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y Ak X1, Xz, X3, X4 i X5 HE3ANEXHO OAWH Bif O4HOrO
nosHavatTb -CH- abo N;
abo Xz, X4 i X5 He3anexHo oAuH Big, ogHOro nosHa-
yatoTb -CH- abo N, i X; i X, He3anexHo oaunH Big oA-
Horo nosHa4aiTb C i € 4YacTMHOW [oaaTKoBOro 6-
YIEHHOr0 apoMaTUYHOrO Kinbus;

y 9kuin Ry no3Hayae arnkin, ankeHin, ankinin, ranore-
Hankin, rigpokciankin abo ankinkapOoHin, KOXHUR 3
AKX MOXe OyTu 3amileHmn ogHum abo Ginble oa-
HakoBUMKU abo pi3HMMK 3amiCcHVMKamu, BUOpaHMMKU 3
R4; abo R; no3Havae BoaeHb;

R2> nosHavae ankin, uMknoarnkin, ankeHin, uuknoarnke-
HiN, ankidin, ranoreHankin, rigpokciankin, retepouuk-
noarnkeHin, ankinapwn, apunarkin, ankinankokcukap-
60Hin, ankinkap6oHinokcn abo ankokciankin, KOXHWU
3 AKMX MOXe OyTu 3amiweHunrn ogHum abo Ginblue
ofHakoBuMM abo pisHMMK 3amiCHVMKaMu, BUGpaHUMu 3
Rs; abo R, no3Havae BogeHb abo -CH2-C(O)NRg-R12;
R3 no3Havae ankin, uMknoarnkin, ankeHin, uuknoanke-
HiN, ankidin, ranoreHankin, rigpokciankin, retepouunk-
noarnkeHin, ankinapwn, apunarkin, ankinankokcukap-
60Hin, ankinkap6oHinokcn abo ankokciankin, KOXHWU
3 gkux Moxe OyTn 3amiweHun ogHum abo Ginblue
OfHakoBUMU abo pi3HUMM 3amiCHUKaMu, BUOpaHUMM 3
Rs; abo Rz nosHavyae BogeHb, -CH»-C(O)-
retepoumknoankin ao -CH,-C(O)NRg-R12;

R4 nosHayae BOAEHb, arnkin, ankeHin, ankidin, rano-
reH, OKCO, arikokcy, rigpokcu abo ranoreHarkin;

Rs nosHavae ankinapun, kapGokcu, arnkin, ankeHin,
LMKoanKeHin, arnkidin, ranoreHankin, uukroankin,
LMKnoarkeHin, kapbamoin, rigpokciankin, apunokcu,
ankoKCUKapOOHINoKcK, ankokcukapOoHin, —ankokcwy,
arnkokciankin, apwn, reTepouuknivyHe Kinble, amiHo-
kapOoHin, ankinTio, ankinkapboHinamiHo, rigpokcu,
ankinkapboHin, apwnkapboHin, ankinkapOoHinokcu
abo aMiHO, KOXHUIA 3 AKkuX Moxe OyTu 3amilieHun
ogHuM abo Ginblle oaHakoBUMKM abo PisHUMK 3amic-
HUkamu, BubpaHumn 3 R7; abo Rs no3Havae BOAEHb,
0KCO, ranoreH, uiaHo abo HiTpo;

Re nosHauvae ankinapwun, kapbokcu, ankin, ankexin,
LUMKIIOAnKeHin, arnkiHin, ranoreHankin, uuKroarnkin,
LMKnoarkeHin, kapbamoin, rigpokciankin, apunokcu,
anKoKCUKapOOHINOKCK, ankoKCUKapOOoHin, —arnkokcwy,
arnkokciankin, apwn, retepouukniyHe Kinbue, amiHo-
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kapboHin, ankintio, ankinkap6oHinamiHo, apunkap6o-
Hin, rigpokcu, ankinkapOboHin, ankinkap©OoHinokcu abo
aMiHO, KOXHUIA 3 KX MOXe OyTu 3aMillleHuin ogHNM
abo Ginble ogHakoBMMM abo Pi3HUMM 3aMiCHMKaMW,
BubpaHumn 3 Rg; abo Rg nosHavae BOOEHb, OKCO,
ranoreH, uiaHo abo HiTpo;

R7 no3Havae ankin, ankerin, unknoarnkin, yuknoanke-
Hin, ankiHin, ankokcw, ranoreHankin, ankinTtio, reTte-
poLMKNoankeHin, retepoumknoankin, apun, ankinkap-
OOHiIN, reTepoapwun, apwunoKkcK, ankoKcukapOoHin,
rigpokciankin, amiHo, rigpokcy abo KapOoKCK; KOXHUIN
3 dkux Moxe OyTu 3amiweHun ogHum abo Ginblie
OAHaKoBUMU abo pPi3HMMM 3amicHMKaMu, BUOpaHumm 3
R10; @60 R7 no3Havae BoeHb, ranoreH abo oKco;

Rs no3Havae ankin, ankerin, uuknoarnkin, yuknoanke-
HiN, ankidin, ankokcw, ranoreHankin, ankinTtio, ankin-
CynbOHIN, ankincynbiHin, reTepounKnoankeHin,
reTepoumknoankin, apwun, arnkinkapboHin, retepoa-
pwn, apunokcK, ankokcukapOoHin, rigpokciankin, ami-
HO, rigpokcu abo kapOoKCK; KOXKHUIN 3 SKUX MoXe ByTn
3aMileHnn ogHum abo Ginblie ogHakoBMMM abo pis-
HUMW 3aMicHMKamK, BUGpaHuMK 3 Rio; abo Rg nosHa-
Yyae BoeHb, ranoreH abo okco;

Ro no3Havae BogeHb, ankin, ranoreHankin abo rigpo-
Kciankin;

R10 No3Hayae BOAEHb, arnkin, OKco, rigpoKCH, ranoreH,
kapOoKcK, amiHO, ankoKkcu, ranoreHankin abo rigpok-
ciankin;

Ri11 nosHavyae oguH abo Ginblle ogHakoBMXx abo pis-
HMX 3aMiCHUKIB, BUOpaHUX 3 BOOHIO, ranoreHy, LiaHo,
aMmiHo, ankiny, metTuncynb@iHiny, MeTuncynbdoHiny,
aMmiHo, LiaHO abo ankokcu;

R12 nosHavae ankinapwn, apunarnkin, kapbokcu, an-
Kin, ankeHin, ankidin, ranoreHankin, uMknoankin, Luk-
noarnkeHin, kapbamoin, rigpokciankin, apunokcu, an-
KOKCMKapOOHINoKcK,  ankoKcukapOoHin,  arnkokcw,
ankokciankin, apwn, retepouukniyHe Kinbue, amiHo-
kapOoHin, ankinTtio, ankinkapboHinamiHo, rigpokcu,
ankinkapbonin, apwnkap6boHin, ankinkapboHinokcu
abo amiHO, KOXHUI 3 AKUX MOXe OyTn 3amilieHunn
ogHuMM abo Binble ogHakoBMMM abo PisHUMKU 3amic-
HUKamu, BUOpaHnMmun 3 Rg; abo R12 no3Havyae BOAEHb;
3a ymoBMU, Wo R1, Rz i R3 He MOXYTb ogHOYacHo 6yTu
METUIOM;

3a ymoBW, Lo, konu Ry i R3 obvaBa nosHavaoTb BO-
OeHb, R1 He Moxe OyTn meTunom abo BoaHeM;

3a yMOBM, WO, Ko R; no3Hayae meTun abo BoAeHb,
R, no3Havyae metun i Rz no3Havae BogeHb, Todi Kinb-
ue B He moxe ByTn cheHinowm;

i Ti hbapmaLeBTUYHO NPUAHATHI i dhisionoriyHo posiue-
nnoBaHi cknagHi edipn, dapmaueBTUYHO NPUAHATHI
coni, rigpatn, N-okcuam abo conbBaTu.

2. Cnonyka 3a n. 1, y skin kinbue B sBnsie coboto ni-
puaun, nipasuHin, xiHonin, nipumiguHin abo nipuaa-
3uHIN, y BMNagky notpebu samiweHni ogHum abo
Ginblle ogHakoBMMK abo Pi3HUMMK 3aMiCHUKaMu, BMO-
patumn 3 Topy, xropy, 6pomy, UiaHO, METOKCH, -
NH, abo Cj.samiHo.

3. Cnonyka 3a 6yab-sikum 3 nn. 1, 2, y skin kinbue B, y
BMNagKy notpedbu samiweHe Rii, sABnse coboto 2-(6-
xnopnipasuHin), 2-nipasuHin, 4-(3-6pomnipugun), 4-
(3,5-ambpomnipuamnn), 4-(6-xnopnipumiguhin), 2-(4-
xnopnipuaun), 3-(2-xnopnipuaun), 4-(2-
MeTokcunipuaun), 4-(2-uiaHonipugun), 3-nipuaasuvHin,
4-(2-TpeT-0yTMnamiHo-3,5-guxnopnipuamn), 4-(2-
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amiHo-3,5-guxnopnipuaun),  4-(3,5-guxnopnipugun),
2-(3-6pomnipasuHin), 4-nipugun, 4-xiHonin abo 4-
(3,5-auxnop-1-okcunipuaun).
4. Cnonyka 3a n. 1, y skin cpopmyna | sense coboro
3aranbHy chopmyny Iz
)
O0—R,

O—R;s

o)
NG cl
o |
X3
,lz
y ki Xz nosHadvae -CH- a6o N.
5. Cnonyka 3a 6yab-akum 3 nn. 1-4, y akii Ry nosHa-
Yyae meTun abo eTun.
6. Cnonyka 3a 6yab-akum 3 nn. 1-5, y akii R, nosHa-
yae C;-Ceankin, Ci-CeankeHin, Ci-CgankokciCi-
Ceankin, rigpokciCi-Ceankin, ranoreHC;-Ceankin, C;-
CeankiHin, Ci-Ceumknoankin, Ci-CeankinCs-Cioapun,
C1-CsankinC;-CeankokcukapOoHin abo Ci-
CeankinkapbOoHINoOKCK, KOXHUIM 3 AKMX Moxe ByTu 3a-
MilLleHnn ogHuM abo Ginblue ogHakoBMMK abo pi3HU-
MM 3aMmicHMKamn, BUGpaHumm 3 Rs.
7. Cnonyka 3a 6yab-sikum 3 nn. 1-6, y sAkin R, nosHa-
vyae MeTun, eTun, nponin, TpeT-
OyTokcukapboHinmMeTun, anin, AvdTopmMeTUn, eTun-
6eHson, meTunbeHson, ByTeHin, rigpokcieTnn, Tonin,
NeHTeHIn, MeTokcieTnn, ByTWHIN, NPONiHIN, UMKNONeH-
TWM, KOXHUM 3 SKUX MOXe OyTu 3aMilleHuin OfHUM
abo Ginblwe ogHakoBMMM abo Pi3HUMU 3aMiCHUKaMW,
BNbpaHumm 3 Rs.
8. Cnonyka 3a 6yab-akum 3 nn. 1-7, y akii Rz nosHa-
Yae meTun, eTwun, nponin, OyTun, NEeHTWn, rekcun,
rigpokcieTnn, OyTeHin, neHTeHin, anin, 6yTuHIn, 6exH-
3un, MeTun6eH3on, eTunbeH3on, eTUnnipuauH, Tonin,
TONyoin, NponinbéeH3on, meTunHadgTun, eTunHadpTun,
MeTunKkapboHiNnMeToken, meTunkapboHineToken, me-
TOKCI€eTWI, METOKCUMPONIS, KOXKHWUI 3 SKMX MOXe ByTu
3amiweHnn ogHum abo Ginble ogHakoBumu abo pis-
HUMK 3aMicHMKamu, BubpaHumMu 3 Rg, npuyomy 3a-
3HayeHUin 3aMiCHUK Rg Moxe ByTW 3amilleHuin ogHUM
abo 6inble ogHakoBMMM abo Pi3HUMKU 3aMiCHUKaMWU,
BUbpaHummn 3 Rg, abo R3; nosHavae BogeHb, -CH-
C(O)-retepouuknoankin abo -CH,-C(O)NRg-R12.
9. Cnonyka 3a 6yab-akum 3 nn. 1-8, y Ak Rs nosHa-
yae meTun, TPeT-OyTOKCU, ETUHIN, LMKIOoNpOonin, npo-
neHin, deHin, OyTeHin, nponiHin, MeTUNrigpPoKcu,
eTUHIN, anin, eTnn abo MeToKCcK, KOXHUIN 3 AKUX MOXe
OyTu 3amiweHnn ogHmM abo BinbLie ogHakoBMMU abo
pisHUMK 3aMicHUKamK, BubpaHumn 3 R7, abo Rs nos-
Ha4yae BoAeHb, OKCo, XJiop, btop abo rigpokcu.
10. Cnonyka 3a 6yab-akum 3 nn. 1-9, y skin Re no3Ha-
Yyae eTuHIn, MeTun, TpeT-0yToKcK, i30Kca3onin, MeTo-
Kcu, nponiHin, 6yTeHin, deHin, nippgnn, 6eH3okcaso-
nin, Tiasonin, [1,3,4]Tiagiasonin, [1,2,4]Jokcagia3onin,
2,3-gurigpo-1H-i3oiHgonin, eTtokeu, TiodeHin, nponin,
etun, OyTun, neHTun, anin, isonponokcu, izonponisn,
HaPTUN, UMKMIOreKcun, rigpokcu, UMKNoneHTun, de-
HOKcK, Tonin, Tonyoin, 6eH3oin, kapboHinHadTaniH,
eTun6eHson, xiHomiHin, -NH,, eTokcukapOboHin, meTo-
KCuKapOoHin, kapbamoin, i30iH4oN, MeTunamiH, nipo-
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nigun, mMopdoniHin, MeTUncynbMOHiN, MeTuncynbdi-
Hin, 6yTunamid, nponinamin, eTunamiH, LMKNorenTun,
rigpokcieTnn, rigpokcunponin, iHgaHin abo eTokcie-
TUN, KOXHWUA 3 SKUX MOXe OyTu 3amilleHui ogHUM
abo Ginble ogHakoBMMK abo pi3HUMM 3aMiCHMKaMW,
BubpaHnmn 3 Rg, abo Re nosHavyae BoAeHb, OKCO,
¢TOp, Xrnop abo uiaHo.

11. Cnonyka 3a 6ygb-akum 3 nn. 1-10, y skin Rg nos-
Hayae meTun, eTun, nponin, 6ytun, deHin, uuknon-
ponin, eTokcu, MEeTOKCW, arnin, eTuHIN, eTokcukapbo-
Hin, riapokecu, HadpTMn, LIMKITOreKkcun,
MeTokcukapOoHin, deHokek, izonponokecu, -NH;, me-
TUNaMiH, NiponianHIn, MopdoniHiN, MeTUNcynbgOoHIn,
MeTUNCynbiHIN, LUMKNOrenTun, LUMKNONeHTun, rigpo-
KCUMeTWN, TrigpokcieTun, AuMeTurnamiHo, dypaHin,
nipugun, Tonin, ninepuaunHin, auetun, TiodeHin, LMk-
NOrenTun, KOXHUA 3 SIKUX MOXe OyTu 3amilleHun oa-
HUM abo Ginblue ogHaKoBUMKM abo Pi3HUMK 3aMiCHU-
kamn, BMGbpaHMMn 3 Rio, abo Rg nosHayae BOAEHb,
OKCO, Xx1op, 6poM, dTop, LiaHo abo TpudTopMETHN.
12. Cnonyka 3a 6ygb-akum 3 nn. 1-11, y skin Rg nos-
Ha4yae BoAeHb, MeTun abo eTun.

13. Cnonyka 3a 6ygb-akvm 3 nn. 1-12, y skin Rio nos-
Hayae BOAEHb, OKCO, MeTun, rigpokcu, dTop, uiaHo,
xrnop abo MeToKcMK.

14. Cnonyka 3a 6ygb-akum 3 nn. 1-13, y skin Rz nos-
Hayae -CH2-C(O)NH-R12, -CH2-C(O)NH-
retepoumknoankin, -CH,CHy-dbeHin-Rs abo -CHa-
beHin-Re.

