,5I"u), 3,35 (2H, m)

Maca (m/e) 298 (M+1)
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MpurotyBaHHst 61: CwuHTe3 rigpoxnopuagy 2-
uuknonponin-4-(Tpudgptopmetun)-5,6,7,8-
TeTparigponipngo[3,4-d]nipumignHy

(1) CwuHTes TpeT-0yTnn-2-umknonponin-4-
(TpucbTopMeTnn)-5,8-aurigponipnao[3,4-djnipumignH-
7(6H)-kapbokcunaty

1,27t meTnnaTty Hatpito (21%Bar. po34mH eTaHo-
ny) goparTb Npy KIMHATHIN TeMnepaTypi 4O PO34YUHY,
B skomy 500mr (4,13mMmorb) rigpoxnopuay LMKMon-
ponaHkapbokcimigamigy posumMHeHo B 50mn i3onpo-
naHony. lNicna nepemiwyBaHHs npoTaroM 30 XBUMUH,
NpoBOAATb KOHUEHTPYBaHHA Ta inNbTpyBaHHS, i
940wmr (3,17Mmorb) TpeT-6yTnn-3-okco-4-
(TpudbTopaueTun)ninepnanH-1-kapbokecunaty, oTpu-
MaHoro B NpuWroTyBaHHi 47, godaloTe [0 paHiwe
YTBOPEHOTO PO3YMHY, 3 HAaCTYNHUM [OAaBaHHAM
BF3OEt; 12 1 (3% kaTanitmyHa kinbkicte). OTpuma-
HUA pO34MH HarpiBatoTb o Temnepatypu 80°C, a
noTiM nepemiwyoTb npotarom 19 roguH. Micna oxo-
noaXeHHs 0o KiMHATHOI TemnepaTypw, i3onponaHos
BMOANSATb MPU 3HWKEHOMY TUCKY. 3anMLLOK OYMLLY-
I0Tb Xxpomartorpadpieto Ha komoHui (10:1 cymiw rek-
caH:eTunauerar), wo gae 400Mr Ha3BaHoi cnonykn 3
Buxoaom 37%.

'H AMP (CDCl3) & 4,62 (2H, c), 3,68 (2H, T,
J=5,5I"u), 2,93 (2H, ywwup. c), 2,25 (1H, m), 1,49 (9H,
c), 1,1-1,2 (4H, m)

Maca (v/e) 344 (M+1)

(2) CwHTe3s rigpoxnopugy 2-uuknonponin-4-
(TpucpTopmeTnn)-5,6,7,8-TeTparigponipnao[3,4-
d]nipumigunHy

264Mr Ha3BaHOI CMONykn odepXyloTb 3 BUXOOOM
81% BignoBiAHO 4O METOAWUKM, aHanoriYHOI MeToauui
OflepXKaHHs1 CMonyku, onucaHol B MpuUroTyBaHHi 58-
(3), 3@ BUHATKOM TOro, WO BUKOPUCTOBYIOTb 400Mr
(1,16mMMOnb) TpeT-0yTnn-2-umknonponin-4-
(TpudpTopmeTnn)-5,8-gurigponipmnao[3,4-d]nipumiamH-
7(6H)-kapbokcmnaTy, OTpUMaHOro Ha BKa3aHill BULLE
ctagii (1).

'H AMP (CD;OD) & 4,40 (2H, c), 3,56 (2H, T,
J=6,5u), 3,20 (2H, T, J=6,5Iu), 2,29 (1H, m), 1,20
(4H, m)

Maca (v/e) 244 (M+1)

MpurotyBaHHa 62: CuHTE3 rigpoxnopuay 2-
uuknoneHTun-4-(tpudtopmeTnn)-5,6,7,8-
TeTparigponipuao[3,4-d]nipyumiguHy

(1) CuHTtes TpeT-6yTnn-2-umnknoneHTun-4-
(TpucpTopmeTnn)-5,8-gurigponipnao[3,4-d]nipumiamH-
7(6H)-kapbokcunaTty

1,0r (3,39vmonb) TpeT-0yTnn-3-okco-4-
(TpucpbTopaueTun)ninepuanH-1-kapbokecunaTty, oTpu-
MaHoOro B MpuUroTyBaHHi 47, po3uuHaloTs B 10Mn ni-
pUaunHY, | NOTIM OO paHille YyTBOPEHOro PO34YuHy AO-
hawTb 380mr (3,39mmonsb) rigpoxnopuay
LMKroneHTaHKkapbokciMigaMiay, i peakuinHUn po3yuH
HarpiBaloTe Ao Temnepatypu 120°C i nepemiwyoTb
npotarom roauvHu, 20 xBUNuH. [licna oxonomkeHHS
[0 KiMHaTHOI TeMnepaTtypu, NipuavH BUAANATbL Npu
3HVDKEHOMY TUCKY. 3anuLLOK OuuLLyloTb Xpomartorpa-
dieto Ha konoHui (10:1 cymiw rekcaH:eTunauerar),
Lo fae 688Mr Ha3BaHOI cnonyku 3 Buxoaom 55%.

'H AMP (CDCl3) & 4,67 (2H, c), 3,70 (2H, T,
J=5,5T"u), 3,34 (1H, m), 2,96 (2H, ywwup. c), 2,07 (2H,
m), 1,8-2,0 (4H, m), 1,70 (2H, m), 1,49 (9H, c)

Maca (m/e) 372 (M+1)
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(2) CwuHTe3 rigpoxnmopuay  2-UMKNONeHTun-4-
(TpndTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipumigunHy

480Mr Ha3BaHOI CNonykn oaepXxyloTb 3 BUXOAOM
84% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
ofepXaHHs CrosyK1, onncaHoi B NpurotyBaHHi 58(3),
3a BWHATKOM TOro, LWO BWKOPUCTOBYOTL 688Mr
(1,85MMornb) TpeT-6yTnn-2-urKnoneHTun-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaTy, OTpMMaHOro Ha BKa3aHin BuLLe
cragii (1).

'H AMP (CD;OD) & 4,44 (2H, c), 3,58 (2H, T,
J=6,5I"u), 3,4 (1H, m), 3,20 (2H, 1, J=6,5I'u), 2,07 (2H,
M), 1,8-2,0 (4H, m), 1,70 (2H, m)

Maca (vm/e) 272 (M+1)

MpurotyBaHHa 63: CwuHTe3 rigpoxnopugy 2-
deHin-4-(tpudtopmeTnn)-5,6,7,8-
TeTparigponipnao[3,4-djnipyumignHy

(1) CuHTes TpeT-6yTnn-2-cheHin-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaTty

900Mr Ha3BaHOI CMOMNyKN OAepPXyTb 3 BUXOOOM
70% BignoBiaHO 4O METOAMKM, aHanoriYHOI MeToauui
OflepXXaHHA Cronyku, ornmcaHoi B MPUroTyBaHHi 61-
(1), 3a BMHATKOM TOro, WO BUKOPUCTOBYOTbL 1,0r
(3,39MmMmornb) TpeT-6yTnn-3-okco-4-
(TpucpTopaueTun)ninepuanH-1-kapbokecunaTty, oTpu-
MaHOoro B mpurotyBaHHi 47 i 530mr (3,39mmonb) rig-
poxnopuay 6eH3onkapbokcimigamigy.

'H AMP (CDCl3) & 8,46 (2H, m), 7,49 (3H, m),
4,78 (2H, c), 3,75 (2H, T, J=5,5T"u), 3,03 (2H, ywup.
c), 1,51 (9H, ¢)

Maca (m/e) 380 (M+1)

(2) CuHTes rigpoxnopuagy 2-peHin-4-
(TpndTopmeTun)-5,6,7,8-tetparigponipnao[3,4-
d]nipumignny

730Mr Ha3BaHOI CMOMNyKN OAEPXYHTb 3 BUXOOOM
97% BignoBigHO OO METOAMKW, aHaroriYyHoOi MeToauLi
OLEpPXXaHHS CMoyKU, onMcaHoi B NpurotyBaHHi 58(3),
3a BWHATKOM TOro, WO BUKOpUcToByoTb 900Mr
(2,37mMmonb) TpeT-6yTnn-2-cpeHin-4-
(TpndbTopmeTnn)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-kapbokcmnnaTy, OTpMMaHOro Ha BKasaHil BuLLE
cragii (1).

'H AMP (CDs;0D) & 8,50 (2H, m), 7,57 (3H, m),
4,61 (2H, c), 3,67 (2H, T, J=7,5T"u), 3,30 (2H, m)

Maca (m/e) 280 (M+1)

MpurotyBaHHst 64: CuHTe3 TpeT-OyTun-{(1S)-1-
{[(5R)-5-meTun-2-okconinepmuaunH-1-in]Metunn}-3-okco-
3-[2-cbeHin-4-(TpucbTopmeTun)-5,8-
avrigponipnao[3,4-dnipumigun-7(6H)-
in]nponin}kapbamary

77mr (0,24mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5R-meTtun-2-
okconinepuauH-1-in)-6yTaHoBOi KMCNOTW, OTpPUMaHOI
B npurotyBaHHi 51 i 70mr (0,22mMonb) rigpoxnopuay
2-cbeHin-4-(Tpucptopmertun)-5,6,7,8-
TeTparigponipngo[3,4-djnipumignMHy, oTpuMaHoro B
npuroTyBaHHi 63, B3aemofitoTb BiAMOBIAHO OO METO-
OWKW, aHanoriyHol MeToauui OodepXXaHHsi CMOonykw,
onucaHoi B NpuroTyBaHHi 45, wo aae 120Mr HasBaHoI
cnonyku 3 Buxogom 94%.

'H AMP (CDCl3) & 8,46 (2H, m), 7,50 (3H, m),
5,86 (1H, m), 4,93 (1H, c), 4,8 (1H, ABks, J=16lU),
4,2 (1H, m), 3,92 (1H, m), 3,8 (1H, m), 3,63 (1H, m),
3,36 (1H, m), 3,0-3,2 (3H, m), 2,88 (1H, m), 2,3-2,6
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(3H, m), 1,8-2,0 (2H, m), 1,40 (9H, m), 1,00 (3H, g,
J=6,5I"u)

Maca (m/e) 576 (M+1)

Mpuknag 22: CwuHtes (5R)-1-((2S)-2-amiHo-4-
0KC0-4-[2-heHin-4-(TpucpTopmeTnn)-5,8-
avrigponipnao[3,4-d]nipumignn-7(6H)-in]6yTun}-5-
MeTunninepuanH-2-oHy

Pon
el ) .
F
N N
W
O NH, 4

120mr (0,21mmonb) TpeT-6yTun-{(1S)-1-{[(5R)-5-
MeTun-2-okconinepmanH-1-in]metun}-3-okco-3-[2-
deHin-4-(TpudTopmetnn)-5,8-aurigponipnao(3,4-
d]nipymigun-7(6H)-in]nponin}kapbamaTty, oTpMmMaHoro
B NpUroTyBaHHi 64, posyuHstioTb Yy cymiwi 1,4-
piokcan/consHa kucnota. llicns nepemilyBaHHa nNpo-
TAroM 30 XBUNWH i HACTYMHOT KOHLIEHTpaLil npu 3HW-
XKEHOMY TUCKY, 3arMLLOK OYULLYyOTb NpenapaTUBHOO
TWX (10:1 cymiww CH2Cl:MeOH), wo agae 83mr Ha-
3BaHOI crnonyku 3 Buxogom 84%.

'H AMP (CDsOD) & 8,46 (2H, m), 7,50 (3H, m),
5,0-4,8 (2H, m), 3,94 (1H, T, J=6,5I'y), 3,86 (1H, m),
3,75 (1H, m), 3,64 (1H, m), 3,53 (1H, m), 3,3-3,4 (1H,
m), 3,0-3,2 (3H, m), 2,86 (1H, m), 2,70 (1H, m), 2,3-2,5
(2H, m), 2,0 (1H, m), 1,84 (1H, m), 1,52 (1H, m), 1,02
(3H, m)

Maca (vm/e) 476 (M+1)

MpurotyBaHHA 65: CuHTe3 TpeT-OyTun-[(1S)-
{[(2S)-2-meTnn-5-okcomopdponiH-4-injmeTnn}-3-okco-
3-[2-cbeHin-4-(TpucpTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
in]nponinjkapbamaty

182Mr Ha3BaHoOI Cnonykn odepXyTb 3 BUXOOOM
99% BignoBiAHO OO METOAMKW, aHaroriYHOi MeToauLi
Oflep>KaHHs1 CroMnyKu, OnNncaHol B NPUroTyBaHHi 45, 3a
BMHATKOM  TOMO, WO  BWKOPUCTOBYIOTb  77Mr
(0,24mmonb)  (3S)-3-[(TpeT-byTOKCMKapPOOHIn)amiHo]-
4-[(2S)-2-meTun-5-okcomopdoniH-4-in]-6yTaHoBoI
KMCNOTW, OTpuUMaHoi B npurotyBaHHi 55 i 70mr
(0,22mmonb) rigpoxnopuay 2-cbeHin-4-
(TpndTopmeTun)-5,6,7,8-tetparigponipnao[3,4-
d]nipyMignHy, oTpuMaHoro B NPpUroTyBaHHi 63.

'H AMP (CDCl3) & 8,46 (2H, m), 7,51 (3H, m),
5,80 (1H, m), 4,93 (1H, c), 4,8 (1H, ABkB, J=16lU),
4,2-4,3 (2H, m), 3,8-4,0 (3H, m), 3,6-3,7 (1H, m), 3,5-
3,6 (1H, m), 3,3-3,4 (2H, m), 3,0-3,2 (2H, m), 2,8-2,9
(1H, m), 2,5-2,6 (1H, m), 1,41 (9H, m), 1,26 (3H, g,
J=6,5I"u)

Maca (m/e) 578 (M+1)

Mpuknag 23: CwuHTe3 (6S)-4-{(2S)-2-amiHo-4-
0KC0-4-[2-theHin-4-(TpudpTopmeTnn)-5,8-
avrigponipmao[3,4-d]nipumignn-7(6H)-in]6yTvn}-6-
MeTUNMoponiH-3-oHy
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91Mr Ha3BaHOI CMONyKN OOEepXylTb 3 BUXOOOM
87% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cronyku, BuknageHol B npuknagi 23, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  127Mmr
(0,22mmomb)  TpeT-6yTUn-[(1S)-1-{[(2S)-2-meTnn-5-
okcomMopdoniH-4-injmeTun}-3-okco-3-[2-deHin-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-ajnipymignH-
7(6H)-inJnponinjkapbamaty, OTpMMaHOro B MPUroTy-
BaHHi 65.

'H AMP (CDsOD) & 8,46 (2H, m), 7,50 (3H, m),
5,0-4,8 (2H, m), 4,0-4,2 (2H, m), 3,8-4,0 (3H, m), 3,7-
3,8 (1H, m), 3,5-3,6 (2H, m), 3,53 (1H, m), 3,3-3,4 (2H,
m), 3,0-3,2 (2H, m), 2,8-2,9 (1H, m), 2,6-2,7 (1H, m),
1,23 (3H, m)

Maca (v/e) 478 (M+1)

MpurotyBaHHA 66: CwuHTe3 TpeT-6yTun-{(1S)-1-
[(5,5-andTOp-2-0KCONinepnamnH-1-in)meTnn]-3-okco-3-
[2-deHin-4-(TpudTopmeTun)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]nponin}kapbamaty

108Mr Ha3BaHOI CNonykn odepXylTb 3 BUXOOOM
82% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BMHATKOM  TOrO, WO  BWKOPUCTOBYIOTb  82Mr
(0,24mmonb)  (3S)-3-[(TpeT-6yTOKCUKapOOHin)amiHo]-
4-(5,5-gudpTop-2-okconinepuaunt-1-in)-6yTaHoBoi
KMCNOTW, OTpUMaHoi B npurotyeBaHHi 57 i 70Mr
(0,22mmonb) rigpoxnopuay 2-cbeHin-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipyMiguHy, oTpumaHoi B NpUroTyBaHHi 63.

'H AMP (CDCl3) & 8,46 (2H, m), 7,50 (3H, m),
5,78 (1H, m), 4,93 (1H, c), 4,78 (1H, ABks, J=16lu),
4,22 (1H, m), 3,92 (1H, m), 3,7-3,8 (3H, m), 3,5-3,7
(2H, ™), 3,0-3,2 (2H, m), 2,84 (1H, m), 2,56 (3H, m),
2,27 (2H, m), 1,41 (9H, m)

Maca (m/e) 598 (M+1)

CHCl; 24: CwuHte3 1-{(2S)-2-amiH0-4-0KCcO-4-[2-
deHin-4-(TpucdtopmeTun)-5,8-aurigponipnao[3,4-
d]nipymignn-7(6H)-in]oytun}-5,5-gucpTopninepnanH-
2-0Hy

ety
N
FooN
F%
F
STY
O H,N

78Mr HasBaHOI CMOMykn OOEpPXYlTb 3 BUXOOOM
87% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cronyku, BuknageHol B npuknagi 23, 3a
BUHATKOM  TOro, WO  BUKOpUCTOBYIOTb  108Mmr
(0,18MmMornb) Tpet-6yTun-{(1S)-1-[(5,5-andTop-2-
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okconinepnauH-1-in)Metun]3-okco-3-[2-eHin-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-inJnponinjkapbamaty, OTpUMaHoOro B MPUroTy-
BaHHi 65.

'H AMP (CDsOD) & 8,46 (2H, m), 7,50 (3H, m),
5,0-4,8 (2H, m), 3,6-4,0 (6H, m), 3,48 (1H, m), 3,0-3,2
(2H, m), 2,83 (1H, m), 2,71 (1H, m), 2,57 (2H, m), 2,34
(2H, m)

Maca (v/e) 498 (M+1)

MpurotyBaHHa  67:  TpeT-6yTnn-{(1S)-1-[(5,5-
andTop-2-okconinepuauH-1-in)metnn]-3-[2-
uuknonponin-4-(tpucgptopmetnn)-5,8-
avrigponipngo[3,4-dnipumiguh-7(6H)-in]-3-
okconponin}kapbamaTy

12mr (0,021MMoMb) Ha3BaHOI CMOMyKM OAEpXy-
10Tb 3 BUXxogom 87% BignoBsigHO 4O METOAMKM, aHa-
noriYHol MeToauui oAepXXaHHSA CMOoMnyKu, onvcaHol B
npuroTyBaHHi 45, 3a BUHATKOM TOrO, WO BUKOPUCTO-
BYIOTb 8,4mr (0,024mmonb) (3S)-3-[(TpeT-
OyTokcukapbokcun)amiHo]-4-(5,5-gudpTop-2-
okconinepuauH-1-in)-6yTaHoBOi KACNOTKU, OTpPUMAaHOI
B npuroTyBaHHi 57 i 7mr (0,025mmonb) rigpoxnopugy
2-yunknonponin-4-(tpucgptopmerun)-5,6,7,8-
TeTparigponipngo[3,4-djnipumignHy, oTpumaHoro B
NpuUroTyBaHHi 61.

Maca (El) 562 (M*+1)

Mpuknag 25: CuHtes 1-{(2S)-2-amiHo-4-[2-
yuknonponin-4-(tpudtopmetun)-5,8-
avrigponipnao[3,4-dnipumigunt-7(6H)-in]-4-
okcobyTun}-5,5-gudTopninepuanH-2-oHy

6mr (0,012mMmonb) Ha3BaHOI CNOMYKN OAEPXKYOTh
3 BMxoooM 57% BignoBigHO OO METOAWKM, aHanoriy-
HOT MeToaMUi OJepXXaHHsi CromnyKku, BUKNadeHo! B
npuknagi 23, 3a BUHATKOM TOrO, LLIO BUKOPUCTOBYIOTb
12mr (0,021Mmonb) TpeT-6yTun-{(1S)-1-[(5,5-
andTop-2-okconinepuanH-1-in)metnn]-3-[2-
uuknonponin-4-(tpudtopmetun)-5,8-
avrigponipngo[3,4-dnipymignh-7(6H)-in]-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
67.

AMP: 'H-AMP (CDsOD) & 4,84~4,73 (2H, m),
3,89~3,76 (4H, m), 3,55~3,47 (3H, m), 3,10~2,96 (2H,
M), 2,69~2,55 (4H, m), 2,39~2,17 (3H, m), 1,17~1,12
(4H, m)

Maca (El) 462 (M*+1)

MpurotyBaHHa 68: CwuHTe3s TpeT-OyTnn-(1S)-1-
{[(5R)-5-meTun-2-okconinepuauH-1-injmetun]-3-[2-
uuknonponin-4-(tpucgptopmetnn)-5,8-
avrigponipngo[3,4-dnipumigunt-7(6H)-in]-3-
okconponinjkapbamaTy

11mr (0,020MMoMb) Ha3BaHOI CMOMyKA OAEpPXy-
1oTb 3 Buxogom 80% BignoBsigHO 4O METOAMKM, aHa-
noriYHol MeToauui ogepXXaHHSA CMOoMyKu, onvcaHol B
npuroTyBaHHi 45, 3a BUHATKOM TOrO, WO BUKOPUCTO-
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BYIOTb 8,0mr (0,025mMmonb) (3S)-3-[(Tper-
6yTokcmkapboHin)amiHo]-4-[(5R)-5-meTnn-2-
okconinepuauH-1-in)6yTaHoBOI KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51 i 7mr (0,025mmonb) rigpoxnopuay 2-
umknonponin-4-(tpucdptopmeTnn)-5,6,7,8-
TeTparigponipnao[3,4-djnipumignHy, oTpuMaHoro B
npuroTyBaHHi 61.

Maca (El) 540 (M*+1)

Mpuknag 26: CwuHtes 1-{(2S)-2-amiHo-4-[2-
uukrnonponin-4-(tpudtopmetun)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in]-4-
0KCOByTUN}-5-MeTunninepnanH-2-oHy

7wmr (0,014MMornb) Ha3BaHOI CrOMyKM OOepXyoTb
3 BuxogoM 70% BignoBigHO OO METOAWKM, aHanoriy-
HOT MeToaMUi OJepXXaHHsi CromnyKW, BUKMadeHo! B
npuknagi 23, 3a BUHATKOM TOrO, LLIO BUKOPUCTOBYIOTb
11mr  (0,020mmonb)  TpeT-6yTnn-(1S)-1-{[(5R)-5-
MeTun-2-okconinepuanH-1-injmetnn}-3-[2-
uukrnonponin-4-(tpucdtopmetun)-5,8-
avrigponipngo[3,4-dnipymignt-7(6H)-in)-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
68.

AMP: 'H-AMP (CD;OD) & 4,80~4,73 (2H, m),
3,89~3,81 (2H, m), 3,70~3,60 (1H, m), 3,52~3,50 (2H,
M), 3,40~3,37 (1H, m), 3,10~2,90 (3H, m), 2,77~2,72
(1H, ™), 2,65~2,59 (1H, wm), 2,42~2,17 (3H, ™),
2,10~1,95 (1H, m), 1,90~1,80 (1H, m), 1,58~1,49 (1H,
m), 1,13 (3H, A, J=6,4T"u), 1,04 (4H, g, J=6,4T"u)

Maca(E1)440(M*+1)

MpurotyBaHHa 69: CwuHTe3 TpeT-OyTnn-(1S)-1-
{[(2R)-2-meTun-5-okcomopdoniH-4-in]meTnn]-3-[2-
uuknonponin-4-(tpudtopmetun)-5,8-
avrigponipngo[3,4-dnipymigunh-7(6H)-in]-3-
okconponin}kapbamaTy

12mr (0,022MMonb) Ha3BaHOI CMOMYyKM OAEpXy-
10Tb 3 BUxogom 88% BignoBsigHO 4O METOAMKM, aHa-
noriYHol MeToauui ogepXXaHHSA CMOoMyKu, onvcaHol B
npuroTysBaHHi 45, 3a BUHATKOM TOrO, LLIO BUKOPUCTO-
BYIOTb 8,0mr (0,025mmonb) (3S)-3-[(TpeT-
6yTokcukapbokcun)amiHol-4-[(2S)-2-meTnn-5-
okconinepuauH-mopdoniH-4-in]éyTaHoBoOi  KMCHOTW,
oTpumaHoi B npurotyBanHi 55 i 7mr (0,025mMmornb)
rigpoxnopuvay 2-uymknonponin-4-(TpucgpTopmeTnn)-
5,6,7,8-TeTparigponipnao[3,4-djnipyumignHy, oTpuma-
HOro B NPUroTyBaHHi 61.

Maca (El) 528 (M"+1)

Mpuknag 27: CuHtes (6S)-4-{(2S)-2-amiHo-4-[2-
yuknonponin-4-(tpudtopmetun)-5,8-
avrigponipnao[3,4-dnipumignt-7(6H)-in]-4-
0oKcobyTnN}-6-MmeTMnMopdoniH-3-oHy
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7wmr (0,014MMornb) Ha3BaHOI CNOMyKM OOepXyoTb
3 BMxogoM 63% BianoBigHO OO METOAWKM, aHaroriy-
HOT MeToaMui OJepXXaHHsi CromnyKku, BUKMadeHo! B
npuknagi 23, 3a BUHATKOM TOrO, LLIO BUKOPUCTOBYIOTb
12mr  (0,022mmonb)  TpeT-6yTun-(1S)-1-{[(2R)-2-
MeTumn-5-okcoMmopdoniH-4-inlmeTun}-3-[2-
uukrnonponin-4-(tpucdtopmetun)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in]-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
69.

AMP: "H-AMP (CD;OD) & 4,80~4,73 (2H, m),
4,20~4,13 (2H, m), 3,97~3,82 (3H, m), 3,60~3,52 (2H,
m), 3,46~3,32 (3H, m), 3,10~3,05 (1H, m), 3,00~2,94
(1H, ™), 2,73~2,68 (1H, ™), 2,62~2,56 (1H, ™),
2,30~2,17 (1H, m), 1,25 (3H, g, J=6,0r"u), 1,15 (4H, g,
J=9,2l"u)

Maca (El) 442 (M"+1)

MpurotyBaHHa 70: CwuHTe3 TpeT-6yTun-{(1S)-1-
[(5,5-andTOp-2-0KCONinepnamnH-1-in)meTnn]-3-okco-3-
[5-(TpndTOpMeTUN)-3,4-aurigpoizoxiHoniH-2(1H)-
in]nponin}kapbamary

12mr (0,023MMoMb) Ha3BaHOI CMOMyKM OAEpXy-
10Tb 3 BUXoAom 25% BignoBsigHO 4O MeToAMKM, aHa-
noriYHol MeToauui ogepXXaHHSA CMOoMyKu, onvcaHol B
npuroTysaHHi 45, 3a BUHATKOM TOrO, LLIO BUKOPUCTO-
BYIOTb 31mr (0,092mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)-6yTaHoBOi KMCNOTKU, OTPUMAaHOI
B npurotyBaHHi 57 i 20mr (0,099mmonb) 5-
(TpudbTopmeTnn)-1,2,3,4-TeTparigpoisoxiHoniHy,
OTPUMAHOro 3a JOMOMOrOl METOAMKN 3 MOCKIaHHSs
Ao WO 03/093231.

Maca (El) 520 (M*+1)

Mpuknag 28: CuHte3 1-{(2S)-2-amiH0-4-0KCO-4-
[5-(TpndTOpMeTUN)-3,4-aurigpoizoxiHoniH-2(1H)-
in]oytun}-5,5-gucpTopninepuanH-2-oxy

6mr (0,012mMmonb) Ha3BaHOI CNOMYKN OAEPXKYTb
3 BMxoaooM 57% BignoBigHO OO METOAWKW, aHanoriy-
HOT MeToaMui OJepXXaHHsi CromnyKku, BUKMadeHo! B
npuknagi 23, 3a BUHATKOM TOrO, LLIO BUKOPUCTOBYIOTb
12mr (0,023mmonb) Tpet-6yTun-{(1S)-1-[(5,5-
AndpTop-2-okconinepuamnH-1-in)metun]-3-okco-3-[5-
(TpudbTopmeTnn)-3,4-aurigpoisoxiHoniH-2(1H)-
injnponinjkap6amarty, OTPUMaHOro B MNPUrOTYBaHHI
70.
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AMP: 'H-AMP (CDsOD) & 7,61~7,38 (3H, m),
4,79~4,78 (2H, m), 3,84~3,75 (4H, m), 3,67~3,62 (2H,
M), 3,48~3,46 (1H, m), 3,15~3,12 (1H, m), 3,04~3,02
(1H, ™), 2,81~2,70 (1H, m), 2,66~2,56 (3H, ™),
2,41~2,32 (2H, m)

Maca (El) 420 (M"+1)

MpurotyBanHa 71: CuHTe3 TpeT-6yTun-{(1S)-1-
{[(2S)-2-meTnn-5-okcomopdponiH-4-in]MeTnn}-3-okco-
3-[5-(TpucpTopmeTnn)-3,4-gurigpoisoxiHoniH-2(1H)-
in]nponin}kapbamary

10mr (0,020mMmornb) Ha3BaHOI CMONYKM OOEPXKY-
1oTb 3 Buxogom 20% BignoBsigHO 4O METOAMKM, aHa-
noriyHol MeToauui ogepXXaHHSA CMoMyku, OnucaHol B
npuroTyBaHHi 45, 3a BUHATKOM TOrO, WO BUKOPUCTO-
BYIOTb 31mr (0,097mmonb) (3S)-3-[(TpeT-
6yTokcukapboHin)amiHol-4-[(2S)-2-meTnn-5-
okconinepuauH-mopdoniH-4-in]éyTaHoBoOi  KMCNOTW,
OoTpyMaHoi B npuroTyBaHHi 55 i 20mr (0,099mmons) 5-
(TpucpbTopmeTnn)-1,2,3,4-TeTparigpoi3oxiHoniny,
OTPUMAHOro 3a JOMOMOrOl METOAMKU 3 MOCKITaHHS
WO 03/093231.

Maca (El) 500 (M*+1)

Mpuknag 29: CuHTtes (6S)-4-{(2S)-2-amiHo-4-
0KC0-4-[5-(TpucbTopmeTun)-3,4-aurigpoi3oxiHoniH-
2(1H)-in]6yTnn}-6-metTnnMopdoniH-3-oHy

NS
0 N }\/
o

6mr (0,013MMonb) Ha3BaHOI CNOMYKN OAEPXKYTb
3 BMxogoM 65% BignoBigHO OO METOAWKM, aHaroriy-
HOT MeToaMui OJepXXaHHsi CromnyKku, BUKMadeHo! B
npuknagi 23, 3a BUHATKOM TOrO, LLIO BUKOPUCTOBYIOTb
10mr  (0,020mmonb)  TpeT-6yTun-{(1S)-1-{[(2S)-2-
MeTun-5-okcomopdoniH-4-in)meTnn}-3-okco-3-[5-
(TpucpTopmeTnn)-3,4-gurigpoisoxiHoniH-2(1H)-
injnponin}kap6amarty, OTPUMaHOro B MNPUrOTYBaHHI
76.

AMP: 'H-AMP (CDsOD) & 7,61~7,40 (3H, m),
4,87~4,79 (2H, m), 4,20~4,07 (2H, m), 3,94~3,90 (1H,
m), 3,82~3,76 (2H, m), 3,66~3,49 (3H, m), 3,40~3,35
(2H, m), 3,14~3,00 (2H, m), 2,73~2,60 (2H, m), 1,24
(3H, g, J=6I"v)

Maca (El) 400 (M"+1)

MpurotyBaHHa 72: CwuHTe3 TpeT-6yTun-{(1S)-1-
[(5,5-andTop-2-0KCOoninepnamnH-1-in)metnn]-3-[2-(4-
dTopdeHin)-4-(TpudTopmetun)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in]-3-
okconponinjkapbamaTy

22Mr Ha3BaHOI Crosiyku odepXytloTb 3 BMXOOOM
53% BignoBigHO OO METOAMKW, aHanoriYHOI MeToamLi
Oflep>KaHHs1 CromnyKKn, OnNncaHol B NpUroTyBaHHi 45, 3a
BUHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  16Mr
(0,067mMmonb) (3S)-3-[(TpeT-6yTOKCMKapPOOHIM)amiHo]-
4-(5,5-gudpTop-2-okconinepmaunH-1-in)-6yTaHoBoi
KMCNOTW, OTpUMaHoi B npurotyeBaHHi 57 i 20Mmr
(0,067mmonb)  rigpoxnopugy  2-(4-dpropdeHin)-4-
(TpudbTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipumigunHy, oTpuMaHOro B NpUroTyBaHHi 58.

89396 78

'H AMP (CDCl3) & 8,48-8,46 (2H, m), 7,18-7,16
(2H, ™), 5,79-5,77 (1H, ™), 4,94-4,88 (1H, m), 4,82-
4,72 (1H, m), 4,21 (1H, ywwup. c), 3,94-3,88 (1H, m),
3,80-3,70 (3H, m), 3,62-3,58 (1H, m), 3,12-3,03 (2H,
M), 2,87-2,82 (1H, m), 2,60-2,52 (4H, m), 2,28-2,23
(2H,m), 1,41-1,40 (9H, m)

Maca (m/e) 516 (M+1-BOC)

Mpuknag 30: CwuHTe3s 1-{(2S)-2-amiHo-4-[2-(4-
pTopdeHin)-4-(TpudTopmeTun)-5,8-
avrigponipnao[3,4-dnipumignx-7(6H)-in]-4-
okcobyTun}-5,5-audTopninepuanH-2-oHy
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15,3Mr Ha3BaHoI CNoyKn oAePXyTb 3 BUXOAOM
78% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  22Mr
(0,036mmornb)  TpeT-6yTUn-{(1S)-1-[(5,5-AndTOP-2-
okconinepuaux-1-in)meTtnn]-3-[2-(4-dpTopdeHin)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-3-okconponinjkapbamaty. OTpMmaHoro B
NpUroTyBaHHI 72.

'H SAMP (CD30D) § 8,49-8,48 (2H, m), 7,23-7,20
(2H, m), 4,90-4,85 (2H, m), 3,95-3,70 (5H, m), 3,50-
3,46 (1H, m), 3,30-3,28 (1H, m), 3,13 (1H, ywwp. c),
3,03 (1H, ywwup. c), 2,90-2,86 (1H, m), 2,76-2,72 (1H,
M), 2,58-2,54 (2H, m), 2,37-2,32 (2H, m)

Maca (vm/e) 516 (M+1)

MpurotyBaHHA 73: CuHTe3 TpeT-0yTnn-{(1S)-3-[2-
(4-dpTopdeHin)-4-(TpucpTopmeTun)-5,8-
avrigponipngo[3,4-dnipumigunh-7(6H)-in]-1-{[(2S)-2-
MeTun-5-okcomopdoniH-4-inmeTun}-3-
okconponin]kapbamaTty

26Mr HasBaHoOi Cronyku OAEepPXYTb 3 BUXOOOM
40% BianoBigHO OO METOAMKWN, aHanoriyHoi MeToauLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BWKOPUCTOBYOTb  21,2Mmr
(0,067mMmonb) (3S)-3-[(TpeT-byTOKCMKapPOOHIn)amiHo]-
4-[2(S)-2-meTun-5-okcomoponiH-4-in]oyTaHoBOi
KMCNOTW, OTpuUMaHoi B npurotyBaHHi 55 i 20mr
(0,067mmonb)  rigpoxnopugy  2-(4-dpropdpeHin)-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipumignHy, oTpuMaHOro B NpUroTyBaHHi 58.

'H AMP (CDCl3) & 8,49-8,46 (2H, m), 7,17-7,15
(2H, m), 5,81-5,76 (1H, m), 4,96-4,88 (1H, m), 4,83-
4,72 (1H, m), 4,23-4,09 (3H, m), 3,93-3,85 (2H, m),
3,79 (1H, ywwp. c), 3,68-3,61 (1H, m), 3,54-3,48 (1H,
M), 3,39-3,30 (2H, m), 3,10-3,03 (3H, m), 2,60-2,53
(1H, m), 1,42-1,41 (9H, m), 1,25 (3H, g, J=6,1T")

Maca (vm/e) 496 (M+1-BOC)

Mpuknag 31: CuHTe3 (6S)-4-{(2S)-2-amiHo-4-[2-
(4-cpTopdeHin)-4-(TpucpTopmeTun)-5,8-
avrigponipnao[3,4-dnipumigunH-7(6H)-in]-4-
0KCcoOyTUN}-6-MmeTUnNMopdoniH-2-oHy
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17,8Mr Ha3BaHOI CMOMyKM OOepPXYTb 3 BUXOOOM
77% BignoBiAHO 4O METOAMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOMO, WO  BWKOPUCTOBYIOTb  26Mr
(0,044mmonb) TpeT-6yTUn-[(1S)-3-[2-(4-dbTOpdeHin)-
4-(TpudpTopmeTunn)-5,8-gurigponipngo[3,4-
d]nipumigun-7(6H)-in]-1-{[(2S)-2-meTnn-5-
okcomopdoniH-4-injmeTtnn}-3-okconponin]kapbamary,
OTPVMMaHOro B NPUroTyBaHHi 73.

'H SAMP (CD30D) & 8,49-8,48 (2H, m), 7,24-7,21
(2H, m), 4,97-4,85 (2H, m), 4,20-4,10 (2H, m), 3,96-
3,93 (2H, m), 3,87-3,84 (1H, m), 3,79 (1H, ywwp. c),
3.67-3,55 (2H, m), 3,33-3,30 (2H, m), 2,13 (1H, ywwp.
c), 3,03 (1H, ywwup. c), 2,91-2,87 (1H, m), 2,76-2,71
(1H, m), 1,24-1,22 (3H, m)

Maca (v/e) 496 (M+1)

MpurotyBaHHa 74: CwuHTe3 TpeT-6yTun-{(1S)-1-
[(5,5-audpTop-2-0KCOninepuamh-1-in)metnn]-3-(2-(3-
pTOopdeHin)-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-im}-3-
okconponinjkapbamaTy

27Mr HasBaHOI Crosiyku ogepXytloTb 3 BMXOOOM
72% BignoBiaHO 4O METOAMKM, aHanoriYHOI MeToauui
Oflep>KaHHs1 CroMnyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO BWKOPUCTOBYIOTb  22,6Mr
(0,067mMmonb) (3S)-3-[(TpeT-byTOKCMKapPOOHIMn)amiHoJ-
4-(5,5-gudpTop-2-okconinepuaut-1-in)-6yTaHoBoi
KMCNOTW, OTpUMaHoi B npurotyBaHHi 57 i 20Mmr
(0,067mmonb)  rigpoxnopugy  2-(3-dpropdeHin)-4-
(TpndTopmeTun)-5,6,7,8-tetparigponipnaol3,4-
d]nipyMiguHy, oTpumaHoro B NpuUroTysaHHi 60.

'H AMP (CDCl3) & 8,29-8,25 (1H, m), 8,18-8,15
(1H, m), 7,53-7,44 (1H, m), 7,24-7,19 (1H, m) 5,81-
5,79 (1H, m), 4,99-4,88 (1H, m), 4,85-4,75 (1H, m),
4,23 (1H, ywwp. c), 3,94-3,91 (1H, m), 3,81-3,67 (4H,
M), 3,64-3,58 (2H, wm), 3,12-3,06 (2H, m), 2,88-2,84
(1H, m), 2,63-2,54 (3H, m), 2,27-2,24 (1H, m), 1,43-
1,41 (9H, m)

Maca (v/e) 516 (M+1-BOC)

Mpuknag 32: CuHtes 1-{(2S)-2-amiHo-4-[2-(3-
dpTopdeHin)-4-(TpudTopmeTun)-5,8-
pwurigponipnao[3,4-d]nipumignn-7(6H)-in]-4-
okcobyTun}-5,5-andTopninepuanH-2-oHy
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18,5Mr HasBaHoi CNonyKkn oAepXyTb 3 BUXOAOM
76% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOMO, WO  BWKOPUCTOBYIOTb  27Mr
(0,044mmonb)  TpeT-6yTMn-{(1S)-1-[(5,5-AndTOP-2-
okconinepnauH-1-in)metun]-3-{2-(3-dbTopdeHin)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in}-3-okconponinikapbamaty, OTpMMaHoOro B
nNpUroTyBaHHi 74.

'H AAMP (CD30D) § 8,31-8,28 (1H, m), 8,16-8,12
(1H, m), 7,57-7,51 (1H, m), 7,31-7,26 (1H, m) 5,00-
4,88 (2H, m), 3,99-3,88 (2H, m), 3,85-3,77 (2H, m),
3,58-3,53 (1H, m), 3,51-3,46 (2H, m), 3,16 (1H, ywwp.
c), 3,06 (1H, ywwup. c), 2,75-2,70 (1H, m), 2,63-2,52
(3H, m), 2,40-2,32 (2H, m)

Maca (vm/e) 516 (M+1)

MpurotyBaHHA 75: CuHTes TpeT-6ytun-[(1S)-3-[2-
(3-dpTOpdheHin)-4-(TpudTop)-5,8-auriaponipnao[3,4-
d]nipumigun-7(6H)-in]-1-{[(2S)-2-meTun-5-
okcomopdoniH-4-injmeTtnn}-3-okconponin]kapbamarty

27Mr HasBaHOI Crosiyku odepXytloTb 3 BMXOOOM
68% BignoBiAHO OO METOAMKW, aHarori4YHOI MeToaMLi
Ooflep>KaHHs1 CroMnyKKW, ONncaHol B NpUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYOTb  21,2Mmr
(0,067mMmonb) (3S)-3-[(TpeT-byTOKCMKapPOOHIMn)amiHo]-
4-[2(S)-2-meTun-5-okcomoponiH-4-in]oyTaHoBOi
KMCNOTW, OTpUMaHoi B npurotyeBaHHi 55 i 20mMmr
(0,067mmonb)  rigpoxnopugy  2-(3-dpropdeHin)-4-
(TpudbTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipyMigunHy, oTpumaHoro B NpuUroTysaHHi 60.

'H AMP (CDCl3) & 8,33-8,29 (1H, m), 8,22-8,19
(1H, ™), 7,54-7,48 (1H, m), 7,28-7,23 (1H, m) 5,86-
5,81 (1H, m), 5,03-4,92 (1H, m), 4,90-4,79 (1H, m),
4,29-4,23 (2H, m), 4,19-4,15 (1H, m), 4,00-3,90 (2H,
M), 3,85 (1H, ywwmp. c), 3,75-3,68 (1H, m), 3,59-3,52
(1H, m), 3,45-3,35 (2H, m), 3,15-3,10 (2H, ™), 2,96-
2,90 (1H, m), 2,64-2,60 (1H, m), 1,47-1,46 (9H, m),
1,32-1,28 (3H, m)

Maca (v/e) 496 (M+1-BOC)

Mpuknag 33: CwuHTtes (6S)-4-{(2S)-2-amiHo-4-2-
(3-dpTOpdheHin)-4-(TpudTopmeTnn)-5,8-
avrigponipnao[3,4-dnipumignH-7(6H)-in]-4-
0oKCobyTnN}-6-MeTMNMopdoriH-3-0Hy
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16,5Mr HasBaHoI CNoNyKN oAEPXKYTb 3 BUXOAOM
68% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOMO, WO  BWKOPUCTOBYIOTb  27Mr
(0,045mmonb)  TpeT-6yTun-[(1S)-3-[2-(3-bTOpdeHin)-
4-(TpudpTop)-5,8-gurigponipuao[3,4-d]nipumignH-
7(6H)-in]-1-{[(2S)-2-meTnn-5-okcomopdoniH-4-
injmetnn}-3-okconponinjkapbamaTy, OTpMMaHOro B
nNpuUroTyeaHHi 75.

'H SAMP (CD30D) § 8,30-8,28 (1H, m), 8,16-8,12
(1H, m), 7,57-7,51 (1H, m), 7,31-7,26 (1H, m) 5,01-
4,88 (2H, m), 4,21-4,09 (2H, m), 4,00-3,84 (3H, m),
3,64-3,54 (2H, m), 3,46-3,35 (3H, m), 3,16 (1H, ywwp.
c), 3,06 (1H, ywwup. c), 2,78-2,72 (1H, m), 2,64-2,57
(1H, m), 1,27-1,24 (3H, m)

Maca (v/e) 496 (M+1)

MpurotyBaHHA 76: CuHTes TpeT-6yTun-[(1S)-3-[2-
(4-dpTopdeHin)-4-(TpucpTopmeTun)-5,8-
avrigponipngo[3,4-dnipymigunn-7(6H)-in]-1-{[(5R)-5-
MeTuIn-2-okconinepuaunn-1-injmeTtnn}-3-
okconponin]kapbamaTty

29Mr HasBaHOI Crosiyku oAepXyloTb 3 BMXOOOM
52% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BWKOPUCTOBYIOTb  28Mr
(0,094mmornb) (3S)-3-[(TpeT-6yTOKCUKap6OHin)amiHo]-
4-[(5R)-5-meTun-2-okconinepuamnt-1-in]6yTaHoBoi
KMCNoTW, OTpUMaHoi B npwuroTyBaHHi 51 i 30mr
(0,094mmonb)  rigpoxnopugy  2-(4-dptopdeHin)-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipumignHy, oTpUMaHOro B NpUroTyBaHHi 58.

'H AMP (CDCl3) & 8,50-8,46 (2H, m), 7,26-7,00
(2H, m) 5,88-5,87 (1H, m), 4,92 (1H, c), 4,86-4,74 (1H,
M), 4,21 (1H, ywwp. c), 3,92 (1H, ywwup. c), 3,82-3,79
(1H, m), 3,64-3,52 (2H, m), 3,38-3,35 (1H, ™), 3,10-
3,04 (3H, m), 2,87-2,85 (1H, m), 2,55-2,45 (1H, m),
2,41-2,21 (2H, m), 1,95-1,88 (1H, m), 1,82-1,80 (1H,
m), 1,43-1,41 (10H, m), 1,01-0,99 (3H, m)

Maca (v/e) 494 (M+1-BOC)

Mpuknag 34: CuHtes (5R)-1-{(2S)-2-amiHo-4-[2-
(4-dpTopdeHin)-4-(TpucpTopmeTun)-5,8-
avrigponipmuao[3,4-d]nipumignn-7(6H)-in]-4-
oKcoOyTUN}-5-meTUnNninepuanH-2-oHy
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20Mr HasBaHOi Cronyku OAEPXYITb 3 BUXOAOM
77% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOMO, WO  BWKOPUCTOBYIOTb  29Mr
(0,049mmonb) TpeT-6yTun-[(1S)-3-[2-(4-dbTOpdeHin)-
4-(TpudpTopmeTunn)-5,8-gurigponipugo[3,4-
d]nipumignn-7(6H)-in]-1-{[(5R)-5-meTun-2-
okconinepuanH-1-inlmeTun}-3-okconponin]kapbamary,
OTPVMMaHOro B NPUroTyBaHHi 76.
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'H SAMP (CD30D) § 8,51-8,48 (2H, m), 7,25-7,20
(2H, m) 4,93-4,86 (2H, m), 3,95-3,92 (1H, m), 3,87-
3,84 (1H, m), 3,77-3,76 (1H, m), 3,68-3,61 (1H, m),
3,54-3,50 (1H, m), 3,35-3,32 (1H, m), 3,30-3,29 (1H,
M), 3,13-3,02 (2H, m), 2,90-2,83 (1H, m), 2,75-2,70
(1H, ™M), 2,44-2,32 (2H, m), 1,99 (1H, ywwp. c), 1,82
(1H, ywwmp. c), 1,52-1,46 (1H,m), 1,03-1,01 (3H, m)

Maca (v/e) 494 (M+1)

MpurotyBaHHa 77: CwuHTe3 TpeT-6yTun-{(1S)-1-
[(5,5-andpTOp-2-0oKConinepnaunH-1-in)metnn]-3-[2-(3,4-
andTopdeHin)-4-(TpudTopmeTun)-5,8-
avrigponipnao[3,4-dnipumigns-7(6H)-in]-3-
okconponin}kapbamaTy

6,0Mr Ha3BaHOI CNOMykn OAEPXYITb 3 BUXOOOM
47% BianoBigHO OO METOAMKWN, aHanoriyHoi MeToauui
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BMHATKOM  TOrO, WO  BWKOPUCTOBYWOTb  7,0Mr
(0,020mmonb) (3S)-3-[(TpeT-byTOoKCMKapOOHIn)amiHo]-
4-(5,5-gudpTop-2-oKkconinepmaunH-1-in)-6yTaHoBoi
KMCNOTKW, OTpuMaHol B npurotyBaHHi 57 i 7,0mr
(0,020mmornb) rigpoxnopuay 2-(3,4-andTopdeHin)-4-
(TpudbTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipumignHy, oTpUMaHOro B NpUroTyBaHHi 59.

