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(57) 1. MNMoxiaHa xiHa3oniHy dopmynu (I) abo ii cap-
MaLeBTUYHO NPUNHATHA Cinb:

R6

(GON M
V
oY
R3N R

R \N
P
R2
N N0)
ne:

R! osHauae ranoreH, Ci.g-ankin, Ci4-ranoankin, Ci.¢-
ankokcu, Ci.4-ranoankokcn abo 3anuiiok -A, -A-A', -

A-Het-A', -A-L-A", -A-Het-L-A', -A-L-Het-A", -A-Het-L-
Het'-A' abo -A-Het-L-Het'-L";

R? osHayae BopgeHb, ramoreH, Cis-ankin, Coia-
ankokcu, Cig4-ranoankin, Cig4-ranoankokcn abo 3a-
nuwok -Het-A', -Het-L-A', -Het-L-Het'-A' abo -Het-L-
Het'-L";

R® osHauae BoaeHb abo Cig-ankin;

koxHun R* € ofHakoBuM abo pi3HUM i 03Ha4ae rano-
reH, Ci.4-ankin, Ci4-ankokcu abo Ci.4-ranoankin;

R® o3Hauae BogeHb, Cig-ankin, Cis-ranoankin, Coa-
ankokcu, Ci.4-amiHoankin ado 3anuuwok -Het-L-Het'-L";
R® o3nauae BogeHb, Cig-ankin, Cig-ranoankin, Cia-
ankokcu, Ci.4-amiHoankin abo 3anuwok -Het-L-Het'-L',
-CO-X abo -L-X, gpe X o3sHa4vae -OR', -NR'R" abo 5-
10-uneHHy reTepoapunbHy abo reTepoLUKiNbHY
rpyny, ae R'i R" o3HayaloTb He3anexHo BoAeHb abo
Ci4-ankin;

N NpuMae 3HayeHHs Hynb, 1 abo 2;

koxHa rpyna A i A' € ogHakoBoo abo pi3HOK 11 03Ha-
Yae peHinbHy, 5-10-4neHHy reTepoapunbHy, 5-10-
uYneHHy retepouunknineHy abo Cs.g-kapOoUMKNinbHY
rpyny, sika € Heo6OB'A3KOBO KOHAEHCOBaHOI 3 oaaT-
KOBOK (PEeHifnbHOW, 5-10-4nNeHHO reTepoapuiibHoOLo,
5-10-4neHHoto0 reTepoLMKninbHOK abo Csg-
KapOOoLMKNINBHOK rpymnoto;

KoxHui Het i Het' € ogHakoBmuM abo pisHMM i 03Ha4ae
-O-, -S- abo -NR'-, ge R' o3Ha4ae BogeHb abo Ci.4-
ankin;

KOXHUIN L € ogHakoBuM abo pisHUM i o3Havae Ci.g-
ankine; i

KOXHUI L' € ogHakoBuMm abo pi3HMM i 03Ha4Yae BoaeHb
abo C1-4-ankinbHy, Ci1-4-ranoankineHy, Cis4-
rigpokciankineHy abo Ci-4-aMiHoankinebHy rpyny,
deHinbHi, reTepoapunbHi, reTepoumnkninbHi 1 kapbo-
LMKIINbHI 3annLWKn 'y Rl, RZiR® ¢ He3aMilleHUMK
abo 3amilleHi 1, 2 abo 3 HesamilweHMMK 3aMiCHMKa-
MU, SIKi € ogHaKoBMMM abo pisHMMK 1 BUOpaHi 3 aTo-
MiB ramnoreHiB i Ciag-ankiny, Ci.s-ankokcn, Cig-
ranoankiny, Ci.s-ranoankokcu, rigpokcu, LiaHo, HIiTpo
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n -NR'R", ge koxHun R' i R" € ogHakoBum abo pi3HuM
i 03Ha4ae BoaeHb abo Ci4-ankin.

2. Cnonyka 3a nyHkTtom 1, ge R! osHauae ranoreH, Cy.
4-ankin, Ci-ankokcn abo s3anuuwok -A, -A-A', -A-Het-
A', -A-L-A', -A-Het-L-A', -A-L-Het-A', -A-Het-L-Het"-A'
abo -A-Het-L-Het'-L'.

3. Cnonyka 3a nyHktom 1 a6o 2, ae R' o3Hauae rano-
reH, Ci.g-ankin, Cip-ankokcu, -A, -A-A', -A-Het-L-A'
abo -A-Het-L-Het'-L'.

4. Cnonyka 3a Oyab-AkuM 3 nonepefHix NyHKTIB, Ae
R! osHauae -A, -A-A', -A-Het-A', -A-L-A', -A-Het-L-A', -
A-L-Het-A', -A-Het-L-Het'-A' abo -A-Het-L-Het'-L', ne
A o3Hauyae deHinbHy rpyny, ska € HeobOB'A3KOBO
KOHOEHCOBAHOK 3 [04aTKoBOK (heHinbHow, 5-6-
YNEeHHOI0 reTepoapurbHoto, 5-10-4reHHo reTepoLun-
KninbHOto abo Cz 6-kapbOLMKIINBHOK rpymnoto.

5. Cnonyka 3a Oygb-SkvM 3 nonepeHix NyHKTiB, Ae
R? osHavae BoAeHb, ranoreH, Cig-ankin, Cis-
ankokcu, Ci.g-ranoankin, Ci.s-ranoankokcu abo 3a-
nuuok -Het-L-A' abo-Het-L-Het'-L'.

6. Cnonyka 3a 6yab-AkuM 3 nonepefHix NyHKTIB, Ae
R? o3Hauae BoaeHb, Ci.4-ankokcu, Cis-raroarnkokcu
abo 3anuwok -Het-L-A' abo -Het-L-Het'-L'".

7. Cnonyka 3a bygb-gkvM 3 nonepeHix MyHKTiB, e
KOXHa rpyna A € ogHakoBoto abo pi3Ho 11 03Havae
deHinbHy abo 5-6-uneHHy reTepoapwnbHy rpyny, i
HeoOOB'A3KOBO KOHAEHCOBaHa 3 [04aTKOBOK (OeHi-
NbHOW, 5-6-4nieHHO0 reTepoapunbHolo abo 5-6-
YIIEHHOI reTEPOLMKITINBHOI Ppyroto.

8. Cnonyka 3a Oyab-sikuM 3 nonepepHix MyHKTiB, e
KOxxHa rpyna A' € ogHakoBoto abo pi3HOK 1 03Havae
HeKoHAEeHCOoBaHu deHin, 5-6-uneHHny retepoapun
ab0 5-6-4neHHU reTepoumKnin.

9. Cnonyka 3a 6yab-akuM 3 nonepefHix NyHKTiB, Ae
deHinbHI, reTepoapunbHi, reTepoumMKkninbHi 1 kapbo-
UMKNINbHI 3anuwkn B rpynax A i A' € HesamileHumn
abo 3amilleHi 1, 2 abo 3 HesaMilleHUMK 3aMiCHUKa-
MU, SIKi € ogHaKkoBMMK abo pi3HUMK 14 BUDpaHi 3 rano-
reHy, rigpokcu, Cig-ankiny, Cig-ankokcu, Cig-
ranoankiny v Ci.4-ranoankokcu.

10. Cnonyka 3a Oyab-akuMm 3 MONepeHix NyHKTIiB, Ae
deHinbHi, reTepoapunbHi, reTepouMKninbHi 1 kapbo-
UMKNiNbHI 3anuwkun B rpynax A i A' € He3amiweHuMun
abo 3amilleHi 1 abo 2 HesaMilleHUMKU 3aMiCHUKaMW,
sIKi € ogHaKoBUMYK abo pisHMMU 1 BUOpaHi 3 ranorexy,
rinpoken, Ci-4-ankiny h Ci-4-ankokcu.

11. Cnonyka 3a 6yab-aKMM 3 NnonepefHix NyHKTIiB, Ae
KOXXHa rpyna A € ogHakoBoto abo pi3HO 11 03Havae
HEKOHOEHCOBaHY (beHinbHy abo 5-6-uneHHy retepoa-
pynbHy rpyny abo deHin, KoHAeHCOBaHWIM 3 [OAaTKO-
BOO (peHinbHot, 5-6-4neHHo reTepoapunbHoto abo
5-6-4neHHOK reTePOLUMKIINbLHOK TPYynoto, 3asHaveHa
rpyna A € HesawmilleHow abo 3amiweHa 1 abo 2 He-
3aMilLleHUMN 3aMiCHUKaMu, gKi € ogHakoBumun abo
pisHuMu 11 BUBpaHi 3 ranoreny, rigpokcn, Cy.4-ankiny n
C1-4-ankokcu.

12. Cnonyka 3a 6yab-aKMM 3 nonepefHix NyHKTIiB, Ae
KoxxHa rpyna A' € ogHakoBoto abo pi3HOH M 03Havae
HEeKOHOEHCOBaHy 5-6-uneHHy reTepoapunbHy abo
reTepouMKninbLHy rpyny, sika € He3amilleHow abo
3amileHa 1 abo 2 He3aMilLieHMMW 3aMiCHUKaMU, SKi €
ofHakoBUMK abo pisHMMM 11 BUGpaHi 3 ranoreHy, Ci.a-
ankiny n Ci--ankokcu.

13. Cnonyka 3a Oyab-akuMm 3 MOonepeHix NyHKTIiB, Ae
n npunmae 3HayveHHs 0 abo 1.
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14. Cnonyka 3a 6yab-akuMm 3 nonepefHix NyHKTiB, Ae
R® o3Hayae BogeHb.

15. Cnonyka 3a Oyab-9KkMM 3 NonepeHix NyHKTIB, Ae
R® osHauae BoaeHb abo Cy.4-ankin.

16. Cnonyka 3a Oyab-akMM 3 NonepeHix NyHKTIB, Ae
R® o3Hauae BogeHb, Cig-ankin, Cis-ranoankin, Coa-
ankokcu, Ci4-amiHoankin abo -CO-X, ge X o3Havae -
COR', -NR'R" abo 5-6-u4neHHy retepoapunbHy abo
reTepouunkninebHy rpyny, sika € HesamiweHow abo
3amileHa 1 abo 2 He3aMilLleHUMK 3aMiCHUKamMu, BUO-
paHumu 3 ranoreny, Ci4-ankiny, Ci.4-ranoankiny abo
Ci.s-ankokew, i R'i R" € ogHakoBumu abo pisHUMUK 1
03Ha4alTb BoAeHb abo Ci.p-ankin.

17. Cnonyka 3a 6yab-akuM 3 nonepeHix NyHKTiB, Ae
koxHumn Het i Het' € ogHakoByum abo pisHuM i o3Havae
-O-, -S- abo -NR'-, ge R' o3Ha4ae BogeHb abo Ci.o-
ankin.

18. Cnonyka 3a Oyab-skMM 3 NonepeHix NyHKTIB, Ae
KOXXHUI Het o3Havae -O-.

19. Cnonyka 3a Oyab-KMM 3 NonepeHix NyHKTIB, Ae
KoXHu Het' € ogHakoBuM abo pi3HMM i o3Havae -O-
abo -NR'-, ge R' o3Havyae BogeHb abo Ci.p-ankin.

20. Cnonyka 3a OyAb-Akum 3 nonepegHix NyHKTiB, Ae
KOXHUI L' € ogHakoBum abo pi3HMM | 03Ha4Yae BoAEHb
abo C1-2-arnkinbHy, Ci-p-ranoankineHy, Cio-
rigpokciankineHy abo Ci.>-aMiHoankineHy rpyny.

21. Cnonyka 3a Oyab-skuMm 3 nonepeHix MyHKTiB, Ae:
R! osHavae ranoreH, Ci4-ankin, Ci.o-ankokcu, -A, -A-
A, -A-O-L-A' abo -A-O-L-Het'-L";

R? 03Hauae BopeHb, C1.4-ranoankokcy abo 3armiuok -
O-L-A' abo -O-L-Het'-L";

R® o3Hauae BoaeHb;

R* oanauae Cy.o-arnkin;

N NpUMae 3Ha4YeHHs Hynb abo 1;

R® 03Havae BoaeHb a6o Ci.4-arnkin:

R® o3Hauae BoaeHb, Ci4-ankin, Ci.s-ranoankin, Ci4-
ankokcu, Ci4-amiHoankin abo -CO-X, ae X o3Havae -
OR', -NR'R" abo 5-6-4neHHy reTepouukninbHy rpyny,
AKa € HesamiweHo abo 3amiwieHa Ci-ankinbHO
rpynoto, i R'i R" € ogHakoBumun abo pisHumu 11 03Ha-
yaloTb BoaeHb abo Ci.p-ankin;

KOXHa rpyna A € ogHakoBOw abo pi3HOK i O3Havae
HekoHAEeHcoBaHy (heHinbHy abo 5-6-4neHHy retepoa-
punbHy rpyny abo o3Havae peHinbHe KinbLe, KOH-
OEeHCcoBaHe 3 004aTKOBOK (OeHiNbHOW, 5-6-4neHHOo
retepoapunbHol0 abo 5-6-4neHHO reTepouUKninb-
HOLO rpymnoto, 3a3HaveHa rpyna A € HesawmiweHow abo
3amileHa 1 abo 2 HesaMilLleHUMU 3aMiCHUKaMU, SIKi €
ofHakoBuMu abo pisHMMK 11 BUOPaHi 3 ranorexy, rig-
pokcu, Ci-g-ankiny n Ci-4-ankokcu;

KoxkHa A' € ogHakoBolo abo pi3HOK M 03Ha4ae Hesa-
MileHy 5-6-uneHHy retepoapunbHy abo reTepouuk-
NinbHY rpyny;

KoxHui Het' € ogHakoBuM abo pisHMM i o3Havae -O-
abo -NR'-, ge R' o3Hauyae BogeHb abo Ci--ankin;
KOXHUIN L € ogHakoBuM abo pi3HMM i 03Hayae mMeTu-
NeH, H-eTuneH abo H-nponineH; i

KOXHU L' € ogHakoBMM abo pisHMM i O3Ha4yae BO-
aeHb, Cip-ankin, Cio-ranoankin, Cai-p-rigpokciankin
abo Ci.,-aMiHoankin.

22. Cnonyka 3a nyHkTom 21, ge R' o3Hauae -A, -A-A',
-A-O-L-A' abo -A-O-L-Het'-L' i koxxHa rpyna A o3Havae
HeKkoHAeHcoBaHy dheHinbHy rpyny, abo osHavae de-
HiNbHY rpyny, KOHOEHCOBaHY 3 A404aTKOBOK (eHinb-
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HOW, 5-6-uneHHol reTepoapunbHolo abo 5-6-
YIIEHHOI reTEPOLMKITINIBHOIO Pyroto.

23. MNoxigHa xiHa3oniHy 3a Oyab-AKMM 3 MonepefHix
nyHKTIB, Aka mae dopmyny (Ib), abo Ti papmaueBTny-

HO MPUMNHSATHA Cinb:
(R M\
N N

N
(R')m HN
NN
9@
N , (Ib)
ne:

koxHuit R* € oaHakoBuM abo pi3HUM i 03Ha4Yae rano-
reH, Ci.4-ankin abo Ci.4-ankokcu;

n npunmae 3HadveHHs 0, 1 abo 2;

kKoxHuUn R' € ogHakoBMM abo pi3HWM i 03Hayae rano-
reH, Ci-4-ankin abo Ci.s-ankokcu; i

m npunmae 3HadveHHs 0, 1 abo 2.

24. ToxigHa xiHa3oniHy 3a Oyab-9KMM 3 nonepefHix
nyHKTIB, sika Mae cdopmyny (Ic), abo Ti papmaueBTny-

HO MPUMNHSATHA Cinb:
(R I\
N N

A4
") O HN
NN
By
N , (Ic)
ae:

koxHuit R* € ogHakoBum a6o pi3HMM i 03Ha4vae rano-
reH, Ci.4-ankin abo Ci.4-ankokew;

n npunmae 3HayveHHs 0, 1 abo 2; i

R" osHavae -A', -Het-A', -L-A', -Het-L-A', -L-Het-A', -
Het-L-Het'-A' abo -Het-L-Het'-L', ne A', Het, L, Het'i L'
BU3HaueHi y byab-aKoOMy 3 MonepeaHix NyHKTIB.

25. MoxigHa xiHa3oniHy dopmynu (1), sika BU3HaveHa
y Oyab-sikomy 3 MonepefHix MyHKTIB, Ans 3acTocy-
BaHHS Npu NikyBaHHi Ntogen abo TBapuH.

26. dapmMaueBTUYHA KOMMO3ULis, sika MICTUTbL noxia-
Hy xiHa3oniHy cdopmyru (l), ska BusHaveHa y Oyab-
KoMy 3 nyHkTiB 1-24, abo ii dhapmaueBTUYHO NPUIAH-
ATHY Cinb i (hapmMaueBTUYHO NPUINHATHUI HOCI abo
po3pigxysau.

27. 3acTocyBaHHA noxigHoi xiHasoniHy cdopmynu (1),
sika BM3HaveHa y Oyab-akomy 3 nyHKTiB 1-24, abo ii
dapmMaLeBTUYHO MPUNHATHOT CoMi AN NPUroTyBaHHS
nikapcbKoro 3acoly ans nikyBaHHs abo 3anobiraHHs
3apaXeHHto Bipycamu cimerictsa flaviviridae.

28. 3acTtocyBaHHA 3a MyHKTOM 27, O€ 3apaKeHHs
Bipycamm cimenctea flaviviridae asnse coboto 3apa-
XKEHHs1 NecTuBipycamu.

29. 3acTtocyBaHHA 3a MyHKTOM 28, Oe 3apaKeHHs
necTueipycamu siBnsie cobOl 3apaXeHHsi BipycoM
6uyavoi BipycHOI Aiapel, BipyCOM KNacu4HOI 4ymu
CBUHel abo BipyCOM NPUKOPAOHHOI XBOpOOYM OBeELlb.
30. 3acTocyBaHHA 3a MyHKTOM 27, Oe 3apaXeHHs
flaviviridae siBnsie coboto 3apaxxeHHsi hnasiBipycamu.
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31. 3actocyBaHHa 3a nyHkTom 30, Oe 3apaKeHHs
dnasiBipycamy siBNsie cobol 3apaxKeHHs BipycoM
XOBTOI NponacHuuj, Bipycom nponacHuui geHre, Bipy-
COM SINOHCBKOrO eHuedanity abo Bipycom KriLoBoro
eHuedanity.

32. 3acTtocyBaHHA 3a NyHKTOM 27, Oe 3apaKeHHs
flaviviridae siBnse coboto 3apaxeHHs renaumBipyca-
MU,

33. 3actocyBaHHA 3a NyHKTOM 32, Oe 3apaKeHHs
renauuBipycamun §IBNsie cobol 3apaXeHHs Bipycom
renatuty C.

34. 3acTtocyBaHHA 3a nyHkTOM 33, Oe nikapCbKun
3acib gjoagaTkoBO MICTUTL

(a) iHTepdepoH abo roro noxigHy i/abo

(b) pnbasipnH abo noro noxigHy.

35. 3actocyBaHHs 3a nyHkTOoM 34, Ae noxigHa iHTep-
depoHy aBnsie coboto PEG-iHTepdepoH i/fabo noxia-
Ha pubasipyHy sBnse coboto BipamiavH.

36. 3actocyBaHHsi 3a nyHkToM 34 abo 35, ae nikapchb-
Kuii 3acib 4oAaTKOBO MICTUTb iHTEPEPOH a.

37. 3actocyBaHHsi 3a nyHkToM 34 abo 35, ae nikapchb-
KU 3acib [o4aTKOBO MICTUTL iHTEpdepoH aa abo
a2b.

38. 3actocyBaHHsi 3a nyHkToM 34 abo 35, ae nikapchb-
Kuii 3acib 4oAaTKOBO MICTUTL iHTEpdEPOH a.8.

39. BactocyBaHHA 3a nyHKTOM 34, Oe nikapcbkui
3acib goaaTkoBO MICTUTL iHTEpPdEepoH P.

40. MNpoayKT, KU MICTUTb:

(a) noxigHy xiHasoniHy dopmynu (1), Ska BU3Ha4eHa y
Oyab-akomy 3 nyHkTiB 1-24, abo il dhapmaueBTU4HO
NPUNHATHY Cinb; i

(b) iHTepdepoH abo noxigHy iHTepdepoHy, Skuii(ska)
BM3HayeHui(a) y byab-akomMy 3 nyHkTiB 34-39, i/abo
pubaBipvH abo noxigHy pubaBipuHy, SKWIA(sika) BU-
3HayeHwuin(a) y nyHkTi 34 abo 35;

ONsi 0QHOYacHoro, po3ainbHoro abo nocniaoBHOMO
3acToCyBaHHS AN NikyBaHHSA noger abo TBapuvH.

41. dapmaueBTUYHA KOMMNO3WLiS, SIka MiICTUTb

(a) noxigHy xiHasoniHy copmynu (1), Aka BM3Ha4eHa y
Oyab-Akomy 3 nyHkTiB 1-24, abo il dhapmaueBTU4HO
NPUNHATHY Cinb, i

(b) iHTepdepoH abo noxigHy iHTepdepoHy, sKuii(sika)
BM3HaveHui(a) y Oyab-akomy 3 nyHkTiB 34-39,

pa3oMm 3 dhapmaueBTUYHO MPUNHATHUM Hociem abo
po3pigxyBayem.

42. 3acTtocyBaHHsa noxigHoi xiHasoniHy dopmynu (1),
fika BM3Ha4veHa y Oyab-akomy 3 nyHkTiB 1-24, abo ii
hapMaueBTUYHO MPUAHATHOI CONi AN NPUroTyBaHHS
nikapcbKoro 3acofy, 3aCTOCOBYBaHOro AN nikyBaHHSA
abo 3anobiraHHsa 3apaxeHH0 HCV, WwnsaxoMm cninbHo-
ro BBeAeHHs1 3 iHTepdepoHoM abo noxigHow iHTep-
epoHy, sikMiA(sika) Bu3HadeHuin(a) y byab-sikomy 3
nyHKTiB 34-39.

43. 3acTtocyBaHHs iHTepdepoHy abo noxigHoi iHTep-
depoHy, sKkui(aka) BuaHadeHun(a) y Oyab-skomy 3
nyHkTiB 34-39, ANA NpUroTyBaHHs NiKapcbKoro 3aco-
Oy, 3aCTOCOBYBaHOro Ans NikyBaHHA abo 3anobiraHHs
3apaxeHHio HCV, wnsixom cninbHOro BBeOEHHS 3
noxigHoto xiHasoniHy dopmynu (I), sika BU3Ha4eHa y
Oyab-sikomy 3 MyHkTiB 1-24, abo ii dhapmaleBTU4HO
NPUAHATHOLO CiNnto.

44. Cnoci6 nikyBaHHSI XBOPOro, SIKMA CTpakaae Bif
abo CNpUNHATIMBUIA 00 3apaXXeHHs BipycaMu CiMenc-
TBa flaviviridae, siki BU3Ha4eHi y 6yab-aKoMy 3 NyHKTIB
27-33, 9KMN BKMNOYa€E BBEOEHHS 3a3HaYeHOMY XBO-
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pomy edeKTMBHOI KinbKOCTi MOXiAHOT xiHa3oniHy do-
pmynu (1), gka Bu3HayeHa y Gyab-9KkoMy 3 NyHKTIB 1-
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24, abo ii hapmaLeBTUYHO NPUAHATHOI COMi.

[aHui BuMHaxig cTocyeTbecs pagy NOXigHUX XiHa-
30MiHy, AKi € NpuaaTHMK Ans nikyBaHHA abo 3anobi-
raHHsi 3apakeHHs Bipycamu cimencTsa flaviviridae.

Bipycu cimenctsa flaviviridae ssnsioTe coboto
HeBenuKki, ikocaeapuyHi Bipycu 3 060NOHKOI, SKi MicC-
TATb nNnoc-HUTkM PHK (no3uTtneHui reHom). CimencT-
BO CKIagaeTbCs i3 TPbOX pofis: dpnasisipycis, necTu-
BipyCiB i renaumBipycis.

BinbwicTb 3 BipyciB cimeincTea flaviviridae € Bax-
NMBUMK NatoreHamu noguHu. binbw Toro, pig rena-
umBipyciB Bkntovae Bipyc renatuty C. lNMpoTe, y Haw
yac we He icHye edekTuBHOro i 6e3neyHoro LNsaxy
nikyBaHHA 3apaxxeHHs Bipycamu flaviviridaes.

Y 3aasui WO 98/02434 onucaHi xiHa30mMiHN SK iH-
riGiTopu npoTeiH-TMpo3uHkiHas. XXoaHa i3 cnewiansHO
OMMCaHUX y LUbOMY AOKYMEHTI CMONyK He Hece Tpua-
3oninaHiniHoBy rpyny B 6-My NOSOXeHHi.

HecnopisaHo BUSIBNEHO, WO NOXiAHI XiHa30rmiHy
dopmynu (I) NposiBNSAOTE aKTUBHICTb B iHriOyBaHHI
pennikauii BipyciB cimenctea flaviviridae i, Tomy, €
edeKTMBHMMUN Ans nikyBaHHA abo 3anobiraHHs 3apa-
XEHHs ummu Bipycamu. [laHui BuHaxia, omke, npono-
Hye noxigHy xiHasoniHy dopmynu (l) abo ii dapma-
LEeBTUYHO NPUMHATHY CiNnb

U]

ne:
- R! o3Havae ranoreH, Ci1.¢ ankin, Ci.4 ranoankin,
C1.6 ankokcu, Ci.4 ranoankokcu abo s3anuuiok -A, -A-
A", -A-Het-A’, -A-L-A", -A-Het-L-A’, -A-L-Het-A", -A-
Het-L-Het'-A" abo -A-Het-L-Het'-L";

- R? osHavae BoAeHb, ranoreH, Ci.4 ankin, Cig
ankokcn, Ci.4 ranoankin, Ci.4 ranoankokcu abo 3a-
nuwok -Het-A", -Het-L-A’, -Het-L-Het’-A" a6o -Het-L-
Het'-L;

- R® osHavae BoaeHb abo Ci.¢ ankin;

- koxHui R € ofHakoBUM abo pi3HMM i 03Ha4ae
ranoreH, Ci.4 ankin, C1.4 ankokcu abo C1.4 ranoankin;

- R® o3Havae BoaeHb, Ci.4 ankin, Ci.4 ranoankin,
Ci1.4 ankokcu, Ci.4 amiHoankin abo sanuwok -Het-L-
Het’-L";

- R® o3Hauae BoaeHb, Ci.4 ankin, Ci.4 ranoankin,
C1.4 ankokeu, Ci.4 amiHoankin abo sanuwok -Het-L-
Het’-L", -CO-X abo -L-X, ge x o3Ha4yae -OR’, -NR'R"’
abo 5-10-uneHHy reTepoapurnbHy abo retepoumkni-
nbHy rpyny, ge R™ i R”" o3HayalTb He3anexHo BO-
neHb abo Ci.4 ankin;

- N NpYUMae 3HaYeHHs Hynb, 1 abo 2;

- koXHa rpyna A i A" € ogHakoBoto abo pi3Hoto
03Hayae eHinbHy, 5-10-4neHHy reTepoapunbHy, 5-
10-uneHHy retepoumkninbHy abo Css kapboumknine-
Hy rpyny, ska € HeobOB'I3KOBO KOHAEHCOBAHOW 3
000aTKoBOK (PEeHINbHOW, 5-10-uneHHo reTepoapu-
nbHOW, 5-10-4neHHol reTepouukninbHol abo Cas.e
KapOOLMKNINBHO rpymnoto;

- koxHun Het i Het” € ogHakoBuM abo pisHUM i
o3Havae -O- , -S- abo -NR’-, ne R’ o3Havyae BoaeHb
abo Cy.4 ankin;

- KOXHUA L € ogHakoBMM abo pi3HMM i O3Havae
C1.4 ankineH; i

- KOXHUI L° € ogHakoBMM abo pi3HMM i 03Ha4ae
BofeHb abo Ci4 ankinbHy, Ci4 ranoankineHy, Cis
rigpokciankineHy abo Ci.4 amiHoankinbHy rpyny,

OeHiNbHI, reTepoapunbHi, reTepoUUnKNInbHI N Ka-
pGounknineHi 3anuwkun B R1, Rz i Re € He3amiweHnmn
abo 3amilleHi 1, 2 abo 3 HesaMilleHUMK 3aMiCHUKa-
MU, SIKi € ogHakoBMMM abo pisHMMK 1 BUOpaHi 3 aTo-
MmiB ranoreHiB i Cy.4 ankiny, Ci.4 ankokcn, Ci.4 ranoa-
nkiny, Ci.4 ranoankokcu, rigpokcu, UiaHo, HITpo 1 -
NR'R”, oe koxHun R" i R”" € ogHakoBM abo pi3HUM i
o3Ha4ae BoaeHb abo Ci.4 ankin.

B iHWoOMy BapiaHTi 3a4iiCHEeHHsl, JaHWA BUHaxXig
NponoHye noxigHy xiHasoniHy dopmynu (1), ska Bu-
3HayeHa Bulle, abo ii hapMaueBTUYHO MPUAHATHY
cinb, pge:

- R! oaHauae ranoren, Ci.¢ ankin, Cy.4 ranoarkin,
Ci.6 ankokcu, Ci.4 ranoankokcn abo sanuuiok -A, -A-
A’, -A-Het-A", -A-L-A’, -A-Het-L-A", -A-L-Het-A’, -A-
Het-L-Het’-A" abo -A-Het-L-Het"-L";

- R? osHavae BoAeHb, ranoreH, Ci.4 ankin, Cia
ankokcu, Ci.4 ranoankin, Ci.4 ranoankokcu abo 3a-
nuuwok -Het-A", -Het-L-A", -Het-L-Het-A" abo -Het-L-
Het'-L";

- R® o3Hauae BogeHb a6o Ci.g ankin:

- koxnuit R* € ogHakoum abo pi3HMM i O3Havae
ranoreH, Ci.4 ankin, Ci1.4 ankokcu abo Ci.4 ranoankin;

- R® o3Havae BogeHb, Cis ankin, Ciu ranoankin,
C1.4 ankokeu, Ci.4 amiHoankin abo sanuwok -Het-L-
Het'-L";

- R® osHavae BoaeHb, Ci1.4 ankin, Ci.4 ranoankin,
C1.4 ankokeu, Ci.4 amiHoankin abo sanuwok -Het-L-
Het’-L", -CO-X abo -L-X, ge x o3Ha4dae -OR’, -NR'R"’
abo 5-10-uneHHy retepoapunbHy abo reTepoumnkrii-
nbHy rpyny, e R™ i R” o3HayalTb He3anexHo BO-
neHb abo Ci.4 ankin;

- N NpyYIUMae 3Ha4YeHHs Hynb, 1 abo 2;

- koXHa rpyna A i A" € ogHakoBoto abo pi3Hoto i
03Hauyae eHinbHy, 5-10-4neHHy reTepoapunbHy, 5-
10-uneHHy retepoumkninbHy abo Cs kapboumknine-
Hy rpyny, sika € HeOoOOB'SI3KOBO KOHAEHCOBAHOK 3
[00aTKOBOK (PeHinbHOW, 5-10-4neHHo reTepoapu-
NbHOW, 5-10-4neHHoi reTepoumkninbHo abo Cs.s
KapOOLMKNINbHOK rpynoto;

- koxHU Het i Het” € ogHakoBum abo pi3HUM i
o3Havae -O- , -S- abo -NR’-, ne R’ o3Havyae BoaeHb



abo Cy.4 ankin;

- KOXHUIA L € ogHakoBMM abo pi3HUM i o3Havae
Ci.4 ankinex; i

- KOXHun L° € ogHakoBuM abo pi3HUM i 03Havae
BoAeHb abo Ci.4 ankinbHy, Ci.4 ranoankineHy abo Cj.4
rigpokciankineHy rpyny,

deHinbHi, reTepoapurbHi, reTepouUMKNinbHi N Ka-
p6ounknineHi 3anuwkn B A i A" € He3amiweHumm abo
3amilleHi 1, 2 abo 3 He3aMmilLleHUMK 3aMiCHUKamMK, SKi
€ ogHakoBMMUK abo pisHMMK 1 BUOpaHi 3 aToMiB rano-
reHiB i Cy-4 ankiny, Ci.4 ankoken, Ci-4 ranoankiny, Ci.a
ranoankokcu, rigpokcu, uiaHo, HiTpo n -NR'R™, ge
KoxHun R” i R” € ogHakoBMM abo pi3HMM i 03Havae
BoaeHb abo Ci.4 ankin.

BukopuctoByBaHuii TyT TepmiH Cie ankinbHa
rpyna abo 3anuwok sBnse cobor HepoaranyxeHy
abo posranyxeHy ankineHy rpyny abo 3anuiiok, Skun
MicTuUTb Big 1 Ao 6 atomiB Byrnewto, Hanpwknag, sig 1
bo 4 atomis Byrnewo. Mpuknagn Ci.e ankinbHWX rpyn
i 3anuwkiB BkNoYatoTb Ci.4 ankineHi rpynu 1 3anuu-
KW, Hanpuknag, MeTun, eTun, H-Nponin, i3o0-nponin, H-
6yTun, i30-6yTnn i TPeT-0yTun. 3 METOK YHUKHEHHS
HEBM3HAYEHOCTi, SKLWO B rpyni NPUCYTHI ABa ankinb-
HUX 3anuLLKW, BOHW MOXyTb OyTuM oagHakoBumu abo
pisHUMN.

BukopucTtoByBaHui TyT TepmiH Ci.4 ankineHosa
rpyna abo 3anuwoK O3Havae HeposranyxeHy abo
posranyxeHy ankineHoBy rpyny abo sanuwok. Mpuk-
naau BKMOYaTb METUIEHOBY, H-ETUNEHOBY W H-
NpOoNinNeHoBY rpynu i 3arnuLLKn.

BukopucToByBaHui TyT TEPMiH ranoreH 3BM4anHo
O3Hayae xmnop, Top, 6pom abo oA i mepeBaxHO
03Ha4vae xnop, 6pom abo dTop, GinbL KpaLle - xnop,
¢Top abo noa.

BukopucTtoByBaHuii TyT TepMiH C1. ankokcurpyna
3BMYaANHO O3Ha4vae 3a3HaudeHy Cig ankinbHy rpyny,
npuegHaHy 0o aToma KucHiko. [anoankinbHa abo ra-
noarnkoKkcurpyna 3BuyaiHO O3Ha4vae 3a3HauveHy anki-
nbHy abo ankokcurpyny, 3amileHy ogHum abo aexi-
NbKOMa 3a3Ha4YeHVMK aTOMaMu ranoreHy. 3BuMyamHO
BOHa 3amiwleHa 1, 2 abo 3 3asHayeHMMU aToMamu
ranoreHy. Kpalli ranoankokcurpynu BKMNOYalTb an-
KOKCUrpynu, 3amilieHi ogHum abo gBoMa aTtomamu
xnopy, 6inbL kpalie ogHUM aToMoM xnopy. Ocobnu-
BO KpaLli ranoankinbHi rpynu BknioyawTb -O-(CHy)s-
Cl. IHWi kpawi ranoankineHi M ranoankokcurpynm
BKMIOYaOTb MNepranoarsnkifbHi 1 nepranoankokcurpy-
nu, Taki 9k -CX3 i -OCX3, Ae x o3Havae 3a3HayYeHnn
aTom ranoreHy, Hanpuknag xnop i ¢top. Ocobnmeo
Kpawumm ranoankinbHumm rpynamum € -CFs i -CCls.