15. Cnonyka 3a 6ygb-sikum 3 nn. 1-14, y skin R, i/abo
R3 nosHauyae -CH,COOH, meTun, BoaeHb, anin, eTun,
TpeT-OyToKCukapboHinmeTun,  gudptopmeTtnn,  3-
MeTun-5-meTunisokcason, 2-MeTokcieTaH, 2-0yTuH, 2-
meTun-2-byteH, 2-ceHinetaH, 6eH3un, 2-metun-1,3-
OeH3okcason, 4-metun-2-meTuntiason, 2-meTun-5-
umknonponin(1,3,4]tiagiason, 3-
meTtun[1,2,4]Jokcagiason, eTunauerar, 4-
(xnopdpeHin)etaH, 5-xnop-2-meTnnTiodeH, eHokcie-
TaH, (4-metunderin)etaH, 3-ceHinnponaH, (3-
meTokcudeHin)etaH,  (4-meTtokcudpeHin)etan,  (3-
6pomdeHin)eTaH, (2-meTokcudeHin)eTaH, (4-
dTOpdeHin)eTaH, (2-cpTOpdheHin)eTaH, (3,4-
avmeTokcudpeHin)etaH, GeHsunaueTar, i3onponina-
uetat, MmetTunosui edip 3-MeTUNGEH30MHOI KUCIOTH,
3-meTnnbytaH, 1-rekcun, OyT-1-eH, neHT-l-eH, 1-
nponin, 1-6ytun, 2-mMeTunnponaH, eTunoBun edip
MacnsHoOi KACNoTK, 4-meTtundeHsun, 3-xnop6eHsun,
nponokcnbenson,  1-(4-meTokcudeHin)etaHoH, 4-
MeTUNOEH30HITPUN,  2-meTunHadpTaniv, 1-neHTnn,
METUNUMKIOreKcaH, 3-mMeTunOeH30HITpun, 1-eTokcu-
4-xnopbeH3on, 2-eTunbyTaH, 2-rigpokcieTaH, MeTu-
nosui ecip 4-mMmeTUNGEH30MHOI KUCNOTK, 1-HadTaniH-
2-ineTaHoH, 2,5-gumeToKkcMdEeHINeTaHoH, 1-n-
ToninetaHoH, 4-dptopbeHsun, 2-dTopbeHaun, 5-
TpudpTopmMeTUnbeH3un,  5-TpudTopmeTokcnbeHaun,
3-cbTOp-5-TpUdhpTOopMETUNOEH3IUN, 1-(2-
METOKCUGIEHIT)ETAHOH, 1-(2,4-
OUMeTUNEHIN)eTaHoH, 4-xnop6eHsun, 2-
andtopmeTokecmbeHsun, 4-isonponindeHsnn, 2-gTop-
6-TpndTOpMETUNOEH3U, 2,3-gudptop-4-
MeTunoeHsun, 2-metunbeHsun, 3-meTunbeHsuvn,
NeHT-2-eH, B6-MeTUn-2-MeTUNXiHoMiH, 2-xnop6eH3un,
3-MeToKcuMbeH3un, 4-meToKCcUBEH3UN, (3-
XrnopdgeHin)eTaH, 5-MeTunrekcaH, eTUrUMKITorekcaH,
eTunoBuii edip NEHTaAHOBOI KUCNOTKU, (NMPOMOKCUME-
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TMn)6eH3on, auetamig, 2-etunizoiHgon-1,3-gioH, 2-
nponinizoingon-1,3-gioH, N-meTunauetamig, meTun-
uukronponaH, 0yT-1-eH, 4-unbyT-1-eH, 2-MeTUNNEHT-
2-eH, eTaHon, 2-MeTokcieTaH, byT-2-uH, nponiH, aue-
Tat, 1-niponiamH-1-inetaHoH, N-GeHsunaueTamig, 1-
MopdoniH-4-ineTaHoH, N-deHinauetamia, N-meTun-
N-cbeHinauetamia, N-(3-rigpokcm-3-
Metunbytun)auetamia,  N-H-nponinauetamig,  N-

eTMnaueTtamia, N-izonponinaueTamia, N-
Oytunauetamig,  N-uuknoneHtunauetamig,  N-(3-
MeTunbyTun)aueTtamia, N-(4-

MeToKcubeHsmn)aueTamia, N-(2,2-
avmeTtunnponin)auetamig, N-umknorekcunauetamia,

N-(3-meTokcmbeHsun)auetamia, N-
umknorenTunaueTamig, N-(2-
MeTokcnbeHann)auetamia, N-
uMKnorekcunMmeTmMnaueTamig, N-(2-
rigpokcieTnn)auetamia,  N-(1-cbeHinetun)auetamia,
N-(3-rigpokcunponin)aueTamia, N-(2-
MeToKcieTun)aleTamia, N-(2-
AvMeTunamiHoeTun)aueTtamia, N-(3-
AvMeTunamiHonponin)aueTtamia, N-(1-
deHineTnn)aueTamia, N-(3-

isonponokcunponin)aueTtamia, N-cbypaH-2-
inmetnnaueTamig, N-nipugun-2-inmetunauetamia, N-
nipuauvK-3-inMeTnnaueTamia, N-(2-
deHokcieTun)aueTamia, N-nipngnn-4-
inmetTunauetamia, N-(4-etunbeHaun)auetamig, N-
(3,5-andpropbeHsun)aueTtamia, N-(2,3-
andpTopbeHann)aueTamia, N-(2-nipngnH-2-
ineTun)auetamig, N-(2-metTnnbensun)auetamig, N-(3-

dTOopbeHann)aueTamia, N-(3-
MeTunbeHsun)aueTtamia, N-(4-
MeTunbeHsun)auetamia, N-deHetunauetamig, N-(2-
nipnavH-4-inetTun)auetamig, N-(3-
deHinnponin)auetamia, N-(2-xnop6eHsun)aueTtamia,
N-(2-ninepugnH-1-ineTun)auetamia, N-(3-

xnop6eHaun)aueTamia, N-(2-mopdponiH-4-
ineTun)auetamig, N-(4-xnop6eHsun)auetamin, N-(2-
nipnavH-3-inetTun)aueTtamig, N-(2-niponignH-1-
inetun)auetamig, N-(2-aueTnnamiHoeTun)aueTamia,
(R)-N-(2-rippokcu-2-cbenineTun)auetamia, (S)-N-(2-
rinpokcu-2-goeHineTnn)auetamia, N-TioceH-2-
inmeTnnauetamin,

N-[3-(2-okconiponignH-1-in)nponinjaueTamia, N-(2-

rigpokciiHaaH-1-in)aueTtamia, N-
uuknorenTunMeTunavleTamia, N-[2-(2-
rigpoKcieTokci )eTunjauetamia, N-(4-

anmveTnnamiHoOyTun)auetTamMia, UMKMOMNEHTaH, LUK-
nonponinMeTun, gexinetaH, 6eHsunosui ecip ouTo-
BOI KMCNOTW, 2-MeTUNGeH30HiTpun, 2-(1-okcunipnamnH-
4-in)etaH, (4-nippuamn)etaH, (3-nipuaunn)etaH, (2-
nipugun)eTaH, (4-6€eH30HiTpUN)eTaH, (4-
MeTuncynbiHingeHin)etax, (4-
MeTuncynboHindeHin)etan, 1-cdeHinnponaH, 2-
deHinnponaH abo 1-meTnn-2-eHinetaH.

16. Cnonyka 3a 6ygp-akum 3 nn. 1-15, y skin R, nos-
Hayae MeTun.

17. Crnonyka 3a n. 16, y Akin Ri> no3Havae ankin, uu-
Knoarnkin, rigpokciankin, apun, apunarnkin, ankinkap-
OOHINamMiHO, KOXHUIA 3 SIkUX MOxe OyTn 3amilleHui
oaHMM abo Ginblie ogHakoBUMK abo pisHUMU 3aMic-
HUKaMu, BUOpaHUMK 3 ankiny, LUKnoarkiny, ankokcu,
reTepouuKnoarnkiny, rerepoapuny, apurokcu, amiHo,
ri4pPOKCU, raroreHy, OKCU, KOXHUIN 3 SKux Moxe ByTu
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3amiLLeHunn okco abo rigpokcunom; abo Ry no3Havae
BOAEHb.

18. Cnonyka 3a 6ygb-skum 3 nn. 1-17 3 monekynsp-
Hoto macoto meHLe 800 [anbToHiB.

19. Cnonyka 3a n. 1, BubpaHa 3 rpynu crnonyk:
2-(3,5-anxnopnipnanH-4-in)-1-(2-rigpokcun-3,4-
anmveTokcudpeHrin)etaHoH (cnonyka 101),
2-(3,5-anxnopnipnanH-4-in)-1-(3-rigpokcun-2,4-
AvmMeTokcudpeHrin)etaHoH (cnonyka 102),
1-(2-aninokcu-3-rigpokcu-4-metokendeHin)-2-(3,5-
avnxnopnipuauH-4-in)etaHoH (cnonyka 103),
2-(3,5-amxnopnipuanH-4-in)-1-(2,3-gietokcn-4-
MeToKcudeHin)eTaHoH (cnonyka 104),
TpeT-6yTnnosui edip {2-TpeT-
ByTokcukapboHinmeToken-6-[2-(3,5-guxnopnipnamH-
4-in)aueTtun]-3-meToKCUEHOKCI}OL TOBOI Kncnotu
(cnonyka 105),
1-(2,3-6icaninokcu-4-meTokcmdeHin)-2-(3,5-
avnxnopnipuauH-4-in)etaHoH (cnonyka 106),
1-(2,3-6icamdpTopmeTokcu-4-meTokeudpenin)-2-(3,5-
avnxnopnipuauH-4-in)etaHoH (cnonyka 107),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-aumeTtokcn-2-(5-
MeTuUni3okcas3on-3-inMeTokcn)deHinletaHoH (cnonyka
108),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcn-2-(2-
MeTokcieTokeu)deHinletaHoH (cnonyka 109),
1-(2-6yT-2-nHinokcu-3,4-ammetokcndeHin)-2-(3,5-
avnxnopnipuauH-4-in)etaHoH (cnonyka 110),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-aumeTtokcn-2-(3-
MeTuUnobyT-2-eHinokcu)deHinletaHoH (cnonyka 111),
2-(3,5-anxnopnipuanH-4-in)-1-(3,4-gUMeToKCKn-2-
deHeTUnokendeHin)etaHoH (cnonyka 112),
1-(2-6eH3nnokcu-3,4-aumeTokcundeHin)-2-(3,5-
anxnopnipuaunH-4-in)etaHoH (cnomnyka 113),
1-(2-aninokcu-3,4-anmeTokcudenin)-2-(3,5-
anxnopnipuaunH-4-in)etaHoH (cnonyka 114),
1-[2-(6eH30KCa3on-2-inmeTokcK)-3,4-
anmeTokeudpeHinl-2-(3,5-auxnopnipnanH-4-in)eTaHoH
(cnonyka 115),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-aumeTokcn-2-(2-
mMeTunTiazon-4-inmeTokcn)deHinleTaHoH (cnonyka
116),
1-[2-(5-umknonponin[1,3,4]tiagiazon-2-inmeTokcu)-
3,4-anmeTokcndeHin]-2-(3,5-auxnopnipnanH-4-
in)etaHoH (cnonyka 117),
2-(3,5-auxnopnipnaunH-4-in)-1-[3,4-gumeTokci-2-
([1,2,4]okcagiason-3-inMeToKkcn)dheHinletaHoH  (cro-
nyka 118),

eTunosumn edip {6-[2-(3,5-auxnopnipnamnH-4-
in)aueTnn]-2,3-0UMEeTOKCU(EHOKCI}OLITOBOI  KMCINOTH
(cnonyka 119),
1-{2-[2-(4-xnopdeHin)eTokcu]-3,4-aumeToKCUdeHiIn}-
2-(3,5-guxnopnipnanH-4-in)etaHoH (cnonyka 120),
1-[2-(5-xnopTiodeH-2-inmeTokecu)-3,4-
anmeTokcudpeHinl-2-(3,5-auxnopnipnanH-4-in)eTaHoH
(cnonyka 121),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-aumeTokcn-2-(2-
deHokcieTokeu)dpeHinletaHoH (cnonyka 122),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcn-2-(2-n-
Toninetokcu)deHrinletaHoH (cnonyka 123),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-gumeTokcun-2-(3-
deHinnponokcu)eHinletaHoH (cnonyka 124),
2-(3,5-guxnopnipnanH-4-in)-1-{3,4-gumeTokcun-2-[2-
(3-MeTOKCHEHIN)eTOKCU]dPEeHIN}eTaHOH (cnonyka
125),
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2-(3,5-avxnopnipnanH-4-in)-1-{3,4-gumeTokcn-2-[2-
(4-meTokcmdeHin)eTokcu]deHin}eTaHoH (cnonyka
126),
1-{2-[2-(3-6BpomdeHin)eTokcu]-3,4-0UMeTOKCUEHIn}-
2-(3,5-anxnopnipuanH-4-in)etaHoH (cnonyka 127),
2-(3,5-avxnopnipnanH-4-in)-1-{3,4-gumeTokcn-2-[2-
(2-meTokcmdeHrin)eTokcu]deHinietaHoH (cnonyka
128),

2-(3,5-avxnopnipnanH-4-in)-1-{2-[2-(4-
dTopdeHin)eTokeul-3,4-aumeTokcudeHineTaHoH
(cnonyka 129),
2-(3,5-amxnopnipngnH-4-in)-1-{2-[2-(2-
dTopdeHin)eTokeul-3,4-aumeTokcudeHineTaHoH
(cnonyka 130),
2-(3,5-amxnopnipnanH-4-in)-1-{2-[2-(3,4-
avmeTokcudpeHin)etoken]-3,4-
avmeTokeudpeHinietaHoH (cnonyka 131),

6eHannosun edip {6-[2-(3,5-guxnopnipnanH-4-
in)aueTtnn]-2,3-AMMETOKCUIEHOKCI}OLITOBOT  KMCINOTU
(cnonyka 132),

isonponinosun  edip  {6-[2-(3,5-guxnopnipuanH-4-
in)aueTtvnn]-2,3-AMMETOKCUIEHOKCIJOLITOBOI  KUCINOTU
(cnonyka 133),

meTunosun  edip  3-{6-[2-(3,5-guxnopnipuanH-4-
in)aueTtvnn]-2,3-AMMeToKCUEHOKCUMMETUI }-OEH30MHOT
Kkncnotn (cnonyka 134),
2-(3,5-amxnopnipnanH-4-in)-1-[3,4-gumeTokcun-2-(3-
MeTunbyToKkcu)deHin]eTaHoH (cnonyka 135),
2-(3,5-anxnopnipuanH-4-in)-1-(2-rekcunokcu-3,4-
anmMeTokcudpeHin)etaHoH (cnonyka 136),
1-(2-6yT-3-eHinokcu-3,4-gumetokcndeHin)-2-(3,5-
AvxropnipnaunH-4-in)etaHoH (cnonyka 137),
2-(3,5-avxnopnipnanH-4-in)-1-(3,4-gumeTokcun-2-
neHT-4-eHinokcudeHin)etaHoH (cnonyka 138),
2-(3,5-avxnopnipuanH-4-in)-1-(3,4-ouMeTokcu-2-
nponokcudeHin)etaHoH (cnonyka 139),
1-(2-6yTokcu-3,4-gumeTokcndeHin)-2-(3,5-
anxnopnipuaunH-4-in)etaHoH (cnonyka 140),
2-(3,5-amxnopnipnanH-4-in)-1-(2-isobytokcu-3,4-
avmMeTokcudpeHin)etaHoH (cnonyka 141),

€TVNoBMN edip 4-{6-[2-(3,5-guxnopnipuanH-4-
in)aueTtvnn]-2,3-AMMETOKCUEEHOKCMIMACNSHOI  KUCMO-
T (cnonyka 142),
2-(3,5-amxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-(4-
MeTunGeH3unokeun)deHinletaHoH (cnonyka 143),
1-[2-(3-xnop6eHannokcun)-3,4-auMeTokcudeHin]-2-
(3,5-amxnopnipnanH-4-in)etaHoH (cnonyka 144),
2-(3,5-anxnopnipngnH-4-in)-1-[3,4-gumeTokcun-2-(3-
deHokcunponokcn)deHinjeTaHoH (cnonyka 145),
2-(3,5-anxnopnipnanH-4-in)-1-{3,4-gnumeTokcmn-2-[2-
(4-meTOKCUEHIN)-2-0KCOEeTOKCU]beHin}eTaHoH (cno-
nyka 146),
2-{6-[2-(3,5-amxnopnipnaunH-4-in)auetnnl-2,3-
OMMeTOKCUPEeHOKCUMETUN}OEHIOHITPUN (cnonyka
147),

4-{6-[2-(3,5-guxnopnipnanH-4-in)aueTtnn]-2,3-
ONMETOKCUEHOKCUMETUI}OEHIOHITPMN (cnonyka
148),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-guMeToKCH-2-
(HadTanin-2-inmeTokcK)peHin]eTaHoH (cnonyka 149),
2-(3,5-guxnopnipnanH-4-in)-1-(3,4-AMMeToKcn- 2-
neHTUNoKcudeHin)etaHoH (cnonyka 150),
1-(2-uuknorekcunmeTokcu-3,4-aumeTokcueHin)-2-
(3,5-guxnopnipnanH-4-in)etaHoH (cnonyka 151),
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3-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
OVMETOKCUEHOKCUMETUN}OEH3OHITPUN (cnonyka
152),

1-{2-[2-(4-xnopdeHokci)eTokeun]-3,4-
avmeTokcudpeHin}-2-(3,5-guxnopnipuauH-4-in)eTaHoH
(cnonyka 153),
2-(3,5-anxnopnipnanH-4-in)-1-[2-(2-eTunbyToKcu)-
3,4-anmeTokcndeHinjetaHoH (cnonyka 154),
2-(3,5-anxnopnipnanH-4-in)-1-[2-(2-rigpokcieToken)-
3,4-gpumeTokcundeHinleTaHoH (cnonyka 155),
meTunosun  ecdip  4-{6-[2-(3,5-anxnopnipnanH-4-
in)aueTnn]-2,3-4umeToKcMdeHOKCMMETUI}-6EH30MHOT
kucnoTu (cnonyka 156),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-aumeTokcn-2-(2-
HadTaniH-2-in-2-okcoeTokcn)peHinletaHoH (cnonyka
157),

2-(3,5-anxnopnipuanH-4-in)-1-{2-[2-(2,5-
anmeTokcudpeHin)-2-okcoetokcu]-3,4-
AvmMeTokcudpeHin}eTaHoH (cnonyka 158),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-aumeTtokcn-2-(2-
0KCO-2-MN-TonineTokcu)deHinletaHoH (cnonyka 159),
2-(3,5-anxnopnipuanH-4-in)-1-[2-(4-
dTOpbEeH3NNoKen)-3,4-auMeToKCMdeHin]eTaHoH
(cnonyka 160),

2-(3,5-anxnopnipnanH-4-in)-1-[2-(2-
dTOpbEeH3nNoKen)-3,4-auMeTokCMdeHin]eTaHoH
(cnonyka 161),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-aumeTtokcn-2-(3-
TpudTOopMETUNOEH3UNOKCU)dheHin]eTaHoH  (crnonyka
162),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-aumeTtokcn-2-(3-
TP TOPMETOKCNOEH3MIMOKCH )heHin]eTaHoH (cnonyka
163),

2-(3,5-anxnopnipuanH-4-in)-1-[2-(3-dpTop-5-
TpudTOopMETUNOEH3UNOKCK)-3,4-
avmMeTokcudpeHinletTaHoH (cnonyka 164),
2-(3,5-anxnopnipuanH-4-in)-1-{3,4-gpumeTokcmn-2-[2-
(2-meTokcndeHin)-2-okcoeTokeun]deHin}eTaHoH (cno-
nyka 165),