'H AMP (CDCl3) & 8,33-8,28 (2H, m), 7,31-7,25
(1H, m) 5,79-5,78 (1H, m), 4,98-4,87 (1H, m), 4,84-
4,73 (1H, m), 4,22-4,21 (1H, m), 3,93-3,91 (1H, m),
3,79-3,64 (3H, m), 3,62-3,56 (2H, m), 3,12-3,05 (2H,
M), 2,88-2,84 (1H, m), 2,62-2,54 (3H, m), 2,27-2,24
(2H, m), 1,43-1,41 (9H, ™)

Maca (v/e) 534 (M+1-BOC)

Mpuknag 35: CuHTe3 1-{(2S)-2-amiHo-4-[2-(3,4-
andTopdeHin)-4-(TpudTopmeTin)-5,8-
avrigponipnao[3,4-dnipumignH-7(6H)-in]-4-
okcobyTun}-5,5-andpTopninepuanH-2-oHy
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4,0Mr Ha3BaHOI CMONyKu OEPXYyTb 3 BUXOAOM
74% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BMKOPUCTOBYKOTb  6,0Mr
(0,009mmornb)  TpeT-6yTUn-{(1S)-1-[(5,5-AndTOP-2-
okconinepuauH-1-in)metun]-3-[2-(3,4-gudTopdoeHin)-
4-(TpudpTopmeTunn)-5,8-gurigponipugo[3,4-
d]nipumiguH-7(6H)-in]-3-okconponinjkapbamarty,
OTPUMaHOro B MPUroTyBaHHI 77.

'H SAMP (CD30D) § 8,31-8,28 (2H, m), 7,41-7,39
(1H, m), 4,96-4,85 (2H, m), 3,93-3,84 (2H, m), 3,80-
3,74 (2H, wm), 3,53-3,49 (1H, wm), 3,47-3,44 (2H, m),
3,12 (1H, ywwp. c), 3,03 (1H, ywwmp. c), 2,70-2,66 (1H,
M), 2,58-2,52 (3H, m), 2,34-2,32 (2H, m)

Maca (v/e) 534 (M+1)

MpurotyBaHHA 78: CuHTe3 TpeT-0yTnn-{(1S)-3-[2-
(3,4-gndpTopdeHin)-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipumigunh-7(6H)-in]-1-{[(2S)-2-
MeTun-5-okcomopdoniH-4-inlmeTun}-3-
okconponin]kapbamaTty
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6,0r HasBaHOI Crnonykun OfepXylTb 3 BUXOAOM
49% BIiANOBIOHO A0 METOAMKWU, aHanorivyHoi MeToauLi
OflepXXaHHsA Cnorykun, onucaHoi B NpuUroTyBaHHi 45, 3a
BMHSATKOM  TOrO, WO  BMKOPUCTOBYTb  6,3Mr
(0,020mmornb) (3S)-3-[(TpeT-byTOKCMKapPOOHiN)amiHo]-
4-[2(S)-2-meTunn-5-okcomopdponiH-4-in]6yTaHoBoI
KMCNOTW, OTpuMaHol B npurotyBaHHi 55 i 7,0mr
(0,020mmonb) rigpoxnopuay 2-(3,4-audTopdeHin)-4-
(TpudbTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipymMigunHy, oTpuMaHoro B NpUroTyBaHHi 59.

'H AMP (CDCl3) 5 8,32-8,24 (2H, ™), 7,30-7,23
(1H, m), 5,84-5,79 (1H, m), 4,98-4,74 (2H, m), 4,24-
4,19 (2H, m), 4,15-4,09 (1H, m), 3,94-3,84 (2H, m),
3,81 (1H, ywwup. c), 3,74-3,67 (1H, m), 3,66-3,46 (1H,
m), 3,40-3,31 (2H, m), 3,12-3,00 (2H, m), 2,91-2,86
(1H, m), 2,63-2,57 (1H, m), 1,43-1,42 (9H, m), 1,28-
1,24 (3H, m)

Maca (vm/e) 514 (M+1-BOC)

Mpuknag 36: CuHTtes (6S)-4-{(2S)-2-amiHo-4-[2-
(3,4-gndTopdeHin)-4-(TpudTopmeTun)-5,8-
avrigponipnao[3,4-dnipumigus-7(6H)-in]-4-
0KCobyTNN}-6-MeTMnMopdoniH-3-oHy
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3,6Mr Ha3BaHoOI CrNomnykn ogepXxylTb 3 BUXOOOM
56% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BMKOPUCTOBYTb  6,0Mr
(0,012mMmonb) TpeT-6yTun-[(1S)-3-[2-(3,4-
AndTopdeHin)-4-(TpudTop)-5,8-gurigponipngo[3,4-
d]nipumigun-7(6H)-in]-1-{[(2S)-2-meTnn-5-
okcomopdoniH-4-in]meTun}-3-okconponinkapbamarty,
OTPVIMaHOro B NPUroTyBaHHi 78.

'H AAMP (CD30D) § 8,33-8,26 (2H, m), 7,45-7,38
(1H, m), 5,00-4,87 (2H, m), 4,18-4,11 (2H, m), 3,99-
3,89 (3H, m), 3,66-3,55 (2H, m), 3,51-3,48 (1H, m),
3,38-3,29 (2H, m), 3,16 (1H, ywwmp. c), 3,06 (1H,
ywwmp. ¢), 2,81-2,76 (1H, m), 2,69-2,61 (1H, m), 1,27-
1,23 (3H, m)

Maca (v/e) 514 (M+1)

MpurotyBaHHA 79: CuHTes TpeT-6yTun-[(1S)-3-[2-
(3,4-gndTopdeHin)-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in]-1-{[(5R)-5-
MeTuIn-2-okconinepuaunn-1-injmeTtnn)-3-
okconponin]kapbamaTty

82Mr HasBaHOI Cronyku ogepXylTb 3 BMXOOOM
96% BignoBiAHO OO METOAMKW, aHarnoriYHOI MeToauLi
Oflep>KaHHs1 CromnyKu, OnNncaHol B NpUroTyBaHHi 45, 3a
BUHATKOM  TOMO, WO  BWKOPUCTOBYIOTb  44Mr
(0,139mmorb).

(3S)-3-[(TpeT-6yTOKCMKapbOoHIn)amiHo]-4-[(5R)-5-
MeTuIn-2-okconinepuamnH-1-in]éyTaHoBoi KMCnoTu,
oTpumaHoi B npuroTyBaHHi 51 i 49mr (0,139Mmonb)
rigpoxnopuay 2-(3,4-gndpTopcheHin)-4-
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(TpudbTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipumignHy, oTpUMaHOro B NpUroTyBaHHi 59.

'H AMP (CDCl3) & 8,33-8,26 (2H, m), 7,32-7,25
(1H, m), 5,93-5,92 (1H, m), 5,00-4,90 (1H, ™), 4,89-
4,77 (1H, m), 4,22 (1H, ywwup. c), 3,96-3,93 (1H, m),
3,85-3,82 (1H, m), 3,76-3,55 (2H, m), 3,52-3,48 (2H,
M), 3,42-3,38 (1H, m), 3,19-3,07 (4H, m), 2,92-2,87
(1H, m), 2,60-2,54 (1H, m), 2,47-2,29 (2H, m), 1,99-
1,96 (1H, m), 1,90-1,83 (1H, m), 1,45-1,43 (9H, m),
1,02 (3H, g, J=6,8w)

Maca (v/e) 512 (M+1-BOC)

Mpuknag 37: Cuntes (5R)-1-{(2S)-2-amiHo-4-2-
(3,4-gndbTopdpeHin)-4-(TpudTopmeTnn)-5,8-
pwurigponipnao[3,4-d]nipumignn-7(6H)-in]-4-
oKcobyTUN}-5-meTunninepuanH-2-oHy

E

O NH; o

58,3Mr Ha3BaHOI Cnonykn oAepXyloTb 3 BUXOOOM
79% BignoBiAHO 4O METOAWMKM, aHanoriYHoi MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  82Mr
(0,134mMmonb) TpeT-6yTun-[(1S)-3-[2-(3,4-
AndpTopdeHin)-4-(TpudTopmeTnn)-5,8-
avrigponipngo[3,4-dnipumignn-7(6H)-in]-1-{[(5R)-5-
MeTun-2-okconinepnanH-1-injmetun}-3-
okconponin]kapbamaTy, OTPYMaHOro B MPUrOTyBaHHI
79.

'H SAMP (CD30D) § 8,32-8,24 (2H, m), 7,45-7,37
(1H, m), 5,00-4,88 (2H, m), 3,98-3,95 (1H, m), 3,92-
3,89 (1H, m), 3,79-3,76 (1H, m), 3,65-3,56 (2H, m),
3,42-3,37 (1H, m), 3,17-3,07 (3H, m), 2,93-2,87 (1H,
M), 2,80-2,76 (1H, m), 2,44-2,36 (2H, m), 2,05-2,02
(1H, m), 1,88-1,85 (1H, m), 1,60-1,49 (1H, m), 1,06-
1,04 (3H, m)

Maca (vm/e) 512 (M+1)

MpurotyBaHHsA 80: CuHTe3 TpeT-0yTnn-{(1S)-3-[2-
LMKNoneHTun-4-(TpudptopmeTnn)-5,8-
avrigponipngo[3,4-dnipumignn-7(6H)-in]-1-{[(5R)-5-
MeTun-2-okconinepuaunn-1-injmeTtnn)-3-
okconponin}kapbamaTy

65Mr HasBaHoOi Cronyku OAepXylTb 3 BUXOOOM
84% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
Oflep>KaHHs1 CroMyKKW, OnNncaHol B NpUroTyBaHHi 45, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  112Mmr
(0,357mmornb) (3S)-3-[(TpeT-6yToKCUKap6OHin)amiHo]-
4-[(5R)-5-meTun-2-okconinepuamnt-1-in]6yTaHoBoi
KMCNOTW, OTpuMaHoi B npurotyBaHHi 51 i 100mr
(0,325mmonb)  rigpoxnopuagy  2-UMKIONeHTwun-4-
(TpndbTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipyMigunHy, oTpUMaHoOro B NPUroTyBaHHi 62.

'H AMP (CDCl3) & 5,88 (LI, ywwmp. c), 4,88 (1H,
c), 4,76-4,64 (1H, m), 4,18 (1H, ywwup. c), 3,88 (1H,
ywwmp. c), 3,77 (1H, ywwmp. c), 3,63-3,47 (2H, m), 3,39-
3,35 (2H, m), 3,01-2,97 (3H, m), 2,88-2,81 (1H, m),
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2,55-2,30 (3H, m), 2,17-2,04 (3H, m), 1,93-1,85 (6H,
m), 1,70 (2H, ywwup. c), 1,42-1,40 (9H, m), 1,00 (3H, g,
J=5,6l"u)

Maca (v/e) 468 (M+1-BOC)

Mpuknag 38: CuHte3 (5R)-1-{(2S)-2-amiHo-4-[2-
uuknoneHTun-4-(tpudtopmetnn)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in]-4-
0KCOByTUN}-5-MeTnunninepnanH-2-oHy

N N

120Mr Ha3BaHOI CNOMykU OAepXyoTb 3 BUXOAOM
83% BignoBiAHO 4O METOAWMKM, aHanoriYHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYIOTb  176Mr
(0,310mmornb) TpeT-6yTun-{(1S)-1-[2-unknoneHTnn-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-1-{[(5R)-5-meTun-2-okconinepnamnH-1-
injmetnn}-3-okconponinjkapbamarty, OTpMMaHOro B
npurotysaHHi 80.

'H SAMP (CD30D) & 4,91-4,80 (2H, m), 4,15-4,11
(1H, m), 3,94-3,80 (2H, m), 3,75-3,67 (1H, m), 3,58-
3,53 (1H, m), 3,44-3,37 (2H, m), 3,15-3,10 (2H, m),
3,01 (1H, c), 2,96-2,89 (1H, m), 2,81-2,72 (1H, m),
2,46-2,34 (2H, m), 2,12-2,03 (3H, m), 1,98-1,82 (5H,
m), 1,79-1,73 (2H, m), 1,59-1,49 (1H, m), 1,05 (3H, g,
J=6,4T"u)

Maca (v/e) 468 (M+1)

MpurotyBaHHsA 81: CuHTe3 TpeT-0yTnn-((1S)-3-[2-
LMKNoneHTun-4-(TpugptopmeTnn)-5,8-
avrigponipngo[3,4-dnipymigunh-7(6H)-in]-1-{[(2S)-2-
MeTun-5-okcomopdoniH-4-inmeTun}-3-
okconponin]kapbamaTty

180Mr Ha3BaHOI Cnonykn odepXylTb 3 BUXOOOM
97% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYIOTb  113Mmr
(0,357mmonb) (3S)-3-[(TpeT-6yToKCUKap6OHin)amiHo]-
4-[2(S)-2-meTun-5-okcomoponiH-4-in]oyTaHoBOi
KMCNOTWN, OTpuMaHoi B npurotyBaHHi 55 i 100mr
(0,325mmonb)  rigpoxnopuagy  2-UMKIONeHTwun-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipyMigunHy, oTpUMaHoOro B NPUroTyBaHHi 62.

'H AMP (CDCl3) & 5,82-5,77 (1H, m), 4,89-4,78
(1H, m), 4,75-4,63 (1H, m), 4,31-4,19 (2H, m), 4,15-
4,09 (1H, m), 3,94-3,84 (2H, m), 3,69 (1H, ywwup. c),
3,68-3,62 (1H, m), 3,54-3,45 (1H, m), 3,41-3,30 (2H,
M), 3,09-2,98 (2H, m), 2,87-2,82 (1H, m), 2,60-2,51
(1H, m), 2,10-2,07 (2H, m), 1,97-1,85 (5H, m), 1,72-
1,68 (2H, ywwp. c), 1,43-1,42 (9H, m), 1,28-1,24 (3H,
M)

Maca (m/e) 470 (M+1)

Mpuknag 39: CuHTes (6S)-4-{(2S)-2-amiHo-4-[2-
UUKnoneHTun-4-(tpudptopmeTtnn)-5,8-
avrigponipuao[3,4-d]nipumignn-7(6H)-in]-4-
oKcobyTnN}-6-MeTMNMopdorniH-3-oHy

89396 86
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117Mr Ha3BaHOI CNONyKN oAepPXylTb 3 BUXOOOM
79% BignNoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYIOTb  180Mr
(0,316mmonb) TpeT-6yTnn-[(1S)-3-[2-unknoneHTnn-4-
(TpndTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-1-{[(2S)-2-meTnn-5-okcomopdoniH-4-
injmetnn}-3-okconponinjkapbamaTy, OTpMMaHOro B
npurotyeaHHi 81.

'H SAMP (CD30D) § 4,83-4,78 (2H, m), 4,22-4,10
(2H, m), 4,00-3,81 (3H, m), 3,69-3,66 (1H, m), 3,59-
3,47 (2H, m), 3,45-3,36 (4H, m), 3,10 (1H, ywwp. c),
3,00 (1H, ywwup. c), 2,82-2,76 (1H, m), 2,68-2,59 (1H,
M), 2,12-2,10 (2H, m), 1,97-1,82 (4H, m), 1,79-1,73
(1H, m), 1,26 (3H, g, J=6,0I"w)

Maca (vm/e) 470 (M+1)

MpurotyBaHHA 82: CuHTe3 TpeT-0yTnn-{(1S)-3-[2-
LMKNoneHTun-4-(TpudptopmeTtnn)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in]-1-[(5,5-
andTop-2-okconinepuanH-1-in)metnn]-3-
okconponin}kapbamaTy

182Mr Ha3BaHOI Cnonykn odepXxylTb 3 BUXOOOM
95% BignoBigHO OO METOAMKW, aHanorivYHOI MeToamLi
Oflep>KaHHs1 CroMnyKKW, OnNncaHol B NpUroTyBaHHi 45, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  120Mr
(0,357mMmonb) (3S)-3-[(TpeT-byTOoKCMKapOOHin)amiHo]-
4-(5,5-gudpTop-2-okconinepuaut-1-in)-6yTaHoBoi
KMCNOTW, OTpuMaHoi B npurotyBaHHi 57 i 100mr
(0,325mmonb)  rigpoxnopuagy  2-UMKIONeHTwn-4-
(TpndbTopmeTun)-5,6,7,8-tetparigponipnao[3,4-
d]nipyMigunHy, oTpUMaHoOro B NPUroTyBaHHi 62.

'H AMP (CDCl3) & 4,78 (1H, ywmp. c), 4,87 (1H,
c), 4,77-4,63 (1H, m), 4,20 (1H, ywwp. c), 3,89-3,86
(1H, m), 3,75-3,63 (3H, m), 3,60-3,53 (2H, m), 3,41-
3,33 (1H, m), 3,05-2,98 (2H, m), 2,82-2,80 (1H, m),
2,60-2,51 (3H, m), 2,31-2,21 (2H, m), 2,10-2,07 (2H,
M), 1,95-1,85 (4H, m), 1,75-1,70 (2H, m), 1,42-1,41
(9H, m)

Maca (m/e) 490 (M+1-BOC)

Mpuknag 40: CuHtes 1-{(2S)-2-amiHo-4-[2-
LUKNoneHTun-4-(tpudptopmeTnn)-5,8-
avrigponipuao[3,4-d]nipumignn-7(6H)-in]-4-
okcobyTun}-5,5-andpTopninepuanH-2-oHy

(REWUNG

105Mr Ha3BaHOI CNoOnyku oAepXyoTb 3 BUXOAOM
70% BignoBiaHO 4O METOAMKM, aHanoriyHoi MeToauui
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oJepXaHHs CMonyKun, 3a BUHATKOM TOro, O BUKOPUC-
ToBytoTb 182mr (0,309mMmonb) TpeT-6yTun-{(1S)-3-[2-
uukroneHTun-4-(tpudtopmetnn)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in]-1-[(5,5-
andTop-2-okconinepuaunH-1-in)metnn]-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
82.

'H SAMP (CD30D) & 4,90-4,79 (2H, m), 3,93-3,77
(4H, ™), 3,64-3,56 (2H, m), 3,49-3,37 (2H, m), 3,15
(1H, ywwp. c), 3,00 (1H, ywwup. c), 2,79-2,73 (1H, m),
2,66-2,52 (3H, m), 2,42-2,31 (2H, m), 2,12-2,08 (2H,
M), 1,97-1,83 (4H, m), 1,79-1,73 (2H, m)

Maca (m/e) 490 (M+1)

MpurotyBaHHsA 83: CuHTE3 TpeT-6yTnn-3-amiHo-4-
riapokcuninepunanH-1-kapbokcunaty

(1) CwuHTe3 TpeT-6yTVN-3,6-AMrigpoKCUNipUaNH-
1(2H)-kapbokcunaty

1r (12mmonb) 1,2,3,6-TeTparigpokeunipygnHy Ta
2,76r (12,6mmonb) TpeT-6yTunrigpokapboHaTty, pos-
YMHA T y cyMmiwi 40mn TeTparigpodypaH/Boaa (1:1),
i nicna nepemillyBaHHA NPOTAroM 5 roguH 4o paHille
YTBOPEHOro po3uuHy gopattb 100mn eTunauetaTy.
Micna npomMmBaHHA BOOOK OpraHiYHMK Lap cywatb
Hag 6e3BogHMM CcynbdaTom marHito. PO34MHHKK Big-
raHATb MPY 3HWKEHOMY TUCKY, i 3aMMLLOK OYMLLYIOTb
XpomaTtorpadielo  Ha  KOMoHui, wo pae  2,1r
(11,5Mmonb) Ha3BaHoi cnonyku 3 Buxogom 91%.

AMP: "H-AMP (CDCl5) & 5,81 (1H, m), 5,66 (1H,
M), 3,88 (2H, c), 3,49 (2H, 1, J=6I"W), 2,13 (2H, ywmp.
c), 1,47 (9H, ¢)

(2) CuHTes TpeT-6yTnn-7-okca-3-
asabiuuknol4,1,0]rentaH-3-kapbokeunaTty
21r (11,5Mmonb) TpeT-6yTnn-3,6-

avrigpokcunipnamni-1(2H)-kapbokcunaty  (MpPoAykT,
oTpumanui Ha ctagii 1) i 3,1r (12,6mmonb) M-
Xnop6eH30MHOT KNCMOTH, PO34MHATL B 30MN xropu-
CTOro MEeTUneHy, i nicns nepemillyBaHHA NPoTArom 5
rOAWH, MOTIM OO paHille yTBOPEHOro po3ynHy goga-
toTb 100Mn eTunauetaTty. [licns npomMuBaHHS BOAOO
OpraHiyHui Wap cywartb Hag 6e3BogHUM cynbcaTom
MarHito. PO3YMHHUK BiAraHs0Tb NpU 3HWKEHOMY TUC-
Ky Ta 3anuLwoK o4MLLYyoTb XpoMaTorpadieto Ha Kono-
HUi, wo aae 2,1r (10,5Mmonb) Ha3BaHOI cronyku 3
Buxoaom 87%.

Maca (m/e) 200 (M+1)

(3) CuHTe3 TpeT-6yTnn-3-amiHo-4-
rigpokcuninepuamnH-1-kapbokcunarty

29r (10,0mmonb) TpeT-6yTnn-7-okca-3-
asabiuuknol4,1,0]rentaH-3-kapbokeunaty  (MPOAYKT,
oTpumanui Ha ctagii 2) i 1,2r (10,0mmonb) (S)-1-
deHineTunamivy, posunHaots B 30Mn Boaw, i nepe-
MiLLYIOTb NpU TemnepaTypi KUNiHHA npoTtarom 12 ro-
OVH, NOTiM A0 paHille yTBOPEHOro po3ynHy Ao4aloTb
100Mn eTnnaueTaty. PeakuiiHy cymill npoMuBaloTb
BOZO10, MOTIM OpraHiyHWi Wwap cywaTtb Hag 6e3Boa-
HUM CcynbdaToM MarHito. PO34MHHKK BigraHsoTe Npu
3HWKEHOMY TWUCKY Ta OTPMMaHWA PO3YMH, PO3YMHSI-
I0Tb Y MeTaHoni. Peakuito npoBoAATb Y NPUCYTHOCTI
120mMr 20% nanagito Ha KyTi B aTMocdepi BOAHIO
npotarom 9 roauH, i PO34YMHHUK BIOMINLTPOBYOTHL
yepes ueniT. BigdinbTpoBaHUM PO3YMH BiAraHsATbL
MPU 3HWKEHOMY TWUCKY, MOTIM 3asuvLLIOK OYMLLYIOTb
XpomaTtorpadieto Ha  KomoHui, wo pgae 0,50r
(2,3MMonb) Ha3BaHoi cnonykn 3 Buxogom 23%.

Maca (v/e) 217 (M+1)

89396 88

MpurotyBaHHst 84: CuHTe3s rigpoxnopugy 2-[4-
(TpucbTopmeTun)deHini-4,5,6,7-
Tetparigpo[1,3]tiasono[4,5-c]nipuanHy

(1) CwuHTes TpeT-6yTun-4-rigpokcu-3-{[4-
(TpucbTOPMETMI)BEHS3OIN]amiHO}NiNnepManH-1-
kapbokcunary

0,50r (2,3Mmonb) TpeT-6yTun-3-amiHo-4-
rigpokcuninepuamnH-1-kapbokcunaty (BkasaHuiA npo-
OyKT oTpumaHui y npurotyBaHHi 83) i 0,32mn,
(2,3MMonb) TpreTunamiHy, posunHslTe B 30Mn xro-
puUcToro MeTuneHy, i nig 4ac nepemiwlyBaHHA npwu
Temnepatypi 0°C npoTArom rogvHu OO paHiwe yTBo-
peHoro po3dvHy no kpannax gogawTe 0,34mn
(2,3MMonb) 4-TpudTopmMeTUnGeH3oINxnopuay, 3 Ha-
CTynHUM gopaBaHHaM 100mn eTunauetoaueTaty Ta
noTiM NpoMuBaloTb Bogok. OpraHiyHWi Wwap cywaTb
Hag 6e3BogHUM cynbdaToM Marhito. PeakuinHun
PO34YuH BiAMINbTPOBYIOTL | BiAraHATb NPU 3HWDKE-
HOMY TWUCKY, MOTIM 3afULLOK O4MLLYIOTb XpomaTorpa-
dieto Ha komnoHui, wo gae 0,48r (1,2MMornb) Ha3BaHoI
CMOMyKM i3 3aranbHUM BUX0A0M 54%.

Maca (m/e) 335 (M+1)

(2) CwuHTes TpeT-0yTnn-4-okco-3-{[4-
(TpucbTOpPMETMI)BEH3OIN]aMiHO}NiNnepanH-1-
kapbokcunary

0,48r (1,2mmonb) TpeT-6yTnn-4-rigpokcun-3-{[4-
(TprcbTOPMETMI)BEH3OIN]aMiHO}NiNnepanH-1-
kapbokcunaty (MpodyKT, oTpumaHuin Ha ctagii 1),
po34MHsAOTE B 10MN XNMOPUCTOro METUNEHY, | B OTPU-
MaHWN  pO3YMH MO  Kpannax gopawTb  5,24r
(1,9mmonb) neprioanHany [ecc-MaptuHa. llicns ne-
peMillyBaHHa NpOTAroM S roguH B OTPUMaHUA po3-
UYMH MO Kpannsx gogaTb S0MN eTunaueToaueTarTy, i
npomuBaloTb Bodow. OpraHiyHui Wwap cywartb Hag
6e3BogHMM cynbdaTtom MarHito. PeakuinHWin po3ynH
BiAMINbTPOBYIOTL | BiAraHsAOTb NPU 3HWKEHOMY TUC-
Ky, NOTIM 3anuLIOK OYuLLylOTb Xpomartorpadieo Ha
KornoHui, wo gae 0,30r (0,78Mmonb) Ha3BaHoi crnony-
Ku i3 3aranbHUM BUxoaom 65%.

AMP: 'H-AMP (CDCls) & 7,94 (2H, a, J=8Iu),
7,73 (2H, g, J=8u), 7,16 (1H, ywwup. c), 5,05-5,00
(1H, m), 4,70-4,60 (1H, m), 4,55-4,45 (1H, m), 3,12-
3,00 (1H, m), 2,77-2,66 (2H, m), 2,61-2,57 (2H, m),

1,55 (9H, c)
Maca (vm/e) 387 (M+1)
(3) CuHtes TpeT-0yTun-2-[4-

(TpudpTopmeTnn)dpenin]-6,7-gurigpo[1,3]tiazono[4,5-
c]nipuamH-5(4H)-kapbokcunaty

0,40r  (1,0mMmonb)  TpeT-6yTUN-4-0okco-3-{[4-
(TpucpTopmeTnn)6eH3oin]amiHo}ninepuamnH-1-
kapbokcunaty (NpogykT, OTpMMaHW Ha cragii 2),
po3unHsoTb B 0,471 (1,2MMonb) peareHTi JlaBeccoHa
(Lawesson), i OTpyMaHWIA PO34MH MEPEMILLYIOTL NPU
knniHHi 30Mn Tonyony NpoTaroM 4 roauH i BiAraHA0Tb
NPU 3HWKEHOMY TUCKY. 3anmLLOK O4MLLYIOTE XPOMAaTo-
rpadieto Ha komoHuj, wo gae 0,30r (0,91mMmonb) Ha-
3BaHOI CMOMYKW i3 3aranbHUM Buxogom 91%.

AMP: 'H-AMP (CDCl3) & 8,00 (2H, A, J=8Iu),
7,68 (2H, g, J=8l'y), 4,70 (2H, c), 3,79 (2H, c), 2,93
(2H, m), 1,50 (9H, c)

Maca (vm/e) 331 (M+1)

(4) CuvHTes riapoxnopuay 2-[4-
(TpucpTopmeTnn)dpeninl-4,5,6,7-
Tetparigpo[1,3]Tiaszono[4,5-clnipuavHy

0,30r (0,91mmonb) TpeT-0yTnn-2-[4-
(TpucpTopmeTnn)penin]-6,7-aurigpo[1,3]tiazono[4,5-
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c]nipngunH-5(4H)-kapbokeunaTy (MPoAyKT, OTPUMaHWN
Ha cTagii 3), po3unHsAlTe B 15mMn 4,0M po3uuHi
HCl/piokcaH, a noTiM nepemilyloTb NPOTAroM 2 ro-
OWH. PO34YMHHUK BiAraHsATb NpU 3HWKEHOMY TUCKY, i
3anNULLOK OYULLYIOTL XpoMaTorpadieto Ha KOnoHL, Lo
pgae 0,15r (0,53mMmonb) Ha3BaHoi Cronykn 3 BUXOAOM
58%.

AMP: "H-AMP (CD;OD) & 8,08 (2H, a, J=8Iw),
7,77 (2H, g, J=8lu), 4,03 (2H, c), 3,16 (2H, T, J=6I"L),
2,96 (2H, m)

Maca (v/e) 285 (M+1)

MpurotyBaHHa 88: CuHTe3d TpeT-OyTnn-[(1S)-1-
{[(5R)-5-meTunn-2-okconinepuamnH-1-in]mMetun}-3-okco-
3-(2-[4~(TpndpTOopMeTUN)peHin]-6,7-
avrigpo[1,3]tiazono[4,5-c]nipuann-5(4H)-
injnponinjkapbamary

30,0mr (0,095mMmonb) (3S)-3-[(TpeT-
OyTokcukap6boHin)amiHol-4-[(5R)-metun-2-
okconinepuauH-1-in]-6yTaHoBOI KUCMOTW, OTPUMAaHOI
B npurotyBaHHi 51 i 30,0mr (0,095mMmonb) 2-[4-
(TpudTopmeTun)deHinl-4,5,6,7-
Tetparigpo[1,3]tiazonol4,5-clnipnanHy, oTprMaHoro B
npurotyBaHHi 68 B3aemopfjloTe BiAMOBIAHO OO METO-
OWKW, aHanoriyHoi MeToauui OAepXKaHHSI CromnyKu,
onuncaHoil B npurotyBaHHi 45, wo gae 30Mr HasBaHoi
cnonyku 3 Buxogom 13%.

AMP: 'H-AMP (CDCl3) § 8,00 (2H, m), 7,69 (2H,
M), 5,84 (1H, m), 4,84 (1H, c), 4,70 (1H, m), 4,22 (1H,
M), 4,03-3,89 (1H, m), 3.81 (1H, T, J=6I"L), 3,65 (1H,
M), 3,52 (2H, m), 3,36 (1H, m), 3,10-2,80 (4H, m),
2,55-2,35 (3H, m), 1,95 (1H, m), 1,80(1H, m), 1,42
(9H, c), 1,00 (3H, m)

Maca (m/e) 581 (M+1)

Mpuknag 41: Cuxtes (5R)-1-[(2S)-2-amiHo-4-
0oKCO-4-{2-[4-(TpndpTopmeTnn)eHin]-6,7-
avrigpo[1,3]tiazono[4,5-c]nipngnH-5(4H)-in}-6yTun]-5-
MeTUnninepuanH-2-oHy

N
OIS
Fl S

1,2Mr HasBaHOI CroMykn ofepXykTb i3 3aranb-
HUM Buxogom 29% BignoBigHO 4O MeToAWKKM, aHaro-
riYHOI MeToauLi OAepXKaHHsI Croslyku, BUKNageHOo! B
npuknagi 3, BukopuctoBytoun 5Smr (0,0086mMmonb)
Tpet-6yTun-[(1S)-1-{[(5R)-5-meTnn-2-okconinepuamH-
1-in]Jmetun}-3-okco-3-{2-[4-(TpudTopmeTnn)deHin]-
6,7-gurigpo[1,3]tiazono[4,5-c]nipuaunH-5(4H)-
injnponinjkap6amarty, OTpPUMaHOro B MNPUrOTYBaHHI
85.

AMP: "H-AMP (CD;OD) & 8,12 (2H, a, J=8Iw),
7,80 (2H, g, J=8lu), 4,85 (1H, c), 4,79 (1H, c), 4,03
(1H, 1, J=6I"'u), 3,89 (2H, m), 3,79 (1H, m), 3,55 (1H,
m), 3,36 (1H, m), 3,13 (2H, m), 2,98 (2H, m), 2,81 (1H,
M), 2,42 (2H, m), 2,03 (1H, m), 1,86 (1H, m), 1,53 (9H,
c), 1,05 (3H, g, J=7Tu)

Maca (v/e) 481 (M+1)

Mpuknag 42: CuHtes (6S)-4-[(2S)-2-amiHo-4-
okco-4-{2-[4-(TpudpTopmeTun)erin]-6,7-
avrigpo[1,3]tiasono[4,5-c]nipuanH-5(4H)-in}oyTun]-6-
MEeTUIIMOPMONiH-3-OHY

89396 90

F

29Mr HasBaHOI Croslyku O4epXyloTb 3 BMXOOOM
43% BiANOBIOHO A0 METOAMKK, aHanoriyHoi MeToauLi
ofepXaHHs CMonyKW, onncaHoi NocnigoBHO B MPWro-
TyBaHHi 45 i npuknagi 3, 3a BUHSATKOM TOrO, LLO BUKO-
pUCTOBYIOTH 45mr (0,14mmonb) 2-[4-
(TpudbTopmeTun)deHinl-4,5,6,7-
TeTparigpo[1,3]tiasono[4,5-c]nipuanHy, oTpMMaHoro B
npurotyBaHHi 84 i 45mr (0,14mmonb) (3S)-3-[(TperT-
6yToKkcrkapboHin)amiHo]-4-[2(S)-2-meTun-5-
oKkcomopdoniH-4-in]0yTaHOBOI KUCNOTK, OTPMMaHOI B
npuroTyeaHHi 55.

AMP: "H-AMP (CD3OD) & 8,12 (2H, A, J=8Iw),
7,79 (2H, g, J=8lu), 4,85 (1H, c), 4,79 (1H, c), 4,20
(2H, m), 4,02 (1H, 1, J=6I"U), 3,98 (1H, m), 3,90 (1H,
M), 3,88 (1H, m), 3,72 (1H, m), 3,60 (1H, m), 3,38 (2H,
M), 3,09 (1H, m), 2,99 (1H, m), 2,96 (1H, m), 2,77 (1H,
M), 1,26 (3H, g, J=6I"u)

Maca (v/e) 483 (M+1)

Mpuknag 43: CuHtes 1-[(2S)-2-amiHo-4-0KCO-4-
{2-[4-(TpubTOpPMETUN)DEHIN]-6,7-
avrigpo[1,3]tiazono[4,5-c]nipnanH-5(4H)-in}6yTun]-
5,5-audpTopninepnanH-2-oHy

F F
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45Mr HasBaHOI CrOSyKM OAEPXYyTb 3 BUXOAOM
64% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
ofepXaHHsa CMonyKW, onncaHoi NocnigoBHO B MPWro-
TyBaHHi 45 i npuknagi 3, 3a BUHSATKOM TOrO, LLO BUKO-
pUCTOBYIOTH 45mr (0,14mmonb) 2-[4-
(TpudbTopmeTun)deHinl-4,5,6,7-
TeTparigpo[1,3]tiasono[4,5-c]nipuanHy, oTpMMaHoro B
npurotyBaHHi 84 i 47mr (0,14mmonb) (3S)-3-[(TperT-
6yTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)-6yTaHoBoi KMCNOTK, OTPUMAaHOI
B NpUroTyBaHHi 57.

AMP: "H-AMP (CD30OD) & 8,12 (2H, A, J=8Iw),
7,79 (2H, g, J=8lu), 4,85 (1H, c), 4,79 (1H, c), 4,02
(1H, 1, J=6I'u), 3,90 (2H, m), 3,81 (3H, m), 3,50 (1H,
M), 3,09 (1H, m), 3,00 (1H, m), 2,91 (1H, m), 2,62 (2H,
M), 2,37 (2H, m)

Maca (vm/e) 503 (M+1)

MpurotyBaHHA 89: CuHTe3 rigpoxnopugy 2-(4-
dTopdeHin)-4,5,6,7-tetparigpo[1,3]tiazono[4,5-
clnipuanHy

70Mr HasBaHOI CMOMNyKn OAepXykTb 3 BUXOOOM
32% BignoBigHO OO METOAMKW, aHanorivYHOI MeToauLi
Ooflep>KaHHs1 CroMnyKKW, OnNncaHol B NpUroTyBaHHi 84, 3a
BUHATKOM  TOoro, wWwo  BukopuctosyloTe  0,20r
(0,92mmonb) TpeT-0yTnn-3-amiHo-4-
rigpokcuninepuamnH-1-kapbokcunarty, OTPMMaHOro B
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npuroTysaHHi 83 i
pTOp6EH30INXNOpPUaY.

AMP: "H-AMP (CD3;0D) & 7,90 (2H, m), 7,20 (2H,
M), 4,98 (2H, c), 3,13 (2H, T, J=6I"u), 2,89 (2H, m)

Maca (vm/e) 235 (M+1)

Mpuknag 44: CuHtes (5R)-1-{(2S)-2-amiHo-4-[2-
(4-dpTopdherin)-6,7-gurigpo[1,3]riazono[4,5-
c]nipngunH-5(4H)-in]-4-okcobyTumn}-5-
MeTUnninepuanH-2-oHy

0,11mn  (0,92mmonb)  4-

e l\éHz
@DMQ

5,8Mr HasBaHoi Cnomnykn ogepxyTb 3 BUXOOOM
36% BignoBiaHO 4O METOAWUKM, aHanoriYyHoi MeToauui
oJepXaHHs CMonyKW, onncaHoi NOocnigoBHO B MPWro-
TyBaHHi 45 i npuknaai 3, 3a BUHSATKOM TOrO, LLO BUKO-
puctoBytoTe 10mr (0,037mMmonb) 2-(4-cdTopdpeHin)-
4,5,6,7-tetparigpo[1,3]tiasono[4,5-c]nipnanHy, oTtpu-
MaHoro B npurotysaHHi 86 i 12,0mr (0,037Mmorb)
(3S)-3-[(TpeT-6yTOKCMKapOOHIN)amiHo]-4-[(SR)-meTun-
2-okconinepuauH-1-in]-6yTaHoBOi  KMCNOTW, OTpUMa-
HOT B NPUrOTYyBaHHI 51.

AMP: "H-AMP (CD;0D) & 7,92 (2H, m), 7,20 (2H,
m), 4,78 (1H, c), 4,71 (1H, c), 3,98 (1H, m), 3,89 (2H,
M), 3,71 (1H, m), 3,51 (1H, m), 3,36 (1H, m), 3,13 (2H,
M), 2,98 (2H, m), 2,80 (1H, m), 2,38 (2H, m), 1,98 (1H,
m), 1,82 (1H, m), 1,50 (9H, c), 1,00 (3H, m)

Maca (vm/e) 431 (M+1)

Mpuknag 45: CuHtes (6S)-4-{(2S)-2-amiHo-4-
0Kco-4-[2-(4-dpTopdeHin)-6,7-
avrigpo[1,3]tiasono[4,5-c]nipuanH-5(4H)-in]oytnn}-6-
MEeTUITMOPMONiH-3-OHY

o M. (O
N
0

5,0Mr HasBaHoOI CNomnykn ogepxyTb 3 BUXOOOM
31% BignoBiaHO 4O METOAWMKM, aHanoriyHoi MeToauui
oJepXaHHs CMonyKW, onncaHoi NocnigoBHO B MPWro-
TyBaHHi 45 i npuknaai 3, 3a BUHSATKOM TOrO, LLO BUKO-
puctoBytoTe 10mr (0,037mMmonb) 2-(4-dTopdpeHin)-
4,5,6,7-tetparigpo[1,3]tiasono[4,5-c]nipnanHy, oTtpu-
MaHoro B npurotyBaHHi 86 i 12,0mr (0,037Mmorb)
(3S)-3-[(TpeT-6yTOKCMKapOOHIN)amiHo]-4-[2(S)-2-
MeTur-5-okcomopdoniH-4-in]byTaHoBoi KNCoTH,
OTPVMMaHOI B NPUroTyBaHHi 55.

AMP: "H-AMP (CD30D) & 7,91 (2H, m), 7,18 (2H,
m), 4,78 (1H, c), 4,71 (1H, c), 4,15 (2H, m), 4,02 (1H,
T, J=6lu), 3,91 (2H, m), 3,81 (2H, M), 3,70 (1H, m),
3,65 (2H, m), 3,55 (1H, m), 3,00 (2H, m), 2,93 (1H, m),
2,80 (1H, m), 1,22 (3H, m)

Maca (v/e) 433 (M+1)

Mpuknag 46: CwuHtes 1-{(2S)-2-amiHo-4-[2-(4-
dTopdeHin)-6,7-gurigpol[1,3]tiasono[4,5-c]nipnanH-
5(4H)-in}4-okcobyTun}-5,5-andTopninepuanH-2-oHy

89396 92

8,0Mr Ha3BaHoOI Cnomnykn ogepxyTb 3 BUXOOOM
48% BiaANOBIOAHO A0 METOAMKW, aHanoriYHoi MeToauLi
ofepXaHHsa CMonyKW, onncaHoi NocnigoBHO B MPWro-
TyBaHHi 45 i npuknagi 3, 3a BUHSATKOM TOrO, LLO BUKO-
puctoBytoTe 10mr (0,037mMmonb) 2-(4-dTopdpeHin)-
4,5,6,7-tetparigpo[1,3]tiasono[4,5-c]nipuanHy, oTtpu-
MaHoro B npurotyBaHHi 86 i 14,0mr (0,037mmorb)
(3S)-3-[(TpeT-6yTOKCMKapOOHIn)amiHo]-4-(5,5-
andTop-2-okconinepuanH-1-in)-6ytaHoBoi  kncnotwu,
OTPUMAaHOI B MPUroTyBaHHi 57.

AMP: "H-AMP (CDsOD) & 7,91 (2H, am), 7,20
(2H, m), 4,79 (1H, c), 4,71 (1H, c), 3,95 (1H, m), 3,90
(3H, m), 3,82 (2H, m), 3,45 (1H, m), 3,00 (2H, m), 2,92
(1H, m), 2,80 (1H, m), 2,59 (2H, m), 2,34 (2H, m)

Maca (v/e) 453 (M+1)

MpurotyBaHHa 87: CuHTe3 2-(TeTparigpo-2H-
nipaH-4-in)-4,5,6,7-tetparigpo[1,3]tiasono[4,5-
clnipuanHy

45Mr HasBaHOI CMOMyKM OAEpPXYHTb 3 BUXOAOM
17% BignoBigHO 4O METOAMKWN, aHanoriyHoi MeToauui
OflepPXXaHHsA Cnonyku, onucaHol B NpUroTyBaHHi 45, 3a
BUHATKOM  TOro, WO  BukopuctosyloTe  0,22r
(1,0mmonb) TpeT-0yTnn-3-amiHo-4-
rigpokcuninepuamH-1-kapbokcunarty, OTPMMaHOro B
npurotysaHHi 83 i 0,15mr (1,0MMonb) TeTparigpo-2H-
nipaH-4-kapOoHinxnopuay.

Maca (m/e) 225 (M+1)

Mpuknag 47: CwuHtes (5R)-1-{(2S)-2-amiHo-4-
okco-4-[2-(TeTparigpo-2H-nipaH-4-in)6,7-
avrigpo[1,3]tiazono[4,5-c]nipnanH-5(4H)-in]oytnn}-5-
MeTunninepuanH-2-oHy

3,2Mr Ha3BaHOI CMorykn ogepXyloTb 3 BUXOOOM
25% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
ofepXaHHsa CMonyKW, onncaHoi NocnigoBHO B MPWro-
TyBaHHi 45 i npuknagi 42, 3a BUHATKOM TOro, WO BU-
kopucToBytoTb 8,0mr (0,031mmonb) 2-(TeTparigpo-2H-
nipaH-4-in)-4,5,6,7-tetparigpo[1,3]tiasono[4,5-
clnipuavHy, oTpMMaHoro B mpurotyBaHHi 87 i 9,6mr
(0,031mmonb) (3S)-3-[(TpeT-6yToKCMKapbOHin)amiHo]-
4-[(5R)-meTun-2-okconinepmguH-1-in]-6ytaHoBoi kuc-
NoTW, OTPUMAHOI B NPUrOTYBaHHI 51.

AMP: "H-AMP (CD30D) & 4,73 (1H, c), 4,65 (1H,
c), 4,03 (2H, m), 3,96 (1H, T, J=6I"U), 3,83 (2H, m),
3,76 (1H, m), 3,69 (1H, m), 3,60 (3H, m), 3,52 (1H, m),
3,35 (1H, m), 3,25 (1H, m), 3,11 (1H, m), 2,97 (1H, m),
2,88 (2H, m), 2,75 (1H, m), 2,43 (2H, m), 1,99 (2H, m),
1,85 (2H, m), 1,55 (1H, m), 1,05 (3H, g, J=7Tu)

Maca (vm/e) 421 (M+1)

Mpuknag 48: CuHtes (6S)-4-{(2R)-2-amiHo-4-
okco-4-[2-(TeTparigpo-2H-nipaH-4-in)6,7-
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avrigpo[1,3]tiazono[4,5-c]nipuann-5(4H)-in)6yTnn}-6-
MeTUNMopdoniH-3-0Hy

1l

2,5Mr Ha3BaHOI CNomnykn OAEepXylTb 3 BUXOAOM
19% BignNoBigHO 4O METOAMKW, aHanorivyHoi MeToauLi
oJepXaHHsa CMonyKW, onncaHoi NocnigoBHO B MPWro-
TyBaHHi 45 i npuknagi 42, 3a BUHATKOM TOro, WO BU-
kopucToBytoTb 8,0mr (0,031mmonb) 2-(TeTparigpo-2H-
nipaH-4-in)-4,5,6,7-tetparigpo[1,3]tiasono[4,5-
clnipuanHy, oTpumaHoro B npurotyBaHHi 87 i 10mr
(0,031mmorb) (3S)-3-[(TpeT-6yToKCMKapbOoHin)amiHo]-
4-[2(S)-2-meTun-5-okcomoponiH-4-in]oyTaHoBoi
KMCIOTWN, OTPUMAHOI B MPUroTyBaHHi 55.

AMP: "H-AMP (CDs0D) § 4,88 (1H, c), 4,66 (1H,
c), 4,21 (2H, m), 4,05 (2H, m), 3,95 (2H, m), 3,83 (1H,
M), 3,75 (1H, m), 3,58 (4H, m), 3,36 (2H, m), 3,25 (1H,
M), 2,97 (1H, m), 2,86 (2H, m), 2,68 (1H, m), 2,00 (2H,
m), 1,85 (2H, m), 1,26 (3H, g, J=7Tu)

Maca (vm/e) 423 (M+1)

Mpuknag 49: CuHte3d 1-{(2S)-2-amiH0-4-0KCO-4-
[2-(TeTparigpo-2H-nipaH-4-in)6,7-
avrigpo[1,3]tiazono[4,5-c]nipnanH-5(4H)-in]6yTnm}-
5,5-audpTopninepnanH-2-oHy

O NH,

3,6Mr Ha3BaHoOI Crnomnykn ogepXylTb 3 BUXOOOM
26% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
oJepXaHHs CMonyKW, onncaHoi NocnigoBHO B MPWro-
TyBaHHi 45 i npuknagi 3, 3a BUHSATKOM TOrO, LLO BUKO-
puctoBytote 8,0mr (0,031mMMonb) 2-(TeTparigpo-2H-
nipaH-4-in)-4,5,6,7-tetparigpo[1,3]tiasono[4,5-
clnipuanHy, oTpumaHoro B npurotyBaHHi 87 i 10mr
(0,031mmorb) (3S)-3-[(TpeT-6yToKCMKapbOoHin)amiHo]-
4-(5,5-gudpTop-2-okconinepuaunH-1-in)-6yTaHoBoi
KMCIOTN, OTPUMAHOI B MPUrOTyBaHHI 57.

AMP: "H-AMP (CD30D) & 4,88 (1H, c), 4,73 (1H,
c), 4,03 (2H, m), 3,95 (1H, 1, J=6I'U), 3,83 (2H, m),
3,77 (3H, m), 3,58 (2H, m), 3,48 (1H, m), 3,25 (1H, m),
2,97 (1H, m), 2,88 (2H, m), 2,70 (1H, m), 2,61 (2H, m),
2,37 (2H, m), 2,01 (2H, m), 1,85 (2H, m)

Maca (v/e) 443 (M+1)

MpurotyBaHHa 88: CuHTes 2-(Tpuddtopmerun)-
4,5,6,7-tetparigpo[1,3]tiasono[4,5-c]nipnanHy

20Mr HasBaHOI CMoOSyku odepXyloTb 3 BMXOOOM
9,3% BignNoBigHO A0 METOAMKN, aHamNoriYHOT MeToauLi
Oflep>KaHHs CromnyKu, onncaHoi B NpuUroTyBaHHi 84, 3a
BUHATKOM  TOoro, wo  BukopuctosytoTe  0,30r
(1,4mmonb) TpeT-0yTnn-3-amiHo-4-
rigpokcuninepuamnH-1-kapbokcunarty, OTPMMaHOro B
npurotyBaHHi 83 i 0,19mn (1,4MMmonb) TpudTOpPOLITO-
BOro aHrigpuay.

AMP: "H-AMP (CDCl3) 6 4,52 (2H, ywwp. c), 3,64
(2H, ywwp. c), 3,41 (2H, ywwup. c)

89396 94

Maca (m/e) 209 (M+1)

Mpwuknag 50: CuHTes (6S)-4-(2S)-2-amiHo-4-0Kco-
4-[2-(TpucbTopmeTnn)6, 7-gurigpo[1,3]tiazono[4,5-
c]nipnanH-5(4H)-in]6ytun}-6-metnnMopdoniH-3-oHy

2,0Mr Ha3BaHOI CMoMykn OAEpPXYTb 3 BUXOAOM
15% BignoBigHO 4O METOAMKWN, aHanorivyHoi MeToaumLi
ofepXaHHsa CMonyKW, onncaHoi NocnigoBHO B MPWro-
TyBaHHi 45 i npuknagi 3, 3a BUHSATKOM TOrO, LLO BUKO-
puctoBytoTe 5,0mr (0,032mmonb) 2-(TpudTopmeTun)-
4,5,6,7-tetparigpo[1,3]tiasono[4,5-c]nipnanHy, oTpu-
MaHoro B npurotysaHHi 88 i 11mr (0,032mmons) (3S)-
3-[(TpeT-6yTOKCMKapPOOHIn)amiHo]-4-[2(S)-2-meTun-5-
okcomopdoniH-4-in]0yTaHOBOI KUCNOTK, OTPMMaHOI B
npuroTysaHHi 55.