BukopuctoByBaHu TyT TepMiH Ci.4 rigpokcianki-
nbHa rpyna o3Hayae Ci.4 ankineHy rpyny, 3amilleHy
ogHMM abo Jekinbkoma rigpokcurpynamu. 3suMyanHo
BOHa 3aMmilleHa oaHieto, ABoMa abo TpboMa riapoKCK-
rpynamu. lNepeBaxHO BOHa 3amilleHa OfHie eau-
Howo rigpokcurpynoto. Kpalyow rigpokciankinbHo0
rpynoto € -(CH2)>-OH.

BukopucTtoByBaHui TyT TepMiH C1.4 amiHoarnkine-
Ha rpyna o3Hayae Ci.4 arnkinbHy rpyny, 3amilleHy
opHieto abo aekinbkoma -NR'R”™” rpynamu, e KOXHWUIA
R" i R”" € ogHakoBuM abo pi3HUM i 03Ha4Yae BOOEHb
abo Ci4 ankin. 3BMYyalriHO BOHAa 3aMillleHa OfHieto,
asoma abo Tpboma -NR'R”" rpynamu, ge koxHuin R i
R"" e ogHakoBuM abo pi3HMM i 03Hayae BogeHb abo
Ci1.4 ankin. MepeBaxHo koxHMA R™ i R”" € ogHakoBuM
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abo pi3HuM i o3Havae BoaeHb abo Cip ankin, GinbL
Kpawe BodeHb abo meTtun. MNepeBaxHo Ci.4 ankinbHa
rpyna samiweHa ogHieto eguHoo -NR'R™ rpynoto, sk
BM3HayeHo Buule. binbw kpawe Ci4 ankinbHa rpyna
3amileHa ogHieto eguHoto rpynoto -N(CHs)s.

BukopuctoByBaHu TyT TepMiH 5-10-uneHHa re-
TepoapwurbHa rpyna abo 3anuwok o3Hayae MOHOLMK-
niyHe 5-10-yneHHe apomMaTuyHe Kinbue, Take K 5-
abo 6-uneHHe kinbue, sike MICTUTb, NPUHANMHI, OAMH
retepoaToMm, Hanpuknag 1, 2 abo 3 reTepoaTomm,
BnbpaHux 3 O, S i N. Mpuknagu BknovaroTb Nipuan-
NbHY, NipasuHINbLHY, NIPUMIAWHINBLHY, NiPUOAA3UHINBHY,
dypaHinbHy, TieHINbHY, Mipa3oniauHinbHy, niponinkb-
Hy, OKCagia3oninbHy, OKCa30MninbHY, i30KCa30MimnbHY,
TiasonineHy, TiagiasoninbHy, imigasoninbHy Ta nipa-
3oninbHy rpynu. ®dypaHinbHa, TieHinbHa, nipuannbHa
N NipMMigunbHa rpynum € Kpawmmu.

Konu A abo A’ o3Hayvae 5-10-4neHHUI retepoa-
PUIBHbBIA 3anULLIOK, KOHAEHCOBaHWI 3 GOEHiNbHO, 5-
10-4neHHo reTepoapusibHo, 5-10-4neHHoK reTe-
pouuknineHoto abo Cse KapbOLMKMINBHOK rpyrnoto,
BiH 3BMYaAMHO KOHAEHCOBaHWA 3 (EeHinbHUM, 5-6-
YNeHHVM retTepoapunbHUM abo 5-6-4neHHUM reTepo-
LMKNINbHUM Kinbuem. Binbll Kpalle BiH KOHOEHCOBa-
HWUIA 3 PEHINBbHUM KinbLeMm.

Konn A abo A’ o3Havae peHinbHy rpyny, KOH-
AEeHCoBaHy 3 [00aTKOBO (PeHinbHO0, 5-10-4neHHo
reTepoapunbHoOL0, 5-10-4fIeHHOK reTepPOLMKITINBbHOK
a60 Cs.s KapbOLIMKNINBHOW rpynoto, BOHa NEPEBaXKHO
KOHOEHCOBaHa 3 (eHiNbHUM, 5-6-4neHHUM retepoa-
punbHUM abo 5-6-4neHHUM reTepoLMKNINbHUM Kinb-
uemM. binbw kpawe BOHa KoHOeHcoBaHa 3 5-6-
YNEeHHMM reTepoapunbHuM abo reTepoUMKNINbHUM
Kinbuem. HanbinbL kpalle BoHa kOHAeHcoBaHa 3 1,4-
AioKcauUMKIorekcaHoBMM KinbLEeM.

BukopuctoByBaHuin TyT TepMiH 5-10-yneHHa re-
TepouuknineHa rpyna abo 3anuwok o3Havyae MOHOL M-
KniyHe HeapomMaTu4yHe, HacudeHe abo HeHacuyeHe
Cs-C1o kapbouukniyHe Kinbue, y skomy oguH abo ge-
Kinbka, Hanpuknag 1, 2 abo 3, aTomiB ByrneL 3ami-
HeHi Ha 3anuwok, BubpanHunm 3 N, O, S, S(O) i S(O)..
3BMYarHO BiH 03Ha4aEe 5-6-4neHHe KinbLe.

MpuaoaTHi reTepouuKninbHI rpynu N 3anuLukn
BKMIOYaOTb MipasoniavHinebHy, ninepuaunbHy, nine-
pasviHinbHy, TIOMOPONiHINBHY, S-okco-
TioMopdoniHiNbHY, S,S-aiokco-TioMOPdONiHINbHY,
MOPONiHINBLHY, MNIPOMIANHINBLHY, NIPOMIHINLHY, iMiaa-
30MiAVHINBHY, iMigasoniHinbHy, 1,3-4i0OKCONaHinBHy,
1,4-piokconaHinbHy, 1,2-giokcaumknorekcuneHy, 1,3-
OioKCauMKIorekcunbHy, 1,4-0ioKCaunKOrekCuribHy 1
nipasoniHinbHy rpynu 1 3anuwku. Kpawmmu retepo-
LUMKNiNbHUMK rpynamun € ninepasuHinbHa, niponiguHi-
NbHa, MopdoniHinbHa 1 1,4-giokcaumknorekcaHinbHa
rpynu, 30KkpemMa MopdoniHinbHa n 1,4-
AioKcauMKorekcaHinbHa rpynu.

Konm A abo A’ o3Hayae 3asHayeHun 5-10-
UYNEHHUN TeTepOUMKNINbHUA 3anuLLOoK, KOHOEHCOBa-
HUN 3 O0OATKOBOK (PeHINbHOW, 5-10-4neHHo reTe-
poapubHO, 5-10-4nNeHHOK reTepouuKninbLHO abo
Cs-6 kapOOLWMKNINBLHOK TPYNoto, BiH MNEPEBAXHO KOH-
OeHCoBaHU 3 PeHinbHUM, 5-6-4neHHNM reTepoapu-
NbHUM ab0 5-6-4neHHUM reTePOLMKNINBHUM KinbLeM.
BinbL Kpalle BiH KOHOEHCOBAHUN 3 PEHINbHUM Kiflb-
Lem.



11

3 MeTol YHUKHEHHSI HeBU3Ha4YeHOCTi, He3Baxa-
oYM Ha Te, L0 BULLIEHABEAEHI BU3HAYEHHS retepoa-
PUNBHBIX | reTepouuKninbHMX rpyn ctocytoTbes “N”
3anuLLKy, SKUA MoXe BGyTu NPUCYTHIM Y KinbLi, KBani-
hikoBaHOMY XiMiKy TakoX € oveBuAHUM, Wo N-aTtom
MOXe MpoToHyBaTuUCs (ab0 HeCcTM 3aMiCHUK, SIK BU-
3Ha4YeHO BULLE), AKLIO BiH NPUEOHAHUA OO KOXHOrO 3
po3TallOBaHUX MOPYyY aTOMIB KifbUs Yepes3 oauHap-
HWI 3B'AA30K.

BukopucTtoByBaHuii TyT TepmiH Cs.s kKapboumkniy-
HWUIA 3amnMLLIOK O3Ha4Yae MOHOLUMKIIYHE HeapoMaTuiHe
Hacv4yeHe abo HeHacuveHe BYrNeBOAHEBE KinbLie,
ke Mae Big 3 0o 6 aTomiB Byrneuto. NepeBaxHO BiH
O3Hayae HacuyeHe ByrneBoaHeBe kinbue (To6TO,
UMKNOoarnkinbHWIA 3anuLiok), Wo Mae Big 3 go 6 atomis
Byrneut. lMpuknagu BKNOYaOTb LMKIONPOMIif, LMK-
no6yTnn, UMKIMONEHTUN i LMKIOrekcun.

Konn A abo A" o3Hayae 3a3HayeHy Cs.¢ kKapboum-
KninbHY rpyny, KOHAEHCOBaHy 3 A0AAaTKOBOK (PeHinb-
HOt0, 5-10-4neHHO reTepoapurbHo, 5-10-4neHHOo
retepouukninbHolo abo Css kapOOUUKMINbLHOW Tpy-
Mo, BOHA MEpPEBaXXHO KOHAEHCOBaHa 3 (PeHinbHUM,
5-6-uneHHVM reTepoapunbHuM  abo  5-6-4neHHUM
reTepoUUKNINbHUM KinlbLiEM.

Konn 3asHayeHi eHinbHWIN, reTepoapurbHUi,
reTepoUMKINbHUIA | KapOoUMKNINbHUA 3anuwkn 3a-
MileHi gBoMa abo TpboMa 3aMiCHUKaMu, nepeBaXHo
He Ginbl HiX OOWH 3aMiCHMK BMOpaHWi i3 uiaHO Ta
HiTpoO.

3BUYaNHO peHinbHi, reTepoapusbHi, reTepoLmk-
NiNbHi 1 KApOOLMKNINbHI 3anuLKn B Rl, R%i R® € He-
3amillieHuMn abo 3amilleHi 1, 2 abo 3 HesamilweHMKn
3aMiCHUKamu, sKki € ogHakoBMK abo pisHUMK 11 BMO-
paHi 3 ranoreny, Ci.4 ankiny, Ci.4 ankokcu, Ci.4 rano-
ankiny, Ci.4 ranoankokcu, rigpoken n -NR'R”, ne
kKoxHun R" i R” € ogHakoBMM abo pi3HMM i 03Havae
BoaeHb abo Ci.4 ankin. binbw 3BMYanHO, y LbOMY
BapiaHTi, UMKNiYHa rpyna B RS ¢ He3amilLleHoto, a ge-
HINbHI, reTepoapwnbHi, reTepounKninbHi 1 kapbouuk-
NiNbHI 3anuwkm B rpynax A i A’ € HesamileHnMK aGo
3amilleHi 1, 2 abo 3 He3aMmilLleHUMM 3aMiCHUKaMU, SKi
€ 0AHaKoBUMM abo pisHMMK 11 BUBpaHi 3 ranoreny, Ci.
4 ankiny, Ci.4 ankokcu, Ci.4 ranoankiny, Ci.4 ranoan-
Kokecw, rigpoken n -NR'R™, ge koxHui R” i R € oa-
HakoBMM abo pi3HMM i 03Ha4ae BogeHb abo Ci.4 an-
Kin.

[MepeBaxHO (peHinbHi, reTepoapurbHi, retepoumn-
KMiNbHi 1 KapboUMKNINbHI 3anvwikn B R, RiR% ¢
He3aMmilweHnmMn abo 3amiwleHi 1, 2 abo 3 Hesamille-
HUMW 3aMiCHMKaMWU, SIKi € OQHAKOBMMK abo PisHUMU 1
BMOpaHi 3 ranoreHy, rigpokcu, Ci.4 ankiny, Ci.4 ankok-
cn, Ci.4 ranoankiny  Ci.4 ranoankokcu. binbw 3su-
YanHo, Yy LUbOMY KpaLloMy BapiaHTi, UMKIiYyHa rpyna B
R” € He3aMilleHo 11 deHinbHi, reTepoapunbHi, rete-
POUMKIINbHI 1 kapOoumnkninbHi 3anuwkn B A i A e
He3aMmilweHnmMn abo 3amiwleHi 1, 2 abo 3 Hesamille-
HUMW 3aMiCHMKaMWU, SIKi € OQHAKOBMMK abo PisHUMU 1
BMOpaHi 3 ranoreHy, Ci4 ankiny, Ci.a ankokcu, Cia
ranoankiny u Ci.4 ranoankokcu.

BinbL Kpalle deHinbHi, retepoapunbHi, retepo-
LMKRiNbHI i kapGoumkninbHi 3anuwkm B RY, R i R €
He3amileHMMn abo 3amilieHi 1 abo 2 He3aMileHUMKn
3aMiCHUKaMU, siki € oaHaKoBMMK abo pisHUMUK 11 BMG-
paHi 3 ranoreHy, Hanpuknag xmnopy n dgTopy, rigpok-
cu, Ci- 4 ankiny, Hanpuknag, metuny n Ci.4 ankokcu.
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BinbL 3BMYariHO, y LbOMY BapiaHTi, UMKNiYHa rpyna B
R®e He3aMiLLEHO N (PeHinbHI, reTepoapusbHi, rete-
POLMKNINBHI 1 KapOOUMKNINbHI 3anviwku B rpynax A i
A’ € He3aMileHuMK abo 3amiweHi 1 abo 2 He3amille-
HUMW 3aMiCHMKaMW, SiKi € O4HAKOBUMKU abo Pi3HUMM 1
BMbpaHi 3 ranoreHy, Hanpuknag xnopy n gtopy, Cia
ankiny, Hanpuknag, metuny n Ci., ankokcu.

3BnyariHo koxHa rpyna A € ogHakoBot abo pis-
HOI N 03Ha4ae eHinbHy, 5-6-4uneHHy retTepoapunb-
Hy abo 5-6-uneHHy reTepouMKIiNbHY rpyny, sika €
HeoOOB'A3KOBO KOHAEHCOBAHOIO 3 40AATKOBOK (heHi-
NBHOI0, 5-6-4YNIEeHHOK reTepoapurbHO, 5-6-4neHHOo
retepouukninbHol abo Cs.s KapOOLMKMINbLHOW rpy-
noto. MNepeBaxHO KoxHa rpyna A € ogHakoBow abo
pi3HOIO 11 03Ha4Yae eHinbHy abo 5-6-uneHHy retepo-
apwnbHy rpyny, sika € Heob0B'sI3KOBO KOHAEHCOBaHO
3 [04aTKOBOK (PEHiNbHOW, 5-6-4NeHHOoK retepoapu-
NbHO abo 5-6-4NeHHOK reTEPOLMKIINBHOK rPYMoto.
Binblw kpawe koxHa rpyna A € ogHakoBol abo pis-
HOM I 03HaA4Ya€e HeKOHAEeHcoBaHy (eHinbHy abo 5-6-
YNeHHy reTepoapurbHy rpyny abo o3Havae eHinbHe
KifbLie, KOHOEHCOBaHe 3 4OAATKOBOK (PEHiNbHOW, 5-
6-UneHHo reTepoapunbHo abo 5-6-4neHHoWi re-
TepoumknineHot rpynoto. Konm A osHavae 5-6-
UYNEeHHy reTepoapunbHy rpyny, BOHa MNEPEBaXHO
Oo3Ha4ae NipuMIanHINLHY, dypaHineHy abo TiEHinbHY
rpyny. Konnm A 03Hayae KOHOEHCOBaHy rpymny, BoHa
nepeBaXHO O3Ha4ae (PEHINbHY rpyny, KOHAEHCOBaHY
3 5-6-UneHHO reTepoLMKIINBHO rPyrot, HaWbINbLL
Kpawe 1,4-0ioKcaumKorekCUnbHOK rpynoto.

pyna A 3BMYariHO € He3awmilleHow abo 3amille-
Ha 1 abo 2 He3aMilleHNMK 3aMiCHUKaMK, ki € odHa-
KOBMMU abo0 pi3HMMK i BMOpaHi 3 ranorexy, rigpokcu,
Ci.4 ankiny 1 Cy.4 ankokcu. binbw 3BnyanHo, Ui 3ami-
CHUKM BWUOpaHi 3 ranoreHy, Ci.4 ankiny n Ci, ankok-
curpyn.

3BuyariHo koxHa rpyna A" € ogHakoBoto abo pis-
HOK M O3Ha4ae (peHinbHy, 5-6-4neHHy retepoapwusb-
Hy abo 5-6-4neHHy retepoumknineHy rpyny, i Heobo-
B'AI3KOBO KOHOEHCOBaHa 3 [0OaTKOBOK (WEHINbHOL0,
5-6-4neHHoiI reTepoapunbHO, 5-6-YNEeHHOK reTepo-
umkninbHoto abo Cszs KapOOUMKMINBHOK  IPyMnoto.
BinbLw 3BuyariHo rpyna A" o3Hayae HeKOHAEHCOBaHUM
deHin, 5-6-uneHHuin retepoapun abo 5-6-4neHHUN
retepouuknin. Hainbinbw kpaiwle A’ o3Hayae HEKOH-
OeHcoBaHy 5-6-uneHHy reTepoapunbHy abo retepo-
LMKNiNLHY rpyny, Hanpuknag nipuaun, niponiguHin i
MOpdOniHin, 3okpema nipnamn i MopdoniHin.

3BuyariHo rpyna A’ € He3amiweHow abo 3amiule-
Ha 1 abo 2 He3aMilleHUMK 3amMiCHUKaMK, SKi € ogHa-
KOBUMUK abo pi3HMMM 11 BUOpaHi 3 ranoreny, Ci.4 anki-
ny n Cio ankokcu. [lepeBaxHo rpyna A’ €
He3aMilLleHol0.

3BnYyanHo Het o3Havae -O- , -S- abo -NR’-, gpe R’
o3Hayae BoaeHb abo Ci., ankin. binbw kpawe Het
o3Ha4yae -O- abo -NR’-, pe R" o3Hauyae BogeHb abo
Ci-2 ankin. binbw kpawe Het o3Havae -O- .

3BnyariHo Het” osHavae -O- , -S- abo -NR’-, ge
R’ o3Hauvae BogeHb abo Ci. ankin. binbw kpawe Het’
o3Hayae -O- abo -NR’-, ge R’ o3Hayae BoaeHb abo
Ci.2 ankin. Konu Het” osHauae -NR’-, R" nepeBaxHo
03Ha4ae MeTun.

3BMYaNHO KOXHMIN L € ogHakoBUM abo pPi3HUM i
o3Hayae Ci.4 ankineH. binbw kpaule koxHui L Hesa-
nexHo BuOpaHWi 3 MeTurneHy, H-eTuneHy abo H-
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nponinexy.

MepeBaxxHO KOXHUIN L* € ogHakoBMM abo pi3HUM i
o3Hayae BoaeHb abo Ci.» ankinbHy, Ci.2 ranoankinb-
Hy, Ci rigpokciankineHy abo Clz amiHoarnKinbHy
rpyny. 3BuyariHO Lj KpaLlj 3anmiikm L/ BMbpaHi 3 Boa-
HIO N C1 ankinbHux, Ci., ranoankineHux i Ci1-, rigpo-
KCiankinbHMX rpyn.

Binbw kpawe koxHUM L° € ogHakoBuMm abo pis-
HUM i o3Ha4vae BogeHb, Ci., ankin, Ci» amiHoankin
abo Ci» rigpokciankin. 3BuyanMHO Ui Ginbll Kpalui
sanmwkn L’ BMOpaHi 3 BogHto, Ci, ankiny n Ci, rig-
pokciankiny.

Konun L° osHavae Ci» ankin, BiH nepeBaxHO
o3Hayae meTunbHy rpyny. Konm L* o3Havae Ci-, rig-
p0|<0|an|<|n BiH NepeBaxHo o3Havae -(CH2),OH. Konu
L' osHauae Cy., amiHoarnkin, BiH nepeBaXHO O3HA4ae -
(CH>)2-N(CHj3)a.

Konu R* o3Hauae -A, R 3BuuaiiHoO o3Hauae de-
HiNbHy abo 5-6-uneHHy reTepoapurnbHy rpyny n He-
000B'A3KOBO KOHAEHCOBaHWUIA 3 AOAATKOBOK (OEHiNb-
Hol, 5-6-uneHHol reTepoapunbHolo abo 5-6-
HI1eHHO reTepouuKninebHo rpynot. binbw kpawe
R! o3Hauae deHin, 5-6-uneHHun retepoapun abo
eHin, KOHAEHCOBaHWI 3 A0AATKOBOK (PeHinbHo, 5-
6-4neHHo retepoapunbHo abo 5-6- qneHHoro rete-
POLMKIINbHOI rpynoto. binbl kpawe R' o3navae
deHin, nipumigunHin, dypanin abo TieHin, abo o3Ha-
Yyae eHinbHy rpyny, KoHgeHcoBaHy 3 1,4-
/J,IOKCE\LI,VIKJ‘IOFGKCVIJ‘II:HOFO rpynoto.

Konn R o3Hauae -A, R 3B1YaiiHO € He3amille-
HUM abo 3amiweHnn 1 abo 2 HesamilweHUMK 3amic-
HUKaMK, ki € ogHakoBUMK abo pisHUMK 11 BUOpaHi 3
ranoreny, rigpokcu, Ci4 ankiny n Ci.s ankokcu. 3Bu-
YarHO Ui Kpalli 3amicHukn BubpaHi 3 ranoreHy, Ci.a
ankiny n Ci.» ankokcu. Kpawym ranoreHoBum 3amic-
Hukom € cbtop. Kpawmm Ci.4 ankinbHMM 3aMiCHUKOM €
meTun. Kpawi Ci, ankoKcu 3amiCHMKW BKOYalOTb
METOKCU 1 ETOKCMU.

Konn R' o3vauae -A-A’, R' 3BuuaiiHo o3Hauae
3anuwok -geHin-A’, gpe A° 03Ha4yae HEKOHOEHCOBaHy
5-6-uneHHy retepouumkninebHy rpyny. binbw kpawe A’
03Ha4ae MopdoniHin.

Konn R* osHauae -A-Het-L-Het'-L’, R! 3BuuaiiHo
O3Havae 3anuuwok -geHin-O-L-Het’-L". L 3Bu4yanHo
o3Hayae H-eTuneH. Het’ 3BnyainHo o3Ha4vae -O- abo -
NR’-, ne R" o3Hayae BogeHb abo Ci, ankin. BinbLw
Kpawe Het” o3Hauae -O- abo -NMe- . L* 3BnyanHo
o3Havyae metnn abo Ci, amiHoankin, Hanpuknag -
(CH>)2-N(CHj3),. MNMepeBaxHo L' osHauae MeTI/IJ'I

Konn R' osHauae -A-Het-L-A’, R' 3BuuaiiHo
O3Havae 3anuuok -geHin-0O-L-A". L 3BI/IHaVIHO 0O3Ha-
Yae MeTurneH abo H-MponineH, NepeBaxHO METUIEH.
A’ 3BMYaliHO o3Hayae 5-6-uneHHwin retepoapun abo
5-6-4neHHy reTepouukninbHy rpyny. 3BuM4arnHo rpyna
A’ € He koHaeHcoBaHow. binbw kpawe A’ o3Havae
HEKOHOEHCOBaHy 5-6-4neHHy reTepoapunbHy abo
reTepouMKIinbHy rpyny, Oinbl Kpalle He3amilleHy
nipyanneHy, NiponiavnHineEHy abo MopdoniHinbHY rpy-
ny. BinbL 3BMYaliHO, Y LbOMY BapiaHTi Ui KpaLlli rpynu
A BMOpaHi 3 HEKOHOEHCOBaHUX 5-6-UNeHHMX reTepo-
apunbHbIX TPyn, NEpPEBaXHO He3aMilLleHUX nipuannb-
HUX rpyn.

Korm R o3sHauae -A-A’, -A-Het-A", -A-L-A’, -
Het-L-A", -A-L-Het-A", -A-Het-L-Het'-A" abo -A-Het-L-
Het’-L’, rpyna A 3BM4yaiHO € He3amilleHow abo 3a-
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MiweHa 1 abo 2 He3amileHMMK 3aMiCHUKaMK, SIKi €
onHakoBuMM abo pisHMMK 1 BUGpaHi 3 ranoreHy, Cia
ankiny n Ci, ankokcw. binbw kpawe rpyna A € Hesa-
MileHoto abo 3amillleHa aTOMOM ranoreHy, 3okpema
dpTopy. HanbinbL Kpal.ue rpyna A € He3aMmilleHolo.
MoaibHMM YnHOM, KONKn R' o3Hauae -A- A’, -A-Het-A",
A-L-A’, -A-Het-L-A", -A-L-Het-A’, -A- Het-L-Het’-A’
abo -A-Het-L-Het'-L’, 3BuyainiHo rpyna A" € He3ami-
LeHot abo 3amiweHa 1 abo 2 He3aMmiweHMMN 3amic-
HUKaMK, sIKi € ogHakoBuUMKM abo pisHMMK 11 BUBpaHi 3
ranoreHy, Ci4 ankiny n Ci.» ankokcu. binblw kpaiie
rpyna A’ € He3aMiLLleHO0.

Konm R! osHavae ranoreH, BiH 3BMYaMHO SABISE
coboto atom xropy, 6pomy abo roay, Ginblw Kpalye
atom G6pomy abo oy, HanbinbLL Kpalle aTom noay.

Komm R* osHavae Cig ankin, BiH 3BMYallHO ABNSE
coboto Cis ankineHy rpyny, Hanpuknag TpeT-
OyTUNbHY rpyny.

Konn R o3Hauyae Ci4 ankokcurpyny, BoHa 3BU-
yariHo siBnsie coboto Ci- ankokecurpyny, 6inbLu Kpalule
MEeTOKCUrpyny.

MepeBaxHo R! osHavae ranoreH, Ci.4 ankin, Ci»
ankokcu abo 3anuuwok -A, -A-A’, -A-Het-A’, -A-L-A’, -
A-Het-L-A’, -A-L-Het-A", -A-Het-L-Het’-A" abo -A-Het-
L-Het’-L", ne A, A", Het, Het’, L i L Bu3Ha4eHo BuLLe.

Binbw kpawe R! o3Hauae ranore, Hanpuknag,
6pom i 1hop, Ci4 ankin, Ci, ankokcy, -A, -A-A’, -A-
Het-L-A" abo -A-Het-L-Het’-L". bBinbw kpalue R?
O3Havae ranoreH, Hanpuknag 6pom i noa, Ci.4 ankin,
C1-2 ankokeu, -A, -A-A’, -A-O-L-A" abo -A-O-L-Het"-L".

B no,qanbmomy BapIaHTI BMHaxo,uy, R1 03Haqae -
A, -A-A -A- HetA -A-L-A, -AHetLA -A-L-Het-A',
A-Het-L-Het-A' a6o -A-Het-L-Het- L, ne A osHavae
deHinbHy rpyny, ska € HeobOB'A3KOBO KOHAEHCOBa-
HOK 3 A4oAaTKOBOK heHinbHow, 5-10-4yneHHo reTe-
poapuibHo, 5-10-4neHHOo reTepouMKnlanoro a60
Cs.6 KapbOLMKMINbHOK rpymnoto, i A/, Het, L, Het' i L'
BU3Ha4eHi BULLe.

Konn R? o3Hauae Ci.4 ranoankokcu, BiH nepesa-
)KHO 3aMmileHnin 1 abo 2 aToMamu ranoreHis. Kpaum-
MU atomamu ranoreHiB € aromu Xxropy. Konwu R?
o3Hayae Cj.4 ranoankokcu, BiH NepeBaXHO O3Ha4ae -
O-(CHy)s-Cl.

Komu R? o3Hauae -Het-L-A", R? 3BuuyaiiHO 03Ha-
Yae 3anuwok -O-L-A’. L nepeBaXxHO 0O3Hayae H-
nponineH. A’ 3BM4aHO O3Ha4Ya€ HEeKOHAEeHCOBaHy 5-
6-UneHHy reregoummmbHy rpyny, Hanpuknag mop-
¢oniH. Konn R o3Havae -Het-L-A’, rpyna A’ nepeBa-
YKHO € He3aMilLIEHOHD.

Konu R? o3nauae -Het-L-Het'-L’, Het" nepeBaXxHO
o3Havyae -O- abo -NR’-, pe R’ o3Hauyae BogeHb abo
Clz ankin. binbw kpawe Het" o3Hayae -NMe- . Konun
R O3Ha4vae Het L-Het-L", Het nepeBaxHo 03Ha4vae -

. Korm R? osHauae HetL Het’-L", L nepeBaxHo
0O3Hayae H-nponineH. Konu R? o3Hauae -Het-L-Het -
L’, L" nepeBaxHoO 03Haqae -(CH2)>-OH.

MepeBaxHo R? o3sHauae BogeHb, ramnoreH, Cig
ankin, Ci.4 ankokcu, Cy.4 ranoankin, Ci.4 ranoankokcu
abo s3anuuwok -Het-L-A" abo -Het-L-Het’-L", ne Het,
Het’, L, L i A" Bu3HaveHo Buue. binbw kpae R?
o3Havae BoaeHb, Ci.4 ankokeun, Ci.4 ranoankokcn abo
3anuwok -Het-L-A" a6o -Het-L-Het'-L", ne Het, Het’,
L, L i A" BU3Ha4eHo BuLLe.

binbw kpawe R? osHavae BoaeHb, Ci.4 ranoan-
KoKcu abo 3anuuok -Het-L-A” abo -Het-L-Het"-L", ne
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Het, Het’,L,L i A’ BmaHaquo BULLE.

I'IepeBa>KHo R® oaHauae BogeHb abo Cy.p ankin.
Binbw kpawe R® osHauae BO/:I,eHb

[MepeBaXkHO KOXHWIA R* € ogHakosum abo pi3HUM
i 03Ha4vae ranoreH abo Ci.4 ankin. binbw kpawe kKox-
HU R4 € ogHakoBum abo pi3HuM i o3Havae Ci.o ankin,
3okpema MmeTtun. [lepeBaxHO n npuiMae 3HayeHHs
Hynb abo 1. BinbL kpaLe n NPUIMae 3HaYEHHS HyIb.

MepeBaxHo R o3Hauae BoaeHb, Ci4 ankin, Cis
ranoankin, Ci.4 ankokcu abo Ci4 amiHoankin. binbLu
KpaLle R® osHauae BogeHb abo Ci4 ankin, GinbLu
Kpalle BogeHb abo meTun, HaVI6IJ'IbUJ KpaLle BOﬂeHb

3BMYaiHO X y 3anuLUKy R® osHauae -OR/, -NR'R
abo 5-6- ‘-IJ'IeHHy reTepoapmany abo reTepouuknine-
Hy rpyny, Ae R i R’ BusHaueHi Buile. 3BuyaiiHo 3a-
3HayeHa retepoapunbHa abo retepouuknineHa rpyna
€ HesamilleHoo abo 3amiuleHa ogHuM abo gBoma
He3aMilLleH MK 3aMiCHUKaMu, BUOpaHUMU 3 ranorexy,
Ci-4 ankiny, Ci.4 ranoankiny n Ci.4 ankokcu. Nepea-
)KHO 3a3HayeHa retepoapwunbHa abo retepoumkninbHa
rpyna siBnsie coboto reTepoumKnineHy rpyny, 3okpema
ninepasuHineHy rpyny, sika € HesamiweHow abo 3a-
miweHa Ci.o ankinbHOK rpynot. 3BrMYyanHoO RiR y
3anuwiky -NR R'e ofHakoBumu abo pisHMMK K O3Ha-
YyaTb BofeHb abo Ci., ankin.

3Bn4yanHo Rg o3Havae BoaeHb, Ci.4 ankin, Cig
ranoankin, Ci.4 ankokeu, C1.4 amiHoankin ado -CO-X,
[e X BU3HAYEHUI BULLIE.

MepeBaxHo R® osHauae BoaeHb, Ci14 ankin, Cia
ranoankin, Ci.4 ankokcu abo Ci4 amiHoankin. binbLu
kpalle R® o3Hauae BoaeHb.

Kpawwmmu cnonykamv BUHaxoAy € Ti, Y AKUx:

- R' o3Havae ranoreH, Ci.4 ankin, Ci, ankokcw
abo 3anuwok -A, -A-A’, -A-Het-A’, -A-L-A’, -A-Het-L-
A", -A-L-Het-A", -A-Het-L-Het-A" abo -A-Het-L-Het -
L

- R? osHavae BoAeHb, ranoreH, Ci.4 ankin, Cia
ankokcu, Ci.4 ranoankin, Ci.4 ranoankokcu abo 3a-
nuuwok -Het-L-A" abo -Het-L-Het"-L";

- R® o3Havae BogeHb abo Ci.p ankin;

- R* 03Havae BogeHb, ranoreH a6o Ci.4 ankin;

- R® o3Hauae BopeHb, Ci.4 ankin, Ci.4 ranoankin,
C1.4 ankokeu abo Ci.4 amiHoanKin;

- R® o3navae BoaeHb, Ci.4 ankin, Ci.4 ranoankin,
C1.4 ankokeun, C1.4 amiHoankin abo -CO-X, ge x o3Ha-
yae -OR/, -NR'R" a6o 5-6-uneHHy retepoapunbHy abo
reTepouUMKNINbLHY rpyny, ska € HesamileHow abo
3amileHa 1 abo 2 He3aMilLeHUMN 3aMiCHUKaMu, BUO-
paHuMu 3 ranoreHy, Ci.4 ankiny, Ci.4 ranoankiny aéo
Cu.4 ankokey, i R'i R” e ograkosumm a6o pisHUMKU 1
03HayvaloTb BoaeHb abo Ci.4 ankin;

- N NpuMae 3Ha4YeHHs1 Hynb abo 1;

- koXHa rpyna A € opgHakoBow abo pi3How 1
03Havae eHinbHy abo 5-6-uneHHy reTepoapunbHy
rpyny, i HeobOB'A3KOBO KOHOEHCOBaHa 3 AOAATKOBOIO
beHinbHO, 5-6-4neHHo reTepoapunbHo abo 5-6-
UYIEHHOK reTEPOLMKIINBHOK PYMNoto;

- KOXHa rpyna A’ € ogHakoBow abo pisHow W
O3Hayae HeKOHAEeHCOoBaHWM (OeHin, 5-6-yneHHun re-
Tepoapun abo 5-6-4neHHUA reTepoLmKnin;

- KoxHUI Het i Het” € ogHakoBMM abo pi3HUM i
o3Havae -O- , -S- abo -NR’-, pe R’ o3Ha4yae BoaeHb
abo Ci., ankin;

- KOXHUIA L € ogHakoBMM abo pi3HUM i 03Havae
Ci-4 ankineH; i

I
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- KOXHUI L° € ogHakoBMM abo pi3HMM i 03Ha4ae
BofeHb abo Ci, ankinbHy, Ci, ranoankinbHy, Ci;
rigpokciankineHy abo Ci, amiHoankinbHy rpyny;

deHinbHa, reTepoapwibHa, reTepouMKninbHa
rpymm B A i A" € He3awmiweHummn abo 3amiweHi 1, 2
abo 3 HesamilleHnMM 3aMicHUKaMK, SIKi € OHaKOBU-
MK abo pisHMMK 1 BUOpaHi 3 ranoreny, rigpokcu, Ci4
ankiny, Ci.4 ankoken, Ci4 ranoankiny n Ci.4 ranoan-
KOKCH.