2-(3,5-anxnopnipuanH-4-in)-1-{2-[2-(2,4-
anveTtunderin)-2-okcoeTokeu]-3,4-
avmveTokcudpeHin}eTaHoH (cnonyka 166),
1-[2-(4-xnop6eHannokcn)-3,4-ouMeToKCUdEHIn]-2-
(3,5-amxnopnipuanH-4-in)etaHoH (cnonyka 167),
2-(3,5-guxnopnipnanH-4-in)-1-[2-(2-
andTopmeTokcnbeHaunokeu)-3,4-
anmeTokcudeHinjeTaHoH (cnonyka 168),
2-(3,5-anxnopnipuanH-4-in)-1-[2-(4-
isonponin6eHsnnokcu)-3,4-aMmeTokcndeHinjeTaHoH
(cnonyka 169),
2-(3,5-guxnopnipnaunH-4-in)-1-[2-(2-cpTop-6-
TpudTOopMETUNGEH3UNOKCK)-3,4-
aumeTtokcudeHinletaHoH (cnonyka 170),
2-(3,5-guxnopnipnanH-4-in)-1-[2-(2,3-gudTop-4-
MeTunbeH3unokcn)-3,4-aumeTokcudeHinjeTaHoH
(cnonyka 171),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-aumeTokcn-2-(2-
MeTunbeH3unoken)deHinletTaHoH (cnonyka 172),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-aumeTtokcn-2-(3-
mMeTunbeHaunokeu)eHrinletaHoH (cnonyka 173),
2-(3,5-guxnopnipnanH-4-in)-1-(3,4-auMmeToKcn-2-
neHT-2-eHinokcndgeHin)etaHoH (cnonyka 174),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-gumeTokcun-2-(2-
MeTUNXiHONIH-6-inMeToKkcn)deHin]eTaHoH  (cnonyka
175),
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1-[2-(2-xnop6eHannokcn)-3,4-aumeTokcndeHin]-2-
(3,5-amxnopnipnanH-4-in)etaHoH (cnonyka 176),
2-(3,5-anxnopnipugnH-4-in)-1-[3,4-gumeTokcun-2-(3-
MeToKcubeH3umnokeum)deHinletaHoH (cnonyka 177),
2-(3,5-anxnopnipngnH-4-in)-1-[3,4-gumeTokcu-2-(4-
MeTokcnbeHannokcu)derinjetaHoH (cnonyka 178),
1-{2-[2-(3-xnopdeHin)eTokcu]-3,4-auMeToKCMeHin}-
2-(3,5-avxnopnipnanH-4-in)etaHoH (cnonyka 179),
2-(3,5-avxnopnipnanH-4-in)-1-[3,4-gumeTokcun-2-(5-
MeTurrekcunokecu)deHinletaHoH (cnonyka 180),
1-[2-(2-umknorekcuneTokcu)-3,4-auMeTokcndeHin]-2-
(3,5-amxnopnipnanH-4-in)etaHoH (cnonyka 181),
eTunoBuin edip 5-{6-[2-(3,5-anxnopnipugnH-4-
in)auetTnn]-2,3-0MMEeTOKCUEHOKCUINEHTAHOBOT  KUC-
notu (cnonyka 182),
1-[2-(3-6eH3unnokcmnponokcu)-3,4-guMmeTokcMdeHin]-
2-(3,5-anxnopnipnanH-4-in)etaHoH (cnonyka 183),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
AvmMeTokcudeHokci}auetamig (cnonyka 184),
2-(2-{6-[2-(3,5-auxnopnipngnH-4-in)auetunl-2,3-
AnmMeTokcudpeHokciletTun)isoiHgon-1,3-gioH  (cnonyka
185),
2-(3-{6-[2-(3,5-anxnopnipnanH-4-in)auetnnl-2,3-
AvmeTokeudeHokennponin)isoiHgon-1,3-gioH  (cno-
nyka 186),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
AnmeTokcudeHoken}-N-meTunavetamis (cnonyka
187),

2-(3,5-amxnopnipngnH-4-in)-1-(3-etoken-2,4-
anmMeTokcudpeHin)etaHoH (cnonyka 188),
1-(3-umknonponinmeTokcu-2,4-aumeTokendeHin)-2-
(3,5-amxnopnipnanH-4-in)etaHoH (cnonyka 189),
1-(2-aninokcn-3-6yT-3-eHinoken-4-meTokendeHin)-2-
(3,5-amxnopnipnanH-4-in)etaHoH (cnonyka 190),
1-(3-6yT-3-eHinokcu-2,4-gumeTokcndeHin)-2-(3,5-
AnxnopnipuaunH-4-in)etaHoH (cnonyka 191),
2-(3,5-avxnopnipnanH-4-in)-1-(2,4-gumeTokcu-3-
nponokcudeHin)etaHoH (cnonyka 192),
1-(3-aninokcun-2,4-aumeTokcndeHin)-2-(3,5-
AnxropnipnauH-4-in)etaHoH (cnonyka 193),
2-(3,5-avxnopnipnanH-4-in)-1-[2,4-gumeTtokcun-3-(4-
MEeTUNNEHT-3-eHinokcn)deHinjetaHoH (cnonyka 194),
2-(3,5-amxnopnipnanH-4-in)-1-[3-(2-rigpokcieTokcu)-
2,4-npumeTokcudpeHinletaHoH (cnonyka 195),
2-(3,5-guxnopnipnanH-4-in)-1-(2,4-aumeTokcn- 3-
deHeTunokcudeHin)etaHoH (cnonyka 196),
1-(3-6eH3unokcu-2,4-gumeTokcmdeHin)-2-(3,5-
AnxropnipnauH-4-in)etaHoH (cnonyka 197),
2-(3,5-avxnopnipnanH-4-in)-1-(2,4-gumeTokcu-3-
NeHT-2-eHinokcundeHin)etaHoH (cnonyka 198),
2-(3,5-guxnopnipnanH-4-in)-1-[2,4-gumeTokcun-3-(2-
MeToKcieTokcu)deHin]eTaHoH (crnonyka 199),
1-(3-6yT-2-nHinokcu-2,4-gumeTokcndeHin)-2-(3,5-
anxnopnipuanH-4-in)etaHoH (cnonyka 200),
2-(3,5-avxnopnipnanH-4-in)-1-(2,4-gumeTokcu-3-
npon-2-iHinokcudeHrin)etaHoH (cnonyka 201),
2-(3,5-anxnopnipnanH-4-in)-1-[3,4-gumeTokci-2-(2-
OKCO-2-niponigunH-1-ineTokcu)deHinjetaHoH (cnonyka
202),
N-6eH3un-2-{6-[2-(3,5-auxnopnipuanH-4-in)auetnnl-
2,3-gumeTokeudpeHokcitauetamia (cnonyka 203),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-gumeTokcun-2-(2-
MopdoniH-4-in-2-okcoeTokcu)dpeHin]eTaHoH (cnonyka
204),
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2-{6-[2-(3,5-guxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-ceHinavetamis (cnonyka
205),

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-meTun-N-ceHinauetamig
(cnonyka 206),
2-{6-[2-(3,5-guxnopnipnaunH-4-in)aueTnn]-2,3-
AnmeTokcudpeHoken}-N-(3-rigpoken-3-
meTunbyTnn)auetamig (cnonyka 207),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-nponinaueTtamig (cnonyka
208),

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
AvmeTokcudeHokci}-N-isonponinauetamia  (cnonyka
209),
N-6yTun-2-{6-[2-(3,5-auxnopnipnanH-4-in)aueTtnn]-
2,3-anmeTokecndeHokcitauetamig (cnonyka 210),
N-uumknoneHtun-2-{6-[2-(3,5-gnxnopnipnanH-4-
in)aueTnn]-2,3-gumeTokcudeHokcilaleTamia  (cnony-
ka 211),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
avmeTokcudpeHoken}-N-(3-metunbytun)auetamia
(cnonyka 212),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudeHoken}-N-(4-meTokcmbeHann)aueTamis
(cnonyka 213),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
avmeTokcudpeHokeun}-N-(2,2-
avmeTtunnponin)auetamia (cnonyka 214),
N-uuknorekcun-2-{6-[2-(3,5-amuxnopnipnanH-4-
in)aueTnn]-2,3-aumeTokcmdeHokciaueTamia  (cnomny-
ka 215),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(3-meTokcmbeHann)aueTamis
(cnonyka 216),
N-uuknorekcun-2-{6-[2-(3,5-amuxnopnipnanH-4-
in)aueTnn]-2,3-gumeTokcudeHokcilaletamia  (cnony-
ka 217),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudeHoken}-N-(2-meTokcmbeHann)aueTamis
(cnonyka 218),
N-uumknorekcunmeTun-2-{6-[2-(3,5-anxnopnipuanH-4-
in)aueTnn]-2,3-gumeTokcudeHokcilaleTamia  (cnony-
ka 219),
2-{6-[2-(3,5-amxnopnipugunH-4-in)aueTtnn]-2,3-
anmeTtokcudeHokeu}-N-(2-rigpokcietun)auetamia
(cnonyka 220),
(R)-2-{6-[2-(3,5-anxnopnipugnH-4-in)auetun]-2,3-
anmeTokcudeHokeun}-N-(1-cbeHinetnn)auetamin
(cnonyka 221),
2-{6-[2-(3,5-amxnopnipugunH-4-in)aueTtnn]-2,3-
aumeTtokcudeHokeu}-N-(3-rigpokcmnponin)auetamig
(cnonyka 222),
2-{6-[2-(3,5-amxnopnipugunH-4-in)aueTtnnl-2,3-
anmeTokcudeHokeu}-N-(2-meTokcieTun)aueTamin,
(cnonyka 223),
2-{6-[2-(3,5-gmxnopnipuaunH-4-in)aueTtnn]-2,3-
anmeTokcudpeHoken}-N-(2-
AvMeTunamMiHoeTun)aueTtamig (cnonyka 224),
2-{6-[2-(3,5-amxnopnipuaunH-4-in)aueTtnn]-2,3-
aunmeTtokcudeHokeu}-N-(3-
QumeTmnnamiHonponin)aueTamig (cnonyka 225),
(S)-2-{6-[2-(3,5-anxnopnipuavH-4-in)auetun]-2,3-
anmeTokcudeHokeun}-N-(1-cbeHineTnn)auetamin,
(cnonyka 226),
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2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTun]-2,3-
anmeTokcudpeHoken}-N-(3-
isonponokcunponin)aueTtamig (cnonyka 227),
2-{6-[2-(3,5-gnxnopnipuauH-4-in)aueTmn]-2,3-
anmeTokcudeHoken}-N-dypaH-2-inmeTnnaletamis
(cnonyka 228),
2-{6-[2-(3,5-anxnopnipnaunH-4-in)aueTun]-2,3-
anmeTtokcudeHoken}-N-nipyanH-2-inmetunagetamig
(cnonyka 229),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudeHoken}-N-nipyavH-3-inmeTnnavetamig
(cnonyka 230),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTvn]-2,3-
anmeTtokcudeHoken}-N-(2-cpeHokcieTun)auetamia
(cnonyka 231),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTmn]-2,3-
anmeTtokcudgeHokeun}-N-nipyanH-4-inmetunauetamin
(cnonyka 232),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTokcudpeHoken}-N-(4-etunbeHsun)auetamia
(cnonyka 233),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTokeudeHoken}-(3,5-andTopbeHsnn)avetamis
(cnonyka 234),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudeHoken}-N-(2,3-
andTopbeHann)aueTtamia (cnonyka 235),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTokeudeHoken}-N-(2-nipnanH-2-
ineTun)auetamig (cnonyka 236),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudeHoken}-N-(2-metunbeHsun)auetamia
(cnonyka 237),
2-{6-[2-(3,5-anxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(3-ptopbeHsun)auetamis
(cnonyka 238),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTokcudpeHoken}-N-(3-metunbeHann)aueTtamia
(cnonyka 239),
2-{6-[2-(3,5-anxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTtokcudeHokeu}-N-(4-metunbeHsnn)auetamig
(cnonyka 240),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTokcudpeHoken}-N-cbeHeTunauetamia  (cnonyka
241),

2-{6-[2-(3,5-auxnopnipnanH-4-in)auetnnl-2,3-
anmeTokcudeHoken}-N-(2-nipuanH-4-
ineTun)auetamig (cnonyka 242),
2-{6-[2-(3,5-gnxnopnipnauH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(3-cbeHinnponin)auetamia
(cnonyka 243),
N-(2-xnop6eH3un)-2-{6-[2-(3,5-anxnopnipnanH-4-
in)aueTnn]-2,3-gumeToKCcMdEHOKCI}aLeTamig  (cnony-
Ka 244),
2-{6-[2-(3,5-gnxnopnipnauH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-ninepmuamnt-1-
ineTun)aueTamig (cnonyka 245),
N-(3-xnop6eHaun)-2-{6-[2-(3,5-guxnopnipnanH-4-
in)auetnn]-2,3-gumeTokcMdeHoOKCI}aueTamig  (cnony-
Ka 246),
2-{6-[2-(3,5-amxnopnipnanH-4-in)auetnnl-2,3-
anmeTtokcudeHokeun}-N-(2-mopdoniH-4-
ineTun)auetamia (cnonyka 247),
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N-(4-xnop6eHsaun)-2-{6-[2-(3,5-anxnopnipnanH-4-
in)aueTnn]-2,3-gumeTokcmdeHokcilaueTamia  (cnomny-
Ka 248),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-nipuanH-3-
ineTun)auetamig (cnonyka 249),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudeHoken}-N-(2-niponigmn-1-
inetun)auetamig (cnonyka 250),
N-(2-aueTunamiHoeTun)-2-{6-[2-(3,5-anxnopnipuaunH-
4-in)aueTtun]-2,3-gumeTokcudpeHokcilauetamig  (cno-
nyka 251),
(R)-2-{6-[2-(3,5-anxnopnipugnH-4-in)auetun]-2,3-
AnmeTokcudpeHoken}-N-(2-rigpoken-2-
deHineTun)auetamig (cnonyka 252),
(S)-2-{6-[2-(3,5-guxnopnipnamnH-4-in)aueTtnn]-2,3-
anmeTokcudpeHoken}-N-(2-rigpoken-2-
deHinetun)auetamig (cnonyka 253),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
avmeTokcudpeHoken}-N-TiopeH-2-inmeTnnauetamis
(cnonyka 254),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
AnmeTokcudpeHoken}-N-[3-(2-okconiponiguH-1-
in)nponinjaueTtamig (cnonyka 255),
(2R)-2-{6-[2-(3,5-anxnopnipnanH-4-in)auetunl]-2,3-
anmeTokcudpeHoken}-N-(2-rigpokciingaH-1-
in)auetamig (cnonyka 256),
N-umknorentunmetun-2-{6-[2-(3,5-guxnopnipuaunH-4-
in)aueTnn]-2,3-gumeTokcudeHokcilaleTamia  (cnony-
ka 257),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-[2-(2-
rigpokcieTokci)etunjaueTtamig (cnonyka 258),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(4-
avmeTtunamiHobyTun)aueTtamia (cnonyka 259),
1-(3-umMKNoNeHTUNOKCH-2-TiPOKCU-4-MeToKkCndeHin)-
2-(3,5-anxnopnipuanH-4-in)etaHoH (cnonyka 260),
1-(3-umknonponinMeToKcH-2-rigpoken-4-
mMeTokcudeHin)-2-(3,5-auxnopnipnanH-4-in)eTaHoH
(cnonyka 261),
2-(3,5-anxnopnipuanH-4-in)-1-(3-eToKkCKn-2-rigpokcu-
4-meToKcupeHin)eTaHoH (cnonyka 262),
2-(3,5-anxnopnipuanH-4-in)-1-(3-eTokcn-4-MmeTOKCU-2-
eHeTunokeudeHin)eTaHoH (cnonyka 263),
1-[2-(5-umknonponin[1,3,4]tiagiason-2-inMeToKci)-3-
eTokcmn-4-meTokeudpeHinl-2-(3,5-guxnopnipuanH-4-
in)eTaHoH (cnonyka 264),

6eH3unoBuii edip  {6-[2-(3,5-guxnopnipnamnH-4-
in)aueTnn]-2-eTokcmn-3-MeTOKCUPEHOKCI}OLTOBOI  KMC-
notu (cnonyka 265),
1-(3-aninokcu-2-rigpokcu-4-meTokcudeHin)-2-(3,5-
anxnopnipnanH-4-in)etaHoH (cnonyka 266),
2-{2-aninokcu-6-[2-(3,5-guxnopnipuamnH-4-in)auetun)-
3-MeToKCUEeHOKCUMETUN}OEH3OHITPUN (cnonyka
267),
1-(3-aninokcu-4-meTokeu-2-peHeTUnoKCMeHin)-2-
(3,5-guxnopnipnanH-4-in)etaHoH (cnonyka 268),
1-{3-aninokcn-2-[2-(4-dpTopdeHin)eTokcul-4-
MeTokcudeHin}-2-(3,5-guxnopnipuanH-4-in)eTaHoH
(cnonyka 269),
N-6eH3un-2-{6-[2-(3,5-amxnop-1-okcmnipuanH-4-
in)aueTtun]-2,3-guMeTokcudeHokcilauetamig (cnony-
ka 270),
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2-(3,5-anxnop-1-okcunipnaunH-4-in)-1-(3,4-
OVMETOKCU-2-heHETUIOKCUMEHIN)eTaHOH
271),
2-(3,5-anxnop-1-okcunipugunH-4-in)-1-{2-[2-(4-
dTopdeHin)eTokeul-3,4-aumeTokcudeHineTaHoH
(cnonyka 272),
2-(3,5-amxnop-1-okcunipnanH-4-in)-1-{3,4-
AnMeToKkeu-2-[2-(1-okeunipngunH-4-
in)eTokcu]deHin}eTaHoH (cnonyka 274),
2-(3,5-anxnop-1-okcunipuaunH-4-in)-1-(2-rippokcn-3,4-
AvMeTokcudpeHin)etaHoH (cnonyka 275),
4-(2-{6-[2-(3,5-anxnop-1-okcunipnanH-4-in)aueTnn]-
2,3-gumeTokcudpeHokcileTnn)beH3oHiTpun  (cnonyka
276),
2-(3,5-anxnopnipnanH-4-in)-1-[3,4-gumeTokcun-2-(2-
nipnanH-4-ineTokcun)eHinjetaHoH (cnonyka 277),
4-(2-{6-[2-(3,5-anxnopnipngunH-4-in)auetmn]-2,3-
AvmMeTokcudpeHokcileTun)beH3oHiTpun (cnonyka 278),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcun-2-(2-
nipnanH-2-ineTokcun)deHinletaHoH (cnonyka 279),
2-(3,5-amxnopnipuanH-4-in)-1-[3,4-gumeTokcun-2-(2-
nipnanH-3-ineTokcu)deHinletaHoH (cnonyka 280),
2-(3,5-amxnopnipngnH-4-in)-1-{2-[2-(4-
MeTaHcynbdiHingexin)etokeu]-3,4-
AvmMeTokeudpeHinletaHoH (cnonyka 281),
2-(3,5-anxnopnipngnH-4-in)-1-{2-[2-(4-
MeTaHcynbgOoHINdeHin)eTokcun]-3,4-
AvMeTokcudpeHinleTaHoH (cnonyka 282),
2-(3,5-amxnopnipnanH-4-in)-1-[3,4-gumeTtokcun-2-(1-
deHinnponokcu)deHinletaHoH (cnonyka 283),
2-(3,5-avxnopnipnanH-4-in)-1-[3,4-gumeTokcun-2-(2-
deHinnponokcu)eHinjeTaHoH (cnonyka 284),
2-(3,5-anxnopnipnanH-4-in)-1-[3,4-gumeTokcn-2-(1-
MeTun-2-peHineTokcn)deHinletTaHoH (cnonyka 285),
2-{6-[2-(6-xnopnipa3uH-2-in)aueTtnn]-2,3-
anmeTokcudeHoken}-N-nponinavetamia
286),
2-{6-[2-(3-6pomnipa3uH-2-in)aueTnn]-2,3-
avmeTokcudeHoken}-N-nponinauetamia
287),
2-{6-[2-(2,6-gnxnopdeHin)auetun]-2,3-
avmeTokcudeHoken}-N-nponinauetamia
288),
2-[2,3-gnmeToKeun-6-(2-nipnaunH-4-inavetun)deHiken]-
N-nponinaueTamig (cnonyka 289),
2-[2,3-anmeToKcn-6-(2-xiHoniH-4-inaueTun)deHokeun]-
N-nponinaueTamig (cnonyka 290),
2-[2,3-gpnmeToKCeun-6-(2-nipasuH-2-inaueTtnn)deHoken]-
N-nponinaueTamig (cnonyka 291),
2-{6-[2-(3-6pomnipuguH-4-in)aueTnnl-2,3-
anmeTtokcudeHoken}-N-nponinavetamig
292),
2-{6-[2-(3,5-gnbpomnipnanH-4-in)auetun]-2,3-
anmeTtokcudeHoken}-N-nponinavetamig (cnonyka
293),
2-{6-[2-(6-xnopnipumignH-4-in)aueTtnn]-2,3-
anmeTokcudeHoken}-N-nponinauetamia
294),
2-{6-[2-(4-xnopnipngunH-2-in)aueTun]-2,3-
anmeTtokcudeHoken}-N-nponinavetamig
295),
2-{6-[2-(2-xnopnipngun-3-in)aueTtnn]-2,3-
anmeTtokcudeHoken}-N-nponinavetamig
296),