AMP: "H-AMP (CD30D) & 4,80 (1H, c), 4,75 (1H,
c), 4,11 (3H, m), 3,95 (2H, m), 3,85 (2H, m), 3,80 (1H,
m), 3,67 (1H, m), 3,56 (2H, m), 3,08 (1H, m), 2,99 (1H,
M), 2,89 (1H, m), 2,72 (1H, m)

Maca (vm/e) 407 (M+1)

Mpuknag 51: CuHte3d 1-{(2S)-2-amiHO-4-0KCO-4-
[2-(TpudTOpMETUN)-6,7-aurigpo[1,3]Tiazono[4,5-
c]nipuanH-5(4H)-injoyTun}-5-gudTopninepnanH-2-oHy

F
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3,0Mr HasBaHoOI CNomnykn ogepXxyTb 3 BUXOOOM
22% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
ofepXaHHs CMonyKW, onncaHoi NocnigoBHO B MPWro-
TyBaHHi 45 i npuknagi 3, 3a BUHSATKOM TOrO, LLO BUKO-
puctoBytoTe 5,0mr (0,032mmonb) 2-(TpudTopmeTun)-
4,5,6,7-tetparigpo[1,3]tiasono[4,5-c]nipnanHy, oTpu-
MaHoro B npurotysaHHi 88 i 11mr (0,032mmons) (3S)-
3-[(TpeT-byTOKCMKapPOOHiIn)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)-6yTaHoBoOi  KMCNOTW, OTPUMAaHOI
B NpUroTyBaHHi 57.

AMP: "H-AMP (CD30D) & 4,82 (1H, c), 4.75 (1H,
c), 3,96 (1H, 1, J=6l'u), 3,85 (2H, m), 3,80 (1H, m),
3,72 (2H, m), 3,45 (1H, m), 3,08 (1H, m), 2,99 (1H, m),
2,85 (1H, m), 2,72 (1H, m), 2,57 (2H, m), 2,33 (2H, m)

Maca (vm/e) 427 (M+1)

MpurotyBaHHA 89: CuHTe3 rigpoxnopugy 2-(2-
meTokcieTun)-4-(Tpudptopmetun)-5,6,7,8-
TeTparigponipuao[3,4-djnipyumianHy

(1) CuHTes 3-meTokcunponaHimMigamigy

11,7mn  TpumeTunaniominito  (23,4mmonsb, 2,0M
PO34MH Yy TOMyori) MO Kpannax AofalTb Npy KiMHaT-
Hin Temnepatypi 4o 20Mn (23,4MMOfb) PO34MHY TO-
nyony, wo Mictutbe 1,26r xnopugy amonito. llicns
nepemilwysaHHs npotarom 1,5 roguH p[o paiwe
YTBOPEHOrO pPO34MHy AogaiTb 2r (23,4mmonb) 3-
METOKCUMPONAHHITPUIY, 3 HaCTYyMHUM HarpiBaHHAM
npu TemnepaTtypi 85°C npotsirom 9 roguH. lNicna 3a-
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BepLUEHHS peakLil, po34YMH OXOMNOMXYKTb, MOTIM A0
paHile yTBOpeHoro po3yuHy gogatotb 100mMn posuu-
Hy xnopodopmy, wo mictute 200r cunikarento, 3 Ha-
CTYNHUM DinbTpyBaHHAM. [icns npomueaHHsa 100mn
MeTaHOory Ta HaCTYMHOI NeperoHkn, oaepxyroTb 2,351
(23mmonb) HasBaHoi cnonyku 3 BUxogomM 98%.

AMP: "H-AMP (CDsOD) & 3,70 (2H, T, J=7,0Iw),
3,39 (3H, c), 2,73 (2H, 1, J=7,0l"w)

(2) CuHtes  TpeT-OyTUN-2-(2-meTokcieTun)-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaTty

500mr (1,69mmonb) TpeT-6yTnn-3-okco-4-
(TpucpTopaueTun)ninepuanH-1-kapbokecunaTty, oTpu-
MaHoro B npurotyeaHHi 47 i 173mr (1,69mmonb) 3-
MeToKcunponaHiMigamMigy, OTPUMaHOro Ha BKa3aHin
BuLe cTagii (1) gogaoTe Ao 20Mn NipuamHy Ta NoTiM
HarpiBaloTe go Temnepatypu 90°C, a noTiM nepemi-
WYOTb NpoTsrom npubnuaHo 1,5 roguH. lMicns oxo-
NoKeHHs1 00 KiMHATHOI TemnepaTtypw, nipuavH Bia-
raHATb MPU 3HWKEHOMY TUCKY, 3afMLLOK OYMLLYIOTb
xpomaTorpadpieto  Ha komoHui (10:1  cymiw rek-
caH:eTunaueTar), wo Aae 220Mr Ha3BaHOI CMONyKM i3
3aranbHum Bnxoaom 36%.

'H AMP (CDCl3) & 4,69 (2H, c), 3,90 (2H, T,
J=7,0ru), 3,70 (2H, 1, J=5,5u), 3,35 (3H, c), 3,23
(2H, T, J=7,0l"u), 2,97 (2H, ywwmp. c), 1,47 (9H, c)

Maca (vm/e) 362 (M+1)

(3) CunTes rigpoxnopugy 2-(2-metokcieTun)-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipumignny

120Mr Ha3BaHOI CNonykn odepXyrTb 3 BUXOOOM
75% BignoBigHO OO METOAMKW, aHarori4HoOi MeToauui
OLEPXXaHHS CMoyKu, ONMcaHoi B NpurotyBaHHi 58(3),
BukopucToBytoun 220mr (0,609Mmonb) TpeT-6yTun-2-
(2-meTokcieTun)-4-(TpudptopmeTnn)-5,8-
avrigponipmnao[3,4-dnipumigunn-7(6H)-kapbokcunary,
OTPVMMaHOro Ha BKasaHi BuLle cTagii (2).

'H AMP (CDsOD) & 4,51 (2H, c), 3,93 (2H, T,
J=6,0l"u), 3,63 (2H, T, J=6,0l"n), 3,2-3,4 (7H, m)

Maca (m/e) 262 (M+1)

MpurotyBaHHa 90: CwuHTE3 rigpoxnopugy 2-
(umknonponinmeTtun)-4-(TpucdTopmeTun)-5,6,7,8-
TeTparigponipnao[3,4-d]nipumignny

(1) CuHTes uuknonponineTaximigamioy

1,61r Ha3BaHOI CMONykn oOepXylTb 3 BUXOOOM
66% BignNOBIAHO OO METOAMKW, aHaroriYHOi MeToauui
OLEpPXXaHHS CMOMyKu, onMcaHoi B NpurotyBaHHi 89(1),
BuKopucToBytoun 2,0r (25mMmonb) uwuknonponinaue-
TOHITPUIY.

AMP: "H-AMP (CDsOD) § 2,39 (2H, g, J=7,2I'u),
1,09 (1H, m), 0,66 (2H, m), 0,35 (2H, m)

(2) CuHTe3 TpeT-6yTnn-2-(LmknonponinmeTnn)-4-
(TpucbTopmeTnn)-5,8-aurigponipnao[3,4-djnipumignH-
7(6H)-kapbokcunaty

155Mr Ha3BaHoOI Cnonykn odepXyTb 3 BUXOOOM
26% BignoBiAHO OO METOOMKW, aHaroriYyHoi MeToauui
OLEPXKaHHS CMOyKKU, ONUCAHOI B NpUrotyBaHHi 89(2),
BuKopucToBytoun 500mr (1,69mMmonb) TpeT-6yTun-3-
0KCo-4-(TpudTopaueTun)ninepmuauH-1-kapbokcunary
(BKa3aHU NPOJYKT OTPUMAHWIA y NPUrOTYBaHHi 47) i
166mr  (1,69Mmonb)  umknonponineTaHiMigamigy,
OTPMMaHOro Ha BKasaHi BuLle ctagii (1).

'H AMP (CDCl3) & 4,70 (2H, c), 3,71 (2H, T,
J=6,0l"u), 2,98 (2H, ywwmp. c), 2,84 (2H, g, J=7,5'y),
1,49 (9H, c), 1,25 (1H, m), 0,51 (2H, m), 0,29 (2H, m)

Maca (m/e) 358 (M+1)
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(3) CwHTes rigpoxnopuay 2-(LuknonponinmeTun)-
4-(TpucbtopmeTun)-5,6,7,8-tetparigponipnao[3,4-
d]nipumignny

85Mr Ha3BaHOI CNONykn ogepXylTb 3 BUXOOOM
76% BionoBiAHO OO METOOMKW, aHanoriYyHoi MeToaui
OOEPXKaHHS CMOMyKKU, ONUCaHOoI B NpUrotyBaHHi 58(3),
BuKopucToBytoun 155mr (0,43mmonb) TpeT-OyTun-2-
(uvknonponinmetun)-4-(TpudTopmeTun)-5,8-
avrigponipnao[3,4-d]nipumiann-7(6H)-kapbokcunary,
OTPMMaHOro Ha BKasaHil BuLLe cTagii (2).

'H AMP (CDsOD) & 4,33 (2H, c), 3,37 (2H, T,
J=6,5I'u), 2,63 (2H, a4, J=6,0ly), 1,0 (1H, m), 0,30
(2H, m), 0,1 (2H, m)

Maca (vm/e) 258 (M+1)

MpurotyBanHHs 91: CuHTe3 rigpoxnopugy 2-
nipuawH-4-in-4-(tpudtropmetun)-5,6,7,8-
TeTparigponipnao[3,4-d]nipyumignHy

(1) CuHTes nipuanH-4-kapOokcimigamigy

1,06r Ha3BaHOI CMOMyKM OOEpPXYyTb 3 BMXOOOM
45% BignoBigHO 0O METOAMKW, aHanoriYHoi MeToauui
OLlepKaHHs CMONYKKM, ONMCaHoi B NpurotyBaHHi 89(1),
BuKopucToBytoun 2,0r (19,2MMOnb) i30HIKOTUHOHITPU-
ny.

AMP: "H-AMP (CD30D) 5 8,86 (2H, m), 7,79 (2H,
M)

(2) CwuHTes TpeT-0yTnn-2-nipnanH-4-in-4-
(TpudpTopmeTnn)-5,8-gurigponipnao[3,4-d]nipumiamH-
7(6H)-kapbokcunaTty

240Mr Ha3BaHOI CMonykn odepXyloTb 3 BUXOOOM
37% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToaunui
OLlepXaHHs CMONYKN, ONMMCaHOI B NpUroTtyBaHHi 89(2),
BuKopucToBytoun 500mr (1,69mmonb) TpeT-OyTun-3-
0oKCo-4-(TpudpTopaueTun)ninepnamnH-1-kapbokcunaty
(BKa3aHW NpoOOYKT OTPUMAHWUIA Yy NPUTroTyBaHHiI 47) i
210mr  (1,69MMonb)  nmipuaunH-4-kapbokcimigamiay,
OTPVMMaHOro Ha BKasaHin BuLe ctagii (1).

'H AMP (CDCls) & 8,78 (2H, g, J=5,5I'u), 8,30
(2H, g, J=5,5T"yu), 4,81 (2H, c), 3,76 (2H, 1, J=6,0I"u),
3,07 (2H, ywwmp. c), 1,51 (9H, c)

Maca (m/e) 381 (M+1)

(3) CwuHtes rigpoxnopugy  2-nipyavH-4-in-4-
(TpucpTopmeTnn)-5,6,7,8-TeTparigponipnao[3,4-
d]nipumignny

160Mr Ha3BaHOI CNONyKn oAepXylTb 3 BUXOOOM
90% BignoBigHO OO METOAMKW, aHanoriYHOI MeToauui
Oflep>KaHHs1 CronyKW, OMMCaHol B MpUroTyBaHHi 58
cragia (3), BukopuctoBytoun 240mr (0,63MMonb)
TpeT-0yTnn-2-nipnguH-4-in-4-(TpudtopmeTnn)-5,8-
avrigponipmao[3,4-d]nipumigun-7(6H)-kapbokcunary,
OTPVMMaHOro Ha BKa3aHiv BuLe ctagii (2).

'H AMP (CD30OD) & 9,07 (2H, f, J=6,0w), 9,02
(2H, g, J=6,0ry), 4,71 (2H, c), 3,70 (2H, ywwup. T,
J=6,0ru), 3,43 (2H, ywmp. c)

Maca (m/e) 281 (M+1)

MpurotyBaHHa 92: CuHTe3 rigpoxnopugy 2-(4-
pTOp6EeH3nN)-4-(TpudpTopmeTnn)-5,6,7,8-
TeTparigponipnao[3,4-d]nipumianHy

(1) CuHTes 2-(4-dpTopdeHin)eTaHimigaminy

2,0r HasBaHOI CroMykM OAepXylTb 3 BUMXOOOM
89% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
OLEpPXXaHHS CMoNyKu, onMcaHoi B NnpurotyBaHHi 89(1),
BUKOPMCTOBYHOUM 2,0r (14,8mmonb) (4-
TOpEHIN)aLeToHITPUITY.

AMP: "H-AMP (CD30D) & 7,50 (2H, m), 7,15 (2H,
M), 3,90 (2H, c)
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(2) CwHtes TpeT-6yTMN-2-(4-DTOPOEH3INM)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaty

250Mr Ha3BaHOI CMoOMyKn OJepXylTb 3 BUXOAOM
36% BignoBiaHO 4O METOAWMKM, aHanoriYyHoi MeToauui
OLlepXXaHHs CMONyKN, OMMCaHOI B NpUroTtyBaHHi 89(2),
BuKopucToBytoun 500mr (1,69mmonb) TpeT-6yTun-3-
0KC0-4-(TpucpTopaueTun)ninepuamnn-1-kapbokcunaty
(BKa3aHM NpOOYKT OTPUMAHWUIA Yy NPUroTyBaHHiI 47) i
258mr (1,69mmonb) 2-(4-dTopdbeHin)eTaHimigamigy,
OTPVMMaHOro Ha BKa3saHin Buwe ctagii (1).

'H AMP (CDCl3) & 7,37 (2H, m), 6,95 (2H, T,
J=8,0ru), 4,67 (2H, c), 4,24 (2H, c), 3,69 (2H, T,
J=6,0ru), 2,96 (2H, ywwp. c), 1,49 (9H, c)

Maca (vm/e) 412 (M+1)

(3) Cwunres rigpoxnopugy 2-(4-dptopbeHann)-4-
(TpudbTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipumignny

77Mr HasBaHOI CMOMNyKN OOEepXyTb 3 BUXOOOM
41% BianNoBigHO OO METOAMKWN, aHanoriyHoi MeToauLi
OLlePXXaHHS CMOJyKU, ONMCaHOI B NpurotyBaHHi 58(3),
BukopucToBytoun 250mr (0,61mMmonb) TpeT-6yTun-2-
(4-dpTopbeH3un)-4-(TpudpTtopmeTun)-5,8-
avrigponipngo[3,4-dnipumignt-7(6H)-kapbokcunary,
OTPMMaHOro Ha BKa3saHiv BuLe ctagii (2).

'H AMP (CDsOD) & 7,35 (2H, m), 6,99 (2H, T,
J=9,0lru), 4,45 (2H, c), 4,27 (2H, c), 3,57 (2H, T,
J=6,5I"u), 3,23 (2H, 1, J=6,5I"L)

Maca (m/e) 312 (M+1)

MpurotyBanHa 93: CuHTe3 rigpoxnopugy 2-(3-
TieHin)-4-(TpudptopmeTun)-5,6,7,8-
TeTparigponipuao[3,4-dnipumianHy

(1) CuHTes TiodeH-3-kapbokcimigamigy

1,81r Ha3BaHOI CMONykn ogepXylTb 3 BUXOOOM
95% BignoBigHO OO METOAMKW, aHanoriYHOi MeToaui
OLEPXXaHHS CMonyKu, onMcaHoi B NnpurotyBaHHi 89(1),
BMKOPMCTOBYHOUM 1,64r (15mMmonb)TiodeH-3-
KapOoHiTpuny.

AMP: "H-AMP (CD30D) & 8,41 (1H, m), 7,69 (1H,
M), 7,59 (1H, m)

(2) CwuHTes TpeT-6yTnn-2-(3-TieHin)-4-
(TpndTopmeTnn)-5,8-aurigponipnao[3,4-dlnipymignH-
7(6H)-kapbokcunaty

228Mr Ha3BaHOI CMOMNyku OAepXylTb 3 BUXOOOM
35% BignoBigHO OO MEeTOAMKW, aHaroriYyHoi MeToauui
OLEPXXaHHS CMOyKU, ONMUCaHOI B NpUrotyBaHHi 89(2),
BuKopucToBytoum 500mr (1,69mmonb) TpeT-OyTun-3-
0KCo-4-(TpudTopaueTnn)ninepmuauH-1-kapbokcunarty
(BKa3aHU NPOJYKT OTPUMAHWUIA Yy NPUrOTYBaHHi 47) i
214mr  (1,69mmonb)  TiodeH-3-kapbokcimigamiagy,
OTPMMaHOro Ha BKasaHi BuLle ctagii (1).

'H AMP (CDCl3) & 8,34 (1H, m), 7,90 (1H, m),
7,38 (1H, m), 4,74 (2H, c), 3,74 (2H, T, J=6,0I"v), 3,00
(2H, ywwp. c), 1,51 (9H, c)

Maca (v/e) 386 (M+1)

(3) CwHtes  rigpoxnopuagy  2-(3-TieHin)-4-
(TpucbTOopMeTnn)-5,6,7,8-TeTparigponipuao[3,4-
d]nipumignny

168Mr Ha3BaHOI CNonykn odepXyTb 3 BUXOOOM
61% BignoBiAHO 4O METOOMKW, aHanoriYyHoi MeToauui
OflepXXaHHs CrofyKu, OonucaHoi B NPUroTyBaHHi 58
ctagia (3), BukopuctoBytoun 228wmr (0,59mMmonb)
TpeT-6yTnn-2-(3-TieHin)-4-(TpudTopmetun)-5,8-
avrigponipmao[3,4-d]nipumignn-7(6H)-kapbokcunary,
OTPMMaHOro Ha BKasaHil BuLLe cTagii (2).
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'H AMP (CDsOD) & 8,42 (1H, m), 7,86 (1H, m),
7,53 (1H, m), 4,53 (2H, c), 3,62 (2H, T, J=6,5I"y), 3,30
(2H, m)

Maca (vm/e) 286 (M+1)

MpurotyBaHHst 94: CuHTe3 rigpoxnopuay 2-(2-
TieHin)-4-(tpudpTopmeTun)-5,6,7,8-
TeTparigponipnao[3,4-d]nipyumignHy

(1) CuHTes TiodheH-2-kapbokcimigaminy

1,8r Ha3BaHOI CNoONykn odepXylTb 3 BUXOLOM
95% BignoBiAHO 4O METOAUKW, aHanoriYHOI MeToauui
OOEePXKaHHS CMOMyKKU, onUcaHoi B NpurotyBaHHi 89(1),
BuKopucToBytoun  1,64r  (15mMmonb)  TiodbeH-2-
KapOoHiTpuny.

AMP: "H-AMP (CD30D) 5 7,94 (1H, m), 7,89 (1H,
M), 7,24 (1H, m)

(2) CuHTes TpeT-6yTnn-2-(2-TieHin)-4-
(TpudbTopMeTnn)-5,8-aurigponipuao[3,4-dnipumignH-
7(6H)-kapbokcunaty

144Mr Ha3BaHOI CNONYKN OOEPXKYOTb 3 BUXOLOM
25% BignoBigHO 4O METOAMKWN, aHanoriYHoi MeToauui
O[lepXaHHs CMONYKKX, ONMCaHOI B NpUroTyBaHHi 89(2),
BuKopucToBytoun 500mr (1,69mmonb) TpeT-OyTun-3-
oKco-4-(TpudpTopaueTun)ninepnamH-1-kapbokcmnaty
(BKa3aHW NPOAYKT OTPUMAHWUIA y NPUroTyBaHHi 47) i
146mr  (1,69vmonb)  TiodheH-2-kapbokcimigamiay,
OTPVMMaHOro Ha BKa3saHin BuLe ctagii (1).

'H AMP (CDCl3) & 8,04 (1H, f, J=4,0ru), 7,50
(1H, g, J=5,0r'u), 7,14 (1H, m), 4,72 (2H, c), 3,72 (2H,
T, J=5,5I"y), 2,99 (2H, ywwmp. c), 1,54 (9H, c)

Maca (vm/e) 386 (M+1)

(8) CwuHrtes  rigpoxnopugy  2-(2-TieHin)-4-
(TpucpTopmeTnn)-5,6,7,8-TeTpariaponipnao[3,4-
d]nipumignHy

72Mr Ha3BaHOI CMONyKN OOEpXYyTb 3 BUXOOOM
61% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
OLlepXaHHs CMONYKKN, ONMCaHOI B NpuUrotyBaHHi 58(3),
BukopucToBytoun 144mr (0,42mMmonb) TpeT-OyTun-2-
(2-Tienin)-4-(TpudTopmeTun)-5,8-avrigpowpnaol3,4-
d]nipumigunH-7(6H)-kapbokcunaty, OTpMMaHoro Ha
BKa3aHil BuLLe cTagii (2).

'H AMP (CDsOD) & 8,09 (1H, m), 7,72 (1H, m),
7,23 (1H, m), 4,55 (2H, c), 3,64 (2H, T, J=6,5I"y), 3,30
(2H, m)

Maca (m/e) 286 (M+1)

MpurotyBaHHa 95: CuHTe3 rigpoxnopugy 2-(2-
dypun)-4-(TpudpTopmeTnin)-5,6,7,8-
TeTparigponipvao[3,4-d]nipyumiguHy

(1) CuHTes dypaH-2-kapbokcimigaminy

2,1r Ha3BaHOI CronykM OAepXylTb 3 BMXOOOM
64% BignoBigHO OO METOAMKW, aHanoriYHOI MeToauui
OLlepXXaHHs CMoNyKun, onMcaHoi B npurotyBaHHi 89(1),
BUKOpMCTOBYtoUM 2,771 (30MMOIb) 2-doypoHiTpuny.

AMP: "H-AMP (CDs0D) § 7,94 (1H, c), 7,58 (1H,
a, J=3,6Iy), 6,78 (1H, m)

(2) CunHTes TpeT-6yTnn-2-(2-cdypwn)-4-
(TpucpTopmeTnn)-5,8-guriaponipnao[3,4-d]nipumignH-
7(6H)-kapbokcunaTty

2,55r HasBaHOI Cronyku ogepXxyTb 3 BUXOOOM
68% BignoBigHO OO METOAMKW, aHanoriYHOI MeToaMLi
OLlePXXaHHS CMOJYKU, OMMCaHOI B NpUrotyBaHHi 89(2),
BukopucToBytoun 3r (10,2mmonb) TpeT-6yTnn-3-okco-
4-(TpudpTopaueTun)ninepuamnH-1-kapbokecunaty  (Bka-
3aHWI NPOAYKT OTPUMAaHWIA Y NpUroTyBaHHi 47) i 1,12r
(10,2mmonb) dypaH-2-kapbokcimlgamigy, oTpumaHo-
ro Ha BkasaHiv BuLle ctagii (1).
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'H AMP (CDCls) 5 7,65 (1H, ¢), 7,39 (1H, A,
J=3,0l'u), 6,58 (1H, m), 4,78 (2H, c), 3,73 (2H, T,
J=5,5I"u), 3,0 (2H, ywwmp. c), 1,49 (9H, c)

Maca (m/e) 370 (M+1)

(3) CwHres rigpoxnopuagy  2-(2-doypwn)-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipumignny

1,42r Ha3BaHOI CMOMykn OoOepXylTb 3 BMXOOOM
67% BignoBigHO OO METOAMKW, aHanoriYHoI MeToauui
OLlepPXXaHHS CMOJyKU, OMMCaHOI B NpurotyBaHHi 58(3),
BUKOpUCTOBYtoun 2,55r (6,9Mmonb) TpeT-0yTmn-2-(2-
dypun)-4-(TpudpTopmeTnn)-5,8-gurigponipnao[3,4-
d]nipumigunH-7(6H)-kapbokcunaty, OTpMMaHoro Ha
BKa3aHiln BuLLe cTagii (2).

'H AMP (CDsOD) & 7,58 (1H, c), 7,43 (1H, A,
J=3,7Tu), 6,67 (1H, m), 4,51 (2H, c), 3,61 (2H, T,
J=6,5I"u), 3,26 (2H, T, J=6,5I")

Maca (m/e) 270 (M+1)

MpurotyBaHHa 96: CuHTe3 rigpoxnopugy 2-(3-
dypvn)-4-(TpudpTopmeTnn)-5,6,7,8-
TeTparigponipuao[3,4-djnipumianHy

(1) CuHTes dpypaH-3-kapbokcimigamigy

1,56r HasBaHOI CMoOnykn oOepXyTb 3 BUXOOOM
94% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
OLEepPXXaHHS CroyKku, onMcaHoi B NnpurotyBaHHi 89(1),
BuKopucToBytoun 1,41 (15mMmonk) 3-dypoHiTpuny.

AMP: "H-AMP (CDs0D) § 8,4 (1H, c), 7,76 (1H,
M), 6,96 (1H, m)

(2) CuHTes TpeT-6yTnn-2-(3-dypwun)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaty

170Mr Ha3BaHOI CNoNykn odepXyrTb 3 BUXOOOM
27% BignoBigHO OO METOAMKW, aHarori4yHoi MeToauui
OLEpPXKaHHS CMoyKU, ONMCaHOI B NpUrotyBaHHi 89(2),
BuKopucToBytoum 500mr (1,69mmonb) TpeT-OyTun-3-
0KCco-4-(TpudTopaueTnn)ninepmuaunH-1-kapbokcunarty
(BKa3aHMI NpoOJYKT OTPUMAHWUIA Yy NPUroTyBaHHi 47) i
186mr  (1,69mmonb)  dypaH-3-kapbokcimigamigy,
OTPMMaHOro Ha BKasaHi BuLle ctagii (1).

'H AAMP (CDCl3) 6 8,26 (1H, c), 7,49 (1H, ¢), 7,06
(1H, c), 4,70 (2H, c), 3,72 (2H, T, J=5,5"y), 3,0 (2H,
ywmp. c), 1,54 (9H, c)

Maca (m/e) 370 (M+1)

(3) CwHres rigpoxnopugy  2-(3-chypun)-4-
(TpucbTOopmMeTUn)-5,6,7,8-TeTparigponipuao[3,4-
d]nipumignny

86Mr HasBaHOI CNONykn ogepXytTb 3 BUXOOOM
69% BignNOBIAHO OO METOOMKW, aHaroriYHoi MeToauui
ofepXaHHs Cronyku, onucaHoi B NpurotysaHHi 58(3),
BukopucToBytoun 170mr (0,46mmonb) TpeT-OyTun-2-
(3-cpypun)-4-(TpudpTopmeTnn)-5,8-gurigponipnao[3,4-
d]nipyumignH-7(6H)-kapbokcunaty, OTpMMaHoro Ha
BKasaHin BuLLe cTagii (2).

'H AMP (CDs;0D) & 8,39 (1H, c), 7,67 (1H, m),
7,09 (1H, m), 4,54 (2H, c), 3,65 (2H, T, J=6,0I"y), 3,29
(2H, 1, J=6,0w)

Maca (m/e) 270 (M+1)

MpurotyBanHst 97: CwuHTe3 rigpoxnopuagy 2-
nipnamvx-3-in-4-(tpudtopmetun)-5,6,7,8-
TeTparigponipngo[3,4-d]nipyumignHy

(1) CwuHTes TpeT-6yTnn-2-nipnaunH-3-in-4-
(TpucbTopMeTUn)-5,8-aurigponipnao[3,4-djnipumignH-
7(6H)-kapbokcunaty

640Mr Ha3BaHOI CMOMyKM OAEPXYyl0Tb 3 BUXOOOM
71% BignoBiaHO OO METOOWKW, aHanoriYyHOI MeToauui
OOEPXKaHHS CMOMyKKU, ONMUCaHOI B NpUroTyBaHHi 89(2),

89396 100

BuKopucToBytoun 700mr (2,37mMmonb) TpeT-OyTun-3-
0KCo-4-(TpudTopavueTun)ninepmaunH-1-kapbokcunary
(BK@3aHU NPOJYKT OTPUMAHWUIA Yy NPUrOTYBaHHi 47) i
370mr  (2,37mmonb)  nipuaunH-3-kapbokcimigamigy,
OTPMMaHOro Ha BKa3aHil BuLLle cTtagii (1).

'H AMP (CDCl3) § 9,65 (1H, c), 8,73 (2H, m), 7,43
(1H, m), 4,80 (2H, c), 3,76 (2H, T, J=5,5I"L), 3,05 (2H,
ywwmp. c), 1,51 (9H, c)

Maca (m/e) 381 (M+1)

(2) CwuHTtes rigpoxnopugy  2-nipuavH-3-in-4-
(TpucpTopmeTnn)-5,6,7,8-TeTparigponipnao[3,4-
d]nipumignHy

500Mr Ha3BaHOI CrMoOMyKkM OAepXyloTb 3 BUXOOOM
94% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
OZlepXaHHs CMONYKKN, OMMCaHOI B NpUroTtyBaHHi 58(3),
BuKopucToBytoun 640mr (1,68mmons) TpeT-OyTun-2-
nipnamwH-3-in-4-(TpudTopmetn)-5,8-
avrigponipnao[3,4-d]nipumignn-7(6H)-kapbokcunary,
OTPVMMaHOro Ha BKa3aHin BuLe ctagii (2).

'H AMP (CDsOD) & 9,72 (1H, c), 9,49 (1H, m),
9,00 (1H, ywwp. c), 8,23 (1H, m), 4,67 (2H, c), 3,66
(2H, T, J=5,5I"u), 3,39 (2H, ywwmp. c)

Maca (v/e) 281 (M+1)

MpuroTtyBaHHs 98: CwuHTe3 rigpoxnopuay 2-(1H-
nipon-2-in)-4-(tpucdtopmetnn)-5,6,7,8-
TeTparigponipuao[3,4-d]nipyumiguHy

(1) CunTtes 1H-nipon-2-kapbokcimigamigy

1,09r Ha3BaHOI CMoOnykn oOepXyTb 3 BMXOOOM
67% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
OflepXKaHHs1 CMonyKku, onucaHol B MpuUrotyBaHHi 89-
(1), BukopuctoBytoun 1,38r (15mmornb) 1H-nipon-2-
KapOoHiTpuny.

AMP: "H-AMP (CD30D) & 7,12 (2H, m), 6,31 (1H,
T, J=3,3u)

(2) CwnHrtes  Tper-6yTUn-2-(1H-TpOn-2-in)-4-
(TpucpTopmeTnn)-5,8-gurigponipnao[3,4-d]nipumiamH-
7(6H)-kapbokcunaTty

185Mr Ha3BaHOI CNonykn oaepXylTb 3 BUXOOOM
19% BignoBigHO 4O METOAMKWN, aHanorivyHoi MeToaunLi
OLlepXXaHHS CMOJyKU, OMMCaHOI B NpuUrotyBaHHi 89(2),
BukopucToBytoun 800mr (2,7Mmonb) TpeT-OyTun-3-
0KCo-4-(TpudTopaueTnn)ninepuamnH-1-kapbokcunarty
(BKa3aHW NpOOYKT OTPUMAHWUIA Yy NPUroTyBaHHiI 47) i
300mr (2,7wmornb)  1H-nipon-2-kapbokcimigamiagy,
OTPMMaHOro Ha BKa3saHin Buwe ctagii (1).

'H AMP (CDCls) & 7,14 (1H, m), 6,98 (1H, m),
6,34 (1H, m), 7,18 (1H, m), 4,67 (2H, c), 3,71 (2H, T,
J=5,5I"u), 2,95 (2H, ywwmp. c), 1,49 (9H, c)

Maca (m/e) 369 (M+1)

(3) Cwuntes rigpoxnopugy 2-(1H-nipon-2-in)-4-
(TpucpTopmeTnn)-5,6,7,8-TeTparigponipuao[3,4-
d]nipumignny

48Mr HasBaHOI CMOMyKM OAEpPXYTb 3 BUXOAOM
36% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
OfepXXaHHs1 CMOnyKW, OonucaHoi B MpUroTyBaHHi 58-
(3), BukopuctoBytoum 185mr (0,50MMmonb) TpeT-6yTUN-
2-(1H-nipon-2-in)-4-(TpucpTopmeTnn)-5,8-
avrigponipmnao[3,4-dnipumigunn-7(6H)-kapbokcunary,
OTPMMaHOro Ha BKa3saHiv BuLle ctagii (2).

'H AMP (CDsOD) & 11,25 (1H, m), 7,08 (1H, m),
7,00 (1H, m), 6,26 (1H, m), 4,45 (2H, c), 3,59 (2H, T,
J=5,5I"u), 3,20 (2H, T, J=5,5I"L)

Maca (v/e) 269 (M+1)

MpuroTtyBanHa 99: CuHTes TpeT-0yTnn-[(1S)-3-[2-
(2-meTokcieTun)-4-tpucpTopmeTnn]-5,8-
avrigponipmnao[3,4-dnipumignn-7(6H)-in]-1-{[(5R)-5-
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MeTun-2-okconinepngnH-1-injmetun}-3-
okconponin]kapbamarty

61Mr HasBaHOI Crosnyku odepXyloTb 3 BMXOOOM
79% BignNoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
OflepXXaHHs Cnoryku, onucaHoi B NpUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYIOTb  44,0Mmr
(0,139mmonb)  (3S)-3-TpeT-6yTOKCHKapboHinamiHo-4-
[(5R)-5-meTnn-2-okconinepuaunH-1-in]oyTaHoBoi  Kuc-
notn, oTpumaHoi B npurotyBanHi 51 i 37,5mr
(0,126mmonb)  rigpoxnopugy  2-(2-metokcieTvn)-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipumiguHy, oTpumaHoro B NpuroTyBaHHi 89.

'H AMP (CDCl3) 5 5,89-5,87 (1H, ™), 4,90-4,79
(1H, m), 4,78-4,67 (1H, m), 4,20-4,15 (1H, m), 3,92-
3,82 (2H, m), 3,78-3,75 (1H, wm), 3,64-3,47 (4H, m),
3,39-3,36 (4H, m), 3,26-3,23 (2H, m), 3,11-2,99 (3H,
m), 2,87-2,80 (1H, m), 2,55-2,27 (3H, m), 1,97-1,93
(1H, m), 1,84-1,81 (1H, m), 1,42-1,41 (9H, m), 1,00
(3H, g, J=5,6I"u)

Maca (m/e) 558 (M+1)

Mpuknag 52: CuHte3 (5R)-1-{(2S)-2-amiHo-4-T 2-
(2-meTokcieTun)-4-(TpudTtopmeTtnn)-5,8-
avrigponipnao[3,4-dnipumigunt-7(6H)-in]-4-
oKcobyTUNn}-5-metTunninepuanH-2-oHy
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51,9Mr Ha3BaHOI CNonykn OAepXyloTb 3 BUXOOOM
96% BigNoBiAHO 4O METOAWUKM, aHanoriyHoI MeToauui
OoflepXKaHHs1 CNonyku, BUKNageHo! B Npuknagi 22, su-
kopucTtoBytoun 61mr (0,109mmonb) TpeT-6yTnn-[(1S)-
3-[2-(2-meToKCieTun)-4-TpudpTopmeTnn]-5,8-
avrigponipngo[3,4-dnipymignn-7 (6H)-in]-1-{[(5R)-5-
MeTun-2-okconinepugnH-1-injmetun}-3-
okconponin]kapbamaTy, OTPYMaHOro B MPUrOTyBaHHI
99.

'H AAMP (CD30D) & 4,92-4,80 (2H, m), 3,94-3,83
(4H, m), 3,67 (1H, ywwp. c), 3,54-3,53 (2H, m), 3,42-
3,34 (4H, wm), 3,24-3,21 (2H, m), 3,12-3,01 (3H, m),
2,82-2,77 (1H, m), 2,70-2,60 (1H, m), 2,47-2,32 (2H,
M), 2,05-2,00 (1H, m), 1,88-1,85 (1H, m), 1,59-1,48
(1H, m), 1,04 (3H, g, J=6,4"u)

Maca (v/e) 458 (M+1)

MpurotyBaHHa 100: CuHTes Tpet-6yTun-{(1S)-1-
[(5,5-audpTop-2-okconinepuamnn-1-in)metun]-3-[2-(2-
Metokcietun)-4-(TpucptTopmeTun)-5,8-
avrigponipngo[3,4-dnipumigunh-7(6H)-in]-3-
okconponin}kapbamaTy

47Mr HasBaHOI CMOMyKU OAEPXYTb 3 BUXOAOM
58% BignoBigHO OO METOAMKW, aHanorivYHOI MeToauLi
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BukopucToBytoun 47,0mr (0,139vmons) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)6yTaHoBOI KUCNOTW, OTPUMAaHOI B
npurotyBaHHi 57 i 37,5mr (0,126mmonb) rigpoxnopu-
ay 2-(2-meTokcieTnn)-4-(TpudTopmeTnn)-5,6,7,8-
TeTparigponipngo[3,4-ajnipumiguHy, OTpuUMaHoro B
npurotyeaHHi 89.

89396 102

'H AMP (CDCl3) & 5,79-5,78 (1H, m), 4,90-4,79
(1H, m), 4,76-4,65 (1H, ™), 4,25-4,20 (1H, m), 3,92-
3,86 (3H, m), 3,80-3,68 (3H, m), 3,63-3,53 (2H, m),
3,36 (3H, c), 3,26-3,23 (2H, m), 3,01-2,99 (2H, m),
2,85-2,78 (1H, wm), 2,61-2,50 (3H, ™), 2,32-2,20
(2H,m), 1,42-1,41 (9H, m)

Maca (m/e) 580 (M+1)

Mpuknag 53: CwuHTe3s 1-{(2S)-2-amiHo-4-[2-(2-
mMeTokcieTun)-4-(TpucptopmeTun)-5,8-
avrigponipnao[3,4-dnipumignH-7(6H)-in]-4-
okcobyTun}-5,5-andpTopninepuanH-2-oHy
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25,4Mr Ha3BaHOI CronyKu1 oAepXyloTb 3 BUXOAOM
61% BignoBigHO OO METOAMKW, aHanoriYHOI MeToauui
Ooflep>KaHHs1 CNonyku, BUKNageHo! B Nnpuknaai 22, Bu-
kopwucTtoBytoun 47mr (0,081mmonb) TpeT-6yTun-{(1S)-
1-[(5,5-audTop-2-okconinepnanH-1-in)metnn]-3-[2-(2-
meTokcieTun)-4-(Tpudtopmetnn)-5,8-
avrigponipngo[3,4-dnipymignh-7(6H)-in)-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
100.

'H SAMP (CD30D) § 4,86-4,80 (2H, m), 3,94-3,90
(3H, m), 3,89-3,75 (3H, m), 3,57-3,45 (3H, m), 3,34-
3,32 (3H, m), 3,24-3,21 (2H, m), 3,11-3,01 (2H, m),
2,73-2,51 (4H, m), 2,41-2,30 (2H, m)

Maca (v/e) 480 (M+1)

MpurotyBaHHa 101: CuHTes Tpet-6yTun-((1S)-3-
[2-(umknonponinmeTun)-4-(TpucpTopmeTun)-5,8-
avrigponipngo[3,4-dnipumignn-7(6H)-in]-1-{[(5R)-5-
MeTuIn-2-okconinepuaunn-1-injmeTtnn)-3-
okconponin)kapbamaTty

66Mr HasBaHoOi Cronyku OAEpPXYTb 3 BUXOAOM
75% BignoBiaHO 4O METOAMKM, aHanoriYHOI MeToauui
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BukopucToBytoun 50,0mr (0,159mmons) (3S)-3-[(TpeT-
OyTokcukap6boHin)amiHol]-4-[(5R)-5-meTun-2-
okconinepuauH-1-in]6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51 i 43,0mr (0,145mmonb) rigpoxnopu-
ay 2-(uuknonponinmeTun)-4-(TpudTopmeTnn)-5,6,7,8-
TeTparigponipngo[3,4-djnipumiguHy, oTpumaHoro B
npurotyeaHHi 90.

'H AMP (CDCls) 5 5,88 (1H, ywup. c), 4,90-4,80
(1H, m), 4,78-4,66 (1H, m), 4,20-4,18 (1H, m), 3,93-
3,85 (1H, m), 3,79-3,76 (1H, m), 3,65-3,47 (2H, m),
3,43-3,33 (1H, m), 3,11-2,99 (3H, m), 2,86-2,81 (3H,
M), 2,56-2,27 (3H, m), 2,02-1,93 (1H, m), 1,84-1,81
(1H, m), 1,42-1,41 (9H, m), 1,30-1,17 (2H, m), 1,00
(3H, g, J=6,4I"u), 0,55-0,49 (2H, m), 0,34-0,28 (2H, m)

Maca 554 (m/e) (M+1)

Mpuknag 54: CuHtes (5R)-1-{(2S)-2-amiHo-4-[2-
(umknonponinmetun)-4-(Tpucdtopmetun)-5,8-
avrigponipnao[3,4-dnipumignt-7(6H)-in]-4-
0oKCcoOyTUN}-5-MeTunNninepuanH-2-oHy
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47,9Mr Ha3BaHOI CNOMNykn oaepXyTb 3 BUXOAOM
82% BignoBiAHO 4O METOAWUKM, aHanoriYyHoi MeToauui
OoflepXKaHHs1 CNonyku, BUKNageHo! B Nnpuknagi 22, su-
kopucToBytoun 66mr (0,119Mmmonb) TpeT-6yTun-{(1S)-
3-[2-(umknonponinmeTtun)-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7 (6H)-in]-1-{[(5R)-5-
MeTun-2-okconinepugnH-1-injmetun}-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
101.

'H SAMP (CD30D) § 4,68-4,56 (2H, m), 3,70-3,58
(2H, m), 3,40-3,37 (1H, m), 3,31-3,21 (2H, m), 3,17-
3,12 (1H, wm), 2,87-2,77 (3H, m), 2,62-2,60 (2H, m),
2,53-2,48 (1H, m), 2,41-2,35 (1H, m), 2,20-2,11 (2H,
M), 1,79-1,76 (1H, m), 1,63-1,59 (1H, m), 1,34-1,23
(1H, m), 1,06-0,97 (1H, m), 0,80 (3H, @, J=6,4Tu),
0,31-0,23 (2H, m), 0,11-0,04 (2H, m)

Maca (v/e) 454 (M+1)

MpurotyBaHHa 102: CuHTes TpeTt-6yTun-{(1S)-3-
[2-(umknonponinmeTun)-4-(TpucpTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in]-1-[(5,5-
andTop-2-okconinepuanH-1-in)metnn]-3-
okconponin}kapbamaTy

66Mr HasBaHoOI Cronyku OAepXylTb 3 BUXOOOM
75% BignoBiaHO 4O METOAMKM, aHanoriYHOI MeToaumui
OQepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BuKopucToBytoum 53,5mr (0,159mmons) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)6yTaHoBOI KUCNOTW, OTPUMAaHOI B
npurotyBaHHi 57 i 43,0mr (0,145mMmonb) rigpoxnopu-
ay 2-(ynknonponinmeTun)-4-(TpudTopmeTnn)-5,6,7,8-
TeTparigponipngo[3,4-djnipumignHy, oTpumaHoro B
npurotyeaHHi 90.

'H AMP (CDCls) & 5,77 (1H, ywup. c), 4,87-4,80
(1H, m), 4,73-4,62 (1H, m), 4,19 (1H, ywwup. c), 3,89-
3,86 (1H, m), 3,78-3,68 (3H, m), 3,61-3,55 (2H, m),
3,05-2,92 (2H, m), 2,84-2,79 (3H, m), 2,59-2,47 (3H,
M), 2,29-2,15 (2H, m), 1,40-1,39 (9H, m), 1,24-1,23
(1H, m), 0,53-0,49 (2H, m), 0,28-0,27 (2H, m)

Maca (m/e) 576 (M+1)

Mpuknag 55: CuHtes 1-{(2S)-2-amiHo-4-[2-
(uvknonponinmetun)-4-(Tpucdtopmetun)-5,8-
avrigponipnao[3,4-dnipumiguH-7(6H)-in]-4-
okcobyTun)-5,5-andpTopninepuanH-2-oHy
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35,9Mr Ha3BaHOI Cronykn OAepXyloTb 3 BUXOOOM
66% BignoBigHO OO METOAMKW, aHanoriYHoI MeToauui

OoflepXKaHHs1 CNonykun, BUKNageHo! B Npuknagi 22, su-
kopucTtoBytoun 61mr (0,106mmonb) TpeT-6yTun-{(1S)-

89396 104

3-[2-(umknonponinmeTtun)-4-(TpudTopmetun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in]-1-[(5,5-
AndpTop-2-okconinepnann-1-in)metun]-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
102.

'H AAMP (CD30D) § 4,67-4,55 (2H, m), 3,62-3,54
(4H, m), 3,30-3,23 (3H, m), 2,87-2,77 (2H, m), 2,62-
2,60 (2H, m), 2,48-2,27 (4H, m), 2,17-2,06 (2H, m),
1,03-0,98 (1H, m), 0,31-0,26 (2H, m), 0,07-0,04 (2H,
)

Maca (v/e) 476 (M+1)

MpurotyBaHHa 103: CuHTes TpeT-OyTun-{(S)-1-
{[(5R)-5-meTun-2-okconinepmauH-1-in]jMetnn}-3-okco-
3-[2-nipnann-4-in-4-(TpndTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
in]nponin}kapbamary

50Mr HasBaHoOi Cronyku OAepXylTb 3 BUXOOOM
62% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BuKopucToBytoumn 44,0mr (0,140mmonb) (3S)-3-[(TpeT-
6yTokcukapboHin)amiHol-4-[(5R)-5-meTun-2-
okconinepuauH-1-in]6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51 i 45,0mr (0,127MMmonb) rigpoxnopu-
ay 2-nipngunH-4-in-4-(Tpucdtopmetnn)-5,6,7,8-
TeTparigponipngo[3,4-djnipumignHy, oTpumaHoro B
npuroTyeaHHi 91.

'H AMP (CDCl3) & 8,80-8,79 (2H, m), 8,31 (2H,
M), 5,89 (1H, ywwup. c), 5,03-4,79 (2H, m), 4,20 (1H,
ywmp. c), 3,94 (1H, ywwp. c), 3,70 (1H, ywwup. c),
3,60-3,46 (2H, m), 3,39-3,36 (1H, m), 3,17-3,04 (3H,
M), 2,87 (1H, ywwup. c), 2,56-2,51 (1H, m), 2,44-2,31
(2H, m), 1,96 (1H, ywwmp. c), 1,82 (2H, ywwup. c), 1,43-
1,41 (9H, m), 1,00 (3H, g, J=6,4T"u)

Maca 577 (m/e) (M+1)

Mpuknag 56: CuHTe3s (5R)-1-{(2S)-2-amiHo-4-
0KCO-4-[2-nipnaunH-4-in-4-(TpudTopmeTnn)-5,8-
avrigponipngo[3,4-dnipumignt-7(6H)-in)6yTun}-5-
MeTUnninepuanH-2-oHy
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33,6Mr Ha3BaHOI Cronykn OAEpPXYoTb 3 BUXOOOM
81% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
OflepXKaHHs1 CNonyKun, BUKNageHo! B Nnpuknadi 22, su-
kopucTtoBytoun 50mr (0,087mmonb) TpeT-6yTun-{(1S)-
1-{[(5R)-5-meTun-2-okconinepunaunH-1-injmetun}-3-
okco-3-[2-nipnguH-4-in-4-(TpudTopmetnn)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
injnpown}kapb6amaTy, OTPMMAHOTO B MPUrOTYBaHHI
103.

'H AAMP (CD30D) § 8,77-8,75 (2H, m), 8,44-8,42
(2H, m), 5,05-4,93 (2H, m), 3,98-3,91 (2H, m), 3,57-
3,39 (4H, m), 3,22-3,20 (1H, m), 3,12-3,05 (2H, m),
2,78-2,73 (1H, m), 2,66-2,58 (1H, m), 2,47-2,32 (2H,
M), 2,05-2,03 (1H, m), 1,88-1,84 (1H, m), 1,60-1,48
(1H, m), 1,06-1,03 (3H, m)

Maca (v/e) 477 (M+1)

MpurotyBaHHa 104: CuHTes Tpet-6yTun-{(1S)-1-
[(5,5-andTOp-2-0KCONinepnamnH-1-in)meTnn]-3-okco-8-
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[2-nipnann-4-in-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
in]nponin}kapbamary

65Mr HasBaHoOi Cronyku OAEpPXYTb 3 BUXOAOM
78% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
OfepXKaHHs1 Croslyku, ornucaHoi B NpUroTyBaHHi 45,
BuKopucToBytoum 47,0mr (0,140mMmonb) (3S)-3-[(TpeT-
6yTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)0yTaHoBOI KACNOTW, OTPUMAHOI B
npurotyBaHHi 57 i 45,0mr (0,127MMmonb) rigpoxnopu-
ay 2-nipugunH-4-in-4-(Tpucdtopmetnn)-5,6,7,8-
TeTparigponipmao[3,4-d]nipumiguHy, oTpumMaHoro npu
npurotyeaHHi 91.