Mopanbwmmn KpawmmMy cnofykamu BUHaxody €
Ti, y HKVIX

- R! o3snauae ranoreH, Ci.q ankin, Ci.p ankokcu
abo sanuwok -A, -A-A’°, -A-Het-A’, -A-L-A’", -A-Het-L-
A’, -A-L-Het-A’, -A-Het-L-Het’-A" abo -A-Het-L-Het'-
L

- R? osHauae BogeHb, ranoreH, Ciq ankin, Ciag
ankokcu, Ci4 ranoankin, Ci4 ranoankokcu abo 3a-
nuuwok -Het-L-A" abo -Het-L-Het"-L";

- R® osHauae BoaeHb abo Ci., ankin;

- R* 03Hauae BogeHb, ranoreH a6o Ci.4 arnkin;

- R® osHavae BoaeHb, Ci.4 ankin, Ci.4 ranoankin,
C1.4 ankokeu abo Ci.4 aMiHoanKin;

- R® o3Hauae BopeHb, Ci4 ankin, Ciu ranoarkin,
C1.4 ankokecu abo Ci.4 aMmiHoanKin;

- N NpYMMae 3HaYeHHs Hynb abo 1;

- KOxHa rpyna A € opHakoBol abo pi3HO W
o3Ha4ae deHinbHy abo 5-6-uneHHy reTepoapuribHy
rpyny, i HeO6OB'A3KOBO KOHAEHCOBaHa 3 [OAAaTKOBOH
deHinbHO, 5-6-4neHHo retepoapunbHoto abo 5-6-
YNIEHHOK reTEPOLMKIINBHOK rPyroto;

- koXHa rpyna A’ € ogHakoBow abo pi3HOK 1
0O3Ha4ya€e HeKOHOEHCOBaHWW deHin, 5-6-4neHHun re-
Tepoapwun abo 5-6-4neHHWI reTepouuKnin;

- koxHu Het i Het” € ogHakoBum abo pisHUM i
o3Havae -O- , -S- abo -NR’-, ne R’ o3Havyae BogeHb
abo Ci., ankin;

- KOXHWA L € ogHakoBMM abo pi3HMM i 03Ha4ae
C1.4 ankinex; i

- KOXHuM L° € ogHakoBuM abo pi3HUM O3Hayae
BoAeHb abo Ci.» ankinbHy, Ci., ranoankineHy abo Ci.»
rigpoOKCiankineHy rpyny;

deHinbHa, reTepoapurnbHa, reTepouMKninbHa
rpynn B A i A" € He3amiweHummn abo 3amiweHi 1, 2
abo 3 HesaMilleHUMM 3aMiCHUKaMU, AKi € O4HaKOBMU-
MU abo pisHMMK 1 BUGpaHi 3 ranoreHy, Ci4 ankiny,
Ci.4 ankokeu, Ci.4 ranoankiny n Ci.4 ranoankokcu.

MoganbWwmmMK Kpawummn cnoslykaMy BUHAXOAy €
CMOMyKK, Y AKNX:

- R! o3Hauae ranoreH, Ci.4 ankin, Ci., ankokcu, -
A, -A-A, -A-O-L-A’ abo -A-O-L-Het-L;

- R? o3Hauae BogeHb, Ci.q ranoankokcu abo 3a-
nnwok -O-L-A’ a6o -O-L-Het’-L/;

- R® 03Hauace BogeHb;

- R* oaHauae Ci.» arnkin;

-n npmmmae 3HayeHHst Hynb abo 1;

- R o3Ha4ae BoaeHb abo Ci.4 ankin;

- R® o3Hauae BogeHb, Cis ankin, Ciu ranoankin,
C1.4 ankokeu, C1.4 amiHoankin abo -CO-X, oe x o3Ha-
yae -OR/, -NR'R" a6o 5-6- -UNieHHY reTepoLUMKIIiNbHY
rpyny, sika € He3aM||.ueHo+o abo 3amiweHa Ci.» anki-
NBHOMO rpynoto, i RirR"e OfiHaKoBUMMK abo pi3HUMU i
03HayaloTb BoAeHb abo Ci., ankin;

- KOXHa rpyna A € ofHakoBol abo pi3HOH W
0O3Ha4yae HeKOHAEeHCoBaHy (beHinbHy abo 5-6-4neHHy
retepoapwnbHy rpyny abo o3Havae eHinbHe Kinbue,
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KOHOEeHCOBaHe 3 [0OaTKOBOK  (eHinbHow, 5-6-
UNEeHHOK reTepoapunbHol abo 5-6-uneHHol reTe-
POLUMKNINBHOK FPynolo, 3asHayeHa rpyna A € Hesa-
MilleHoo abo 3amilleHa 1 abo 2 HesamilleHUMu 3a-
MiCHMKamW, SiKi € ogHaKoBUMK abo pisHUMK 1 BUOPaHi
3 rarnoreHxy, ri,D,POKCVI, Ci1.4 ankiny v Ci.4 ankokcu;

- KoXHa A’ € ogHakoBo abo pi3HO i 03Havae
He3aMilleHy 5-6-uneHHy reTepoapunbHy abo retepo-
UUKNINbHY rpyny;

- KOXHU Het” € ogHakoBMM abo pi3HUM i 03Ha4ae
-O- abo -NR’-, e R’ o3Havyae BogeHb abo C1.o ankin;

- KOXHUIA L € ogHakoBMM abo pi3HUM i o3Havae
MEeTWUINEH, H-eTuneH abo H-nponinex; i

- koxHuit L' € OfHaKoBUM abo pi3HMM i O03Ha4ae
BoAeHb, Ci.» ankin, Ci.2 ranoankin, Ci-» rigpokciankin
abo Ci., amiHoankin.

3BMYaHO B UMX MOAanblUMX Kpawmx croriykax
BMHaxogy, Ri o3Havae -A, -A-A , -A-O-L-A! abo -A-O-
L-Het’-L’, i KOXXHa rpyna A o3Hayae HeKoHOEeHCOBaHy
deHinbHy rpyny, abo o3Hayae eHinbHy rpyny, KOH-
JeHcoBaHy 3 0oOAaTKOBOK (PeHinbHO, 5-6-4neHHOo
retepoapunbHol0 abo 5-6-4neHHOK reTepouMKninb-
HOHO rPYymMoto.

MoganbwmMK Kpawmmm crnonykamym BuUHaxody €
noxigHi xiHasoniHy dopmynu (1a) i ix dapmaueBTU4HO

NPUIHATHI coni:
N=\
|

N
N\//

(12)

ne:
- R" o3Hauae ranoreH, Ci.4 ankin, Ci.o ankokcu, -
A, -A-A’, -A-O-L-A" a6o -A-O-L-Het"-L";

- R? osHavae BoaeHb, Ci.4 ranoarnkokcu abo 3a-
nuwok -O-L-A” abo -O-L-Het"-L";

- koxHa rpyna A € opgHakoBow abo pi3HOW W
o3Havae deHin, 5-6-4neHHun retepoapun abo deHin,
KOHOEHCOBaHUA 3 [0AaTKoBOK (beHinbHow, 5-6-
UINEHHOK reTepoapunbHol abo 5-6-uneHHo reTe-
POLMKIINBHOK FPynoto, 3asHaveHa rpyna A € Hesa-
MilleHoo abo 3amiweHa 1 abo 2 HesamilleHUMn 3a-
MiCHUKamu, Siki € ofgHaKoBMMU abo pisHMMK 11 BUOpaHi
3 ranoreHy, Ci.4 ankiny n Ci., ankokcu;

- KOXHa rpyna A’ € ogHakoBow abo pisHo W
03Ha4ae He3aMmileHy 5-6-4neHHy reTepoapunbHy abo
reTepoLUUKninbLHy rpyny;

- KOXHU Het” € ogHakoBMM abo pi3HUM i 03Ha4ae
-O- abo -NR’-, e R’ o3Havae BogeHb abo Ci., ankin;

- KOXHUIA L € ogHakoBMM abo pi3HUM i 03Havae
MEeTWUINEH, H-eTuneH abo H-nponinex; i

- KOXHui L° € ogHakoBuM abo pi3HUM i o3Havae
BoAeHb, Ci-; ankin abo Ci-, rigpokciankin.

Mopanbwmmn Kpawumm crnonykamm BUHaxody €
noxigHi xiHasoniHy cdopmynu (Ib) i ix dpapmaueBTUYHO
NPUAHATHI coni
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N=\
! N
N\//

HN
(R)m O (1b)
NN
>
ne:

- koxHuit R? € ogHakoBum a6o pi3HUM | 03Ha4ae
ranoreH, Ci.4 ankin aéo Ci.4 ankokcu, nepeBaxHo Ci.4
ankin, 6inbw kpate Ci-» ankin;

- n npunmae 3HaveHHs 0, 1 abo 2;

- koxkHuit R € OAHaKoBMM abo pi3HUM i o3Havae
ranoreH, Ci.4 ankin abo Ci.4 ankokcu, nepeBaxHo Ci.»
ankokcu; i

- m npunmae 3HadveHHs 0, 1 abo 2.

MoganbwmmMmn Kpawummn cnomnykamyv BUHAxXoay €
noxigHi xiHasoniHy cpopmynu (Ic) i ix papmaueBTU4HO
NPUNRHATHI coni.

N=\
! N
N\//

HN
(R)m O (Ic)
N
o
ae:

- koxHuit R* € ogHakoBum a6o pi3HUM | O3Ha4ae
ranoreH, Ci.4 ankin abo Ci.4 ankokcu, nepeBaxHo Ci.4
ankin, 6inbw kpawe Ci-» ankin;

- N npunmae 3HadveHHs 0, 1 abo 2; i

- R osnauae -A', -Het-A', -L-A’, -Het-L-A', -L-Het-
A, -Het-L-Het-A' a6o -Het-L-Het-L', npe A, Het, L,
Het i L' BusnaueHi BULLIE.

OcobnuBo kpawli cnonyku copmynu (I) Bkmova-
10Th!

1. (6-Vop-xinasoniu-4-in)-(4-[1,2,4]Tpnason-1-in-
deHin)-amiH.

2. (6-TpeT-ByTun-xiHasonin-4-in)-(4-
[1,2,4]tpnaszon-1-in-ceHin)-amiH.

3. [7-(3-Xnop-nponokcu)-6-MeToKCK-XiHa3omMiH-4-
in]-(4-[1,2,4]Tpnason-1-in-eHin)-amiH.

R

4. [6-MeTokcu-7-(3-mopdoniH-4-in-nponokeu)-
xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-cdeHin)-amiH.
5. [6-(3,4-OndbTop-deHin)-xiHazoniH-4-in]-(4-

[1,2,4]Tpnason-1-in-ceHin)-amiH.

6. [6-(4-Xnop-3-cTop-heHin)-xiHazoniH-4-in]-(4-
[1,2,4]tpnaszon-1-in-ceHin)-amiH.

7. [6-(3-®PTOp-4-MeTOKCU-(PeHin)-xiHasoniH-4-in]-
(4-[1,2,4]Tpnason-1-in-geHin)-amiH.

8. [6-(4-ETokcu-3-cpTop-eHin)-xiHazoniH-4-in]-
(4-[1,2,4]tpnason-1-in-deHin)-amiH.

9. {6-[3-PTOp-4-(2-MeTOKCI-eTOKCM )-heHin]-
xiHasoniH-4-in}-(4-[1,2,4]Tpnason-1-in-geHin)-amiH.

10. [6-(3,4-OumeToKkcu-tbeHin)-xiHasoniH-4-in]-(4-
[1,2,4]tpnaszon-1-in-ceHin)-amiH.

11.  [6-(3,4-OieTokcu-beHin)-xiHasoniH-4-in]-(4-
[1,2,4]tpnaszon-1-in-ceHin)-amiH.

12. {6-[4-(2-OAnmeTunamiHo-eToKcK)-peHin]-
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xiHa3oniH-4-in}-(4-[1,2,4]tpnason-1-in-deHin)-amiH.

13. {6-[4-MipnounH-4-inmeToKcn)-deHin]-
xiHasoniH-4-in}-(4-[1,2,4]rpnason-1-in-deHin)-amiH.

14. [6-(4-MopdoniH-4-in-ceHin)-xiHa3oniH-4-in]-
(4-[1,2,4]rpnason-1-in-deHin)-amiH.

15. [6-(2,3-Avriapo-6eHso[1,4]ai0KCHH-6-in)-
xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH.

16. [6-(2-MeTokcuK-nipuMianH-5-in)-xiHasoniH-4-
in]-(4-[1,2,4]tpnason-1-in-eHin)-amiH.

17. (6-TiodpeH-2-in-xiHazoniH-4-in)-(4-
[1,2,4]tpnason-1-in-deHin)-amiH.

18. [6-(4-MeTtun-TiodeH-2-in)-xiHazoniH-4-in]-(4-
[1,2,4]tpnason-1-in-deHin)-amiH.

19. (6-PypaHn-2-in-xiHasoniH-4-in)-(4-[1,2,4-
Tpunason-1-in-peHin)-amiH.
20. {6-[4-(2-AnmeTnnamiHo-eTokcwn)-3-hTop-

deHin]-xiHasonin-4-in}-(4-[1,2,4]rpnason-1-in-deHin)-
amiH.

21. (6-bpom-xiHa3oniH-4-in)-(4-[1,2,4]tpnason-1-
in-cpeHin)-amiu.

22. N-(2-{2-®Top-4-[4-(4-[1,2,4]TpHaszon-1-in-
theHinamiHo)-xiHa3omiH-6-in]-ceHokcm}-etun)-N,N' N'-
TpumeTun-eTaH-1,2-giamix.

23. [6-(3-13onponokcu-4-meTokeu-eHin)-
xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH.

24. [6-(4-PTOp-3-i30NpONoKCU-eHin)-xiHa3omniH-
4-in]-(4-[1,2,4]Tpnason-1-in-ceHin)-amiH.

25. {6-[3-PTOpP-4-(3-NiponigmH-1-in-nponokcw)-
deHin]-xiHasonin-4-in}-(4-[1,2,4]rpnason-1-in-deHin)-
amiH.

26.  {6-[3-PTOpP-4-(3-MOpPGONIH-4-ir-MPOMOKCK)-
deHin]-xiHasonin-4-in}-(4-[1,2,4]rpnason-1-in-deHin)-
aMmiH.

27. [6-(3,4-AumeTokcmn-deHin)-xiHa3oniH-4-in]-(2-
meTun-4-[1,2,4]Tpmuason-1-in-geHin)-amiH.

28. 1-(4-{6-[3-PTOp-4-(2-MeTOKCi-eTOKCU)-DEHIN]-
xiHa3oniH-4-inamiHo}-deHin)-5-meTnn-1H-
[1,2,4]tpnason-3-kapboHOBY KMCMOTY.

29. 1-{4-[6-(3,4-OumeTOKCM-DEHIN)-XiHa30rmMiH-4-
inamiHo]-cpeHin}-5-metun-1H-[1,2,4]tpnason-3-
kapboHOBY KMCMOTY.

30. AumeTtunawmig 1-{4-[6-(3,4-aMmeTOoKCU-PEHInN)-
xiHa3oniH-4-inamiHo]-eHrin}-5-meTun-1H-
[1,2,4]Tpnason-3-kapboOHOBOT KUCMOTH.

31. Metunamig 1-(4-{6-[3-dpTOp-4-(2-MeTOKCI-
eToKcn)-peHin]-xiHazoniH-4-inamiHo}-geHin)-5-
meTun-1H-[1,2,4]tpnason-3-kapboHOBOI KUCTOTU.

32. Oumetunamig 1-(4-{6-[3-dpTOp-4-(2-METOKCI-
€TOoKCK)-heHin]-xiHazoniH-4-inamiHo}-deHin)-5-
meTun-1H-[1,2,4]tpnason-3-kapboHOBOI KMCTOTL.

94601 20
33. (6-Bpom-xiHasoniH-4-in)-(2-meTnn-4-
[1,2,4]Tpnason-1-in-ceHin)-amiH.
34. [1-(4-{6-[3-PTOp-4-(2-MeTOKCi-eTOKCU)-

deHin]-xiHasoniH-4-inamiHo}-eHin)-5-metun-1H-
[1,2,4]Tpnason-3-in]-(4-meTun-ninepa3vH-1-in)-
METaHOH.

35. 2-MeTtokcm-4-[4-(4-[1,2,4]tpnason-1-in-
deHinamiHo)-xiHa3oniH-6-in]-cdeHon.

36. 2-MeTtokcmn-5-[4-(4-[1,2,4]tpnason-1-in-
deHinamiHo)-xiHa3oniH-6-in]deHon.

37. {6-[3-PTOp-4-(2-MeTOKCi-eTOKCU)-dDEHIN]-
XiHa3oniH-4-in}-(2-metun-4-[1,2,4]tpnason-1-in-
deHin)-amiH.

i iX papmaueBTUYHO NPUAHATHI coni.

Crnonyku dopmynu (1), aki mictaTb oanH abo age-
Kinbka xipanbHUX LLEHTPIB MOXYTb 3aCTOCOBYBaTUCS B
eHaHTiomepHo abo adiactepeoMepHO YUCTOMY BUIMS-
4i, abo y BurnsAai cymiwi isomepis. 3 METOH YHUKHEH-
HSl HeBW3Ha4yeHOoCTi, crnonykn cdopmynu () MoxyTb,
6axxaHo, BUKOPWCTOBYBATUCHA Yy BUIMSAAI CONbBaTiB.
Oani, 3 MeTol0 YHUKHEHHS HEBU3HAYEHOCTI, CMOMyKU
BMHaXO4y MOXYTb 3acCTOCOBYBaTuCA B Byab-sikin Tay-
TOMEPHIN opMi.

BukopuctoByBaHui TyT TepMiH, papmaueBTU4HO
NPUAHATHa Cinb O3Hayae cinb i3 dapmaueBTUYHO
NPUAHATHOIO KMUCMNOTOK abo ocHoBow. PapmaueBTu-
YHO MPUMAHATHI KUCNOTW BKMOYalOTb SK HeopraHidHi
KMCMOTKU, TakKi SK consiHa, cipyaHa, docdopHa, nipo-
doccopHa, 6pomucTo-sogHeBa abo asoTHa KucnoTta
N OpraHiyHi KUCNoTW, Taki SK NMMOHHa, ¢ymaposa,
ManeiHoBa, s6nyyHa, ackopbiHoBa, OypLTMHOBA,
BMHHA, 6EH30MHa, OLTOBa, METaHCYNb(OHOBA, eTaH-
cynbgOHOBA, 6eH3oncynbdoHoBa abo n-
TonyoncynboHoBa kucnota. ®apmaueBTUYHO npu-
MNHSATHI OCHOBW BKIOYalOTb iAPOKCUAN MYXHOro me-
Tany (Hanpuknag, HaTpito abo kanit) i nyxHoseme-
nbHOro MeTany (Hanpwknag, Kanbuito abo marHit) i
OpraHiyHi OCHOBW, TakKi AK ankinamiHu, apankinamiHm n
reTepoLUUKiYHI aMiHW.

Cronykn BMHaxogy MOXyTb OyTu opepxkaHi, Ha-
npvknag, BignoBiAHO A0 HACTYNMHUX PeaKUiiHUX CXEM.
Y HacTynHux cxemax, rpynn R3, R® i R®, ans sicHocri,
nokasaHi y Burnsiai atomis BogHo. MogibHnm YnHom,
rpynn R* ynyweni (To6To, n npuiiMae 3HaueHHs
Hynb). AHanoriyHi cnonyku, Ae oauH abo Aekinbka
pagvkanis R3, R°iR%e iHLLMMK, HXX BoAeHb i/abo ae
n npunmae 3HaveHHa 1 abo 2 MoxyTb OyTu ogepxaHi
LLUMASIXOM BUKOPUCTAHHA BiAMOBIAHUM YMHOM (DYHKL|iO-
HanisoBaHUX NOXigHNX 4-TpmaaoninaHiniH)/, AKi HecyTb

npuaaTHi 3aMiCHUKKN B MOMOXEHHAX Rs, R, R%i RS,
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Cxema 1
L 7
R1
o NH Ri SN
R2 N R2 N/)
(D) an
N=\
N
: N/
. N
i) XnopyBaHHs
R1 N
i) aHiniH, po34nHHKK
P
R2 N

BignosigHO 0o cxemn 1, NepeTBOPEHHSA CMOMyK
dopmynu (II) Ha cnonyku dopmynm (1) 3aBepLuaeTbest
nepeTBOPEHHAM 4-TiApPOKCUrpynu cnomnyk dopmynum
(II) Ha npupaTHy rpyny, sika BigXoAuTb (Hanmpuknag,
Xrop) 3 BUKOPUCTAHHSAM peareHTy, TaKoro K TiOHINXx-
nopug, K po34YnMHHUK 3 Jo06aBKOK KaTaniTMYHOro ak-
TMBaTopa (Hanpwknag, AvmeTtundopmamigy), i Ha-
CTYNHOI peakuii 3 4-TpuasoninaHiniHom y npugatHoMy
PO3YMHHMKOM (Hanpuknag, aueToHITpuIi).

BignosigHO 0o cxemu 1, NepeTBOPEHHSA CMOMyK
dopmynm (Ill) y cnonykm popmynu (II) nobpe Binome

0]

creujanicTy B gaHiv ranysi TexHiku, i Moxe 0ytu 6e3
3yCuInb BMKOHAHO 3 BUKOPUCTaHHAM dopMamigy sk
PO34YMHHMKA | NpW NiOBULLEHIN TemnepaTypi (Hanpwu-
Krnag, Npu HarpiBaHHi 3i 3BOPOTHUM XONOAWIBLHUKOM).

Cnonyku cpopmynu (1), y skin R! o3Hauae -A, -A-
A’, -A-Het-A’, -A-L-A’, -A-Het-L-A’, -A-L-Het-A’, -A-
Het-L-Het-A" abo -A-Het-L-Het -L" moxyTb 6yT1n anb-
TEPHATMBHO OAepXKaHi LWISAXOM peakLii, nokasaHoi Ha
cxeMmi 2 Hux4e. Peakuito 3Bu4anHO NpoBoadATb y nNpu-
CYTHOCTi OLITOBOT KMUCIMOTW Npu Temnepatypi 6rnm3bko
120°C i npoTsirom 6nm3bKo 1 roguHu.

Cxema 2
N=\
N
i Nz
N N
A Z —
-Tpuasonin-aHiniH A AN N
IS P
R2 N ’T R2 N)

(V)

Cnonykun copmynu (IV), BUKOPUCTOBYBaHI 5K BU-
XiHa peyoBMHa B CXeMi 2, MOXyTb OyTU ofepKaHi 3a
[OMOMOroK OfHIET 3 peakuin, 306paxeHnx Ha cxemi 3
Hwk4ye. Ha cxemi 3, rpynn S1 i S2 mMoxyTb SBNATM
3aXUCHI rpynu, Taki ik GeH3UnbHI rpynu, ki MOXHa
3amicTutv GaxaHumu rpynamy 3a LOMOMOroK Bifo-
MUX 3 PIBHA TEXHiKM MEeTOAMK HaCTYMHOiI peakuii.
3HATTS 3axWCHMX TPyn MOXHaA npoBoaMTn Ao abo
nicna nepeTBopeHHst cnonyku dopmynu (IV) Ha cno-
nyku cpopmynn (1).

BignoeigHo o cxemn 3, obpobka cnonyk dop-
myru (VIIlI) metanoopraHiyHmm peareHtom (VII), abo
o6pobka cnonyk cdopmynu (VI) meTanoopraHiyHum
peareHTom (V), 6e3 3ycunb NpoBOAUTLCH B Npuaat-
HOMY PO34YMHHUKKY (TakoMmy, siKk TeTparigpodypaH, oun-
meTundopmamig, Tonyon abo nponaH-2-on) i npu
NPUIAHATHIA TeMnepaTypi (Hanpuknag, y AianasoHi Big,
TemnepaTypy HaBKOMMWLLIHBOTO CepeaoBullia A0 TEM-
nepatypu gnermu). Peakuito 3py4HO BUKOHYBaTK Npu
nanagiesomy kartanisi (Hanpuknag, 10 wmon.%

0]

Tpuc(aubensunigeHaueToH)aunanagito (I1), 10 mon.%
anxnopbic(tpudeHindocdin)-nanagito (0), 1 Mon.%
xnopuay 6ic(6eH3oHiTpun)nanagito (1) abo 0.02
mMon.% TeTpakic(tpudeHindocdin)nanagivo  (0)) y
NPUCYTHOCTI OpraHiyHOi OCHOBW (Hanpuknag Tpuetu-
namiHy) abo HeopraHiyHOi OCHOBW (Hanpuknag 2 H.
kapboHaTy HaTpito abo cdocdaTy Kanito). Y Tux Buna-
akax, konu peareHT (V1) sBnse cobor opraHocTaHaH
(Hanpuknag, M = SnBus), 9k 04eBMAHO ANs cnediani-
CcTa B [aHin ranysi TexHikv, peakuia sBnse coboto
npvknag cnonyyeHHs Crinne, npu 3AiNCHEHHI SKOro
MOXe OyTW KOPWCHMM 3acCTOCyBaHHS [0OATKOBUX
[o6aBok (Hanpuknag, xnopuay niTito), okeuay cpibna,
i sike 6e3 3ycunb 30iNCHIOETLCS B TONYOri Npu TeMne-
paTypi conermu. Y Tnx Bunagkax, konu peareHt (VII)
aBnse coboto noxigHy GOPOHOBOI KUCMOTH, SIK OYEBU-
OHO Ons cneuianicta B JaHin ranysi TEXHiKKW, peakuis
aBnsge cobow npuknag cnonydeHHsa Cyasyki-Misypu,
o moxe 6e3 3ycunb 3gincHioBaTuca npu 60°C y
nponaH-2-oni.
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Ak o4yeBnAHO cneuianicTy B AaHiln ranysi TEXHIKK,
rpyna x y 3o0paxeHux Ha cxemi 3 crnonykax siBnse
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coboto npuaaTHy rpyny, sika BigxoauTb, Taky sk | abo
Br.

Cxema 3
N
X // Sl\ ae
+ A = dpenin abo
I~ 5-6 uneHHWn retepoapun
R2 NTONT SE M X=Bra6o |
vy | Vi Pd katanis  M=MeTan
N
M // S Pd kartani3
+ S
7 S
R2 N/\rl\l/ 2 X
(v) (V1) (Iv)

BuxigHi peqoBuHM y BULLEHaABEAEHI peaKUinHin
CXeMi € BigOMUMW peyvoBUHamu, abo MOXyTb OyTn
OAepxaHi 3a aHanorieto 3 BigoMmmum cnocobamum.

Cronykv gaHoro BMHaxody € TepaneBTUYHO KO-
pucHUMW. JaHuin BuHaxig, omKe, NPOMOHYE MNOXigHy
xiHasoniHy cpopmynu (1), Ska BU3HaYeHa BuLLe, abo ii
apMaueBTUYHO NPUNHATHY Cinb, AN 3aCTOCYBaHHS
Ans nikyBaHHA nogen abo TBapuH. TakoX MpPOMOHY-
€TbCA (papmaueBTMYHA KOMMO3MLUiA, sika BKOYae
noxiaHy xiHasoniHy cdopmynu (I), ska BM3Ha4YeHa BU-
we, abo ii hapmaLeBTUYHO MPUAHATHY Cinb, i dap-
MaLEeBTUYHO NPUAHATHWUIA HOCIM abo po3piaxyBad.

3asHaveHa apMaueBTMYHA KOMMO3ULiA 3BU-
YarHo MicTUTb ax Ao 85 mac.% crnonyku BUHaxody.
Binbw 3BM4aiHoO, BoHa MicTUTb ax Ao 50 mac.% cno-
nykn BuHaxody. Kpawli dpapmaueBTuyHi koMmnosuuii €
CTepunbHUMKU 1 aniporeHHuMun. [ani, nponoHoBaHi
BMHAxXo4oM hapMaLeBTMYHI KOMMNO3uLiT  3BUYaNHO
MICTATb CMONYKM BMHAxXOAY, AKi € MO CyTi YNCTMM On-
TUYHUM i30MEPOM.

Ak pos'AcHeHo BULLE, CMONYKM BUHAxXo4y nepeLu-
KompKaloTb 3apaxeHHto Bipycamu flaviviridae. OaHui
BMHaxXid, OTXe, MPOMOHYE 3acTOCYBaHHA MOXiAHOI
xiHa3oniHy cpopmynu (1), ska BU3HaYeHa BuLLe, abo ii
dapMaLeBTUYHO NPUIHATHOI COMi, ANS NPUrOTYBaHHS
nikapcbKkoro 3acoly ansa nikyBaHHs abo 3anobiraHHs
3apaxeHHs Bipycamu flaviviridae. Takox NponoHyeTb-
cs1 cnocib nikyBaHHA XBOPOTo, sIKUA cTpaxaae Big abo
CMPUNHATNNBOrO 40 3apaxeHHs Bipycamu flaviviridae,
SKAA  BKMIOYAE BBELEHHS 3a3Ha4YeHOMY XBOPOMY
edeKTMBHOI KiNbKOCTI NOXiAHOI XiHa3oniHy dopmynu
() abo ii hapMaueBTUYHO NPUAHSATHOI CONi.

Cimenctso flaviviridae cknagaetbcs i3 TPbOX po-
aiB. BoHu aBnswTb coboro renaumsipycu, dnasisipy-
cu 1 nectmeipycu. Cnomnykn BMHAXOAy € aKTUBHUMW
Ans nikyBaHHS abo 3anobiraHHa 3apakeHHs renauu-
Bipycamu, chnasisipycamu abo nectusipycamu.

TvnoBe 3apaxeHHs MecTuBipycamu, ke MOXHa
nikyBaTK 3a LOMOMOrOK CMOMyK BUHaxody, BKMOYae
Bipyc GMuyavoi BipycHoOi giapei, BipyC Knacu4Hoi Yymu
CBUWHEW i BipyC NPUKOPAOHHOI XBOPOOM OBELlb.

TunoBe 3apaxeHHs nasiBipycamun, sike MOXHa
nikyBaTh 3a JOMOMOrol CMOSyK BMHAxoAdy, BKIOYaE
BipyC >KOBTOI MponacHuui, BipyC NponacHuui AeHre,
Bipyc sanoHcbkoro eHuedanity Ta BipyC KmilLlOBOro

eHuedanity.

TunoBe 3apakeHHs renaumsipycamu, sike MOXHa
nikyBaTu 3a AOMOMOrol0 CMOMyK BUHaxXody, BKMOYae
Bipyc renatuty C.

Cnonyku paHoro BuMHaxody € OCobNMBO aKkTuB-
HUMKM BigHocHO renatuty C. Omxe, 3a3HadyeHnm dna-
BiBipycom € Bipyc renaTtuty C.

Cnonykn BUHaxoa4y MOXyTb BBOAWUTUCS B Pi3Hi Ni-
Kapcbki oopMu. Takmm YMHOM, BOHU MOXYTb BBOAU-
TMCA MepopanbHO, Hanmpuknag, y Burnsaai tabnertok,
nacTWUmnoK, KOpXiB, BOOHUX abo MacnsHUX CyCneHsin,
aucnepryBanbHMX MopoLukiB abo rpaHyn. Cnonyku
B/MHAXO4y MOXYTb TakoX BBOAMTUCS NapeHTeparbHO
abo nigLWwKipHO, BHYTPILLHBOBEHHO, BHYTPILLUHLOM'SI30-
BO, BHYTPILUHbOrPYAUHHO, TpaHcaepmarnbHo abo 3a
Jonomorot iHQy3inHMX MeToauk. Crnomnyku MOXyTb
TaKkoX BBOAWUTUCS Y BUMNSAAI Cyno3nTOpIiB.

Cronykn BuHaxogdy 3BMYaNHO BBOAATb Y hOpMY
ANs BBEOEHHS pas3oM 3 hapmaLeBTUYHO NPUAHATHUM
Hociem abo po3spigxysBadvem. Hanpuknag, TBepai ne-
poparnbHi OpPMN MOXYTb MICTUTU, Pa3oM 3 aKTUBHOIO
CMONyKOH, po3pigXKyBadi, Hanpuknag, nakTtosy, Oek-
CTpO3y, caxapo3y, Lenno3sy, KyKypyA3sHUA KpoX-
Manb abo KapTOnnsHUIA Kpoxmarnb; 3MasKy, Hanpu-
Knag KpemHeseM, TamnbK, CTeapuHOBY KWUCMOTY,
cTeapaTt marHito abo kanbuito i/abo nonieTuneHrniko-
Ni; CNONyYHi pevoBMHK; HanpuKnag Kpoxmans, rymia-
pabik, >XenaTtuH, MeTUNuUentnosy, kapbokcumeTurn-
uentonody abo nonisiHiNMiponigoH; Ae3arperyBanbHi
areHTW, Hanpuknag Kpoxmanb, anbriHOBY KUCIOTY,
anbrivHatm abo HaTpiIMKpOXMAanbrMiKOMAT; WUy
CyMilli; GapBHUKM; 3aMIHHUKM LYKPY; 3MOuyBarbHi
peyoBUHMW, Taki, SK NneunTuH, nonicopbartu, naypun-
cynbdaTty; i, 3aranom, HETOKCUYHI 1 bapMaKkoMorivHi
iHepTHi pe4yoBuMHU, BUKOPUCTOBYBaHI Y hapmaLieBTuy-
HUX npenapatax. Taki dapmaueBTWYHI npenapaTu
MOXHa BWUrOTOBMSITW BigoMUMK crnocobamu, Hanpwu-
Knag, 3a [JOMOMOrok 3MillyBaHHS, FpaHynoBaHHS,
TabneTyBaHHsi, MOKPUTTS LyKpoM, abo 3a JOMOMOroto
npoLecy HaHeCeHHs1 NOKPUTTIB Y BUrNsAI NiBKN.