(cnonyka

(cnonyka

(cnonyka

(cnonyka

(cnonyka

(cnonyka

(cnonyka

(cnonyka
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2-{2,3-anmeToKcn-6-[2-(2-meToKCHNipuanH-4-
in)auetun]deHokeu}-N-nponinaveTtamis (cnonyka
297),
2-{6-[2-(2-uiaHonipuanH-4-in)auetun]-2,3-
anmeTokcudpeHoken}-N-nponinaueTtamig
298),
2-[2,3-gmeToKcmn-6-(2-nipnaasmH-3-
inaueTtun)deHokcun]-N-nponinavetamig
299),
2-(2-TpeT-6yTHnamiHo-3,5-auxnopnipnauH-4-in)-1-{2-
[2-(4-dTOpdheHin)eTokecu]-3,4-
avmeTokcudpeHin}etaHoH (cnonyka 300),
2-(2-amiHo-3,5-guxnopnipngnH-4-in)-1-{2-[2-(4-
dTOopdeHin)eTokcu]-3,4-aumeTokcudeHin}eTaHoH
(cnonyka 301),
2-(3,5-anxnopnipuanH-4-in)-1-(4-eTokcun-3-meToKCH-2-
deHeTUnokcndeHin)etaHoH (cnonyka 302),
{6-[2-(3,5-ouxnopnipnaunn-4-in)aueTtnn]-2,3-
AvmMeTokcudpeHokcilouToBa kucnota (cnonyka 504),
mMeTunoBun edip 2-TpeT-6yToKCUKapOOHINMEeTOKCH-
3,4-gumeTokcnbeH30HOI kncnoTu (cnonyka 506a),
METUOBUI edip 2-kapbokcnumeTokecu-3,4-
OUMeTOKCMOEH30MHOIT KMcnoTu (cnonyka 506b),
MEeTUNOBUN ecdip 3,4-oumeToKCmn-2-
nponinkap6amoinMeTokcMbeH30MHOI K1McnoTu (cnony-
ka 506¢c) abo
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHokci}-N-eTunauetamig (cnonyka 305),

i Ti bapMaLeBTMYHO NPURHATHI | 4i3ioNoriYHoO poaLue-
nnoBaHi cknagHi edipn, apmaueBTUYHO NPUAHATHI
coni, rigpatu, N-okcuam abo conbBaTu.

20. Cnonyka 3a 6yab-akum 3 nn. 1-19 gns 3acTocy-
BaHHS B Tepanii.

21. Cnonyka 3a 6yab-akum 3 nn. 1-19 gnga 3actocy-
BaHHSA B NiKyBaHHI LUKIPHWUX 3aXBOPIOBaHb.

22. ®apmaueBTUYHA KOMNO3WLUId, WO MICTUTb CMOny-
Ky 3a Oyab-akum 3 nn. 1-19 pasom 3 hapmaLeBTU4HO
NPUAHATHUM Hociem abo ekcuumnieHToM abo dhapma-
LEBTUYHO MPUAHATHUM HOCIEM (HOCISIMU).

23. ®apmaueBTMYHaA KOMMO3uuis 3a n. 22 pasoMm 3
ofHieto abo Ginblue HWUMK TepaneBTUYHO aKTUBHU-
MU crionyKamu.

24. 3acTocyBaHHs crionyku BignosigHo no dopmynm |

(cnonyka

(cnonyka

||?1
(e}
O_Rz
O—R;,
(e}
X. N
W B_=—Ru
Xo_ %4
X

3

|

y AKin Xq, Xz, X3, X4 iXs HE3aneXHO OAWH Big OOHOro
nosHavatTb -CH- abo N;

abo Xs, X4 i X5 HE3ANEXHO OOWH BiA4 OAHOro Mos3Ha-
yatoTb -CH- abo N, i X; i X, He3anexHo oauH Big of-
Horo nosHavawTb C i € YacTMHOKW AodaTKoBOro 6-
UYNEeHHOro apOMaTUYHOTO KifbUs;

y fkin R; no3Hayae ankin, ankeHin, ankidHin, ranore-
Harnkin, rigpokciankin abo ankinkapOoHin, KOXHWIA 3
SAKUX MOxe OyTu 3amilweHuin ogHuM abo Ginblwe of-
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HakoBUMKW abo pi3HMMK 3amicHVWKamu, BUEpaHUMKU 3
R4; abo R; no3Havae BoaeHsb;

R2 nosHavae ankin, uMKnoarnkin, ankeHin, uuknoarnke-
HiN, ankidin, ranoreHankin, rigpokciankin, retepoumnk-
noarnkeHin, ankinapwn, apunarkin, ankinankokcukap-
60Hin, ankinkapboHinokcn abo ankokciankin, KOXHWUi
3 AKMX MoOxe OyTu 3amiweHurn ogHum abo 6GinbLue
ofHakoBUMK abo pi3HNUMK 3aMiCHUKaMu, BUGpaHUMK 3
Rs; abo R, no3Hayvae BogeHb abo -CHz-C(O)NRg-R12;
R3 nosHavae ankin, uMKnoarnkin, ankeHin, uMknoanke-
HiN, ankidin, ranoreHankin, rigpokciankin, retepoumnk-
noarnkeHin, ankinapwn, apunarkin, ankinankokcukap-
O0Hin, ankinkapboHinokcn abo ankokciankin, KOXHWU
3 AKMX MOXe OyTu 3amiweHui ogHum abo 6Ginblue
ofHakoBUMK abo pisHMMK 3aMiCHVUKaMu, BUOpaHUMu 3
Rs; abo Rs nosHavyae BogeHb, -CH»-C(O)-
retepouuknoarnkin abo -CH;-C(O)NRg-R12;

R4 no3Havyae BogeHb, ankin, ankeHin, ankidin, rano-
reH, OKCo, afikokc, rigpokcu abo ranoreHarnkisn;

Rs nosHavae ankinapun, kapbokcu, arnkin, ankeHin,
LMKIToanKeHin, arnkidin, ranoreHankin, uukroarnkin,
LMKnoarkeHin, kapbamoin, rigpokciankin, apunokcu,
ankoKCUKapOOHINOKCK, ankoKcukapOOHin, —ankokcw,
arnkokciankin, apwn, reTepoumkriiyHe Kinbue, amiHo-
kapOoHin, ankinTtio, ankinkapboHinamiHo, rigpokcy,
ankinkap6oHrin, apwunkapboHin, ankinkapboHinokcu
abo aMiHO, KOXHUIA 3 AKUX Moxe OyTu 3amilleHun
ofgHUM abo Ginblle ogHakoBUMMM abo pisHUMK 3amic-
HUKamu, BubpaHumm 3 R7; abo Rs no3Hayae BOAEHD,
OKCO, ranoreH, uiaHo abo HiTpo;

Rs nosHavae ankinapun, kapbokcw, arnkin, ankeHin,
UMKNOanKeHin, ankiHin, ranoreHankin, uuknoankin,
LuKroankeHin, kapbamoin, rigpokciankin, apwrokcwm,
anKoKCMKapOOHINOKCK, ankoKCUKapOOHin, —ankokcwy,
arnkokciankin, apwn, retepouukniyHe Kinbue, amiHo-
kapOoHin, ankinTio, ankinkap6oHinamiHo, apunkap6o-
Hin, rigpokcn, ankinkap6oHin, ankinkap6boHinokcu abo
aMiHO, KOXHUI 3 sIKUX MOXe OyTu 3aMilleHUn OgHUM
abo Ginblwe ogHakoBMMM abo Pi3HUMU 3aMiCHUKaMW,
BbpaHumun 3 Rg; abo Rs nosHavae BoOEHb, OKCO,
ranoreH, uiaHo abo HiTpo;

R no3Hayae ankin, ankexin, uMknoankin, yuknoanke-
HiN, ankiHin, ankokcu, ranoreHarnkin, ankinrio, rete-
POLMKITOANKEHIN, reTepoLMKIoankin, apun, ankinkap-
OOoHIN, reTepoapwsn, apwuriokcu, arnkokcukapOoHin,
rigpokciankin, amiHo, rigpokcy abo kapBOoKCcK; KOXHUIA
3 SKMX MOXe OyTM 3amiweHuni ogHum abo Ginblie
OfHakoBUMU abo pi3HUMM 3amicHUKaMu, BUbpaHumm 3
R10; @60 R nosHavae BofeHb, ranoreH abo oKco;

Rg nosHa4ae ankin, ankeHin, UMKnoarnkin, umMknoarnke-
HiN, ankiHin, ankokcu, ranoreHarnkin, ankinTio, ankin-
cynbdOoHIn, ankincynbiHin, reTepounKknoankeHin,
reTepouuKroankin, apun, ankinkapOoHin, retepoa-
pun, apurokcK, ankokcukapOoHin, rigpokciankin, ami-
HO, riapokcy abo kKapOOKCU; KOXKHUI 3 AKMX MOXe OyTuh
3amilweHnn ogHum abo Ginble ogHakoBuMM abo pis-
HUMK 3aMiCHMKamMu, BUbpaHMMKn 3 Rig; abo Rg nosHa-
Yyae Bof€eHb, ranoreH abo okco;

Ro no3Havae BoaeHb, ankin, ranoreHankin abdo rigpo-
Kciankin;

R10 NO3Ha4ae BoAeHb, arnkin, okco, rapoKcu, ranoreH,
kapbokcu, amiHO, ankokcu, ranoreHarnkin abo rigpok-
ciankin;

R11 nmo3Hayae oguH abo Ginblue ogHakoBMX abo pis-
HUX 3aMiCHUKIB, BUOpaHUX 3 BOAHIO, ranorexy, uiaHo,
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aMmiHo, ankiny, metTuncynbdiHiny, MeTuncynsgoHiny,
amiHo, LiaHo abo ankokcu;

Ri2 nosHavae ankinapwn, apunankin, kapbokcu, an-
Kin, ankeHin, ankidin, ranoreHankin, yyuknoarnkin, umk-
noarkeHin, kapbamoin, rigpokciankin, apunokcu, an-
KOKCUKapOOHINOKCKH,  ankoKCMKapOOHin,  ankokcw,
arnkokciankin, apwn, retepouukiyHe Kinbue, amiHo-
kapOoHin, ankinTtio, ankinkapboHinamiHo, rigpokcu,
ankinkap6oHrin, apwnkap6oHin, ankinkapboHinokcu
abo amiHO, KOXHUI 3 sKMX MOXe OyTh 3aMilleHun
ogHuMM abo Ginble ogHakoBMMM abo pisHUMKU 3amic-
HUKamu, BUOpaHnMmun 3 Rg; abo R12 no3Hayae BOAEHb;
3a ymoBMU, Wo Ri1, Rz i R3 He MOXYTb ogHO4acHo 6yTu
METUIOM;

3a ymoBw, WO, konu Rz i Rz obngsa nosHavaroTb BO-
OeHb, R He moxe Oyt meTunom abo BogHeM;

i Ti dbapMaueBTUYHO NPUNHATHMX i I3IONOrYHO PO3-
LennioBaHnx cknagHux edipis, dapmaueBTU4HO
NPUAHATHUX conen, rigpaTie, N-okcuaie abo conbBa-
TiB B ofepaHHi nikapcbkoro 3acoby ansa npodinak-
TUKM, NiKyBaHHA ab0 NOMEreHHs LIKIPHNX 3aXBOPHO-
BaHb abo cTaHiB abo roctpux abo XPOHIYHUX
NOpYyLUEHb, MOB'A3aHNX 3i LLKIPHAMMW paHaMu.

25. 3acTtocyBaHHA 3a N. 24, y AKOMY LUKIpHE 3axBO-
ptoBaHHs abo cTaH BMOPaHO i3 rpynu, Lo cKnagaeTb-
€A 3 nponidepaTUBHNX i 3ananbHUX NOPYLUEHb LUKipK,
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ncopiasy, paky, 3ananeHHs enigepmicy, anoneuj,
aTpodii WwKipwy, iHgyKkoBaHOI cTepoigammn aTpodil LKi-
pw, CTapiHHSA LWKipW, OTOIHAYKOBAHOIO CTaPiHHS LUKi-
pw, BYrpiB, AepMaTtuTty, atoniyHoro gepmartuty, cebo-
peiHoro  OepMaTuTy, KOHTaKTHOro  JepMmaTtuTy,
KPOMNVBHUL, CBEPBNSAYKN 1 eK3eMN.

26. Cnoci6 npodinakTuku, nikysaHHA abo nonerweH-
HS LUKIPHWX 3axBoptoBaHb abo cTaHiB abo rocTpux
abo XpOHIYHMX MOpYLUEHb, MOB'A3aHUX 3i LUKIPHUMM
paHamu, WO BKIHOYae BBEAEHHS MIOAVHI, WO CTpax-
0a€ LOHaNMeEHLLIe OOHVMM i3 3a3HayeHuX 3axBoplo-
BaHb, €hEKTUBHOI KiNlbKOCTi ofHiei abo Ginblie cno-
nyk 3a 6ygb-gakum 3 nn. 1-19, y Bunagky notpebwu
pasom 3 apMaueBTUYHO MPUAHATHUM HOCiEM abo
ogHuM abo Binblie ekcuunieHTamu, y BMNagKy not-
pebu B KOMBiHaUji 3 iHWMMKW TepaneBTUYHO aKTUBHU-
MU CrnonyKamu.

27. Cnocib 3a n. 26, y koMY LUKIpHE 3aXBOPHOBAHHS
abo cTaH BMGpaHoO i3 rpynu, WO CKNagaeTbesa 3 npo-
nichepaTUBHUX i 3ananbHUX NOpyLUEHb LLUKIpW, ncopia-
3y, paky, 3ananeHHs enigepmicy, anonedwii, atpodii
LKipKW, iHQyKoBaHoOI cTtepoigamun atpoddil Lwkipu, cta-
PiHHSA WKipK, (OTOIHAYKOBAHOrO CTapiHHA LUKipW, BYT-
piB, oepmaTtuTy, aToniyHoro AgepMaTtuty, ceboperHoro
AepMaTuUTy, KOHTakTHOro AepMaTtuTy, KpOnuBHWLI,
CcBepONAYKN 1 eK3EMMU.

Ller BuHaxig CTOCYeTbCA HOBMX 3aMilLleHUX Me-
TUNGEHINKETOHIB | X noxigHux, cnocobiB ix ogep-
XaHHs1, 3a3Ha4YeHNX CMONyK Arnsi 3acTOCyBaHHSA B Te-
panii, dapMaueBTUYHMX KOMMO3WLN, L0 BKIHOYaTh
3a3HayeHi Ccnomnyku, crnocobiB niKyBaHHA 3axBOplo-
BaHb 3 BMKOPWUCTAHHAM 3a3Ha4yeHuMX CMonyK i 3acTo-
CYBaHHs1 3a3Ha4yeHUX CMonyk Ans ogepXaHHaA nikap-
Cbkux 3acobiB.

docgogiectepasn ABnAOTL cobO epMeHTH,
o KaTanisytloTb rigponia uukniyHoro AM® i/abo uuk-
niyHoro NM® y knituHax go 5-AM® i 5-'M®, signosi-
OHO, a TaKOoX BOHW € KPUTUYHWMW Y BiOHOLIEHHI Kni-
TUHHOI perynauii piBHiB UAM® a6o ulM®. 3 11
docogiectepas, ioeHTUDIKOBAHNX HA CbOrOAHILLHIN
AeHb, docdogiectepasm (PDE) 4, PDE7 i PDES8 €
BMGOpuMMM y BigHoweHHi LAM®. PDE4 € camum Ba-
XnNueuMm Moaynatopom UAMO®, W0 ekcnpecyeTbcs B
iIMyHHUX i 3ananbHUX KNiTUHAX, Takux K HeMTpodinu,
makpodparn i T-nimgpountn (Z. Huang and J. A.
Mancini, Current Med. Chem. 13, 2006, pp. 3253-
3262). Ockinbkn LAM® € kni4yoBMM OpyruMm mepgia-
TOpPOM Yy MoAynsuii 3ananbHUX peakuin, 6yno BusBs-
neHo, wo PDE4 peryntoe 3ananbHi peakuii 3ananb-
HUX KNiTWUH, MOAZYNIOKYM NpoTu3ananbHi  LUTOKIHWY,
Taki sk TNFa, IL-2, IFN-y, GM-CSF i LTB4. IHribyBaH-
Ha PDE4 crtano Ttomy npuBabnvBolo MilleHHO Anst
Tepanii 3ananbHUX 3axBOPlOBaHb, TakMX SIK acTma,
XPOHiYHE  OBOCTPYKTMBHE 3aXBOPIOBAHHSI  NEreHiB
(XO30), peBmMaToigHWI apTpUT, aTONIYHWUIA AEpPMaTUT,
xBopoba KpoHa i 1.4. (M. D. Houslay et al.,, Drug
Discovery Today 10 (22), 2005, pp. 1503-1519).
Ockinbku nauieHTu, Wo cTpaxaalTb aToniyHuM aep-
matutom (AL), matoTb nigsuweHy PDE-akTuBHICTb,
PDE4-iHribyBaHHs TakoX NPeACTaBNAETbCS XUTTeE-

3gatHuM nigxogom go nikysaHHa AL (Journal of
Investigative Dermatology (1986), 87(3), 372-6). Ci-
mencteo reHie PDE4 cknapgaeTtbcs LOHaWMeEHLLe 3
4YoTUpLOX reHis, A, B, C i D, wo maloTb BUCOKUIA CTY-
niHb romonorii (V. Boswell Smith and D. Spina, Curr.
Opinion Investig. Drugs 6(11), 2006, pp. 1136-1141).
Yotupwm isopopmn PDE4 gudpepeHuinoBaHo ekcnpe-
CYIOTbCA B PIi3HWX TKaHWHAX i Tunax KnituH. Takum
ynHom, PDE4B nepeBaxHO eKCrpecyeTbCs B MOHO-
umTax i HeMTpodpinax, ane He eKCnpecyTbCs B KOpi i
eniteniouyuTax, y Ton yac sk PDE4D ekcnpecyeTbcs B
nereHi, kopi, mo3ouky i T-nimcdoumtax (C. Kroegel
and M. Foerster, Exp. Opinion Investig. Drugs 16(1),
2007, pp. 109-124). Nosigomnanocs, LWo iHribyBaHHA
PDE4D y mo3ky nos'azaHe 3 noGiyHumMn edekramu,
LLIO CnoCTepiralTbCa MPU KNiHIYHOMY BBEAEHHI iHribi-
Topie PDE4, Hacamnepes, 3 HygOTOH i GrnoBaHHSIM,
Toaji sk iHribyBaHHa PDE4B nos'sazaHe 3 npoTu3ana-
neHumun edpektamm (B. Lipworth, Lancet 365, 2005,
pp- 167-175). OgHak BBaxaeTbcs, LWo iHriGiTopyn PDE,
pO3p00OneHi Ha CbOrOAHIWHIN AeHb, € cneundiyHoMun
Yy BIOHOLWEHHI KOXHOI 3 4oTuMpboXx i3ocdopm PDE4.
YucnenHi iHribitopn PDE4 6ynu BMBYEH y BigHOLIEH-
Hi IX TepaneBTUYHOro eeKTy Ha 3anarbHi 3axBOpio-
BaHHS, Hacamnepea, actmy i XO3J1.