'H SAMP (CDCl3) & 8,81 (2H, ywwmp. c), 8,32-8,31
(2H, m), 5,81 (1H, ywwp. c), 4,98-4,96 (1H, m), 4,85-
4,83 (1H, m), 4,23 (1H, ywwmp. c), 3,95 (1H, ywwup. c),
3,81-3,73 (3H, m), 3,62-3,49 (2H, m), 3,16-3,10 (2H,
M), 2,89-2,85 (1H, m), 2,62-2,55 (3H, m), 2,28 (2H, m),
1,42 (9H,c)

Maca (vm/e) 599 (M+1)

Mpuknag 57: CuHte3d 1-{(2S)-2-amiH0-4-0KCO-4-
[2-nipnanH-4-in-4-(TpucdTopmeTun)-5,8-
avrigponipnao[3,4-dnipumiguh-7(6H)-in)6yTun}-5,5-
andpropninepnanH-2-oHy
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34,4Mr Ha3BaHOI CMONyKM OAEPXYIOTb 3 BUXOOOM
64% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
OoflepXKaHHs1 CNonyku, BUKNageHo! B Npuknagi 22, su-
kopucToBytoun 65mr (0,109Mmmonb) TpeT-6yTun-{(1S)-
1-[(5,5-andTOp-2-0kconinepnanH-1-in)metun]-3-okco-
3-[2-nipnanH-4-in-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipumignn-7(6H)-
injnponinjkap6amaTty, OTPUMaHOro B MNPUrOTYBaHHI
104.

'H SAMP (CD30D) § 8,77-8,75 (2H, m), 8,45-8,43
(2H, m), 5,06-4,86 (2H, m), 4,00-3,88 (2H, m), 3,85-
3,78 (2H, m), 3,58-3,49 (3H, m), 3,21-3,11 (2H, m),
2,75-2,70 (1H, m), 2,64-2,54 (3H, m), 2,37-2,33 (2H,
)

Maca (vm/e) 499 (M+1)

MpurotyBaHHa 105: CuHTes Tpet-6yTun-{(1S)-3-
[2-(4-cbTOPOEH3UN)-4-(TPHdTOPMETUN)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in]-1-{[(5R)-5-
MeTun-2-okconinepuamnn-1-injmeTtnn}-3-
okconponin]kapbamaTty

70Mr Ha3BaHOI CMOMNyKN OOEepXylTb 3 BUXOOOM
96% BignoBiAHO OO METOAMKW, aHanori4YHOI MeToauLi
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BukopucToBytoun 38,0mr (0,120mmons) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHol]-4-[(5R)-5-meTun-2-
okconinepuauH-1-in)6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBanHi 51 i 38,0mr (0,109mmonb) 2-(4-
pTOp6EeH3NN)-4-(TpucdpTopmeTnn)-5,6,7,8-
TeTparigponipnao[3,4-d]nipumianHy rigpoxnopuay,
OTPUMaHOro B NPUroTyBaHHi 92.

'H AMP (CDCl3) & 7,34-7,32 (2H, m), 7,00-6,96
(2H, m), 5,86-5,85 (1H, ™), 4,85-4,80 (1H, ™), 4,73-
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4,61 (1H, m), 4,23-4,15 (2H, m), 3,86-3,83 (1H, m),
3,74-3,68 (1H, m), 3,56-3,47 (2H, m), 3,36-3,33 (1H,
M), 3,06-2,95 (3H, m), 2,85-2,77 (1H, m), 2,50-2,83
(4H, m), 1,92 (1H, ywwmp. c), 1,79 (2H, ywwup. c), 1,40-
1,38 (9H, m), 0,99 (3H, 4, J=6,7T'u)

Maca (m/e) 608 (M+1)

Mpuknag 58: CuHtes (5R)-1-{(2S)-2-amiHo-4-[2-
(4-dpTopbeHaun)-4-(TpudpTopmeTun)-5,8-
avrigponipnao[3,4-dnipumiguH-7(6H)-in]-4-
oKcoOyTUN}-5-meTunninepuanH-2-oHy
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49,7Mr Ha3BaHOI CNOMNyKN oaepXyTb 3 BUXOAOM
85% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
OflepXKaHHs1 CNonyKu, BUKNageHo! B Nnpuknadi 22, su-
kopwuctoBytoun 77mr (0,115mMmonb) TpeT-6yTnn-[(1S)-
3-[2-(4-dbTOpOEH3nN)-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in]-1-{[(5R)-5-
MeTun-2-okconinepuanH-1-injmetun}-3-
okconponin]kapbamaTy, OTPYMaHOro B MPUrOTyBaHHI
105.

'H AAMP (CD30D) § 7,39-7,36 (2H, m), 7,04-7,00
(2H, ™), 4,86-4,77 (2H, m), 4,28-4,27 (2H, m), 3,86-
3,83 (2H, m), 3,50-3,37 (4H, m), 3,09-2,99 (3H, m),
2,73-2,66 (1H, m), 2,61-2,53 (1H, m), 2,43-2,29 (2H,
M), 2,02-1,98 (1H, m), 1,85-1,82 (1H, m), 1,56-1,46
(1H, m), 1,03 (3H, g, J=6,4"u)

Maca (v/e) 508 (M+1)

MpurotyBaHHa 106: CuHTes TpeTt-6yTun-{(1S)-1-
[(5,5-audpTop-2-okconinepuamnn-1-in)metun]-3-[2-(4-
pTOpOEeH3nN)-4-(TpudTopmeTnn)-5,8-
avrigponipngo[3,4-dnipumigut-7(6H)-in]-3-
okconponin]kapbamaTty

66Mr HasBaHoOI Cronyku OAepXylTb 3 BUXOOOM
87% BignoBigHO OO METOAMKW, aHarnori4YHOI MeToamLi
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BukopwucToBytoum 40,3mr (0,120mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)6yTaHoBOI KUCNOTW, OTPUMAaHOI B
npurotyBaHHi 57 i 38,0mr (0,109mMmonb) rigpoxnopu-
ay 2-(4-pTopbeH3nn)-4-(Tpudptopmetun)-5,6,7,8-
TeTparigponipngo[3,4-djnipumignHy, oTpumaHoro B
npuroTyBaHHi 92.

'H AMP (CDCl3) & 7,35-7,26 (2H, m), 7,00-6,97
(2H, m), 5,77-5,75 (1H, ™), 4,85-4,80 (1H, m), 4,70-
4,61 (1H, m), 4,24-4,18 (3H, m), 3,86-3,84 (1H, m),
3,76-3,67 (2H, m), 3,59-3,48 (3H, m), 3,07-2,97 (2H,
M), 2,83-2,76 (1H, m), 2,57-2,49 (3H, m), 2,28-2,19
(2H,m) 1,40 (9H, c)

Maca (m/e) 630 (M+1-Boc)

Mpuknag 59: CwuHte3s 1-{(2S)-2-amiH0-4-[2-(4-
pTopbeHann)-4-(TpudgpTopmeTnn)-5,8-
avrigponipngo[3,4-dinipnaunt-7(6H)-in]-4-okcobyTunn}-
5,5-andTopninepnanH-2-oHy
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44 4Mr Ha3BaHOI CNOMNyKN oOepXylTb 3 BUXOAOM
80% BignoBiAHO 4O METOAWUKM, aHanoriyHoi MeToauui
OoflepXKaHHs1 CNonykun, BUKNageHo! B Nnpuknaai 22, su-
KopucToBytoun 66,0mr (0,105mmonb) TpeT-OyTun-
{(1S)-1-[(5,5-andTOp-2-0KCONINEPUANH-1-iN)METUM]-
3-[2-(4-dbTOpOEeH3nn)-4-(TpudTopmetun)-5,8-
avrigponipngo[3,4-dnipumignh-7(6H)-in)-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
106.

'H AAMP (CD30D) § 7,39-7,36 (2H, m), 7,04-7,00
(2H, m), 4,89-4,81 (2H, m), 4,28-4,27 (2H, m), 3,88-
3,77 (4H, wm), 3,53-3,47 (3H, m), 3,09-2,99 (2H, m),
2,66-2,61 (1H, m), 2,58-2,49 (3H, m), 2,40-2,29 (2H,
)

Maca (m/e) 530 (M+1)

MpurotyBaHHa 107: CuHTes Tpet-6yTun-{(1S)-1-
{[(5R)-5-meTunn-2-okconinepuamnH-1-in]metun}-3-okco-
3-[2-(3-TieHin)-4-(TpndTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
in]nponin}kapbamary

75,0Mr Ha3BaHOI CrosykU OAEPXy0Tb 3 BUXOA0M
94% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BuKkopucToBytoum 43,0mr (0,137mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHol]-4-[(5R)-5-meTun-2-
okconinepuauH-1-in]6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51 i 40,0mr (0,124mMmonb) rigpoxnopu-
ay 2-(3-TieHin)-4-(Tpucdtopmetunn)-5,6,7,8-
TeTparigponipngo[3,4-djnipumiguHy, oTpumaHoro B
npurotyeaHHi 95.

'H AMP (CDCl3) & 8,38-8,37 (1H, m), 7,93-7,91
(1H, ™), 7,43-7,40 (1H, m), 5,90-5,88 (1H, m), 5,33
(1H, c), 4,92-4,74 (1H, m), 4,23-4,13 (1H, m), 3,98-
3,92 (1H, m), 3,84-3,81 (1H, m), 3,73-3,51 (2H, m),
3,42-3,28 (1H, m), 3,13-3,04 (3H, m), 2,93-2,87 (1H,
M), 2,59-2,54 (1H, m), 2,48-2,32 (2H, m), 2,00-1,84
(3H, m), 1,46-1,44 (9H, m) 1,04-1,03 (3H, m)

Maca (m/e) 582 (M+1)

Mpuknag 60: CwuHTes (5R)-1-{(2S)-2-amiHo-4-
0KC0-4-[2-(3-TieHin)-4-(TpucpTopmeTnn)-5,8-
avrigponipmnao[3,4-dnipumigun-7(6H)-in)6yTnn}-5-
MeTunninepuanH-2-oHy
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54,4Mr Ha3BaHOI CMNONyKM OAEPXYIOTb 3 BUXOOOM
88% BignoBiAHO 4O METOAUKM, aHanoriyHoi MeToauui
OoflepXKaHHs1 CNonykun, BUKNageHo! B Npuknagi 22, su-
kopucToBytoun 75,0mr (0,129mmonb) TpeT-OyTun-

89396 108

{(1S)-1-{[(5R)-5-meTnn-2-okconinepuauH-1-injmetun}-
3-okco-3-[2-(3-TieHin)-4-(TpudpTopmeTnn)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
injnponinjkap6amaTty, OTPUMaHOro B MNPUrOTYBaHHI
107.

'H AAMP (CD30D) § 8,41-8,40 (1H, m), 7,90-7,88
(1H, m), 7,54-7,52 (1H, m), 4,97-4,86 (2H, m), 3,96-
3,86 (2H, m), 3,67-3,63 (1H, m), 3,57-3,45 (2H, m),
3,42-3,37 (1H, m), 3,13-3,03 (3H, m), 2,80-2,76 (1H,
M), 2,68-2,59 (1H, m), 2,46-2,32 (2H, m), 2,01 (1H,
ywwup. c), 1,84-1,82 (1H, m), 1,58-1,51 (1H, m), 1,06-
1,03 (3H, m)

Maca (v/e) 482 (M+1)

MpurotyBaHHa 108: CuHTes Tpet-6yTun-{(1S)-1-
[(5,5-andTOp-2-0KCONiNnepnamnH-1-in)meTnn]-3-okco-3-
[2-(3-TieHin)-4-(TpudTopmeTnn)-5,8-
avrigponipngo[3,4-dlnipymignn-7(6H)-
in]nponin}kapbamary

66,0Mr Ha3BaHOI CronNyky oAepXyoTb 3 BUXOAOM
80% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BukopucToBytoum 43mr (0,137mmonb) (3S)-3-[(TperT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)6yTaHoBOI KUCNOTW, OTPUMAaHOI B
npurotyBaHHi 57 i 40,0mr (0,124mmonb) rigpoxnopu-
ay 2-(3-TieHin)-4-(Tpucdtopmetunn)-5,6,7,8-
TeTparigponipngo[3,4-djnipumiguHy, oTpumaHoro B
npurotyeaHHi 93.

'H AMP (CDsOD) & 8,35-8,34 (1H, ™), 7,89-7,87
(1H, m), 7,40-7,37 (1H, m), 5,79-5,77 (1H, m), 4,88
(1H, c), 4,80-4,69 (1H, m), 4,23 (1H, ywwp. c), 3,92-
3,89 (1H, m), 3,78-3,66 (3H, m), 3,60-3,55 (2H, m),
3,08-3,01 (2H, m), 2,87-2,83 (1H, m), 2,62-2,53 (3H,
M), 2,35-2,23 (2H, m), 1,42-1,41 (9H, m)

Maca (m/e) 604 (M+1)

Mpuknag 61: CuHte3d 1-{(2S)-2-amiH0-4-0KCO-4-
[2-(3-TieHin)-4-(TpndpTopmeTnn)-5,8-
avrigponipnao[3,4-dnipumignH-7(6H)-in]6ytun}-5,5-
andptopninepnamnH-2-oHy
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44,0Mr Ha3BaHoI CrNoOMyKN oOepPXyloTb 3 BUXOAOM
80% BignoBiAHO 4O METOAWUKM, aHanoriyHoi MeToauui
OflepXKaHHs1 CNonyKu, BUKNageHo! B Nnpuknadi 22, su-
kopucToBytoun 66mr (0,109Mmmonb) TpeT-6yTun-{(1S)-
1-[(5,5-andTop-2-0kconinepnanH-1-in)metun]-3-okco-
3-[2-(3-TieHin)-4-(TpndTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
injnponin}kap6amarty, OTPUMaHOro B MNPUrOTYBaHHI
108.

'H SAMP (CD30D) & 8,41-8,40 (1H, m), 7,90-7,88
(1H, m), 7,55-7,52 (1H, m), 4,95-4,89 (2H, m), 3,88-
3,79 (4H, m), 3,58-3,53 (1H, m), 3,50-3,45 (2H, m),
3,12-3,02 (2H, m), 2,74-2,68 (1H, m), 2,62-2,51 (3H,
M), 2,40-2,33 (2H, m)

Maca (vm/e) 504 (M+1)

MpurotyBaHHa 109: CuHTes Tpet-6yTun-{(1S)-1-
{[(5R)-5-meTunn-2-okconinepuamnH-1-in]Metun}-3-okco-
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3-[2-(2-TieHin)-4-(TpndTopmMeTUN)-5,8-
avrigponipngo[3,4-dnipumignn-7(6H)-
in)nponin}kapbamary

80,0Mr Ha3BaHOI CronyKy oAepXyloTb 3 BUXOAOM
100% BignoBiaHO A0 METOAMKKN, aHanoriYHoi MeToan-
Ui ogepXaHHs1 CMonyKu, onucaHoi B NPUroTyBaHHi 45,
BuKopwmcToBytoum 43,0mr (0,137mMmonb) (3S)-3-[(TpeT-
6yTokcukapboHin)amiHo]-4-[(5R)-5-meTnn-2-
okconinepuauH-1-in)6yTaHoBOI KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51 i 40,0mr (0,124mMmonb) rigpoxnopu-
ay 2-(2-TieHin)-4-(TpudTopmetun)-5,6,7,8-
TeTparigponipnao[3,4-djnipumignHy, oTpuMaHoro B
npuroTyBaHHi 94.

'H AMP (CDCl3) 5 8,05-8,04 (1H, ™), 7,52-7,51
(1H, m), 7,16-7,13 (1H, m), 5,89 (1H, ywwp. c), 4,87
(1H, c), 4,76-4,69 (1H, m), 4,25-4,18 (1H, m), 3,91-
3,88 (1H, m), 3,80-3,77 (1H, m), 3,67-3,51 (3H, m),
3,38-3,27 (1H, m), 3,11-2,99 (3H, m), 2,89-2,83 (1H,
M), 2,56-2,28 (3H, m), 2,01-1,91 (1H, m), 1,85-1,81
(1H, m), 1,42-1,41 (9H, m), 1,00 (3H, g, J=6,8I"L)

Maca (v/e) 582 (M+1)

Mpuknag 62: CwuHTes (5R)-1-{(2S)-2-amiHo-4-
0KCO-4-[2-(2-TieHin)-4-(TpudTopmetnn)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in)6yTun}-5-
MeTunninepuanH-2-oHy
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58,6Mr Ha3BaHOI CNonykn oAepXyloTb 3 BUXOOOM
89% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
Oflep>KaHHs1 CNonyKun, BUKNadeHo! B Npuknagi 22, su-
kopucTtoBytoun 80,0mr (0,138mmonb) TpeT-OyTun-
{(1S)-1-{[(5R)-5-meTnn-2-okconinepuauH-1-injmetun}-
3-0kco-3-[2-(2-TieHin)-4-(TpudpTopmeTnn)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
injnponin}kap6amarty, OTPUMaHOro B MNPUrOTYBaHHI
109.

'H AAMP (CD30D) & 8,04-8,03 (1H, m), 7,68-7,66
(1H, m), 7,21-7,18 (1H, m), 4,93-4,82 (2H, m), 3,93-
3,86 (2H, m), 3,70-3,63 (1H, m), 3,56-3,44 (2H, m),
3,42-3,37 (1H, m), 3,10-3,00 (3H, m), 2,79-2,74 (1H,
M), 2,66-2,58 (1H, m), 2,45-2,32 (2H, m), 2,05-2,00
(1H, m), 1,85-1,81 (1H, m), 1,58-1,50 (1H, m), 1,05-
1,03 (3H, m)

Maca (v/e) 482 (M+1)

MpurotyBaHHsA 110: CuHTe3 TpeT-OyTuny

{(1S)-1-[(5,5-andTOp-2-0KCONINEPUANH-1-
in)metun]-3-okco-3-[2-(2-TieHin)-4-(TpudTopmeTun)-
5,8-gurigponipngo[3,4-dnipymignn-7(6H)-
in]nponin}kapbamary

29,0Mr Ha3BaHOI CMOMYKMN OOEPXYOTb 3 BUXOOOM
35% BignoBigHO OO METOAMKW, aHarnorivYHOI MeToamLi
OQEepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BuKopucToBytoum 43,0mr (0,137mmonsb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)6yTaHoBOI KUCNOTW, OTPUMAaHOI B
npurotyBaHHi 57 i 40,0mr (0,124mMmonb) rigpoxnopu-
ay 2-(2-TieHin)-4-(Tpudtopmetunn)-5,6,7,8-
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TeTparigponipngo[3,4-djnipumignHy, oTpumaHoro B
npuroTyeaHHi 94.

'H AMP (CDCl3) & 8,10-8,09 (1H, m), 7,57-7,55
(1H, m), 7,21-7,18 (1H, m), 5,83-5,81 (1H, m), 4,95-
4,82 (1H, m), 4,81-4,72 (1H, m), 4,30-4,20 (1H, m),
3,95-3,93 (1H, m), 3,82-3,73 (3H, m), 3,63-3,62 (2H,
M), 3,11-3,04 (2H, m), 2,90-2,86 (1H, m), 2,66-2,57
(3H, m), 2,36-2,27 (2H, m), 1,46-1,45 (9H, m)

Maca (m/e) 604 (M+1)

Mpuknag 63: CuHte3d 1-{(2S)-2-amiH0-4-0KCO-4-
[2-(2-TieHin)-4-(TpndpTopmeTnn)-5,8-
avrigponipnao[3,4-dnipumigunH-7(6H)-in]6ytun}-5,5-
andptopninepnanH-2-oHy
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20,3Mr Ha3BaHOI CronyKku1 oAepXyloTb 3 BUXOAOM
84% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
OoflepXKaHHs1 CNonyKun, BUKNadeHo! B Nnpuknadi 22, su-
kopucTtoBytoun 29mr (0,048mmonb) TpeT-6yTun-{(1S)-
1-[(5,5-audTOp-2-0KkconinepnanH-1-in)metun]-3-okco-
3-[2-(2-TieHin)-4-(TpndTopmMeTUN)-5,8-
avrigponipngo[3,4-dnipumignn-7(6H)-
injnponin}kap6amaTty, OTPUMaHOro B MNPUrOTYBaHHI
110.

'H AAMP (CD30D) & 8,06-8,05 (1H, m), 7,67-7,66
(1H, m), 7,21-7,19 (1H, m), 4,94-4,82 (2H, m), 3,94-
3,78 (4H, wm), 3,54-3,48 (3H, m), 3,11-3,02 (2H, m),
2,74-2,69 (1H, m), 2,62-2,56 (3H, m), 2,40-2,35 (2H,
)

Maca (vm/e) 504 (M+1)

MpurotyBaHHa 111: CuHTes TpeT-6yTun-{(1S)-3-
[2-(2-cbypun)-4-(TpndTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in]-1-{[(5R)-5-
MeTuI-2-okconinepuaunn-1-injmeTtnn}-3-
okconponinjkapbamaTy

70,0Mr Ha3BaHOI CrosykU OAEPXY0Tb 3 BUXOA0M
86% BignoBigHO OO METOAMKW, aHarnorivYHOI MeToauLi
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BuKopucToBytoumn 45,3mr (0,144mmons) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHol-4-[(5R)-5-meTun-2-
okconinepuauH-1-in]6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51 i 40,0mr (0,131MMmonb) rigpoxnopu-
ay 2-(2-dpypun)-4-(TpucbtopmeTtun)-5,6,7,8-
TeTparigponipngo[3,4-djnipumiguHy, oTpumaHoro B
npurotyeaHHi 95.

'H AMP (CDCl3) & 7,68-7,65 (1H, m), 7,43-7,38
(1H, m), 6,61-6,59 (1H, m), 5,91-5,89 (1H, m), 4,98-
4,87 (1H, wm), 4,85-4,74 (1H, m), 4,20 (1H, ywwup. c),
3,94-3,89 (1H, m), 3,82-3,78 (1H, m), 3,62-3,48 (3H,
m), 3,44-3,36 (1H, m), 3,08-3,01 (3H, m), 2,88-2,81
(1H, m), 2,58-2,28 (3H, m), 2,04 (1H, ywwup. c), 1,84-
1,82 (1H, m), 1,42-1,40 (9H, m), 1,00 (3H, g, J=6,4"L)

Maca (m/e) 566 (M+1-Boc)

Mpuknag 64: CuHtes (5R)-1-{(2S)-2-amiHo-4-[2-
(2-cpypun)-4-(TpudpTopmetun)-5,8-gurigponipngo[3,4-
d]nipymignH-7(6H)-in]-4-okcobyTnn}-5-
MeTUnninepuanH-2-oHy



111

R )

O N o

57,7Mr Ha3BaHOI CMoONykn OAEPXY0Tb 3 BUXOOOM
93% BignNoBiAHO 4O METOAWMKM, aHanoriyHoI MeToauui
OoflepXKaHHs1 CNonyku, BUKNageHo! B Npuknagi 22, su-
kopuctoBytoun 70,0mr (0,124Mmonb)  TpeT-OyTun-
{(1S)-3-[2-(2-dpypwn)-4-(TpncpTOpMETUN)-5,8-
avrigponipngo[3,4-dnipymignn-7 (6H)-in]-1-{[(5R)-5-
MeTun-2-okconinepuanH-1-injmetun}-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
111

'H SAMP (CD30D) & 7,81 (1H, ™), 7,43-7,42 (1H,
M), 6,70-6,68 (1H, m), 4,99-4,87 (2H, m), 3,98-3,83
(5H, m), 3,59-3,55 (1H, m), 3,17-3,11 (2H, m), 3,04-
2,98 (2H, m), 2,88-2,79 (1H, m), 2,48-2,41 (2H, m),
2,10-2,06 (1H, ™), 1,90-1,85 (1H, m™m), 1,60-1,53
(1H,m), 1,06 (3H, g, J=6,8w)

Maca (v/e) 466 (M+1)

MpurotyBaHHa 112: CuHTes Tpet-6yTun-{(1S)-1-
[(5,5-audpTop-2-okconinepuamnn-1-in)metun]-3-[2-(2-
dypun)-4-(TpuddTopmetnn)5,8-gurigponipmnao[3,4-
d]nipymigunH-7(6H)-in]-3-okconponinikapbamaTy

75,0Mr Ha3BaHOI CrosykU OAEPXy0Tb 3 BUXOA0M
89% BignoBigHO OO METOAMKW, aHanorivYHOI MeToanLi
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BuKkopucToBytoun 48wmr (0,144mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)oyTaHoBOI KUCNOTW, OTPUMAaHOI B
npurotyBaHHi 57 i 40,0mr (0,131MMmonb) rigpoxnopu-
ay 2-(2-dpypun)-4-(TpucbtopmeTtun)-5,6,7,8-
TeTparigponipngo[3,4-djnipumiguHy, oTpumaHoro B
npurotyeaHHi 95.

'H AMP (CDCl3) 5 7,64 (1H, m), 7,40-7,38 (1H,
M), 6,60-6,56 (1H, m), 5,82-5,79 (1H, m), 4,95-4,88
(1H, m), 4,80-4,71 (1H, m), 4,20 (1H, ywwup. c), 3,92-
3,85 (1H, m), 3,78-3,68 (3H, m), 3,60-3,50 (1H, m),
3,10-3,00 (2H, m), 2,85-2,78 (1H, m), 2,60-2,50 (3H,
M), 2,30-2,20 (2H, m), 1,40 (9H, c)

Maca (m/e) 588 (M+1)

Mpuknag 65: CwuHtes 1-{(2S)-2-amiHo-4-[2-(2-
(dypun)-4-(TpucbTopmetun)-5,8-aurigponipnao[3,4-
d]nipymignH-7(6H)-in]-4-okcobyTnn}-5,5-
andpropninepnamnH-2-oHy
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48,9Mr HasBaHoI CNoMykn oaepXyloTb 3 BUXOAOM
73% BignoBiAHO 4O METOAMKM, aHanoriyHoi MeToauui
OoflepXKaHHs1 CNonykun, BUKNageHo! B Npuknagi 22, su-
kopucTtoBytoun 75mr (0,128mmonb) TpeT-6yTun-{(1S)-
1-[(5,5-audTop-2-okconinepnanH-1-in)metnn]-3-[2-(2-
dypun)-4-(Tpucdtopmetun)-5,8-gurigponipngo[3,4-

89396 112

d]nipumigun-7(6H)-in]-3-okconponinikapbamary,
OTPUMaHOro B NPUroTyBaHHi 112.

'H AAMP (CD30D) § 7,81-7,80 (1H, m), 7,43-7,42
(1H, m), 6,70-6,68 (1H, m), 4,98-4,88 (2H, m), 3,98-
3,75 (6H, m), 3,61-3,50 (1H, m), 3,20-3,10 (1H, m)
3,07-2,99 (2H, m), 2,91-2,83 (1H, m), 2,69-2,62 (2H,
M), 2,44-2,34 (2H, m)

Maca (v/e) 488 (M+1)

MpurotyBaHHa 113: CuHTe3 TpeT-OyTnn-[(1S)-3-
[2-(3-dbypun)-4-(TpndpTOopmeTH)-5,8-
avrigponipngo[3,4-dnipumignn-7(6H)-in]-1-{[(5R)-5-
MeTuIn-2-okconinepuaunn-1-injmeTtnn}-3-
okconponin]kapbamaTty

80,0Mr Ha3BaHOI CMOMYKM OOEPXYOTb 3 BUXOOOM
91% BignoBigHO OO METOAMKW, aHarnori4YHOI MeToamLi
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BuKopucToBytoum 49,0mr (0,155mmonb) (3S)-3-[(TpeT-
6yTokcukapboHin)amiHol-4-[(5R)-5-meTun-2-
okconinepuauH-1-in]6yTaHoBOI KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51 i 43,0mr (0,141MMmonb) rigpoxnopu-
ay 2-(3-pypun)-4-(TpucbtopmeTtun)-5,6,7,8-
TeTparigponipngo[3,4-djnipumignHy, oTpumaHoro B
npuroTyeaHHi 96.

'H AMP (CDCl3) & 8,25 (1H, c), 7,49-7,48 (1H,
M), 7,04-7,03 (1H, m), 5,87-5,83 (1H, m), 4,85 (1H, c),
4,74-4,67 (1H, wm), 4,18-4,13 (1H, m), 3,89-3,87 (1H,
M), 3,80-3,75 (1H, wm), 3,62-3,47 (3H, m), 3,40-3,30
(1H, m), 3,07-2,95 (3H, m), 2,87-2,82 (1H, m), 2,52-
2,31 (3H, m), 1,93 (1H, ywwp. c), 1,80 (1H, ywwup. c),
1,41-1,39 (9H, m), 0,99 (3H, g, J=6,9I"u)

Maca (m/e) 566 (M+1)

Mpuknag 66: CuHte3 (5R)-1-{(2S)-2-amiHo-4-[2-
(3-dpypun)-4-(Tpudptopmetun)-5,8-gurigponipngo[3,4-
d]nipumigun-7(6H)-in]-4-okcobyTun}-5-
MeTUnninepuanH-2-oHy
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68,1Mr Ha3BaHOI CronyK1 oAepPXyloTb 3 BUXOAOM
95% BignoBiAHO 4O METOAWUKM, aHanoriyHoi MeToauui
Oflep>KaHHs1 CNonyKu, BUKNadeHo! B npuknagi 22, su-
kopucTtoBytoun 80,0mr (0,076mmonb) TpeT-OyTun-
[(1S)-3-[2-(3-dpypwn)-4-(TpndpTOPMETUN)-5,8-
avrigponipngo[3,4-dnipumignn-7 (6H)-in]-1-{[(5R)-5-
MeTun-2-okconinepuauH-1-injmetun}-3-
okconponin]kapbamaTy, OTPYMaHOro B MPUrOTyBaHHI
113.

'H AMP (CDs;0D) & 8,53 (1H, c), 7,65-7,64 (1H,
M), 7,08 (1H, c), 4,97-4,86 (2H, m), 3,96-3,83 (4H, m),
3,69-3,59 (1H, m), 3,43-3,37 (1H, m) 3,20-3,15 (4H,
M), 2,88-2,75 (1H, m), 2,50-2,40 (2H, m), 2,06 (1H,
ywwup. c), 1,88-1,84 (1H, m), 1,60-1,51 (1H, m), 1,07
(3H, g, J=6,4T"u)

Maca (v/e) 466 (M+1)

MpurotyBaHHa 114: CuHtes TpeTt-6yTun-{(1S)-1-
[(5,5-andTop-2-0KCOoninepnamnH-1-in)metnn]-3-[2-(3-
dypun)-4-(TpudTopmetnn)5,8-gurigponipmnao[3,4-
d]nipumigun-7(6H)-in]-3-okconponinikapbamaty
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85,0Mr Ha3BaHOI CNonykn oAepXyloTb 3 BUXOOOM
93% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
OflepXKaHHs1 Croslyku, onucaHoi B NpUroTyBaHHi 45,
BuKopucToBytoun 52mr (0,155mmonb) (3S)-3-[(TperT-
6yTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)0yTaHoBOI KACIOTW, OTPUMAHOI B
npurotyBaHHi 57 i 43,0mr (0,141MMonb) rigpoxnopu-
ay 2-(3-cpypun)-4-(Tpucbtopmetun)-5,6,7,8-
TeTparigponipnao[3,4-djnipumignHy, oTpuMaHoro B
npuroTysaHHi 96.

'H AMP (CDCl3) 6 8,26 (1H, c), 7,49 (1H, c),
7,04-7,03 (1H, m), 5,77 (1H, ywwp. c), 4,84 (1H, c),
4,75-4,70 (1H, m), 4,20 (1H, ywwmp. c), 3,88 (1H,
ywwmp. c), 3,75-3,68 (3H, m), 3,59-3,55 (2H, m), 3,06-
2,99 (2H, m), 2,83-2,80 (1H, m), 2,58-2,53 (3H, m),
2,25 (2H,m), 1,41-1,40 (9H, m)

Maca (v/e) 588 (M+1)

Mpuknag 67: CwuHtes 1-{(2S)-2-amiHo-4-[2-(3-
dypwvn)-4-(TpudpTopmeTnn)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-4-okcobyTun}-5,5-
andpropninepnanH-2-oHy
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68,8Mr Ha3BaHOI CronyKkn oAepXyloTb 3 BUXOAOM
91% BignoBiAHO 4O METOAWMKM, aHanoriYHoi MeToauui
OoflepXKaHHs1 CNonyKun, BUKNageHo! B Nnpuknaai 22, su-
kopucTtoBytoun 85mr (0,145mmonb) TpeT-6yTun-{(1S)-
1-[(5,5-audTop-2-okconinepnanH-1-in)metnn]-3-[2-(3-
dypun)-4-(Tpudtopmetun)-5,8-gurigponipngo[3,4-
d]nipumigun-7(6H)-in]-3-okconponinikapbamary,
OTPUMaHOro B NpUroTyBaHHi 114.

'H AMP (CDs0D) & 8,36 (1H, c), 7,65-7,64 (1H,
M), 7,09 (1H, c), 4,97-4,80 (2H, m), 3,98-3,79 (6H, m),
3,54-3,51 (1H, m), 3,15-3,01 (3H, m), 2,89-2,83 (1H,
M), 2,65-2,61 (2H, m), 2,42-2,36 (2H, m)

Maca (v/e) 488 (M+1)

MpurotyBaHHa 115: CuHTes TpeT-6yTun-{(1S)-1-
{[(5R)-5-meTunn-2-okconinepuaunH-1-in]mMetun)-3-okco-
3-[2-(1H-nipon-2-in)-4-(TpucpTopmeTnn)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
in]nponin}kapbamary

43,0Mr Ha3BaHOI CNONyk1 ogepXyTb 3 BUXOAOM
88% BignoBigHO OO METOAMKW, aHanorivYHoI MeToauLi
OfepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BuKopwucToBytoum 27,3mr (0,087mmons) (3S)-3-[(TpeT-
6yTokcukapboHin)amiHol-4-[(5R)-5-meTun-2-
okconinepuauH-1-in]6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51 i 24,0mr (0,079mMmonb) rigpoxnopu-
ay 2-(1H-nipon-2-in)-4-(TpucptopmeTunn)-5,6,7,8-
TeTparigponipngo[3,4-djnipumignHy, oTpumaHoro B
npurotyeaHHi 98.

'H AMP (CDCls) 6 9,55 (1H, ywup. c), 7,20-7,18
(1H, m), 7,04 (1H, c), 6,39 (1H, c), 5,91-5,88 (1H, m),
4,86 (1H, c), 4,80-4,69 (1H, m), 4,23-4,17 (1H, m),
3,92-3,90 (1H, m), 3,81-3,79 (1H, m), 3,66-3,54 (1H,
M), 3,66-3,54 (2H, wm), 3,41-3,38 (1H, m), 3,14-2,87
(4H, m), 2,57-2,37 (3H, m), 1,98 (1H, m), 1,85 (1H, m),
1,45-1,44 (9H, m), 1,06-1,03 (3H, m)

89396 114

Maca (m/e) 565 (M+1)

Mpuknag 68: CwuHTe3s (5R)-1-{(2S)-2-amiHo-4-
0oKco-4-[2-(1H-nipon-2-in)-4-(TpudpTopmeTnn)-5,8-
avrigponipmao[3,4-d]nipumignn-7(6H)-in]6yTtun)-5-
MeTUnninepuanH-2-oHy
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35,2Mr Ha3BaHOI CMonykn OAepPXyloTb 3 BUXOOOM
86% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
OflepXKaHHs1 CNonyKu, BUKNadeHo! B Nnpuknadi 22, Bu-
kopuctoBytoun 43,0mr (0,076mmonb) TpeT-OyTun-
{(1S)-1-{[(5R)-5-meTnn-2-okconinepuauH-1-injlmetun}-
3-okco-3-[2-(1H-nipon-2-in)-4-(Tpudptopmetun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
injnponin}kap6amarty, OTPUMaHOro B MNPUrOTYBaHHI
115.

'H AAMP (CD30D) § 7,10-7,09 (1H, m), 7,03-7,00
(1H, m), 6,28-6,26 (1H, m), 4,92-4,83 (2H, m), 3,96-
3,93 (2H, m), 3,86-3,83 (2H, m), 3,77-3,66 (1H, m),
3,41-3,36 (1H, m), 3,23-2,83 (5H, m), 2,45-2,41 (2H,
M), 2,06 (1H, ywwup. c), 1,86 (1H, m), 1,57-1,30 (1H,
m), 1,05 (3H, g, J=6,8I")

Maca (v/e) 465 (M+1)

MpurotyBaHHA 116: CuHTes TpeT-6yTun-{(1S)-1-
[(5,5-andTOp-2-0KCONinepnamnH-1-in)meTnn]-3-okco-3-
[2-(1H-nipon-2-in)-4-(TpucpTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
in]nponin}kapbamary

37,0Mr Ha3BaHOI CMOMYyKMU OOEPXYOTb 3 BUXOOOM
73% BignoBigHO 4O METOAMKM, aHanoriYHOI MeToauui
OQepXXaHHs1 Croslykn, onucaHoi B NpUroTyBaHHi 45,
BukopwucToBytoum 20,0mr (0,087mmons) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)6yTaHoBOI KUCNOTW, OTPUMAaHOI B
npurotyBaHHi 57 i 24,0mr (0,079mmonb) rigpoxnopu-
ay 2-(1H-nipon-2-in)-4-(TpucpTopmeTun)-5,6,7,8-
TeTparigponipngo[3,4-djnipumiguHy, oTpumaHoro B
npurotyeaHHi 98.

'H AMP (CDCls) 6 9,55 (1H, ywup. c), 7,20-7,18
(1H, m), 7,04 (1H, c), 6,40-6,38 (1H, m), 5,83-5,81
(1H, m), 4,86 (1H, c), 4,77-4,67 (1H, m), 4,27 (1H,
ywmp. c), 3,94-3,90 (1H, m), 3,83-3,73 (3H, m), 3,64-
3,62 (2H, m), 3,07-3,00 (2H, m), 2,90-2,80 (1H, m),
2,65-2,58 (3H, m), 2,36-2,27 (2H, m), 1,46-1,45 (9H,
c)

Maca (m/e) 587 (M+1)

Mpuknag 69: CuHtes 1-{(2S)-2-amiHo-4-okCco-4-
[2-(1H-nipon-2-in)-4-(TpucdTopmeTun)-5,8-
awvrigponipmao[3,4-dlnipymignHH-7(6H)-in]oytnn}-5,5-
audTopninepuanH-2-oHy
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34,9Mr Ha3BaHOI Cronykn OAepPXyoTb 3 BUXOOOM
99% BignNoBiAHO 4O METOAWUKM, aHanoriyHoi MeToauui
Oflep>KaHHs1 CNonyKu, BUKNageHo! B Npuknagi 22, su-
kopucTtoBytoun 37mr (0,063mmonb) TpeT-6yTun-{(1S)-
1-[(5,5-gucbTop-2-okconinepuanH-1-in)metun]-3-okco-
3-[2-(1H-nipon-2-in)-4-(TpucdTopmeTn)-5,8-
avrigponipmnao[3,4-dnipumigun-7(6H)-
injnponin}kap6amarty, OTPUMaHOro B MNPUrOTYBaHHI
116.

'H AAMP (CD30D) § 7,10-7,08 (1H, m), 7,03-7,02
(1H, m), 6,28-6,26 (1H, m), 4,93-4,82 (2H, m), 3,97-
3,74 (6H, m), 3,70-3,54 (1H, m), 3,09-2,87 (4H, m),
2,68-2,58 (2H, m), 2. 43-2,35 (2H, m)

Maca (v/e) 488 (M+1)

MpurotyBanHa 117: CuHTtes TpeT-6yTUn-{(1S)-1-
{[(5R)-5-meTunn-2-okconinepuamnH-1-in]Metun)-3-okco-
3-[2-nipnamnn-3-in-4-(TpndTopmeTun)-5,8-
avrigponipnao[3,4-dnipumigun-7(6H)-
in]nponin}kapbamary

65,6Mr Ha3BaHOI CMOMYyKMN OOEPXYOTb 3 BUXOOOM
90% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
OfepXXaHHs1 Crosiykn, onucaHoi B NpUroTyBaHHi 45,
BukopucToBytoun 40,0mr (0,127mmons) (3S)-3-[(TpeT-
OyTokcukap6boHin)amiHol]-4-[(5R)-5-meTun-2-
okconinepuauH-1-in]6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51 i 40,0mr (0,126mmonb) rigpoxnopu-
ay 2-nipnanH-3-in-4-(TpucptopmeTtun)-5,6,7,8-
TeTparigponipngo[3,4-djnipumignHy, oTpumaHoro B
npurotyeaHHi 97.

'H AMP (CDCl3) & 9,68 (1H, c), 8,78-8,76 (2H,
M), 7,50-7,44 (1H, m), 5,94-5,92 (1H, m), 5,04-4,81
(2H, m), 4,24 (1H, ywwp. c), 3,98-3,95 (1H, m), 3,87-
3,84 (1H, m), 3,62-3,52 (2H, m), 3,44-3,39 (1H, m),
3,18-3,11 (3H, m), 2,89 (1H, m), 2,61-2,57 (1H, m),
2,45-2,35 (3H, m), 1,98 (1H, ywwmp. c), 1,84 (1H,
ywwmp. c), 1,46-1,44 (9H, m), 1,04 (3H, g, J=8,0'w)

Maca (m/e) 577 (M+1)

Mpuknag 70: CwuHTes (5R)-1-{(2S)-2-amiHo-4-
0oKCo-4-[2-nipnaunH-3-in-4-(TpudTopmeTnn)-5,8-
avrigponipmnao[3,4-dnipumigun-7(6H)-in)6yTnn)-5-
MeTUnninepuanH-2-oHy
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59,7Mr Ha3BaHOI CrNonykn OAepXyloTb 3 BUXOOOM
95% BignoBiAHO 4O METOAWUKM, aHanoriYyHoi MeToauui
OoflepXKaHHs1 CNonyKun, BUKNadeHo! B Npuknagi 22, su-
KopucToBytoun 65,6mr (0,114mmonb) TpeT-OyTun-
{(1S)-1-{[(5R)-5-meTnn-2-okconinepuauH-1-injmetun}-
3-okco-3-[2-nipnaunH-3-in-4-(TpudptopmeTnn)-5,8-
avrigponipngo[3,4-dnipumignn-7(6H)-
injnponinjkap6amarty, OTPUMaHOro B MNPUrOTYBaHHI
117.

'H AMP (CDsOD) & 9,78 (1H, c), 9,62 (1H, A,
8,4I'u), 9,07 (1H, @, 5,2I'y), 8,35-8,32 (1H, m), 5,12-
5,01 (2H, m), 4,03-3,95 (3H, wm), 3,86-3,75 (1H, m),
3,70-3,59 (1H, m), 3,44-3,37 (1H, m), 3,28 (1H, ywwp.
c), 3,19-2,96 (2H, m), 2,95-2,90 (2H, m), 2,45-2,42
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(2H, m), 2,17 (1H, ywwp. c), 1,89-1,84 (1H, m), 1,59-
1,54 (1H, m), 1,07 (3H, g, J=6,4T"u)

Maca (vm/e) 477 (M+1)

MpurotyBaHHa 118: CuHTes TpeT-6yTun-{(1S)-1-
[(5,5-andTOp-2-0KCONiNnepnamnH-1-in)meTnn]-3-okco-3-
[2-nipnanH-3-in-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
in]nponin}kapbamary

71,0Mr Ha3BaHOI CMOMYKMN OOEPXYIOTb 3 BUXOOOM
93% BignoBigHO OO METOAMKW, aHanoriYHOi MeToauLi
OflepXXaHHSA CroryKn, onucaHoi B NPUroTysBaHHi 45,
BuKopucToBytoumn 42,4mr (0,127mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)6yTaHoBOI KUCNOTW, OTPUMAaHOI B
npurotyBaHHi 57 i 40,0mr (0,126MMmonb) rigpoxnopu-
ay 2-nipngnH-3-in-4-(Tpudtopmetnn)-5,6,7,8-
TeTparigponipngo[3,4-djnipumiguHy, oTpumaHoro B
npuroTyeaHHi 97.

'H AMPP (CDCl3) & 9,67 (1H, c), 8,78-8,74 (2H,
m), 7,50-7,41 (1H, m), 5,85-5,84 (1H, m), 5,03-4,92
(1H, m), 4,91-4,78 (1H, m), 4,27-4,22 (1H, m), 3,98-
3,95 (1H, m), 3,90-3,73 (3H, m), 3,67-3,57 (2H, m),
3,21-3,09 (2H, m), 2,91-2,87 (1H, m), 2,67-2,56 (3H,
M), 2,35-2,30 (2H, m), 1,45 (9H, c)

Maca (m/e) 599 (M+1)

Mpuknag 71: CuHtes 1-{(2S)-2-amiHo-4-okco-4-
[2-nipuanK-3-in-4-(TpudTopmeTun)-5,8-
avrigponipmao[3,4-dnipymignn-7(6H)-in)6yTun}-5,5-
audTopninepuanH-2-oHy
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34,4Mr Ha3BaHOI CMoONyKM OAEPXYI0Tb 3 BUXOOOM
64% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
Oflep>KaHHs1 CNonykun, BUKNageHo! B Nnpuknagi 22, su-
kopucToBytoun 65mr (0,109Mmmonb) TpeT-6yTun-{(1S)-
1-[(5,5-audTOp-2-0kconinepnanH-1-in)metun]-3-okco-
3-[2-nipnann-3-in-4-(TpndTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
injnponinjkap6amaTty, OTPUMaHOro B MNPUrOTYBaHHI
118.

'H AMP (CDsOD) & 9,78 (1H, c), 9,62 (1H, A,
8,0ru), 9,08 (1H, g, 4,0lu), 8,36-8,33 (1H, m), 5,12-
5,01 (2H, m), 4,02-3,67 (6H, m), 3,62-3,51 (1H, m),
3,29 (1H, ywwup. c), 3,20-3,09 (2H, m), 3,03-2,95 (1H,
M), 2,71-2,57 (2H, m), 2,43-2,37 (2H, m)

Maca (vm/e) 499 (M+1)

MpurotyBaHHA 119: CuHTes rigpoxnopuay (R)-(2-
aMiHO-1-MeTUMNETOKCI)-OLTOBOI  KMCINOTU  €TUITOBOrO
edipy

(1) Cuntes (R)-(2-rippokcunponin)-kapbamiHoBoi
KMCNOTU TPeT-0yTunosoro edipy

723wmr (4,1MMOrnb) Ha3BaHOI CNOMYKN OOEPXKYIOTb
3 BMxogom 61% BignoBigHO OO METOAWMKM, aHarnoriy-
HOI MeToaMUui ofepXaHHSA CMonyku, onucaHol B Npu-
roTyBaHHi 6-(1), 32 BUHATKOM TOro, LLO BMKOPUCTOBY-
toTb 500Mmr (R)-1-amiHonponaH-2-ony (6,65MMorb).
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AMP: "H-AMP (CDCl3) & 4,91 (1H, ywwup. c),
3,95-3,85 (1H, m), 3,30~3,22 (1H, m), 3,05~2,95 (1H,
m), 1,43 (9H, c), 1,16 (3H, A, J=4 ')

Maca (El) 176 (M"+1)

(2) Cuntes (R)-(2-TpeT-6yTOKCMKapOOHinamiHo-1-
METUIETOKCI)-OLITOBOI KUCIOTM €TUNOBOro edipy

4,5r (17,1MMOnb) Ha3BaHOI CMONYKN OAEPXKYTb
3 Buxogom 60% BignoBigHO OO METOAWKM, aHanoriy-
HOT MeToaMUi ofepXXaHHSA CMonyku, onucaHol B npu-
rotyBaHHi 10-(1), 32 BUHATKOM TOrO, LLO BUKOPUCTO-
BytoTb 4,93r (28,1mmonb) (R)-(2-rigpokcunponin)-
KkapbamiHOBOI kMcnoTu TpeT-6yTunosoro egipy (npo-
OYKT, OTpUMaHuii Ha ctagii 1).