Pigki gucnepcii gnsa nepopanbHOro BBEAEHHS
MOXYTb SIBNATM CMpONW, eMyrnbCii 1 cycneHsii. Cupo-
N MOXyTb MICTUTWM SK HOCIi, Hanpuknag, caxaposy
abo caxapoay i3 rniueprHoM i/abo mMaHiT i/abo copbiT.

CycneHsii 1 eMynbCii MOXYTb MICTUTU SIK HOCIR,
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Hanpvknag, npupogHy kKamenp, arap, anbriHaT Ha-
TPito, MEKTWH, MeTunuentonosy, kapbokcumeTunue-
nonody abo nonisiHinosun cnupt. CycneHsis abo
PO34YMHM ONS BHYTPILUHBOM SI30BUX iH'EKLIA MOXYTb
MIiCTUTK, pa3oM 3 aKTMBHOIO CrOMyKow, dhapMaueBTu-
YHO MPUNHATHUIA HOCIN, HaNpuUKNag cTepunbHy BOAy,
MacnvMHOBY Onito, eTunonear, [rMikoni, Hanpuknag
nponineHrnikonb, i Npy 6axaHHi, NPUAHATHY KiNbKiCTb
rigpoxnopvay nigokainy.

PosumHn ang iH'ekuii abo iHdysin MOXyTb MiCTK-
TW SIK HOCIW, Hanpuknag, ctepunbHy Boay abo, nepe-
Ba)XHO, BOHWN MOXYTb 3HaxoAWTUCH Yy BUrMsAAi cTepu-
TNbHUX BOAHMX i30TOHIYHUX CONTbOBUX PO3YMHIB.

CnonykM [aHoro BMHaxoA4y MOXYTb 3aCTOCOBY-
BaTUCS B CMOMYyYEHHi 3 BiAOMMMMW aHTUBIPYCHUMW
areHTamu. Kpawumuy BigOMVMU aHTUBIPYCHUMM areH-
Tamu LWOAO UbOro € iHTepdepoH i pubasipwH, i ix no-
XigHi, Ski € BigoMyMK npenapatamu Ans nikyBaHHA
renatuty C (Clinical Microbiology Reviews, Jan.
2000, 67-82). Tomy 3a3HaveHW nikapCbkuii 3acib
3BMYAMHO [OAATKOBO BKIto4yae iHTepdepoH i/abo
pubaBipuH abo ix noxigHi. dani, gaHun BMHaxig npo-
NnoHye hapmaueBTUYHY KOMMNO3WLi0, AKka BKMIOYaE:

(a) noxigHy xiHasoniHy dopmynu (l), ska BM3Ha-
YyeHa BuLLe, abo il hapMaLEeBTUYHO MPUAHATHY Cinb;

(b) iHTepdepoH abo 1horo noxigHy i/abo pmbasi-
pvH abo noro noxigHy; i

(c) dapmaueBTUYHO MPUAHATHUIA HOCI abo po3-
pifxyBay.

TakoXx NPOnNoHYETLCS NPOAYKT, AKUN MICTUTb:

(a) noxigHy xiHasoniHy cdopmynu (l), 9ka BM3Ha-
YyeHa BuLLe, abo il hapmaueBTUYHO NPUAHATHY Cinb; i

(b) iHTepdepoH abo 1horo noxigHy i/abo pmbasi-
puvH abo noro noxigHe,

ONsi po3ainbHOro, ogHo4acHoro abo nocnigoBHO-
ro 3acTOCyBaHHsi ANns NMikyBaHHA ntoaen abo TBapuH.

Kpawoto noxigHoto iHTepdepoHy € PEG-
iHTepcpepoH. Kpalyoto noxigHoto pubaBipuHy € Bipa-
MiZVH.

Kpim TOro, ik BCTAHOBMEHO, CMONYKM BUHaxoay 1
iHTepepoH C1HEepriYyHO BNNMBaKTb OAMH Ha OAHOrO.
Tomy 3BM4anHO KommnoHeHT (b) BULLEBKa3aHOI(-0ro)
bapmaueBTUYHOT KOMMNo3uuii abo npoaykTy sBnsie
coboto iHTepdepoH, Ginbl 3BUYaNHO, iHTepdepoH
TMNy |, nepeBaxHo iHTepdEePOH a.

MepeBaxHo, iHTepdepoH sBnsie coboto iHTepde-
POH O2b, SKMI 3BMYANHO € MErnnbOBaHUM, Hanpu-
knag, PEG-Intron (Schering Plough Corp), abo npo-
OYKT Ha OcHOBi 3nutux bGinkiB, Takuh sk Albuferon
(Human Genome Sciences). IHTepdepoH a2b moxHa
TaKOX BBOAWMTU B Mpenapatu AN KOHTPONbOBaHOro
BUBINbHEHHS.

[HWKM Kpawum iHTepdepoHOM € iHTepdepoH
a2a. lNMepeBaxHo, iHTEpEPOH a2a € NerMnbLoBaHNM,
Hanpuknag, sensie iHTepdgepoH Pegasys (Roche) i
Roferon A (Roche).

[HWKWM Kpalwmm iHTepdepoHoM € iHTepdepoH a8
(Riotech).

[HWKM Kpawum iHTepdepoHOM € iHTepdepoH
alfacon-1 (Intermune), nepeBaxHO nNerMNbLOBaHWUI
iHTepdepoH alfacon-1.

B iHWoOMY BapiaHTi 34iACHEHHs1, iHTepdepoH sB-
nsie coboto iHTepdEPOH 3, NepeBaxHO iHTepdepoH B-
la (Serono SA).

B iHWoMy BapiaHTi 34iNCHEHHS, iHTepdepoH sAB-
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nse coboto iHTepdepoH rama (Intarcia).

MepeBaxHo, iHTEpEPOH MICTUTLCA B npenapari
abo npuCTpoi, SKUA LO3BONAE BUBINBHATUCS iHTEP-
epoHy KOHTponboBaHWM criocobom. [Npuknagamm €
MeToauku imnnaHTauii DUROS, po3pobneHi ALZA
Corp. i mMeToaoMKM [oOCTaBkM nikapcbkux 3acobiB
SABER, po3po6neni Durect Corp.

[danni BuHaxig TakoX MNPOMOHYE 3aCTOCYyBaHHS
noxigHoi XxiHasoniHy dopmynum (l), ska Bu3HayeHa
BuLLEe, abo 1 hapMaLeBTUYHO MPUNHATHOI coni, Ans
NPUroTyBaHHs fikapcbkoro 3acoby, 3acTOCOBYBaHOIoO
ans nikyBaHHa abo 3anobiraHHs 3apaxeHHss HCV,
LUMAXOM CMiNbHOrO BBEAEHHS 3a3HaveHoro iHTepde-
poHy abo noxigHoi iHTepdepoHy. TakoX NPONOHYETb-
CH 3aCTOCyBaHHS 3a3HayeHoro iHTepdepoHy abo
noxigHoi iHTepdepoHy, ANS NPUroTyBaHHs MikapCbKo-
ro 3acoby, 3aCTOCOBYBaHOro Ansi NikyBaHHA abo 3a-
nobiraHHs 3apaxeHHs HCV, wnsxom cninbHOro Bee-
OEeHHs1  moxigHoi  XiHasoniHy dopmynm (1), ska
BMU3Ha4veHa BuLe, abo ii papmaueBTUYHO MPUNRHATHOT
coni.

MauieHTy BBOAATL TepaneBTUYHO edEKTUBHY Ki-
NbKICTb CMONYKM BMHaxogy W, nNpu HeobxigHocTi, 3a-
3HayeHoro iHTepdepoHy abo noxigHoi iHTepdepoHy.
TunoBa Ao3a 3HaxoAUTbCs B AianasoHi Big OnmM3bKo
0.01 go 100 mr Ha Kkr Baru Tina, BignoBigHO A0 aKTUB-
HOCTi BM3HAYeHOI CMonyku, BiKy, Bar N pexuvmMy cy-
0'ekTa, kUi nignArae nikyBaHHIO, TUMY Ta CEPNO3HO-
CTi xBOpoOM ¥ YacToTM Ta LWNAXY BBEAEHHS.
MepeBaxHo, [o6GOBI [03M 3HAXOOSATHCA Y AianasoHi
Big 0.05 go 16 mr Ha kr Baru Tina, GinbL Kpalle, Bifg
0.05 go 1.25 mr Ha kr Baru Tina.

Cnonykn OaHoro BMHaxody MOXHA TaKOX BUKO-
pucTOBYBaTM 3 iHLWMMMW MPOTUBIPYCHUMK 3acobamu.
Kpawwmmu npoTuBipycH1MM 3acobamu B LIbOMY CMUCHT
€ LMKITOCMOPUHK, IHTEPNENKIH 2, iIHTEPNENKiH 6, iHTe-
pnevikiH 12, iHTepdepupytoda PHK abo aHTucmucno-
Ba PHK, 3actocyBaHHA Skux Ans nikyBaHHS renatuty
C Bigome. Cnonykv JaHOro BMHaxody MOXYTb TakoX
BMKOPUCTOBYBaTWUCS B CMOMYYEHHi 3 iHWUMW iHriGiTo-
pamu nocnifoBHOCTEW HykneiHoBoi knucnotn HCV abo
miweHen HCV npoteiHis. Kpawi miweni HCV npotei-
Hy BkmtovaoTb HCV cepuH-npoTeasy, sk npointocT-
poBaHo 3a pgonomoroto VX-950 Big Vertex i SCH-
503034 Big Scering Plough, i iHriiTopu npoTteasu i
HCV nonimepasu, sik NpointocTpoBaHO 3a 4ONOMOro
HCV-796 Big Wyeth, HCV renikasan, HCV NS4B i
HCV NS5A. Jani, cnonykn aHOro BUHAxXo4y MOXYTb
TaKoX BUKOPUCTOBYBATUCHA B CMOSyYEHHi 3 iHribiTo-
pamu Bxogy HCV y kniTuHy abo iHribitopom B3aemo-
Aii HCV i3 npoTeiHamu KNiTMHU-xassiHa.

HwxyeHaBeeHi npuknaan iNOCTpyOTb BUHAXIA.
BoHu, ogHak, He 06MexyoTb BuHaxig byab-sikum ym-
Hom. Loao uboro, BaXnMBO PO3YMITW, LIO OKpeMi
aHanisn, BWKOPWUCTOBYBaHi B eKCNepuMeHTarbHOMY
po3gini, NpuaHadeHi TiNbK1W ANSA BKasiBKM aHTUBIpYyC-
HOi akTMBHOCTI. BaraTo aHanisiB npugaTHi ons BU3Ha-
YEHHS1 TaKoi aKTMBHOCTI, i TOMy He € BU3Ha4anbHUM
HeraTMBHUIM pesynbTaTt, AKMN odepxaHun y Oyab-
SIKOMY OKpeMOoMY aHanisi.

MPUKNAOU

MaTtepianu Ta meToau:

Bci Temnepatypu HaBegeHi B °C. ToHkollapoBy
xpomaTtorpagito (TLUX) npoBoamnu Ha nokpuTin Si
60G nnacTtmacoBii nnactuHi 3 Y®us4 iHOMKATOPOM
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(Polygram). Bci cnektpn AMP, akwo He 3as3HayeHo
iHakwe, opepxaHi Ha 250MIy B dG-,D,MCO, XiMiyHe
3yCUnnsA BUpaXeHe B M.4acT., KOHCTaHTW CriH-
cniHoBoi B3aemogiji (J) HaBegeHi Ans BUANMUX MyIb-
TUNNETHOCTEN.

“YnaptoBaHHA” Mae Ha yBasi, WO PO3YUHHUK BU-
Aananu y Bakyymi. Bci TBepai pe4oBuHM cyumnu npum
40°C.

YMOBUW PX-MC

3pasku aHanisyBanuM Ha  Mac-CrneKTpoOMeTpi
MicroMass ZMD, BMKOPWUCTOBYKOYM 3MEKTPOPO3NU-
NEHHS1 3 OOHOYACHUM [OETEKTYBaHHAM MO3UTUBHUX -
HeraTMBHUX iOHIB.

KonoHka: Synergi Hydro-RP, 30 x 4.6 mm |.D, 4
MKM.

lpagieHT: 955 - 5:95 06./06. H,O/CH:CN +
0.05% mypawwmHoi kncnotn npotsarom 4.0 xB., yTpu-
MaHHA 3 xB., noBepHeHHsa pgdo 955 06./06.
H20/CH3CN + 0.05% MypalunHOi KUCNOTN NPOTAroM
0.2 xBUNMHM © yTpuMaHHsa npu 955 06./06.
H20/CH3CN + 0.05% MypalunHOi KCNOTN NPOTAroM
3 XBUMWH.

HetektyBaHHsa: PDA 250 - 340 Hm.

LsnakicTe noToky: 1.5 mn/xs.

Yac ytpumaHHs (rt), y BCix BUNagKax, BUpaKeHun
y XBUNMHaX.

EkcnepumeHTaneHa YactuHa:

MpomixHa cnonyka 1: 2-AMiHO-5-Moa6eH30HITPpMnN

OpnepxyBanu meTofioMm, onucaHum A. POCOBCKIM i
H. YeHom (A. Rosowsky & H. Chen) B J. Org. Chem.
2001, 66, 7522-7526.

'"H AMP (CDCls) & 7.64 (1H, s), 7.55 (1H, dd, J
8.5, 2.5I'y), 6.53 (1H, d, J 8.5I'y), 4.66 (2H, br s); PX-
MC rt 2.42 m/z 243 EP”

MpowmixHa crnonyka 2: N'-(2-LiaHo-4-nopa-ceHin)-
N,N-gumeTnn-gopmamigmH

Po3unH 2-amiHo-5-noa6eHsoHiTpuny (50 r, 0.2
mone) y OM®PA-IMA (2.5 ekB., 6 mn) HarpiBanu go
120 npotarom 2 roguvH. Hagnuwok OM®PA-IMA Bu-
Oananu LWNAXOM ynaploBaHHA 3 oAep)KaHHSAM 3a3Ha-
YeHOI B 3arofnoBKy CMOMNyKM y BUMMSA4i B'A3KOro Kopuy-
HeBoro macna (61 r, kinbkicHuiA). Mpn CTOAHHI Macno
TBEpaie npu 4°.

'H AMP (CDCls) & 7.79 (1H, d, J 1.9ry), 7.65
(1H, dd, J 1.9, 8.5I'y), 7.57 (1H, s), 6.70 (1H, d, J
8.2I'y), 3.08 (6H, s); PX-MC rt 2.1 M/z 300 EP*

MpomixHa crnonyka 3: 2-AmiHO-5-
OpOMOEH30HITpUn

Po3unH 2-amiHobeH3oHiTpuny (11.8 r, 0.1 monb)
B AcOH (120 mn) o6po6nsanu 6pomigom amoHito (10.3
r, 0.105 monb) i nepekncom BoaHto (10.2 mn, 35% vy
Boai, 0.105 monb). Lito cymiw nepemiwyBanu npwu
KIMHaTHIW TemnepaTypi NpoTAroM 6nun3bko 24 rofuH
potu, nokm PXMC aHanis He noka3syBaB 3aBepLUeHHS
peakuii. Cymiw ynaptoBanu ansa suganeHHa AcOH, i
3anuwok nepemiwysanu 3 30%-BUM BOLHUM PO3Yn-
Hom NaOH pgotu, noku BiH He cTaBaB nyxHuM. Ofep-
XaHy B pesynbTaTti TBepAy peyoBuHY BUAANANU LLMs-
XOM (PiNbTpyBaHHA W MpomMuBanu BOAOK Mepen
CYWiHHAM. TBepay pPe4YoBUHY MOTIM PO3YUHANN B
Hagnvwky OXM. Po3uyuH ynaptoBanu 4o noyaTky Bu-
nagaHHa ocafy W MoTiM 3anuwany cToaTy A0 3aBep-
WeHHs kpucTanisauii. OgepxaHy B pesynbTaTi TBep-
Oy PpeyvoBuMHY BUOANANU LWASAXOM iNbTpyBaHHA 1
npoMmuBanu Hesenukot kinbkicTio OXM. Lle npuBo-
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Avno o 6axaHoi Cnonykn y BUIMsSAi KPeMOBOI Kpuc-
TaniyHoi TBepaoi pevoBuHu (19.2 T, 97%).

'"HAMP §7.61 (1H, d, J 2.5I'u), 7.43 (1H, dd, J 9,
2.5Iy), 6.75 (1H, d, J 9lu), 6.28 (2H, br s); PX-MC rt
2.24

MpomixkHa cnonyka 4: N'-(4-bpom-2-uiaHo-
deHin)-N,N-gumeTun-cdopmMamiguH

Po3unH 2-amiHo-5-6pombGeH3oHiTpuny (10.25 T,
52 mmonb) y AM®A-IIMA (20 mn) HarpiBanu 3i 3Bo-
POTHUM XOMNOAMNBHUKOM NpoTArom 1 rogvHu. Cymiw
OXONoAXyBanu 1 ynaptoBanu focyxa nepep posTtu-
paHHSaM 3 TpeT-OyTu-meTnnosuM-edipom (TBME) (10
mn). MNoTim goaasanu 6eH3nH (30 mn), TBepay pedyo-
BVHY 3aTvpanu, i 3anuwanu cTostu npotarom 1 ro-
AnHu. TBepaui NpoaykT BiadinbTpoByBanu n Npomu-
Bann TBME/6eH3nHOM (1:2) ogepxywounm TBEpAy
KpucTaniyHy pevosuHy (11.95r, 91.2%).

'H AAMP (CDCls) & 7.55 (1H, d, J 2Iy), 7.51 (1H,
s), 7.41 (1H, dd, J 2, 9l'u), 6.75 (1H, d, J 9'y), 3.01
(6H, s); PX-MC rt 1.95 m/z 252/254 EP"

MpomixkHa cnonyka 5: 2-AmiHo-5-(4,4,5,5-
TeTpameTun-[1,3,2]aiokcaboponaH-2-in)-6eH30oHiTpun

Cywmiw PdCl; (dppf) (3.35 r), auetaty kanito
(12.07 r) i Gic(ninakonaTto)6opy (12.48 r) y cyxomy
OM®A (80 mn) o6pobnanm npomixkHOIO crnonykoto 1
(10 r) i HarpiBanu go 80° npotsarom 4 rogunH. Oxomno-
OXeHy cyMmiw posnoginanu mix sogoto (400 mn) i
OXM (400 mn). BogHy dasy gani ekctparysanu OXM
(2 x 100 mn) i ob6'egHaHi opraHiyHi dasu cywmnu n
ynaptoBanu. 3anuLloK oYuLianu 3a JOMOMOrol Xpo-
maTorpadii Ha cunikareni (90 r, PXCT) 3a gonomo-
roto 10-30%-Boro EtOAc y 6eH3uHi sik entoaHT. Yna-
ptoBaHHA pakuin, siki MiCTATb NPOAYKT i pO3TUPaHHS
3 00OaTKOBOK KinbKiCTIO GeH3vHy aaBano 6axaHum
npoaykT y BurmsAgi 6inoi TBepaoi pevosuHu (6.91 r,
69%).

'H AMP (CDCls) 6 7.87 (1H, s), 7.72 (2H, d, J
8.21), 6.7 (1H, d, J 8.2l'y), 4.57 (2H, br s), 1.31 (12H,
s); PX-MC rt 2.84 m/z 244 EP"

MpomixHa cnonyka 6: N'-[2-UiaHo-4-(4,4,5,5-
TeTpameTun-[1,3,2]niokcaboponaH-2-in)-deHin]-N,N-
anmeTun-popmMamMiguH

CycneHnsito npomikHoi cnonykn 5 (750 wr) vy
OMOA-OMA (1 mn) HarpiBanu go 100° nig N2 npoTs-
rom 30 xB i NOTiIM OXONogKyBanu 0O KiMHATHOI TeM-
nepatypu. PO34YMHHWUK BMAAnNanu 1N 3anuiiok oyuila-
nn 3a pgonomoroo TOE Ha cunikareni (5 r) i3
3actocyBaHHAM 10%-Boro EtOAcC y 6eH3uHi sk ento-
aHT. Lle naBano 3asHauyeHy B 3arorfioBKy CrOmyky Yy
BUIMSAi NPO30pOro Macna, sike Kpucranisysarnocs npu
cTosAHHI (915 mr, 100%).

'H AMP (CDCls) 7.98 (1H, s), 7.817 (1H, d, J
8.2l"y), 7.62 (1H, s), 6.92 (1H, d, J 7.6I'y), 3.1 (3H, s),
3.07 (3H, s), 1.33 (12H, s); PX-MC rt 2.73m/z 300
EP”

MpomixHa cnonyka 7: 4-(4-Voa-ceHokcumeTvn)-
nipnavH

Cywmiw 4-nogdeHony (1 r) K.CO3 (nopoLukonogi-
O6HuiA, 1.88 r) i 4-nikoninxnopuay (822 mr) B aLeTOHi
(15 mn) HarpiBanu 3i 3BOPOTHUM XONOAWUSTBHUKOM
npotarom 16 roauH. [logaBanv fooaTKoBY nopuito 4-
nikoninxnopuay (411 mr) i HarpiBaHHA NPOAOBXyBanu
npotarom 6 roguH. OxomnomkyBanu, inbTpyBanm, i
GinbTpaT agcopbyBanu Ha cunikareni k oyuLianu 3a
ponomoroto PXCT (35 r Si, rpagieHTHe entoioBaHHHS
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npotsrom 30 xsunvH 10-50%-Bum EtOAC y GeHanHi).
Lle paBano, npu ynaptoBaHHi, 6iny TBepay peyoBUHY
(710 mr, 50%).

'H AMP (CDCls) & 8.64 (2H, d, J 5.69Iw), 7.6
(2H, d, J 8.85I'u), 7.35 (2H, d, J 5.69I'y), 6.76 (2H, d,
J 8.85I'y), 5.08 (2H, s)

MpomixHa cnonyka 8: 4-Bpom-1,2-gieTokcu-
6eHson

[o cymiwi, wo fobpe nepemillyeTbes, OieToKeu-
6eH3ony (500 wmr) i 6pomigy amoHito (323 mr, 1.1 eks.)
B MeCN (20 mn) gogaBanu okcoH (2.03 r, 1.1 eks.).
Lito cycneHsito nepemiwyBany npu KiMHaTHIN Temne-
paTtypi npoTarom 4 roguvH i noTiMm inbTpyBanu, a oi-
NbTpaT KOHUEHTPYBanu 3 oepXXaHHSIM 3a3HayeHol B
3aronosky crnonyku (723 mr, > 90%), siKy BUKOPUCTO-
ByBanu 6e3 4oAaTKOBOIO OUULLEHHS.

'H AMP (CDCls) 6.98 (2H, m), 6.73 (1H, d, J
8.85I'u), 4.05 (4H, m), 1.44 (6H, m); PX-MC rt 2.48
m/z 279 EP*

MpomixHa cnonyka 9: 4-bpom-1-(2-6pomeTokcn)-
2-cbTopbeH3on

Oo posuuHy, wo nepemiwysanu, 4-6pom-2-
dTopcheHony (3.5 r, 18.3 mmomb, 1 ekB.), 2-
6pometaHony (3.44 r, 27.5 mmonb, 1.5 ekB.) i Tpude-
Hindpocdiny (7.21 r, 27.5 mmonb, 1.5 eks.) y TT'® (50
mn) npu 0°C, nig asotom, No Kpannsx 3a 4onoMOorot
wnpuua gogasanu DEAD (4.78 r, 27.5 mmonb, 1.5
ekB.). PeakuinHiv cymiwi noTiM J03BONSANM Harpitucs
[0 KiMHaTHOT Temnepatypu. Yepes 2 roanHu peakuin-
Hy CyMmiW ynaptoBanu Jocyxa y BakyyMi, i KpemoBuin
3anuLIoK NoMillany Ha BepX KOPOTKOI KOMOHKYM i3 cu-
nikarenem i npomuBanu cymiwwo 91 yawT-
cniput:EtOAC (3 x 50 mn). ®inbTpaT KOHUEHTpyBanu
3 ofepXaHHSAM 3a3HayeHoi B 3arofioBKYy CMOMyKW Y
BUrnsaai nposoporo macna (5.28 r, 97%).

'"H-AMP (OMCO-ds) [3.57 (t, 2H), 4.26 (t, 2H),
6.80 (m,1H), 7.12 (m, 1H), 7.19 (m, 1H). PX-MC rt
2.90 m/z, He ioHHa.

MpomixHa crnonyka 10: N-[2-(4-6pom-2-
dpTopceHokci)etun]-N’,N’,N'-TpumeTuneraH-1,2-
niamiH

Cywmiw npomixHoi cnonykn 9 (3 r, 10 mmorb, 1
ekB.), N,N,N’-tpumetunetunenguaminy (1.54 r, 15
mmonb, 1.5 ekB.) i kapbowaTy kanito (2.09 r, 15
MMOnb, 1.5 ekB.) B aueToHi HarpiBanu 3i 3BOPOTHUM
xonoavnbHWKoM. Yepes 1 rogvHy peakuiviHii cymili
[03BONSANN OXOSIOHYTU A0 KiMHaTHOI TemnepaTtypu 1
notim inbTpyBanu. PinbTpaTt ynapioBanu y BakyyMi
3 ogepxaHHAM bnigo->xosTorapsdoro cupony. Cupon
oyMwanM 3a [OMOMOrOK  KOJIOHKOBOI  dhrielu-
xpomartorpadii, entotoroum cnoyatky 100% CH.CI i
notim 100:8:1 CH,Cl:EtOH:NH3. 3asHayeHy B 3aro-
NOBKY cronyky Buginsnu y  Burnagi  6nigo-
xosTtorapsyoro cupony (2.24 r, 70%). Rf = 0.12
(100:8:1 CHCl»:EtOH:NHs3).

"H-AMP (OMCO-ds) 2.41 (s, 3H), 2.57 (s, 6H),
2.82 (m, 4H), 2.91 (t, 2H), 4.14 (t, 2H), 6.89 (m, 1H),
7.21 (m, 1H), 7.27 (m, 1H). PX-MC rt 1.79 m/z 320
EP*

MpomixkHa cnonyka 11: N’-(3-uiaHo-4’-{2-[(2-
AvveTunamiHoeTun)MeTunamiHoletokeu}-3'-
pTOpLidheHin-4-in)-N,N-gumeTnndopmamigmH

Cywmiw npomixHoi crnonykn 10 (950 wmr, 2.98
Mmonb, 1 eks.), bic(niHakonato)aunbopy (1.51 r, 5.95
MMoOnb, 2 ekB.), aueTaty kanito (1.02 r, 10.43 mmoneb,
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3.5 exs.) i PdClx(dppf)2CH2Cl, (245 wmr, 0.30 mons,
0.1 ekB.) y QM®A (10 mn) HarpiBanu nig a3oToM npu
80°C. Yepes 16 roanH peakuiiiHin cymilli 4O3BONSANM
OXOSTOHYTN OO0 KiMHATHOI TemnepaTypu 1 ynaptosanm
y BaKyyMi 3 Of4epXXaHHSAM KOPUYHEBOro 3anuiiky. 3a-
nuuwok ekctparysanu EtOAc (3 x 20 mn) a ekcTpakTu
noeaHyBanu 1 ynaproBanu y BakyyMi gocyxa 3 ogep-
XaHHAM kopuyHeBoro macna (1.09 r). Cymiw macna
(1.09 r), N’-(2-uiaHo-4-noadeHin)-N,N-
anmeTtundopmamigy (811 wmr, 2.71 mmons) i TeTpa-
Kic(TpudeHindocdiH)nanagio (162 mr, 0.14 mMmonb)
y OME (10 mn) i HacnyeHOMy BOAHOMY PO34MHi
Na,COs (5 mn) HarpiBanu 3i 3BOPOTHUM XONOAWIbHU-
koM. Yepes 20 roavH peakuiiHii cymilli J03BONSANU
OXOMNOHYTU A0 KiMHaTHOI TemnepaTtypu 1 NoTiM yna-
ptoBanu y Bakyymi 3 OfepXaHHAM KOPUYHEBOro 3a-
nuwKy. 3anqwok o4YuLianu 3a [OoMOMOrol KOMOHKO-
BOi  (pnew-xpomartorpadii, enttotoun  800:8:1,
200:8:1 i 100:8:1 CH.CI;:EtOH:NH3. 3asHauveHy B
3aronoBKy CMomnyky BuAinanu y Burnagi  6nigo-
KopuyHeBoro macna (273 wmr, 22%). Ry = 0.08 (100:8:1
CH,Cl,:EtOH:NH3).

'"H-AMP (OMCO-ds) 2.20 (s, 6H), 2.33 (s, 3H),
2.41 (t, 2H), 2.57 (t, 2H), 2.81 (t, 2H), 3.03 (s, 3H),
3.05 (s, 3H), 4.11 (t, 2H), 6.95 (m, 2H), 7.17 (m, 2H),
7.5§ (m, 2H), 7.61 (m, 1H). PX-MC rt 1.86 m/z 412
EP

MpomixxHa cnonyka 12: 2-MeTtokcu-5-6pomdeHon

OpepxyBanum meTodom, onucaHum Meriepom
(Meyers) i CHangepom (Snyder) B J. Org. Chem,
1993, 58,1, 42.

'H AMP (CDCls) 7.00 (1H, d, J 2.25w), 6.90 (1H,
dd, J 8.5, 2.25I'u), 6.66 (1H, d, J 8.75I'y), 5.57 (1H,
s), 3.81 (3H, s)

MpomixHa cnonyka 13: 5-Bpom-2-pTopdeHon

OpepxyBanu metogom, onvcaHum M. Enniotom
(M Elliott), H. OxxaHec (N Janes) i b. Kambaem (B
Khambay) B GB2187731.

'H AMP (CDCl3) 7.08 (1H, m), 6.89 (2H, m), 5.14
(1H, s)

MpomixxHa cnonyka 14: 4-bpom-2-i3onponokcu-1-
MeToKcu-6eH3on

o po3unHy npoMixHoi cnonyku 12 (279 wmr, 1.37
mMonb) y AM®A (5 mn) popgaBanu kapboHat Kanito
(945 wr, 6.85 mmonb) i 2-nognponaH (684 mkn, 6.85
mMMmonb). PeakuiiiHy cymiw nepemiwysanu npu 90°
npotarom 4 roavH. AHanis 3a gonomoroto PX-MC
nokasysas, Wo 3anuwanocs 20% BMXiaHOro oeHorny,
TOMy AojaBanu iHWy nopuio 2-iognponaHy (684
MK, 6.85 MMonb) i cymiw nepemiwysanu npu 90°
NPOTArOM HOMi.

PX-MC aHani3 nokasyBaB BMTpaTy BCbOro BUXia-
HOro dpeHorny, TOMy peakuiiHy cyMmil inbTpyBanu 1
dinbTpaT po3baensnu Bogoto (50 mn) i Tpuyi ekcTpa-
ryBanu etunauetatom. O6'egHaHi eKCTpakTu Cylmnm
Haf cynbdaTtoM marHito, insTpyBanu n ynaprtosanm
Npy 3HWKEHOMY TUCKY OAEPXKYIYM TEMHE KOpUYHEBE
Macno (294 wmr, 87%).

'H AMP (D°-OMCO) 6.93 (2H, m), 6.68 (1H, d, J
8.75Iy), 4.43 (1H, m), 3.75 (3H, s), 1.31 (6H, d, J
6ly); PX-MC rt 2.80

MpomixxHa cnonyka 15:
isonponokcu-6eH3on

[o po3umHy npomixHoi cnonykn 13 (262 wr, 1.37
MmMornb) y AM®PA (5 mn) gogaBanu kapboHaT kanito

4-Bbpom-1-cpTop-2-
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(945 wr, 6.85 mmonb) i 2-noanponaH (684 mkn, 6.85
mMMonb). PeakujiiHy cymiw nepemiwysanu npu 90°
npotarom 4 roguH. AHania 3a gonomoroto PXMC no-
KasyBaB, Wo 3anuwanoca 20% BuxigHoro deHony,
TOMy fgofaBanv iHWy nopujo 2-nognponaHy (684
MK, 6.85 MMorb) i cymiw nepemiwysanu npu 90°
NpOTArOM HOMi.

PXMC aHanis nokasysas BUTpaTy BCbOro BUXiA-
HOro cheHony, ToMy peakuinHy cymil inbTpyBanm n
dinbTpaT po3basnsnu Bogoto (50 mn) i Tpuyi ekcTpa-
rysanu etunauetatom. O6'egHaHi eKCTpaKkTV CyLnmm
Hag cynbdartoM Marhito, inbTpyBanu 1 ynaptosanu
MPW 3HWKEHOMY TUCKY, OAEPXYHUN TEMHO-KOPUYHEBE
macno (274 wr, 86%).

'H AMP (D°-OMCO) 7.00 (1H, dd, J 2.25IL), 6.92
(2H, m), 4.45 (1H, m), 1.30 (6H, d, J 6.25I'y)

PX-MC rt 2.93

MpomixxHa cnonyka 16: 4-AMiHO-3'-i30MPOMNOKCU-
4'-meToKcu-6idheHin-3-kapboHiTpun

[o po3unHy npomixHoi cnonyku 14 (294 wmr, 1.2
MMOIb) y AMMETOKCieTaHi (4 Mn) gogaBanu NMPOMiKHY
cnonyky 5 (439 mr, 1.8 mmonb) i, gani, Hacu4y. BOAH.
kapboHat HaTpito (2 mIT) i TeTpa-
Kic(Tpuderindocdin)nanagito  (0) (139 wr, 0.12
Mmonb). Lito peakuinHy cymiw nepemiwysanu npm 80°
npotarom Hodi. PXMC awnani3 nokadysaB BuTparty
BMXiZHOI PEYOBMHW, TOMY peakuiiiHy cymill po3bas-
NANN BOAOK N TPUMi ekcTparyBany AMXII0pMeTaHOM.
O6'egHaHi ekcTpakTu Cylmnu Hag cynbgartom mar-
Hito, iNbTpyBanu 1 ynaptoBanu nNpu 3HWKEHOMY TUC-
Ky. KonoHkoBa xpomaTtorpadia (rpagieHt 0 - 50%
EtOAc y netponeriHomy edipi) npvBoauna go 6axa-
HOro NPOAYKTY Yy BUIMAAi XXOBTOI TBEPAOi PEevYOBUHM
(137 wr, 40%).

'"H AMP (CDCl3) 7.47 (2H, m), 6.94 (2H, m), 6.87
(1H, d, J 9I"'y), 6.75 (1H, d, J 8.5I'y), 4.55 (1H, quin, J
6.25Iy), 4.37 (2H, s), 3.81 (3H, s), 1.34 (6H, d, J 6.25
My); PX-MC rt 2.70

MpomixxHa cnonyka 17: 4-AmiHo-4'-cbTOp-3'-
isonponokcm-bicdeHin-3-kapboHiTpun

[o posumHy npomixHoi cnonyku 15 (274 wr, 1.18
MMOIb) y AMMETOKCieTaHi (4 mn) gogasanu MPOMDKHY
cnonyky 5 (439 mr, 1.8 mmonb) i, gani, Hacu4y. BOAH.
kapboHat HaTpito (2 MIT) i TeTpa-
Kic(TpudbeHindocoiH)nanagin  (0) (139 wmr, 0.12
mMmonb). Lito peakuinHy cymiw nepemiwysanv npu 80°
NPOTArOM HOMi.