Mepwwnit 3 HUX, TeodiniH, € cnabkum, HeBnbop-
4um iHribiTtopom choccoaiectepasm, BUKOPUCTOBYBa-
HUM Yy NiKyBaHHi pecnipaTopHMX 3axBOpOBaHb, Taknx
ak actMa i XO3J1. JlikyBaHHS TeoddiniHOM Moxe, oa-
HaK, NPMBOAWTU AK A0 MOMIPHUX, TaK i O BaXKWUX Mo-
OiyHMX ecbekTiB, Hanpuknag, aputmii i cygoporam,
obMexyoun KniHiYHy npuaaTtHicTb TeodiniHa (Kroegel
i Foerster, Buwe). Ockinbkn cocdopniectepasa 3a-
NULWaEeTbCst NPUBAbNIMBOID MILLEHHIO AN nNpoTM3ana-
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NbHOT Tepanii, Aekinbka iHWuX, B6inbll CenekTUBHUX
iHri6iTopie PDE4 6yno po3pobneHo i gocnigpkeHo B
KniHiyHMXx ymoBax. KniHiyHa po3pobka 6GaraTbox 3
nepLioro nokosiHHA iHriditopie PDE4, Takux sik poni-
npam, 6yna npunMHeHa BHaCnigoOK 0OMeXyunx Jo3y
nobivHMX edekTiB, Hacamnepea, Hy4oTH i 6roBaHHS.
Opyre nokoniHHs iHriGiTopis PDE4 3 o4eBUAHO MeHLU
BUPaXeHMn nobiyHMMK edpekTammn 3HaxoauTbCa B
haHui  Yyac Ha cTagii  KniHiYHuxX  BunpobyBaHb
(Houslay, Buwe). IHribitopy PDE-4, Hanpuknag, pos-
kputi B EP 0771794 i EP 0943613. Y WO095/20578 i
WQO96/31476 po3KpuTi  CTPYKTYpHO  BigMiHHI  4-
3aMiLLeHi-3,5-auxnopnipyanHn, Wo € iHridiTopamu
uAM®-doccoaiectepasn. IcHye nocTinHa notpeba B
po3pobui HoBumx iHribiTopisa PDE4, wo mMawTb binbLu
CrpUATNMBE TepaneBTUYHE BiKHO, TOGTO MeHLwe nobi-
YHUX edekTiB, 3bepiraoun ix TepaneBTUYHUA NPOTK-
3ananbHUin eekT. KopoTkuin ornag nepenkniHivyHuxX i
KMiHIYHMX BMNPOOYBaHb 3 BMKOPWUCTaAHHAM CENEKTUB-
HUX iHridiTopie PDE4, Bkntovatoum Taki iHribitopw,
BMKOPUCTOBYBaHi Ans NiKyBaHHSA Mcopiasy, HegaBHO
6yB HaBepeHui y Inflammation & Allergy: Drug
Targets, 2007, 6(1), 17-26.

ABTOpU BMHaxXoAy HecnofiBaHO BUABUMWN, LLO HO-
Bi CMNONyKW 3rigHO 3 JaHUM BMHAXOOOM MOKa3ylTb
Bnbopyy PDE4-iHribylody aktmBHiCTE (Matoun >10
pasiB 3MeHLLeHy akTuBHicTb npotn PDE 1, 2, 3, 5, 7,
8,9, 10 abo 11) i WO BOHN MOXYTb BYTW BUKOPUCTaHI
K TepaneBTUYHi 3acobu Anst nikyBaHHS 3ananbHuX
aneprivHUX 3axBOploBaHb, TakuX K OpoHxianbHa
acTma, anepritHUin pyHIT | HedppuT; ayToiMyHHMX 3a-
XBOPIOBaHb, TakUX AK PeBMaTOifHUA apTpuT, po3Cis-
HU/A CKIepo3, 3anarnbHe 3axBOPHOBAHHS KULLEYHUKY,
xBopoba KpoHa i cuctemHuii 4YepBOHUI BOBYaKk; 3a-
XBOPHOBaHb LiEHTparnbHOI HEPBOBOI CUCTEMU, TaKUX SK
Jenpecis, amHesisa i AeMeHLUis; opraHonarii, acouino-
BaHOI 3 iLeMiYHUM peddrItoKCOM, BUKIIMKAHUM cepLie-
BOK HeOOCTaTHICTIO, iHCYNbTOM i LepebpoBackynsip-
HAMW 3aXBOPKOBAHHAMM | T.M.; PE3UCTEHTHOrO A0
iHCyniHy piabeTy; paH; CHIQy i T.n.

Cnonyku 3rigHO 3 AaHMM BUHAxXOAOM MOXYTb Ta-
KOX OyTW BMKOpPUCTaHI Ans npodinakTukm, nikyBaHHS
abo nonerweHHs pi3HNX 3axXBOPOBaHb, TakmMX SK LUKi-
pHi 3axBoptoBaHHA abo cTaHu, Taki sik nponidepaTme-
Hi | 3ananbHi NOPYLIEHHS LWKipK, i 30kpema, ncopias,
3ananeHHs enigepmicy, anoneuis, atpodia Lwwkipw,
iHOyKOBaHa cTepoigamm aTpodis LKipW, CTapiHHA
LWKipW, poToiHAyKOBaHe CTapiHHA LUKipW, BYrpi, Aep-
MaTuUT, aToMiYHUA aepmatut, cebopenHnii gepmaTur,
KOHTaKTHUA OepMaTuT, KPOMnMBHWUS, cBepbnsdka i
ek3ema.

Cronyku 3riiHO 3 AaHUM BUHaxo4oM MOXYTb Ta-
KOX MaTW Taki BUrigHi BNacTUBOCTI, K HM3bKa LIUTO-
TOKCWYHICTb, 3HWxeHe iHribyBaHHa HERG, Hu3bka
reHOTOKCUYHICTb, 3MEHLUeHe noApasHeHHS LUKipw,
noninweHi BNacTMBOCTI MeTaboniyHoi cTabinbHOCTI i
BNacTMBOCTI MeTaboniyHOro BUBEAEHHS, BNACTUBOCTI
LUKIPHOT AOCTaBKMW, XapaKTepPUCTUKA CUCTEMHOIO eKC-
MOHYBaHHSA MICNSA LWKIPHOI JOCTaBKM, SKi BCi MOXYTb
3pobuTn iX 0cobnmMBO NpUaaTHUMU OIS BUKOPUCTaH-
HS K aKTUBHUX (hapMaueBTUYHMX IHrpPedieHTiB y cno-
nykax nikapcbkux 3acoGiB Anst NiKyBaHHSA LUKiPHMX
3aXBOPOBaHb.

BignosigHo, AaHW BUHAXi4 CTOCYETbLCS CMOSYKM
BignosiaHo Ao cdopmynu |
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y ki X1, Xz, X3, X4 | X5 HE3aN€XHO OOUH Big 0A-
HOro no3HavawTb -CH- abo N;

abo X3z, X4 i X5 HE3ANEXHO OOMH Bi OAHOrO No3-
HadvaTb -CH- abo N, i X; i X, He3anexHo oavH BiA
ofiHOoro nosHavatwTb C i € YacTMHO A0aaTKoBOro 6-
YNEHHOro apoOMaTUYHOrO KinbLUS;

y skun Ri nosHavae arnkin, ankeHin, ankidin, ra-
noreHankin, rigpokciankin abo ankinkapOoHin, KoXHWI
3 AKMX MOxe OyTu 3amiweHunn ogHum abo Ginblue
ofHakoBUMK abo pi3HMMK 3aMiCHVUKaMu, BUOpaHUMKn 3
R4, abo R; no3Ha4ae BoaeHb;

R, nosHayvae ankin, umMknoankin, ankeHin, LMUKMo-
arnkeHin, ankiHin, ranoreHankin, rigpokciankin, rete-
POLMKIIOANKeHIn, ankinapun, apunarnkin, ankinankok-
cukapboHin, ankinkapOoHinokcn abo ankokciankin,
KOXHWUA 3 SIKMX MOXe OyTu 3amilieHunin ogHum abo
Oinblwe ogHakoBUMK abo pi3HMMM 3aMiCHUKamu, BUG-
paHnmn 3 Rs; abo R, nosHavae BogeHb abo -CH-
C(O)NRQ‘R]_Z;

R3 nosHayvae ankin, umknoarnkin, ankeHin, LuKno-
ankeHin, ankiHin, ranoreHankin, rigpokciankin, rete-
POLMKITIOANKEHIN, ankinapun, apunankin, ankinankok-
cukapboHin, ankinkapOoHinokcn abo ankokciankin,
KOXHWUIA 3 SIKMX MOXe OyTu 3amilieHunin ogHum abo
6inblwe ogHakoBUMK abo pi3HMMMK 3amicHUKaMu, BUG-
paHnMmn 3 Rg; abo Rs nosHavae BogeHb, -CH,-C(O)-
retepouuknoarnkin abo -CH;-C(O)NRg-R12;

R4 no3Havae BoOeHb, arnkin, ankeHin, ankidin, ra-
TIOreH, OKCO, arKOKCH, rigpokcy abo ranoreHankin;

Rs nosHavae ankinapwn, kapbGokcu, ankin, anke-
HiN, UMKNoanKeHin, ankiHin, ranoreHankin, yuknoan-
Kifl, uMKnoarkeHin, kapbamoin, rigpokciankin, apuno-
KCH, ankokcukapboHinokeu, ankokcukapboHin,
arkoKcu, ankokciankin, apun, reTepoumknivyHe Kinsue,
amiHokapboHin, ankinTio, ankinkapOoHinamiHo, rigpo-
KCW, ankinkapOoHin, apunkapboHin, ankinkapboHinok-
cn abo amiHO, KOXHUIA 3 SKUX MOXEe OyTu 3amilieHni
ofgHuM abo Ginblle oaHakoBUMMKM abo PisHUMK 3amic-
HUKamu, BUGpaHMmMmM 3 R7; abo Rs no3Hayae BOAEHD,
OKCO, ranoreH, uiaHo abo HiTpo;

Rs nosHavae ankinapwn, kapGokcu, ankin, anke-
HIiN, UMKNOAanKeHin, ankiHin, ranorexHarnkin, uuknoan-
Kifl, UMKNoarnkeHin, kapbamoin, rigpokciankin, apuno-
Ken, ankokcmkapOoHinokeu, ankoKkcukapboHin,
arkoKCu, ankokciarnkin, apun, reTepoumknivyHe Kinsue,
aMiHokap6oHin, ankinTio, ankinkap6oHinamiHo, apwvn-
kapboHin, rigpokcu, ankinkapboHin, ankinkapboHinok-
cy abo amiHO, KOXHUI 3 SIKUX MOXe OyTu 3amilleHni
oaHMM abo Ginblie ogHakoBUMK abo pisHUMKU 3aMic-
HUKamu, BubpaHummn 3 Rg; abo R no3Hayae BOAEHD,
OKCO, ranoreH, uiaHo abo HiTpo;

R; no3Hayae arnkin, ankeHin, UMKoarnkin, uukno-
arlkeHin, arnkiHin, ankokcwu, rarnoreHankin, ankinrio,
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reTepoumnknoankeHin, retepouuknoankin, apvn, anki-
NKapOOoHin, reTepoapwun, apunoKkcu, ankokcukapboHin,
rigpokciankin, amiHo, rigpokcy abo KapOOKCK; KOXHUIM
3 dkux Moxe OyTn 3amiweHun ogHum abo Ginblie
OAHaKoBUMU abo pPi3HMMM 3amiCHMKaMu, BUOpaHMMM 3
R10; abo R; no3Ha4ae BoaeHb, ranoreH abo okco;

Rg nosHavae ankin, ankeHin, LUuknoankin, uukro-
ankeHin, ankidin, ankokcu, ranoreHankin, ankinrio,
ankincynb@oHin, ankincynbgiHin, retepoumknoanke-
Hin, reTepouuMknoarnkin, apun, ankinkapOoHin, rete-
poapwn, apwrioKcu, ankoKCukapOOoHin, rigpokciankin,
aMiHo, rigpokcy abo kapOOKCU; KOXHUI 3 SKUX MOXe
OyTu 3amieHnit ogHUm abo Binblie ogHakoBuMKU abo
pi3HUMK 3amiCcHMKamu, BUOGpaHnMmM 3 Rig; abo Rg nos-
Ha4ae BOAeHb, ranoreH abo okco;

Rg¢ no3Havae BoaeHb, ankin, ranoreHankin ado ri-
OpokKciankin;

R10 No3Hayae BoAeHb, arkin, OKco, FigpoKkcu, ra-
noreH, kapbokcu, amiHO, ankokcu, ranoreHankin ato
rigpoKciankisn;

R11 no3Havyae oguH abo Ginblue ogHakoBuxX abo
Pi3HMX 3aMiCHUKIB, BUOpaHUX 3 BOAHIO, ranorexy, Lia-
HO, aMiHO, ankiny, meTuncynbdiHiny, MetTuncynogo-
Hiny, amiHoO, uiaHo abo ankokcu;

R12 mosHavae ankinapun, apwunankin, kapbokcw,
ankin, ankeHin, ankiHin, ranoreHankin, UuMKnoankin,
UMKroankeHin, kapbamoin, rigpokciankin, apunokcu,
ankoKCcMkapbOHINOKCK, anKoKCMKapOOHin, —arnkokcw,
ankokciankin, apwn, retepouukniyHe KinbLe, amiHo-
kapOoHin, ankinTtio, ankinkapboHinamiHo, rigpokcu,
ankinkapboHin, apwnkap6oHin, ankinkapboHinokcu
abo amiHO, KOXHUI 3 AKX MOXe OyTn 3amilieHunn
ogHuMM abo Ginble ogHakoBMMM abo PisHUMK 3amic-
HUkamu, BubpaHnmum 3 Rg; abo Ri2 no3Hayae BOAEHb;

3a ymoBw, Wwo Ri, Rz i R3 HE MOXyTb O0fjHOYaCHO
6yt MeTnnowm;

3a ymoBMW, Lo, konu R, i R3, obnaea nosHavawTb
BOAeHb, R1 He Moxe ByTn meTunom abo BogHeM;

3a ymoBwW, Wo, konn Ri no3Hayae metun abo Bo-
OeHb, Rz no3Havae meTtun i Rz no3Havae BoaeHb, Todi
Kinbue B He moxe ByTn deHinowm;

i 0o i hapmMaLeBTUYHO NPUNHATHUX | disionoriy-
HO po3LennioBaHNX CKNagHux eqipis, apmaueBTu-
YHO NPUAHATHMM consM, rigpatam, N-okcugam abo
conbBaTaMm.

B iHWoMy acnekTi BUHaxig ctocyeTbcs chapmadie-
BTMYHOI KOMMO3MLi, WO MIiCTUTb CMOSyKy 3ararnbHoi
copmynu |, 9K BU3HAYEHO TyT, pa3om 3 hapmaLeBTu-
YHO NPUIAHATHMM HOCiEM abo ekcuumnieHTom abo da-
pMaLeBTUYHO MPUNHATHOI OCHOBOIK (OCHOBamu), y
BMNaaKy notpebu pasom 3 ogHMM abo Ginblie iHwWK-
MW TepaneBTUYHO aKTUBHMMM CrOMyKaMu.

Y Wwe ogHoMy acnekTi BUHaxia CTOCYETbCS 3acTo-
CyBaHHs1 CMonyku BignoBigHO A0 dopmynu |, siKk BU-
3HAYeHo TYyT, i ii hapmMaLeBTUHHO NPUNHATHUX i i3i-
OJ10TiYHO po3LLennioBaHnx CKnagHux edipis,
dapmMaLeBTUYHO NPUAHATHUX conewn, rigpaTie, N-
okcuaiB abo comnbBaTiB, ANA OAepKaHHA NiKapCbKoro
3acoby ansa npodinakTtuky, nikyBaHHs abo noner-
LWEHHS LWKIPHMX 3axBoptoBaHb abo cTaHiB, abo roct-
pux abo XPOHIYHUX NOPYLUEHb, NOB'SA3aHUX 3i LUKIPHU-
MU paHamu.