AMP: "H-AMP (CDCls) & 5,39 (1H, c), 4,23 (2H,
k., J=8u), 4,09 (1H, @, J=16ly), 4,00 (1H, g,
J=16ly), 3,60~3,35 (1H, wm), 3,35~3,15 (1H, m),
3,10~3,04 (1H, m), 1,46 (9H, c), 1,31 (3H, 1, J=4TL),
1,16 (3H, g, J=4T"u)

Maca (El) 262 (M*+1)

(3) Cwuntes rigpoxmopugy  (R)-(2-amiHo-1-
METMUIETOKCI)-0OLTOBOI KUCMOTW eTUIOBOrO edipy

2,8r (14mmorb) Ha3BaHOI CMOMNyKW OOEPXYHTb 3
Buxoaom 81% BignoBiAHO 4O METOAMKM, aHanorivyHoi
METOAMLI OAepXaHHSA CrOMyKW, ONMcaHoi B MpUroTy-
BaHHi 10-(2), 32 BUHATKOM TOTO, LLIO BUKOPUCTOBYHOTb
4,5r (17,1mmonb) (R)-(2-TpeT-6yTOKCUKapOOoHinamiHo-
1-MeTUNETOKCI)-0LTOBOI  KMCMOTU eTuroBoro edipy
(MpoAykT, oTpMMaHuii Ha cTagii 1).

AMP: "H-AMP (CDCl3) & 8,55 (2H, c), 4,25 (2H,
k., J=8Mu), 4,22 (1H, g, J=20ry), 4,03 (1H, g,
J=20lu), 3,80~3,70 (1H, mwm), 3,27~3,23 (1H, m),
3,03~2,97 (1H, m), 1,29 (3H, T, J=4Tu), 1,23 (3H, 4,
J=4T"y)

Maca (El) 200 (M*+1)

MpurotyeaHHa 120: CuHTes rigpoxnopugy (S)-5-
aMiHO-4-MeTUNNEHTaHOBOI KUCNOTU METUMNOBOro edi-

y

(1) Cuntes (R)-3-a3ngo-2-MeTunnponaHoBoi Ku-
CnoTu MeTunosoro egipy

(R)-3-MeTaHcynbdOoTNOKCK-2-METUNNPONaHOBOI
KMCNOTN MeTUnoBoro edgipy, OTpMMaHoro BignoBigHO
00 MEeTOAMKW, aHamnoriyHoi MeToauLi OfepXKaHHS
CMoNyKW, onucaHoi B NpuUrotyeBaHHi 1-(4), BUKOPUCTO-
Bytoumn 5r (R)-3-rigpokcn-2-mMmeTunnponaHoBoi K1cno-
™™ meTunosoro edipy (42,3MMOfb), WO BUKOPUCTO-
BYIOTb Ha HacTynHin cTtagii 6e3 [oaaTkoBoro
OYMLLIEHHS.

(R)-3-meTaHCcynbdOHINOKCH-2-MeTUNNPonaHoBoi
KUCNOTU METUINOBUIN edip po3unHsoTs B 100Mn au-
MeTundopmamigy, i noTiM A0 paHille YTBOPEHOro
po34rHy gogatoTb 8,2r (126MMonk) asuay HaTpito npu
Temnepatypi 60°C, a noTiM nepemillyioTb NPOTAroMm
24 roguH. MNicna popgaBaHHa 400 mn eTunaueToale-
TaTy Ta NPOMUBAHHA BOAOLO, OPraHiyHWI Wap cywatb
Hag 6e3BogHMM cynbdaToMm MarHito. Po34nHHKK Bia-
FaHAITb NPU 3HWKEHOMY TWUCKY, | MOTIM 3anuLoK
OYMLLYIOTE Xpomarorpadieto Ha KOMoHui, Wwo fae 2r
(13,9Mmonb) Ha3BaHOI cronyku 3 BUxogom 32%.

2r (13,9Mmonb) Ha3BaHOI CNOMYKN OAEPXKYyTb 3
Buxoaom 32% BignoBigHO 4O METOAMKM, aHanorivyHoi
MeToauLi odepXaHHsi CromyKu, onMcaHol NoCMig0OBHO
B MpUrotyBaHHi 7-(1), npuroTyBaHHi 7-(2), 3a BUHAT-
KOM TOrO, Lo BMKOPUCTOBYIOTb (R)-3-
MEeTaHCYINb(OHINOKCU-2-METUNNPONaHOBOI  KUCIOTH
meTunosun edip i 5r (42,3mmons) (R)-3-rigpokcu-2-
MEeTUNMNPONaHOBOI KUCIOTU METUMOBOIO eqipy.
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AMP: 'H-AMP (CDCls) 6 3,71 (3H, c), 3,54~3,52
(1H, wm), 3,40~3,30 (1H, m), 2,80-2,65 (1H, m), 1,20
(3H, g, J=7,2l'y)

Maca (El) 144 (M*+1)

(2) CuHres (R)-3-TpeT-byTOKCUKapOOHiNamiHo-2-
MEeTUNMNPONaHOBOI KUCIOTU METUOBOro edipy

1,9r (8,7MMorb) Ha3BaHOI CMONYKN OOEPXKYHOTb 3
BMxoaomMm 63% BianoBiAHO 4O METOAMKMK, aHanorivyHol
MEeTOAMLi OgepXaHHS CMONyKW, ONMCaHoi B MpUroTy-
BaHHi 7-(3), BukopuctoBytoun 2r (13,7mmonb) (R)-3-
asnao-2-MeTUNMponaHoBoi  KACIOTU  METUNOBOrO
ecbipy, oTpMMaHoro Ha BkasaHiu BuLe ctagii (1).

AMP: "H-AMP (CDCl3) 6 4,92 (1H, ywwp. c), 3,70
(3H, c), 3,31~3,20 (2H, m), 2,70~2,55 (1H, m), 1,43
(9H, c), 1,15 (3H, g, J=12I'y)

Maca (El) 218 (M"+1)

(3) CuHTes
mMeTunnponin)kapbamiHoBoOI
6yTunosoro edipy

900mr (4,7MMOrb) Ha3BaHOI CMOMYKWU OOEPXYTb
3 BuxogoM 54% BignoBigHO OO MeTOAMKW, aHamnoriy-
HOT MeToaMUi odepXXaHHS CMoMnyKW, onucaHol B Mpu-
rotyBaHHi 7-(4), BukopucToBytoum 1,91 (8,7mMmonb)
(R)-3-TpeT-6yTOKCHMKapbOoHinamiHo-2-
METUNNPONaHOoBOI  KACNOTU  MEeTUroBoro  edipy,
OTPVMMaHOro Ha BKa3aHin BuLe ctagii (2).

AMP: "H-AMP (CDCls) & 4,78 (1H, ywwup. c),
3,55-3,50 (1H, m), 3,33~3,20 (2H, m), 3,05~2,98 (1H,
M), 1,75~1,65 (1H, m), 1,46 (9H, c), 0,87 (3H, g,

(R)-(3-rigpokcmn-2-
KMCIOTK Tpert-

J=12lu)
Maca (EI) 190 (M*+1)
(4) CuHTes (R)-(2-meTtun-3-okconponin)-

kapbamiHOBOI KMUCNOTH TpeT-6yTunosoro edipy

850Mr (4,5MMOrb) Ha3BaHOI CMOMyKU OOEPXYTb
3 BuxogoM 95% BignoBigHO OO METOAWKW, aHanoriy-
HOT MeToaMUi odepXXaHHS CMonyku, onuMcaHol B npu-
roTyBaHHi 6-(2), 3a BUHATKOM TOro, LLIO BUKOPUCTOBY-
0Tb 900mr (4,7mMmonb) (R)-(3-riapokcu-2-
MeTunnponin)-kap6amiHosoi KMCoTun Tpet-
6yTunoBoro edipy, OTpMMaHOrO Ha BKa3aHil BuULIE
ctagii (3).

Maca (El) 188 (M"+1)

(5) CwuHTtes (S)-5-TpeT-byToKCUKapOOHINamiHo-4-
MEeTUM-2-NeHTEHOBOI KUCNOTN METUIOBOro edipy

1,19r (4,4MMoOnb) Ha3BaHOI CMOMNYKM OLEPXYHTb
3 BuxogoM 97% BignoBigHO OO METOAWKM, aHanoriy-
HOT MeToaMUi ofepXXaHHSA CMonyku, onmucaHol B npu-
roTyBaHHi 6-(3), 3a BUHATKOM TOro, O BMKOPUCTOBY-
toTb 850Mr (4,5mMmonb) (R)-(2-meTun-3-okconponin)-
kapbamiHOBOi  KMcroTu  TpeT-O6yTunoBoro  eqipy,
OTPMMaHOro Ha BKa3aHin BuLe ctagii (4).

AMP: "H-AMP (CDCls) & 6,84 (1H, aa, J=I5Iu, 10
Mu), 5,84 (1H, @, J=15I"y), 4,55 (1H, ywwmp. c), 3,72
(3H, ¢), 3,25~3,15 (1H, m), 3,06~3,00 (1H, m), 2,54-
2,47 (1H, m), 1,42 (9H, c), 1,03 (3H, g, J=15"L)

Maca (El) 244 (M"+1)

(6) CuHTes (S)-5-TpeT-byTOKCUKapOOHINamMiHo-4-
METUNMNEHTAHOBOT KUCNOTU METUNOBOrO eqipy

790mMr (3,2mMmMonb), ogepXyloTe 3 BUxodoM 72%
BiQNOBIAHO 4O METOAWKKM, aHanoriYHoi meToauli oae-
pXXaHHS CMOMyKW, onmncaHoi B NpuUroTyBaHHi 7-(7), 3a
BUHATKOM  TOro, WO  BWKOPUCTOBYIOTb 1,09r
(4,4mmonb) (S)-5-TpeT-byTOKCHKapOOHINamiHo-4-
MEeTUN-2-NeHTEHOBOI  KUCNOTU MeTUnoBoro edqipy,
OTPMMaHOro Ha BKa3saHiv Buwe ctagii (5).
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AMP: "H-AMP (CDCl3) & 4,90 (1H, yuwmp. c), 3,67
(3H, c), 3,06~2,84 (2H, ™), 2,43~2,27 (2H, ™),
1,75~1,58 (2H, m), 1,48~1,44 (1H, m), 1,44 (9H, c),
0,88 (3H, a, J=6,8Mu)

Maca (El) 246 (M"+1)

(7) Cwntes rigpoxnopugy  (S)-5-amiHo-4-
METUNMNEHTAHOBOT KUCNOTU METUNOBOrO eqipy

570mr (3,1MMoOrb) Ha3BaHOI CMONyKM OOEepPXyoTb
3 Buxogom 96% BignoBigHO OO METOAWKM, aHaroriy-
HOIT MeToaMUi ofepXXaHHSA CMonyku, onucaHol B npu-
rotyBaHHi 1-(4), 3a BUHATKOM TOrO, LLIO BMKOPUCTOBY-
10Tb 790mr (3,2mMmonb) (S)-5-TpeT-
6yTOKCMKapOOHiNamiHO-4-MeTUIMNEHTAHOBOI  KUCIOTK
MEeTUNoBOro eqipy, OTPUMAHOro Ha BKasaHii BuULLe
ctagii (6).

AMP: "H-AMP (CD3;0D) & 3,69 (3H, c), 2,94~2,89
(1H, ™), 2,79~2,74 (1H, m), 2,52~2,36 (2H, ™),
1,86~1,74 (2H, m), 1,54~1,47 (1H, m), 1,04 (3H, g,
J=7,2l"u)

Maca (El) 182 (M"+1)

MpurotyBaHHA 121: CuHTe3 TpeT-OyTnn-(3S)-3-
[(TpeT-byTOKCMKapGOHiIn)amiHo]-4-[(5S)-5-meTnn-2-
okconinepuaux-1-in]-6ytaHoaty

770Mr Ha3BaHOI CMOMYKM OAEpPXyoTb 3 BUXOOOM
54% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
Oflep>KaHHs1 CroMnyKKW, OnNncaHol B NPUroTyBaHHi 42, 3a
BMHATKOM TOrO, LWO BMKOPUCTOBYIOTb 3S-Tpert-
OyTokcrkapboHinamiHo-4-okcobyTaHOBOT KncnoTm
TpeT-6yTnnoBoro edipy (BkasaHuin NpogykT oTpuma-
HUI y npurotyBaHHi 41) i 700mr (3,85mMMonb) rigpo-
xrnopugy (S)-5-amiHO-4-MeTUNNEHTaHOBOI  KMCMOTK
METUIOBOro eqoipy (BKasaHWi NPOAYKT OTPUMaHWA y
npurotyBaHHi 120).

'H AMP (CDCls) & 5,37 (1H, g, J=7,0w), 4,1-4,2
(1H, m), 3,8-3,9 (1H, m), 3,4-3,5 (1H, m), 3,0-3,1 (1H,
M), 2,9 (1H, m), 2,3-2,6 (4H, m), 1,8-2,0 (2H, m), 1,45
(9H, c), 1,41 (9H, c), 1,0 (3H, g, J=7,0l"w)

Maca (m/e) 371 (M+1)

MpurotyBaHHa  122: CuHtes  (3S)-3-[(TpeT-
OyTokcrkapboHin)amiHo]-4-[(5S)-5-meTnn-2-
okconinepuauH-1-in]-6yTaHoBOi KUCNOTK

528Mr HasBaHOI Cronykn odepXytoTb i3 3ararnb-
HuUMm Buxogom 81% BiANOBIAHO OO METOAMKM, aHano-
riYHOI MeToauui odepXaHHSA Crofyku, onucaHol B
nNpuroTyBaHHi 43, 3a BUHATKOM TOrO, LIO BUKOPUCTO-
BytoTb 770mr (0,97mmonb) Tpet-6yTun-(3S)-3-[(TpeT-
OyTokcrkapboHin)amiHo]-4-[(5S)-5-meTnn-2-
okconinepuauH-1-in]-6ytaHoaty (BkasaHui NpooykT
OTPVMMaHWIA y NpUroTyBaHHi 121).

'H AMP (CDCl3) § 5,6 (1H, m), 3,4-3,7 (3H, m),
3,0-3,1 (2H, m), 2,3-2,6 (4H, m), 1,8-2,0 (2H, m), 1,41
(9H, c), 1,01 (3H, g, J=6,5I'y)

Maca (vm/e) 315 (M+1)

MpurotyBaHHst 123: CuHTE3 meTun-[(2-amiHo-1-
mMeTuneTun)tiolauerarty
(1) CwuHTes
okcoeTun)Tio]oyTaHoaTty

Cywmiw metuniornikonaty (0,8mn, 8,9Mmons), ni-
nepuguHy (0,12mn, 1,2mmons) i 2r (14mMmornb) TpeT-
OYyTUNKPOTOHOATY MEPEMILLYIOTb MPU KIMHATHIA TeM-
nepatypi NpoTarom 12 roauH, 3 HaCTYMHOW MeperoH-
KOO NMpU 3HWKEHOMY TUCKY. PeakuinHnin po3ymH o4u-
LWytoTb XpoMaTorpadieto Ha KonoHui, wo gae 2,05r
(8,2mMMonb) Ha3BaHoOi cnonykn 3 Buxoaom 92%.

AMP: 'H-AMP (CDCls) & 3,74 (3H, c), 3,34~3,25
(2H, m), 2,57 (1H, pg, J=6,0l"u, 15,2I'u), 2,37 (1H, ag,

TpeT-6yTnn-3-[(2-meToKCi-2-
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J=8,4'y, 15,6l"u), 1,84 (1H, ga, J=2ry, 7,2l'y), 1,45
(9H, c), 1,34 (3H, g, J=6,8L)

Maca (El) 249 (M*+1)

(2) CwuHTes
OKCOETUN)TiO]OYyTaHOBOI KMCMOTH

1,5r  (6,0mmonb)  TpeT-6yTnn-3-[(2-meToKCi-2-
okcoeTun)TioloytaHoaty (MpPoAyKT, OTPMMaHWMN Ha
cTagii 1) nepemilwyloTb Npu KiMHaTHIA TemnepaTtypi 3
10Mn guxnopmMeTaHy Ta Smn TpudToOpouTOBOI KUCMO-
TV NPOTAroM 6 roduH, 3 HacTYMHOK MEPEroHKO Npu
3HMKeHomy Tucky. lMicna gogaBaHHsa 40Mn eTunaue-
ToaueTaTy Ta MPOMMBaHHSA BOAO, OPraHiYHWM wap
cywartb Hag 6e3BogHUM cynbgatoMm MmarHito. Pos-
YMHHVK BigraHsioTb MPU 3HWKEHOMY TUCKY Ta MOTiM
3anuvLIOK OYMLLYIOTb XpoMaTorpadieto Ha KOnoHLi, Lo
pae 1r (5,1MMonb) Ha3BaHOiI CMOMyKM 3 BUXOOOM
85%.

AMP: "H-AMP (CDCls) 6 3,75 (3H, c), 3,39~3,27
(3H, m), 2,73 (1H, pg, J=6,4I"y, 16I'y), 2,55 (1H, AA,
J=7,6l'y, 16 'y), 1,39 (3H, g, J=6,8I'y)

Maca (El) 193 (M"+1)

3-[(2-meTOKCi-2-

(3) CuHTtes meTun-[(2-amiHo-1-
meTuneTun)Ttiolauerary
300mr (1,56Mmornb) 3-[(2-meToOKCi-2-

OKCOETUN)Tio]OyTaHOBOI KMCNOTU (MPOAyKT, OTpuMa-
HWUIA Ha cTagii 2), po3unHsaloTb B 12mMn TeTparigpody-
paHy, i NOTIM B OTPUMAHUN PO34YMH MO Kpannsx Ao-
paote  0,55mn  (3,93mMmonb)  TpuetunamiHy. [lo
kpannsax gogatots 0,4mn (3,08mMmornb) i306yTunxno-
pdopmiat npu Temnepatypi 0°C. llicna nepemiwy-
BaHHA MPOTArOM rOAMHW, PO34uH, B skomy 1,81
(27,6mMmonb) asmay HaTpito po3dMHSAIOTL B 6MN BoAW,
BUNMBAIOTb B OTPUMaHy CyMiLl, i NOTiIM peakuito npo-
BoAATb npoTarom 30 xsunuH. lNicna gogasaHHa S0Mn
eTunauertoaueTaty Ta NPOMUBAHHSA BOLOI, OpraHiy-
HWUIA Wap cywaTtb Hag 6e3BoaHMM cynbdaToM MarHito.
[MoTiM PO3uUnH BIAraHAOTb NPU 3HWKEHOMY TUCKY i
MOro BUKOPUCTOBYIOTb 63 404aTKOBOrO OYMLLIEHHS.

Po3unH po3baensatoTb B 5Mn 6eH3ony, i noTim oo
HbOro gogatoTb Tpuetunamin (0,45mn, 3,2mmons) i 4-
MeTtokcnbensunosun cnupt (0,39mn, 3,12mmonb), a
noTiM nepemiwytoTb Npu Temnepatypi 80°C npotarom
roavHy. PO34MHHKK BigraHsoTe MpU 3HKEHOMY TUC-
Ky, i MOTIM 3anuLLOK OYuLLYOTL XpoMaTorpadieto Ha
KOMOHLY, o6 opepxatu meTun-[(2-(4-
MeToKCnbeH3nnamiHo)-1-meTnnerun)Tiolauerart.

BkasaHy BuLe crnonyky nepemiwyoTb i3 4Mn au-
XNopMmeTaHy Ta 2Mn TpUAPTOPOLTOBOI KUCAOTU Mnpu
KiMHaTHIN TeMnepaTtypi NpoTArom 3 rogmH. PO3UnMHHMK
BiAraHa0Tb MPY 3HWXKEHOMY TUCKY Ta NOTIM 3anmLUIOoK
OUMLLYIOTL XpoMaTorpadoietdo Ha KOSOHUj, LWo Jae
250mr (1,4mMmonb) HasBaHoi cnomnyku 3 Buxogom 89%.

AMP: 'H-AMP (CDCl3) 5 8,05 (2H, c), 3,76 (3H,
c), 3,45~3,30 (2H, m), 3,27~3,20 (1H, m), 3,15~3,05
(1H, m), 2,90~2,78 (1H, m), 1,40 (3H, A, J=6,4T"u)

Maca (El) 164 (M"+1)

MpurotyBanHa 124: CuHTte3 TpeT-OyTnn-(3S)-3-
[(TpeT-6yTOKCUKaPGOHIN)amiHo]-4-(2-meTnn-5-
okcoTioMopdponiH-4-in)oyTaHoaTy

210Mr Ha3BaHOI CMOMNyKN OAepPXYHTb 3 BUXOOOM
75% BignoBigHO OO METOAMKW, aHarori4YHOI MeToauLi
Oflep>KaHHs CroMnyKKW, OnNncaHol B NPUroTyBaHHi 42, 3a
BMHATKOM TOrO, LWO BMKOPUCTOBYIOTb 3S-TperT-
OyTokcrkapboHinamiHo-4-okcobyTaHOBOT KMcnoTm
TpeT-6yTrnosmn edip (BkazaHWi NPOAYKT OTPUMaHWUIA
y npurotyBaHHi 41) i 200mr (0,72mMmonb) meTun-[(2-
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aMiHo-1-meTuneTun)Tiojauetat, OTPUMaHWU y MpUro-
TyBaHHi 123.

'H AAMP (CDCl3) 6 5,21 (1H, m), 3,9-4,0 (1H, m),
3,7-3,8 (3H, m), 3,2-3,3 (3H, m), 2,5-2,6 (2H, m), 2,3-
2,4 (1H, m), 1,44 (9H, c), 1,43 (9H, ¢), 1,2-1,3 (3H, m)

Maca (m/e) 389 (M+1)

MpurotyBaHHa  125: CuHTe3s
6yTOoKCcMKapboHin)amiHo]-4-(2-meTun-5-
oKkcoTiomopdponiH-4-in)byTaHoBOI KMCNOTU

50Mr Ha3BaHOI CMOMyKM 0AepXyloThb i3 3aranbHUM
Buxogom 28% BignoBiaHO 4O METOAWUKM, aHanorivyHoi
METOAMLi OAEepXKaHHSA CrosyKW, Onm1caHoi B MpUroTy-
BaHHi 43, 3a BUHATKOM TOro, LUO BUKOPUCTOBYIOTb
210mMr (0,54mmonb) TpeT-0yTnn-(3S)-3-[(TpeT-
6yTOokcMKapboHin)amiHo]-4-(2-meTun-5-
okcoTioMmopdponin-4-in)byTaHoaTy, OTpMMaHOro B
npurotyeaHHi 124.

'H AMP (CDCl3) & 5,61 (1H, yuwmp. ¢), 3,5-3,8
(4H, m), 3,2-3,4 (3H, m), 2,5-2,7 (3H, m), 1,41 (9H, c),
1,29 (3H, g, J=7,0l"w)

Maca (v/e) 233 (M-TpeT-Boc)

MpurotyBaHHa 126: CuHTe3 rigpoxnopuagy 2-
meTun-4-(TpudptopmeTnn)-5,6,7,8-
TeTparigponipuao[3,4-djnipumignHy

(1) CuHTes TpeT-6yTNN-2-MeTun-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaty

1,3mMn meTunaty Hatpito (21%Bar. po3ynH eTaHo-
ny) AofakoTb NpY KiMHATHIA TeMnepaTypi 40 PO34YUHY,
B sikomy 283mr (3,0mMMonb) rigpoxnopugy auetamign-
HY pPO34MHATL B 5mn abcontoTHoro etaHony. lMicns
nepemiwyBaHHa npoTarom 15 XBUNuH, OO0 paHiwe
YTBOPEHOIO PO34YMHY [A04al0Tb PO3YMH, B SKOMY
590mr (2,0mmornb) TpeT-0yTnn-3-okco-4-
(TpucbTopaueTun)-ninepmuaunH-1-kapbokcunaty, oTpu-
MaHOro B NpuUroTyBaHHi 47, po3baBnstoTb SMn abco-
noTHOro etaHony. OTpumaHy Cymill HarpiBaloTb A0
Temnepatypu 80°C i nepemiwyoTb npotarom 18 ro-
AuH. Tlicns OXOnNoaXeHHs A0 KiMHaTHOI Temneparypu,
eTaHon BiAraHsaTb NPU 3HWKEHOMY TUCKY, 3 HacTyn-
HVM MPOMMBAHHAM PO3COMOM, L0 po3baBnsaoTe eTu-
nauetatom. OpraHiyHni Wwap cywaTb Hag 6e3BogHUM
CcynbaToM MarHito, pO34YMHHUK BiAraHATb NPU 3HU-
)KEHOMY TUCKY Ta MOTIM 3anuLLIOK OYMLLYIOTb XpoMa-
Torpaddieto  Ha  KomoHui  (10:1  cymiw  rek-
caH:eTunaueTtar), Wwo gae 98mr HasBaHOi CMonyku 3
Buxoaom 16%.

'H AMP (CDCl3) & 4,70 (2H, c), 3,72 (2H, T,
J=8,0ru), 3,00 (2H, ywwmp. c), 1,50 (9H, c)

Maca (m/e) 318 (M+1)

(3S)-3-[(TpeT-

(2) CwuHTes rigpoxnopuay 2-meTtunn-4-
(TpucbTOopMeTUn)-5,6,7,8-TeTparigponipuao[3,4-
d]nipumignny

70Mr HasBaHOI CNONyKU oOepXyTb 3 BUXOOOM
90% BignoBiAHO OO METOOMKW, aHaroriYHoi MeToauui
OQEepXaHHS Cnonyku, onucaHoi B NpuroTyBaHHi 49,
BukopucToBytoun 98mr (0,306mmonb) TpeT-6yTun-2-
meTun-4-(TpudtopmeTtun)-5,8-auvrigponipnao[3,4-
d]nipyumignH-7(6H)-kapbokcunaty, OTpMMaHoro Ha
BkasaHin suLle ctagii (1).

'H AMP (CD;OD) & 4,45 (2H, c), 3,59 (2H, T,
J=7,0l"u), 3,29 (2H, m), 2,72 (3H, c)

Maca (v/e) 218 (M+1)

MpurotyBaHHst 127: CuHTe3 rigpoxnopuay 2,4-
Bic(TpudTopmeTun)-5,6,7,8-tetparigponipnao[3,4-
d]nipumignny
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(1) CuHTes TpeT-6yTnn-2,4-6ic(TpndTopmMeTun)-
5,8-gurigponipnao[3,4-d]nipumignH-7(6H)-
kapbokcunary

800wmr (2,71Mmonb) TpeT-6yTnn-3-okco-4-
(TpudbTopaueTun)ninepnanH-1-kapbokecunaty, oTpu-
MaHOro B npuroTyBaHHi 47 i 455mvr (4,06mmonb) Tpu-
dpTopaueTamiaMHy nepemiwyioTs B 25Mn eTaHony
npotarom 15 roauH, 3 HarpiBaHHsIM O TemnepaTypu
90°C. Ticns oxonodXeHHs 4O KiMHATHOI TemnepaTy-
py, eTaHon BuAanslTb, MOTIM OTPUMaHWA PO3YMH
po36aBnsloTb eTunaueTatom, 3 HacTymHUM MNpPOMU-
BaHHAM po3corioM. OpraHiyHui wap cywatb Hag
6e3BogHMM cynbdaToM MarHito, PO3YMHHUK BifraHs-
I0Tb NPW 3HWKEHOMY TWUCKYy Ta NOTIM 3anuLIOK OuYu-
WyoTb XxpomaTorpadiieto Ha komoHui (10:1 cymiw
rekcaH:eTunauetaT), wo gae 230Mr Ha3BaHOI crnony-
Kn 3 Buxoaom 23%.

'H AMP (CDCl3) & 4,67 (2H, c), 3,72 (2H, T,
J=8,0ru), 3,12 (2H, ywwmp. c), 1,52 (9H, c)

Maca (m/e) 372 (M+1)

(2) CuvHTes rigpoxnopuay 2,4-
Gic(TpudTopmeTun)-5,6,7,8-tetparigponipnao[3,4-
d]nipumiguHy

184Mr Ha3BaHOI CNONyKN oOePXKylTb 3 BUXOLOM
96% BiONoOBIAHO 4O METOAWUKM, aHanoriYHOI MeToauui
Oflep>KaHHs1 CromyKu, ONncaHol B NPUroTyBaHHi 49, 3a
BUHATKOM  TOro, WO  BUKOpUCTOBYOTb  230Mr
(0,62mMmonb) TpeT-6yTUn-2,4-6ic(TpudTopmeTun)-5,8-
avrigponipnao[3,4-d]nipumignn-7(6H)-kapbokcunary,
OTPVMMaHOro Ha BKa3aHin BuLe ctagii (1).

'H AMP (CD;OD) & 4,66 (2H, c), 3,69 (2H, T,
J=7,5'u), 3,42 (2H, T, J=7,5Tw)

Maca (v/e) 272 (M+1)

MpurotyBaHHs 128: CuHTe3 rigpoxnopugy 2-
etnn-4-(Tpucptopmerun)-5,6,7,8-
TeTparigponipuao[3,4-d]nipyumiguHy

(1) CuHTes nponanimigamigy

9,07mn  (18,14mmonb) TpumeTunaniomiHito (B
2,0M po3uumHi Tonyomny) npu KiMHaTHin TemnepaTypi
no Kpannax godatoTs A0 40Mn po3ymHy Tonyony, Wwo
MicTuTb 971mr (18,1Mmonb) xnopuagy amoHito. Micns
nepemiwyBaHHa npoTtarom 1,5 roguH [0 paHiwe
YTBOPEHOro po3yuHy gogatotb 1r (18,1mmornb) nponi-
OHITPUIY, 3 HACTYNHWUM HarpiBaHHAM OO TemnepaTypu
85°C npotsirom 9 roguH. lNicnst 3aBepLUeHHSA peakuii,
OTPUMaHWUA PO3YNH OXOSTOLXKYIOTb i MOTIM BUNUBaOTb
B 100mn xropodopmy, wo Mictuts 200r cunikarento,
3 HaACTYNHUM QiNbTPyBaHHAM. 3anuLIOK NPOMUBaIOTb
100mn meTaHony Ta NOTiM NPOBOAATL BiAriH, WO Aae
1,01r (14MMoOrnb) Ha3BaHOI CMONYKN 3 BUXOAOM 77%.

AMP: "H-AMP (CD3OD) & 2,46-2,44 (2H, w),
1,28-1,24 (3H, m)

Maca (El) 73 (M"+1)

(2) CuHTes TpeT-0yTnn-2-eTun-4-
(TpucpTopmeTnn)-5,8-gurigponipnao[3,4-d]nipumiamH-
7(6H)-kapbokcunaTty

160Mr Ha3BaHOI CNONyKn oAepXylTb 3 BUXOOOM
9% BignNoBiAHO A0 MEeToAMKM, aHamnori4Hoi MeToamui
oflep>KaHHs1 CMomyKKW, ONncaHol B NPUroTyBaHHi 48, 3a
BMHATKOM  TOro, WO  BWKOPWCTOBYOTb  1,6r
(1,69mmonb) TpeT-0yTnn-3-okco-4-
(TpucpTopaueTun)ninepuanH-1-kapbokecunaTty, oTpu-
MaHoro B npuroTyBaHHi 47 i 508mr (7,04mmonb) npo-
naHimigamigy, oTpMMaHOro Ha BKasaHiv BuLle cTagil

(1).
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'H AMP (CDCl3) & 4,70 (2H, c), 3,72 (2H, T,
J=7,0ru), 3,0 (2H, m), 3,0 (2H, k.., J=7,5Iy), 1,50
(9H, c), 1,37 (3H, 1, J=7,5T"L)

Maca (vm/e) 332 (M+1)

3) CuHTes rigpoxnopuagy 2-eTun-4-
(TpndTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipumignny

60Mr HasBaHOI Croslyku odepXyloTb 3 BMXOOOM
54% BignoBiaHO 4O METOAWMKM, aHanoriYyHOI MeToauui
oflep>KaHHs1 CMoMyKKW, ONncaHol B NPUroTyBaHHi 49, 3a
BUHATKOM  TOrO, WO  BUKOpPUCTOBYIOTb  160Mr
(0,62mmonb)  TpeT-6yTUN-2-eTnn-4-(TpudTOopMETUN)-
5,8-gurigponipngo[3,4-dnipymigmn-7(6H)-
kapbokcunaTty, OTPMMaHOro Ha BKa3aHii Bulle ctagii

2).

'H AMP (CD;OD) & 4,29 (2H, c), 3,42 (2H, T,
J=7,0l"u), 3,12 (2H, ywwup. c), 2,98 (2H, k8., J=7,5I'y),
1,32 (3H, 1, J=7,5I"u)

Maca (vm/e) 232 (M+1)

MpurotyBanHa 129: CuHTe3 rigpoxnopugy 2-
(neHTadpTopeTnn)-4-(TpudTopmeTnn)-5,6,7,8-
TeTparigponipuao[3,4-djnipumignHy

(1) CwuHtes TpeT-6yTUn-2-(neHtadpTopeTun)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaty

820mr (2,78Mmmonb) TpeT-0yTnn-3-okco-4-
(TpucbTopaveTun)ninepuanH-1-kapbokcunaTty, oTpu-
MaHoro B npuroTyBaHHi 47 i 585 r (3,61mmonb)
2,2,3,3,3-neHTadpTopnponaHiMmigagmay gopaloTe A0
50Mn i3onponaHony, NoTiM no kpannax gogatTs 101
BF3OEt; (3%: kaTtamiTmyHa KinmbKiCTb), i OTpUMaHy
cymil HarpiBaoTb o temnepatypu 120°C i nepemi-
wytoTb npoTtarom 17 roguH. MNpu KiMHaTHIA Temnepa-
Typi pogatoTb 1-2 Kpanni Hacu4eHoro rigpokapboHaty
HaTpito, 3 HACTYNHUM OXOMOMKEHHAM A0 KiMHaTHOI
TemnepaTtypu. |3onponaHon BigraHATb MpU 3HKE-
HOMY TUCKy Ta MOTIM 3afMLLOK OYMLLYIOTb XpomaTor-
padieto Ha konoHui (10:1 cyMil rekcaH:eTunauerar),
wo gae 690Mr Ha3BaHOI cnonyku 3 Buxoaom 59%.

'H AMP (CDCl3) & 4,84 (2H, c), 3,77 (2H, T,
J=5,5I"u), 3,11 (2H, ywwmp. c), 1,50 (9H, c)

Maca (vm/e) 422 (M+1)

(2) CunTtes rigpoxnopugy 2-(neHTadtopeTtun)-4-
(TpucbTopmeTnn)-5,6,7,8-TeTparigponipuao[3,4-
d]nipumignny

506Mr Ha3BaHOI CMOMNyKX OAEepPXYHTb 3 BUXOOOM
96% BignNoOBiAHO OO METOAMKW, aHaroriYHoi MeToauui
Oflep>KaHHs CroryKu, onucaHoi B NpuUroTysaHHi 49, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  690Mr
(0,08mmonb) TpeT-6yTun-2-(neHtacpropetnn)-4-
(TpucbTopmeTnn)-5,8-aurigponipnao[3,4-djnipumignH-
7(6H)-kapbokcmnnaTy, OTpMMaHOro Ha BKasaHin BuLLE
cragii (1).

'H AMP (CD;OD) & 4,65 (2H, c), 3,66 (2H, T,
J=6,0l"u), 3,40 (2H, m)

Maca (v/e) 322 (M+1)

MpurotyBanHst 130: CwuHTe3 rigpoxnopuay 2-
isonponin-4-(Tpucgptopmerun)-5,6,7,8-
TeTparigponipngo[3,4-d]nipymignHy

(1) CuHTes 2-meTnnnponaHimigamigy

14,5mn  (29mmonb)  TpuMeTunanominito  (2,0M
PO34MH TOMYyOry) NO Kpannax 4OAalTb NPU KIMHATHIN
Temnepatypi 4o 20Mn po3ynHy Tonyory, WO MiCTUTb
1,55r (28,9mmonb) xnopuay amoHito. lMicna nepemi-
wyBaHHa npotarom 1,5 rogwH, notiM OO paHiwe
YTBOPEHOro po34nHy goaarTb 2r (28,9mMmornb) i306y-
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TUPOHITPUIY Ta OTPMMaHy CyMilll HarpiBaroTb 4O TeM-
nepatypu 85°C npotsrom 9 roguH. Nicnsi 3aBepLueH-
HA peakuii, peakuinH1iA po3ynH BunmBaoTe B 200Mn
po3uunHy xrnopodopmy, o Mictute 500r cunikarento
Ta inbTpytoTh. 3anuwok npomueatoTe 200Mn MeTa-
HOMy Ta MpoBOAATL BiAriH, Wo gae 2,3r (26,7vmornb)
Ha3BaHoOi cnonyku 3 Buxogom 92%.

Maca(E)87(M*+1)

(2) CuHTes TpeT-6yTnn-2-isonponin-4-
(TpudbTOopMeTnn)-5,8-aurigponipnao[3,4-d]nipumiamH-
7(6H)-kapbokcunaty

174Mr Ha3BaHOI CNONYKN OOEPXYlTb 3 BUXOLOM
17% BigNoBiOAHO A0 METOAMKW, aHanoriyHoi MeToamLi
Oflep>KaHHs1 CromyKu, OnNncaHol B NPUroTyBaHHi 61, 3a
BUHATKOM  TOro, WO  BuKOpucTOBYOTb  900Mr
(3,05mMmonb) TpeT-0yTnn-3-okco-4-
(TpudbTopaueTun)ninepnanH-1-kapbokecunaty, oTpu-
MaHoro B npuroTyBaHHi 47 i 394mr (4,58mmonb) 2-
MeTunnponaHiMigamigy, OTPMMaHOro Ha BKa3aHin
BuLLe cTagii (1).

'H AMP (CDCl3) & 4,68 (2H, c), 3,70 (2H, T,
J=5,5I'uy), 3,21 (1H, m), 2,96 (2H, m), 1,50 (9H, c),
1,33 (6H, g, J=7,0l"u)

Maca (m/e) 346 (M+1)

(8) CwHTes rigpoxnopugy  2-isonponin-4-
(TpucpTopmeTnn)-5,6,7,8-TeTparigponipnao[3,4-
d]nipumigunHy

80Mr Ha3BaHOI CNONyKM OOEepXylTb 3 BUXOOOM
56% BignoBiAHO 4O METOAWMKM, aHanoriYHOI MeToauui
Oflep>KaHHs1 CrofyKu, ONncaHol B NPUroTyBaHHi 49, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYIOTb  174Mr
(0,5Mmonb) TpeT-0yTnn-2-izonponin-4-
(TpudpTopmeTnn)-5,8-gurigponipmao[3,4-d]nipumiamH-
7(6H)-kapbokcmnaTy, OTPUMaHOro Ha BKa3aHill BULLE
cTagii (2).

'H AMP (CD;OD) & 4,71 (2H, c), 3,59 (2H, T,
J=6,0ru), 3,22 (3H, m), 1,33 (6H, g, J=7,0"y)

Maca (v/e) 246 (M+1)

MpurotyBanHa 131: CuHTe3 rigpoxnopugy 2-
TpeT-0yTnn-4-(TpudptopmeTun)-5,6,7,8-
TeTparigponipuao[3,4-d]nipyumiguHy

(1) CuHTes TpeT-0yTUn-2-TpeT-6yTnn-4-
(TpucpTopmeTnn)-5,8-gurigponipmao[3,4-d]nipumiamH-
7(6H)-kapbokcunaTty

29Mr HasBaHOI Croslyku oAepXyloTb 3 BMXOOOM
3,4% BignoBigHO 4O METOAWKM, aHanorivyHoi meToaumui
oflep>KaHHs1 CrofyKKM, ON1caHol B NPUroTyBaHHi 48, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYIOTb  700Mr
(2,37Mmonb) TpeT-0yTnn-3-okco-4-
(TpudpTopaueTun)ninepuanH-1-kapbokecunaTty, oTpu-
MaHoro B npurotyBaHHi 47 i 356mr (3,56mmonb) 2,2-
aumeTtunnponaHimigamigy.

'H AMP (CDCl3) & 4,67 (2H, c), 3,71 (2H, T,
J=6,0ru), 2,96 (2H, m), 1,51 (9H, c), 1,39 (9H, c)

Maca (m/e) 360 (M+1)

(2) CwnHTtes rigpoxnopugy  2-TpeT-OyTun-4-
(TpucpTopmeTnn)-5,6,7,8-TeTparigponipuao[3,4-
d]nipumignny

18Mr HasBaHOI Cronyku o4epXytTb 3 BMXOOOM
90% BignoBigHO OO METOAMKW, aHarnorivYHOI MeToauLi
oflep>KaHHs1 CoMyKKn, ONncaHol B NPUroTyBaHHi 49, 3a
BMHATKOM  TOrO, WO  BWKOPUCTOBYIOTb  29Mr
(0,08mmonb) TpeT-6yTnn-2-Tpet-6yTnn-4-
(TpucpTopmeTnn)-5,8-guriaponipnao[3,4-d]nipumignH-
7(6H)-kapbokcunaTy, OTpUMaHOro Ha BKa3aHii BuLLE
ctagii (1).
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'H AMP (CD;OD) & 4,45 (2H, c), 3,56 (2H, T,
J=6,0ru), 3,22 (2H, ywwp. 1, J=6,0ry), 1,39 (9H, c)

Maca (m/e) 260 (M+1)

MpurotyBanHa 132: CuHTtes TpeT-6yTun-{(1S)-1-
[(5,5-audpTop-2-okconinepuaunt-1-in)metunn]-3-[2-
etun-4-(Tpucdtopmertun)-5,8-gurigponipngo[3,4-
d]nipumigunH-7(6H)-in]-3-okconponin}kapbamaTy

21mr (0,038mMmornb) Ha3BaHOI CMONYKM OJEpXKy-
10Tb 3 BUxogom 82% BignoBsigHO 4O METOAMKM, aHa-
noriyHol MeToauui ogepXXaHHA CMOoMyku, OnucaHol B
npuroTyBaHHi 45, 3a BUHATKOM TOrO, LIO BUKOPUCTO-
BYIOTb 16Mmr (0,047mmonb) (3S)-3-[(TpeT-
OyTokcukapbokcun)amiHo]-4-(5,5-gudpTop-2-
okconinepuauH-1-in)oyTaHoBOI KUCNOTW, OTPUMAaHOI B
npurotyBaHHi 57 i 12mr (0,046MMonb) rigpoxnopuay
2-etnn-4-(Tpucptopmertun)-5,6,7,8-
TeTparigponipnao[3,4-djnipumiguHy, oTpumaHoro B
npurotyeaHHi 128.

AMP: "H-AMP (CDCls) & 5,79-5,77 (1H, ywmp. c),
4,89~4,78 (1H, m), 4,73~4,64 (1H, m), 4,25~4,15 (1H,
M), 3,90~3,80 (1H, m), 3,74~3,71 (3H, m), 3,60~3,52
(2H, ™), 3,05~2,97 (4H, wm), 2,85~2,79 (1H, ™),
2,60~2,50 (3H, m), 2,32~2,20 (2H, m), 1,41 (9H, c),
1,38~1,34 (3H, m)

Maca (El) 550 (M*+1)

Mpuknag 72: CwuuHtes rigpoxmopugy 1-{(2S)-2-
amiHo-4-[2-eTun-4-(TpudTopmeTun)-5,8-
avrigponipnao[3,4-dnipumigunt-7(6H)-in]-4-
okcobyTun}-5,5-andTopninepuanH-2-oHy
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13mr (0,026MMoMb) Ha3BaHOI CMOMyKA OAEpPXKy-
10Tb 3 BUXoAom 68% BignosiaHO OO METOAWMKM, aHa-
noriyHoi MeToauui ofepXaHHs Cronyku, BUKNageHoi
B Npuknagi 22, 3a BUHATKOM TOro, LLO BUKOPUCTOBY-
o 21mr (0,038mmonb) Tpet-6yTun-{(1S)-1-[(5,5-
andTop-2-okconinepuanH-1-in)metnn]-3-[2-etun-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-3-okconponinjkapbamaty, OTpMmaHoro B
npurotyeaHHi 132.

AMP: 'H-AMP (CDsOD) & 4,73~4,68 (2H, m),
3,80~3,67 (4H, m), 3,56~3,53 (2H, m), 3,38~3,36 (1H,
M), 3,00~2,97 (1H, m), 2,91~2,85 (3H, m), 2,69~2,45
(4H, m), 2,27~2,22 (2H, m), 1,27~1,13 (3H, m)

Maca (El) 450 (M*+1)

MpurotyBaHHa 133: CuHTes TpeT-6yTun-(1S)-(3-
[2-eTun-4-(TpudpTopmeTnn)-5,8-aurigponipmnao[3,4-
d]nipumigun-7(6H)-in]-1-in]-1-{(2S)-2-meTnn-5-
okcomopdoniH-4-in]jmeTnn}-3-okconponin)kapbamary

13mr (0,024MMoMb) Ha3BaHOI CMOMYyKA OAEpPXy-
10Tb 3 BUXoaoMm 51% BignoBsigHO 4O MeToAMKM, aHa-
noriyHol MeToauui odepXXaHHSA CMOoMyKku, onvcaHol B
npuroTyBaHHi 45, 3a BUHATKOM TOrO, WO BUKOPUCTO-
BYIOTb 15mr (0,047mmonb) 3S-3-[(TpeT-
6yTokcukapboHin)amiHol-4-[(2S)-2-meTun-5-
oKcomopdorniH-4-in]0yTaHoOBOI KUCNOTK, OTPUMaHOI B
npuroTtyBaHHi 55 i 12mr (0,046MMonb) rigpoxnopuay
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2-etun-4-(Tpudtopmetun)-5,6,7,8-
TeTparigponipnao[3,4-dlnipumignHy  (BkaszaHum npo-
OYKT OTPUMaHUI Yy NpUroTyBaHHi 128).

AMP: "H-AMP (CDCls) & 5,82~5,77 (1H, ywwmp.
c), 4,90~4,78 (1H, m), 4,75~4,64 (1H, m), 4,24~4,09
(3H, ™), 3,93~3,83 (2H, wm), 3,76~3,74 (1H, m),
3,69~3,62 (1H, m), 3,53~3,47 (1H, m), 3,37~3,30 (2H,
M), 3,03~2,97 (4H, m), 2,88~2,81 (1H, m), 2,59~2,49
(1H, m), 1,41 (9H, c), 1,38~1,34 (3H, m), 1,27~1,24
(3H, m)

Maca (El) 530 (M*+1)

Mpuknag 73: CuHTes rigpoxnopugy (6S)-4-{(2S)-
2-amiHO-4-[2-eTun-4-(TpudTopmeTun)-5,8-
avrigponipnao[3,4-dnipumigunH-7(6H)-in]-4-
0KCobyTNN}-6-MeTMNMOpOniH-3-0Hy
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9wmr (0,019MMornb) Ha3BaHOI CrOMNyKM OOepXyoTb
3 BMxoaoM 79% BignoBigHO OO METOAWMKM, aHanoriy-
HOT MeToaMUi OJepXXaHHsi CromnyKku, BUKMadeHo! B
npuknagi 22, 3a BUHATKOM TOro, LLIO BUKOPUCTOBYIOTb
13mr  (0,024mmonb)  TpeT-6yTun-(1S)-(3-[2-eTnn-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-1-{[(2S)-2-meTnn-5-okcomopdoniH-4-
in]metnn}-3-okconponinjkapbamaTty, OTpUMMaHoro B
npuroTysaHHi 133.

AMP: "H-AMP (CD;OD) & 4,92~4,79 (2H, m),
4,21~4,14 (2H, m), 3,97~3,92 (2H, m), 3,87~3,83 (1H,
m), 3,71~3,68 (1H, m), 3,56~3,53 (2H, m), 3,37~3,33
(2H, ™), 3,10~2,97 (4H, m), 2,83~2,70 (1H, ™),
2,69~2,61 (1H, m), 1,39~1,35 (3H, m), 1,26 (3H, g4,
J=6,4T"u)

Maca (El) 430 (M"+1)

MpurotyBaHHa 134: CuHTes Tpet-6yTun-{(1S)-1-
[(5,5-audpTop-2-oKkconinepuaunH-1-in)metnn]-3-[2-
isonponin-4-(Tpudgptopmetnn)-5,8-gurigponipmnao[3,4-
d]nipumigun-7(6H)-in]-3-okconponinikapbamaty

26mr (0,046mMMoOnb) Ha3BaHOI CMOMYKU OJEPXKY-
10Tb 3 BUxogom 50% BignoBsigHO 4O MeTOAMKM, aHa-
noriYHol MeToauui odepXXaHHSA CMOomyKu, onvcaHol B
nNpuUroTyBaHHi 45, 3a BUHATKOM TOrO, WO BUKOPUCTO-
BYIOTb 34mr (0,170mmorb) (3S)-3-[(TpeT-
OyTokcukapbokcun)amiHo]-4-(5,5-gudpTop-2-
okconinepuauH-1-in)6yTaHoBOI KUCNOTW, OTPUMAaHOI B
npuroTtyBaHHi 57 i 26mr (0,092mMMmonb) rigpoxnopuay
2-izonponin-4-(tpudgptopmetnn)-5,6,7,8-
TeTparigponipnao[3,4-dlnipumignHy  (BkaszaHum npo-
AYKT oTpuMaHui y npurotysaHHi 130).