PXMC aHani3 nokasyBaB BUTpaTy BUXigHOI pe4o-
BVMHW, TOMY peakuiiHy CyMill po3baBnsnv BoAOK W
Tpuyi ekcTparyBanu guxnopmetaHom. O6'egHaHi ekc-
TPakTW CylMnuM Hag cynbdaTtoMm marHito, instpysa-
N N ynapoBanu npu 3HMWKEHOMY TucKy. KomnoHkoBa
xpomatorpadis (rpagieHt 0 - 50% EtOAc y netpo-
neriHomy edpipi) npuBoamna go 6axxaHoro NPoaykTy y
BUIMAA4i )XOBTOI TBEpAOI peyvoBuHM (196 mr, 60%).

'"H AMP (CDCl3) 7.41 (2H, m), 6.97 (3H, m), 6.72
(2H, d, J 8lu), 4.53 (1H, quin, J 6l'y), 4.40 (2H, s),
1.33 (6H, d, J 6I'y); PX-MC rt 2.86

MpomixHa cronyka 18: N'-(3-LjiaHo-3'-
isonponokcu-4'-meTokcn-6idpeHin-4-in)-N,N-gumetmn-
cdopmamiamH

PosunH npomixxHoi cnonykn 16 (137 wr, 0.41
mMmonb) y AMOA-OMA (2 mn) nepemiwysanu npu 80°
npotarom Houi. PXMC aHanis nokasysaB ButpaTty
BUXiOHOI peyvoBuHU. PeakuivHy cymiw ynaptoBanu
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Npu 3HWKEHOMY TUCKY ¥ NOTIM MOBTOPHO PO3YNHANN B
TOMNyoni ¥ 3HOBY ynaploBamnu Mpu 3HWKEHOMY TUCKY.
KonoHkoBa xpomartorpadisi (rpagieHt 20 - 40%
EtOAc y netponeriHomy edipi) npuBoguna go 6axa-
HOI CMONyKM y BUIMA4i TEMHOMO XOBTOrO Macna, sike
TBEPAINo npu cTosHHI (120 mr, 87%).

'"H AMP (CDCls) 7.63 (1H, d, J 2I'w), 7.57 (1H, s),
7.54 (1H, dd, J 8.5I'u, 2.25I'u), 7.00 (2H, s), 6.91 (2H,
m), 4.54 (1H, quin, J 6l'y), 3.82 (1H, s), 3.05 (6H, d, J
6.5I'y), 1.35 (6H, d, J 6l'y); PX-MC rt 2.40 m/z 338
EP*

MpomixkHa cronyka 19: N'-(3-LliaHo-4'-dpTOp-3'-
isonponokcu-6icpeHin-4-in)-N,N-aumeTnn-
dopmamiguH

PosunH npomixHoi cnonykn 17 (196 wr, 0.60
MMonb) y AM®A-OMA (2 mn) nepemiwysanu npu 80°
npotarom Houi. PXMC awHanis nokasysaB BuTpaTy
BMXiAHOI pe4voBuHW. PeakuiHy cymiw ynaptoBanu
Npuv 3HWKEHOMY TUCKY ¥ NOTIM MOBTOPHO PO3YNHANN B
TONyoni ¥ 3HOBY ynaploBamnu npu 3HWKEHOMY TUCKY.
KonoHkoBa xpomartorpadisi (rpagieHt 20 - 40%
EtOAc y netponeriHomy edipi) npueoguna go 6axa-
HOI CMONyKM y BUIMA4i TEMHOMO XXOBTOrO Macna, sike
TBepAino npu ctosHHi (190 mr, 97%).

'"H AMP (CDCls) 7.57 (2H, m), 7.49 (1H, dd, J
8.5y, 2.25'y), 6.99 (4H, m), 4.53 (1H, quin, J 6lu),
3.02 (6H, d, J 5.75I'uy), 1.32 (6H, d, J 6I'u); PX-MC rt
2.71 m/z 326 EP*

MpomixkHa cnonyka 20: 1-(3-MeTun-4-HiTpo-
deHin)-1H-[1,2,4]tpnasuH

B 50 mininiTpoBy KpyrnogoHHy konby 3aBaHTa-
XyBanu 4-cptop-2-metun-1-Hitpobenson (0.5 r, 3.22
mmonb), Na>CO3 (0.36 r, 3.38 mmonb) i 1,2,4-Tpnason
(0.22 r, 3.22 mmonb) y AM®A (cyxuin 10 mn). Cymiw
nepewmiwysanu npu 125°C npotarom 24 roguH nig
asoTtoMm. [IM®A ynapioBanu gocyxa h CUpuMn NpoaykKT
noMiwanu B cunikarenesy KOMOHKY W entotoBanm
2.5% MeOH:OXM. Buginanun 0.47 r (72%) 6inoi TBe-
PLOI PEYOBUHN.

'H AMP (De-AMCO) 9.52 (1H, s), 8.39 (1H, s),
8.27 (1H, d, J = 8.85'y), 8.13 (1H, d, J = 1.89Iwn),
8.02 (1H, dd, J = 8.85I'y, 2.53l'y), 2.68 (3H, s); PX-
MC rt 2.26 m/z 205 EP"

MpomixHa crnonyka 21:
[1,2,4]tpnason-1-in-deHinamiy

B 50 mininiTpoBy KpyrnogoHHy konby 3aBaHTa-
XyBanu npomixHy cnonyky 20 (0.47 r, 2.3 Mmonb) i
EtOH (10 mn). Jo uiei cymiwi, Wwo nepemiwysanu npu
KiMHaTHIn Temnepatypi goaasanu SnClz2H,0 (2.5,
11.5 mmonb). Cymiw notim Harpisanu go 80 npu 80°C
npotarom 4 rog. Cymiwi [o3BONANM OXOnoHyt i pH
pO34MHy BCTaHOBMIOBanu Ha 8 3a fomomMorow aoaa-
BaHHA 2 H. NaOH. Cywmiw cineTpyBanu, ynapiosanu
gocyxa i notim posnoginanu mix AXM:H,O (50 mn:25
mMn). BogHum wap BigokpemnioBanu i npomMuBanu
3HoBy XM (25 mn). ®pakuii AXM noeaHysanu i npo-
nyckanu 4yepes rigpodobHy puTy ANs BUAaneHHs
Boaun. PinbTpaTt ynapioBanu Aocyxa, OOepXKyHun Ko-
punyHeBy TBepay peyoBuHy 0.3 1 (75%).

'H AMP (Ds-OMCO) 9.02 (1H, s), 8.15 (1H, s),
7.43 (1H, d, J = 1.89I"u), 7.37 (1H, dd, J = 8.20I'y,
2.52I"y), 6.76 (1H, d, J = 8.85I'y), 5.20 (2H, s), 2.18
(3H, s); PX-MC rt 1.33 m/z 175 EP”

MpomixHa cnonyka 22: N'-[3-LliaHo-3'-dpTOop-4'-(2-
METOKCi-eToKcH)-bicpeHin-4-in]-N,N-gumetun-

2-Metun-4-
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dopmamignH

Cragia 1: 4-bpom-2-pTop-1-(2-METOKCI-eTOKCH)-
6eH3on

Cywmiw 4-cdptopderony (9.8 mn), noporukonofib-
Horo kapboHarty kanito (2 ekB., 24 r) i bpomeTunmeTn-
nosoro egipy (1.1 eks., 20.16 mn) B aueToHi (60 mn)
HarpiBanu 3i 3BOPOTHUM XOMOAWITBHUKOM MPOTArom
Houi. OxonopxeHy peakuiiHy cymiw posbasnanu
Bogoto 1 ekctparyBanu EtOAc. O6G'eaHaHi opraHiyHi
da3n npommBany BOAHMM KapboHaTOM HaTpilo, Cy-
wunm (Na2SO,) i ynaptoBanu 3 ofep>XXaHHsAM NpoayK-
Ty Y BUMNSAI pyxvMBOro macna (22 r, KinbKicHun).

'H AMP (CDCl3) & 7.14 (2H, m), 6.84 (1H, t, J
8.85I'y), 4.09 (2H, m), 3.69 (2H, m), 3.38 (3H, s); PX-
MC rt 2.67 m/z, He ioHHa

Cragia 2: 3-OT1Op-4-(2-METOKCI-eTOKCW)-
deHinbopoHoBa kucnota

o pO34nHYy 4-6pom-2-pTOop-1-(2-MeTOKCi-
eTokcn)-6eHsony (4.98 r) y TI®d (40 mn) gopasanu
HeBeNVKWUIA Kpuctan oy v notim nopuismu Mg (730
mr, 1.5 eks.). lNMicns gogaBaHHA, cymil HarpiBanum 3i
3BOPOTHUM XOMNOAMNbHMKOM npoTarom 4 roguH. Cipy
CyMill oxonogpkyBanu fo -78°, nogasanu TpUMeTUn-
6opat (1.2 ekB., 2.25 mn) i 3anuwanu HarpisaTucs
npotsarom Houi. Aogasanu 1 H. HCI (BogH., 60 mn) i
nepemiwysanu npotarom 30 xBUNuWH nepepn ekcTpa-
ryBaHHAM edipom (2 x 50 mn). O6'egHaHi opraHiyHi
a3 cywmnu, KOHUEHTpyBanu W ogepxaHy B pe-
3ynbTati TBEpAY PeYOoBMHY po3Tvpanu 3 edi-
pOM/GEH3VMHOM, BMAINANN LNAXOM (iNbTpyBaHHA W
CYLUMIM 3 OAEPXXaHHAM 3a3Ha4eHoi B 3arofioBKy Cro-
NyKW y BAMSAAI KPeMOBOT TBepAoi peyoBuHu (3.122 T,
73%)

'H AMP (CDCls) & 8.04 (2H, br s), 7.53 (2H, m),
7.12 (1H, t, J 8.85I'y), 4.17 (2H, m), 3.67 (2H, m), 3.3
(3H, s); PX-MC rt 1.97 m/z 213 EP”

Crapgia 3: N'-[3-UiaHo-3'-hTOp-4'-(2-METOKCI-
eTokcm)-bicpeHin-4-in]-N,N-gumetun-copmamiguH

Cymiw 3-pTOp-4-(2-METOKCIETOKCH)-
deHinbopoHoBoi kucrnoTtn (1.83 r, 1.2 ekB.), NPOMiIx-
Hoi cnonyku 2 (2.32 r), kapboHaty kanito (1.29r, 1.2
ekB.) y cymiwi OAM®A/H,O (3:1, 40 mn) obpobnanm
anxnop(6icbensoniTpun)nanagiem (Il) (1%, 30 wmr) i
nepemiwysanm B atmocdepi N, npotarom 4 roauvH.
Cymiw posbasnsnu Bogoto (100 mn), ginbTpyBanu
notim ekctparysanu EtOAc (2 x 50 mn) i ui opraHiyHi
eKCTpaKTu gofasanu Ao ocafy Ha inbTpi, cywumnu n
ynaptoBanu. 3anuwok posunHanu B OXM, 3aBaHTa-
XKyBanu B KOPOTKY CuriKareneBy KOJIOHKY i entotoBa-
N nopuisMuM - NpY BIACMOKTYBAHHI  CyMILLLLIIO
OXM/EtOH/NH3 400-200:8:1. lMpwu ynaptoBaHHi, ue
[aBarno KopuyHeBe Macno, sike po3Tupanmu i3 Cymilu-
wto OXM/edip/6eH3uH i ona kpuctanisadii po3baens-
nn gopgatkoBum 6eHanHom (60 mn). 3asHayeHy B 3a-
FONOBKY CMOMYKY BUAINANM WNAXOM (hinbTpyBaHHS Y
BUrMAA4i kpemoBoi TBepaoi peyosuHu (1.665 r, 63%)

'H AAMP (CDCls) 6 7.74 (1H, d, J 1.9I'w), 7.7 (1H,
s), 7.60 (1H, dd, J 8.85, 1.9I'u), 7.29 (3H, m), 7.1 (1H,
d, J 8.2l'uy), 7.05 (1H, d, J8.85I'u), 4.28 (2H, m), 3.84
(2H, m), 3.52 (3H, s), 3.16 (3H, s), 3.14 (3H, s); PX-
MC rt 2.32 m/z 342 EP*

MpomixxHa  cnonyka  23:  N'-(3-UiaHo-3',4'-
anmeTokcu-bidpeHin-4-in)-N,N-gumeTtun-cdopmamigmH

MpomixHy cnonyky 4 (2.52 r, 10 mmonb) i 3,4-
avmeTokcudpeHinbopoHoBy kucroTy (1.9 1, 1.2 ekB.) y
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i30-PrOH (30 mn) o6pobnsanu 2 H. BogHUM kapboHa-
Tom Hatpito (10 mn) i TeTpakic-(TpudeHindocdiH)
nanagiem (0) (5 mr, 0.04 mon.%) i HarpiBanu npu ne-
pemiwyBaHHi go 60°. Yepes 2 rognHu CTyniHb MpoTi-
KaHHs peakuii, BignosigHo PXMC, ctaHoBuna 6nusb-
kKo 80%. lMoTiM peakuinHy Cymill OXONnomxyBanu n
posbasnanu sogoto (30 mn). OgepxaHy B pesynbTari
TBEpPAY PevoBMHY BiAdInbLTpoByBanuM 1 npomusanu
AofaTkoBolo Bogot (2 x 20 mn) nepen CywwiHHAM
LIMASIXOM BiACMOKTYBaHHSA. TBepay pedqoBUHY ABidi
cycnengysanu B edipi (2 x 5 mn) i BigcMokTyBanu, i
Ha 3aKiHYeHHs CylMnu 3 ogepXaHHAM BideHinbHoT
NPOMIXKHOI CMOMyKN y BUrMAgi rpasHo-6inoi TBepaoi
peyoBuHm (2.24 r, 72%).

'H AMP (D°-OMCO) 6 7.99 (1H, s) 7.91 (1H, d, J
1.9MNy), 7.79 (1H, dd, J 8.2, 1.9I'y), 7.2 (3H, m), 6.99
(1H, d, J 8.2I'u), 3.84 ( 3H, s), 3.78 (3H, s), 3.08 (3H,
s) 3.01 (3H, s); PX-MC rt 2.31 m/z 309 EP”

MpomixkHa cnonyka 24: 1-(4-AmiHo-deHin)-5-
MeTtun-1H-[1,2,4]tpnason-3-kapboHoBa Kuncnota

PosuunH 5-meTtun-1-(4-Hitpodpenin)-1H-1,2,3-
Tpuason-3-kapboHoBoi kucnotn (100 wmr, 0.403
MMOIb) Y MeTaHoni (8 mMn) ikXekTyBanu 3i LWBWUAKICTHO
1 mn/xsununy B rigporerizatop “H-Cube”, akui cno-
fniyyae YTBOPEHHS €HOOreHHOro BOAHIO W AOCTYMHY
KapTpumkHy cuctemy (Pd/C), y skomy, npu atmocge-
pHOMY TUCKYy, TemnepaTypy MiaTpuMyBanu Ha 3Ha-
YyeHHi 25°C.

OpepxaHuin po34YnMH KOHLEHTPYBanu 3 ogepXaH-
HsIM 6inoi TBepaoi pevoBuHM (82 mr, 93%).

'H AMP (D°-OMCO) & 8.72 (1H, wwup. s), 8.59
(1H, wwp. s), 7.42 (2H, d, J 8y), 7.23 (1H, d, J 8lwu),
6.99 (2H, d, J 8I'y), 6.70 (1H, d, J 8l'u), 2.48 (3H, s),
2.45 (3H, s)

MpowmixkHa cnonyka 25: AumeTtunamig 1-(4-AmiHo-
deHin)-5-metnn-1H-[1,2,4]Tpnason-3-kapboHOBOI
KMcnoTn

Crapis 1: OumeTtunamig 5-metun-1-(4-
HiTpodeHin)-1H-[1,2,4]Tpnazon-3-kapboHOBOI  KUCO-
™

Jo posunHy 5-metun-1-(4-Hitpodpenin)-1H-1,2,4-
Tpuason-3-kapboHoBoi kucnotn (Key organics, 400
mr, 1.61 mmonb) i ocHoBu X'toHira (667 wmkn, 3.86
mmonb) y AXM:AM®A (6 mn:1 mn) npu -10°C no kpa-
nnax gopaeanu isobytunxnopdopmiat (250 mkn,
1.93 mmonb). PeakuiiHy cymiw nepemiwysanu 30
xBunuH npu -10°C, i notim noeinbHO Aogasanu 2M
po3uuH anmeTtunamidy (965 mkn, 1.93 mmons). Cymi-
Wi AO03BONSAMNM HarpiTMca Ao KiMHaTHOI TemnepaTtypu
1 nepemillyBanv NpoTaroM we ofHiei roamHn. Cupy
cymiw npommuanu HacudeHum NaHCOs, ekcTparysa-
m n cywmnu Hag MgSOa. Micna ynaptoBaHHa opep-
XaHy XOBTY TBepay peyoBuHy 6e3nocepeHb0 BUKO-
puUcTOBYBanu B HaCTynHin peakuii 6e3 goaatkoBoro
ouneHHst (412 mr, 93%). PX-MC rt 2.09 m/z 275 EP*

'H AMP (D°-OMCO) & 8.42 (2H, d, J 7Iy), 7.95
(2H, d, J 7T'y), 3.13 (3H, s), 3.03 (3H, s), 2.62 (3H, s)

Cragia 2: Oumetunamig 1-(4-AmiHo-dpeHin)-5-
meTtun-1H-[1,2,4]tpna3son-3-kapboHoBOi KNMCNOTH

Po3unH meTtunamigy 5-metun-1-(4-HitpodheHin)-
1H-1,2,3-Tpra3son-3-kapboHoBOi kucnotu 3i cragii 1
(100 wmr, 0.36 MMonb) y MeTaHosi (8 mMn) iHXekTyBanu
3i wBuMakicTio 1 Mn/XBUNuHy B rigporeHizatop “H-
Cube”, akuin cnonyvae yTBOPEHHSI €HOOreHHOro Boja-
HI0 1 JOCTYMHY KapTpuaxHy cuctemy (Pd/C), y skomy,
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npn atmoctepHOMYy TUCKY, TemnepaTypy nigTpumy-
Banu Ha 3Ha4eHHi 25°C.

OpepXXaHnin PO3YMH KOHLIEHTPYBanu 3 ofdepxaH-
HaMm 6inoi TBepaoi pevoBuHK (87 mr, 98%). PX-MC: rt
1.54 m/z 245 EP”

'H AMP (D°-IMCO) & 8.71 (1H, wup. s), 8.54
(2H, d, J 7Ty), 7.12 (2H, d, J 7T'u), 3.13 (3H, s) 3.03
(3H, s), 2.62 (3H, s)

Mpuknag 1: (6-Mop-xinasoniH-4-in)-(4-
[1,2,4]tpnason-1-in-ceHin)-amiH

4-Xnop-6-noaxiHasoniH (W09609294 A1, 150 wr)
06pobnanu 4-tpuasoninadinivom (28 mr, 1 eks.) B
MeCN i kmn'aTmnn 3i 3BOPOTHUM XONOAWUSTBHUKOM
npotsiroMm 6 roavH. OxonomxyBanu NpoTAroM Houi 7
inbTpyBanu 3 ogepXXaHHAM 3a3Ha4yeHoi B 3arofioBky
cnonyku (70 wmr).

'H AAMP & 11.75 (1H, br s), 9.4 (2H, s), 9.04 (1H,
s), 8.43 (1H, d, J 8.85I'y), 8.34 (1H, s), 8.0 (4H, m),
7.82 (1H, d, J 8.85I'u); PX-MC rt 2.32 m/z 415 EP*

Mpuknag 2: (6-TpeT-Bytun-xiHasoniH-4-in)-(4-
[1,2,4]tpnason-1-in-ceHin)-amiH

Po34nH 2-aMiHO-5-TpeT-6yTMn6eH30HOI KMCNoTH
(komepuiiHnia, 500 mr) i auetaT dopmMamiguHy (404
mr) B EtOH (5 mn) kun'aTunu 3i 3BOpOTHUM Xonoam-
nbHUKOM npoTarom 18 rogvH. OxonogxXeHy Cymill
dinbTpyBanu n ocag npomvsanu neoasHum EtOH i
Cynnm 3 ogepXKaHHAM rigpokcuxiHasoniHy (394 wr),
Akvn gogasanu Ao TioHinxnopugy (10 mn) i AM®OA
(kaT.) i HarpiBanu 3i 3BOPOTHUM XONOAWITBHUKOM MpPO-
TArom Houi. OxonomkeHy cymiw posbasnsanu EtOAC i
BUMBANM B HacW4eHU rigpokapboHaT HaTpito
(BoaH.). OpraHiyHy ca3sy BigokpemnioBanu, CyLumnm i
ynapioBanu 3 ofep)XaHHsM KOpUYHEBOI TBepaoi pe-
YyoBuHM (327 wmr), aKky nopuismn (105 mr) 6esnocepe-
OHbO 06pobnanu 4-tpuasoninaniniHom (125 wmr) B
MeCN (4 mn) npy KUN'ATiHHI 3i 3BOPOTHUM XONOAUIb-
HMKOM NpOTArom Houi. OxonogXeHy Cymiwl po3nogi-
nanu mik XM i rigpokapboHaToM HaTpilo 1 opraHiy-
Hy a3y ynaptoBanu. OuuLieHHS 3a [AOMOMOro
XpomaTtorpadii 3 BUKOPUCTAHHAM CyMmiLli
OXM:EtOH:NHj3 (200:8:1) sik entoaHT aaBano baxaHy
CMOnyKy.

'"H AMP & 10.16 (1H, s), 9.48 (1H, s), 8.77 (1H,
s), 8.62 (1H, s), 8.41 (1H, d), 8.2 (4H, m), 7.95 (1H,
d), 1.64 (9H, s); PX-MC rt 2.18 m/z 343 EP"

Mpuknag 3: [7-(3-Xnop-nponokcu)-6-MeTokcu-
xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-ceHin)amiu

N'-[5-(3-xnop-nponokcu)-2-uiaHo-4-MeTOKCH-
eHin]-N,N-gumeTun-gpopmamignH (WO03055491,
580 mr), 4-(1,2,4-Tpmasonin)aHinid (314 mr) i AcOH (4
mn) HarpiBanu go 90° npotsarom 1 roguHu nepepg
OXOMOMXEHHAM. MacnaHucTy piavMHy ynapiosanu 1
CYyCrMeH3ilo, sika B pesynbTaTti yTBOpWIacs, pO34nHSu
B MeOH, 06pobnsinu ynbTpasBykoM i Oinui NOpoLLIOK,
SAKUA B pesynbTaTti yTBOPUBCSH, inNbTpyBanu n cyLum-
NN, ogepXKytoun 3a3HaveHy B 3arofnioBky crnonyky (765
Mr).

'"H AMP § 9.65 (s, 1H), 9.25 (s, 1H), 8.5 (s, 1H),
8.23 (s, 1H), 8.02 (d, 2H, J 9I"y), 7.89 (s, 1H), 7.87 (d,
2H, J=9), 7.24 (s, 1H), 4.28 (t, 2H, J=6), 3.95 (s, 3H),
3.83 (1, 2H, J 6l'u), 2.27 (q, 2H, J 6l'y); PX-MC rt 2.13
m/z 411 EP”

Mpuknag 4: [6-MeTtokcu-7-(3-mopdoniH-4-in-
nponokcu)-xinasonix-4-in]-(4-[1,2,4]Tpnason-1-in-
deHin)-amiH

94601 36

Cnonykn npuknagy 3 (118.6 mr, 0.289 mmons),
MopdooniH (120 mkn) i gumeTtnnauetamig (1.1 mn)
HarpiBanu go 90° npoTtarom 12 roguH nepen oxosno-
AXEHHSM, yrnaptoBanv n o4vwany MacnsHucTy pigu-
Hy, fika B pesynbTaTi yTBOpMnacs, 3a [OMNOMOroto
KOMOHKOBOI Xpomatorpacdii 3 BUKOPUCTAHHAM CyMilLlli
200:8:1, OXM:MeOH:NH3; sk entoaHT. Macno nepek-
puctanizyBanu 3 MeCN 3 ogepxxaHHsiM 3a3HadeHoi B
3aronoBKy Cronyku y surnsagi 6esbapsHux kpuctanis,
(126 wr).

'"H AMP § 9.55 (s, 1H), 8.57 (s, 1H), 8.02 (s, 1H),
7.80 (d, 2H, J 8.9) 7.35 (s, 1H), 7.19 (d, 2H, J=8.9),
4.38 (t, 2H, J 6I'u), 4.15 (s, 3H), 4-3.92 (M, 4H), 3.83-
3.75 (m, 4H), 3.36-3.28 (m, 4H); PX-MC rt 1.78 m/z
462 EP”

Mpuknag 5: [6-(3,4-OndTop-dheHin)-xiHasoniH-4-
in]-(4-[1,2,4]tpnason-1-in-deHin)-amiH

Cragia 1: N'-(3-UiaHo-3',4'-andTop-6icheHin-4-
in)-N,N-gumeTtun-copmamiguH

Cymiw  3,4-gndTopdheHinGopoHOBOI  KMCMOTH
(Lancaster, 396 mr, 1.5 ekB.), MPOMiXHOI crnonyku 2
(500 w™r) i Ttetpakic(tpudeHindocdiH)nanagio (0)
(5%, 96 wmr) HarpiBanu B IME/2 H. kapboHaTi HaTpito
(BogH., 2:1, 13.5 mn) 3i 3BOPOTHUM XOMOAUINBHUKOM
npotarom 16 rogmH. Cymiw ynaptoBanu, 3anuiok
npomMmBanu BoAok 1 edipoM Ta CyLUMMN 3 odepXKaH-
HSIM CBITNO-KOPUYHEBOI TBEpPAOi peyoBuHu (386 wmr,
81%).

'"H AMP (CDCls) 6 7.57 (1H, d, J = 2u), 7.54
(1H, s), 7.45 (1H, dd, J = 8.5, 2.25T'u), 7.13 (3H, m),
6.90 (1H, d, J = 8.5'y), 3.0 (3H, s), 2.99 (3H, s); PX-
MC rt 2.51; m/z 286 EP"

Crapis 2: [6-(3,4-AndTop-dheHin)-xiHasoniH-4-in]-
(4-[1,2,4]Tpnason-1-in-geHin)-amiH

Cywmiw dopmamignHy 3i cragii 1 (150 wr) i 4-
Tpuasonin-aninivy (88 mr, 1 eks.) B AcCOH (2 mn) Ha-
rpianu go 80° npotsarom 16 roamH. Oxonomxysanu,
KOHUEeHTpyBanu n obepexHo obpobnsanu rigpokapbo-
HaTom HaTpito (BogH.). OgepxaHy B pe3ynbTaTi TBEp-
Ay pevyoBuHY BUAINANM inbTpyBaHHSAM, NpoMuBanu
Bogot, noTim pgoaasanv OXM:EtOH:NHs; (20:8:1) i
we pas dinsTpyBanu. ®inbTpaTt ynapiosanu A0 MO-
MEHTY YTBOPEHHsi ocagy, Sk BiadinbTpoByBanu,
npomuBanu edipom i Cylumnm 3 ogepxaHHAM 3a3Ha-
YeHoi B 3aronosky cnonyku (82 mr, 34%).

'H AMP § 10.0 (1H, s), 9.18 (1H, s), 8.75 (1H, s),
8.54 (1H, s), 8.12 (2H, m), 7.97 (1H, m), 7.92 (2H, m),
7.78 (3H, m), 7.66 (1H, m), 7.53 (1H, m); PX-MC rt
2.52 m/z 401 EP*

Mpuknag 6: [6-(4-Xnop-3-dpTop-deHin)-xiHasoniH-
4-in]-(4-[1,2,4]tpuason-1-in-ceHin)-amin

Cragia 1: N'-(4'-Xnop-3-uiaHo-3'-bTop-6idheHirn-
4-in)-N,N-gnmeTnn-cpopmamigmH

Cymiw 4-xnop-3-topdeHinbopoHOBOI KnCnoTn
(Combiblocks, 759 mr, 1.3 ekB.), MPOMIXHOI CNOMyKN
2 (1 r) i TeTpakic(Tpudperindgocdin)nanagito (0) (5%,
193 wmr) HarpiBanu B OME/2 H. kapGoHaTi HaTpito
(BogH., 2:1, 27 mn) 3i 3BOPOTHUM XONOAWUSBHUKOM
npotarom 16 roguH. Cymiw oinbTpyBanu, dinstpat
ynaptoBanu, 3anuok npoMmBani HacU4YeHUM rigpo-
kapboHaTOM HaTpito, Bogol 1 ediipom i cywwmnu 3
opepxaHHam npoaykty (310 mr).

'H AMP (CDCls) & 7.58 (1H, d, J 2.0ru), 7.53
(1H, s), 7.46 (1H, dd, J 8.5, 2.25I"y), 7.31 (1H, t, J
8.0ru), 7.14 (1H, m), 7.12 (1H, m), 6.9 (1H, d, J
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8.5y), 3.0 (3H, s), 2.98 (3H, s); PX-MC rt 2.70; m/z
302 EP*

Cragis 2: [6-(4-Xnop-3-dTop-deHin)-xiHa3oniH-4-
in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH

Cywmiw dopmamignHy 3i cragii 1 (300 mr) i 4-
Tpuasonin-aHinivy (167 mr, 1 eks.) B AcOH (3 mn)
Harpisanu go 80° npotsrom 2 roanH. Oxonoaxysanu,
i oAepxaHy B pesynbTaTi TBEpAY PEYHOBUHY BUAINANN
dinbTpyBaHHAM, npomuBanun rigpokapboHaTtom Ha-
Tpito, Bogoto 1 MeCN. TBepay peqoBuHy ounanu 3a
JOMNOMOror KONOHKOBOI Xpomartorpadii Ha cunikare-
ni, BukopuctoBytoum OXM:EtOH:NH; (400:8:1 -
200:8:1) Ak enaHT, 3 odepXaHHSM 3a3HavyeHoi B
3arofnoBKy CMOMNyKu.

'H AMP § 10.36 (1H, br s), 9.29 (1H, s), 8.93 (1H,
s), 8.63 (1H, s), 8.25 (2H, m), 8.03 (3H, m), 7.86 (2H,
d, J 9.25'y), 7.81 (3H, m); PX-MC rt 2.61 m/z 418
EP*

Mpuknag 7: [6-(3-PTOP-4-MeTOKCH-beHIn)-
xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH

Cragis 1: N'-(3-LliaHo-3'-dpTOp-4'-MeTOKCU-
6ideHin-4-in)-N,N-gumeTun-copmamiguH

Cywmiw 3-gpTop-4-meTokcueHinbopoHoBOI  Knc-
notu (Aldrich, 427 wmr, 1.5 ekB.), TpomixHOI cnonyku 2
(500 wr) i Tetpakic(tpudeHindocdiH)nanagio (0)
(5%, 96 wmr) HarpiBann B IME/2 H. kapboHaTi HaTpito
(BogH., 2:1, 13.5 mn) 3i 3BOPOTHUM XOMOAUINBHUKOM
npotsirom 16 roguH. Cymiw ynaptoBanu, 3anuiok
npoMvBanu BoAol W edipoM i Cylumnu 3 ogepxaH-
HSIM CBITNO-KOPUYHEBOI TBEPAOI peyoBuHM (436 Mmr,
88%).

'"H AMP (CDCls) § 7.71 (1H, d, J = 2.25'4), 7.67
(1H, s), 7.59 (1H, dd, J = 9.12 2.25'yy), 7.32 (1H, m),
7.27 (1H, m), 7.05 (2H, m), 3.96 (3H,s), 3.14 (3H, s),
3.12 (3H, s); PX-MC rt 2.33 m/z 298 EP"

Cragis 2: [6-(3-PTOP-4-MeTOKCU-heHIn)-
xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH

Cywmiw copmamigunHy 3i cragii 1 (200 mr) i 4-
Tpuasonin-aHinivy (112 mr, 1 eks.) B8 AcOH (2 mn)
HarpiBanu go 80° npotsarom 16 roamH. OxonogxyBa-
NN, KOHLIEHTPYBanu 1 obepexHo obpobnsanu rigpoka-
pboHaTtom HaTpito (BoaH.). OgepxaHy B pesynbrari
TBEpPAY PEYOBUHY BMAINANM inbTpyBaHHAM, NpoMU-
Banu Bogow noTim aogaBanu  OXM:EtOH:NH3
(20:8:1) i we pas cinbTpyBanu. PinbTpaT ynaptoBanu
00 MOMEHTY YTBOPEHHsi ocagy, fkun BigdinbTpoBy-
Banu, npommeanu edipomM i cywmnun 3 ogep>kaHHAM
3a3Ha4veHol B 3aronosky crnonyku (129 mr, 47%).

'H AMP § 10.06 (1H, s), 9.29 (1H, s), 8.81 (1H,
s), 8.63 (1H, s), 8.23 (2H, m), 8.07 (2H, d, J 10.0l'w),
7.93 (1H, s), 7.88 (2H, m), 7.83 (1H, m), 7.73 (1H, d,
J 7.50ly), 7.35 (1H, t, J 8.75I'y), 3.92 (3H, s); PX-MC
rt2.42 m/z 413 EP”

Mpuknag 8: [6-(4-ETokcun-3-chTOp-cheHin)-
xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH

Cragis 1: N'-(3-LiaHo-4'-eToKCK-3'-pTOP-
6ideHin-4-in)-N,N-gumeTun-copmamiguH

Cywmiw 4-etokcu-3-gpTopdeHinbopoHOBOI KUCIO-
1 (Combiblocks, 800 mr, 1.3 ekB.), NpoMiXHOI cnony-
kn 2 (1 r) i TeTpakic(tpndeHringocdiH)nanagito (0)
(5%, 193 wr) Harpisanu B JME/2 H. kapboHaTi HaTpito
(BogH., 2:1, 27 mn) 3i 3BOPOTHMM XONOAWUITBHUKOM
npotarom 16 roguH. Cymiw cinbTpyBanu, dinetpat
ynaptoBanu, 3anuok NpoMMBanu Hacu4eHuMm rigpo-
kapboHaToOM HaTpito, BOAO 1 edipom i cywmnu 3
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oaepxaHHAM npoaykTy (410 mr).