Y We ogHOMY acnekTi BUHaxig CTOCYETbCS Cro-
co0y npodinakTuku, nikyBaHHs ab0 MOMErweHHst LLKi-
PHMX 3axBoptoBaHb abo cTaHiB, abo rocTpux abo
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XPOHIYHUX MOPYLUEHb, NOB'A3aHMX 3i LIKIPHUMK paHa-
MM, IO BKMNIOYAE BBEAEHHSI MOAMHI, WO CTpaxaae
LLOHaMEeHLLIE OAHMM i3 3a3Ha4YeHUX 3axBOPHOBaHb,
edeKTMBHOI KinbKOCTi ofHiei abo Ginble cnonyk do-
pMynu |, K BU3Ha4eHo TyT, i Ti dpapmaueBTUYHO Npu-
NHATHUX | i3IONOrYHO pPOo3LWEenoBaHNX CKNagHNX
edipis, hapmaLeBTUYHO NPUIRHATHUX COnen, rigpa-
TiB, N-okcugis abo conbsaTiB; y Bunagky notpebu
pasom 3 apMaueBTUYHO MPUAHATHUM HOCiEM abo
ogHuM abo Ginblue ekcuunieHTamu, y BUMNAAKy noT-
pebu B KOMOGiHaUii 3 iHLWXMKN TepaneBTUYHO aKTUBHU-
MU CroryKamu.

Y We ogHOMY acnekTi AaHui BUHaxig CTOCYeETbCS
crnocoby ogep)kaHHS CMOnyku 3aranbHoi dopmynu |,
WO BKMtoYae cnocib, onucaHoi B Oyab-gKOMy MicCLi
OaHOoi 3asBKu, Takun gk cnocid a), b), ¢), d), abo Ta-
K gk Byab-skuin 3 3aranbHux cnocobis abo npoue-
Oyp, onucaHux y npuknagax abo npuknagax ogep-
XaHHs, i y Bunagky noTtpebwu popatkoBy oOpobKy
ofepKaHoi Cronykn 3 oAepXaHHAM CMOnyKu 3ararb-
Hoi chopmynu |, 9k Bu3Ha4eHO B Oyab-sSIKOMY Micui
[AaHoro onucy.

TepmiH "ByrmeBogHeBU pagukan" o3Hayae pa-
OuKar, Wo MICTUTb TiNbKNW aTOMW BOOHIO i ByrneLo,
BiH MOXe MICTUTU oanH abo Ginblue noaBiNHUX i/abo
NOTPINHUX BYrneLb-ByrneLeBnx 3B'a3kiB, i BiH MoOxe
BKIHOYATM LMKMIYHI rpyny B koMOGiHauii 3 posranyxe-
HUMK abo MiHIkHUMK rpynamu. 3a3HadeHuii BYrneBo-
AeHb Bkntovae 1-20 aTomiB Byrnewuto, i nepeBaxHoO
BKntovae 1-12, Hanpuknag, 1-6, Hanpuknag, 1-4, Ha-
npvknag, 1-3, Hanpuknag, 1-2 atomn Byrneut. Tep-
MiH BKNIOYaAE ankin, ankeHin, uuMknoankin, uuknoan-
KEHin, ankiHin i apun, sik 3a3Ha4eHo HXKYe.

TepmiH "apun" o3Hayae pagukan 3 apomMaTu4YHUX
kapOoumMKNiYHMX Kineub, WO BKMovatloTb 6-20 aTomis
Byrneut, Hanpuknag, 6-14 atomis Byrneuto, nepesa-
XHO 6-10 aTomiB Byrmeuto, 3okpema, 5- abo 6-
UYNEeHHMX Kineupb, BKMOYAOYN KOHOEHCOBaHi kapbouun-
KNiYHI KiNbUSA LWOHANMeEHLWIEe 3 OOHMM apoMaTUYHUM
KinbLeM, Taknm sik peHin, HadpTun, iHgeHin i inaaHin.

TepmiH "reTepoapun” o3Hayae pagukanu 3 rete-
POUMKMIYHUX apoOMaTUYHMX KineLlb, Lo BKMAYaTb 1-
6 retepoaTomiB (BnbpaHmx 3 O, Si N) i 1-20 aTomiB
Byrneuto, Hanpwuknag, 1-5 retepoatomis i 1-10 aTomis
Byrneuto, Hanpuknag, 1-5 retepoatomis i 1-6 aTomis
Byrneuto, Hanpuknag, 1-5 retepoatomis i 1-3 aTomis
BYyrneut, 3okpema, 5- abo 6-uneHHux kineub 3 1-4
retepoatomamu, BubpaHmmu 3 O, S i N, Bknrovaroum
KOHAEHCOoBaHi Biuuknivni kinbus 3 1-4 retepoartoma-
MW, | e WoHanMeHLWwe ofHe KifbLue € apoMaTU4HUM,
Hanpwuknag, nipuaun, XxiHonin, i3oxiHonin, iHAonin,
Tiagiasonin, okcogiasonin, TeTpasonin, dypaHin, ni-
puoun, Tiasonin, GeH3ookcasonin, imigasonin, nipa-
30Min, okcasonin, i3okcasonin, TiEeHin, nipasuHin, i3o-
Tiazonin, 6eH3imigasonin i 6eH3odypaHin.

Y naHoMy KOHTEKCTi TepMiH "ankin" o3Hadvae pa-
avkan, oaepxaHun y pesynsTaTi BUAANEHHS OOHOro
aTomMa BOAHIO BYrneBOAHK. 3a3HayeHuii arnkin BKIo-
yae 1-20, nepeBaxHo 1-12, Hanpuknag, 1-6, Hanpu-
knag, 1-4 abo, Hanpuknag, 1-3 atoma Byrneu. Tep-
MiH BKMNtoYae nigknacu HopManbHOro ankiny (H-ankin),
BTOPWHHOIO i TPETMHHOrO arkiny, Takoro sik MeTun,
eTun, H-nponin, isonponin, H-bytun, i306yTnn, BTOP-
OyTun, TpeT-0yTvn, NeHTUn, i30NeHTun, rekcun i iso-
rekcun.
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TepMmiH "Umknoankin" o3Havyae HaCU4EHUA LIMKINO-
ankaHoBuW paguvkan, wo Bkrodae 3-20 aTomiB Byr-
neuo, nepesaxHo 3-10 aTomiB BYyrneuto, 3okpema, 3-
8 aTomiB Byrneuto, Hanpuknag, 3-6 atomis Byrneuo,
BKITHOYAKUM KOHAEHCOBaHi BiLMKniyHi Kinbusi, Hanpu-
Knag, uuknonponin, uukno®yTun, UMKMONEeHTUn, LmK-
norekcun abo umknorenTun.

TepmiH "reTepoumknoankin” o3Havae umknoarka-
HOBWI pagwvkan, sk onucaHo BuLle, y kil ognH abo
Ginblle aToOMiB BYyrneul 3aMiHEHi retepoatomamu,
wo Bknoyae 1-20 aTomis Byrneuto, Hanpuknag, 2-5
abo 2-4 atomu Byrneuto, WO TaKoX BkNtovae 1-6 re-
TepoaToMmiB, nepeBaxHo 1, 2 abo 3 reTepoaTomuy,
BnbpaHux 3 O, N abo S, Hanpuknag, ninepuavHin,
niponigmHin, MopddoniHin, [1,3]aiokconaHin i
[1,3]miokconin, abo Lo BKMYae KOHAEHCOBaHI Bilmk-
NiYHi Kinbus 3 1-4 reTepoaTomMamu, NpMYOMy LLIOHAN-
MEHLLE OfiHE KiNnbLie BKIOYa€e retepoaToM, i npuyomy
iHLe KinbLe Moxe, Hanpuknag, 6yt kapboumKniYH1M
KinbueM, Hanpuknag, i3oiHgoninoMm.

TepMiH "ankeHin" o3Hayae MoOHoO-, Au-, TpU-, TeT-
pa- abo neHTaHeHacu4eHWn BYINMeBOOHEBUI paavKa-
nn, wo Bknovae 2-10 aTomis Byrnewuto, 3okpema, 2-6
aTomiB Byrreuw, Hanpuknag, 2-4 atomu BYrnewt,
Hanpvknag, eTuHin, nponexin (anin), metTunbyTteHin,
OyTeHin, neHTeHin abo rekceHin.

TepMiH "uuknoankeHin" o3Hayae MoHo-, gu-, TpU-
abo TeTpaHeHacu4eHi HeapoOMaTUYHi LUKITiYHI Byrne-
BOAHEBI paguvkanu, Wwo BkMoyawTb 3-20 aTomis BYr-
neuto, Lo BKNHOYaTb KOHAEHCOBaHi OiLMKNiYHI Kinb-
ud, Wo 3BMYarHO BkNtoyaTb 3-10 aTomiB Byrnewto,
Hanpuknag, 3, 4 abo 6 atomiB Byrneuo, Hanpuknag,
LUMKMONPOMEHIn, UMKNOBYTEeHIN, UMKIONEHTEHIN, LnK-
JIOreKCEHin, UMKNorenTeHin.

TepMiH "reTepounknoankeHin" osHavae uuknoarn-
KEHOBWUI pajukan, sik onucaHo BULLE, Y SIKOMY OAMH
abo Ginblle aTomiB BYrneL 3amiHeHi retepoaToma-
MK, wo Bkmoyae 1-20 atomiB Byrneulo, Hanpuknaa,
2-4 atomu Byrneuo, Lo Takox BKMoYae 1-6 retepoa-
TOoMmiB, nepeBaxHo 1, 2 abo 3 retepoatomu, BUGpaHMX
3 O, N abo S, wo BkNto4ae KOHAEHCOBaHi OiLMKNiYHI
Kinbusi 3 1-4 reTepoaTomMamu, NPUYOMY LLLOHANMEHLLE
OfHEe KinbLe BKIOYAE retepoatoM, i NpUYoMmy iHwe
Kinbue Moxe, Hanpuknag, OyTv kapOOLUMKMiYHUM Ki-
nbueM, Hanpuknag, auvrigpodgypaninom ato 2,5-
aurigpo-1H-niponin.

TepMiH "ankiHin" o3Ha4ae ByrneBOAHEBUW pagu-
Kan, wo Bkrtovae 1-5 notpiHux 3B'askie C-C i 2-20
aToMiB BYITeELH0, WO 3BMYanHO Bkrovae 2-10 atomis
BYIfeL, 30KpeMa, 2-6 aTomiB ByrneLt, Hanpuknaga,
2-4 atomu Byrneulo, Hanpuknag, eTWHIN, NponiHin,
OYyTVHIN, NEHTUHIN abo rekcuHin.

TepMiH "ranoreH" o3Havae 3aMiCHUK 3 7-01 rono-
BHOI rpynu nepiogmyHoi Tabnuui, Takoi sik pTop, Xnop
i Bpom.

TepMiH "ranoreHankin" osHavae arnkinbHy rpyny,
SIK BU3HAYEHO BULLE, 3aMilleHy ogHum abo bGinblie
aTtomMamu ranoreHy, sik BU3Ha4YeHO BULIE, Hanpvknag,
¢dTopom abo xnopom, Takmm sik gucptopmeTnn abo
TpudpTopmeTUn.

TepmiH "ankoken" o3Havae pagvkan dopmynu -
OR', y sxoMy R' no3Ha4ae ankin, sk Bu3Ha4yeHo BuLLe,
Hanpuvknaz, MeToKCU, eTOKCU, H-MPOMOKCH, i3onporno-
Kcu, 6yTokem i T.4.
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TepmiH "rigpokciankin® o3Hayae ankinebHy rpyny,
SIK BM3HaA4yeHoO BuLle, 3amiweHy oaHum abo Ginblue
riApOKCK, Hanpuknag, rigpoKCMMeTWn, rigpokcieTun,
riapokcunponin.

TepmiH "amiHO" O3Havae pagukan dopmynn -
NR"2, y akoMmy KoxeH R" HesanexHo nosHayae BO-
AeHb abo ByrneBoOHEBUN pagukan, $IKk 3a3HadyeHo
BuWwe, Hanpuknag, -NHz, aumeTtunamiHo, -NHMe, -
NHEt, TpeT-6yTrinamiHo.

TepmiH "ankinTio" o3Hayae pagukan popmynu -S-
R', y akin R' nosHa4ae ankifn, sk BM3HaA4YeHO BULLE,
Hanpwuknag, -SMe.

TepMmiH "ankokcukapOboHIN" o3Havae pagukan
dopmynu -C(O)-O-R', y skin R' nosHavae ankin, sk
BM3HAYEHO BULLE, HaMpuknag, MeToKCMKapOOoHin,
eToKCcMKapbOHin, H-MponokcmMkapBboHin, i3onponokcu-
kapOoHin, TpeT-6yTokCcnkapboHin i T.4.

TepMmiH "amiHokap6oHIn" o3Havae pagukan dop-
mynn -C(O)-NR"2, y skii koxeH R" mMae 3HaveHHs,
BM3HAYeEHe BULLE.

TepmiH "ankinkapOoHinamiHo" o3Ha4yae pagukan
dopmynu -NR"-C(O)-R’, y sikin R' no3Havae ankin, sk
BU3HA4YeHO BuLE, i koxxeH R" mMae 3Ha4yeHHs, BU3Ha-
YeHe BULLLE.

Tepmin "ankinkapboHin" osHavyae pagukan cop-
mynmn -C(0)-R', y akin R' nosHavae ankin, sk Bu3Haye-
HO BWLLE, HaMpUKnaza, aueTun.

TepMmiH "ankinkapGoHinokcn" o3Havae pagukan
dopmynu -O-C(O)-R’, y skin R' nosHayae ankin, sk
BM3HAYEHO BULLE.

TepmiH "ankokcukapboHinokcn" o3Havyae pagukan
dopmynum -O-C(0)-O-R', y akin R' nosHavae ankin, sk
BU3HAYEHO BULLE.

TepmiH "reTepouukiiyHe Kinbue" BkNoYae BU3Ha-
YEeHHs1 reTepoapwn, reTepoLuuknoarnkin i reTepouuk-
noarnkeHin, sik BU3HAYEHO BWLLE, BKIOYAKOYM aHEmNo-
BaHi KinbuesBi cucteMnm oauH 3 oAHuM abo 3
LMKITIYHUMM BYrneBOAHAMU, Hanpwuknag, 2,5-
aurigpo6eH3o(b)aiokcoumH, 2,3,5,8-
TeTparigpo[1,4]aiokcouuH, 5,8-aurigpo[1,4]giokcounH,
2,3-gurigpo-1H-i3oiHgon.

TepmiH "ankinapun" o3Havae apurbHUIA pagukan,
SIK BU3HA4YEHO BULLE, LLO 3aMilleHUn ankinbHUMm pa-
OVKanoM, §IKk BU3HAYEHO BWLle, Hanpuknag, Tonin
(=Tonoin), etTnnGeHson i T.A4.

TepmiH "apunankin" o3Ha4yae ankinbHW pagukan,
SIK BU3HAYEHO BULLE, WO 3aMillleH apunbHUM pagu-
Kanom, sk BU3HAYeHO BULLE, Hanpwuknag, OeH3wn,
deHineTnn, HadTUNMETUN i T.4.

TepmiH "ankokciankin" o3Havae ankinbeHUn paam-
Kan, sik BM3HA4YeHO BMLUE, LUO 3aMilLeHWI ankoKcu-
pagukanom, sik BU3HavyeHo Buwe, To6To -R-O-R',
npuyoMy koxeH R' nosHayae ankinu, ogHakoBi abo
pi3Hi, SK 3a3Ha4YeHO BWLLe, Hanpuknag, MeToKCUMme-
TWM, ETOKCUMETUIT.

TepmiH "apunoken” osHadvae -O-R™, ae R™ € apu-
JIOM, SIK MO3HAYEHO BULLIE, HANpUKNag, eHOKCK.

Tepmin "apunkapboHin" osHavae -C(O)-R"™, ne
R"™ € apunbHUM pagukanom, SiKk BM3HAYeHO BuLLE,
Hanpwvknag, 6eH30inoM, HagTUNKapGoHiNom.

TepmiH  "ankinankokcukapborin" o3Havae -R'-
C(0)-O-R', ge koxeH R' nosHauyae ankinu, ogHakoBi
abo pisHi, K 3a3HayeHO BwuLle, Hanpuknag, TpeT-
OyTOKCMKapOOHINMeTUI, METOKCMKaPOOHINMeTus.
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TepmiH "thapMaueBTUYHO NPURHATHA Cinb" O3Ha-
Yyae coni, AKi 04epXyrTbCA peakuieto cnonyku dop-
Mynu | i3 npuaaTHOO HeopraHivyHow abo opraHiyHo
KMCMOTOM, Takow $K XJIOpUMCTOBOAHEBa, Gpomucto-
BOOHEeBa, MOOMCTOBOAHEBA, CipyaHa, a3oTHa, ¢oc-
¢opHa, MypallvHa, ouToBa, 2,2-ANXNOpPOoLTOBa, aan-
niHoea, ackopbiHoBa, L-acnapariHoBa, L-rnyramiHoBa,
ranaktapoea, Mofo4yHa, ManeiHoBa, L-abnyyHa,
¢dTaneBa, NMMOHHA, MponioHoBa, GeH3oWHa, rnyTa-
poBa, rmwokoHoBa, D-rmiokypoHoBa, MeTaHCynbgoHo-
Ba, caniyunosa, OypLITMHOBa, MaroHOBa, BWHHA,
6eH3oncynbdoHoBa, eTaH-1,2-aucynbdoHoBa, 2-
rigpokcieTaHCcynbOHOBa KUCIOTa, TOMyoncynbdo-
HoBa, cynbcamoBa abo cpymaposa kucnota. Papma-
LEBTUYHO MPUWAHATHI coni cnonyk dopmynu | MoxyTb
TakoX OyTu ogepkaHi B3aemogieto 3 npuaaTtHOK OcC-
HOBOIO, TaKOK SK FigpOKCKA, HaTpIto, rigpokeua Kanito,
rigpoKCWA MarHito, rigpokcug KanbLito, rigpokcug cpi-
6na, amiak i T.n., abo NpuaATHUMU HETOKCUYHUMMU
aMiHamu, TakuMK SK (HWXKYi) ankinamiiv, Hanpvknag,
TPUETUNaMiH, TiApPOKCi(HWKYi)ankinamiHv, Hanpvknag,
2-rigpokcieTunamiH, 6Gic-(2-rigpokcieTun)amid, uukno-
ankinamiHm, Hanpuknag, Avuuknorekcunamid, ato
OeH3unamiHn, Hanpwuknag, N,N'-
onbeHsuneTtuneHaiamiH i gubeHsunamiH, abo L-
apriHiH abo L-nisuH. Coni, ogepxaHi B3aemogico 3
NpuaaTHOK OCHOBOIO, BKIOYaTb, ane He obMexeHi
HAMKW, comi  HaTpilo, coni  XxomiHy, coni 2-
(ovmeTnnamiHo)eTaHony, coni 4-(2-
rigpokcieTun)mopdoniHy, coni L-nisuHy, coni N-(2-
rigpokcieTun)miponiguHy, comni eTtaHonamiHy, coni
Kanito, coni TeTpabyTunamoHito, coni 6eH3unTpume-
TUNaMOHIlo, Coni LEeTUNTPUMETUIaMOHilo, comi TeT-
pameTunamoHito, coni TeTpanponinamoHito, coni
Tpuc(rigpokcumeTun)amiHomeTaHy, coni N-meTun-D-
rmnoKamiHy, coni cpibna, coni 6eH3eToHito i coni Tpue-
TaHonamiHy.