Maca (El) 564 (M*+1)

Mpuknag 74: CwunHtes rigpoxnopugy 1-{(2S)-2-
amiHo-4-[2-isonponin-4-(TpudptopmeTnn)-5,8-
avrigponipnao[3,4-dnipumigunt-7(6H)-in]-4-
okcobyTun}-5,5-gudTopninepuanH-2-oHy
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20mr (0,040MMmoMnb) Has3BaHOi CMOMYKW OQEPXY-
10Tb 3 BUXogom 86% BignoBsiaHO OO METOAWMKM, aHa-
noriyHoi MeToauui ofepXaHHs Cronyku, BUKNageHoi
B Npuknagi 22, 3a BUHATKOM TOro, O BUKOPUCTOBY-
toTb  26mr (0,046mmonb) Tpet-6yTun-{(1S)-1-[(5,5-
AndTop-2-okconinepnamnn-1-in)metun]-3-[2-izonponin-
4-(TpudpTopmeTunn)-5,8-gurigponipugo[3,4-
d]nipumigun-7(6H)-in]-3-okconponinikapbamary,
OTPMMaHOro B NpurotyBaHHi 134.

AMP: 'H-AMP (CD;OD) & 4,79~4,68 (2H, m),
3,83~3,66 (4H, m), 3,55~3,48 (2H, m), 3,38~3,36 (1H,
M), 3,15~3,07 (1H, m), 3,01~2,85 (2H, m), 2,69~2,64
(1H, ™), 2,58~2,40 (3H, ™), 2,29~2,19 (2H, ™),
1,24~1,14 (6H, m)

Maca (El) 464 (M*+1)

MpurotyBaHHa 135: CuHTes TpeT-OyTun-(1S)-1-
{[(5R)-5-meTun-2-okconinepuaunx-1-inj]metun}-3-[2-
isonponin-4-(tpudgtopmetnn)-5,8-gurigponipmnao[3,4-
d]nipumigun-7(6H)-in]-3-okconponinikapbamaty

24mr (0,044mmonb) Has3BaHOI CMOMYKU OJEPXKY-
10Tb 3 BUXoaoMm 47% BignoBigHO 4O METOAMKM, aHa-
noriyHol MeToauui odepXXaHHSA CMOomyKu, onvcaHol B
nNpuroTyBaHHi 45, 3a BUHATKOM TOrO, WO BUKOPUCTO-
BYIOTb 32,0mr (0,10Mmonb) (3S)-3-[(TpeT-
OyTokcukapbokemn)amiHo]-4-[(5R)-5-meTnn-2-
okconinepuauH-1-in)6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51 i 26mr (0,092mMmonb) rigpoxnopugy
2-izonponin-4-(tpudgptopmetnn)-5,6,7,8-
TeTparigponipngo[3,4-dlnipumignHy  (BkaszaHum npo-
AYKT oTpuMaHui y npurotysaHHi 130).

Maca (El) 542 (M*+1)

Mpuknag 75: CwuHtes rigpoxmopugy 1-{(2S)-2-
amiHo-4-[2-isonponin-4-(TpudptopmeTnn)-5,8-
avrigponipnao[3,4-dnipumigunt-7(6H)-in]-4-
oKcoOyTUN}-5-meTuNninepuanH-2-oHy

18mr (0,037MMoMb) Ha3BaHOI CMOMyKW OAEpPXKy-
10Tb 3 BUxogom 84% BignosigHO OO METOAWMKM, aHa-
noriYHoi MeToauui ofepXaHHs Cronyku, BUKNageHoi
B Npuknagi 22, 3a BUHATKOM TOro, LLO BUKOPUCTOBY-
10T 24mr (0,044mmonb) TpeT-6yTun-(1S)-1-{[(5R)-5-
MeTun-2-okconinepuanH-1-injmetnn}-3-[2-isonponin-
4-(TpudpTopmeTunn)-5,8-gurigponipugo[3,4-
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d]nipumiguH-7(6H)-in]-3-okconponinjkapbamarty,
OTpMMaHOro B NpurotyBaHHi 135.

AMP: 'H-AMP (CDsOD) & 4,86~4,78 (2H, m),
3,92~3,83 (2H, m), 3,67~3,62 (1H, m), 3,52~3,48 (2H,
m), 3,41~3,37 (1H, m), 3,25~3,20 (1H, m), 3,25~3,20
(2H, ™), 3,10~3,00 (1H, m), 2,78~2,72 (1H, ™),
2,65~2,58 (1H, m), 2,46~2,32 (2H, m), 2,05~2,00 (1H,
m), 1,87~1,80(1H, m), 1,58~1,47 (1H, m), 1,36~1,36
(6H, m), 1,04 (3H, g, J=6,8I"y)

Maca (El) 442 (M"+1)

MpurotyBaHHa 136: CuHTe3 TpeT-OyTun-(1S)-1-
{[(2R)-2-meTun-5-okcomopdoniH-4-in]metnn}-3-[2-
isonponin-4-(TpudgptopmeTnn)-5,8-gurigponipmnao[3,4-
d]nipumigun-7(6H)-in]-3-okconponinikapbamaty

24mr (0,044mMmonb) Ha3BaHOI CMOMYKU OOEPXKY-
10Tb 3 BUXoAoMm 47% BignoBigHO 4O METOAMKM, aHa-
NoriYHol MeToauui odepXXaHHSA CMOomyKku, onvcaHol B
NpuUroTyBaHHi 45, 3a BUHATKOM TOrO, WO BUKOPUCTO-
BYIOTb 32,0mr (0,10Mmonb) (3S)-3-[(TpeT-
6yTokcukapboHin)amiHol-4-[(2S)-2-meTun-5-
oKcomopdorniH-4-in]0yTaHoOBOI KUCNOTK, OTPUMaHOI B
npuroTtyBaHHi 55 i 26mr (0,092mMMmonb) rigpoxnopuay
2-izonponin-4-(TpucgptopmeTnn)-5,6,7,8-
TeTparigponipnao[3,4-dlnipumignHy  (BkazaHum npo-
AYKT oTpuMaHui y npurotysaHHi 130).

Maca (El) 544 (M*+1)

Mpuknag 76: CuHTes rigpoxnopugy (6S)-4-{(2S)-
2-amiHo-4-[2-i3onponin-4-(TpucdTopmeTnn)-5,8-
avrigponipnao[3,4-dnipumigunH-7(6H)-in]-4-
oKcobyTnN}-6-meTMnNMoporniH-3-oHy
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21mr (0,043MMmonb) Ha3BaHOi CMOMYKW OQEPXKY-
10Tb 3 BUxogom 97% BignoBsiaHO OO METOAWMKM, aHa-
noriYHoi MeToauui ofepXaHHs Cronyku, BUKNageHoi
B Npuknagi 22, 3a BUHATKOM TOro, O BUKOPUCTOBY-
10T 24mr (0,044mmonb) TpeT-6yTun-(1S)-1-{[(2R)-2-
MeTun-5-okcomopdroniH-4-in]meTnn}-3-[2-izonponin-
4-(TpudpTopmeTunn)-5,8-gurigponipngo[3,4-
d]nipumiguH-7(6H)-in]-3-okconponinjkapbamarty,
OTPVMMaHOro B NpurotyeaHHi 136.

AMP'H-AMP (CDsOD) & 4,80~4,78 (2H, w),
4,20~4,08 (2H, m), 3,98~3,79 (3H, m), 3,59~3,52 (2H,
m), 3,45~3,32 (3H, m), 3,25~3,20 (1H, m), 3,09~2,94
(2H, ™), 2,74~2,69 (1H, wm), 2,61~2,53 (1H, ™),
1,36~1,34 (6H, m), 1,25 (3H, g, J=6,4"1)

Maca(El)444(M*+1)

MpurotyBaHHa 137: CuHTes TpeT-6yTun-{(1S)-1-
{[(2R)-2-meTunn-5-okcomopdoniH-4-in]meTun}-3-okco-
3-[3-(TpudpTopmeTnn)-5,6-
avrigpo[1,2,4]tpuasonol4,3-a]nipasun-7(8H)-
in]nponin}kapbamary

300mr  (0,77mmonb)  [1-cbopmin-3-okco-3-(3-
TpudptopmeTun-5,6-aurigpo-8H-[1,2,4]Tpmnasonol[4,3-
a]nipasuH-7-in)-nponinj-1S-kapbamiHoBoi Kncnotu
TpeT-0yTnnoBoro edipy, OTPMMaHOro B NPUroTyBaHHi
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24, 152wmr (0,77mmons) rigpoxnopuay (R)-(2-amiHo-1-
METUIETOKCI)-OLTOBOI  KMCINOTU e€TUrnoBoro edipy
(BKa3aHWI NPOAYKT OTpUMaHU y npurotyBaHHi 119) i
325mr (1,54mmonb) TpuaueTokecubopriapuay HaTpito
B3aEMOAiI0Tb BigMNOBIOHO A0 METOAMKW, aHarnorivHoi
MeTOAMLI odepXXaHHS CMOoMyKn, ONucaHoi B MPUroTy-
BaHHi 24, wo gae 150Mr Ha3BaHOI CNOMNyKn 3 BUXOAOM
40%.

'H AMP (CDCl3) & 5,8-6,0 (1H, m), 4,8-5,1 (2H,
m), 3,8-4,3 (9H, m), 3,6 (1H, m), 3,2-3,4 (2H, m), 2,7-
2,9 (1H, m), 2,4-2,6 (1H, m), 1,40 (9H, c), 1,20 (3H,
ywmp. g, J=6,0ru)

Maca (vm/e) 491 (M+1)

Mpuknag 77: CwuHTes (6R)-4-{(2S)-2-amiHo-4-
0KkCco-4-[3-(TpndTopmeTnn)-5,6-
avrigpo[1,2,4]tpuasonol4,3-a]nipa3un-7(8H)-
in]6yTnn}-6-meTnnmopdoniH-3-oHy
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80Mr HasBaHOI CMOMykn oOepXylTb 3 BUXOOOM
67% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM TOroO, O BUKOPUCTOBYIOTb 150Mr TpeT-
6yTun-{(1S)-1-{[(2R)-2-meTun-5-okcomopdoniH-4-
in]metnn}-3-okco-3-[3-(TpudTopmetunn)-5,6-
avrigpol[1,2,4]Tpna3onol4,3-a]nipa3uH-7(8H)-
injnponinjkap6amarty, OTPUMaHOro B MNPUrOTYBaHHI
137, wo B3aemogie i3 cymiwwo eTnnaleraT/consHa
KucrnorTa.

'H AAMP (CD30D) & 4,9-5,1 (2H, m), 4,1-4,4 (4H,
M), 3,8-4,1 (4H, m), 3,3-3,5 (2H, m), 2,7-3,0 (2H, m),
1,22 (3H, m)

Maca (vm/e) 391 (M+1)

MpurotyBaHHa 138: CuHTes Tpet-6yTun-{(1S)-1-
{[(2S)-2-meTnn-5-okcomopdponiH-4-in]MeTnn}-3-okco-
3-[3-(TpucpbTOpPMETHN)-5,6-
avrigpo[1,2,4]tpuasonol4,3-a]nipa3un-7(8H)-
in]nponin}kapbamary

100Mr Ha3BaHoOI CNoONykn oAepXylTb 3 BUXOOOM
56% BignoBigHO OO METOAMKW, aHanoriYHOI MeToauLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  115Mr
(0,36mMmonb)  (3S)-3-[(TpeT-byTOKCMKapPOOHIM)amiHo]-
4-[(2S)-2-meTun-5-okcomoponiH-4-in]-6yTaHoBoi
KMCNOTW, OTpUMaHoi B npurotyBaHHi 55 i 70mMmr
(0,36MMmoOnb) 3~(TpndpTopmeTun)-5,6-gurigpo-8H-
[1,2,4]Tpnazonol4,3-alnipasvHy, CUHTE30BaHOrO 3a
JOMoMorold  Metogukn 3 nocunaHHa go WO
03/004498.

'H AMP (CDCls) & 5,87 (1H, m), 4,8-5,1 (2H, m),
3,9-4,3 (7H, m), 3,8-3,9 (1H, m), 3,6-3,7 (1H, m), 3,2-
3,4 (3H, m), 2,6-2,9 (2H, m), 1,39 (9H, c), 0,9 (3H,
ywmp. g, J=7,0r)

Maca (m/e) 491 (M+1)

Mpwuknag 78: CuHTes (6S)-4-(2S)-2-amiHo-4-0Kco-
4-[3-(TpudbTopmeTun)-5,6-
avrigpo[1,2,4]Tpnasono[4,3-a]nipa3uH-7(8H)-
in]6yTnn}-6-meTunmopdoniH-3-oHy
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37Mr HasBaHOI CMOMykn OOEPXYTb 3 BUXOOOM
47% BiANOBIOHO OO METOAMKW, aHanoriYHoi MmeToauLi
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BUHSITKOM Toro, wo 100mr Tpet-6yTun-{(1S)-1-{[(2S)-
2-meTtun-5-okcomopdoniH-4-injmeTnn}-3-okco-3-[3-
(TpudTopmeTnn)-5,6-aurigpol[1,2,4]Tpuasonol4,3-
a]nipasuH-7(8H)-injnponinikapbamaty, oTpMmaHoro B
npuroTysaHHi 138 B3aemogie i3 cymiwwo eTunade-
TaTt/consHa KucnoTa.

'H SAMP (CD30D) § 4,9-5,1 (2H, m), 4,0-4,4 (7H,
m), 3,8-4,0 (2H, m), 3,6-3,7 (2H, m), 3,3-3,4 (2H, m),
2,8-3,0 (2H, m), 1,3 (3H, A, J=6,5u)

Maca (vm/e) 391 (M+1)

MpurotyBaHHa 139: CuHTes TpeT-6yTun-{(1S)-1-
{[(5S)-5-meTnn-2-okconinepnaunH-1-injmeTnn}-3-okco-
3-[3-(TpucbTOpPMETHN)-5,6-
avrigpo[1,2,4]tpuasonol4,3-ajnipa3un-7(8H)-
in]nponin}kapbamary

30Mr HasBaHOI Cronyku odepXylTb 3 BMXOOOM
38% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BMHATKOM  TOro, WO  BWKOPUCTOBYIOTb  50Mr
(0,16mmonb)  (3S)-3-[(TpeT-byTOKCMKapPOOHIn)amiHo]-
4-[(5S)-5-meTun-2-okconinepnaunx-1-in]-6ytaHoBoi
KMCNOTW, OTpUMaHoi B nNpurotyBaHHi 122 i 31mr
(0,16MMmonb) 3~(TpndpTopmeTun)-5,6-gurigpo-8H-
[1,2,4]Tpnazonol4,3-alnipasuHy, CUHTE30BaHOrO 3a
JOMOMOrold  Metogukn 3  nocunaHHa  go WO
03/004498.

'H AMP (CDCls) & 5,97 (1H, m), 4,8-5,1 (2H, m),
3,9-4,3 (6H, m), 3,3-3,7 (3H, m), 2,7-3,0 (2H, m), 2,2-
2,5 (3H, m), 1,7-2,0 (2H, m), 1,39 (9H, c), 0,99 (3H,
ywwmp. A, J=6,5Iy)

Maca (m/e) 489 (M+1)

Mpuknag 79: CuHtes (5S)-1-{(2S)-2-amiHo-4-
0KCO-4-[3-(TpndpTopmeTHn)-5,6-
avrigpo[1,2,4]Tpnasono[4,3-a]nipa3nH-7(8H)-
in]6yTun}-5-meTnnninepuanH-2-oHy
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11,6Mr HasBaHOI CMOMyKM OOepPXYyTb 3 BUXOOOM
49% BIiANOBIOHO A0 METOAMKWM, aHanoriyHoi MeToauLi
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSITKOM TOrO, WO BuKopuctoByloTb 30Mr Tpert-
6ytnn-{(1S)-1-{[(5S)-5-meTnn-2-okconinepmanH-1-
in]metnn}-3-okco-3-[3-(TpudTopmetun)-5,6-
avrigpo[1,2,4]tpuasonol4,3-a]nipa3un-7(8H)-
injnponin}kap6amaTty, OTPUMaHOro B MNPUrOTYBaHHI
139.

'H SAMP (CD30D) § 4,9-5,1 (2H, m), 4,0-4,4 (4H,
M), 3,7-3,9 (2H, m), 3,3-3,5 (2H, m), 2,7-3,1 (3H, m),
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2,37 (2H, ywwup.), 1,9-2,1 (1H, ywwmp. c), 1,8-1,9 (1H,
M), 1,4-1,6 (1H, m), 1,03 (3H, m)

Maca (vm/e) 389 (M+1)

MpurotyBaHHa 140; CuHTe3 TpeT-OyTnn-[(1S)-3-
[2,4-Gic(TpndTopmeTnn)-5,8-aurigponipnao[3,4-
d]nipumigun-7(6H)-in]-1-{[(5S)-5-meTnn-2-
okconinepuauH-1-injmetun}-3-okconponinikapbamaty

3Mr HasBaHOI CMOMYyKM OAEPXYKTb 3 BUXOOOM
6,4% BignoBigHO 4O METOAMKN, aHamNoriYHOT MeToauLi
OflepXXaHHsA Cnoryku, onucaHoi B NpUroTyBaHHi 45, 3a
BUHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  26Mr
(0,08mmonb)  (3S)-3-[(TpeT-6yTOKCMKapOOHin)amiHo]-
4-[(5S)-5-meTun-2-okconinepnamnx-1-in]-6ytaHoBoi
KMCNOTWN, OTpUMaHOi B NpUroTyBaHHi 122 i 25mr
(0,08mmonb) rigpoxnopugy 2,4-6ic(tpudptopmerun)-
5,6,7,8-TeTparigponipngo[3,4-djnipumignHy (BKasaHui
NPOAYKT OTPUMaHWIA y NpUroTyBaHHI 127).

'H AMP (CDCl3) & 5,94 (1H, m), 4,8-5,1 (2H, m),
4,1-4,2 (2H, m), 3,7-3,8 (2H, m), 3,5-3,6 (1H, m), 3,3-
3,5 (2H, m), 3,1-3,3 (2H, m), 2,8-3,0 (1H, m), 2,3-2,5
(3H, m), 1,8-2,0 (2H, m), 1,6-1,7 (1H, m), 1,40 (9H, c),
1,01 (3H, g, J=7Tu)

Maca (m/e) 568 (M+1)

Mpwuknag 80: CuHtes (5S)-1-{(2S)-2-amiHo-4-[2,4-
6ic(TpudTopmetun)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-4-okcobyTun}-5-
MeTunninepuanH-2-oHy

CF,
"
o

F.C ;
: D

2,3Mr Ha3BaHOI CMosykn OAEpPXYTb 3 BUXOAOM
93% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, sa
BMHSITKOM TOro, WO BWKOPUCTOBYIOTb 3,0Mr Tper-
6yTun-[(1S)-3-[2,4-6ic(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in]-1-{[(5S)-5-
MeTun-2-okconinepugnH-1-injmetun}-3-
okconponin]kapbamaTy, OTPYMaHOro B MPUrOTyBaHHI
140.

'H AAMP (CD30D) & 4,8-5,0 (2H, m), 3,8-4,0 (1H,
m), 3,3-3,7 (5H, m), 3,0-3,2 (3H, m), 2,5-2,7 (2H, m),
2,3-2,4 (2H, m), 1,8-2,0 (2H, m), 1,4-1,5 (1H, m), 1,02
(3H, m)

Maca (v/e) 468 (M+1)

MpurotyBaHHA 141: CuHTe3 TpeT-OyTuny

{(1S)-1-{[(5R)-5-meTnn-2-okconinepnanH-1-
injmetnn)-3-[2-meTnn-4-(TpudTopmeTnn)-5,8-
avrigponipngo[3,4-dnipymignt-7(6H)-in]-3-
okconponin}kapbamaTy

137Mr Ha3BaHoOI CNonykn oaepXylTb 3 BUXOOOM
64% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BUKOpPUCTOBYIOTb  131Mmr
(0,418mmonb) (3S)-3-[(TpeT-byTOKCMKapPOOHIn)amiHo]-
4-[(5R)-5-meTun-2-okconinepuamh-1-in]6yTaHoBoi
KMCNoTW, OTpuMMaHoi B npwurotyBaHHi 51 i 106mr
(0,418mmonb) rigpoxnopugy 2-meTun-4-

89396 132

(TpudbTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipyMigunHy, oTpumMaHoro B NpUroTysBaHHi 126.

'H AMP (CDCls) 5 5,88 (1H, ywup. c), 4,89-4,78
(1H, m), 4,76-4,64 (1H, m), 4,17-400 (1H, m), 3,78-
3,73 (1H, m), 3,62-3,48 (2H, m), 3,39-3,33 (1H, m),
3,11-2,96 (3H, m), 2,84-2,79 (1H, m), 2,76 (3H, c),
2,60-2,20 (3H, m), 1,96-1,93 (1H, m), 1,84-1,81 (1H,
M), 1,49-1,42 (1H, m), 1,40 (9H, c), 1,00 (3H, g,
J=6,8Iu)

Maca (v/e) 414 (M+1-Boc)

Mpuknag 81: CuHte3 (5R)-1-{(2S)-2-amiHo-4-[2-
meTun-4-(TpudtopmeTnn)-5,8-gurigponipngo[3,4-
d]nipumignn-7(6H)-in]-4-okcobyTun}-5-
MeTUnninepuanH-2-oHy
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99Mr HasBaHOI CMONyKM OOepXylTb 3 BUXOOOM
83% BignoBiAHO 4O METOAMKM, aHanoriyHoi MeToauui
oflepXXaHHs1 Cronyku, BuknageHoi B npuknagi 1, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  137Mr
(0,267mmonb)  TpeT-6yTun-{(1S)-1-{[(5R)-5-metnn-2-
okconinepuaux-1-injmetun}-3-[2-meTun-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-ajnipymignH-
7(6H)-in]-3-okconponinjkapbamaty, OTpMmMaHoro B
npurotysaHHi 141.

'H SAMP (CD30D) & 4,89-4,79 (2H, ™), 3,94-3,91
(1H, m), 3,89-3,81 (1H, m), 3,77-3,73 (1H, m), 3,67-
3,61 (1H, m), 3,56-3,52 (1H, m), 3,41-3,52 (1H, m),
3,14-3,08 (2H, m), 3,02-2,98 (1H, m), 2,90-2,66 (2H,
M), 2,73 (3H, c), 2,50-2,33 (2H, m), 2,05-2,00 (1H, m),
1,89-1,84 (1H, m), 1,59-1,49 (1H, m), 1,07 (3H, g,
J=6,8I"u)

Maca (vm/e) 414 (M+1)

MpurotyBaHHA 142: CuHTes Tpet-6yTun-{(1S)-3-
[2,4-Gic(TpudTopmeTnn)-5,8-aurigponipnao[3,4-
d]nipumignn-7(6H)-in]-1-{[(5R)-5-meTun-2-
okconinepuguH-1-injmetun}-3-okconponinikapbamaTty

28Mr HasBaHOI CMosyku odepXyloTb 3 BMXOOOM
24% BignoBigHO OO METOAMKW, aHarorivYHoI MeToamui
Oflep>KaHHs1 CroMnyKKW, ONMcaHol B NPUroTyBaHHi 42, 3a
BUHSITKOM TOrO, Wo 64mr (0,205mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHol-4-[(5R)-5-meTun-2-
okconinepuauH-1-in)6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51, B3aemogie 3 63mr (0,205Mmonb)
rigpoxnopugy 2,4-6ic(TpudptopmeTunn)-5,6,7,8-
TeTparigponipnao[3,4-dlnipumignHy  (BkaszaHuWm npo-
OYKT OTPUMAHUIA Y NpUroTyBaHHi 127).

'H AMP (CDCl3) & 5,96-5,91 (1H, m), 5,08-4,88
(1H, m), 4,90-4,67 (1H, m), 4,15-4,10 (1H, m), 4,03-
3,80 (2H, m), 3,62-3,57 (1H, m), 3,53-3,44 (1H, m),
3,40-3,31 (1H, m), 3,27-3,01 (3H, m), 2,90-2,79 (1H,
M), 2,57-2,17 (4H, m), 1,94 (1H, ywwp. c), 1,81 (1H,
ywwmp. c), 1,42-1,40 (9H, m), 1,01 (3H, g, J=6,4T"u)

Maca (v/e) 468 (M+1-Boc)

Mpuknag 82: CuHTes (5R)-1-{(2S)-2-amiH0-4-[2,4-
Gic(TpudTopmeTun)-5,8-gurigponipnao[3,4-
d]nipymignnH-7(6H)-in]-4-okcobyTnn}-5-
MeTunninepuanH-2-oHy
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33Mr Ha3BaHOI CMOMykn OOEpPXYTb 3 BUXOOOM
80% BignoBiaHO 4O METOAWMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cronyku, BuknageHoi B npuknagi 1, 3a
BMHSATKOM  TOMO, WO  BWKOPUCTOBYIOTb  47Mr
(0,083mmonb) TpeT-6yTun-{(1S)-3-[2,4-
Gic(TpudTopmeTunn)-5,8-gurigponipnao[3,4-
d]nipumignn-7(6H)-in]-1-{[(5R)-5-meTun-2-
okconinepuanH-1-injmetun}-3-
okconponinjkapbamaTty, OTPUMaHOrO B MPUrOTyBaHHI
142.

'H SAMP (CD30D) § 5,05-4,89 (2H, m), 3,98-3,90
(2H, m), 3,73-3,70 (1H, m), 3,64-3,49 (2H, m), 3,42-
3,30 (3H, m), 3,24 (1H, ywwp. c), 3,13-3,05 (2H, m),
2,88-2,81 (1H, m), 2,75-2,62 (1H, m), 2,49-2,36 (2H,
M), 2,03 (1H, ywwp. c), 1,86 (1H, ywwup. c), 1,60-1,48
(1H, m), 1,06 (3H, g, J=6,4"u)

Maca (v/e) 468 (M+1)

MpurotyBaHHA 143: CuHTes Tpet-6yTun-{(1S)-3-
[2,4-Gic(TpudTopmeTnn)-5,8-aurigponipnao[3,4-
d]nipumignn-7(6H)-in]-1-[(5,5-andTop-2-
okconinepuauH-1-in)meTnn]-3-okconponinikapbamaTty

42Mr HasBaHOI CMOMyKM OAEpPXYHTb 3 BUXOAOM
51% BignoBigHO OO METOAMKW, aHarori4YHOI MeToauLi
Ooflep>KaHHs1 CromnyKu, OnNncaHol B NpUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYOTb  46,4Mr
(0,138mmonb) (3S)-3-[(TpeT-byTOKCMKapPOOHin)amiHo]-
4-(5,5-gudpTop-2-okconinepuamnH-1-in)oyTaHoBoI  KMC-
notn, OTpuMMaHoi B npurotyBaHHi 57 i 42,5mr
(0,138mmonb) rigpoxnopugy 2,4-6ic(tpudtopmerun)-
5,6,7,8-Tetparigponipngo[3,4-djnipumignHy (BKasaHui
NPOAYKT OTPUMAHWIA y NPUroTyBaHHiI 127).

'H AMP (CDCl3) 6 5,83-5,79 (1H, m), 5,05-4,91
(1H, m), 4,89-4,78 (1H, m), 4,17 (1H, ywwup. c), 4,00-
3,58 (5H, m), 3,52-3,48 (1H, m), 3,20-3,12 (2H, m),
2,85-2,78 (1H, m), 2,59-2,48 (3H, m), 2,29-2,25 (2H,
M), 1,48-1,40 (9H, m)

Maca (m/e) 490 (M+1-Boc)

Mpuknag 83: CuHtes 1-{(2S)-2-amiHo-4-[2,4-
6icrrpucpTopmeTnn)-5,8-gurigponipmao[3,4-
d]nipymignnH-7(6H)-in]-4-okcobyTnn}-5,5-
andptopninepnamnH-2-oHy
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21Mr HasBaHOI Crosiyku oAepXyloTb 3 BMXOOOM
56% BignoBiAHO 4O METOAWUKM, aHanoriYyHoi MeToauui
oflepXXaHHs1 Cronyku, BuknageHoi B npuknagi 1, 3a

89396 134

BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  42Mr
(0,071Mmonb) TpeT-6yTun-{(1S)-3-[2,4-
Bic(tpudTopmeTunn)-5,8-gurigponipnao[3,4-
d]nipumigunn-7(6H)-in]-1-[(5,5-andTop-2-
okconinepuauH-1-in)metun]-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
143.

'H SAMP (CD30D) & 5,05-4,92 (2H, m), 3,98-3,91
(2H, m), 3,85-3,79 (2H, m), 3,70-3,59 (2H, m), 3,54-
3,48 (1H, m), 3,36-3,33 (2H, m), 3,24 (1H, ywwup. c),
3,14 (1H, ywwp. c), 2,83-2,76 (1H, m), 2,72-2,53 (3H,
M), 2,43-2,34 (2H, m)

Maca (vm/e) 490 (M+1)

MpurotyBaHHsA 144: CuHTes Tpet-6yTun-{(1S)-3-
[2,4-Gic(TpudTopmeTnn)-5,8-aurigponipnao[3,4-
d]nipumigun-7(6H)-in]-1-{[(2S)-2-meTnn-5-
okcomopdoniH-4-in]jmeTnn}-3-okconponin}kapbamary

14Mr HasBaHOI CrONykU OAEpXylTb 3 BMXOOOM
17% BignoBigHO 4O METOAMKW, aHanoriyHoi MeToauLi
OflepXXaHHA Cnonyku, onucaHol B NpUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYOTb  43,7Mr
(0,138mmonb) (3S)-3-[(TpeT-byTOKCMKapOOHIin)amiHo]-
4-[2(S)-2-meTun-5-okcomopdoniH-4-in]-6yTaHoBoi
KMCNoTu, oTpuMaHol B npurotysBaHHi 55 i 42,5wmr
(0,138mmonb) rigpoxnopugy 2,4-6ic(tpudtopmerun)-
5,6,7,8-TeTparigponipngo[3,4-djnipumignHy (BKasaHui
NPOAYKT OTPUMaHWIA y NPUroTyBaHHI 127).

'H AMP (CDCl3) & 5,85-5,83 (1H, m), 5,09-4,92
(1H, m), 4,95-4,78 (1H, m), 4,23-4,08 (3H, m), 4,04-
3,76 (3H, m), 3,73-3,66 (1H, m), 3,46-3,38 (1H, m),
3,36-3,21 (2H, m), 3,18-3,10 (2H, m), 2,96-2,81 (1H,
M), 2,61-2,50 (1H, m), 1,43-1,41 (9H, m), 1,28-1,24
(3H, m)

Maca (m/e) 470 (M+1-Boc)

Mpwuknag 84: CunHtes (6S)-4-{(2S)-2-amiHo-4-[2,4-
Gic(TpudTopmetun)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-4-okcobyTun}-6-
MEeTUITMOPAONiH-3-OHY
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6,9Mr Ha3BaHOI CNoMykn OAEpPXYTb 3 BUXOAOM
59% BignoBiaHO 4O METOAWUKM, aHanoriYyHoi MeToaunui
oflepXKaHHs1 Cronyku, BuknageHoi B npuknagi 1, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  14Mr
(0,023mmonb) TpeT-6yTun-{(1S)-3-[2,4-
Gic(TpudTopmeTunn)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-1-{[(2S)-2-meTnn-5-
okcomopdoniH-4-in]meTun}-3-okconponinikapbamary,
OTPUMaHOro B MPUroTyBaHHi 144.

'H SAMP (CD30D) & 4,89-4,80 (2H, m), 4,16-4,06
(3H, m), 3,92-3,85 (4H, m), 3,55-3,50 (2H, m), 3,34-
3,30 (1H, m), 3,19 (1H, ywwp. c), 3,09 (1H, ywwup. c),
2,70-2,61 (1H, m), 2,59-2,53 (1H, m), 1,23-1,20 (3H,
)

Maca (vm/e) 470 (M+1)

MpurotyBaHHsA 145: CuHTes TpeT-6yTun-{(1S)-1-
[(5,5-audpTop-2-okconinepuaunH-1-in)metnn]-3-[2-
meTun-4-(tpudtopmeTnn)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-3-okconponinikapbamaty
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51,6Mr Ha3BaHOI CNONykM OAEPXYI0Tb 3 BUXOOOM
59% BignoBiAHO 4O METOAWMKM, aHanoriYHoi MeToauui
OflepXXaHHs Cnorykun, onucaHoi B NpuUroTyBaHHi 45, 3a
BUHAATKOM  TOrO, WO  BUKOPUCTOBYOTb  55,3Mmr
(0,164mmonb) (3S)-3-[(TpeT-OyTOKCMKAPOOHIN)amiHo]-
4-(5,5-gndpTop-2-okconinepuaunH-1-in)-6yTaHoBOT
KMCNOTW, OTPUMaHOI B NpuUrotyBaHHi 57 i 41,7mr
(0,164Mmonb) rigpoxnopuay 2-meTtnn-4-
(TpudbTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipyMigunHy, oTpuMaHoro B NpUroTyBaHHi 126.

'H AMP (CDCls) 5 5,79-5,76 (1H, ™), 4,84-4,78
(1H, m), 4,69-4,61 (1H, m), 4,18 (1H, ywwup. c), 3,88-
3,80 (1H, m), 3,76-3,65 (3H, m), 3,60-3,52 (2H, m),
3,02-2,95 (3H, m), 2,82-2,73 (4H, m), 2,57-2,49 (3H,
M), 2,27-2,20 (1H, m), 1,38-1,37 (9H, m)

Maca (v/e) 436 (M+1-Boc)

Mpwuknag 85: CuHtes 1-{(2S)-2-amiHo-4-[2-meTun-
4-(Tpudptopmetun)-5,8-gurigponipmugo[3,4-
d]nipumigun-7(6H)-in]-4-okcobyTun}-5,5-
andpropninepnanH-2-oHy
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43Mr HasBaHOI CMOSyKM OAEPXYTb 3 BUXOAOM
78% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, sa
BUHATKOM  TOrO, WO  BUKOPUCTOBYOTb  51,6Mmr
(0,119mmornb)  TpeT-6yTUn-{(1S)-1-[(5,5-AndTOP-2-
okconinepuauH-1-in)metun]-3-[2-meTun-4-
(TpndTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-3-okconponinjkapbamaty, OTpMmMaHoro B
npuroTysaHHi 145.

'H SAMP (CD30D) § 4,83-4,77 (2H, m), 3,89-3,74
(4H, ™), 3,68-3,60 (3H, m), 3,47-3,43 (1H, m), 3,30
(3H, c), 3,06 (1H, ywwup. c), 2,97 (1H, ywwup. c), 2,67-
2,54 (2H, m), 2,37-2,30 (3H, m)

Maca (v/e) 436 (M+1)

MpurotyBaHHa 146: CuHTes TpeT-6yTun-{(1S)-1-
{[(2S)-2-meTnn-5-okcomopdponiH-4-injmeTnn}-3-[2-
meTun-4-(tpudtopmeTnn)-5,8-gurigponipnao(3,4-
d]nipumigun-7(6H)-in]-3-okconponinikapbamaty

39,8Mr Ha3BaHOI CMOMYyKM OOEePXYOTb 3 BUXO4OM
39% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHSATKOM Toro, wo 62,4mr (0,197mmonb) (3S)-3-
[(TpeT-6yTOKCUKapPGOHIN)amiHo]-4-[2(S)-2-meTnn-5-
okcomopdoniH-4-in]-6yTaHoBOI KNCMOTW, OTPMMAHOI B
npurotyBaHHi 55, B3aemogie 3 50mr (0,197mmonb)
rigpoxnopugy  2-metun-4-(tpudptopmeTnn)-5,6,7,8-
TeTparigponipnao[3,4-dlnipumignHy  (BkazaHuWn npo-
OYKT OTPUMaHUIA Yy NpUroTyBaHHi 128).

'H AMP (CDCl3) & 5,82-5,77 (1H, m), 4,90-4,78
(1H, m), 4,75-4,63 (1H, m), 4,29-4,09 (2H, m), 3,95-
3,82 (2H, m), 3,80 (1H, ywwmp. c), 3,76-3,62 (1H, m),
3,563-3,45 (1H, m), 3,41-3,29 (2H, m), 3,10-2,96 (2H,
M), 2,89-2,80 (1H, m), 2,76 (3H, c), 2,60-2,49 (1H, m),
1,43-1,42 (9H, m), 1,28-1,24 (3H, m)

Maca (vm/e) 470 (M+1-Boc)

89396 136

Mpuknag 86: CuHTe3 (6S)-4-{(2S)-2-amiHo-4-[2-
meTun-4-(TpudtopmeTnn)-5,8-gurigponipngo[3,4-
d]nipumignn-7(6H)-in]-4-okcobyTun}-6-
MEeTUIIMOPAONIH-3-OHY

26,5Mr Ha3BaHOI CronyKky oAepXyloTb 3 BUXOAOM
76% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM  TOrO, WO  BUKOpPUCTOBYOTb  39,8Mr
(0,077mmonb)  TpeT-6yTnn-{(1S)-1-{[(2S)-2-meTnn-5-
okcomopdoniH-4-injmetnn}-3-[2-meTun-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipumignH-
7(6H)-in]-3-okconponinjkapbamaty, OTpMmMaHoro B
npuroTysaHHi 146.

'H AAMP (CD30D) § 4,83-4,77 (2H, m), 4,18-4,07
(3H, m), 3,95-3,88 (2H, m), 3,83-3,81 (1H, m), 3,58-
3,52 (2H, m), 3,38-3,29 (1H, m), 3,07 (1H, ywwp. c),
2,97 (1H, ywwp. c), 2,81-2,76 (1H, m), 2,70-2,69 (3H,
m), 2,67-2,60 (1H, m), 1,23 (3H, g, J=6,1"u)

Maca (vm/e) 416 (M+1)

MpurotyBaHHa 147: CuHTes TpeT-OyTun-((S)-1-
[(5,5-andTop-2-0KConinepnamnH-1-in)meTnn]-3-okco-3-
[4-(TpndpTOpMETUN)-5,8-Aurigponipnao[3,4-
d]nipymignH-7(6H)-injnponin}kapbamary

16,4Mr Ha3BaHoOI CrONyKN OOEPXYTb 3 BUXOAOM
47% BiANoBiOHO A0 METOAMKW, aHanoriyHoi MeToauui
Ooflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHSITKOM TOro, wo 16mr (0,067mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)oyTaHoBOI KUCNOTW, OTPUMAaHOI B
npurotyBaHHi 57, B3aemogie 3 22,5mr (0,067mmornb)
rigpoxnopuay 4-tpudptropmeTun-5,6,7,8-
TeTparigponipnao[3,4-dlnipumignHy  (BkaszaHuWn npo-
OYKT OTPUMaHUIA y NpUroTyBaHHi 49).

'H AMP (CDCl3) & 9,16-9,15 (1H, m), 5,81-5,79
(1H, m), 4,95-4,84 (1H, m), 4,81-4,70 (1H, ™), 4,22-
4,13 (1H, m), 3,92-3,89 (1H, m), 3,79-3,69 (3H, m),
3,65-3,52 (2H. m), 3,15-3,10 (1H, m), 3,06 (1H, ywmp.
c), 2,86-2,79 (1H, m), 2,62-2,52 (311, m), 2,36-2,22
(2H,m), 1,42-1,41 (9H, m)

Maca (v/e) 422 (M+1-BOC)

Mpuknag 87: CuHte3d 1-{(2S)-2-amiH0-4-0KCO-4-
[4-(TpudpTOpMETUN)-5,8-Auriaponipnao[3,4-
d]nipymignn-7(6H)-in]oytun}-5,5-gucpTopninepnanH-
2-0Hy
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9,7Mr Ha3BaHOI CMOMyKX OOepXylTb 3 BUXOOOM
67% BignoBigHO OO METOAMKW, aHanoriYHol MeToauui
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oflepXKaHHs1 Cnonyku, BuUknageHol B npuknagi 22, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYOTb  16,4Mr
(0,032mmornb)  TpeT-6yTUn-{(1S)-1-[(5,5-AndTOP-2-
okconinepuauH-1-in)metun]-3-okco-3-[4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-inJnponinjkapbamaty, OTpUMaHOro B MPUroTy-
BaHHi 147.

'H SAMP (CD30D) § 9,03-9,02 (1H, m), 4,84-4,73
(2H, m), 3,84-3.66 (3H, m), 3,62-3,48 (3H, m), 3,43-
3,35 (1H, m), 3.06-3,03 (1H, m), 2,95 (1H, ywwp. c),
2,75-2,57 (2H, m), 2,55-2,42 (2H, m), 2,31-2,20 (2H,
)

Maca (v/e) 422 (M+1)

MpurotyBaHHa 148: CuHTes Tpet-6yTun-{(1S)-1-
{[(2S)-2-meTnn-5-okcomopdponiH-4-in]MeTnn}-3-okco-
3-[4-(TpndpTOopmeTnn)-5,8-gurigponipnao[3,4-
d]nipymignH-7(6H)-in]nponin}kapbamary

16,4Mr Ha3BaHoOI CrONyKN OOEPXYOTb 3 BUXOAOM
47% BiANOBiOHO A0 METOAMKWN, aHanoriyHoi MmeToauui
Ooflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHSITKOM TOro, wo 21mr (0,067mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo-4-[2(S)-2-meTnn-5-
okcomopdoniH-4-in]-6yTaHoBOI KMCMOTW, OTPMMAHOI B
npurotyBaHHi 55, B3aemogie 3 16mr (0,067mmornb)
rigpoxnopuvay 4-tpudptopmeTun-5,6,7,8-
TeTparigponipngo[3,4-dlnipumignHy  (BkazaHuWn npo-
OYKT OTPUMaHUIA Yy NpUroTyBaHHi 49).

'H AMP (CDCl3) & 9,15-9,14 (1H, m), 5,83-5,78
(1H, m), 4,96-4,84 (1H, m), 4,82-4,70 (1H, m), 4,29-
4,08 (3H, m), 3,93-3,83 (2H, m), 3,77 (1H, ywwp. c).
3,70-3,63 (1H, m), 3,40-3,31 (1H, m), 3,51-3,45 (1H,
m), 3,40-3,31 (2H, m), 3,20-3,00 (2H, m), 2,61-2,50
(1H, m), 1,42-1,42 (9H, m), 1,28-1,26 (3H, m)

Maca (m/e) 402 (M+1-BOC)

Mpuknag 88: CuHTtes (6S)-4-{(2S)-2-amiHo-4-
0KCO-4-[4-(TpndTopmeTnn)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]6yTnn)-6-meTunmopdonix-3-
OHY

6,7Mr Ha3BaHOI CMNONyKN OO4EpPXYHTb 3 BMXOOOM
73% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM  TOro, WO  BuMKOopucToBYOTb  10,5Mr
(0,021mmornb)  TpeT-6yTnn-{(1S)-1-([(2S)-2-meTnn-5-
okcomopdoniH-4-injmeTun}-3-okco-3-[4-
(TpndTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-inJnponinjkapbamarty, oTpyMaHoi O B MpUroTy-
BaHHi 148.

'H AMP (CDCl3) 6 9,11-9,10 (1H, m). 4,88-4,81
(2H, m). 4,17-4,08 (3H, m), 3,95-3,86 (2H, m), 3,85-
3,81 (1H, m), 3,68-3,64 (1H, m), 3,53-3,50 (2H, m),
3,32-3.29 (1H, ™), 3,12 (1H, ywwup. c), 3,02 (1H,
ywwup. c), 2,80-2,75 (1H, m), 2,66-2,58 (1H, m), 1,23
(3H, g, J=6,1T"u)

Maca (v/e) 402 (M+1)

MpurotyBaHHa 149: CuHTes TpeTt-6yTun-{(1S)-1-
[(5,5-andTOp-2-0KCONiNnepnamnH-1-in)meTnn]-3-okco-3-

89396 138

[3-(nenTadpTopetnn)-5,6-gurigpo[1,2,4]tpnasonol4,3-
a]nipa3uH-7(8H)-in]nponin}kapbamaTy

63Mr HasBaHoOI Cronyku OAEepPXYTb 3 BUXOOOM
63% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHSITKOM TOrO, Wwo 43mr (0,178mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)6yTaHoBOI KUCNOTW, OTPUMAaHOI B
npuroTtyBaHHi 57, B3aemogie 3 43mr (0,178mmornb) 3-
(neHTadTopetun)-5,6-aurigpo[1,2,4]Tpnasonol4,3-
ajnipasuHy, CUHTE30BaHOro 3a AOMOMOIo METOAUKM
3 nocunanHsa go J.M.C 2005, 48, p. 141-151.

'H AMP (CDCl3) & 5,90-5,88 (1H, m), 5,13-4,77
(2H, m), 4,31-4,27 (2H, m), 4,20-4,09 (2H, m), 4,00-
3,86 (1H, m), 3,73-3,63 (3H, m), 3,48-3,31 (1H. m).
2,88-2,72 (1H, m), 2,62-2,49 (2H, m), 2,43-2,39 (1H,
M), 2,24-2,17 (2H, m), 1,42 (9H, c).

Maca (vm/e) 461 (M+1-BOC)

Mpuknag 89: CuHte3 1-{(2S)-2-amiH0-4-0KCO-4-
[3-(neHTadpTOopeTvn)-5,6-gurigpo[1,2,4]tpnasonol4,3-
a]nipa3uH-7(8H)-in]6yTun}-5,5-audTopninepmanH-2-
OHY
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24,7Mr Ha3BaHOI CMOMYKMU OOEPXYOTb 3 BUXOOOM
44% BiaNoBiOHO OO0 METOAMKWU, aHanoriyHoi MmeToauLi
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  63Mr
(0,112mmornb)  TpeT-6yTnn-{(1S)-1-[(5,5-AndTOP-2-
okconinepuauH-1-in)metun]-3-okco-3-[3-
(nenTadToperun)-5,6-gurigpol[1,2,4]Tpmasonol4,3-
a]nipasuH-7(8H)-injnponinikapbamaty, oTpMmaHoro B
npuroTysaHHi 149.

'H AAMP (CD30D) § 5,12-5,00 (2H, m), 4,42-4,39
(1H, m), 4,30 (1H, ywwp. c), 4,21-4,02 (2H, m), 3,89-
3,75 (4H, m), 3,62-3,54 (1H, m), 3,02-2,82 (2H, m),
2,65-2,56 (2H, m), 2,43-2,35 (2H, m)

Maca (v/e) 461 (M+1)

MpurotyBaHHa 150: CuHTes TpeT-6yTun-{(1S)-1-
{[(2S)-2-meTnn-5-okcomopdponiH-4-inimeTun}-3-okco-
3-[3-(neHTadpTopeTvn) 5,6-
avrigpo[1,2,4]tpuasonol4,3-ajnipa3un-7(8H)-
in]nponin}kapbamary

68Mr HasBaHoOi Cronyku OAEpPXYTb 3 BUXOAOM
71% BignoBiaHO 4O METOAMKM, aHanoriYHOI MeToauui
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHSITKOM TOrO, Wwo 56mr (0,178mmonb) (3S)-3-[(TpeT-
6yTokcukapboHin)amiHol-4-[2(S)-2-meTnn-5-
okcomopdoniH-4-in]-6yTaHoBOI KMCMOTW, OTPMMAHOI B
npuroTtyBaHHi 55, B3aemogie 3 43mr (0,178mmonb) 3-
(neHTadTopetun)-5,6-aurigpo[1,2,4]Tpnasonol4,3-
ajnipasvHy, CUHTE30BaHOro 3a AOMOMOIo METOAMKM
3 nocunanHsa go JMC 2005, 48, p. 141-151.

'H AMP (CDCl3) & 5,90-5,88 (1H, m), 5,13-4,77
(2H, m), 4,29-4,09 (5H, m), 4,05-3,95 (2H, m), 3,86-
3,69 (2H, m), 3,40-3,23 (3H, m), 2,91-2,72 (1H, m),
2,60-2,50 (1H, m), 1,42 (9H, ywwup. c), 1,27-1,25 (3H,
M)

Maca (v/e) 441 (M+1-BOC)
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Mpuknag 90: CwuHtes (6S)-4-{(2S)-2-amiHo-4-
okco-4-[3-(neHTacpTopeTnn)-5,6-
avrigpo[1,2,4]tpuasonol4,3-a]nipa3un-7(8H)-
in]6yTnn}-6-meTunmopdoniH-3-oHy

20,4Mr Ha3BaHOI CronyKu1 O4epXyloTb 3 BUXOAOM
30% BignoBiaHO 4O METOAWMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cnonyku, BUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  68Mr
(0,126mmornb)  TpeT-6yTnn-{(1S)-1-{[(2S)-2-meTnn-5-
okcomopdoniH-4-injmeTun}-3-okco-3-[3-
(neHTadTopeTnn)-5,6-aurigpo[1,2,4]Tpuasonol4,3-
a]nipa3uH-7(8H)-in]nponinjkapbamarty, o TpMMaHoro B
npuroTysaHHi 150.