'H AMP & 7.71 (1H, d, J = 2.0l"w), 7.67 (1H, s),
7.60 (1H, dd, J = 8.5 2.25I'u), 7.31 (1H, m), 7.25 (1H,
m), 7.02 (2H, m), 4.17 (2H, g, 7.0l'u), 3.14 (3H, s),
3.12 (3H, s), 1.5 (3H, t, 7.0l"u); PX-MC rt 2.51 m/z
312 EP*

Cragis 2: [6-(4-ETokcu-3-dTOop-doeHin)-xiHa3oniH-
4-in]-(4-[1,2,4]Tpnason-1-in-ceHin)-amiH

Cywmiw dopmamignny 3i cragii 1 (400 wr) i 4-
Tpuasonin-aninivy (214 wmr, 1 eks.) 8 AcOH (3 mn)
Harpisanu go 80° npotarom 2 roamH. Oxonopxysanu,
i ofepxaHy B pesynbTaTi TBEpAY Pe4OBUHY BUAINANU
inbTpyBaHHAM, NpoMuBanu rigpokapboHaTtom Ha-
Tpito, Bogoto n MeCN i cywmnn 3 ogepkaHHsIM Ync-
TOI, 3a3Ha4YeHOI B 3arofioBKy CroOmMyKu.

'H AMP § 10.27 (1H, br s), 9.29 (1H, s), 8.86 (1H,
s), 8.63 (1H, s), 8.26 (1H, s), 8.22 (1H, dd, J 8.75
2.5I'y), 8.10 (2H, d, J 7.50l"y), 7.88 (4H, m), 7.72 (1H,
d, 7.5MNy), 7.34 (1H, t, 7.5I'y), 4.21 (2H, q, 7.5T'u),
1.41 (3H, t, 7.5T"u); PX-MC rt 2.53 m/z 427 EP*

Mpuknag 9: {6-[3-PTOp-4-(2-MeETOKCi-eTOKCU)-
deHin]-xiHasonin-4-in}-(4-[1,2,4]Tpnason-1-in-deHin)-
amiH

Cragisa 1: 4-bpom-2-TOp-1-(2-METOKCi-eTOKCH)-
6eHson

Cywmiw 4-dpropdeHony (9.8 mn), nopoLukonopaid-
Horo kapboHaTy kanito (2 eks., 24 r) i GpomeTunmeTu-
nosoro eagipy (1.1 exs., 20.16 mn) B aueToHi (60 mn)
HarpiBanu 3i 3BOPOTHMM XONOAWMBLHUKOM MNPOTHArom
Houi. OxonofxeHy peakuiiHy cymiw po3baBnanu
Bofot W ekctparyBanu EtOAc. O6'eaHaHi opraHiyHi
a3 npommBanu BOAHWM KapbGoHaToM HaTpilo, Cy-
wunm (Na2S0.) i ynapioBanu 3 ogep>xaHHAM NpoaykK-
Ty Y BUMNAAI pyXnvMBOro macna (22 r, KineKicHvn).

'H AMP (CDCls) & 7.14 (2H, m), 6.84 (1H, t, J
8.85I'y), 4.09 (2H, m), 3.69 (2H, m), 3.38 (3H, s); PX-
MC rt 2.67 m/z, He ioHHa.

Cragis 2: 3-dT1Op-4-(2-METOKCI-eTOKCH)-
deHinbopoHoBa kucrnoTa

o PO3UnHY 4-6pom-2-cTop-1-(2-MeTOKCi-
eTokcu)-6eH3ony (4.98 r) y Trd (40 mn) popasanu
HeBENWKWUIA KpucTan nogy n notim nopuismmn Mg (730
mr, 1.5 ekB.). icna gogaBaHHsA, cymiw HarpiBanu 3i
3BOPOTHUM XOMOAMIBHUKOM npoTsirom 4 rogauH. Cipy
CyMmill oxonogxyeanu Jo -78°, npogaBanv TpUMETWI-
6opat (1.2 ekB., 2.25 mn) i 3anuwanu HarpiBaTucs
npotarom Houi. Jogasanu 1 H. HCI (BogH., 60 mn) i
nepemiwysanu npotarom 30 XBUNWH nepepn ekcTpa-
ryBaHHaM edpipoM (2 x 50 mn). O6'egHaHi opraHiyHi
has3n cywmnu, KOHUEHTpyBanu 1 ofdepxaHy B pe-
3ynbTati TBepA4y pPeuvYoBUHY po3Tvpanu 3 edi-
pOM/GEH3MHOM, BUAINANN WNAXOM (iNbTpyBaHHA W
CyWInnu 3 ogep>kaHHAM 3a3Ha4yeHoi B 3arofioBKy Cno-
NyKn y BUrMSAAI KPeMOBOT TBepAoi peyoBuHn (3.122 ,
73%).

'H AMP § 8.04 (2H, br s), 7.53 (2H, m), 7.12 (1H,
t, J 8.85l'u), 4.17 (2H, m), 3.67 (2H, m), 3.3 (3H, s);
PX-MC rt 1.97 m/z 213 EP”

Cragia 3: N'-[3-LiaHo-3-dpTOp-4'-(2-MeTOKCI-
eTokcu)-bicperin-4-in]-N,N-gumetun-cdopmamiguH

Cymiw 3-pTop-4-(2-MmeTOKCieTOKCH)-
deHinbopoHoBoi kucnotn (1.83 1, 1.2 ekB.), NPOMIX-
Hoi cnonyku 2 (2.32 r), kapboHarty kanito (1.29r, 1.2
ekB.) y cymiwi AM®PA/H,O (3:1, 40 mn) obpobnsanu
anxnop(6icbensoniTpun)nanaaiem (1) (1%, 30 wmr) i
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nepewmiwysanm B atmocdepi N, npotarom 4 roauH.
Cywmiw posbaenanu sogoto (100 mn), dinbTpyBanu n
notim ekctparyBanu EtOAc (2 x 50 mn) i ui opraHiyHi
eKCTpaKTu gofasany Ao ocagy Ha ginbTpi, Cywmnnm n
ynaptoBanu. 3anuwok posdvnHanu B OXM, 3aBaHTa-
XyBanu B KOPOTKY curikareneBy KOMOHKY 1 entotoBa-
nM - nopuisMm  Npyv BIACMOKTYBAHHI  CYMILLLLIO
OXM/EtOH/NH3 400-200:8:1. lMpwu ynaptoBaHHi, Le
AaBsarno KopuM4yHeBe Macro, sike po3Tmpanu i3 CyMil-
wito OXM/edpip/6eH3unH i ona kpucTanisauii posbaens-
nvn pgopatkoBum 6eHanHom (60 mn). 3asHayeHy B 3a-
rOMoBKY CMOMYyKY BUAINAMMW LUMAXOM (DiNbTPYBaHHS Y
BUIMSAI KPeMOBOI TBepAoi pevoBuHu (1.665 r, 63%).

'H AMP (CDCls) & 7.74 (1H, d, J 1.9My), 7.7 (1H,
s), 7.60 (1H, dd, J 8.85, 1.9I'u), 7.29 (3H, m), 7.1 (1H,
d, J 8.2I"y), 7.05 (1H, d, J8.85I'y), 4.28 (2h, m), 3.84
(2H, m), 3.52 (3H, s), 3.16 (3H, s), 3.14 (3H, s); PX-
MC rt 2.32 m/z 342 EP”

Crapia  4: {6-[3-DTOpP-4-(2-METOKCI-€TOKCW)-
deHin]-xiHasonin-4-in}-(4-[1,2,4]rpnason-1-in-deHin)-
amiH

Cywmiw dopmamignHy 3i cragii 3 (594 wr) i 4-
Tpuasonin-aHinivy (279 wmr, 1 eks.) B8 AcOH (6 mn)
HarpiBanu go 125 npotarom 2 roguH. [Micna oxomno-
DPKEHHS 1 po3BedeHHsA Bogot (20 mn), XXOBTUIA ocap,
BMAINANN inbTpyBaHHAM, cycneHgyBanu 3 1 H.
NaOH i npomusanu Bogoto. licnsa CyLwiHHS, Lo pevo-
BMHa po3Tupanu i3 cymiwwo MeOH/Boga/auetoH ~
10:5:5 3 ogepxaHHaM, nicna iNbTPyBaHHA 1 CYLUiH-
Hs1, 6nigo-kpemoBoi TBepaoi pevoBuHu (510 Mr, 64%).

'"H AMP 5 10.1 (1H, br s), 9.27 (1H, s), 8.8 (1H,
s), 8.58 (1H, s), 8.24 (1H, s), 8.18 (1H, d, J 8.85'y),
8.03 (2H, d, J8.85Iy), 7.84 (4H, m), 7.68 (1H, d,
J9.5MNy), 7.35 (1H, t, J 8.85Iu), 4.26 (2H, m), 3.72
(2H, m), 3.35 (3H, nepekpuBaetbcsa 3 H,0); PX-MC rt
2.4 m/z 457 QP*

Mpuknag 10: [6-(3,4-QumeTokcu-cbeHin)-
xiHasoniH-4-in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH

Cragisa 1: N'-(3-LiaHo-3',4'-anumeToKCU-6idpeHin-4-
in)-N,N-gumeTtun-cdopmamiguH

MpomixxHy cnonyky 4 (2.52 r, 10 mmonb) i 3,4-
avmeTokcudpeHinbopoHoBy kucroTy (1.9 1, 1.2 ekB.) y
i30-PrOH (30 mn) o6pobnsnu 2 H. BOAHUM KapboHa-
TOM HaTpito (10 MIT) i TeTpakic-
(TpudbeHindocdin)nanagiem (0) (5 mr, 0.04 mon.%) i
Harpisanu npu nepemiwysaHHi Ao 60°. Yepes 2 rogu-
HM PXMC aHani3 nokasyBaB CTyniHb MPOTiKaHHA pea-
Kuii 80%. lMoTim peakuiHy cymiw oxonoaxysanu 1
posbaensinu Bogoto (30 mn). OgepxaHy B pesynbTari
TBEpAY PevoBUHY BiAdinbTpOBYBaNnUM W npomuBanu
[0AaTKoBOK BoAok (2 x 20 mn) nepen CyLiHHAM
LUMSAXOM BiACMOKTYBaHHA. TBepay pevoBuHY ABidi
cycneHayBanu B edipi (2 x 5 mn) BiacmMokTyBanu, i Ha
3aKiHYEHHS CyLIMnn 3 ofepaHHAM BicdbeHinbHoi npo-
MiXHOI cnonyku y Burnsgi rpssHo-6inoi TBepaoi pe-
YOBUHW (2.24 1, 72%).

'H AMP § 7.99 (1H, s) 7.91 (1H, d, J 1.9Iwy), 7.79
(1H, dd, J 8.2, 1.9I"y), 7.2 (3H, m), 6.99 (1H, d, J
8.2I'y), 3.84 ( 3H, s), 3.78 (3H, s), 3.08 (3H, s) 3.01
(3H, s); PX-MC rt 2.31 m/z 309

Cragia 2: [6-(3,4-OumeTokcu-eHin)-xiHasoniH-4-
in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH

dopmamignH 3i ctagii 1 (2.96 r, 9.6 mmonsb) i 4-
TpuasoninaHinit (1.54 r, 9.6 mmone) B AcOH (10 mn)
HarpiBanu 3i 3BOPOTHVMM XONOAMITbHUKOM MPOTSromMm 3
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roguH. OxonomkeHwnt posunH posbasnsanu edipom
(200 mn) i ocag, Akui ogepxkyBanu, BiadinbTpoByBa-
nn. Ocag Ha inbTpi NpoMuBany edipom, CyLIMmu
npyv BiACMOKTYBaHHi W MOTiM cycneHayBanmu 3 2 H.
NaOH (100 mn) npu nepewmiwyBaHHi npoTsirom 30
xsunvH. OpepxaHy B pesynbTaTi TBepAy PevOoBUHY
3HOBY BUAINAMM INbTPYBaHHAM, NPOMMBANN BOLO
N cywmnnu 3 ogepxaHHaM 6nigo-XoBToi TBepaoi pe-
yoBuHM (3.81 1, 93%).

'"H AMP § 10.11 (1H, s), 9.30 (1H, s), 8.80 (1H,
s), 8.65 (1H, s), 8.26 (1H, s), 8.23 (1H, s), 8.10 (2H,
d, J10ry), 7.92 (2H, d, J 10l"y ), 7.88 (1H, d, J7.5T"u),
7.47 (2H, nepekpwB. s), 7.16 (1H, d, J7.5Iu), 3.93
(3H, s), 3.85 (3H, s); PX-MC rt 2.17 m/z 425 EP*

Mpuknag 11: [6-(3,4-OieTokcn-deHin)-xiHasoniH-
4-in]-(4-[1,2,4]Tpnason-1-in-ceHin)-amiH

Cywmiw npomixHoi cnonykn 8 (200 mr) i npoMixHoT
cnonykm 6 (490 wmr) noegHyBanum 3 TeTpa-
kic(TpudeHindocdiH)nanagiem (0) (95 mr) y OME (3
M) i kapboHaTtom HaTpito (1 mn) i HarpiBanu go 100°
npoTarom Hodi. OxonodxeHy cymiw po3basnsnu BoO-
poto 1 ekctparyBanu OXM. OpraHiyHi dpa3n noegHy-
Banu, KOHUEHTPyBanu M nopuisMy ouyuwwanu 3a go-
NOMOroro KOMOHKOBOT xpomarorpadii,
BukopuctoBytoun CH,Clo/EtOH/NH3 (200:8:1) 3 oge-
pXXaHHSAM NPOAYKTY cnonydeHHs. lMopuito uiei peyo-
BUHK (70 Mr) HarpiBanu B ouTOBIN kucnoTi (1 mn) 3 4-
TpuasoninainiHom (37 mr) npu 80° npoTsarom 1 rogm-
HW. Cymiw ynaptoBanu, nignyrosyBanu HacuyYeHUM
NaHCO; i ocag, skuii yTBOPUBCS, BUAINANN LUMASXOM
inbTpyBaHHS 1 NpoMMBanun BOAOK 1 edipoM, cyLun-
nn, npomueanu EtOAc, MeCN, notim edipom i cyLum-
N 3 oOepXaHHAM 3a3Ha4yeHOl B 3arofoBKy CMOMyKu
(32 wr, 34%).

'"H AMP 5 10.4 (1H, br s), 9.27 (1H, s), 8.82 (1H,
s), 8.6 (1H, s), 8.23 (1H, s), 8.16 (2H, d, J 8.85I'L),
7.95 (2H, d, J 8.85I'u), 7.44 (2H, m), 7.13 (1H, d, J
8.2I'y), 4.15 (4H, m), 1.37 (6H, m); PX-MC rt 2.44,
m/z 453 EP*

Mpuknag 12: {6-[4-(2-OnmeTnnamiHo-eTOKCK)-
deHin]-xiHasonin-4-in}-(4-[1,2,4]tpnason-1-in-deHin)-
amiH

Cragis 1: N'-[3-UiaHo-4'-(2-gumeTinamiHo-
eTokcu)-bicpeHin-4-in]-N,N-gumetun-dopmamignH

4-(2-OnmeTnnamiHo-eTOKCK)-60OpOHOBY  KUCIOTY
(opepxana srigHo metoagy Y. Xoy (C. Zhou) i P.M.
JTapoka (R.C. Larock), Journal of Organic Chemistry,
T. 70, Ne. 10, cc. 3765, 915 wmr, 1.2 ekB.), NPOMiXHY
crnonyky 2 (934 wr) i kapboHat kanito (1.2 eks., 520
mr) y cymiwi AM®A/H,0 (3:1, 20 mn) o6pobnsnu au-
xrop(6icbensoniTpun)nanagiem (Il) (1%, 12 wr) i ne-
pewmiwyBanu B atmocdepi N, npotarom 4 roguH. Cy-
MilW ynaptoBanu 1 po3noainanu Mix sogoto n EtOAc.
OG6'egHaHi opraHiyHi hasu Cyumnm i KOHLEHTpyBanm
nepen 3aBaHTaxeHHaMm y TOE (20 r, Si) i entotoBanu
nopuisMu Npun BiACMOKTYBaHHI rpagi€HTHOK CyMILLILLIIO
OXM - OXM/EtOH/NH3 - 200:8:1. Mpun ynapioBaHHi Le
Aasarno kopuyHese macno (1.0 r, KinbKicHUR).

'"H AMP (CDCls) & 7.71 (1H, d, J2.5I'u), 7.64 (
1H, s), 7.6 (1H, dd, J8.2, 2.5I'y), 7.44 (2H, d, 8.2I'y),
6.98 (3H, m), 4.1 (2H, m), 3.11 (3H, s), 3.08 (3H, s)
2.75 (2H, m), 2.29 (6H, s); PX-MC rt 1.71 m/z 337
EP*
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Cragis 2: {6-[4-(2-OnmeTnnamiHo-eTOKCH)-
deHin]-xiHasonin-4-in}-(4-[1,2,4]rpnason-1-in-deHin)-
amiH

Cywmiw dopmamignHy 3i cragii 1 (528 wr) i 4-
TpuasoninaHinivy (294 mr) B8 AcOH (5 mn) Harpianu
0o 125° npotarom 3 roguH. Micna OXONOMKeHHs!, cy-
miw posbasnanu n nignyrosysanu 1 H. NaOH (80
MIT). KPEMOBUI Ocaf, SKUA YTBOPUBCA, BMAINANu di-
NbTPYBAHHAM | CyLUMNN 3 OAEPXaHHAM 3a3Ha4YeHol B
3aronosky crnonyku (495 mr, 70%).

'"H AMP 5 10.3 (1H, br s), 9.34 (1H, s), 8.9 (1H,
s), 8.67 (1H, s), 8.31 (1H, s), 8.23 (1H, dd, J 8.85,
1.9I"y), 8.15 (2H, d, J 8.85I'u), 7.92 (4H, m), 7.19 (2H,
d, J 8.85lu), 4.2 (2H, m), 2.72 (2H, m), 2.3 (6H, s);
PX-MC rt 1.96 m/z 452 EP*

Mpuknag 13: {6-[4-MipnanH-4-inmeToken)-deHin]-
xiHa3oniH-4-in}-(4-[1,2,4]Tpnason-1-in-ceHin)-amiu

Cragia 1:  4-AwmiHo-4'-(nipnanH-4-inMeToKCK)-
BidpeHin-3-kapboHiTpun

Cywmiw npomixHoi cnonyku 5 (835 mr, 1.5 eks.),
npomikHoi cnonykn 7 (710 wmr) i TeTpa-
Kic(Tpudenindocdin)nanagito (0) (5%, 263 mr) Harpi-
Banu B AME/2 H. kapGoHaTi HaTpito (BoagH., 2:1, 15
mn) npu 80° npotarom 16 roguH. O6pobka BoaoMO W
posnogineHHs mMix Bogot n EtOAc gaBano 3anuiuiok,
akun ounwanu PXCT (35 r Si, rpapieHTHe entotoBaH-
HHA npoTarom 30 xsunuH 10-100%-um EtOAC y 6eH-
3uHi). Lle gaBano, npu ynapioBaHHi, 3a3HaveHy B 3a-
ronoeky cnonyky (310 mr, 45%).

'"H AMP (CDCls) & 8.63 (2H, m), 7.5 (2H, m), 7.38
(3H, m), 6.99 (2H, d, J 8.65u), 6.79 (1H, d, J
8.65I'y), 5.127 (2H, s), 4.42 (2H, br s)

Cragia 2: {6-[4-MipnaunH-4-inmeTokcu)-deHin]-
xiHa3oniH-4-in}-(4-[1,2,4]Tpna3son-1-in-eHin)-amiu

MpomixxHy cnonyky ctagii 1 (310 mr) obpobnsanu
OMOA-OMA (5 mn) y OM®A (3 mn) npu 80° npoTsirom
3 rogvH. Cymiw ynaptoBanu, 3anuLoK PO3YMHSNN B
Tonyoni W 3HOBY YynaplBanu, ofepxywoun 6nigo-
YKOBTY TBEPAY PEYOBUHY, SIKY CYLUMIA MPOTArOM HOMi.
Mopuito uiei pevoBuHn (74 wmr) obpobnsnun 4-
TpuasoninadiniHom (57 mr) B8 AcOH (1 mn) npu 80°
npoTsirom 2 roanH. OXonoaxeHy cymill nignyrosysa-
NN BOAH. rigpokapboHaToM HaTpito W ocad, SKui
yTBOPUBCS, iNbTpyBanu, npommsanu Bogow, edi-
pom i MeCN 3 ogepxxaHHsM 3a3HayeHOl B 3arofioBKy
crnonyku (88 mr, 59%).

'"H AMP § 10.5 (1H, brs), 9.26 (1H, s), 8.87 (1H,
s), 8.59 (3H, m), 8.23 (1H, s), 8.1 (3H, m), 7.84 (5H,
m) 7.47 (5H, m), 7.18 (2H, m), 5.29 (2H, s); PX-MC rt
2.23m/z 472 EP”

Mpuknag 14: [6-(4-MopdoniH-4-in-cpeHin)-
xiHa3oniH-4-in]-(4-[1,2,4]Tpnason-1-in-eHin)-ami

Cragis 1: N'-(3-UiaHo-4'-mopdoniH-4-in-6ideHin-
4-in)-N,N-gumeTun-copmamiguH

Cywmiw 4-mopdoniHindgeHinGopoHOBOi  KncnoTu
(Maybridge, 992 wmr, 1.5 ekB.), NPOMIXHOI cnonyku 2
(955 wmr) i Tetpakic(TpudeHningocdiH)nanagio (0)
(5%, 185 wr) narpisanu B AME/2 H. kapboHaTi HaTpito
(BogH., 2:1, 12 mn) npn 90° npoTtarom 16 rogmH. O6-
pobka BoZolo M po3nogineHHs mix sogot 1 EtOAc
[aBano KOPUYHEBMWIA 3arnuLUOK, SKMA ounwanu Ha
TOE (Si, 20 r) npu enoloBaHHi 3 BiACMOKTYBaHHAM
nopuiamu  cymiwi AXM/EtOH/NHs 600-200:8:1. Le
AaBano KOpUYHeBY TBEpAY PEYOBUHY, Ky po3Tupanm
i3 cymiwwio OXM/GeH3nH i hinbTpyBanu 3 ogepXaH-
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HSIM CBITNO-KOPUYHEBOI TBEpAoi peyouHu (430 wmr,
40%).

'"H AMP(CDCI3) & 7.45 (3H, m), 7.29 (2H, d, J
8.85 l'u), 6.81 (3H, m), 3.71 (4H, m), 3.03 (4H, m),
2.94 (3H, s), 2.91 (3H, s); PX-MC rt 2.16 m/z 335 EP"

Cragis 2: [6-(4-MopdoniH-4-in-deHin)-xiHa3oniH-
4-in]-(4-[1,2,4]Tpna3zon-1-in-geHin)-amiH

Cywmiw dopmamignHy 3i cragii 1 (76 wmr) i 4-
TpuasoninaHiniHy (24 mr) B8 AcOH (2 mn) Harpisanu
no 125° npotarom 1 roguHu. llicns oxonogKeHHs,
cymiw posbasnanu n nignyrosysann 1 H. NaOH (20
MIT). ocaj, SiKMA YTBOPUBCS, BUAINANU inbTpyBaH-
HAM, npommsanu XM, noTiM po3Tupanu i3 cymiLlLuto
MeOH/aueToH. ®inbTpaT KOHUEHTpyBanu 3 oJep-
)KaHHAM 3a3HayeHoi B 3arorioBKy CMoOnyku (22 mr) y
BUMAAI CBITNO-3€MNeHoi TBepAOi PeYOBUHU.

'H SAMP § 10.45 (1H, br s), 9.3 (1H, s), 8.88 (1H,
s), 8.6 (1H, s), 8.26 (1H, s), 8.14 (3H, m), 7.87 (5H,
m), 7.12 (2H, d, J 8.85I'w), 3.78 (4H, m), 3.21 (4H, m);
PX-MC rt 2.28 m/z 450 EP*

Mpuknag 15: [6-(2,3-Ourigpo-6eH30[1,4]aiokcnH-
6-in)-xiHa3zoniH-4-in]-(4-[1,2,4]tpna3on-1-in-gpeHin)-
amiH

Crapgis 1: N'-[2-UiaHo-4-(2,3-gurigpo-
6eH30[1,4]aiokcnH-6-in)-derin]-N,N-aumeTnn-
dopmamiguH

1,4-(ETuneHaiokcun)6eH30mn-6-60poOHOBY  KUCNOTY
(Lancaster, 785 wmr, 1.2 ekB.), NPOMiXHY Cronyky 2
(1.08 r) i TeTpakic(TpudeHindgocoin)nanagin (0) (205
mr) Harpisanu B IME/2 H. kapboHaTi HaTpito (BOAH.,
2:1, 12 wmn) npu 80° npotarom 18 rogmH. O6pobka
BOZO i po3nogineHHs mix sogot n EtOAc gasano
KOPUYHEBY TBEpPAY PEYvOBUHY, AKY ouunwanu Ha TPE
(Si, 20 r) npu entoBaHHi 3 BiACMOKTYBaHHSIM NOpLi-
amu cymiwi OXM/EtOH/NH3 600-200:8:1. Lle nasano
CBITNO-KOpUYHeBY TBepAyY peyoBuHy (430 wr, 41%).

'"H AMP(CDCls) & 7.68 (1H, d, J 2.5I1), 7.63 (1H,
s), 7.56 (1H, dd, J 8.2, 2.5I'uy), 6.96 (4H, m), 4.29 (4H,
s), 3.1 (3H, s), 3.08 (3H, s). PX-MC rt 2.22 m/z 308
EP"

Crapis 2: [6-(2,3-Ourigpo-6eH30[1,4]piokcuH-6-
in)-xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-deHin)-amiH

Cywmiw dopmamignHy 3i cragii 1 (304 wr) i 4-
TpuasoninaxiniHy (75 mr) B8 AcOH (2 mn) HarpiBanu
no 125° npotarom 1,5 roguH. lMicna oxonogkKeHHs,
cymiw posbaensnu n nignyrosysann 1 H. NaOH (20
MIT). ocag, KU YTBOPWBCSH, BUAINANN LIASAXOM (inb-
TPYBaHHA 1 Cylwmnu 3 OfdepXKaHHAM 3a3HadeHoi B
3aronosky cronyku (136 mr, 71%) y Burnsai »osToi
TBEPAOI PEHOBUHN.

'H AMP § 10.07 (1H, s), 9.28 (1H, s), 8.78 (1H,
s), 8.62 (1H,s), 8.25 (1H, s), 8.16 (1H, d, J 8.85I'u),
8.07 (2H, d, J 8.85I'u), 7.86 (2H, d, J 8.85I'y), 7.82
(1H, d, J 8.85I'u), 7.47 (1H, d, J 1.9I"u), 7.38 (1H, dd,
J 8.2,1.9ru), 7.03 (1H, d, J 8.85I'y) 4.32 (4H, s); PX-
MC rt 2.35 m/z 423 EP*

Mpuknag 16:  [6-(2-MeTokcu-nipumignH-5-in)-
xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH

Cragiga 1: 2-AMiHO-5-(2-MeToKCH-NipUMIANH-5-in)-
GEH30HITPUN

Cymiw npomikHoi cnonykn 3 (602 wr), 2-
MeToKcunipumiguH-5-6opoHoBoi  kucnotu  (Frontier,
1.5 €kKB., 706 Mr), i TeTpa-
Kic(TpmudpeHindgocdiH)nanagito (0) (352 mr) HarpiBanu
B IME/2 H. kapboHaTi HaTpito (BOAH., 2:1, 20 mn) npu
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100° npotarom 12 rogmH. O6pobka Bogoto 1 posnogi-
neHHa Mix Bogoto 1 EtOAc paBano KopuyHeBy TBep-
Oy peyqoBuHYy, AKy ouumwianu Ha TOPE (Si, 20 r) npu
entotoBaHHi XM (4 x 10 mn), notim EtOAc (4 x 10
MIT), 3 OAEepP>XaHHSAM TBEPAOI PEYOBUHU, SIKy po3Tupa-
nu i3 cymiwo OXM/GeHsuH, i inbTpyBanu 3 ogep-
XaHHAM CBITNO-KOPMYHEBOI TBEPAOI pevoBuHK (660
Mr).

'H AMP § 8.85 (2H, s), 7.8 (1H, s), 7.6 (>3H, m),
6.88 (1H, d, J 8.85I'y), 6.3 (2H, s), 3.93 (3H, s); PX-
MC rt 2.39 m/z 226 EP”

Cragis 2: [6-(2-MeTokcu-nipumignH-5-in)-
xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH

MpopaykT 3i cTagii 1 (645 mr) Harpisanu B OM®A-
OMA (4 mn) npotaroM 2 roauH. Nicnsa oxonomKeHHst
CyMmil ynaptoBanu n postupanu 3 ecipom/6eH3nHoOM
3 ofepXaHHAM chopmamiguHy y BUrMAAi TBepaoi pe-
YyoBuHM (664 wmr). Mopuito uiei pevoBuHn (56 mr) 06-
pobnsanu 4-tpuasonin-axiniHom (35 mr) B AcOH (1.5
mn) npu 100 NpoTArom 2 roguvH, OXOMOMKyBanu W
posbaensnu Bogot (25 mn). Mignyrosysanu NaOH,
dinbTpyBanuM 1M TBEpAy PEYvYOoBUMHY CyLIMNU 3 ogep-
»KaHHSIM 3a3HayeHoi B 3aronoBky crionyku (66 mr).

'H AMP & 10.04 (1H, s), 9.24 (1H, s), 9.13 (2H,
s), 8.86 (1H, s), 8.63 (1H, s), 8.25 (2H, m), 8.04 (2H,
m), 7.89 (3H, m), 3.99 (3H, s); PX-MC rt 2.32 m/z 395
EP

Mpuknag 17: (6-TiodeH-2-in-xiHa3oniH-4-in)-(4-
[1,2,4]tpnason-1-in-ceHin)-amiH

Cragisa 1: N'-(2-LiaHo-4-TiodpeH-2-in-deHin)-N,N-
anmeTtun-gopmamignH

Cymiw npomixHoi cnonyku 2 (2 r), xnopuay niTito
(1.42 1), pmxnopbic-(Tpudenindocdin)nanagio (1)
(0.235 1) i 2-(tpubytuncraHHin)tiodeny (2.74 1) y
Tonyoni (40 mn) HarpiBanu go 120° npoTtarom 24 roga.
OxonopxeHy peakuiinHy CyMill ynaptoBanu 1N 3aBaH-
TaxyBanu y cunikareneBsy KOMOHKY W enioBanu
OXM:MeOH (2.5%) 3 opgepXaHHAM 3a3HayeHol B 3a-
ronosky cnonyku (0.4 r).

'H AMP §8.02 (1H, s), 7.88 (1H, d, J 1.9Iy), 7.74
(1H, dd, J 8.85, 2.5I'y), 7.52 (1H, s), 7.50 (1H, s), 7.2
(1H, d, J 8.85I'y), 7.11 (1H, t, J 4.4I'u), 3.09 (3H, s),
3.0 (3H, s); PX-MC rt 2.32 m/z 256 EP*

Cragia  2:  (6-TiodpeH-2-in-xiHasoniH-4-in)-(4-
[1,2,4]tpnason-1-in-ceHin)-amiH

Cywmiw dopmamignHy 3i cragii 1 (151 wr) i 4-
Tpuasoninainivy (100 mr) B8 AcOH (5 mn) HarpiBanu
0o 125° npotarom 3 roguH. OXONOAXeHy peakuinHy
cymiw nignyrosyBann 2 H. NaOH i ocag suaginanu
WnsaxoM inNbTPyBaHHA W ouulliany 3a AOMNOMOro
KONOHKOBOI Xxpomartorpadii Ha cwunikareni, BUKOpUC-
ToBytoumn K entoaHT OXM:MeOH (2.5%). Lle aaBsano
3a3HayeHy B 3aronoBky crnonyky (200 wr).

'H AMP § 10.1 (1H, s), 9.3 (1H, s), 8.83 (1H, s),
8.63 (1H, s), 8.26 (1H, s), 8.19 (1H, d, J 8.85I'u), 8.07
(2H, d, J 8.85I'y), 7.92 (2H, d, J 8.85I'y), 7.85 (1H, d,
J 8.85I'y), 7.76 (1H, d, J 2.5I'y), 7.70 (1H, d, J 5ly),
7.27 (1H, m); PX-MC rt 2.39 m/z 369 EP’

Mpuknag 18: [6-(4-MeTun-TiodeH-2-in)-
XiHa3oniH-4-in]-(4-[1,2,4]Tpnason-1-in-ceHin)-amin

Cragia 1: 2-AMiHO-5-(4-meTun-TiodpeH-2-in)-
GEeH30HITPUnN

Cymiw npomixHoi crnonykn 3 (1 1), 4-metnn-2-
TieHin6opoHoBoi kucnotu (Acros, 2 ekB., 1.44 1) i TeT-
pakic(Tpudeningocdin)nanagito (0) (586 wmr) Harpi-
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Bann B AME/2 H. kapboHaTi HaTpito (BogH., 2:1, 30
mn) npu 100° npotarom 2.5 rog. O6pobka Bogowo
po3noaineHHsa mix sogoto n EtOAc gaBano kopuuHe-
By TBEpAy PEYOBUHY, Ky pO3TMpanu i3 CyMillwwio
OXM/6eH3nH, dinbTpyBanu 1 npomuBanu edipomM 3
OfePXaHHAM CBITNO-KOPUYHEBOI TBEPAOI PEYOBUHMU
(865 wr, 80%).

'H AMP § 7.6 (1H, d, J 2.52ry), 7.54 (1h, dd, J
8.85, 2.5I'y), 7.16 (1H, s), 6.98 (1H, s), 6.80 (1H, d, J
8.85Iy), 6.25 (2H, br s), 2.19 (3H, s); PX-MC rt 2.91
m/z 215 EP*

Cragia 2: N'-[2-UiaHo-4-(4-meTnn-TiodeH-2-in)-
deHin]-N,N-anmeTnn-cpopmamignH

MpogaykT 3i ctagii 1 (850 mr) HarpiBanu B AM®A-
OMA (1.32 mn) npotarom 1,5 roguH. lMicna oxono-
DXeHHa cymiw po3basnanu edipom, dinsTpyBanu n
npomMuBanu AoAaTKoBUM eddipoM 3 odepXKaHHAM o-
pmamiguHy y BUrnsaai cipoi TBepaoi peyoBuHn (564
mr). lMopuito uiei pevoBuHn (54 wmr) obpobnsnu 4-
Tpuasonin-aHiniHom (35 mr) 8 AcOH (1.5 mn) npu 100
NpoTAromMm 2 roauH, OXONogXXyBanu W po3basBnsanu
Bogot (25 mn). MignyrosyBann NaOH, ginbTpyBanu
N TBEPOY PEYOBUHY CYLUUMW 3 OJEPXaHHAM 3a3Haye-
HOi B 3aronoBky cnonyku (54.4 mr, 70%).