TepmiH "conbBaTt" 03Ha4ae MOMeKyny, yTBOpeHy
B32EMOJIED MK CMOMyKOK, HanpuKrag, CrosyKow
dopmynm |, i PO3YMHHMKOM, Hamnpuknag, CnvpToM,
rniuepuHoMm abo BoOOO, NPUYOMY 3a3HaAYeHi MOMEKy-
N 3HaxoAsaTbCA y TBepain opMmi. AKLWO PO3YMHHK-
KOM € BOZa, 3a3HayeHy MOneKyny Ha3uBatoTb rigpa-
TOM.

Cnonykn 3a BMHaxXo4oOM, LU0 BKMOYaKTb BiflbHI
rigpokcuneHi rpynu abo BinbHi rpynu kapboHoBOT Kuc-
NOTU, MOXYTb TakoX iCHyBaTu y dpopmi papmaueBTu-
YHO MPUAHATHUX, CKNagHuUX edipis, LWO po3Lensnio-
I0TbCA  DI3IONOMYHO, i TaKoX BKIIOYEHI B paMKu
faHoro BuHaxody. Taki dhapMaueBTUYHO MPUAHATHI
ckrnagHi edipy nepeBaxHoO ABMSATbL co6O NOXigHi
cknagHoro edipy nponikiB, Taki sik npeobepToBi B
pesynbTaTi conbBonidy abo posLenneHHs y disiono-
riYHMX ymoBax Yy BiOMNOBiAHI CMOMYKM 3a BUHAXOAOM,
LLIO BKIIOYAIOTb BiNbHi TAPOKCUNBHI rpynn abo BiMbHI
rpynu kapboHOBOI KMCROTK, BIAMOBIAHO, HAMpUKNag,
AKi MiAPONI3yoThCS in Vivo.

BapiaHTu 3gincHeHHsa gaHoro BuHaxony

B ogHomy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
HOro BMHaxody Kinbue B aBnsie coboto nipuaun, nipa-
3UWHiN, xiHonin, nipumiguHin abo nipygasvHin, y Buna-
OKy notpebu 3amiweHun opgHum abo  Ginblue
OfiHaKoBUMMW abo pi3HUMYK 3aMiCHUKaMu, BUGpaHUMHK 3
dTopy, xnopy, 6pomy, uiaHo, MmeTokcn, -NH, abo Ci-
4aMiHo.
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B opHomy abo Ginblue BapiaHTax 34iNnCHeHHA Aa-
HOro BuHaxopy kinbue B, y Bunagky notpebu 3ami-
weHe Ri1, aBnge cobow 2-(6-xnmopnipaswHin), 2-
nipaswuHin, 4-(3-6pomnipugnn), 4-(3,5-
anbpowmnipuaun), 4-(6-xnopnipumiauHin), 2-(4-

xnopnipuaunn), 3-(2-xnopnipnawnn), 4-(2-
meTokeunipuamn), 4-(2-uiaHonipuann), 3-nipuaasuHin,
4-(2-TpeT-6yTrnamiHo-3,5-guxnopnipugun), 4-(2-

amiHo-3,5-guxnopnipuaun),  4-(3,5-guxnopnipugun),
2-(3-6pomnipasuHin), 4-nipugun, 4-xiHonin abo 4-
(3,5-amxnop-1-okcunipuaun).

B ogHomMy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
Horo BuHaxody dopmyna | sBnse cobow 3aranbHy

dopmyny |z,
RI
|
o
0-R,
0-R,
o]
Chn o~ C
S

y ki X3 no3Hadae -CH- abo N, i B akuin Ry, Ry i
R3 maloTb 3Ha4eHHs, BU3Ha4eHi B Byab-akoMy Mmicui
OaHOro onucy.

B ogHomy abo 6inblue nepeBaxHWX BapiaHTax
3giicHeHHsa padoro BuHaxogy Rjp nosHauae ankin,
ankeHin, ankiHin, ranoreHankin, rigpokciankin a6o
ankinkapOoHin, KOXHWIA 3 Akux Moxe ByTu 3amileHni
ofgHuM abo Ginble oaHakoBMMKM abo pisHUMK 3amic-
HUKamu, BubpaHumm 3 Ry, i/abo

R, nosHayvae ankin, uMknoankin, ankeHin, LUKo-
ankeHin, ankiHin, ranoreHankin, rigpokciankin, rete-
poUMKIOAankKeHin, ankinapun, ankinankokcukapOoHin,
apunankin, ankinkap6orinokcn abo ankokciankin,
KOXHWUIA 3 SIKMX MOXe OyTu 3amilieHunin ogHum abo
6inblwe ogHakoBUMK abo pi3HMMMK 3amicHUMKaMu, BUG-
paHumu 3 Rs; abo R, nosHavae -CH2-C(O)NRo-R12.

B ogHomy abo 6inblue nepeBaxHWX BapiaHTax
30iCHEHHA gaHoro BuHaxogy Ri nmosHavae meTtun
abo etun.

B ogHomy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
Horo BuHaxogy R nosHavae Ci-Ceankin, C;-
Cesankenin, C1-CgankokciC1-Ceankin, rigpokciCi-
Ceankin, ranoreHCi-Cgankin, Ci-Ceankinin, Ci-
Cesuuknoankin, Ci1-CeankinCe-Cioapun, Ci1-CeankinCs-
CsankokcukapboHin  abo Ci-CeankinkapboHinokcum,
KOXHUI 3 sKMX MOXe OyTu 3amiweHunii ogHum abo
Oinblwe ogHakoBUMK abo pi3HMMM 3aMicHUKaMu, BUO-
paH1mu 3 Rs.

B ogHomMy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
Horo BuHaxody R nmosHavae meTtun, etwun, nponin,
TpeT-byToKCHKapOoHiNmMeTun, anin, AuidgTopmeTun,
eTnnbeHson, meTunbeHson, OyTeHin, rigpokcieTun,
eTundeHin, Tonin, NeHTeHin, MeTokcieTnn, GyTuHIN,
NPOMiHIN, LUMKNOMNEHTUM, KOXHUIA 3 SKMX MOoXe OyTu
3amileHnn ogHum abo Ginblie ogHakoBuMM abo pis-
HUMK 3aMiCHUKaMu, BUOpaHuMu 3 Rs.

B ogHomMy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
HOro BMHaxody R: nosHayae uumknonponin, MeTunuu-
Krnonponin, UUWKMONeHTWn, MeTun, eTun, nponin ato
anin, KoXHWA 3 SKux Moxe OyTu 3amilleHuin ogHUM
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abo 6inblwe ogHakoBMMK abo pi3HUMM 3aMiCHMKaMW,
BMOGpaHuMu 3 rigpokcu, Topy abo ankokcu.

B ogHoMy abo 6GinbLue BapiaHTax 34ilCHeEHHA Oa-
Horo BuMHaxody Rz nosHavae metun, etwun, nponin,
O6yTvn, NeHTun, rigpokcieTnn, rekcun, OyTeHin, nex-
TeHin, anin, OyTuHin, meTunbeH3on, eTunbeHson,
Tonin, Tonyoin, nponinGexHson, meTunHadTUN, eTUn-
HadpTMn, MeTunKapOoHINMeToKCH, MeTunkapboHine-
TOKCW, METOKCIETUI, METOKCUMNPONIN, KOXHWUM 3 SKWUX
Moxe Oyt 3amiweHuin ogHum abo Ginblue ogHako-
BMMM abo pi3HMMK 3amicHMKamK, BUOpaHMMK 3 R,
KOXHUI 3 SKkUX Moxe OyTn 3amiweHun ogHum abo
Ginblle ogHakoBMMK abo pPi3HMMMK 3aMiCHUKaMu, BUO-
paHuMmn 3 Rg, abo Rz nosHayae BoaeHb, -CH»-C(O)-
retepouuknoankin abo -CH;-C(O)NRg-R1».

B ogHomy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
Horo BuHaxoady Rz nosHavae meTun, etun, nponin abo
anin, KoXHUi 3 gkux mMoxe OyTu 3amillleHnid ogHUM
abo Ginble ogHakoBMMK abo pi3HMMKM 3aMiCHMKaMW,
BMGpaHumMu 3 rigpokcu, hTopy abo ankokcu.

B ogHoMy abo 6GinbLue BapiaHTax 34ilCHEHHNA Oa-
Horo BuHaxody Rs nmoaHavae meTun, TpeT-6yToKCH,
€TUHIM, LUMKNoNponin, nponeHin, dexin, 6yTteHin, npo-
nNiHin, eTUnrigpokcn, eTuHin, anin, etnn abo MeTokcw,
KOXXHUM 3 AKMX MOXe OyTu 3amiweHuit ogHum abo
Oinblie ogHakoBMMK abo Pi3HUMK 3aMiCHUKaMu, BUO-
paHuMmn 3 R7, abo Rs nos3Havyae BOAEHb, OKCO, XJ10p,
dTop abo rigpokcu.

B ogHoMy abo 6GinbLue BapiaHTax 34ilCHEHHA Oa-
Horo BuHaxody Rs nosHayae eTuHin, metun, Tpet-
OyToKCK, i30KCa3omin, MeTOKCH, MnponiHin, 6yTeHin,
deHin, nipuaun, 6eH3okcasonin, Tiasonin,
[1,3,4]tiapiasonin, [1,2,4]Jokcagia3onin, 2,3-gurigpo-
1H-i3oiHgonin, etokcu, TiodeHin, nponin, etun, Oy-
TWAM, NEHTUN, anin, i3onponokcK, isonponin, HadTwn,
UMKrorekcun, rigpokcu, LMKIONeHTun, deHokeu, To-
nin, Tonyoin, 6eH3oin, kapboHinHadTaniH, eTun6eH-
30n, XxiHomiHin, -NH,, eTokcukapOoHin, MeTokcukap-
OoHin, kapbamoin, i30iHgoN, MeTunamiH, niponiann,
MopdoniHin,  MeTUncynboHIn, MeTuncynbgiHin,
OyTunamiH, nponinamid, eTunamid, LMKnorenTun, rig-
pokcieTun, rigpokcunponin, iHgaHin abo eTtokcieTwn,
KOXHUA 3 SIkMX Moxe OyTu 3amiweHun ogHum abo
Ginblle ogHakoBMMK abo Pi3HMMMK 3aMiCHUKamMK, BMO-
paHuMmu 3 Rg, abo Rg nosHa4yae BodeHb, okco, dTop,
xrnop abo ujaHo.

B ogHomy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
HOro BuHaxody Rs nosHayae meTwun, etun, nponin,
OyTun, deHin, uMKIonponin, eToKCU, METOKCK, anin,
€TUHIN, eToKCMKapOOoHin, rigpokcu, HadTum, LMKIore-
Kcun, meTokcukapOoHin, deHokeu, i3onponokck, -
NH2, meTunamiH, niponiamHin, mopdoniHin, meTuncy-
Nb@OHIN, MeTUNCynbMiHIN, UMKNOrenTun, LMKIoneH-
TWM, TigPOKCUMETUN, TrigpoKcieTun, AUMEeTUNnamiHo,
dypaHin, nipygun, Tonin, ninepuauvHin, aueTun, Tio-
beHin, UMKNorenTus, KOXHUA 3 SKkux mMoxe OyTu 3a-
MileHn ogH1M abo Ginblie oaHakoBMMM abo PisHK-
MU 3aMiCHUKamMu, BMGpaHuMmu 3 Rip, abo Rg nosHavae
BOAEHb, OKCO, Xrop, 6bpom, dTop, uiaHo abo TpudTo-
pmeTun.

B ogHoMy abo Ginblue BapiaHTax 34iliCHEHHs ga-
Horo BuHaxody Rg nosHauyae BogeHb, MeTun abo
eTun.
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B opHomy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
Horo BuHaxofdy Rio nosHauyae BoAeHb, OKCO, METUI,
rigpokcu, dTop, UiaHo, xriop abo MeToKcu.

B ogHomMy abo 6inblue BapiaHTax 34iNCHEHHS Aa-
Horo BuHaxogy R, nosHavae meTtun.

B opHomy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
Horo BuHaxogy Ri i R, obmaBa no3HavaTb MeTun.

B opHomy abo Ginblue BapiaHTax 34iMCHEHHs Aa-
Horo BuHaxoay Ri i Rs no3Havatotb metun i/fabo amd-
TOpMEeTUI.

B ogHomMy abo Ginblue BapiaHTax 34iNCHEHHN Aa-
Horo BvHaxoay Rs nosHavae -CH2-C(O)NH-R12, -CH,-
C(O)NH-reTepoumknoarnkin, -CH,CH,-heHin-Rs abo -
CHz-CbeHiJ'I-Re.

B ogHomy abo Ginblue BapiaHTax 34iMCHEHHs Aa-
Horo BuHaxogy R i/abo Rz nosHavae -CH,COOH,
MeTun, BOJEHb, anin, eTun, TpeT-
OyTokcukapboHinmeTun, audgTopmeTun, 3-meTun-5-
MeTWIi30Kcas3or, 2-MeToKcieTaH, 2-6yTuH, 2-meTnn-2-
OyTeH, 2-thbeHineTaH, OeHsun, 2-meTtun-1,3-
OeH3okcason, 4-metun-2-metunTiason, 2-mMeTun-5-
umknonponin([1,3,4]tiagiason, 3-
meTun[1,2,4]okcagiason, etunauetar, 4-xnopbeHsun,

5-xnop-2-meTunTiodeH, heHokcieTaH, (4-
MeTUndeHIn)eTaH, 3-deHinnponaH, (3-
meTokcudeHin)etaH,  (4-metokcudeHrin)etaH,  (3-
O6pomdpeHin)eTaH, (2-meTokcudpeHin)eTaH, (4-
dTOpdheHin)eTaH, (2-cpbTOpdheHin)eTaH, (3,4-

anmeTokcudpeHin)etaH, ©OeHsunaueTar, i3onponina-
ueTart, MetTunoBuii ecip 3-mMeTUNBGEH30MHOI KUCNOTH,
3-metnnbytaH, 1-rekcun, OyT-1-eH, neHT-l-eH, 1-
nponin, 1-6ytun, 2-meTunnponaH, eTtunosui edip
MacnsiHoi Kucnotu, 4-metnnbeHaun, 3-xnopbeHswn,
nponokcubeHson,  1-(4-meToKkcudeHin)eTaHoH, 4-
MeTUNGEeH30HITPUN, 2-MeTunHadTaniH, 1-neHTun,
MeTunuuknorekcaH, 3-meTunbeH3oHiTpun, 1-eTokcu-
4-xnopbeH3on, 2-eTunbyTaH, 2-rigpokcieTaH, MeTu-
nosun ecip 4-meTN6EH30MHOI KUCNoTH, 1-HadTaniH-
2-ineTaHoH, 2,5-aMmeToKCndEeHINeTaHoH, 1-n-
ToninetaHoH, 4-gtopbenHsun, 2-cptopbeHsun, 5-
TpucTopMeTnOeHsun,  5-TpudTopmMeToKCMGEH3N,
3-dpTOp-5-TpUcbTOopMETUNOEHINN, 1-(2-
MeTOKCUGEHIN)EeTaHOH, 1-(2,4-
OUMETUNEHIN)eTaHOH, 4-xnop6eHs3nn, 2-
andtTopmeTokcmbeHsun, 4-isonponinbéeHsnn, 2-gTop-
6-TpudpTopMeTUNOEH3UNT, 2,3-andpTop-4-
MeTunbeHsun, 2-metunbeHsun, 3-meTundeHsun,
NeHT-2-eH, 6-MeTUn-2-MeTUNXIHOMIH, 2-xrnopbeH3nn,
3-MeToKCUbeH3un, 4-meToKkcnbeH3un, (3-
XrnopdgeHin)eTaH, 5-MeTUnrekcaH, eTUnUMKITOrekcaH,
eTunoBun edip NeHTaHoBOI KUCNOTK, (MPONOKCUMe-
Tun)beHson, aueTtamig, 2-eTunisoiHgon-1,3-gioH, 2-
nponinizoingon-1,3-gioH, N-meTunauetamig, meTun-
uuknonponaH, 6yTt-1-eH, 4-inBGyT-1-eH, 2-METUNNEHT-
2-eH, eTaHon, OeH3wun, MeHT-2-eH, 2-MeTOKCieTaH,
OyT-2-uH, NponiH, aueTar, 1-niponignH-1-inetaHoH, N-

6eH3unaueTamia, 1-mopdponiH-4-ineTaHoH, N-
deHrinauyetamia, N-metun-N-ceninauetamia, N-(3-
rigpoKcu-3-meTunoyTtun)auetamia, N-H-
nponinaueTamia, N-eTunauetamia, N-
isonponinavueTamia, N-6yTunaueTamig, N-

uuknonenTunauetamig, N-(3-meTunbyTtun)auetamia,
N-(4-meTokcnbeHsun)auetamig, N-(2,2-
anmeTtunnponin)auetamia, N-uuknorekcunaueTamig,
N-(3-meTokcubeHsun)aueTamia, N-
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uuknorenTunaueTamia, N-(2-
MeTOKCcnbeH3un)aueTtamia, N-
LMKIiorekcunveTmnaueTamia, N-(2-
rigpokcieTun)auetamia,  N-(1-cbeHinetun)auetamia,
N-(3-rigpokcunponin)aueTtamia, N-(2-
MeToKcieTun)aueTamia, N-(2-
aumeTnnamiHoeTun)aueTtamia, N-(3-
AvMeTtunamiHonponin)aueTtamia, N-(1-
deHinetTun)aueTtamia, N-(3-

isonponokcunponin)aueTtamia, N-dypaH-2-
inmeTunauetamig, N-nipngunn-2-inmetunavetamig, N-
nipuavH-3-inmeTunauetamia, N-(2-
deHokcieTun)aueTamia, N-nipngunn-4-
inmetunauetamia, N-(4-etunGeHsun)auetamig, N-
(3,5-gudptopbeHsun)auetamia, N-(2,3-
audptopbeHsun)aueTtamia, N-(2-nipungnH-2-
inetTun)auetamig, N-(2-metunbeHsunn)auetamig, N-(3-

dTOpbEH3NN)auLeTamig, N-(3-
mMeTunbeH3un)aueTtamia, N-(4-
meTun6eHaun)auetamig, N-ceHeTunauetamig, N-(2-
nipuauH-4-ineTnn)aueTamia, N-(3-
deHinnponin)auetamia, N-(2-xnopbeHsun)aueTtamia,
N-(2-ninepuguH-1-inetun)auetamia, N-(3-

xnopbeHaun)aueTamia, N-(2-mopdonin-4-
inetun)auetamia, N-(4-xnopbeHaunn)auetamig, N-(2-
nipuaunH-3-inetnn)aueTamia, N-(2-niponignH-1-
inetun)auetamia, N-(2-aueTvnamiHoeTun)auetamia,
(R)-N-(2-rigpokcu-2-cpeHineTtunn)auetamia,  (S)-N-(2-
rigpokcu-2-cbeHineTun)avuetamia, N-TiocpeH-2-
inMeTMnaueTamig, N-[3-(2-okconiponignH-1-
in)nponinjaueTtamia, N-(2-rigpokciiHgaH-1-
in)auetamig, N-umknorentunmeTunauetamia, N-[2-(2-
rigpokcieTokci)eTunlauertamia, N-(4-
aumeTnnamiHoOyTun)auetamia, UUKMOMEHTaH, LuWK-
nonponinMeTun, eTun, geHineTtaH, 6eH3nnoBun eqgip

oLTOBOI KMCnoTy, 2-MeTUnB6eH30oHITpU, (1-
oKkcunipuanH-4-in)eTaH, (4-nipugnn)eTaH, (3-
nipygun)eTax, (2-nipugnn)etaH, (4-

6eHsoHiTpun)etaH, (4-etuncynbdiHindeHin)etan, (4-
meTuncynbdoHindeHin)etan, 1-deHinnponaH, 2-
deHinnponaH abo 1-meTnn-2-peHinetaH.