'H AAMP (CD30D) & 5,11-5,00 (2H, ™), 4,38 (1H,
ywwmp. c). 4,30 (1H, ywwp. c), 4,21-4,13 (3H, m), 4,10-
4,05 (2H, m), 4,00-3,95 (1H, m), 3,80-3,75 (1H, m),
3,64-3,62 (2H, m), 3,36-3,33 (1H, m), 2,95-2,86 (1H,
m), 2,82-2,76 (1H, m), 1,26 (3H, A, J=6,0u)

Maca (v/e) 441 (M+1)

MpurotyBaHHa 151: CuHTes Tpet-6yTun-{(1S)-3-
[2,4-Gic(TpndTopmeTnn)-5,8-aurigponipnao[3,4-
d]nipumignn-7(6H)-in]-1-[(2-meTun-5-
okcoTioMmopdponiH-4-in)metun]-3-
okconponin}kapbamaTy

24 ,5Mr Ha3BaHOI CMOMyKN OOEePXYTb 3 BUXOOOM
56% BignoBigHO OO METOAMKW, aHarnori4YHOI MeToauLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHSITKOM TOro, wWwo 25mr (0,075mmonb) (3S)-3-[(TpeT-
OyTokcukap6oHin)amiHol-4-(2-meTun-5-
okcoTioMopdponiH-4-in)byTaHoBoOi  KMCMNOTW, OTpUMa-
HOi B npuroTyBaHHi 125, B3aemogie 3 23wmr
(0,075mmonb) rigpoxnopugy 2,4-6ic(tpudtopmerun)-
5,6,7,8-TeTparigponipngo[3,4-djnipumigmHy (BKasaHui
NPOAYKT OTPUMaHWIA y NPUroTyBaHHI 127).

'H AMP (CDCl3) & 5,91-5,81 (1H, m), 5,08-4,78
(2H, m), 4,13-3,98 (1H, m), 3,85-3,77 (2H, m), 3,70-
3,66 (2H, m), 3,50-3,38 (2H, m), 3,27-3,22 (3H, m),
3,15-3,07 (2H, m), 2,88-2,81 (1H, m), 2,55-2,47 (1H,
M), 1,42-1,40 (9H, m), 1,31-1,23 (3H, m)

Maca (vm/e) 486 (M+1-BOC)

Mpuknag 91: CwuHtes 4-{(2S)-2-amiHo-4-[2,4-
6ic(TpudTopmetun)-5,8-gurigponipnao[3,4-
d]nipymignH-7(6H)-in]-4-okcobyTnn}-6-
MeTUNTIOMOPdONiH-3-0HY
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14,6Mr Ha3BaHoOI CMONyKN OOEPXYOTb 3 BUXOAOM
67% BignoBigHO OO METOAMKW, aHanoriYHoI MeToauui

89396 140

oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BUHSATKOM  TOrO, WO  BUKOPUCTOBYIOTb  24,5Mr
(0,042mMmonb) TpcT-6yTIn-{(1S)-3-[2,4-
Gic(TpudTopmeTnn)-5,8-gurigponipnao[3,4-
a]nipumigun-7(6H)-in]-1-[(2-meTnn-5-
okcoTiomopdoniH-4-in)meTun]-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
151.

'H SAMP (CD30D) & 5,00-4,85 (2H, m), 3,96-3,86
(3H, m), 3,71-3,59 (2H, m). 3,50-3,30 (5H, m), 3,22-
3,19 (1H, m), 3,09 (1H, ywwp. c), 2,66-2,62 (1H, m),
2,60-2,50 (1H, m), 1,28-1,27 (3H, m)

Maca (v/e) 486 (M+1)

MpurotyBaHHa 152: CwuHTes TpeT-Oyrun-[(1S)-3-
[2-TpeT-6yTUn-4-(TpncpbTopmeTmn)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-in]-1-[(5,5-
andTop-2-okconinepuaunH-1-in)metnn]-3-
okconponinjkapbamaTy

19Mr HasBaHoI Cronyku OAEpPXYTb 3 BUXOAOM
66% BignoBigHO OO METOAMKW, aHanoriYHOI MeToauLi
OflepXXaHHsA Cnornyku, onucaHol B NpUroTyBaHHi 45, 3a
BUHSATKOM Toro, wo 16,9mr (0,050mmonb) (3S)-3-
[(TpeT-6yTOKCMKap6OHiIn)amiHo]-4-(5,5-andTop-2-
okcouinepuauH-1-in)byTaHoBOI KACMOTW, OTPUMaHOI B
npurotyBaHHi 57. B3aemogie 3 13,0mr (0,050mmonb)
rigpoxnopuagy 2-TpeT-6yTnn-4-(TpudTopmeTUn)-
5,6,7,8-TeTparigponipngo[3,4-djnipumignHy (BKasaHui
NPOAYKT OTPUMaHWIA y NpUroTyBaHHi 131).

'H AMP (CDCl3) & 5,76 (1H, ywmp. c), 4,82 (1H,
ywmp. c), 4,72-4,63 (1H, m), 4,20 (1H, ywwup. c), 3,87-
3,85 (1H, m), 3,78-3.68 (3H, m), 3,62-3,53 (2H, m),
3,03-2,97 (1H, m), 2,84-2,80 (1H, m), 2,58-2,53 (4H,
M), 2,29-2,20 (2H, m), 1,41-1,38 (18H. m)

Maca (vm/e) 475 (M+1-BOC)

Mpuknag 92: CuHtes 1-{(2S)-2-amiHo-4-[2-TpeT-
6ytun-4-(Tpudptopmetun)-5,8-gurigponipnao[3,4-
d]nipumignn-7(6H)-in]-4-okcobyTun}-5,5-
andpropninepnanH-2-oHy

11,0Mr Ha3BaHoOI CNONyKN OOEPXKYIOTb 3 BUXOAOM
92% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, sa
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  19Mr
(0,023mmonb)  TpeT-6yTUn-{(1S)-3-[2-TpeT-OyTUn-4-
(TpndTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]1-1-[(5,5-andTop-2-okconinepnamnH-1-
in)metun]-3-okconponinjkapbamaTty. OTpMMaHoro B
npuroTysaHHi 152.

'H AAMP (CD30D) & 4,86-4,79 (2H, m). 3,90-3,74
(411, m), 3,50-3,43 (1H, m), 3,29 (2H, ywwp. c), 3,06
(1H, ywwp. c), 2,96 (1H, ywwup. c), 2,67-2,51 (4H, m),
2,35-2,30 (2H, m), 1,38-1,37 (9H, m)

Maca (vm/e) 478 (M+1)

MpurotyBaHHa 153: CuHTe3 TpeT-OyTnn-[(1S)-3-
[2-TpeT-OyTUn-4-(TpucpTopmeTun)-5,8-
avrigponipngo[3,4-dnipumigunh-7(6H)-in]-1-{[(2S)-2-
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MeTun-5-okcomopdoniH-4-in)meTnm}-3-
okconponin]kapbamarty

18Mr HasBaHOI CMOMyku O4EepXylTb 3 BMXOOOM
65% BignoBigHO OO METOAMKW, aHanoriYHOI MeToauui
OflepXXaHHs Cnoryku, onucaHoi B NpUroTyBaHHi 45, 3a
BUHSITKOM TOro, wo 16mr (0,050mmonb) (3S)-3-[(TpeT-
6yToKkcukapboHin)amiHo]-4-[2(S)-2-meTun-5-
okcomopdoniH-4-in]-6yTaHoBOI KMCMOTU, OTPMMAHOI B
npuroTysaHHi 55, B3aemogie 3 13Mr rigpoxnopugy
(0,050mMmonb) 2-tpeT-6yTUn-4-(TpndpTopmeTnn)-
5,6,7,8-TeTparigponipnao[3,4-d]nipumigunHy (BkasaHun
NPOAYKT OTPMMaHWIA y NpUroTyBaHHi 131).

'H AMP (CDCl3) 6 5,75-5,74 (1H, ™), 4,90-4,79
(1H, m), 4,65-4,60 (1H, m), 4,24-4,10 (3H, m), 3,92-
3,87 (2H, m), 3,77-3,74 (1H, wm), 3,67-3,62 (1H, m),
3,55-3,49 (1H, m), 3,40-3,31 (2H, m), 3,04-2,98 (2H,
M), 2,86-2,83 (1H, m), 2,58-2,55 (1H, m), 1,43-1,42
(9H, m), 1,39-1,38 (9H, c), 1,28-1,24 (3H, m)

Maca (v/e) 458 (M+1-BOC)

Mpuknag 93: CuHTes (6S)-4-{(2S)-2-amiHo-4-[2-
TpeT-6yTnn-4-(TpudTopmeTun)-5,8-
avrigponipnao[3,4-dnipumigus-7(6H)-in]-4-
0oKCobyTnN}-6-MeTnnMopdoniH-3-oHy
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10,2Mr Ha3BaHoOI CrMONyKN OAEPXKYOTb 3 BUXOAOM
94% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  18Mr
(0,022mmonb)  TpeT-6yTun-[(1S)-3-[2-TpeT-OyTUn-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-1-{[(2S)-2-meTnn-5-okcomopdoniH-4-
in]metun}-3-okconponinjkapbamaty, oTpuMaHoro B
npuroTysaHHi 153.

'H AAMP (CD30D) § 4,86-4,75 (2H, m), 4.16-4,05
(2H, m), 3,94-3,89 (1H, m). 3,86-3,81 (1H, m), 3,55-
3,50 (2H, m), 3,40-3,28 (4H, m), 3,07-3,05 (1H, m),
2,96 (1H, ywwp. c), 2,70-2,65 (1H, m), 2,57-2,52 (1H,
m), 1,38-1,37 (9H, m), 1,22 (3H, g, J=6,2I"u)

Maca (v/e) 458 (M+1)

MpurotyBaHHa 154: CuHTes Tpet-6yTun-{(1S)-1-
[(2-meTun-5-okcoTiomopdponiH-4-in)meTnn]-3-okco-3-
[3-(TpndTOpMETUN)-5,6-AUriapo[1,2,4]Tpnazonol4,3-
a]nipa3uH-7(8H)-in]nponin}kapbamaTy

21Mr HasBaHOI Crosyku odepXyloTb 3 BMXOOOM
55% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHSITKOM TOro, Wwo 25mr (0,075mmonb) (3S)-3-[(TpeT-
6yToKkcukapboHin)amiHol-4-(2-meTun-5-
okcoTioMopcponiH-4-in)byTaHoBOi  KMCMNOTW, OTpUMa-
HOl B npuroTyBaHHi 125, B3aemopgie 3 14,4mr
(0,075mMmonb) 3~(TpudpTopmeTun)-5,6-gurigpo-8H-
1,2,4-Tpuasorno[4,3-alnipa3vHy, CUHTE30BaHOrO 3a
JOMoMorold  Metogukn 3 nocunaHHa  go WO
03/004498.

'H AMP (CDCl3) & 5,95-5,86 (1H, m), 5,12-4,80
(3H, m), 4,30-4,06 (3H, m), 3,99-3,90 (2H, m), 3,67-
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3,53 (2H, m), 3,42-3,35 (1H, m), 3,30-3,06 (3H, m),
2,90-2,74 (1H, m), 2,52-2,47 (1H, m), 1,40 (9H, c),
1,29-1,28 (3H, m)

Maca (v/e) 407 (M+1-BOC)

Mpuknag 94: CuHte3 4-{(2S)-2-amiH0-4-0KCO-4-
[3-(TpudpTOopMeETUN)-5,6-Auriapo[1,2,4]tpmnazono[4,3-
a]nipasuH-7(8H)-in|6yTnn}-6-meTuntiomopdoniH-3-
OHYy
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5,8Mr HasBaHoOI Cnomnykn ogepxyTb 3 BUXOOOM
34% BignoBiaHO 4O METOAWMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, sa
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  21Mr
(0,042mMmonb) TpeT-6yTun-{(1S)-1-[(2-meTnn-5-
okcoTiomopdoniH-4-in)meTun]-3-okco-3-[3-
(TpudTopmeTnn)-5,6-gurigpo[1,2,4]Tpuasonol4,3-
a]nipa3uH-7(8H)-in]nponinjkapbamarty, oTpumaHoro B
npuroTysaHHi 154.

'H SAMP (CD30D) & 5,08-4,98 (2H, ™), 4,34 (1H,
ywwmp. c), 4,26 (1H, ywwup. c). 4,20-4,06 (2H, m), 3,74-
3,69 (2H, m), 3,62 (1H, ywwp. c), 3,50-3,37 (4H, m),
3,32-3,23 (1H, m), 2,08-2,75 (1H, m), 2,68-2,62(1H,
m), 0,33-1,31 (3H, m)

Maca (vm/e) 407 (M+1)

MpurotyBaHHA 155: CuHTes TpeT-6yTun-{(1S)-3-
[2-eTun-4-(TpudpTopmeTnn)-5,8-aurigponipmnao[3,4-
d]nipumignn-7(6H)-in]-1-{[(5R)-5-meTun-2-
okconinepuauH-1-injmetun)-3-okconponin)kapbamaTy

63Mr HasBaHoOi Cronyku OAEpPXYTb 3 BUXOOOM
62% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NpUroTyBaHHi 45, 3a
BUHATKOM Toro, wo 66,3mr (0,211mmonb) (3S)-3-
[(TpeT-6yTOKCUKap6OoHin)amiHo]-4-[(5R)-5-meTun-2-
okconinepuauH-1-in]6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51, B3aemogie 3 41mr (0,192mmonb)
rigpoxnopugy 2-etnn-4-(TpucptopmeTtun)-5,6,7,8-
TeTparigponipnao[3,4-dlnipumignHy  (BkazaHun npo-
OYKT OTPUMaHUI y NpUroTyBaHHi 128).

'H AMP (CDCls) 5 5,87 (1H, ywup. c), 4,89-4,79
(1H, m), 4,76-4,65 (1H, m), 4,17 (1H, ywwup. c), 3,91-
3,86 (1H, m), 3,78-3,75 (1H, m), 3,67-3,50 (2H, m),
3,89-3,35 (1H, m), 3,10-2,97 (6H, m), 2,88-2,81 (1H,
M), 2,55-2,28 (3H, m), 1,95-1,88 (1H, m), 1,84-1,80
(1H, m), 1,42-1,40 (9H, m), 1,38-1,34 (3H, m), 1,01-
0,99 (3H, m)

Maca (v/e) 438 (M+1-BOC)

Mpuknag 95: CuHte3 (5R)-1-{(2S)-2-amiHo-4-[2-
etun-4-(Tpuctopmetun)-5,8-gurigponipuao[3,4-
d]nipymignH-7(6H)-in]-4-okcobyTnn}-5-
MeTUnninepuanH-2-oHy
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38,3Mr Ha3BaHOI Cronykn OAepXyloTb 3 BUXOOOM
69% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  63Mr
(0,119mmonb) TpeT-6yTmn-{(1S)-3-[2-eTun-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-1-{[(5R)-5-meTnn-2-okconinepnanH-1-
injmetnn}-3-okconponinjkapbamaTty, OTpMMaHOro B
npurotysaHHi 155.

'H SAMP (CD30D) & 4,92-4,80 (2H, ™), 3,94-3,91
(1H, m), 3.88-3,85 (1H, m). 3,78-3,76 (1H, m), 3,69-
3,62 (1H, m), 3,58-3,53 (1H, m), 3,42-3,34 (2H, m),
3,15-3,09 (2H, m), 3,03-2,97 (2H, m), 2,92-2,85 (1H,
M), 2,79-2,73 (1H, m), 2,48-2,34 (2H, m), 2.06-2,02
(1H, m), 1,89-1,84 (1H, m). 1,60-1,49 (1H, m), 1,41-
1,35 (3H, m), 1,05 (3H, A, J=6,4T"u)

Maca (v/e) 428 (M+1)

MpurotyBaHHa 156: CuHTtes TpeT-6yTun-{(1S)-1-
{[(5R)-5-meTunn-2-okconinepuamnH-1-in]mMetun}-3-okco-
3-[2-(nenTadpTOpeTun)-4-(TpndTopmeTUn)-5,8-
avrigponipmnao[3,4-dnipumigun-7(6H)-
in]nponin}kap6amat

65Mr HasBaHOI Cronyku odepXyloTb 3 BMXOOOM
84% BignoBigHO OO METOAMKW, aHanorivYHOI MeToamLi
Oflep>KaHHs1 CroMyKKW, OnNncaHol B NpUroTyBaHHi 45, 3a
BUHSTKOM TOro, wWwo 43mr (0,137mmonb) (3S)-3-[(TpeT-
OyTokcukapboHin)amiHol-4-[(5R)-5-meTun-2-
okconinepuauH-1-in)6yTaHoBOi KMCNOTU, OTPUMAHOI B
npurotyBaHHi 51, B3aemogie 3 40mr (0,125mmonb)
rigpoxnopuay 2-(neHTadpTopeTun)-4-
(TpndTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipMigunHy (Bka3aHU NPOAYKT OTPUMAaHWA Yy npu-
roTtyBaHHi 129).

'H AMP (CDCl3) & 5,98-5,91 (1H, m), 5,30-4,79
(2H, m), 4.14-4,02 (2H, m), 3,89-3,81 (2H, m). 3,69-
3,47 (2H, m), 3,40-3,34 (1H, m), 3,24-3,01 (3H, m),
2,89-2,79 (1H, m), 2,57-2,43 (1H, m), 2,40-2,19 (2H,
M), 1,94 (1H, ywwp. c), 1,84 (1H, ywwup. c), 1,42-1,40
(9H, m), 1,00 (3H, g, J=6,4T"u)

Maca (v/e) 518 (M+1-BOC)

Mpuknag 96: CwuHTes (5R)-1-{(2S)-2-amiHo-4-
0KC0-4-[2-(neHTadTopeTun)-4-(TpudTopmeTun)-5,8-
avrigponipmao[3,4-dnipumigun-7(6H)-in)6yTnn}-5-
MeTunninepuanH-2-oH
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43,9Mr HasBaHoI CNonykn oaepXyloTb 3 BUXOAOM
82% BignoBiAHO 4O METOAWUKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  65Mr
(0,104mmornb)  TpeT-6yTun-{(1S)-1-{[(5R)-5-meTnn-2-
okconinepuauH-1-in)meTnn}-3-okco-3-[2-
(neHTadTopeTun)-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
injnponin}kap6amarty, OTPUMaHOro B MNPUrOTYBaHHI
156.
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'H SAMP (CD30D) & 4,99-4,95 (1H, m), 3,99-3,87
(3H, m), 3,69-3,68 (1H, m), 3,56-3,53 (2H, m), 3,41-
3,38 (1H, m), 3,25 (1H, ywwp. c), 3,15-3,06 (2H, m),
2,84-2,77 (1H, m), 2,72-2,62 (1H, m), 2,45-2,34 (2H,
M), 2,03 (1H, ywmp. c), 1,85 (1H, ywwup. c), 1,58-1,48
(1H, m), 1,05 (3H, g, J=6,4"u)

Maca (vm/e) 518 (M+1)

MpurotyBaHHa 157: CuHTes TpeT-OyTun-{(S)-1-
{[(2S)-2-meTnn-5-okcomopdponiH-4-inJMeTnn}-3-okco-
3-[2-(neHTadpTOpeTun)-4-(TpndTopmeTUn)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
in]nponin}kapbamary

58Mr HasBaHOI Cronyku ogepXyloTb 3 BMXOOOM
75% BignoBiaHO 4O METOAMKM, aHanoriYHOI MeToauui
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHSATKOM Toro, wo 43,3mr (0,137mmonb) (3S)-3-
[(TpeT-6yTOKCUKapPGOHIN)amiHo]-4-[2(S)-2-meTnn-5-
okcomopdoniH-4-in]-6yTaHoBOI KUCMOTW, OTPMMAHOI B
npurotyBaHHi 55, B3aemogie 3 40mr (0,125mmonb)
rigpoxnopuay 2-(neHTadpTopeTun)-4-
(TpndTopmeTun)-5,6,7,8-tetparigponipnao[3,4-
d]nipMigunHy (Bka3aHU NPOAYKT OTPUMAaHWA Yy npu-
roTtyBaHHi 129).

'H AMP (CDCl3) & 5,87-5,84 (1H, m), 5,09-4,79
(2H, m), 4,23-3,98 (3H, m), 3,89-3,80 (2H, m), 3,72-
3,65 (1H, m), 3,46-3,33 (4H, m), 3,22-3,13 (2H, m),
2,90-2,81 (1H, m), 2,61-2,50 (1H, m), 1,43-1,41 (9H,
m), 1,26 (3H, g, J=6,0I"w)

Maca (m/e) 520 (M+1-BOC)

Mpuknag 97: CuHtes (6S)-4-{(2S)-2-amiHo-4-
0KC0-4-[2-(neHTadTopeTun)-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipumignt-7(6H)-in)6yTnn}-6-
MeTUIIMOPAONiH-3-OHY
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43,9Mr HasBaHoI CNonykn oaepXyoTb 3 BUXOAOM
90% BignoBiAHO 4O METOAWMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  58Mr
(0,094mmonb)  TpeT-6yTUn-{(1S)-1-{[(2S)-2-meTnn-5-
okcomopdoniH-4-injmeTun}-3-okco-3-[2-
(neHTadTopetun)-4-(TpudTop)-5,8-
avrigponipngo[3,4-dnipumignn-7(6H)-
injnponin}kap6amaTty, OTPUMaHOro B MNPUrOTYBaHHI
157.

'H SAMP (CD30D) & 4,99-4,95 (1H, m), 4,21-4,10
(2H, m). 4,05-3,90 (3H, m), 3,64-3,54 (2H, m), 3,50-
3,39 (2H, m), 3,62-3,35 (2H, m), 3,24 (1H, ywwp. c),
3,14 (1H, ywwp. c), 2,79-2,73 (1H, m), 2,67-2,58 (1H,
M), 1,26 (3H, g, J=6,0I"w)

Maca (m/e) 520 (M+1)

MpurotyBaHHa 158: CuHTes Tpet-6yTun-{(1S)-1-
[(5,5-andTOp-2-0KCONinepnamnH-1-in)meTnn]-3-okco-3-
[2-(neHTadpTOpEeTNN)-4-(TPUpTOPMETUN)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
in]nponin}kapbamary
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16,4Mr HasBaHOI CMOMyKM OOepPXYyTb 3 BUXOOOM
47% BiANOBIOHO OO METOAMKW, aHanoriYHoi MeToauLi
OflepXXaHHs Cnorykun, onucaHoi B NpuUroTyBaHHi 45, 3a
BUHSITKOM TOro, wo 46mr (0,137mmonb) (3S)-3-[(TpeT-
6yTokcukapboHin)amiHo]-4-(5,5-andTop-2-
okconinepuauH-1-in)0yTaHoBOI KACNOTW, OTPUMAHOI B
npurotyBaHHi 57, B3aemogie 3 40mr (0,125Mmonb)
rigpoxnopuay 2-(neHTadpTopeTun)-4-
(TpudbTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipumiguHy (BKa3aHW NPOAYKT OTPUMAaHWA Yy MNpu-
rotyBaHHi 129).

'H AMP (CDCl3) 5 5,85-5,78 (1H, ™), 5,07-4,79
(2H, m), 4,17 (1H, ywwp. c), 4,04-3,61 (5H, m), 3,53-
3,49 (1H, m), 3,19-3,13 (2H, m), 2,87-2,79 (1H, m),
2,62-2,48 (3H, m), 2,32-2,24 (2H, m), 1,42-1,41 (9H,
)

Maca (v/e) 540 (M+1-BOC)

Mpuknag 98: CuHte3d 1-{(2S)-2-amiH0-4-0KCO-4-
[2-(neHTadpTOpEeTNN)-4-(TPUhTOPMETUN)-5,8-
avrigponipngo[3,4-dnipumiguh-7(6H)-in)6yTun}-5,5-
andpropninepnanH-2-oHy
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42,8Mr Ha3BaHoI CrMonykn oaepXytoTb 3 BUXOAOM
83% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  64Mr
(0,095mmornb)  TpeT-6yTnn-((1S)-1-[(5,5-AndTOp-2-
okconinepuanH-1-in)metun]-3-okco-3-[2-
(neHTadTOopeTun)-4-(TpudTopmeTun)-5,8-
avrigponipngo[3,4-dnipymignn-7(6H)-
injnponinjkap6amaTty, OTPUMaHOro B MNPUrOTYBaHHI
158.

'H SAMP (CD30D) & 4,98-4,95 (1H, m), 4,03-3,89
(2H, m), 3,85-3,77 (2H, m), 3,64-3,54 (2H, m), 3,52-
3,46 (1H, m), 3,26-3,24 (1H, m), 3,14 (1H, ywwp. c),
2,80-2,72 (1H, m), 2,68-2,56 (4H, m), 2,04-2,03 (2H,
)

Maca (v/e) 540 (M+1)

MpurotyBaHHa 159: CwuHTe3 rigpoxnopuay 2-
nponin-4-(tpudrtopmetnn)-5,6,7,8-
TeTparigponipnao[3,4-djnipyumignHy

(1) CuHTes byTaHimigamigy

1,95r Ha3BaHOI CMonykn oOepXyTb 3 BMXOOOM
79% BignoBiAHO 4O METOAMKM, aHanoriYyHoi MeToauui
OflepXKaHHs1 CMOnyKu, onucaHoi B MpUrotyBaHHi 58-
(1), 3a BMHATKOM TOrO, O BWKOPUCTOBYIOTb 2,0r
(1,85mMmonb) ByTUpOHITPUINY.

AMP: "H-AMP (CD30D) & 2,45 (2H, T, J=6,5Iw),
1,75 (2H, m), 1,05 (3H, T, J=7,2l"L)

(2) CuHtes TpeT-6yTnn-2-nponin-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaTty

144Mr Ha3BaHOI CNONykn oAepXylTb 3 BUXOOOM
25% BignoBigHO OO METOAMKW, aHanori4YHoi MeToamui
Oflep>KaHHs1 CMONnyKW, OnNucaHoi B MpUroTyBaHHi 58-
(2), 3a BUHATKOM TOro, LO BUKOPUCTOBYOTb 500Mr
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(1,69MmMmonb) TpeT-6yTnn-3-okco-4-
(TpucpbTopaueTun)ninepuanH-1-kapbokecunaTty, oTpu-
MaHOro Ha BkasaHi Buwe ctagii (1) i 146mr
(1,69Mmmonb) ByTaHimigamigy.

'H AMP (CDCl3) & 4,73 (2H, c), 3,76 (2H, T,
J=8,0ru), 3,00 (4H, m), 1,89 (2H, m), 1,54 (9H, c),
1,06 (3H, 1, J=8I"u)

Maca (m/e) 346 (M+1)

(3) CuHTes rigpoxnopuay 2-nponin-4-
(TpudTopmeTun)-5,6,7,8-tetparigponipnao[3,4-
d]nipumignny

72Mr Ha3BaHOI CMOMyKU OOepXyloTb 3 BUXOOOM
61% BignoBigHO OO METOAMKW, aHaroriYHOi MeToauLi
OfEepXXaHHs1 CMOMnyKW, OnucaHoi B MpUroTyBaHHi 58-
(3), 32 BMHATKOM TOrO, WO BMKOPUCTOBYIOTb 144Mr
(0,42mmonb) TpeT-6yTnn-2-nponin-4-
(TpndTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcmnnaTy, OTpMMaHOro Ha BKasaHil BuLLE
ctagii (2).

'H AMP (CDsOD) & 4,46 (2H, c), 3,59 (2H, T,
J=6,0u), 3,25 (2H, m), 2,94 (2H, 1, J=7,2l'4), 1,84
(2H, m), 0,97 (3H, T, J=7,2l'u)

Maca (m/e) 246 (M+1)

MpurotyBanHa 160: CuHTe3 TpeT-6yTmn-{(1S)-1-
{[(5R)-5-meTun-2-okconinepnanH-1-in]metnn}-3-okco-
3-[2-nponin-4-(TpudTopmeTnn)-5,8-
avrigponipmao[3,4-d]nipumignn-7(6H)-
in]nponin}kapbamary

70Mr HasBaHOI CMNONyKN oOepXylTb 3 BUXOOOM
91% BignoBiAHO OO METOAMKW, aHarnoriYHoi MeToauui
Olep>XaHHs CroryKu, onucaHoi B NpUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BMKOPUCTOBYIOTb  44,0Mmr
(0,141mmonb) (3S)-T-[(TpeT-0yTOKCMKapOOHIN)amiHo]-
4-[(5R)-meTun-2-okconinepugnH-1-in)oytaHoBoi  Kuc-
notn, oTtpumaHoi B npurotyBaHHi 51 i 36,0mr
(0,128mmonb) rigpoxnopuay 2-nponin-4-
(TpdTopmeTUn)-5,6,7,8-TeTparigponipuao[3,4-
d]nipumignHy, oTprMaHoro B NpUroTyBaHHi 159.

'H AMP (CDCl3) & 5,88 (1H, ywmp. c), 4,89-4,65
(2H, m), 4,18 (1H, ywwp. c), 3,89-3,86 (1H, m), 3.78-
3,76 (1H, m), 3,62-51 (2H, m), 3,38-3,35 (1H, m), 3,11-
2,80 (7H, m), 2,56-2,28 (3H, ™), 1,94-1,82 (4H, m),
1,42-1,40 (9H, m), 1,01-0,98 (6H, m)

Maca (vm/e) 542 (M+1)

Mpuknag 99: CwuHtes (5R)-1-{(2S)-2-amiHO-4-
0KC0-4-[2-nponin-4-(TpucdTopmeTnn)-5,8-
avrigponipmao[3,4-d]nipumignn-7(6H)-in]6yTun}-5-
MeTunninepuanH-2-oHy
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41,9Mr HasBaHoI CNoOMyKn oOepXyloTb 3 BUXOAOM
68% BignoBigHO OO METOAMKW, aHanoriYHoI MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  70Mr
(0,129mmornb)  TpeT-6yTun-{(1S)-1-{[(5R)-5-metnn-2-
okconinepuauH-1-inlmeTnn}-3-okco-3-[2-nponin-4-
(TpndTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
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7(6H)-inJnponinjkapbamaty, OTpMMaHOro B MpPUroTy-
BaHHi 160.

'H SAMP (CD30D) § 4,86-4,79 (2H, m), 3,95-3,82
(2H, m), 3,67-3,64 (1H, m), 3,59-3,47 (2H, m), 3,41-
3,37 (1H, m), 3,34-3,32 (1H, m), 3,11-3,10 (2H, m),
3,01-2,93 (2H, m), 2,79-2,73 (1H, m), 2,67-2,57 (1H,
M), 2,47-2,31 (2H, m), 2,04-2,00 (1H, m), 1,92-1,82
(3H, m), 1,58-1,48 (1H, m), 1,06 (3H, @, J=6,4Tu),
1,03-0,99 (3H, m)

Maca (v/e) 442 (M+1)

MpurotyBaHHa 161: CuHTes TpeT-6yTun-{(1S)-1-
1(5,5-andTop-2-okconinepunamH-1-in)metun]-3-okco-
3-[2-nponin-4-(TpudTopmeTnn)-5,8-
avrigponipngo[3,4-alnipumignn-7(6H)-
in]nponin}kapbamary

61Mr HasBaHoOi Cronyku OAEpPXYTb 3 BUXOAOM
77% BignoBiaHO 4O METOAMKM, aHanoriYHOI MeToauui
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOro, WO  BUKOpPUCTOBYOTb  47,0Mr
(0,141mmonb) (3S)-3-[(TpeT-6yToKCUKap6OHin)amiHo]-
4-(5,5-gudbTop-2-okconinepuamnH-1-in)oyTaHoBoI  KMC-
notn, oTpumaHoi B npurotyBaHHi 57 i 36,0mr
(0,128 mmorb) rigpoxnopuay 2-nponin-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipumiguHy, oTpumMaHoro B npurotyBaHHi 159.

'H AMP (CDCls) 5 5,78 (1H, ywup. c), 4,83-4,68
(2H, m), 4,20 (1H, ywwp. c). 3.88-3,68 (4H, m), 3,60-
3,56 (2H, m), 3,04-2,78 (5H, m), 2,61-2,55 (3H, m),
2,31-2,23 (2H, m), 1,87-1,82 (2H, m), 1,42-1,41 (9H,
M), 1,02-0,98 (3H, m)

Maca (m/e) 564 (M+1)

Mpuknag 100: CuHTes 1-{(2S)-2-amiH0-4-0KCO-4-
[2-nponin-4-(TpudTopmetnn)-5,8-aurigponipnao[3,4-
d]nipymignn-7(6H)-in]oytun}-5,5-gucpTopninepnanH-
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34,4Mr Ha3BaHOI CMoONyKM OAEPXYIOTb 3 BUXOOOM
64% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOMO, WO  BWKOPUCTOBYIOTb  47Mr
(0,081mmornb)  TpeT-6yTUn-{(1S)-1-[(5,5-AndTOP-2-
okconinepuanH-1-in)metun]-3-okco-3-[2-nponin-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-inJnponinjkapbamaty, OTpUMaHOro B MPUroTy-
BaHHi 161.

'H SAMP (CD30D) & 4,90-4,79 (2H, m), 3,86-3,78
(4H, m), 3,57-3,46 (3H, m), 3,12-3,10 (1H, m), 3,00-
2,93 (3H, m), 2,76-2,51 (4H, m), 2,41-2,31 (2H, m),
1,92-1,82 (2H, m), 1,03-0,95 (3H, m)

Maca (v/e) 464 (M+1)

MpurotyBaHHa 162: CuHTe3 rigpoxnopugy 2-
(dbTOpMETUN)-4-(TpUcbTOpMETUN)-5,6,7,8-
TeTparigponipnao[3,4-djnipyumignHy

(1) CuHTes 2-cpTopeTaHimigamigy

1,771 Ha3BaHOI CMOMyKkM OOEepXYyTb 3 BMXOOOM
93% BignoBigHO OO METOAMKW, aHanoriYHOI MeToauLi
Oflep>KaHHs1 CMOnyKW, onucaHoi B MpUrotyBaHHi 58-

89396 148

(1), 3a BMHATKOM TOro, LWO BUKOPUCTOBYHOTb 1,51
(0,025mmonb) cbTopaLEeTOHITPUINY.

AMP: "H-AMP (CD;0D) & 5,32 (2H, A, J=45,2I"w1)

(2) CuHTe3 TpeT-6yTnn-2-(dpropmeTnn)-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaTty

220Mr Ha3BaHOI CMOMNykn OAepXylTb 3 BUXOOOM
19% BignoBigHO 4O METOAMKKN, aHanorivyHoi MeToauLi
OflepXKaHHs1 CMOnyKun, OnucaHoi B MpUroTyBaHHi 58-
(2), 3a BMHATKOM TOro, WO BUKOPUCTOBYOTL 1,0r
(3,39MmMmornb) TpeT-6yTnn-3-okco-4-
(TpucpbTopaveTun)ninepuanH-1-kapookcunaTy Ta
335mvr (4,40mmornb) 2-cbTopeTaHimigamigy, oTpuma-
HOro Ha BKa3aHin Buwe ctagii (1).

'H AMP (CDCls) & 5,55 (2H, A, J=46,8 I'u), 4,78
(2H, c), 3,75 (2H, 1, J=6,0I"y), 3,00 (2H, ywwmp. c),
1,50 (9H, c)

Maca (m/e) 336 (M+1)

(3) CwunHte3s rigpoxnopugy 2-(dptopmeTun)-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipumignny

170Mr Ha3BaHOI CNoONykn oAepXyrTb 3 BUXOOOM
96% BignNoBiAHO OO METOAMKW, aHaroriYHOI MeToauLi
OfepXXaHHs1 CMOMnyKuW, OnNucaHoi B MPUroTyBaHHi 58-
(3), 3a BMHATKOM TOrO, WO BMKOPUCTOBYIOTb 220Mr
(0,66mMMoOnb) TpeT-6yTun-2-(pTopmeTn)-4-
(TpndTopmeTnn)-5,8-aurigponipuao[3,4-dlnipymignH-
7(6H)-kapbokcmnnaTy, OTpMMaHOro Ha BkasaHil BuLLE
cragii (2).

'H AMP (CD;0D) & 5,57 (2H, g, J=29,6I'1), 4,76
(2H, c), 4,47 (2H, c), 3,26-3,20 (2H, m)

Maca (m/e) 236 (M+1)

MpurotyBanHa 163: CuHTe3 TpeT-6yTnn-[(1S)-3-
[2-(bTOPMETUN)-4-(TPUDTOPMETUI)-5,8-
avrigponipmnao[3,4-dnipumigunn-7(6H)-in]-1-{[(5R)-5-
MeTuI-2-okconinepmuaunH-1-injmetnn}-3-
okconponin]kapbamaTy

115Mr Ha3BaHoOI Cnonykn odepXyTb 3 BUXOOOM
60% BignoBiAHO OO METOOMKW, aHaroriYyHoi MeToauui
Olep>XaHHs CroryKu, onMcaHoi B NpUroTysaHHi 45, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  125Mr
(0,398mmornb) (3S)-3-[(TpeT-0yTOKCMKApPOOHIN)amiHo]-
4-[(5R)-5-meTun-2-okconinepuaux-1-in]6yTaHoBoi
KMCNOTW, OTpUMaHuUM y npurotyBaHHi 51 i 85mr
(0,361mmonb)  rigpoxnopugy  2-(ptopmertmn)-4-
(TpucbTOopmMeTun)-5,6,7,8-TeTparigponipuao[3,4-
d]nipumignHy, oTprMaHOro B NpUroTyBaHHi 162.

'H AMP (CDCl3) & 5,90-5,88 (1H, m), 5,54 (2H,
ag, J=46,5, 2,75I'y), 4,97-4,72 (2H, wm), 4,14 (1H,
ywwmp. c), 3,90 (1H, ywwmp. c), 3,80-3,70 (1H, m), 3,55-
3,52 (2H, wm), 3,37-3,33 (1H, m), 3,10-2,98 (3H, m),
2,43-2,28 (4H, m), 1,45-1,38 (9H, m), 0,99 (3H, g4,
J=6,8Iu)

Maca (vm/e) 532 (M+1)

Mpuknag 101: CuHtes (5R)-1-{(2S)-2-amiHo-4-[2-
(dbTOpMETUN)-4-(TPUdTOPMETUN)-5,8-
avrigponipngo[3,4-d]nipumignn-7(6H)-in]-4-
oKcobyTUN}-5-meTnnninepuanH-2-oHy
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41,9Mr Ha3BaHOI CNOMNyKN oOepXylTb 3 BUXOAOM
68% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  70Mr
(0,129mmornb)  TpeT-6yTun-{(1S)-1-{[(5R)-5-meTnn-2-
okconinepuauH-1-in)meTnn}-3-okco-3-[2-nponin-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-injnponin}kapbamaTty, OoTpMMaHOro B MPUroTy-
BaHHi 163.

'H SAMP (CD30D) § 4,86-4,79 (2H, m), 3,95-3,82
(2H, m), 3,67-3,64 (1H, m), 3,59-3,47 (2H, m), 3,41-
3,37 (1H, m), 3,34-3,32 (1H, m), 3,11-3,10 (2H, m),
3,01-2,93 (2H, m), 2,79-2,73 (1H, m), 2,67-2,57 (1H,
M), 2,47-2,31 (2H, m), 2,04-2,00 (1H, m), 1,92-1,82
(3H, m), 1,58-1,48 (1H, m), 1,06 (3H, @, J=6,4Tu).
1,03-0,99 (3H, m)

Maca (vm/e) 432 (M+1)

MpurotyBaHHa 164: CuHTte3 TpeT-6yTUn-{(1S)-1-
[(5,5-audpTop-2-oKkconinepuaunH-1-in)metnn]-3-[2-
(dbTOpMETUN)-4-(TpUdTOPMETUN)-5,8-
avrigponipnao[3,4-dnipumigut-7(6H)-in]-3-
okconponinjkapbamaTy

85Mr HasBaHOI Cronyku ogepXytTb 3 BMXOOOM
43% BianoBigHO OO METOAMKWN, aHanoriyHoi MeToauui
Oflep>KaHHs1 CromnyKu, OonNncaHol B NpUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYIOTb  134Mmr
(0,398mmornb) (3S)-3-[(TpeT-6yTOKCUKapOOHin)amiHo]-
4-(5,5-gudbTop-2-okconinepmamnH-1-in)oyTaHoBoI  KMC-
notn, oTpuMaHoi B npurotyBaHHi 57 i 85,0mr
(0,361mmornb)  rigpoxnopugy  2-(cptopmeTtun)-4-
(TpndTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipumiguHy, oTpuMaHoro B NpUroTyBaHHi 162.

'H AMP (CDCls) 5 5,80-5,78 (1H, ywmp. c). 5,47
(2H, B, J=24,4Tu), 4,96-4,72 (2H, m), 4,18 (1H, ywwp.
c), 3,91-3,89 (1H, m), 3,80-3,49 (5H, m), 3,11-3,00
(2H, m), 2,84-2,77 (1H, m), 2,59-2,48 (3H, m), 2,29-
2,21 (2H, m), 1,42-1,40 (9H, m)

Maca (m/e) 554 (M+1)

Mpuknag 102: CuHtes 1-{(2S)-2-amiHo-4-[2-
(dTOpMETUN)-4-(TPUdTOPMETUN)-5,8-
avrigponipmuao[3,4-d]nipumignn-7(6H)-in]-4-
okcobyTun}-5,5-andpTopninepuanH-2-oHy
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34,4Mr Ha3BaHOI CMONyKM OAEPXYIOTb 3 BUXOOOM
64% BignoBigHO OO METOAMKW, aHanoriYHoI MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOMO, WO  BWKOPUCTOBYIOTb  47Mr
(0,081mmornb)  TpeT-6yTUn-{(1S)-1-[(5,5-AndTOP-2-
okconinepuguH-1-in)metnn]-3-[2-(dTopmeTun)-4-
(TpudbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-3-okconponinjkapbamaty, OTpMmMaHoro B
npuroTysaHHi 164.

'H AAMP (CD30D) & 4,90-4,79 (2H, m), 3,86-3,78
(4H. m), 3,57-3,46 (3H, m), 3,12-3,10 (1H, m), 3,00-
2,93 (3H, m), 2,76-2,51 (4H, m), 2,41-2,31 (2H, m),
1,92-1,82 (2H, m), 1,03-0,95 (3H, m)

Maca (v/e) 464 (M+1)
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MpurotyBaHHA 165: CuHTe3 TpeT-OyTnn-(3S)-3-
[(TpeT-6yTOKCUKaPBOHIN)amiHo]-4-(4-MeTnmn-2-0KCo-
2,5-gurigpo-1H-nipon-1-in)oytaHoaty

410Mr Ha3BaHOI CMonykn ogepXyTb 3 BUXOAOM
34% BignoBiaHO 4O METOAMKM, aHanoriYHOI MeToauui
Ooflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 42, 3a
BMHSITKOM TOro, LWO BWKOPUCTOBYIOTb 3S-TperT-
OyTokcrkapboHinamiHo-4-okcobyTaHOBOT KncnoTm
TpeT-6yTnnosun edip (BkasaHWi NPOayKT OTPUMaHUIA
y npurotyBaHHi 41) i 590mr rigpoxnopuay
(3,56Mmonb) 4-amiHO-3-MeTun-2-6yTeHoBOI KMCIOTH
METUITOBOro edipy, OTPMMaHOro B NPUroTyBaHHi 6.

'H AMP (CDCl3) & 6,03 (1H, c). 5,34-5,31 (1H,
m), 4,15-3,84 (3H, m), 3,71-3,62 (1H, m), 3,41-3,36
(1H, ™), 2,54-2,38 (2H, m), 2,07-2,04 (3H, m), 1,45
(9H, c), 139 (9H, c)

Maca (m/e) 355 (M+1)

MpurotyBaHHa  166: CwuHtes  (3S)-3-[(TpeT-
OyTokcrkap6boHin)amiHo]-4-(4-meTun-2-okco-2,5-
avrigpo-1H-nipon-1-in)6yTaHoBoi kucnoTtu

310Mr Ha3BaHOI CMOMNyKN OAEPXYHTb 3 BUXOOOM
90% BignoBigHO OO METOAMKW, aHaroriYHOi MeToauLi
Oflep>KaHHs CromnyKu, OnNncaHol B NpUroTyBaHHi 43, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  410Mr
(1,16mMmonb) TpeT-6yTnn-(3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-(4-meTun-2-okco-2,5-
avrigpo-1H-nipon-1-in)6ytaHoaty, oOTpuMaHoro B
npurotyeaHHi 165.

'H AMP (CDCl3) § 9,03 (1H, ywwmp. c), 6,12 (1H,
c), 5,73 (1H, g, J=8,8'y), 4,16-4,11 (2H, m), 3,94-3,90
(1H, m), 3,78-3,72 (1H, m), 3,50-3,45 (1H, ™), 2,66-
2,54 (2H, m), 2,07 (3H, c), 1,39 (9H, c)

Maca (m/e) 299 (M+1)

MpurotyBaHHa 167: CuHTes TpeT-O6yTnn-(3S)-3-
[(TpeT-6yTOKCUKAPGOHIN)amiHo]-4-(4-meTnn-2-
okconiponiguH-1-in)oytaHoaty

1,03r HasBaHOI CroOnykn ogepXylTb 3 BUXOOOM
64% BignoBiOHO OO METOOMKW, aHaroriYHoi MeToauui
Oflep>XaHHs CronyKu, onNMcaHoi B NPUroTyBaHHi 42, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  790Mr
(4,71Mmonb) rigpoxnopuay 4-amiHo-3-
MeTUNoyTaHOBOI KMCMOTU MeTunoBoro edipy, oTpu-
MaHoro B MpUroTyBaHHi 2.

Maca (m/e) 357 (M+1)

MpurotyBanHss 168: CuHTeE3
OyTokcrkapOoHin)amiHo]-4-(4-meTun-2-
okconiponignH-1-in)6yTaHoBOi KMCNOTH

670Mr Ha3BaHOI CrOMNyKX OAEPXYHTb 3 BUXOOOM
77% BignoBigHO OO METOOMKW, aHaroriYyHoi MeToauui
Oflep>XaHHs CroryKu, onMcaHoi B NpUroTyBaHHi 43, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYHOTb 1,03r
(2,89mmonb) TpeT-6yTnn-(3S)-3-[(TpeT-
OyTokcukapOboHin)amiHol-4-(4-meTun-2-
okconiponignH-1-in)6ytaHoaTty, OTpUMaHOro B NpUro-
TyBaHHi 167.

'H AMP (CDCl3) & 6,96 (1H, ywup. c), 5,97-5,55
(1H, m), 4.16 (1H, ywwp. c), 3,78-3,40 (2H, m), 3,27-
2,99 (1H, m), 2,66-2,47 (4H, m), 2,14-2,05 (1H, m),
1,44-1,42 (9H, c), 1,12 (3H, g, J=8,0"u)

Maca (m/e) 301 (M+1)

MpurotyBaHHst 169: CuHTe3 TpeT-b6yTnn-(3S)-3-
[(TpeT-6yTOKCUKapPGOHIN)amiHo]-4-[2-okco-5-
(TpudbTOopMETMN)NinepuanH-1-in]éyTaHoaty

49Mr HasBaHOI CMONyKU OAEpPXYHTb 3 BUMXOLOM
22% BignoBigHO OO METOAMKWN, aHanoriYHoi MeToauui
Oflep>XaHHs Croryku, onMcaHoi B NpUroTyBaHHi 42, 3a

(3S)-3-[(TpeT-
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BUHSATKOM  TOro, WO  BUKOPUCTOBYOTb  132Mmr
(0,558wmmonb) rigpoxnopugy  4-amiHomeTtun-5,5,5-
TPUTOPNEHTAHOBOI KUCMOTU METUMOoBOro  edipy,
OTPUMaHOro B NpUroTysaHHi 11.

'H AMP (CDCl3) & 5,56-5,25 (1H, m), 4,40 (1H,
ywwup. c), 3,85-3,46 (1H, m), 3,42-3,36 (1H, m), 3,32-
2,27 (1H, m), 2,62-2,36 (4H, m), 2,13-2,05 (2H, m),
1,92-1,79 (2H, m), 1,46 (9H, c), 1,42-1,41 (9H, m)

Maca (v/e) 425 (M+1)

MpurotyBanHa 170: CwuHTe3
6yTokcukapboHin)amiHo]-4-[2-okco-5-
(TpucpTopmeTmn)ninepmauH-1-in]-6yTaHoBOI KUCNOTH

14Mr HasBaHOI CrONyKU OAEpXylTb 3 BMXOOOM
13% BignoBigHO 4O METOAMKW, aHanorivyHoi MeToauLi
oflep>KaHHs1 CMoMyKKW, OnNncaHol B NpUroTyBaHHi 43, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  49Mr
(0,115mmonb) TpeT-6yTnn-(3S)-3-[(TpeT-
OyTokcrkapboHin)amiHo]-4-[2-okco-5-
(TpucbTopmeTun)ninepuaunH-1-in]dytaHoarty, oTpuma-
HOro B NpuroTysaHHi 169.

'H AMP (CDCls) 6 4,25 (1H, ywup. c), 3,68-3,48
(4H, m), 2,83 (2H, ywwp. c). 2,56-2,36 (2H, m), 2,16-
2,10 (2H, m), 1,96-1,84 (2H, m), 1,47-1,44 (9H, c)

Maca (v/e) 369 (M+1)

MpurotyBaHHA 171: CuHTe3 TpeT-OyTun-(3S)-3-
[(TpeT-6yTOKCHKapPBOHIN)amiHo]-4-[2-okco-4-
(TpucpbTopmeTun)niponiguH-1-in]oyTaHoaty

134Mr Ha3BaHoOI CNonykn odepXylTb 3 BUXOOOM
21% BignoBigHO OO METOAMKW, aHaroriYHoOi MeToauLi
Oflep>KaHHs CrOoMyKKW, ONMcaHol B NPUroTyBaHHi 42, 3a
BUHATKOM  TOro, WO  BMKOpUCTOBYOTb  390Mr
(1,65mMmonb)  rigpoxnopugy  3-amiHomeTtwun-4,4.,4-
TpucpTOopOYTaAHOBOI KMCMOTU eTunoBoro edipy, oTpu-
MaHoro B NpuUroTyBaHHi 1.