'H SAMP § 10.0 (1H, s), 9.18 (1H, s) 8.67 (1H, s),
8.51 (1H, s), 8.14 (1H, s), 8.0 (3H, m), 7.8 (2H, d),
7.72 (1H, d, J 8.85I'u), 7.48 (1H, s), 7.15 (1H, s), 2.2
(3H, s); PX-MC rt 2.72 m/z 385 EP"

Mpuknag 19: (6-PypaH-2-in-xiHa3oniH-4-in)-(4-
[1,2,4-Tpnason-1-in-geHin)-amiH

Crapgis 1: N'-(2-UiaHo-4-dypaH-2-in-ceHin)-N,N-
anmeTun-popmMamMiguH

Cymiw npomixHoi cnonyku 2 (1 r), xnopugy niTito
(0.71 1), puxnopbic(tpudeHindocdiH)nanagio ()
(0.717 r) i 2-(tpubyTuncraHnin)dypany (1.31 r) y T0-
nyoni (25 mn) HarpiBann go 90° npotdrom 24 rog.
OxonoaxeHy peakuiiHy CyMmill ynapitoBanu 1 3aBaH-
TaxyBanu B cwnikareneBy KOJOHKY Ta erntoloBanmu
OXM i, gani, AXM:MeOH (2.5%) 3 ogepxaHHsiM npo-
aykty (0.327).

'H AMP & 8.05 (1H, s), 7.91 (1H, d, J 1.9T'4), 7.8
(1H, dd, J 8.85, 1.9I'y), 7.73 (1H, d, J 1.9I'y), 7.25
(1H, d, J 8.85I'y), 6.95 (1H, d, J 3.2l'y), 6.58 (1H, m),
3.1 (3H, s), 3.02 (3H, s); PX-MC rt 2.04 m/z 240 EP"

Cragisa 2: (6-dypaH-2-in-xiHasoniH-4-in)-(4-[1,2,4-
Tpuason-1-in-geHin)-amiH

dopmamignH 3 cragii 1 (100 wmr) i 4-
TpuasoninaHiniH (73 mr) B8 AcOH (3 mn) HarpiBanu go
125° npotsirom 3 rogmH. OXonomxeHy peakuiiHy cy-
Mill ynaproBanu  ouunLLany 3a 4ONOMOroK KOJNOHKO-
BOi xpomartorpadii Ha cunikareni, BUKOPUCTOBYOYU
ak entoaHT OXM:MeOH (2.5%). Le npuBoguno no
npoaykty (54 wr).

'H AMP § 10.14 (1H, s), 9.28 (1H, s), 8.87 (1H,
s), 8.62 (1H, s), 8.25 (2H, m), 8.06 (2H, m), 7.9 (4H,
m), 7.16 (1H, m), 6.73 (1H, m); PX-MC rt 2.25 m/z
353 EP’

Mpuknag 20: {6-[4-(2-AumeTunamiHo-eTokcwu)-3-
dTOp-dPeHin]-xiHasoniH-4-in}-(4-[1,2,4]Tpnason-1-in-
deHin)amin

Crapia 1:
anMeTun-amiH

Po3unH 4-6pom-2-cptopceHony (20 mmonb, 2.19
Mn), aumeTtunamiHoetunxnopuay-HCI (25 mmoneb, 3.6
r), nopowkonogi6Horo kapboHaTty kanito (80 mmonb,

[2-(4-Bpom-2-cbTOp-theHoKeH )-eTnn]-
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11.06 r) B cyxomy eTaHoni (200 mn) Ta cyxomy Tony-
oni (200 mn) HarpiBanu go 80° npoTtarom Houi. Oxo-
NOMKEHY peakuiiHy cymill ynaptoBanu y BakyyMi 1
po3noainsanu Mk etunauetaTom i Bogot. O6'eaHaHi
opraHiyHi a3y npomuMBanu BOAHUM KapboHaToMm
HaTpito, cywmnu (NaxSO4) i ynapioBanu 3 ogepxaH-
HAM NPOAYKTY Y BUrMAAI xoBToro Macna. OuneHHs
3a [4ONOMOrot xpomarorpadii 3 BUKOPUCTaAHHAM SK
entoaHT cymiwi AXM:EtOH:NHsz (200:8:1) pgasano
G6axaHy cnonyky Burnsai TeMsiHoro macna (4.11 r,
78%).

Cragia 2: 3-®1op-4-(2-gyMeTnnamiH-eTOKCH)-
deHinbopoHoBa KucroTa

[o posunHy [2-(4-6pom-2-dhTop-deHOKCH)-eTnn]-
anveTtun-aminy 3i ctagii 1 (4.1 r)y Tr® (40 mn) go-
Aasanu HeBenuKMI Kpuctan rogy W noTim nopuismm
Mg (570 wmr, 1.5 eks.). lMicns gogaBaHHA, Cymiw Ha-
rpisanu 3i 3BOPOTHUM XOJIOAMSBHUKOM MNpOTArom 1
roguHn. Cipy cymiw oxonogxysanu o -78°, oo Hei
no Kpannsx gogasanu TpumetunbopaT (1.2 eks., 2.1
M) i 3anuwiany Harpisatucsa npotarom Houi. Oopa-
Banu 1 H. HCI (BogH., 60 mn) i nepeMiwyBanu npoTs-
rom 30 XBUMWH Nepen ekcTparyBaHHAM edipom (2 x
50 mn). O6G'egHaHi opraHiyHi asn Cywmnnu, KOHLEHT-
pyBanu n ogepxaHy B pesynbTaTti TBepay PeyOBUHY
po3Tupanu i3 cymilo aueToH/edip, BUGINAnm wns-
XOM QifbTPyBaHHA 1 CyLUIMNW 3 ofep)KaHHAM 3a3Ha-
YeHOi B 3arorfioBKy CMOMNyKW Y BUMNSAA4I KOPUYHEBOT!
TBEpOOi peyoBuHu (2.6 1, 73%). MpoaykT BUKOPUCTO-
ByBanu cupmm 6e3 4o4aTKOBOrO OYULLEHHS.

Crapgia 3: N'-[3-LiaHo-3'-thTOp-4'-(2-METOKCI-
eTokcm)-bicperin-4-in]-N,N-gumetun-copmamiguH

Cymiww 3-dpTop-4-(2-gUMeTUNamiH-eTOKCH)-
deHinbopoHoBoi kucnotn (1.96 r, 1.2 eks.), MPOMIX-
Hoi cnonyku 2 (2.14 r), kapboHaty kanito (1.19r, 1.2
ekB.) y cymiwi OAM®A/H.O (3:1, 20 mn) obpobnsanu
anxnop(6icbeHsoHiTpun)nanagiem (I1) (1%, 27 wmr) i
nepemiwysanu B atMocdepi No npoTarom 2 roguH.
Cywmiw posbasnanu sogoto (200 mn), dinbTpyBanu n
noTiM ekcTparyBanu etunauetatom (2 x 50 mn) i ui
OpraHivHi eKCTpakTy godaeanu A0 ocagy Ha QinbTpi,
CyLUMnu N ynapioBanu 3 OAEPXKaHHAM KOPUYHEBOI
TBEPAOI PEYHOBUHM.

3anuwok posunHanu B OXM, 3aBaHTaxyBanu B
KOPOTKY cunikareneBy KOMOHKY N erntoioBanu nopuisi-
MU Mpu BiacMokTyBaHHi cymiwo OXM/EtOH/NH3
400-200:8:1. TMpn ynaptoBaHHi Ue paBano 6exey
TBepay peyoBuHy (1.88 r, 74%).

PX-MC rt 1.75 m/z 355 EP"

Cragia 4: {6-[4-(2-OumeTunamiHO-eTOKCK)-3-
dTOp-peHin]-xiHasoniH-4-in}-(4-[1,2,4]tpnason-1-in-
deHin)amin

[o posunHy copmamigumHy 3i ctagii 3 (250 wr,
0.73 MMmornb) B ouUTOBIN KUCMOTI (2 mMn) gogasanu 4-
TpuasoninaHiniv (117 wr, 0.73 mMmonb). PeakuinHy
cymiw Harpieanu go 125°C npotdarom 2 roguH. Cymiw
oxonogxyeanu n gogasanu 15 mn 2 H. NaOH. lMpo-
OYKT gpobunu n Buainanu inbTpyBaHHAM. TBepay
peyoBMHY oumwianu Ha konoHui (SiOH), Bukopucto-
Bytoun cymiw OXM:EtOH:NH; 400-200:8:1, i Bugins-
nn 'y BUrNAAI XOBTOI TBepAoi pedqoBuHu (258 wr,
75%).

'H AMP (D®-OAMCO) & 10.06 (1H, wup. s), 9.29
(1H, s), 8.81 (1H, s) 8.63 (1H, s), 8.25 (2H, m), 8.09
(1H, s), 8.05 (1H, s), 7.83 (4H, m), 7.70 (1H, d, J
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10Mu), 7.39 (1H, t, J 10l"u), 4.21 (2H, t, J 7.5I'y), 2.68
(2H, t, J 7.5I"u), 2.24 (6H, s).

PX-MC rt 1.99 m/z 470 EP*

Mpuknag 21: (6-Bpom-xiHazoniH-4-in)-(4-
[1,2,4]Tpnason-1-in-ceHin)-amiH

PosyuH N'-(4-6pom-2-LiaHo-ceHin)-N,N-
anmveTtun-gpopmamignny (0.5 r, 2 mmonb, 1 eks.) i 4-
[1,2,4]Tpnason-1-in-peninaminy (0.32 r, 2 mmonsb, 1
€KB.) B OLUTOBIN KMCMOTI (4 mMn) HarpiBanu 3i 3BOpOT-
HUM XONMOAUIBHUKOM MNP NepemMilllyBaHHi NpOTArom 2
roguH, i nNoTiM 3anuwanu oxonoHyTu. [licna oxono-
[PKEHHSA, [oAaBaHHA fgieTunosoro edipy npuBoauno
bo xosTtoro ocagy. Ocan 36upanu dinbTpyBaHHAM,
npoMuBanu AieTMnoBuM edgipom i NoTiM Cylmnun y
BaKyyMmi, ofepxytoum b6axaHy cnonyky y Burnsai aue-
TaTHoi coni. (0.53 1, 62%).

'H-AMP (OMCO-ds) & 1.88 (s, 3H), 7.77 (d, 1H),
7.90 (d, 2H), 8.02 (dd, 1H), 8.08 (d, 2H), 8.25 (s, 1H),
8.68 (s, 1H), 8.90 (d, 1H), 9.29 (dd, 1H), 10.04 (s,
1H). PX-MC rt 2.30 m/z 368 EP"

Mpuknag 22: N-(2-{2-®TOp-4-[4-(4-[1,2,4]-
Tpuason-1-in-gpeHinamiHo)xiHasoniH-6-in}eTun)-
N’,N’,N'-TpumeTunneTtaHn-1,2-giamiH

PosunH npomixHoi crnonykn 11 (96 wmr, 0.23
MMoneb, 1 eks.) i 4-(1H-1,2,4-Tpnason-1-in)aHininy (38
mr, 0.24 mmonb, 1.05 mmonb) B OUTOBI KUCHOTI (2
MIT) HarpiBanu 3i 3BOPOTHMM xonoaunbHMKOM. Yepe3s
1 roguHy peakuinHiin cymili JO3BOMANN OXONOHYTU
00 KiMHaTHOI TemnepaTypw, nicns 4Yoro il ynaptoBanu
y BakyyMi i ob6pobnsinuM Hacu4yeHVM BOOHUM PO34u-
HoM K>COs OO0 npunuvHEHHS BUAiINEHHs Gynbb6allok
ragy. Cymiw, fka yTBopunacs, noTiM ynaptosanu go-
cyxa y BakyyMi 3 o4ep>XaHHAM KOPUYHEBOTO 3aruLUKy.
3anuLok o4umLLanu, 3aCTOCOBYOYM KOMOHKOBY doneLu-
XpomaTtorpagito, €noYn CYMILLLLIIO
CH,Cl,:EtOH:NH3 3i cniBBigHOLIEHHAM KOMMOHEHTIB
crnovatky 200:8:1 i notim 100:8:1. 3a3HayeHy B 3aro-
NOBKY CMOMYKY BUAINANW Y BUTNSAi KPEMOBOI TBEpPAO!
peyoBuHn (48 wmr, 40%). Ry = 0.39 (40:8:1
CH,Clp:EtOH:NH3). "H-AMP (IMCO-de) 2.11 (s, 6H),
2.17 (s, 3H), 2.43 (m, 2H), 2.68 (t, 2H), 4.08 (t, 2H),
7.23 (m, 1H), 7.56 (m, 1H), 7.75 (m, 3H), 7.93 (m,
2H), 8.08 (m, 2H), 8.50 (s, 1H), 8.68 (s, 1H), 9.14 (s,
1H), 9.92 (br. s, 1H). PX-MC rt 2.08 m/z 527 EP*

Mpuknag  23: [6-(3-130nponokcun-4-meToKeu-
deHin)-xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-geHin)-
amiH

[o po3uuHy npomixHoi cnonyku 18 (60 mr, 0.18
MMOnb) B oOuTOBIA kucroTi (1 mn) gogaBanu 4-
Tpuasoninaninid (35 mr, 0.22 Mmonb) i po34nH nepe-
MiwyBanu npu 80° NpoTAromM 2 roguH.

PXMC aHani3 nokasyBaB BUTPaTy BUXIOHOI peyo-
BUHW.

PeakuiviHy cymiw oxonogxyBanu, i Hagnuwok
OLUTOBOI KMCMOTM BUOAMSNU LUMASIXOM  YNapBaHHS
npy 3HWXKEHOMY TUCKy. 3anuwiok obpobnsinu Hacuu.
BOAH. rigpokapGoHaToM HaTpilo A0 NPUNUHEHHS BUAI-
nenHst 6ynbbawok rady. Ocag, sk yTBOpUBCSH, Qi-
NbTpyBanu, a ofepxaHi TBepAi PevYoBMHU CYLUUMU Y
BaKyyMi.

OuneHHs1 3a OOMOMOrol npenapaTMBHOI Xpo-
MaTorpadii npMBoanno Ao GaXkaHoi CMonykn y Bu-
rnsaai kpeMoBoi TBepAoi pevoBuHy (18 mr, 22%).

'H AMP (D°-IMCO) 10.21 (1H, bs), 9.07 (1H, s),
8.57 (1H, s), 8.42 (1H, s), 8.04 (1H, s), 8.00 (1H, dd, J
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8.75Iu, 1.5I"y), 7.90 (2H, d, J 9l"u), 7.72 (1H, s), 7.68
(2H, d, J 3.25T'u), 7.27 (2H, s), 6.96 (1H, d, J 9lu),
4.53 (1H, quin, J 6l'u), 3.64 (3H, s), 1.12 (6H, d, J
6.25INy)

PX-MC rt 2.48 m/z 454 EP*

Mpuknag 24: [6-(4-®Top-3-izonponokcu-eHin)-
xiHa3oniH-4-in]-(4-[1,2,4]tpnason-1-in-ceHin)-amiH

[o posunHy npomixHoi cnonyku 19 (95 wmr, 0.29
MMonb) B ouTosin kucnoti (1 mn) gopasanun 4-
Tpuasoninadinii (56 mr, 0.35 mmonb) i po3unH nepe-
miwysanu npu 80° NpoTArom 2 roauH.

PXMC aHani3 nokasyBaB BUTpaTy BUXigHOT peyo-
BUHMN.

PeakuiviHy cymiw oxonogxysanu, i HagnuLiok
OLUTOBOi KMCNOTW BMAANANM LUASAXOM YyNapioBaHHS
npn 3HWXKEHOMY TUCKY. 3anuwok obpobnsanu Hacuy.
BOAH. rigpokapboHaToOM HaTpito A0 NPUNMHEHHS BUAi-
neHHs 6ynbbawok rady. Ocag, skun yTBOpUBCS, i-
nbTpyBanu 1N odepxaHi TBepAi PevyoBMHW CyLunnu y
BaKyyMi.

OuulleHHs 3a JOMOMOroK MpenapaTvBHOI Xpo-
maTtorpadii npuBoamno Ao 6GaxaHoi crnomnyku y Bu-
rMsiAi KpeMoBoi TBepAoi pevoBuHY (33 Mr, 25%).

'H AMP (D°-IMCO) 10.24 (1H, bs), 9.27 (1H, s),
8.82 (1H, s), 8.64 (1H, s), 8.36 (1H, s), 8.24 (1H, s),
8.22 (1H, dd, J 9I'y, 1.75I'y), 8.09 (2H, d, J 9l'y), 7.92
(3H, m), 7.64 (1H, dd, J 8.25I'u, 2lu), 7.46 (1H, m),
4.87 (1H, quin, J 6I'y), 1.36 (6H, d, J 6I'L)

PX-MC rt 2.66 m/z 441 EP*

Mpuknag 25: {6-[4-(2-OnmeTnnamiHo-eToKCK)-3-
dTOp-deHin]-xiHasoniH-4-in}-(4-[1,2,4]rpnason-1-in-
deHin)amiH

Cragia 1: 4-Bpowm-1-(3-xnop-nponokcu)-2-gTop-
6eH3on

Cywmiw 2-cptop-4-6pomdeHony (162.6 mmonb,
31.07 r), nopowukonogibHoro kapboHaty kanito (731.7
mmonb, 103 r), 1-6pom-3-xnopnponaHy (270 mmorb,
26.6 mn) B aueToHiTpuni (250 mn) HarpiBanu 3i 3Bo-
POTHUM XONOAUMBHUKOM npoTarom 3 roguH. Oxono-
DPKEeHy peakuiHy cymiw inbTpyBanu yepes uenit i
ynaptoBanu y Bakyymi. Lle gasano 6nige macno (43.5
r, 100%).

'H AMP (CDCls) & 6.99 (2H, t, J 8.75I'u), 6.67
(1H, t, J 8.75I"u), 3.97 (2H, t, J 6.00l"u), 3.57 (2H, t, J
6.00ly ), 2.04 (2H, m).

Cragis 2: 1-[3-(4-Bpom-2-pTop-heHoKeK)-
nponinj-niponigunH
CyMiw 4-6pom-1-(3-xnop-nponokcu)-2-chTopy-

6eHsony 3i ctagii 1 (0.046 mmonb, 11.94 r) i niponi-
avnHy (0.138 mmonb, 11.43 mn) y AMA (50 mn) Harpi-
Banu 3i 3BOPOTHUM XONOAUNBHUKOM MpoTarom 48 rog,.
OxonoaxeHy peakuiiiHy CyMmill pO3MNOAINAnu Mix eTu-
nauetaTtom i HacudeHum NaHCO;. O6'egHaHi opraHi-
YHi pasu Cywmnu Hag cynbdaToM MarHito, KOHUEHT-
pyBanu 1 BUAINANN kopuiHese macno (13.5r, 98%).

'H AMP (CDCls) § 7.11 (2H, m), 6.79 (1H, t, J
8.75I'y), 4.01 (2H, t, J 6.25I'y), 2.52 (2H, t, J 7Tu),
2.42 (6H, m), 1.95 (3H, m), 1.69 (1H, m, nepekpusa-
eTbes 3 Ho0)

Cragia 3: 3-®T1op-4-(3-niponignH-1-in-nponokcu)-
deHinbopoHoBa kucroTa

Po3unH 1-[3-(4-6pom-2-chTOp-GheHOKCK)-
nponin]niponianuy 3i ctagii 2 (5.31 r, 17.57 mmonb) y
Tro (10 mn) no kpannsax gogasanu Ao cycnexsii Mg,
wo nepemiwysanu, (640 mr, 1.5 ek.) y TT® (2 mn) i
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HeBenuKoro kpuctany nogy. lNicns goaasaHHs, cymil
HarpiBanu 3i 3BOPOTHUM XONOAWIBHUKOM MPOTAroM 3
roavH. Cipy cymiw oxonomxysanu go -78°, 0o Hei no
Kpannsx gogasanv TpumeTtunoéopar (1.2 eks., 2.4 mn)
i 3anuwanu HarpiBaTuca npoTarom Hodi. [logasanu 2
H. HCI (BogH., 60 mn) i nepewmiwysanu npotarom 30
XBUNWH Nepepn ekcTparyBaHHAM ediipom (2 x 50 mn).
O6'egHaHi opraHiyHi hasu cymnn, KOHUEHTpyBanu, i
KOpUYHEBE Macro, fke odepxanu, posTvpanu i3 cy-
MilILWKO aueToH/edip/6eH3nH, 3 ofepXKaHHAM KOpUY-
HeBOI TBepAoi peyoBuHW. [poayKT BUKOPUCTOBYBaNu
cvpum 6e3 40AaTKOBOrO OYMLLIEHHS.

'H AMP (ds-IMCO) & 8.08 (2H, wwp. s), 7.55
(1H, t, J 8.75I"u), 7.15 (2H, m), 4.04 (2H, t, J 6.25T"L),
2.50 (3H, m), 2.45 (6H, m), 1.84 (3H, m)

Cragia 4: N'-[3-UiaHo-3'-¢dTop-4'-(3-niponignH-1-
in-nponokcu)-6iderin-4-in]-N,N-gumetun-
dopmamiguH

Cymiw  3-¢ptop-4-(3-niponigunH-1-in-nponokcm)-
deHinbopoHoBoi kucnotu (3.074 r, 2 eKB.), NPOMiXHOI
crnonyku 2 (1.72 r, 1 ekB.), kapboHaty kanito (0.954 r,
1.2 exB.) y cymiwi AM®A/H,0 (3:1, 40 mn) obpobns-
nn gmnxnop(bicbeHsonitTpun)nanagiem (1) (2%, 44 wmr)
i nepemiwysanu B atmocdepi N2 npoTtarom 18 rop.
Cywmiw posbasnsnu sogoto (200 mn) i ekcTparysanu
etnnauetatom (2 x 50 mn). lNicna cywiHHA Hag cy-
nbdhaTom HaTpilo opraHiyHi ¢as3u ynaptoBanu Ao Ko-
PUYHEBOI CMOSN.

Banuwok po3unHanu B OXM, 3aBaHTaxyBanu B
KOPOTKY curikareneBy KOMOHKY W ernoBanu nopuis-
MU Npy BIiACMOKTYBaHHi cymiwwo OXM/EtOH/NH3
200:8:1 - 50:8:1 3 opepxaHHAM nicns ynaproBaHHA
CBIiTNO-KOPUYHEBOI TBEPAOI peyoBuHM (1.63 1, 71%).

PX-MC rt 1.99 m/z 395 EP*

Cragis 5: {6-[3-PTOpP-4-(3-NiponignH-1-in-
nponokcu)-geHin]-xiHasonin-4-in}-(4-[1,2,4]tpnason-
1-in-cbeHin)amin

Ho posuuHy cdopmamignHy 3i cragii 4 (257 wr,
0.653 mmonb) B ouToBil kucnoTi (3 Mn) gonasanu 4-
TpuasoninariniH (115 wmr, 0.73 mmonb). PeakuinHy
cywmiw HarpiBanu go 125°C npotsarom 1 roguHu. Cy-
Milw oxonodxxysanw, nignyrosysanu 15 mn 2 H. NaOH
i ekctparyBanu etunauetatom. [licna cywiHHa Hag
cynbdaToM HaTpilo opraHiyHi dasu ynaptoBanu OO
XOBTOI TBEpAOI pevoBuHU. TBepaAy pPeyvoBMHY pO3TU-
panu i3 cymiwwio OXM/Et,O/6eH3uH i Buginanu y
BUrMsiAi )KOBTOro TBepaoro npoaykty (163 mr, 44%).

'H AMP (De-AMCO) & 10.07 (1H, wmp. s), 9.29
(1H, s), 8.83 (1H, s), 8.64 (1H, s) 8.26 (2H, m), 8.07
(2H, m), 7.85 (5H, m), 7.69 (1H, d, J 10l'y), 7.35 (1H,
dd, J 10Ty, 5Mu), 4.22 (2H, t, J 7.5I'y), 2.46 (6H, m,
nepekpusaeTtbca 3 H,0), 2.08 (2H, t, J 7.5I'y), 1.70
(4H, m)

PX-MC rt 2.13 m/z 509 EP*

Mpuknag 26: {6-[-3-®Top-4-(3-MopdoniH-4-in-
nponokcwu)-deHin]-xiHazonix-4-in}-(4-[1,2,4]tpnason-
1-in-cpeHin)amiH

Cragia 1: 4-Bpowm-1-(3-xnop-nponokcm)-2-gpTop-
6eHson

Cymiw  2-¢pTop-4-6pomcbeHony (162.6 Mmonb,
31.07 r), nopowkonogibHoro kapboHaty kanito (731.7
Mmorb, 103 r), 1-6pom-3-xropnponaHy (270 mmonb,
26.6 mn) B aueToHiTpuni (250 mn) HarpiBanu 3i 3Bo-
POTHUM XONOAWNbHMKOM MNpoTsiroMm 3 roguH. Oxono-
[XKEHY peakuinHy cymiw ginbTpyBanu yepes UeniT i
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ynaptoBanu y Bakyymi. Lle nasano 6nige macno (43.5
r, 100%).

'H AMP (CDCls) & 6.99 (2H, t, J 8.75I'u), 6.67
(1H, t, J 8.75I'u), 3.97 (2H, t, J 6.00Iu), 3.57 (2H, t, J
6.00ly ), 2.04 (2H, m)

Cragis 2: 4-[3-(4-bpom-2-cpTop-cheHoken)-
nponinj]-mopdoniH

Cymiw 4-6pom-1-(3-xnop-nponokcu)-2-ptopy-
6eHsony 3i ctagii 1 (0.038 mmonb, 10.02 r) i mopdo-
niny (0.114 mmonb,10.1 mn) y AMA (50 mn) HarpiBa-
NN 3i 3BOPOTHUM XONOAMIBHUKOM MpoTaroM 48 rog.
OxonoaxeHy peakuiiiHy CyMmill po3no4inanu Mix eTu-
nauetaTtom i HacudyeHnm NaHCO;. OG'egHaHi opraHi-
YHi pasu Cylwmnu Hag cynbdaToM MarHito, KOHUEHT-
pyBanu 1 Bnginsanu kopnyHese macino (12 r, 98%).

'H AMP (CDCls) & 7.36 (1H, m), 7.32 (1H, m),
6.98 (1H, t, J 8.75I'u), 4.24 (2H, t, J 6.25I'y), 3.87
(4H, m), 2.62 (6H, m), 2.12 (2H, m)

PX-MC rt 1.98 m/z 320 EP"

Cragisa 3: 3-®T0p-4-(3-MOpdOniH-1-in-NPOnoKcK)-
deHinbopoHoBa K1croTa

Po3unH  4-[3-(4-6pom-2-chTop-cheHokeu)-nponin]-
mMopdooniHy 3i ctagii 2 (5.08 r, 15.96 mmonb) y TI®
(10 mn) no kpannsx gogaeanu Ao cycneHsii Mg, wo
nepemiwysanu, (582 mr, 1.5 eks.) y TIT'® (2 mn) i He-
BEnUKoro kpuctany nogy. licns gogasaHHA, cymil
HarpiBanu go 90° npotarom 1 roguHu. Cipy cymiw
oxonoaxyeanu o -78° 0o Hei no kpannsax gogasanu
TpumeTtunbopar (1.2 eks., 2.15 mn) i 3anuwanu Ha-
rpiBatucsa npotsrom Houi. Joaasanu 2 H. HCI (BoaH.,
60 mn) i nepemiwysanu npotarom 30 XBUNUH nepep,
ekcTparyBaHHsM edyipoM (2 x 50 mn). MNoTim 8o Boa-
HOro Lwapy gojasanu TpueTunamiH i ekctparysanmu
etunauetatom i ecipom. O6'eaHaHi opraHiyHi dasu
CyLUMMK, KOHLEHTPYBanu 3 oAep>XaHHAM KOPUYHEBOTO
macna (3.8 r, 84%). MpoayKT BMKOPUCTOBYBanu cu-
pum 6e3 404aTKOBOrO OYULLEHHS.

'H AMP (Ds-IMCO) & 8.08 (2H, wmp. s), 7.55
(1H, t, J 8.75I"u), 7.15 (2H, m), 4.04 (2H, t, J 6.25T"L),
3.57 (4H, m), 2.37 (6H, m), 1.84 (2H, m)

PX-MC: rt 1.95 m/z 284 EP"

Cragisa 4: N'-[3-LliaHo-3'-cpTOp-4'-(3-MOpdoniH-1-
in-nponokcm)-6idperin-4-in]-N,N-gumetun-
dopmamigmH

Cymiw  3-dTOp-4-(3-MOpdoniH-1-in-NponoKkcu)-
deHinbopoHoBsoi kncnotn (3.8 r, 1.5 ekB.), NPOMIXHOI
cnonykn 2 (2.67 r, 1 ekB.), kapboHaTy kanito (1.48 r,
1.2 exB.) y cymiwi AM®A/H,0 (3:1, 40 mn) o6pobns-
nn guxnop(bicbensonitpun)nanagiem (Il) (2%, 68 mr)
i nepemiwysanu B atmocdepi N, npotsrom 18 roa.
Cywmiw posbaensinu Bogoto (200 mn) i ekctparysanu
EtOAc (2 x 50 mn). Micna cywiHHa Hag cynbdaTom
HaTpilo opraHiyHi ¢asn ynaptoBanu OO0 KOPUYHEBOI
cmornu.

3anuwok po3unHanu B OXM, 3aBaHTaxyBanu B
KOPOTKY cunikareneBy KOMOHKY 1 entotoBany nopuis-
MU MpU BiacMoKTyBaHHI cymiwo OXM/EtOH/NH3
200:8:1 3 ogepxaHHAM Micns ynaptoBaHHS PyXoMoi
KopudHeBoi TBepaoi pedoBuHu (3.16 r, 85%). lMpo-
OYKT TBEPAIB NPU CTOSHHI.

'"H AMP (CDCl3) & 7.79 (1H, wwup. s), 7.42 (1H,
m), 7.02 (1H, m), 6.79 (3H, m) 3.88 (2H, m), 3.49 (4H,
m), 2.87 (2H, d, J 5.5I"u), 2.73 (3H, s), 2.66 (3H, s),
2.30 (5H, m), 1.75 (2H, m)

PX-MC rt 1.91 m/z 411 EP”

94601 50

Cragis 5: {6-[3-PTOpP-4-(3-MOpOniH-4-in-
nponokcu)-deHin]-xiHasonin-4-in}-(4-[1,2,4]rpnason-
1-in-cbeHin)amin

Jo posuuHy cdopmamignHy 3i cragii 4 (429 wr,
1.045 mmonb) B ouToBIW KucnoTi (3 Mn) gonasanu 4-
TpuasoninaxiniH (184 wmr, 1.15 mmons). PeakuinHy
cymiw HarpiBanu go 125°C npotsarom 1 rognHu. Cy-
Milw oxonodxysanu, nignyrosysanu 15 mn 2 H. NaOH
i ocag, KM YyTBOPUBCS, BUAINANN WINSXOM (PinbTpy-
BaHHS, NOTIM po34yuHanu B XM i oumwanu 3a gono-
MOFOK KONOHKOBOI XpomaTorpacdii Ha cunikareni 3a
aonomoroto cymiwi AXM/EtOH/NH; 400:8:1 - 50:8:1 3
OJEpXaHHAM MiCNa ynaploBaHHA KpemoBOi TBepaoi
peyoBuHm (136 mr, 25%).

PX-MC rt 2.1 m/z 526 EP*

'H AMP (De-OMCO) & 10.06 (1H, wwp. s), 9.29
(1H, s), 8.82 (1H, s), 8.65 (1H, s) 8.21 (2H, m), 8.07
(2H, m), 7.83 (4H, m), 7.69 (1H, d, J 10l"y), 7.32 (1H,
dd, J 10y, 5u), 4.17 (2H, t, J 7.5I'y), 3.58 (4H, t, J
2.5Iy), 3.34 (2H, m, nepekpuBaetbcs 3 H,0), 2.40
(4H,t,J 2.5Mu), 1.92 (2H, t, J 7.5 ).

Mpuknag 27: [6-(3,4-OumeTokcun-deHin)-
XiHa3oniH-4-in]-(2-meTtnn-4-[1,2,4]rpnason-1-in-
deHin)-amiH

[o peakuinHoi Nnpobipkn KapycenbHOro NpUCTporo
popasanu copmamiguH (npuknag 10, ctagia 1) (0.05
r, 0.16 mmonb), npomixHy cnonyky 21 (0.031 r, 0.18
mMonb) i AcOH (1.5 mn). Cymiw 3anuwanu 360BTy-
Batuca npu 120°C npotsarom 3 roguH. Cymiwi go3so-
NSANM OXONOHYTW, ynapioBanu ocyxa 1 nomiwanu B
cunikareneBy KOMOHKy Ta entotoBanu 2.5% MeOH:
OXM. Buginanum 0.015 r, (21%) 6inoi TBepaoi peyo-
BUHW.

'H AMP (De-AMCO) 9.69 (1H, s), 9.10 (1H, s),
8.54 (1H, s), 8.23 (1H, s), 8.06 (1H, s), 8.02 (1H, m),
7.69-7.24 (6H, m), 6.94 (1H, d, J = 8.85I'y), 3.71 (3H,
s), 3.64 (3H, s), 2.11 (3H, s)

PX-MC rt 2.18 m/z 438 EP"

Mpuknag  28: 1-(4-{6-[3-PTOp-4-(2-MeTOKCI-
eTokcK)-beHin]-xiHasoniH-4-inamiHo}-ceHin)-5-
meTun-1H-[1,2,4]Tpuason-3-kapboHoBa KucroTa

[o po3uuHy npomixHoi cnonykm 22 (55 wr, 0.16
MMOIb) B OLTOBIW KACMOTI (3 M) goAaBany NpoOMiKHY
crnonyky 24 (42 wr, 0.19 mmonb). PeakuinHy cymil
HarpiBanu go 100°C npotarom 2 roguH. Cymiw oxo-
nogxysanu 1 gogasanu 15 mn 2 H. NaOH. lMpoaykr
apobunu 1 Buainsanu cinbTpyBaHHsaM. TBepay pevo-
BMHY ouuLLanu 3a gonomoroto npenapatusHoi BEPX i
BUAINAnu y Burnsagi 6inoro Teepaoro npoaykty (26 mr,
32%).