'H AMP (CDCls) & 5,10-5,09 (1H, ywmp. c), 4,12
(1H, ywwp. c), 3,67-3,50 (3H, m), 3,28-3,25 (1H, m),
3,10-3,04 (1H, m), 2.64-2,50 (2H, m), 2,44-2,40 (2H,
m), 1,47 (9H, c), 1,40 (9H, c)

Maca (vm/e) 411 (M+1)

MpurotyBaHHa  172:  CuHTE3
OyTokcukapboHin)amiHo]-4-[2-okco-4-
(TpucbTOopMETMN)NiponignH-1-in]-0yTaHOBOI KMCHOTH

89Mr HasBaHOI CMonykn odepXyTb 3 BUXOOOM
78% BignoBigHO OO METOAMKW, aHaroriYyHoi MeToauui
Oflep>KaHHs CronyKu, onNncaHoi B NpUroTysaHHi 43, 3a
BUHATKOM  TOro, WO  BMKOPUCTOBYIOTb  134Mr
(0,326mmorb) TpeT-6yTnn-(3S)-3-[(TpeT-
OyTokcukapboHin)amiHo]-4-[2-okco-4-
(TpucbTOopMETMN)NiponiguH-1-in]dyTaHoaty, oTpuma-
HOro B NpUroTyBaHHi 171.

Maca (m/e) 355 (M+1)

MpurotyBaHHss 173: CuHTe3 Tpet-6yTun-(3S)-3-
[(TpeT-6yTOKCUKAPGOHIN)amiHo]-4-(4-meTnn-2-
okcookconinepuauH-1-in)éytaHoaty

750Mr Ha3BaHOI CMOMNyKX OAEepPXYHTb 3 BUXOOOM
62% BignNoBiAHO OO METOAMKW, aHaroriYHoi MeToauui
Olep>XaHHs CroryKu, onNMcaHoi B NpUroTyBaHHi 42, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  620Mr
(3,43mmonb) rigpoxnopuay 5-amiHo-3-
MEeTUNMNEHTAHOBOI KUCMOTU METUMOBOro edipy, oTpu-
MaHoro B MpUroTyBaHHi 8.

'H AMP (CDCl3) & 5,35-5,30 (1H, m), 4,17 (1H,
ywwup. c), 3,95-3,86 (1H, m), 3,78-3,64 (1H, m), 3,51-
3,46 (1H, m), 3,30-3,26 (1H, m), 3,16-3,02 (1H, m),
2,54-2,46 (2H, m), 2,41-2,34 (1H, m), 2,01-1,84 (3H,
m), 1,45 (9H, c), 1,41 (9H, c), 1,01 (3H, g, J=6,0I"u)

(3S)-3-[(TpeT-

(3S)-3-[(TpeT-

89396 152

Maca (vm/e) 371 (M+1)

MpurotyBanHs  174: CuHTe3
OyTokcrkapboHin)amiHo]-4-(4-meTun-2-
okconinepuanH-1-in)6yTaHoBOI KUCNOTH

579Mr Ha3BaHOI CMOMNyKkM OAepXylTb 3 BUXOOOM
92% BignoBiAHO 4O METOOMKW, aHanoriYyHOI MeToaui
OflepXXaHHs Croryku, onMcaHoi B NpuUroTyBaHHi 43, 3a
BUHATKOM  TOro, WO  BUKOPUCTOBYOTb  750Mr
(2,02mmonb) TpeT-6yTnn-(3S)-3-[(TpeT-
OyTokcrkapboHin)amiHo]-4-(4-meTnn-2-
okcookconinepugnH-1-in)éytaHoaty, oTpumaHoro B
npuroTyBaHHi 173.

'H AAMP (CDCl3) & 7,93 (1H, ywmp. c), 5,05-5,57
(1H, m), 4,20-4,19 (1H, m), 3,90-3,74 (1H, m), 3,57-
3,51 (1H, wm), 3,41-3,23 (2H, m), 2,66-2,52 (3H, m),
2,07-1,86 (3H, m), 1,33 (9H, c), 1,01 (3H, g, J=6,4I"u)

Maca (vm/e) 315 (M+1)

MpurotyBaHHst 175: CuHTtes TpeT-0yTun-{(1S)-3-
[2,4-Bic(TpndTopmeTun)-5,8-aurigponipnao[3,4-
d]nipumignn-7(6H)-in]-1-[(4-meTnn-2-okco-2,5-
avrigpo-1H-nipon-1-in)meTun)]-3-
okconponinjkapbamaTty

45,0Mr Ha3BaHOI CrOMyK1 OOEepPXYyTb 3 BUXOAOM
98% BiONoOBiAHO 4O METOAUKM, aHamNoriYHOI MeToauui
Oflep>KaHHs1 CromyKu, ON1caHol B NPUroTyBaHHiI 45, 3a
BUHATKOM  TOrO, WO  BMKOPUCTOBYIOTbL  25,0Mr
(0,084mmonb) (3S)-3-[(TpeT-6yTOKCMKapOOHin)amiHo]-
4-(4-meTnn-2-okco-2,5-gurigpo-1H-nipon-1-
in)6yTaHoBOI KMCNOTU, OTPMMAHOI B NPUroTyBaHHi 166
i 258wr (0,084mmonb)  rigpoxnopuagy  2,4-
Bic(TpudTopmeTun)-5,6,7,8-tetparigponipnao([3,4-
d]nipumiguHy, oTpumMaHoro B NpuroTyBaHHi 127.

'H AMP (CDCl3) 6 6,12-5,99 (1H, m), 5,79 (1H, A,
J=16,0l"y), 5,09-4,84 (2H, m), 4,18-4,13 (1H, m), 4,07-
3,91 (3H, wm), 3,74-3,66 (1H, m), 3,58-3,53 (1H, m),
3,30-3,13 (3H, m), 2,95-2,83 (1H, m), 2,60-2,55 (1H,
M), 2,09 (3H, g, J=1,2I'y), 1,45-1,43 (9H, m)

Maca (v/e) 552 (M+1)

Mpuknag 103: CuHtes 1-{(2S)-2-amiH0-4-[2,4-
Gic(TpudTopmeTun)-5,8-gurigponipnao[3,4-
d]nipymignn-7(6H)-in]-4-okcobyTun}-4-metnn-1,5-
aviigpo-2H-nipon-2-oHy

(3S)-3-[(TpeT-
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25,7Mr Ha3BaHOI CronyKky oAepXyloTb 3 BUXOAOM
65% BignoBigHO OO METOAMKW, aHanoriYHoI MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYOTb  45,0Mmr
(0,0816MmMmonb) TpeT-6yTMn-{(1S)-3-[2,4-
Bic(TpudTopmetnn)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-1-[(4-meTun-2-okco-2,5-
avrigpo-1H-nipon-1-in)meTtnn]-3-
okconponinjkapbamaTty, OTPUMaHOro B MPUrOTyBaHHI
175.

'H AAMP (CD30D) § 5,86-5,84 (1H, m), 4,99-4,97
(2H, m), 4,14-4,13 (2H, m), 4,10-3,91 (3H, m), 3,78-
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3,70 (2H, m), 3,25 (1H, ywwp. c), 3,14 (1H, ywwup. c),
3,10-3,00 (1H, m), 2,88-2,82 (1H, m), 2,14 (3H, c)

Maca (vm/e) 452 (M+1)

MpurotyBaHHa 176: CuHTes Tpet-6yTun-{(1S)-3-
[2-(3-dbypun)-4-(TpndpTOopmMeTUN)-5,8-
avrigponipngo[3,4-dnipumigunh-7(6H)-in)-1-[(4-meTnn-
2-0kco-2,5-gurigpo-1H-nipon-1-in)metun]-3-
okconponinjkapbamaTy

44,9Mr Ha3BaHOI CNONyKn oaepXyTb 3 BUXOAOM
97% BignoBigHO OO METOAMKW, aHanoriYHOI MeToauui
OflepXXaHHsA Cnonyku, onucaHol B NpUroTyBaHHi 45, 3a
BUHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  25Mr
(0,084mmonb) (3S)-3-[(TpeT-OyTOKCMKapPOOHiN)amiHo]-
4-(4-meTtnn-2-okco-2,5-gurigpo-1H-nipon-1-
in)byTaHOBOI KMCMOTU, OTPUMAHOI B MPUroTyBaHHi 166
i 25,6mr (0,084mmonb) rigpoxnopugy 2-(3-dpypwn)-4-
(TpndbTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipymMigunHy, oTpumaHoro B NpurotysaHHi 96.

'H AMP (CDCl3) & 8,27 (1H, c), 7,50-7,49 (1H,
M), 7,06-7,05 (1H, m), 6,04-5,90 (1H, m), 5,80-5,79
(1H, m), 4,85 (1H, c), 4,83-4,70 (1H, m), 4,15-4,07
(1H, m), 4,02-3,95 (2H, m), 3,92-3,87 (1H, m), 3,84-
3,81 (1H, m), 3,69-3,55 (2H, m), 3,08-3,06 (1H, m),
2,99 (1H, ywwp. c), 2,91-2,83 (1H, m), 2,57-2,52 (1H,
M), 2,05-2,04 (3H, m), 1,41-1,40 (9H,m)

Maca (m/e) 550 (M+1)

Mpuknag 104: Cwuntes 1-{(2S)-2-amiHo-4-[2-(3-
dypun)-4-(Tpudtopmetun)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-4-okcobyTun}-4-metun-1,5-
aurigpo-2H-nipon-2-oHy
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32,7Mr Ha3BaHOI Cronykn OAepXyloTb 3 BUXOOOM
82% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui
oflepXKaHHs1 CNonyku, BUKnageHol B npuknagi 22, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYIOTb  44,9Mmr
(0,0817mmonb)  TpeT-6yTVn-{(1S)-3-[2-(3-dypnn)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-1-[(4-meTnn-2-okco-2,5-aurigpo-1H-nipon-1-
in)metun]-3-okconponinjkapbamaTty, OTpMMaHoro B
npuroTysaHHi 176.

'H AMP (CDs0D) & 8,35 (1H, c), 7,69-7,64 (1H,
m), 7,08 (1H, c), 6,10 (1H. ywwup. c), 4,90-4,88 (2H,
M), 4,23 (1H, ywwmp. c), 3,95-3,81 (5H, m), 3,77-3,65
(1H, m), 3,19-3,03 (3H, ™), 2,94-2,87 (1H, m), 2,15
(3H, m)

Maca (vm/e) 450 (M+1)

MpurotyBaHHa 177: CuHTes TpeT-6yTun-{(1S)-3-
[2,4-Gic(TpndTopmeTnn)-5,8-aurigponipnao[3,4-
d]nipumigun-7(6H)-in]-1-[(4-meTun-2-okconiponignH-
1-in)metnn]-3-okconponinikapbamary

13,0Mr HasBaHOI CNOMYKM OOEPXYTb 3 BUXOOOM
20% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOro, WO  BuMKOpucTOBYOTb  35,0Mmr
(0,117mmonb) (3S)-3-[(TpeT-byTOKCMKapPOOHIn)amiHo]-
4-(4-meTnn-2-okconiponianH-1-in)byTaHoBoi KMcnoTwu,

89396 154

oTpuMaHoi B  npuroTyBaHHi 168 i  33,0mr
(0,106mmonb) rigpoxnopugy 2,4-6ic(tpudtopmerun)-
5,6,7,8-teTparigponipuao[3,4-djnipumignHy, oTpuma-
HOro B NPUroTyBaHHi 127.

'H AMP (CDCl3) & 5,78-5,75 (1H, m), 5,06-4,80
(2H, m), 4,15-4,09 (1H, m), 3,98-3,85 (2H, m), 3,65-
3,55 (1H, m), 3,46-3,44 (2H, m), 3,19-3,06 (3H, m).
2,87-2,76 (1H, m), 2,59-2,45 (3H, m), 2,04-1,94 (1H,
M), 1,42-1,40 (9H, m), 1,12-1,11 (3H, m)

Maca (m/e) 552 (M+1)

Mpuknag 105: CwuHtes 1-{(2S)-2-amiHo-4-[2,4-
6ic(tpudTopmetun)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-4-okcobyTun}-4-
METUNOKCONiponianH-2-0Hy
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10,0Mr Ha3BaHoi CNoNyKN OAePXYTb 3 BUXOAOM
87% BignoBiaHO 4O METOAWMKM, aHanoriYHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM  TOro, Wo BuKopuctoByoTb  13,0Mmr
(0,0235mMmorb) TpeT-6yTMn-{(1S)-3-[2,4-
Gic(TpudTopmeTunn)-5,8-gurigponipnao[3,4-
e]nipumigun-7(6H)-in]-1-[(4-meTun-2-okconiponignH-
1-in)metnn]-3-okconponinjkapbamary, OTpMMaHOro B
npurotyeaHHi 177.

'H SAMP (CD30D) & 5,05-4,97 (2H, m), 3,99 (1H,
ywwmp. c), 3,91-3,88 (2H, m), 3,77-3,73 (1H, m), 3,61-
3,59 (1H, m), 3,48-3,45 (1H, m), 3,25 (1H, ywwp. c),
3,15 (2H, ywwup. c), 3,05-2,98 (1H, m), 2,89-2,79 (1H,
M), 2,58-2,53 (2H, m), 2,12-2,07 (1H, m), 1,17-1,63
(3H, m)

Maca (v/e) 452 (M+1)

MpurotyBaHHa 178: CuHTes TpeT-6yTun-{(1S)-3-
[2-(3-dbypun)-4-(TpncpTOopmMeTHN)-5,8-
avrigponipngo[3,4-dlnipumigut-7(6H)-in)-1-[(4-meTnn-
2-okconiponiguH-1-in)metnn]-3-
okconponin}kapbamaTy

26,0Mr Ha3BaHOI Cronyky odepXyoTb 3 BUXOAOM
44% BianoBigHO OO METOAMKWN, aHanoriyHoi MeToauui
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOro, WO  BuMKOpucTOBYOTb  35,0Mmr
(0,117mmonb) (3S)-3-[(TpeT-6yTOKCMKapPOOHIn)amiHo]-
4-(4-meTnn-2-okconiponianH-1-in)byTaHoBoi KMCnoTwu,
oTpuMaHoi B npuroTyBaHHi 168 i  32,4mr
(0,117mmonb) rigpoxnopuay 2-(3-chypun)-4-
(TpudbTopmeTnn)-5,6,7,8-tetparigponipnao[3,4-
d]nipymMignHy, oTpumaHoro B npurotysaHHi 96.

"H AAMP (CDCl3) 6 8,27 (1H, c), 7,50 (1H, ¢), 7,06
(1H, ¢), 5,76-5,70 (1H, m), 4,86 (1H, c), 4,80-4,69
(1H, m), 4,15-4,09 (1H, m), 3,91-3,88 (1H, m), 3,80-
3,79 (1H, m), 3,67-3,42 (3H, m), 3,09-3,00 (3H, m),
2,87-2,79 (1H, m), 2,58-2,35 (3H, m), 2,02-1,97 (1H,
m), 1,42-1,41 (9H, m), 1,11 (3H, g, J=6,0I"wu)

Maca (m/e) 550 (M+1)

Mpuknag 106: CwuHtes 1-{(2S)-2-amiHo-4-[2-(3-
dypun)-4-(Tpudtopmetun)-5,8-gurigponipnao[3,4-
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d]nipymiguH-7(6H)-in]-4-okcobyTnn}-4-
MeTUNMiponiguH-2-oHy
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12,5Mr Ha3BaHoOi CNomyKn oAepPXyoTb 3 BUXOAOM
54% BignoBiaHO 4O METOAWMKM, aHanoriYHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYIOTb  26,0Mr
(0,0471mmonb)  TpeT-6yTVn-{(1S)-3-[2-(3-dypun)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-1-[(4-meTnn-2-okconiponiguH-1-in)metun]-3-
okconponinjkapbamaty. OTPUMaHOro B MPUrOTyBaHHI
178.

'H AMP (CDsOD) & 8,36 (1H, c), 7,65 (1H, c),
7,09 (1H, c), 4,91-4,84 (2H, m), 3,97 (1H, ywwup. c),
3,87 (2H, ywwup. c), 3,71-3,58 (3H, m), 3,14 (2H,
ywmp. c), 3.04-2,99 (2H, m), 2,86-2,79 (1H, m), 2,60-
2,51 (1H, m), 2,10-2,05 (2H, m), 1,22-1,16 (3H, m)

Maca (v/e) 450 (M+1)

MpurotyBaHHa 179: CuHTe3 TpeT-OyTun-[(1S)-3-
[2,4-Gic(TpndTopmeTnn)-5,8-aurigponipnao[3,4-
d]nipumigun-7(6H)-in]-3-okco-1-{[2-okco-5-
(TpucbTOopMeTUN)NiNepmManH-1-
injmetun}nponin]kapbamary

18,0Mr Ha3BaHOI CNOMYKM OOEPXYTb 3 BUXOOOM
76% BignoBiaHO 4O METOAMKM, aHanoriYHOI MeToaumui
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOro, WO BuWKOpucTOBYOTbL  14,0Mmr
(0,038mmonb) (3S)-3-[(TpeT-b6yTOKCMKapPOOHIn)amiHo]-
4-[2-0kco-5-(TpndTopmeTun)ninepnamH-1-
in]0yTaHOBOI KUCNOTW, OTPMMaHOI B NpUroTyBaHHi 170
i 12,3mr (0,038mmonb)  rigpoxnopugy  2,4-
Bic(tpudTopmetun)-5,6,7,8-tetparigponipngo[3,4-
d]nipumigunHy, oTpumMaHoro B NpuroTyBaHHi 127.

'H AMP (CDCl3) 6 5,86-5,76 (1H, M), 5,04-4,91
(2H, m), 4,17 (1H, ywwp. c), 4,15-3,78 (2H, m), 3,68-
3,44 (4H, m), 3,22-3,10 (2H, m), 2,87-2,80 (1H, m),
2,60-2,45 (3H, m), 2,36-2,30 (1H, m), 2,07 (1H, ywwp.
c), 1,88-1,84 (1H, m), 1,40-1,39 (9H, m)

Maca (m/e) 622 (M+1)

Mpuknag 107: CwuHtes 1-{(2S)-2-amiHo-4-[2,4-
6ic(tpudTopmetun)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-4-okcobyTun}-5-
(TpucbTOpMETUN)NINEPUANH-2-OHY

®F

13,3Mr HasBaHoI CMONyKN OAEPXYTb 3 BUXOAOM
83% BignoBiAHO 4O METOAWMKM, aHanoriYyHoi MeToauui

89396 156

oflep>KaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM  TOro, WO  BMKOpuUcTOBYOTL  18,0Mmr
(0,0289mmonb) TpeT-6yTnn-[(1S)-3-[2,4-
Gic(TpudTopmeTnn)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-3-okco-1-{[2-okco-5-
(TpucpbTopmeTnn)ninepmuanH-1-
injmetnn}nponinjkap6amarty, oTpMMaHOro B MPUroTy-
BaHHi 178.

'H SAMP (CD30D) & 4,94-4,79 (2H, m), 3,89-3,86
(1H, m), 3,82-3,72 (2H, m), 3,66-3,52 (5H, m), 3,16-
3,11 (1H, m), 3,04 (1H, ywwp. c), 2,94-2,73 (2H, m),
2,43-2,41 (2H, m), 2,08-2,02 (1H, m), 1,89-1,82 (1H,
)

Maca (vm/e) 522 (M+1)

MpurotyBaHHa 180: CuHTes Tpet-6yTun-{(1S)-3-
[2,4-Gic(TpndbTopmeTnn)-5,8-aurigponipnao[3,4-
d]nipumigun-7(6H)-in]-3-okco-1-{[2-okco-4-
(TpucpTopmeTnn)niponigmH-1-
injmetnn}nponinjkapbamaty

21,0Mr Ha3BaHOI CMOMYKMU OOEPXYIOTb 3 BUXOOOM
41% BianNoBigHO OO METOAMKWN, aHanoriyHoi MmeToauui
OflepXXaHHA Cnoryku, onucaHol B NpUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BMKOpPUCTOBYOTb  25,0Mmr
(0,061Mmonb) (3S)-3-[(TpeT-byTOKCMKapPOOHIMn)amiHo]-
4-[2-okco-4-(TpucpTopmeTHn)niponignH-1-
in]0yTaHOBOI KUCMNOTW, OTPMMaHOI B NPUroTyBaHHi 172
i 31,5wr (0,061mmonb)  rigpoxnopugy — 2,4-
Bic(tpudTopmetun)-5,6,7,8-tetparigponipngo[3,4-
d]nipumiguHy, oTpumMaHoro B NpurotyBaHHi 127.

'H AMP (CDCls) 5 5,59 (1H, ywup. c), 5,04-4,80
(2H, m), 4,17-4,11 (1H, m), 4,02-3,82 (2H, m), 3,75-
3,66 (2H. m), 3,63-3,58 (2H. m), 3,20-3,04 (3H, m),
2.86-2,75 (1H, m), 2,64-2,39 (3H, m), 1,42-1,40 (9H,
M)

Maca (m/e) 608 (M+1)

Mpuknag 108: CwuHtes 1-{(2S)-2-amiHo-4-[2,4-
6ic(tpudTopmetun)-5,8-gurigponipnao[3,4-
d]nipumignn-7(6H)-in]-4-okcobyTun}-4-
(TpucbTOPMETUN)NiPONIANH-2-0HY

18,2Mr HasBaHOI CMOMyKM OOepXyTb 3 BUXOOOM
96% BignoBiAHO 4O METOAWUKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, sa
BUHATKOM  TOro, WO  BUKOpUCTOBYOTb  21,0Mmr
(0,0346MmMmonb) TpeT-6yTMn-{(1S)-3-[2,4-
Gic(TpudTopmeTunn)-5,8-gurigponipnao[3,4-
d]nipymiguH-7(6H)-in]-3-okco-1-{[2-okco-4-
(TpucpTopmeTnn)niponiamH-1-
injlmetnn}nponinjkapbamaTy, OTPMMaHOro B MPUroTy-
BaHHi 180.

'H SAMP (CD30D) § 5,01-4,91 (2H, m), 3,98-3,76
(4H, m), 3,72-3,52 (4H, m), 3,22 (1H, ywwp. c), 3,11
(1H, m), 3,03-2,94 (1H, m), 2,89-2,80 (1H, m), 2,73-
2,65 (1H, m), 2,57-2,52 (1H, m)

Maca (vm/e) 508 (M+1)
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MpurotyBaHHa 181: CuHTes Tpet-6yTun-{(1S)-3-
[2-(3-cbypun)-4-(TpudTOpMETUN)-5,8-
avrigponipnao[3,4-dnipymignn-7(6H)-in]-3-okco-1-
{[2-okco-4-(TpudchTopmeTnn)niponiamH-1-
injlmetnn}nponinjkapbamarty

30,0Mr Ha3BaHOI CNonykn OAepXyloTb 3 BUXOAOM
82% BignoBigHO OO METOAMKW, aHanoriYHoi MeToauui
OflepXXaHHs Cnoryku, onucaHoi B NpUroTyBaHHi 45, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYOTb  25,0Mmr
(0,061mmonb) (3S)-3-[(TpeT-OyTOKCMKapPOOHiN)amiHo]-
4-[2-okco-4-(TpuchTopMeTHN)NiponignH-1-
in]0yTaHOBOI KUCMOTW, OTPMMAHOI B NPUIroTyBaHHi 172
i 22,0mr (0.061mmonb) rigpoxnopugy 2-(3-dypwn)-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipymMigunHy, oTpumaHoro B npurotysaHHi 96.

'H AMP (CDCl3) & 8,26 (1H, c), 7,49 (1H, A,
J=1,2l'u), 7,04 (1H, @, J=6,1T"y), 5,61-5,55 (1H, m),
4,84 (2H, c), 4,76-4,68 (2H, m), 4,18 (1H, ywwp. c),
3,98 (1H, ywwp. c), 3,74-3,46 (4H, m), 3,10-2,98 (3H,
M), 2,83-2,77 (1H, m), 2.63-2,50 (3H, m), 1,41-1,39
(9H, m)

Maca (vm/e) 606 (M+1)

Mpuknag 109: CwuHtes 1-{(2S)-2-amiHo-4-[2-(3-
dypvn)-4-(TpudpTopmeTnn)-5,8-gurigponipmao[3,4-
d]nipumigun-7(6H)-in]-4-okcobyTun}-4-
(TpucbTOopMETUN)NipONIAMH-2-0HY
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24,7Mr Ha3BaHOI CMOMYKWU OOEepPXYTb 3 BUXOOOM
92% BignoBiAHO 4O METOAMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM  TOro, Wo BuKopuctoByoTb  30,0Mmr
(0.050Mmorb) Tpet-6yTun-[(1S)-3-[2-(3-cbypunn)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-3-okco-1-{[2-okco-4-
(TpucpTopmeTnn)niponiamH-1-
injlmetnn}nponinjkapbamarty, oTpMMaHOro B MPUroTy-
BaHHi 181.

'H AMP (CDsOD) & 8,36 (1H, c), 7,65 (1H, c),
7,09 (1H, c), 4,92-4,90 (2H, m), 3,97-3,80 (4H, m),
3,70-3,55 (4H, m), 3,15-3,10 (1H, m), 3,05-3,95 (2H,
M), 2,85-2,72 (2H, m), 2,65-2,55 (1H, m)

Maca (vm/e) 506 (M+1)

MpurotyBaHHa 182: CuHTes Tpet-6yTun-{(1S)-3-
[2,4-Gic(TpndTopmeTnn)-5,8-aurigponipnao[3,4-
d]nipumigun-7(6H)-in]-1-[(4-meTun-2-okconinepuauH-
1-in)meTtnn]-3-okconponinikapbamary

25Mr HasBaHOI Croslyku odepXytloTb 3 BMXOOOM
46% BiaNoBiOHO OO METOAMKWN, aHanoriyHoi MmeToauLi
Oflep>KaHHs1 CroMyKKW, ONncaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOro, Wo BuKkopuctoByoTs  30,0Mmr
(0,096mmonb) (3S)-3-[(TpeT-b6yTOoKCMKapOOHIn)amiHo]-
4-(4-meTnn-2-okconinepunaunH-1-in)éytaHoBoi  Kncno-
TW, OTpuMaHoi B npuroTyBaHHi 174 i 29,4mr
(0,096mmonb) rigpoxnopugy 2,4-6ic(tpudtopmerun)-
5,6,7,8-teTparigponipuao[3,4-djnipyumignHy, oTpuma-
HOro B NPUroTyBaHHi 127.
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'H AMP (CDCl3) & 6,00-5,94 (1H, m), 5,12-4,81
(2H, ™), 4,19-4,05 (2H, m), 3,88 (2H, ywwup. c), 3,74-
3,66 (1H, m), 3,50-3,40 (3H, m), 3,30-3,15 (2H, m),
2,93-2,82 (1H, m), 2,58-2,37 (2H, m), 2,00-1,88 (3H,
M), 1,46-1,44 (9H, m), 1,04-1,03 (3H, m)

Maca (m/e) 568 (M+1)

Mpuknag 110: CwuHtes 1-{(2S)-2-amiHo-4-[2,4-
6ic(tpudTopmetun)-5,8-gurigponipnao[3,4-
d]nipumigun-7(6H)-in]-4-okcobyTun}-4-
MeTUNoKconinepuanH-2-oHy

21Mr HasBaHOI Croslyku oAepXyloTb 3 BMXOOOM
95% BignoBiAHO 4O METOAWMKM, aHanoriYHOI MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  25Mr
(0,044Mmonb) TpeT-6yTun-{(1S)-3-[2,4-
Gic(TpudTopmeTunn)-5,8-gurigponipnao[3,4-
d]nipymiguH-7(6H)-in]-1-[(4-meTnn-2-okconinepuaunH-
1-in)metnn]-3-okconponinjkapbamary, OTpMMaHOro B
npurotysaHHi 182.

'H SAMP (CD30D) & 5,06-4,94 (2H, m), 4,00-3,86
(3H, m), 3,82-3,74 (1H, m), 3,61-3,59 (1H, m), 3,50-
3,45 (2H, m), 3,26 (1H, ywwup. c), 3,15 (1H, ywwup. c),
3.05-2,98 (1H, m), 2,92-2,85 (1H, m), 2,47-2,44 (1H,
M), 2,07-1,92 (3H, m), 1,57 (1H, ywwup. c), 1,05 (3H, g,
J=4,8I"u)

Maca (v/e) 468 (M+1)

MpurotyBaHHa 183: CuHTes Tpet-6yTun-{(1S)-3-
[2-(3-dbypun)-4-(TpncpTOopmMeTH)-5,8-
avrigponipngo[3,4-dlnipumigunt-7(6H)-in)-1-[(4-meTnn-
2-okconinepuguH-1-in)metnn]-3-
okconponinjkapbamaTy

43Mr HasBaHOI CMOMyKU OAEpPXYTb 3 BUXOAOM
80% BignoBigHO OO METOAMKW, aHanorivYHOI MeToauLi
Oflep>KaHHs1 CroMyKKW, ONMcaHol B NPUroTyBaHHi 45, 3a
BUHATKOM  TOro, Wo BuKkopuctoByTb  30,0mr
(0,096mmonb) (3S)-3-[(TpeT-byTOKCMKapOOHIn)amiHo]-
4-(4-meTnn-2-okconiponianH-1-in)byTaHoBoi KMcnoTwu,
oTpumMaHoi B  npurotyBaHHi 174 i 29,2mr
(0,096MMmonb) rigpoxnopuay 2-(3-chypun)-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipyMigunHy, oTpumaHoro B npurotysaHHi 96.

'H AMP (CDCl3) & 8,30 (1H, c), 7,54-7,53 (1H,
m). 7,09 (1H, c), 5,92-5,90 (1H, m), 4,89 (1H, c), 4,80-
4,76 (1H, m), 4,23 (1H, ywwup. c), 3,94-3,79 (3H, m),
3,68-3,39 (4H, m), 3,11-3,03 (2H, m), 2,97-2,87 (1H,
M), 2,57-2,47 (2H, m), 2,03-1,87 (3H, m), 1,46-1,44
(9H, m), 1,03 (3H, g, J=5,6"L)

Maca (m/e) 566 (M+1)

Mpuknag 111: CwunHtes 1-{(2S)-2-amiHo-4-[2-(3-
dypwvn)-4-(TpudpTopmeTnn)-5,8-gurigponipmnao[3,4-
d]nipymignH-7(6H)-in]-4-okcobyTun}-4-
MeTunninepuanH-2-oHy
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37Mr HasBaHOI CMOMyKU OOEPXYITb 3 BUXOOOM
97% BignoBiAHO 4O METOAWMKM, aHanoriYHoi MeToauui
oflepXKaHHs1 Cronyku, BuUKnageHol B npuknagi 22, sa
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  43Mr
(0,076mmorb) TpeT-6yTun-{(1S)-3-[2-(3-dypun)-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-1-[(4-meTnn-2-okconinepuaun-1-in)metun]-
3-okconponinjkapbamary, OTpMMaHoOro B NpPUroTyBaH-
Hi 183.

'H AAMP (CD30D) & 8,24 (1H, g, J=0,8I'u), 7,57-
7,52 (1H, m), 6,96 (1H, g, J=1,2l'y), 4,79-4,73 (2H,
M), 3,90-3,82 (4H, wm), 3,77-3,71 (1H, m), 3,51-3,47
(1H, m), 3,43-3,31 (2H, m), 3,03 (1H, ywwup. c), 2,97-
2,90 (1H, m), 2,84-2,75 (1H, m), 2,40-2,34 (1H, m),
2,01-1,80 (3H, m), 1,46 (1H, ywwup. c), 0,93 (3H, g4,
J=4,0l"u)

Maca (v/c) 466 (M+1)

MpurotyBaHHa 184: CwuHTe3 rigpoxnopugy 2-
uuknobyTunn-4-(tpudtopmetun)-5,6,7,8-
TeTparigponipuao[3,4-dnipyumignHy

(1) CuHTes uuknobyTaHkapbokciMigamigy

1,28r Ha3BaHOI CMOMykn oOepXyTb 3 BMXOOOM
87% BignoBigHO OO METOAMKW, aHanori4YHOI MeToamLi
Oflep>KaHHs1 CMOnyKW, OonucaHoi B MpUroTyBaHHi 58-
(1), 3a BUHATKOM TOrO, LIO BUKOPWUCTOBYHOTbL 1,22r
(15MMonb) LnknobyTaHkapboHiTpuny.

AMP: "H-AMP (CDs0D) & 3,50 (1H, m), 2,35 (4H,
M), 2,1 (1H, m), 1,9 (1H, m)

(2) CuHTe3 TpeT-6yTnn-2-unknobyTnn-4-
(TpudbTopmeTnn)-5,8-aurigponipuao[3,4-d]nipymignH-
7(6H)-kapbokcunaty

200Mr Ha3BaHOI CMOMNyk\ OAepPXyHTb 3 BUXOOOM
33% BignoBigHO OO METOAMKW, aHanoriYHOi MeToauLi
Ofep>KaHHs1 CromnyKu, onucaHol B NPUTOYYBaHHI 58-
(2), 3@ BUHATKOM TOro, WO BUKOpPUCTOBYOTb 500Mr
(1,69mmonb) TpeT-6yTnn-3-okco-4-
(TpucpbTopaveTun)ninepuanH-1-kapookcmnaTy Ta
166mr (1,69mmonb)  umknobytaHkapbokcimigamigy,
OTPMMaHOro Ha BKasaHiv BuLe ctagii (1).

'H AMP (CDCl3) § 4,69 (2H, c), 3,80 (1H, m), 3,70
(2H, T, J=5,5I'u), 2,97 (2H, ywwmp. c), 2,45 (2H, m),
2,37 (2H, m), 2,08 (1H, m), 1,96 (1H, m), 1,49 (9H, c)

Maca (m/e) 358 (M+1)

(3) CwHtes rigpoxmopugy  2-umknobyTtun-4-
(TpucpbTopmeTnn)-5,6,7,8-TeTparigponipuao[3,4-
d]nipumignny

100Mr Ha3BaHoOI CNonykn odepXyrTb 3 BUXOOOM
69% BignoBiAHO OO METOAMKW, aHaroriYHoi MeToauui
OflepXXaHHs1 CronyKuW, OnNucaHoi B MPUroTyBaHHi 58-
(3), 3a BMHATKOM TOrO, WO BMKOPUCTOBYIOTb 200Mr
(0,56Mmonb) TpeT-0yTnn-2-umknobyTun-4-
(TpucbTopmeTnn)-5,8-gurigponipnao[3,4-djnipumignH-
7(6H)-kapbokcmnnaTy, OTpMMaHOro Ha BKasaHill BuLLE
cTagii (2).
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'H AMP (CDs;OD) & 4,47 (2H, c), 3,85 (1H, m),
3,59 (2H, T, J=6,5I"y), 3,29 (2H, ywwp. c), 2,4 (4H, m),
2,14 (1H, m), 1,95 (1H, m)

Maca (vm/e) 258 (M+1)

MpurotyBanHa 185: CuHTes TpeT-6yTmn-{(1S)-3-
[2-unknobyTnn-4-(TpudTopmeTnn)-5,8-
awurigponipnao[3,4-d]nipumiann-7(6H)-inl-1-{[(5R)-5-
MeTun-2-okconinepmanH-1-injmetun}-3-
okconponinikapbamaTty

65,0Mr Ha3BaHOI CMOMyKN OAEepPXYTb 3 BUXOOOM
65% BignNoBiAHO OO METOOMKW, aHanoriYyHOI MeToauui
OflepXXaHHs CroryKu, onMcaHoi B NpUroTyBaHHi 45, 3a
BMHATKOM  TOro, WO  BWKOPUCTOBYIOTb  S57Mr
(0,181Mmonb) (3S)-3-[(TpeT-0yTOoKCMKapOOHIn)amiHo]-
4-[(5R)-5-meTun-2-okconinepuauH-1-in)6yTaHoBoi
KMCnoTn, oTpumaHoi B npuroTyBaHHi 51 i 40,0mr
(0,164mmorb) rigpoxnopuay 2-umknobyTun-4-
(TpucbTopmMeTnn)-5,6,7,8-Tetparigponipuao[3,4-
d]nipumignHy, oTprMaHoro B NpuroTyBaHHi 184.

'H AMP (CDCl3) 6 5,87-5,83 (1H, m), 4,88-4,80
(1H, m), 4,75-4,64 (1H, m), 4,18-4,15 (1H, m), 3,90-
3,74 (3H, wm), 3,58-3,47 (2H, m), 3,36-3,33 (1H, m),
3,08-2,96 (3H, m), 2,86-2,80 (1H, m), 2,50-2,30 (8H,
M), 2,10-2,03 (1H, m), 2,00-1,90 (2H, m), 1,81-1,78
(1H, m), 1,43-1,39 (9H, m), 0,99-0,98 (3H, m)

Maca (vm/e) 554 (M+1)

Mpuknag 112: CuHtes (5R)-1-{(2S)-2-amiHo-4-[2-
unknobyTun-4-(Tpudptopmetun)-5,8-
avrigponipnao[3,4-d]nipuaunn-7(6H)-in]-4-okcobytun}-
5-meTunninepnanH-2-oHy
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42,4Mr Ha3BaHOI CNOMNyKN oOepXyTb 3 BUXOAOM
80% BignoBiAHO 4O METOAWUKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BUHATKOM  TOrO, WO  BUKOPUCTOBYOTb  65,0Mr
(0,117mmonb)  TpeT-6yTnn-{(1S)-3-[2-umnknobyTun-4-
(TpndbTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-1-{[(5R)-5-meTun-2-okconinepnamH-1-
injmetnn}-3-okconponinjkapbamarty, OTpMMaHOro B
npuroTysaHHi 185.

'H SAMP (CD30D) & 4,92-4,80 (2H, m), 3,91-3,83
(3H, m), 3,64-3,62 (1H, m), 3,55-3,41 (3H, m), 3,11-
3,00 (3H, m), 2.78-2,73 (1H, m), 2,65-2,56 (1H, m),
2,52-2,31 (6H, m), 2,19-2,100 (1H, m), 2,03-1,94 (2H,
m), 1,87-1,84 (1H, m), 1,58-1,47 (1H, m), 1,04 (3H, g,
J=6,8I"u)

Maca (v/e) 454 (M+1)

MpurotyBaHHA 186: CuHTes TpeT-6yTun-{(1S)-3-
[2-uuknobyTnn-4-(TpudTopmeTUn)-5,8-
avrigponipngo[3,4-dnipumigunn-7(6H)-in)-1-[(5,5-
andTop-2-okconinepuanH-1-in)metnn]-3-
okconponin}kapbamaTy

67,0Mr Ha3BaHOI CroNyKy oAepXyoTb 3 BUXOAOM
64% BignoBigHO OO METOAMKW, aHanori4YHOI MeToauLi
OQepXXaHHs1 Croslykn, onucaHoi B NpuUroTyBaHHi 45.
3aBMHATKOM  TOro, WO BMKOPUCTOBYIOTb  B1mr
(0,181mmornb) (3S)-3-[(TpeT-6yTOKCUKap6OHin)amiHo]-
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4-(5,5-gudpTop-2-okconinepuamnH-1-in)byTaHoBOI  KMC-
notn, oTpuMmaHoi B npurotyBaHHi 57 i 40,0mr
(0,164mmonb) rigpoxnopuay 2-umknodyTun-4-
(TpudTopmeTnn)-5,6,7,8-tetparigponipngo[3,4-
d]nipumiguHy, oTpumaHoro B npurotysaHHi 194.

'H AAMP (CDCl3) & 5,77 (1H, ywwmp. c), 4,88-4,80
(1H, m), 4,73-4,65 (1H, m). 4,22-4,18 (1H, m), 3,88-
3,68 (5H, m), 3,59-3,48 (2H, m), 3,04-2,98 (2H, m),
2.84-2,79 (1H, m), 2,58-2,50 (3H, ™), 2,48-2,34 (4H,
M), 2,30-2,20 (2H, m), 2,10-2,03 (1H, m), 1,98-1,92
(1H, m), 1,41-1,40 (9H, m)

Maca (vm/e) 576 (M+1-Boc)

Mpuknag 113: CuHtes 1-{(2S)-2-amiH0-4-[2-
uuknobyTnn-4-(tpudTopmeTun)-5,8-
avrigponipnao[3,4-dnipumigut-7(6H)-in]-4-
okcobyTun}-5,5-andpTopninepuanH-2-oHy
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43,9Mr Ha3BaHOI CNOMNyKN oaepXyTb 3 BUXOAOM
79% BignNoBiAHO 4O METOAMKM, aHanoriyHoi MeToauui
oflepXKaHHs1 Cnonyku, BuUKnageHol B npuknagi 22, 3a
BMHSATKOM  TOrO, WO  BWKOPUCTOBYIOTb  67Mr
(0,116mmonb)  TpeT-6yTnn-{(1S)-3-[2-unknobyTun-4-
(TpudTopmeTnn)-5,8-gurigponipuao[3,4-d]nipymignH-
7(6H)-in]-1-[(5,5-ondTOp-2-0KCONINEPUANH-1-
in)metun]-3-okconponin}kapbamaTty, OTpMMaHOro B
npurotysaHHi 186.

'H SAMP (CD30D) & 4,91-4,79 (2H, m), 3,87-3,80
(5H, m), 3,53-3,48 (3H, m). 3,10-3,00 (2H, m), 2,73-
2,32 (9H, m), 2,14-2,11 (1H, m), 1,99-1,96 (2H, m)

Maca (vm/e) 476 (M+1)

EkcnepumeHT: BUMiptoBaHHs iHribyBanbHoi DPP-
IV akTmBHOCTI

Ounentugunnentugasy-1vV (DPP-IV), Bigomy sk
CepuHOBa MpoTeasa, OAepPXyTb LUMSXOM Moaudika-
uii Bigomoro crocoby (Tanaka T. et al. Proc. Natl.
Acad. Sci. USA, (1994) 91, 3082-3086), Lo Bkovae
eTanu KMOHYBaHHS1, OYMLLIEHHSI 3 BUKOPUCTaHHSAM ba-
Kyrosipycy Ta aktusauii. DPP-IV BukopuctoByoTb
AN TecTyBaHHA hapMaLeBTUYHOI ePEeKTUBHOCTI SK
iHriGiTopiB BUNPOOYBaHMX CMOMYK Yy Takui crocib.
KnoHoBaHa DP-IV ekcnpecyetbcs B Gakynosipycax,
noTiM Ti O4MLLYIOTb 3a JONOMOTOI0 HiKeneBol KOMOHKM,
nicnsa Yoro niggatoTe gianidy. CUHTE30BaHi B Npukna-
Aax iHribiTopu TecTyloTe ANst BU3HAYUTK 3B'A3yBasib-
HOT aKTMBHOCTI i3 BUKOPUCTaHHAM hrlyopecLeHTHOro
cybetpaty Ac-Gly-Pro-AFC. ®epmeHTHI peakuii npo-
BOAATH i3 Pi3HUMU KOHLEHTpaLisiMu iHriGiTopiB, BUKO-
puctoBytoun 100M Ac-Gly-Pro-AFC npu 25°C y by-
depHOMY po34uHi, Wwo Mictute 5S0Mmons HEPES (pH
7,4), 3 koHUeHTpauieto DP-IV 7,1HM. PiseHb 1C iHribi-
TOpa BM3HA4aloTb LUMSAXOM BUMIPIOBAHHS PiBHA orito-
opecueHLUii y driyopecueHTHOMY CrneKkTpoMeTpi nicrns
npoTikaHHs bepMeHTHOI peakuii npoTarom 1 roguHu,
a noTiM MiapaxoByTb KOHLEHTpAaLjto iHribiTopiB, sika
3abe3neyvye iHribyBaHHA 3aranbHOI hepMeHTaTUBHOI
peakuii Ha 50%. Ak dnyopecueHTHUIA CNeKTPOMETP
BUKOpMCTOBYOTb Spectra MAX GeminiXS BupobHUU-
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TBa Molecular Device Co., LOBXUHA XBUIi 30Y/DKEHHS
Ta [OOBXMHA XBUI BUMNPOMiIHIOBaHHS Oynu BCTaHOB-
neHi Ha piBHi 400HM i 505HM, BignosigHo. PesynbTatn
nigcyMoBaHi B NpeAcTaBneHin Hkde B Tabnuui.

Tabnuus
Mpuknag No. | ICsp (HM) | Mpuknaa No. | ICso(HM)
Mp. 1 >10000 Mp. 58 14
Mp. 2 950 Mp. 59 36
Mp. 3 122 Mp. 60 61
Mp. 4 127 Mp. 61 55
Mp. 5 10000 Mp. 62 32
Mp. 6 989 Mp. 63 35
Mp. 7 >10000 Mp. 64 5
Mp. 8 4,150 Mp. 65 12
Mp. 9 201 Mp. 66 16
Mp. 10 141 Mp. 67 10
Mp. 11 75 Mp. 68 72
Mp. 12 35 Mp. 69 55
Mp. 13 378 [p. 70 8
Mp. 14 217 Mp. 71 5
Mp. 15 2497 Mp. 72 23
Mp. 16 66 Mp. 73 27
Mp. 17 2017 Mp. 74 26
Mp. 18 816 Mp. 75 16
Mp. 19 712 Mp. 76 30
Mp. 20 268 Mp. 77 94
Mp. 21 24 Mp. 78 163
Mp. 22 49 Mp. 79 385
Mp. 23 130 Mp. 80 8850
Mp. 24 66 Mp. 81 10
Mp. 25 9 Mp. 82 16
Mp. 26 5 Mp. 83 18
Mp. 27 28 Mp. 84 38
Mp. 28 1162 Mp. 85 16
Mp. 29 175 Mp. 86 30
[p. 30 21 Mp. 87 29
Mp. 31 25 Mp. 88 48
Mp. 32 199 Mp. 89 214
Mp. 33 170 [p. 90 356
Mp. 34 34 Mp. 91 85
Mp. 35 51 Mp. 92 48
Mp. 36 33 Mp. 93 55
Mp. 37 36 Mp. 94 238
Mp. 38 20 Mp. 95 13
Mp. 39 51 Mp. 96 7
Mp. 40 30 Mp. 97 57
Mp. 41 14 Mp. 98 68
Mp. 42 14 Mp. 99 19
Mp. 43 9 Mp. 100 18
Mp. 44 13 Mp. 101 21
Mp. 45 22 Mp. 102 29
Mp. 46 22 Mp. 103 74
Mp. 47 279 Mp. 104 110
Mp. 48 357 Mp. 105 59
Mp. 49 236 Mp. 106 45
Mp. 50 422 Mp. 107 636
Mp. 51 114 Mp. 108 54
Mp. 52 18 Mp. 109 55
Mp. 53 26 Mp. 110 56
Mp. 54 30 Mp. 111 70
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MpogoBxeHHst Tabnuui
1 2 3 4
Mp. 55 20 Mp. 112 10
Mp. 56 11 Mp. 113 13
Mp. 57 48 - -

lMpomucnoBa 3aCTOCOBHICTb

Ak onncaHo BuLLEe, HOBI CNONYKK, SIKi CTOCYOTLCA
JaHoro BuHaxopy, iHridyroTb akTmBHicTe DPP-IV, wo
NPV3BOAMTb A0 BMCOKOrO PiBHS iHCYIiHY Ta 3HWXEHO-
ro piBHS rtOKO3M KPOBIi. TakuM YMHOM, AaHi Crosyku

89396 164

MOXYTb OyTW BUKOPWUCTaHi SIK Mikapcbki npenapaTtu
ans nikyBaHHsA abo npodinaktmkn DPP-1V-3anexHnx
3axBOploBaHb, Hanpwvknag, uykpoBoro diabety (30k-
pema, Il Tuny), OXMpiHHSA Ta NOAIGHUX.

IHWi BTiNeHHA Ta cnocobu 3acTocyBaHHA OaHOro
BMHaxody OyayTb o4YeBUAHI cepefHiM daxiBusMm y
OaHin ranysi npu po3rnsai getanisoBaHoro onucy ta
NPaKTUYHOrO 3aCTOCYyBaHHSI BUHAXOAY, siKi pO3KpUTI B
paHomy onuci. [NepenbavaeTbcs, WO [OKNagHWNA
OMK1C i NPUKNagn po3rnagatoTeCs TiMbKU K NPUKNaau,
Yy MeXax KOHKPETHWX BTifleHb AaHOro BMHaxoAdy, SKi
BKa3aHi B HXK4enodaHnx nyHKTax opmynm.

Komm'toTepHa BepcTtka O. ManoHeHko

MianucHe

Tupax 28 npum.

MiHicTepcTBO OCBITU | Hayku YkpaiHu

[epxaBHWI enapTamMeHT iHTeneKTyanbHoi BNacHocTi, Byn. Ypuupbkoro, 45, m. Kuis, MCI1, 03680, YkpaiHa

[0 “YKpaiHCbKWiA IHCTUTYT NPOMMCIOBOI BnacHocTi”, Byn. [masyHoea, 1, M. Kuis — 42, 01601