'H AMP (Ds-AMCO) & 10.15 (1H, wup. s), 8.82
(1H, s), 8.56 (1H, s) 8.15 (1H, d, J 7.5I'y), 8.00 (2H,
d, J 7.5I'y), 7.80 (2H, m), 7.68 (1H, d, J 7.5I'u), 7.56
(2H, d, J 7.5I'u), 7.32 (1H, t, J 7.5I"y), 4.27 (3H, s),
3.73 (3H, s); PX-MC: rt 2.31 m/z 512 EP”

Mpuknag 29: 1-(4-{6-[3,4-OumeToKcun-beHin]-
XiHa3oniH-4-inamiHo}-geHin)-5-meTnn-1H-
[1,2,4]Tpuason-3-kapboHoBa kMcnoTa

[o po3uuHy npomixHoi crnonykm 23 (50 mr, 0.16
MMOJ1b) B OLTOBI KMCNOTI (3 MIT) AogaBanu NpomixkHy
cnonyky 24 (42 wr, 0.19 mmonb). PeakuiiHy cymiw
HarpiBanu go 100°C npotarom 2 roguH. Cymiw oxo-
nogxyesanu 1 gogasanu 15 mn 2 H. NaOH. lMpoaykr
apobunu 1 Buainsanu cinbTpyBaHHsaM. TBepay pevo-
BMHY ouuLLanu 3a gonomMoroto npenapatueHoi BEPX i
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BMAINANN y Burnagi 6inoro TBepaoro NPoaykTy (27 mr,
34%).

'H AMP (De-AMCO) & 10.11 (1H, wwp. s), 8.82
(1H, s), 8.68 (1H, s) 8.26 (1H, dd, J 10l'y, J 2.5Tu),
8.14 (2H, d, J 10l'y), 7.87 (1H, d, J 10l'y), 7.67 (2H,
d, J 10l'y), 7.46 (2H, dd, J 10Ty, J 2.5I'y), 7.14 (1H,d,
J 10My), 3.93 (3H, s), 3.85 (3H, s); PX-MC: rt 2.16
m/z 482 EP*

Mpuknag  30:  AumeTtunamig 1-{4-[6-(3,4-
OVMETOKCU-DEHIN)-XiHa3oniH-4-inamiHo]-deHin}-5-
meTun-1H-[1,2,4]tpnason-3-kapboHoOBOI KMCNOTH

[o po3uuHy npomixHoi cnonyku 23 (50 wr, 0.16
MMOIb) B OL{TOBII KMCMOTi (3 Mn) AoaaBanu NpoMibkHy
cnonyky 25 (49 wr, 0.19 mmonb). Peakuiiy cymiw
Harpisanu 2 roguHu go 100°C. Cymiw oxonogxysanm
n gogasanu 15 mn 2 H. NaOH. MpoaykT gpobunu, i
TBEpOY peyvoBuHy 36upanu inbTpyBaHHAM. Teepay
PEYOBMHY OuMLLanNM 3a JOMOMOrol npenapaTuBHOI
BEPX i Buginanu y surnagi 6inoro Teepgoro npoayk-
Ty (23 mr, 28%).

'H AMP (De-AMCO) & 10.09 (1H, wwp. s), 8.82
(1H, s), 8.67 (1H, s) 8.26 (1H, dd, J 8.75I'y, J 1.5 ),
8.13 (2H, d, J 8.75l'y), 7.87 (1H, d, J 8.7Tu), 7.66
(2H, d, J 8.7Ty), 7.46 (2H, m), 7.14 (1H,d , J 8.7Tu),
3.93 (3H, s), 3.85 (3H, s), 3.15 (3H, s), 3.03 (3H, 3),
2.55 (3H, s); PX-MC: rt 2.22 m/z 510 EP”

Mpuknag 31: Metunawmig 1-(4-{6-[3-dTop-4-(2-
METOKCi-eToKCH)-peHin]-xiHasoniH-4-inamiHo}-teHin)-
5-metun-1H-[1,2,4]Tpmnason-3-kapboHOBOI KUCITOTH

Cragia 1: Metunamig 5-metun-1-(4-HiTpodeHin)-
1H-[1,2,4]Tpnason-3-kapboHOBOI KNCNOTK

Ho po3uunHy 5-metun-1-(4-HitpocpeHin)-1H-1,2,4-
Tpuason-3-kapboHosoi kucnotn (Key Organics, 400
mr, 1.61 mMmonb) i ocHoBu X'toHira (667 wmkn, 3.86
mmonb) y AXM:OAM®A (6 mn:1 mn) npu -10°C no kpa-
nnsx gopasanu izobytunxnopdopmiat (250 mkn,
1.93 mmonb). PeakuiiHy cymiw nepewmiwysanm 30 xB.
npu -10°C i noTim noBsinbHO Aogasanu 2M po3uynH
meTunaminy (965 mkn, 1.93 mmonb). Cymiwi gosso-
NAnNW HarpiTMes Ao KiMHaTHOI TemnepaTtypu n nepe-
MillyBanu NpoTsroM e ofHiei roguHu. Cupy cymiw
npomuBanun HacudeHuMm NaHCOs, ekcTparyBanu n
cywunm Hag MgSOa. lMicna ynapioBaHHA ofepxaHy
TBEpOy pe4voBuHy 6e3nocepefHbO BUKOPWMCTOBYBanv
B HaACTYMHIN peakuii 6e3 4OAaTKOBOro ounLeHHs (374
mr, 89%). PX-MC: rt 2.01 m/z 261 EP”

'H AMP (d-AIMCO) & 8.42 (2H, d, J 7Tu), 7.95
(2H, d, J 7T'y), 2.73 (3H, d, J 4.75I"u), 2.60 (3H, s)

Cragia 2: Metunamig 1-(4-amiHo-peHin)-5-
meTun-1H-[1,2,4]tpnaszon-3-kap6oHOBOT KNCIOTK

Po3unH meTtunamigy 5-metun-1-(4-HiTpodeHin)-
1H-[1,2,4]Tpnason-3-kapboHoBOI KMCNOTK 3i cTagii 1
(100 mr, 0.38 mmonb) y meTtaHoni (8 mn) ilxekTyBanu
3i wBuakicTio 1 MN/xBuUnNuHy B rigporeriszatop “H-
Cube”, skuin cnony4ae yTBOPEHHS €HOOreHHOro BOA-
HIO 1 AOCTYMHY KapTpuapkHy cuctemy (Pd/C), y akomy,
npu atmocdepHoMy TUCKy, TemnepaTypy nigTpumy-
Banu Ha 3HayeHHi 25°C.

OpnepXaHnii po34nH KOHLIEHTPYBanu 3 odepXaH-
HaM 6inoi TBepaoi pevoBuHK (86 mr, 97%). PX-MC: rt
1.15 m/z 231 EP”

'H AMP (d-AOMCO) & 8.61 (1H, wwp. s), 8.54 (2H,
d,J 7lu), 712 (2H, d, J 7Tu), 2.73 (3H, d, J 4.75Iy),
2.60 (3H, s)
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Cragia 3: Metunamig 1-(4-{6-[3-dTOpP-4-(2-
METOKCi-eTOKCU)-peHin]-xiHasoniH-4-inamiHo}-ceHin)-
5-metnn-1H-[1,2,4]Tpnason-3-kapboOHOBOI KUCMOTU

o po3uuHy npomixHoi crnonykm 22 (50 mr, 0.16
MMOIb) B OLTOBIN kucnoti (3 mn) gogasBany metuna-
Mig 1-(4-amiHo-deHin)-5-metun-1H-[1,2,4]tpnason-3-
KapboHoBOI kucnotu 3i cragii 2 (44 mr, 0.19 mmonb).
PeakuiiHy cymiw nepemiwysanu 2 TrOAUHW npwu
100°C. Cymiw oxonogxysanu n gogasanu 15 mn 2 H.
NaOH. MNpoaykT gpobunu, i TBepay peyoBuHy 36upa-
M inbTpyBaHHAM. TBEpAy PeyvoBMHY ouuliany 3a
ponomoroto npenapatusHoi BEPX i Buginanu y su-
rnaai 6inoro TBepgoro npoaykty (6 mr, 8%). PX-MC:
rt 2.33 m/z 528 EP*

'H AMP (d-OMCO) & 10.02 (1H, wup. s), 8.74
(1H, s), 8.56 (1H, s) 8.21 (1H, dd, J 8.75I'y, J 1.5y ),
8.01(2H, d, J 8.7Ty), 7.79 (2H, m), 7.60 (2H, d, J
8.7Tw), 7.57 (1H, s), 7.27 (1H, t, J 8.7T'u), 4.15 (2H, t,
J4.5My), 3.62 (2H, t, J 4.5I'y), 3.24 (3H, s), 2.67 (3H,
d,J4.7Tu), 2.44 (3H, s)

Mpuknag 32: OumeTtunamig 1-(4-{6-[3-dTop-4-(2-
METOKCi-eTOKCU)-peHin]-xiHasoniH-4-inamiHo}-ceHin)-
5-metnn-1H-[1,2,4]1pnason-3-kap6oHOBOI KUCMOTU

[o po3uuHy npomixHoi cnonykm 22 (50 mr, 0.16
MMOIb) B OLTOBIW KACMOTI (3 MN) goAasBany NpoMiKHY
crnonyky 25 (47 wr, 0.19 mmonb). PeakuiinHy cymil
Harpisanu 2 rogmHn go 100°C. Cymiw oxonomxysanu
n popgasanu 15 mn 2 H. NaOH. lMNpogykt apobunuy, i
TBEpAy peyoBuHy 3bupanu dinbTpyBaHHAM. TBepay
pPEYOBUHY ouMLany 3a A0MNOMOrow npenapaTuBHOI
BEPX i Buginanu y Burnsai 6inoro TBepaoro npoayk-
Ty (23 mr, 27%).

'H AMP (d-OMCO) & 10.09 (1H, wwup. s), 8.83
(1H, s), 8.66 (1H, s) 8.22 (1H, dd, J 7.5y, J 1.5y ),
8.14 (1H, d, J 5l'u), 8.10 (1H, s), 7.85 (2H, m), 7.70
(2H, s), 7.66 (1H, s), 7.33 (1H,dd , J 10l"y, J 7.5T"y),
4.25 (2H, t, J 5y ), 3.71 (2H, t, J 5Tu), 3.14 (3H, s),
3.01 (3H, s), 2.67 (3H, s), 2.44 (3H, s); PX-MC: rt
2.37 m/z 542 9P"

Mpuknag 33: (6-bpom-xiHasoniH-4-in)-(2-meTun-
4-[1,2,4]Tpnason-1-in-geHin-amin

[o peakuinHoi Nnpobipkun KapycenbHOro NPUCTporo
popjaBanu  6-6pom-4-xnop-xiHasoniH (0.1 r, 0.41
mMonb), MpomixHy cnonyky Y (0.078 r, 0.45 mmonb) i
CH3CN (6e3BogHui, 4 mn) i cymilw nepemiwysanu
npu 90°C nig asotom npotsarom 24 rog. OpaHxesui
ocaj, sikui yTBOpUTLCS, BiadinbTpoByBanu i npoMmum-
Banu Bogot, 1 H. NaOH i 3HoBY BOZOMO, i Cylumnu y
Bakyymi npu 40°C. Bwuginann 0.1 r (51%) TBeppoi
PEYOBUHM.

'H AMP (De-AMCO) 9.26 (1H, s), 9.05 (1H, s),
8.76 (1H, s), 8.20 (1H, s), 8.17 (1H, d, J = 1.26Iu),
7.85 (2H, bs), 7.81 (1H, s), 7.74 (1H, dd, J = 8.85I'y,
2.53lMy), 7.47 (1H, d, J = 8.21T"y), 2.25 (3H, s); PX-
MC rt 2.19 m/z 382 EP*

Mpuknag 34:  [1-(4-{6-[3-DTOp-4-(2-MeTOKCI-
eToKcwu)-peHin]-xiHazoniH-4-inamiHo}-eHin)-5-
meTun-1H-[1,2,4]tpuason-3-in]-(4-meTnn-ninepasuH-
1-in)meTaHoH

Cragia 1: [5-MeTnn-1-(4-HiTpo-goeHin)-1H-
[1,2,4]tpnaszon-3-in]-(4-meTnn-ninepasunH-1-in)-
METaHOH.

Oo po3unHy 5-meTtun-1-(4-HiTpodeHin)-1H-1,2,4-
Tpua3son-3-kapboHosoi kucnotn (Key Organics, 400
Mmr, 1.61 mmonb) i ocHoBu X'toHira (667 mkn, 3.86
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mmone) y AXM:AM®A (6 mn:1 mn) npu -10°C no kpa-
nnsx gopasanu izobytunxnopdopmiat (250 mkn,
1.93 mmonb). PeakuinHy cymiw nepemiwysanun 30
XBUINUH npu -10°C i NoTiM NoBiNbLHO JogaBany MeTu-
nninepasuH (214 mxn, 1.93 mmone). Cymiwi go3sons-
nW HarpiTca o KiMHaTHOI TemnepaTypu 1 nepemi-
WwyBanu npoTarom e ofHiei rognHn. Cupy cymiw
npomusanu HacudeHuMm NaHCOs, ekcTparyBanu n
cywwmnm Hag MgSOa. lMicna ynapioBaHHA oaepxaHy
TBEpAY pevoBuHy 6e3nocepefHbO BMKOPUCTOBYBamMM
B HACTYMHIN peakuii 6e3 o4aTKOBOro o4YmLLeHHs (335
Mr, 63%). PX-MC: rt 1.26 m/z 330 EP”

'"H AMP (De-OMCO) & 8.39 (2H, d, J 7Iw), 7.92
((2H, d, J 7T'u), 3.58 (4H, m), 3.30 (4H, m), 2.58 (3H,
s), 2.15 (3H, s)

Cragis 2:[1-(4-AmiHo-dbeHin)-5-meTun-1H-
[1,2,4]tpnason-3-in]-(4-meTun-ninepasvH-1-
in)MeTaHoH

PosyuH [5-meTun-1-(4-HiTpo-deHin)-1H-

[1,2,4]tpnason-3-in]-(4-meTun-ninepasvH-1-in)-

meTaHoHy 3i ctagii 1 (100 mr, 0.302 mmonb) y meTa-
Homi (8 mn) iHxXeKkTyBanu 3i WBuAKICTIo 1 MN/XBUNUHY
B rigporenizatop “H-Cube”, sakuii cnony4ae yTBOpeH-
HSi €HOOreHHOro BOAHIO M JOCTYNHY KapTPUAKHY CUC-
Temy (Pd/C), y akomy, npu aTmoctepHOMYy TUCKY,
Temnepartypy niagTpumyBanu Ha 3HayeHHi 25°C.

OpepxaHnii po3YnH KOHLEHTpYBanu 3 odepxaH-
Hsm Binoi TBepaoi pevoBuHK (87 mr, 96%). PX-MC: rt
2.22 m/z 301EP"

'H AMP (Ds-IMCO) & 8.60 (1H, wup. s), 7.51
(2H, d, J 7T'u), 7.09 ((2H, d, J 7T'y), 3.58 (4H, m), 3.30
(4H, m), 2.58 (3H, s), 2.15 (3H, Ss)

Cragia 3: [1-(4-{6-[3-pTOp-4-(2-METOKCI-ETOKCH)-
deHin]-xiHasoniH-4-inamiHo}-eHin)-5-metun-1H-
[1,2,4]tpnason-3-in]-(4-meTun-ninepa3vH-1-
in)MeTaHoH

[o po3uuHy npomixHoi cnonyku 22 (55 wmr, 0.16
MMOIb) B oUTOBIN kucnoTi (3 mn) gopasanu [1-(4-
aMmiHo-peHin)-5-meTun-1H-[1,2,4]-Tpmnason-3-in]-(4-
MeTun-ninepasvH-1-in)MetaHoH 3i ctagii 2 (58 wr,
0.19 mmonb). PeakuiiHy cymiw HarpiBanv 2 roguHu
no 100°C. Cymiw oxonomxkysanu i gogasanv 15 mn
2 H. NaOH. lMpogykT apobwnu, i TBEpay PeYOBUHY
36upanu inbTpyBaHHAM. TBepay PeyYoBMHY ouuLla-
nv 3a gonomororo npenapaTueHoi BEPX i Buginanu y
Burnsgai 6inoro TBepaoro npoaykty (25 mr, 26%).

PX-MC: rt 2.11 m/z 597 EP*

'H AMP (De-AMCO) & 10.32 (1H, wmp. s), 9.05
(1H, s), 8.88 (1H, s) 8.45 (1H, dd, J 7.5y, J 1.5Iy),
8.35 (1H, d, J 5I'u), 8.31 (1H, s), 8.08 (2H, m), 7.92
(2H, s), 7.86 (1H, s), 7.58 (1H,dd, J 10l"y, J 7.5Iy),
4.47 (2H, t, J 5lu), 3.95 (2H, t, J 5'y), 3.88 (4H, m),
3.57 (3H, nepekpuBaetbcsa 3 H,0), 3.53 (4H, nepek-
puBaeTbea 3 Hx0), 2.78 (3H, s), 2.43 (3H, s)

Mpuknag 35: 2-Metokeun-4-[4-(4-[1,2,4]tpuaszon-
1-in-gpeHinamiHo)-xiHa3oniH-6-in]-gpeHon

Crapia 1: N'-(3-UiaHo-4'-rigpokcu-3'-meTokeu-
GideHin-4-in)-N,N-gumeTun-copmamiguH

Cywmiw 6opoHaty (Aldrich, 2-meTtokcu-4-(4,4,5,5-
TeTpameTun-1,3,2-giokcaboponan-2-in)deHon, 500
mr, 1.2 ekB.) i npomixHoi cnonyku 2 (1 eks., 498 wmr),
kapboHaty kanito (1.2 ekB., 276 Mr) y cymiui
OMPA/H,0 (3:1, 12 mn) obpobnsnu PdCI(PhCN),
(2%, 13 wr) i nepemiwyBanu nNpu KiMHaTHIN Temnepa-
Typi nig N2 npotsrom 12 rog. Cymiw posbaensinu
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Bogot (50 mn) i cinbTpyBanu 4yepes nnacTtmacoBy
dpuTy 3 BigcMokTyBaHHsaM. Ocag Ha inbTpi Npomu-
Banu AieTunosnM edipom i CylumMnu y Bakyymi 3 oge-
pXaHHSAM TeMHO-4epBOHOI TBepaoi pe4voBuHM (390
Mr, 79%),

H AmP (De-OMCO) & 3.18 (6H, d); 3.98 (3H, s);
6.94 (1H, d), 7.2 (1H, d); 7.32 (3H, m); 7.88 (1H, d);
7.99 (1H, s); 8.11 (1H, s); 9.23 (1H, s); PXMC rt 1.93
m/z 295 EP*

Cragia 2: 2-MeTtokcun-4-[4-(4-[1,2,4]tpnason-1-in-
deHinamiHo)-xiHa3oniH-6-in]-deHon

Cymiw N'-(3-uiaHo-4'-rigpokcun-3'-MeToKCH-
6ideHin-4-in)-N,N-gumetun-cgopmamiguny (220 wmr) i
TpuasoninaHiniHy (113 mr) B ouToBi KMCMOTI (2 mn)
HarpiBanu 0o 125 npotarom 2 roguH. OxonomxeHy
cymiw po3baBnanu Bogow W dinbTpyBanu npu Bigc-
MOKTYBaHHi NpoTArom Houi. OgepxaHy B pesynbrarTi
TBEPOY PeEYOBMHY 0OpOoOnAnNM ynbTpasBykoM Mpu
HarpiBaHHi B aueToHi (20 mn) i dinbTpyBanu. Teepay
PEYOBUHY CYLLUMIN 3 OAEPXKAHHAM 3a3HayeHoi B 3aro-
TNOBKY CMOMyKW Y BUMMSAI XOBTOI TBepAol pevoBUHU
(28 wr).

'H AMP (De-AMCO) & 3.86 (3H, s); 6.88 (1H, d);
7.28 (1H, d); 7.36 (1H, s); 7.82 (3H, m); 8.03 (2H, m);
8.15 (2H, m); 8.56 (1H, s); 8.69 (1H, s); 9.2 (2H, s);
9.98 (1H, s); PX-MC rt 2.14 m/z 411 EP*

Mpuknag 36: 2-Metokcun-5-[4-(4-[1,2,4]tpnason-
1-in-cbeHinamiHo)-xiHa3oniH-6-in]-cbeHon

Lito cnonyky MoXxHa ogepxaTtv MeToaoM, onuca-
HUM y npuknagi 35, BignoBigHMI GopoHaT NPUroToB-
nsoTh i3 5-6poM-2-meToKkcHdeHoNy, SKUA oaepXxyBa-
nn 3a peakuieto 3aHameriepa (aue. JOC, 1993, 58,
1,42). HeobxigHy 60opoHOBY KMcnoTy/60poHaT MOXHa
ofepXaTn WNsaxom GOpPOHYBaHHSA, sike KaTani3yeTbcs
nanagiem i3 3actocyBaHHAM bGic(niHakonaTo)bopaHy,
abo 3a JOMOMOrol TUMYacoBOro 3axmcTy dheHony, a
came, gurigponipaHoM, HacTyMHOro MiTyBaHHsI, peak-
Lji i3 TpumeTokcMBOpaTOM i HACTynHOro rigponiasy i3
CyNyTHIM BMAANEHHSIM 3aXUCHOT rpynu.

Mpuknag 37: {6-[3-PTOp-4-(2-MeETOKCi-eTOKCU)-
deHin]-xiHasoniH-4-in}-(2-metun-4-[1,2,4]tpnason-1-
in-cpeHin)-amin

Lito cnonyky MoxHa ogepxaTtv MeToAoM, onuca-
HAM Yy npuknagi 27, BUKOPUCTOBYIOYM BiOMNOBIOHWN
dopmamigmH, onMcaHuin 9K NpoMixkHa cnonyka 22.

Mpuknapg 38: aktusHicTe HCV pennikoHy

PeuoBuHu:

PennikoH niHii knituH HCV

e 1b pennikoH (Huh.7) onncannin B Science 285,
110-113.

o Huh-9B: niHis kniTMH NeYiHkM 3 NepcucTyyYMm
GiuncTpoHHum HCV reHotunom 1b, kogytoua nocni-
poHicTb: [I 389lucubineo_3-3’_ET] Bkntoyae 3nutumn
6inok  niooumdepasn  CBITNSKIB-YOIKBITUH-HEOMILWH
docpoTpaHcdepasa 1 EMCV-IRES perynsoBaHoo
HecTpykTypHOoto HCV (NS3-NS5B) koaytouoto nocni-
[OOBHICTIO, WO BKMOYaE aganTuBHI MyTauii KynbTypu
knituH E1202 G, T1280I1 Ta K1846 T (Lohmann et al,
2001).

MeTon

Llen ananis sgincHioBanu, BUKOPUCTOBYHOYM BCi
96 nNyHKM NMOCKOAOHHMX 96-NYHKOBWUX MNMaHLLETIB.
MnaHweTn NigroToBNsNU 3a OAVH AeHb A0 AoAaBaH-
HA cnonyk. AHani3 notim 3gincHioBanu 4 aHi 3 ELISA
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KOHTpONnem 3MiH, Lo BiabyBaloTbCsA, Ha 5-11 OeHb.

[eHb 1

[igrotoBka nnaHweTIB AN OOCHiAKEHb

ExkcnoHeHuianbHO 3pocTatodi MoHowapu Huh-9B
npomuBanu crtepunsHolo PBS ons BuaaneHHs cupo-
BaTKM Ta 06pobnsanu TpUNCMHOM AN BiAAiNeHHs Kni-
TWH Big kon6u.

KniTvHn cycnengyBanu B cepegoBulli Ans Bu-
poLlyBaHHSA W nigpaxoByBanu, BUKOPUCTOBYIOYM Mia-
paxyHkoBy kamepy. OguH 3 napy 96 NyHKOBWX NnaH-
werTiB 3acisanu Huh-9B npu rycTuHi 10* KMITUH/NYHKY
npu 3aranbHomMy o6’emi cepefoBulia ONS BUPOLLY-
BaHHA 6e3 aHTubioTMkiB 100 Mkn/nyHky, Sk npeacra-
BMEHO HWXKYe.

OpvH i3 nnaHweTiB 9BNsSB cob00 Henposopuin
6inun 96-nNyHKOBWUIA NNaHLIET, BUKOPUCTOBYBaHU ANS
BM3HayeHHst IC50 Ha ocHoBi niouundepasHoro curHa-
ny (3ragaHvin pani gk nnadweT Ans pennikoHy), iH-
WKW i3 nnaHweTiB 98N8 coboto 96-nyHKOBWIA MnaH-
WweT,  BMKOPUCTOBYBaHWW  Ans  napanenbHoro
BM3HaA4YeHHS TOKCUYHOCTI NikiB 3a gonomoroto 3abap-
BMEHHS METUIIEHOBUM CUHIM (3rafjaHuin aani sik TOKC.
nnaHwer). NyHkn G12 i H12 Tokc. nnaHweTa 3anu-
wanun 6e3 KNiTUH Ana 3acTocyBaHHA SK Oydep aons
3HATTS TiNbKN (DOHOBUX 3HAYEHD.

MnaHweTn notim iHkyByBanu npu 37 °C y cepe-
posuui 5%-soro CO, npoTtarom 24 roguH Ao opep-
*aHHs 90% MOHOLLapy KMiTWH, L0 3N1BaloThCS.

[eHb 2

[opaBaHHs cnonyku Ta po3BeAeHHsi CMonyku

MonBoEHI po3BeOEeHHST KOXHOI CMOMyKN NpUroTo-
BMANU B OKpemMoMy 96-nyHKOBOMY MIOCKOOOHHOMY
NNaHLWeTi BEeNUKOi MICTKOCTI LUMSXOM pO3BEOEHHS Y
OBa pasn po3yMHy 3 BMXIAHOK KOHLEHTpaUiE, BUKO-
pUCTOBYOYM ANsi aHanisiB cepeoBULLEe AN BUPOLLY-
BaHHs 6e3 aHTNbioTUKIB.

Mate cnonyk (C1 - C5) TecTyBanu Ha KOXHOMY
aHaniTMYHOMY MNaHLeTi, SIK NoKasaHo HWX4Ye, MIc
KOHTPOIbHI CMONYyKW, SIKi TAKOX BKITHOYANM B KOXHUMN
nnaHLwer.

Cronyku TectyBanu y 8 Toykax cepii MOABOEHNX
po3BeneHb. BuxigHe po3BeOeHHsT KOXHOI CMOMyKu,
AKa nignarae gocnigXeHHo, ctaHoBuno 25 mkM i 12.5
MKM - oNs KOHTPOMNBLHOMO CNOMYKW.

JlyHku Tinekn i3 AMCO (A1 i A2) npu 1% 3abes-
nedyBanu curHan, Lo BiANOBiAAEe MakCMManbHOMY
(100%) peTekTyBaHHA noumdepasn. MNMonepeaHi ekc-
NepuMeHTH, NpoBeAeH 3 METOK OMNTUMI3aLlii, nokasy-
Banu He3Ha4yHUN noumdepasHnin curHan Bif KNiTUH,
WO He MICTATb pennikoH, NPUYoOMYy piBEHb OETeKTy-
BaHHSI KOHTPOMbHUX FYHOK AN BU3HAYEHHsI (DOHY
(HecneumndIYHOro), K NPUAHATO, He BkMoyanu. Cur-
Han i3 AMCO nyHku npn 1% (MakcumansHUn curHan)
CTaHOBMB MPOMIDKOK JOCHILKEHHS.

3 2 x 96-AMKOBMX NNaHWeTIB ANsi pO3BeAeEHb,
100 MKI KOXXHOrO pO3BEAEHHS CMOMYyKM NEPEHOCUNN,
BMKOPUCTOBYIOYM GaraTtokaHarnbHy MiNeTKy B aHanori-
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YHi MTYHKW NnaHweTa Ans pennikoHy 1 TOKC. NnaHLue-
Ta, Wwo mictatb no 100 Mk cepenoBuLLa, OOEpPXYyUn
BaxaHy KiHLEeBY KOHLEHTpaLilo.

[eHb 5

ETtan petekTyBaHHA noumdepasn B nNnaHLWeTi
ANs pennikoxy

Cepeposue nepeHocunu 3 nyHok B Virkon i
nnaHweTy npoMmeBanu ofauH pas tennoto PBS i obe-
PEXHO CyLLINN.

Y KOXHy NyHKy GaraTokaHanbHOK MiNeTKow [o-
pasanu 20 mkn Oydepa gna nisucy. Jlisatm 6ynu
CcTabinbHUMK B LN TOYLi NPOTSAromM AEKiNbKOX roAuH.
Bydep ona noumdepasHoro aHanisy nomiwanu B
nomiHomeTp (Lmax, Molecular Devices).

M-irmxekTop 3anoBHioBanu 4 x 300 mkn Oydepa
ansa noundepasHoro aHanisy. NnaHwer, wo nigns-
rae aHanisy, nomiwanu B nomiHomeTp i 100 mkn 6y-
depa gna noumdepasHoro aHanisy asBToMaTU4HO
iH)KEKTyBanu B OfHy MyHKY 3 HacTynHUMu 4 cekyHaa-
MU Nporpamu BUMiptoBaHb.

Yepes ogHy cekyHAY 3aTPUMKM iHXeKTyBanu iHwy
nyHky 3 100 mkn 6ydepa gnsa nouumdgepasHoro aHa-
nigy 3 HacTynHuMn 4 cekyHAamu nporpamv BUMIpto-
BaHb W Tak gani, Aotu, noku BCi 96 nyHok He Gynu
npoaHanisoBaHi.

Konu 3HATTS BMMIpIB 3aKiH4MNW, iHXEKLiHY cuc-
Temy nioMiHOMeTpa NpoMmUBany 3HECOSIEHOI BOAOH.

OpepxaHi paHi 0bpobnsanu, BMKOPUCTOBYHOUU
nporpamHuii naket SOFTmax Big Lmax Pro software.

Bu3HauyeHHs TOKCMYHOCTI y TOKC. NNaHLeTi

CepepoBue nepeHocunu 3 nyHok B Virkon i
nnaHweTn obepexHo cywmnnu. [1o KOXHOI NyHKu,
BKITHOYaoun KoHTponbHi (G12 ta H12), gogasann 100
MKn 0.5%-BOro po3yvHy METUIIEHOBOTO CUHLOMO B
50%-BomMy MeTaHoni. MnaHweTn 3anuwanu npu Kim-
HaTHI Temnepatypi npuHanMHi Ha 1 roguHy. MNnak-
LWweTn NoTiM 06epeXHO NPOMMBANM LUMSIXOM 3aHYypeH-
HS B MNNacTMKOBY EMHICTb i3 BOAol, 06epexHo
CYLUMIX 1 3anuvLiany BiaKpUTUMn OOTU, NOKU BOHU HE
Oynn NOBHICTIO CyxuMn. BapBHWK PO3YMHANM LUMSIXOM
popasaHHa 100 mkn 1%-BOro naypoincapko3viHy Ao
KOXXHOI NYHKN M NepemillyBaHHs npoTarom 1 roauvHu
npu 37°C. MNokasaHHs 3HIManM Ha cnekTpogOTOMETPI
SpectraMax npu goexuHi xsuni 620 HM, BUKOPUCTO-
Bytoumn nporpamHuin naket SOFTmax Pro software.

PesynbTaTu:

®ann pgaHnx SOFTmax ekcrnoptyBanu B Excel
abo TekctoBun cbann. AHani3a gaHux, CTaHAapTHUX
YOTUPLOX MapameTpiB HemMiHiiHOI perpecii, ogepxa-
HUX ONA KOXHOI CMONnyKu, MOTiIM BWKOPUCTOBYBamnu
ans pospaxyHky 1C50.

Y BuwesragaHoMy aHanisi gaHi no ycix fnyHkax,
wo ay6niotoTbes, ycepenHioBanu. 3HaveHHs "% Big
KOHTpON0" NoTiM po3paxoByBanu Anst KOXHOI KOHLe-
HTpauii y BUrnagi npoLeHTHOI YacTKM Bi KOHTPOMbHOI
nyHku i3 QMCO.
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X Pennilg*OH IC50
<5 M*KM; = 5-20 mkM;
> 20 mkM

ok

quniKOH TD50
X >25 MkM,
<25 MkM
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Mpuknag 39: CuHeprivyHa gis Mix iHriGiTopom pe-
nnikauii HCV i ntogcbkmuMm iHTepdepoHom aA

ELISA aHanisu 3gincHoBanu npu noeaHaHHi Aaii
iHriGiTopy pennikauii HCV [6-(3,4-anMeToKCn-eHin)-
XiHasoninH-4-in]-(4-[1,2,4]Tpnason-1-in-deHxin)-amiHy 3
iHTepcpepoHom aA (Sigma Hu-INF-aA, nopsgkosui
Homep 14276).

ELISA npoTokon aHanoriyHvMin onncaHomy B npu-
knapi 38.

IC50 gna [6-(3,4-ouMeTOoKCU-heHin)-xiHasoniH-4-
in]-(4-[1,2,4]tpnason-1-in-peHin)-amiHy  po3paxoBy-
Banu Ans KOXHOI hOHOBOI KOHUEHTpaUii iHTepdepo-
Hy aA. MNogibHum ymHom, IC50 ans iHTepdepoHy aA
po3paxoByBanu AN KOXHOI (POHOBOI KOHLEeHTpaLii
[6-(3,4-aumeToKCK-beHin)-xiHa3oniH-4-in]-(4-
[1,2,4]Tpnason-1-in-geHin)-amiHy.

Mposognnu ELISA IC50 [6-(3,4-gumeToOKCK-
deHin)-xiHa3zoniH-4-in]-(4-[1,2,4]tpnason-1-in-deHin)-
amiHy 0.2 mkM, y BigHoweHHi HCV pennikoHy 1b.

Mposogunu ELISA IC50 iHTepdepoHy oA 6
mMkn/mn, y BigHoweHHi HCV pennikony 1b.

Y «kombiHauifx, npu KOHUeHTpauisx [6-(3,4-
AVMeTOKCU-eHin)-xiHasoniH-4-inl-(4-[1,2,4]Tprwason-
1-in-cpeHin)-amiHy Huxde 1C50, IC50 iHTepdepoHy aA
3HMXyBanacsa Big 6 mkn/mn go, npuHarMHi, 0.008
MKn/mMn. Tpu KOHUEHTpauisx iHTepdepoHy aA Hunxkye
IC50, IC50 6-(3,4-amMmeToKcu-eHin)-xiHasoniH-4-in]-
(4-[1,2,4]tpmason-1-in-deHin)-amiHy 3HWXyBanacs Big
0.2 mkM po, npuHanmHi, 0.067 MkM.

MapuianbHy iHribytody koHueHTpauito (MIK) mox-
Ha BUKOPUCTOBYBATW ANsl BCTAHOBMEHHA CUHEpPreTu-
YHOT B3aemogii.

MiH IC50 Crion. BKOMBIHAUIA

ne, 3Ha4veHHs MIK
< 0.5 CUHEPTI3M

IC50 Cnon ACAHA

IC50 Cnon BOAHA

>2.0 AHTAITOHI3M
_0.008 mkn/mn . 0.067 MmkM

0.5 - 1.0 3BIJIbLUEHHA MK =0.336
1.0 - 2.0 IHOVGEPEHTHICTb Gmkn/mn - 0.2mkM
Komm'totepHa BepcTtka T. Yenenesa MignucHe Tupax 24 npum.
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