B ogHomy abo Ginblue BapiaHTax 3AiNCHEHHS Aa-
Horo BuHaxody Ri» nosHavae ankin, umknoarnkin, rig-
pokciankin, apwun, apwnankin, ankinkap6boHinamiHo,
KOXHUA 3 sIkux Moxe OyTu 3amiweHun ogHum abo
Ginblle ogHakoBMMK abo Pi3HMMK 3aMiCHUKamMu, BUO-
paHMMK 3 ankiny, UMKnoarnkiny, ankokcu, reTepoLmK-
noarkiny, retepoapuny, apunokcu, amiHo, rigpokcu,
rarioreHy, OKCW, KOXHUI 3 siKMx mMoxe OyTu 3amiwe-
HUA okco abo rigpokcunom, abo Ri» nosHadae BO-
[eHb;

B ogHoMy abo Ginblue BapiaHTax 34ilCHEHHA Oa-
Horo BMHaxogy Ri2 mo3Havae meTtun, etun, 1-nponin
abo 2-nponin, y BuMnaaky notpebu 3amillieHi ogHUM
abo Ginble ogHakoBMMM abo pi3HUMM 3aMiCHMKaMW,
BMOpaHumu 3 pTopy, xropy, opomy abo meTtuny; abo
R12 no3Ha4ae BOAEHb.

Y we ogHOMY BapiaHTi 34iNCHEHHS JaHUW BUHa-
Xif CTOCyeTbCA Crnomnyku 3aranbHoi dopmymmn 1z, y
AKin X3 nosHavae CH; R: i Rz, obuaBa nosHa4vaoTb
mMeTun, i R3 Mae 3HauyeHHsl, onucaHe B Oyab-sikomy
Micui 4aHoro onucy.

B ogHoMy abo Ginblue BapiaHTax 34iliCHEHHs ga-
Horo BnHaxoay Ri i Rz He MmoxyTb obugea OyTu BOA-
HeM.
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B opHomy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
Horo BuHaxody Rz i/abo Rz mMatoTb 3Ha4YeHHs, SK onu-
caHo wopao Oyab-AKoi 3i Cnonyk, NpoiNcTpoBaHUX y
HacTyMHWX Aani npuknagax.

[aHunin BMHaxig BKMOYae yci BapiaHTU 34iMCHEH-
HA, npn4yomy Rl, Rz, R3, R4, Rs, Re, R7, Rg, Rg, Rlo, R11
i R12 KOMBiHylOTbCA B ByAb-kii kombiHauii, sk onuca-
HO B Byab-AKOMY MiCLi B AaHOMY OMNWCi.

B opHomy abo Ginblue BapiaHTax 34iNCHEHHS Aa-
HOro BMHaxody CNomyKu 3aranbHoi CTPYKTypu | matoTb
MornekynspHy macy Hwxde 800 [anbToHiB, Hampu-
knag, Hwk4ye 750 JanbToHiB, Hanpuknag, Hwk4e 700
HanbToHiB abo Hmwxye 650, 600, 550 abo 500 Odanb-
TOHiIB.

3okpema, cnonyku dopmynu | moxy 6yt Bubpa-
Hi 3 HACTYMHMX CMONYyK:

2-(3,5-amxnopnipnanH-4-in)-1-(2-rigpokcu-3,4-
avmMeTokcudpeHin)etaHoH (cnonyka 101),

2-(3,5-amxnopnipnanH-4-in)-1-(3-rigpokcu-2,4-
avmMeTokcudpeHin)etaHoH (cnonyka 102),

1-(2-aninokcu-3-rigpokcn-4-meTokcudeHin)-2-
(3,5-amxnopnipnanH-4-in)etaHoH (cnonyka 103),

2-(3,5-avxnopnipnanH-4-in)-1-(2,3-gietokcn-4-
meTokcudeHin)etaHoH (cnonyka 104),

TpeT-6yTunosun edip {2-Tpet-
ByTokcmkapboHinmeTokeun-6-[2-(3,5-agnxnopnipnann-
4-in)aueTtun]-3-mMmeTokcudeHOKCi oL TOBOI KMUCNOoTU
(cnonyka 105),

1-(2,3-6ic-aninokcu-4-meTokcundeHin)-2-(3,5-
anxnopnipuauH-4-in)etaHoH (cnonyka 106),

1-(2,3-6ic-andTOPMETOKCU-4-MEeTOKCUMEHIn)-2-
(3,5-amxnopnipnanH-4-in)etaHoH (cnonyka 107),
2-(3,5-anxnopnipnanH-4-in)-1-[3,4-gumeToKCn-2-
(5-meTunisokcason-3-inMeTokcu)eHin]eTaHoH (cno-
nyka 108),
2-(3,5-amxnopnipuanH-4-in)-1-[3,4-gumeToKcn-2-
(2-meTokcieTokcm)deHin]leTaHoH (cnonyka 109),
1-(2-6yT-2-nHinokcu-3,4-AMmeToKCUdeHiIn)-2-
(3,5-amxnopnipnanH-4-in)etaHoH (cnonyka 110),
2-(3,5-anxnopnipnanH-4-in)-1-[3,4-gumeToKCn-2-
(3-meTunbyT-2-eHinokcn)deHrinletaHoH (cnonyka
111),
2-(3,5-avxnopnipuanH-4-in)-1-(3,4-oMMeToKCu-2-
deHeTunokcudeHin)etaHoH (cnonyka 112),
1-(2-6eH3unokcu-3,4-gumeTokcmdeHin)-2-(3,5-
anxnopnipuanH-4-in)etaHoH (cnonyka 113),
1-(2-aninokcu-3,4-anmeTtokcudeHin)-2-(3,5-
AnxnopnipnauH-4-in)etaHoH (cnonyka 114),
1-[2-(6eH3okca3on-2-inmeToken)-3,4-
anmeTokeudeHinl-2-(3,5-auxnopnipnanH-4-in)eTaHoH
(cnonyka 115),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-gumeToKCn-2-
(2-meTunTiazon-4-inmeToKkcu)dpeHinletaHoH (cnonyka
116),

1-[2-(5-umknonponin[1,3,4]tiagiazon-2-
inmeTokcu)-3,4-gumeTokcudpeHinl-2-(3,5-
AnxropnipmauH-4-in)etaHoH (cnonyka 117),

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-guMeTOKCH-2-
([1,2,4]okcapiason-3-inmeTokcu)dheHinletaHoH  (cro-
nyka 118),

etunosun  edip  {6-[2-(3,5-amxnopnipnanH-4-
in)aueTnn]-2,3-0MMeTOKCMEHOKCI}OLITOBOI  KMCNOTH
(cnonyka 119),
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1-{2-[2-(4-xnopdbeHin)eTokcu]-3,4-
avmeTokcudpeHin}-2-(3,5-guxnopnipuauH-4-in)eTaHoH
(cnonyka 120),
1-[2-(5-xnopTiodeH-2-inmeToken)-3,4-
anmeTokcudpeHinl-2-(3,5-auxnopnipnanH-4-in)eTaHoH
(cnonyka 121),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeToKkcu-2-
(2-cbeHokcieToken)dperinletaHoH (cnonyka 122),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(2-n-TonineTokcu)dpeHinleTaHoH (cnonyka 123),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-oMmeTokcu-2-
(3-cbeHinnponokcu)deHinleTaHoH (cnonyka 124),
2-(3,5-anxnopnipuanH-4-in)-1-{3,4-ouMeTOKCH-2-
[2-(3-meTOKCUDEHIN)eTOKCH]DeHIn}eTaHOH  (cnonyka
125),
2-(3,5-anxnopnipuanH-4-in)-1-{3,4-gumeToKCn-2-
[2-(4-meTOKCUDEHIN)eTOKCH]DeHIn}eTaHOH  (cnonyka
126),
1-{2-[2-(3-6bpomdeHin)eTokcu]-3,4-
avmeTokcudpeHin}-2-(3,5-guxnopnipuauH-4-in)eTaHoH
(cnonyka 127),
2-(3,5-anxnopnipuanH-4-in)-1-{3,4-ouMeTOKCK-2-
[2-(2-meToKCUDeEHIN)eTOKCH]DeHIn}eTaHOH  (cnonyka
128),
2-(3,5-anxnopnipuanH-4-in)-1-{2-[2-(4-
dTOopdeHin)eTokcul-3,4-aumeTokcudeHin}eTaHoH
(cnonyka 129),
2-(3,5-anxnopnipugnH-4-in)-1-{2-[2-(2-
dTOpdeHin)eTokcul-3,4-aumeTokcudeHin}eTaHoH
(cnonyka 130),
2-(3,5-anxnopnipuanH-4-in)-1-{2-[2-(3,4-
anmveTokcudpeHin)etoken]-3,4-
avmveTokcudpeHin}etaHoH (cnonyka 131),
6eHsunosui  edip {6-[2-(3,5-anxnopnipnanH-4-
in)aueTnn]-2,3-4MMeTOKCMdEHOKCI}OLITOBOT  KMCMOTH
(cnonyka 132),
isonponinosun edip {6-[2-(3,5-guxnopnipnanH-4-
in)aueTnn]-2,3-4MMeTOKCMdEHOKCI}OLTOBOT  KMCMOTH
(cnonyka 133),
meTunosun edip 3-{6-[2-(3,5-anuxnopnipnanH-4-
in)aueTnn]-2,3-AMMeTOKCMEHOKCUMETUIIOEH30NHOT
kncnotu (cnonyka 134),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(3-meTunbyTtokcu)deHrinletaHoH (cnonyka 135),
2-(3,5-guxnopnipnanH-4-in)-1-(2-rekcunokcn-3,4-
aumeTokcudeHin)etaHoH (crnonyka 136),
1-(2-6yT-3-eHinokcu-3,4-ammeTokendeHin)-2-
(3,5-amxnopnipngnH-4-in)etaHoH (cnonyka 137),
2-(3,5-guxnopnipnanH-4-in)-1-(3,4-aMMeToKCH-2-
neHT-4-eHinokcngeHin)etaHoH (cnonyka 138),
2-(3,5-guxnopnipnanH-4-in)-1-(3,4-aumeToKcn-2-
nponokcugeHin)etaHoH (cnonyka 139),
1-(2-6yTokcu-3,4-gumeTokendeHin)-2-(3,5-
aunxnopnipnanH-4-in)etaHoH (cnonyka 140),
2-(3,5-anxnopnipuanH-4-in)-1-(2-isobytokcu-3,4-
avmMeTokcudpeHin)etaHoH (cnonyka 141),
etunosui  edip  4-{6-[2-(3,5-gnxnopnipnamnH-4-
in)auetvn]-2,3-0UMeTOKCUEHOKCUIMACTSHOT  KMCIO-
T (cnonyka 142),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-oUMeToKCU-2-
(4-meTunbeHannoken)deHinletaHoH (cnonyka 143),
1-[2-(3-xnopb6eHannokcn)-3,4-0UMeTOKCUAEHIN]-
2-(3,5-guxnopnipnanH-4-in)etaHoH (cnonyka 144),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-0UMeTOKCU-2-
(3-heHokcunponokeun)deHrinjetaHoH (cnonyka 145),
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2-(3,5-avxnopnipnanH-4-in)-1-{3,4-gumeTokcn-2-
[2-(4-meToKCcKdpeHin)-2-okcoeToKem]deHin}eTaHoH
(cnonyka 146),

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTun]-2,3-
OVMETOKCUPEHOKCUMETUN}BEHIOHITPMN (cnonyka
147),

4-{6-[2-(3,5-aguxnopnipuann-4-in)aueTtnn]-2,3-
ONMETOKCUEHOKCUMETUM}OEHIOHITPMN (cnonyka
148),

2-(3,5-amxnopnipngnH-4-in)-1-[3,4-guMeToKCK-2-
(HadpTanin-2-inmeTokcK)deHin]eTaHoH (cnonyka 149),

2-(3,5-anxnopnipnanH-4-in)-1-(3,4-oMMeToKcun-2-
neHTUNoKcudeHin)etaHoH (cnonyka 150),

1-(2-umknorekcmnmeTokcu-3,4-aumeTokendeHin)-
2-(3,5-anxnopnipnanH-4-in)etaHoH (cnonyka 151),

3-{6-[2-(3,5-auxnopnipnanH-4-in)aueTtnn]-2,3-
ONMETOKCUEHOKCUMETUI}OEH3OHITPMN (cnonyka
152),

1-{2-[2-(4-xnopdeHokcm)eTokeu]-3,4-
anmeTokeudpeHin}-2-(3,5-anxnopnipuauH-4-in)eTaHoH
(cnonyka 153),

2-(3,5-amxnopnipnanH-4-in)-1-[2-(2-
eTnnbyTokcm)-3,4-aumeTokeudeHinletTaHoH (cnonyka
154),

2-(3,5-amxnopnipnanH-4-in)-1-[2-(2-
rigpokcieTokeu)-3,4-aumeTokcudeHinjeTaHoH (cnony-
ka 155),

mMeTunosun edip 4-{6-[2-(3,5-anxnopnipuanH-4-
in)aueTtnn]-2,3-AMMEeTOKCUEHOKCMMETUIT}OEH30MHOT
kucnotu (cnonyka 156),

2-(3,5-anxnopnipnanH-4-in)-1-[3,4-gumMeToKCn-2-
(2-HadbTaniH-2-in-2-okcoeTokcn)dpeHinleTaHoH  (cno-
nyka 157),

2-(3,5-amxnopnipnanH-4-in)-1-{2-[2-(2,5-
anmeTokeudeHin)-2-okcoetokeul-3,4-
aumMeTokcudpeHinletaHoH (cnonyka 158),

2-(3,5-amxnopnipuanH-4-in)-1-[3,4-gumeToKcn-2-
(2-okco-2-n-TonineTokcu)deHinjeTaHoH (cnonyka
159),

2-(3,5-amxnopnipnanH-4-in)-1-[2-(4-
dTopbeHannoken)-3,4-ouMeTokCMdeHinleTaHoH
(cnonyka 160),

2-(3,5-amxnopnipnanH-4-in)-1-[2-(2-
pTOpbEeH3NNOKCH)-3,4-OUMETOKCUMEHIN]eTaHOH
(cnonyka 161),

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-gumMeToKCn-2-
(3-TpndbTOpMETUNOEH3NNOKCH)DEHIN]eTaHOoH (crony-
Ka 162),

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-guMeTOKCH-2-
(3-TpucbTopmeToKCUBEH3MMOKCH)dDEHIN]eTaHoH  (cno-
nyka 163),

2-(3,5-guxnopnipnanH-4-in)-1-[2-(3-dpTop-5-
TpucTOopMETUNOEH3UNOKCK)-3,4-
anmeTokcudeHinjetaHoH (cnonyka 164),

2-(3,5-guxnopnipnanH-4-in)-1-{3,4-aAMMeToKCK-2-
[2-(2-meToKCKMpeHin)-2-okcoeTokem]eHin}eTaHoH
(cnonyka 165),

2-(3,5-amxnopnipngnH-4-in)-1-{2-[2-(2,4-
anmeTundeHin)-2-okcoeTokcu]-3,4-
AvmMeTokeudeHinletaHoH (cnonyka 166),

1-[2-(4-xnop6eHannokcun)-3,4-auMeToKcudeHin]-
2-(3,5-avxnopnipnanH-4-in)etaHoH (cnonyka 167),

2-(3,5-guxnopnipnanH-4-in)-1-[2-(2-
OnpTopMETOKCMBEH3MITOKCK)-3,4-
anmeTokcudpeHinjetTaHoH (cnonyka 168),
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2-(3,5-anxnopnipnanH-4-in)-1-[2-(4-
isonponin6eHs3nnokcu)-3,4-aMmeTokcndeHinjeTaHoH
(cnonyka 169),
2-(3,5-anxnopnipuanH-4-in)-1-[2-(2-dpTop-6-
TpudTOopMETUNOEH3UNOKCK)-3,4-
aumeTtokcudpeHinjetaHoH (cnonyka 170),
2-(3,5-anxnopnipnanH-4-in)-1-[2-(2,3-gudTop-4-
mMeTun6eH3nnoken)-3,4-gumeTokcudeHinjeTaHoH
(cnonyka 171),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-oumeTokcu-2-
(2-meTunbeHannokcn)deHinletTaHoH (cnonyka 172),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-oumeTokcu-2-
(3-meTunbeHannoken)deHinletaHoH (cnonyka 173),
2-(3,5-anxnopnipuanH-4-in)-1-(3,4-gUMeTOKCKn-2-
neHT-2-eHinokcndeHin)etaHoH (cnonyka 174),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcun-2-
(2-meTunxiHoniH-6-inMeToKCcK)dpeHin]eTaHoH (cnonyka
175),
1-[2-(2-xnop6eHannokcn)-3,4-0UMeTOKCUAEHIr]-
2-(3,5-anxnopnipuanH-4-in)etaHoH (cnonyka 176),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-oumeTokcu-2-
(3-meTokcmbeHaunokeu)deHtinletaHoH (cnonyka 177),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(4-meTokcmbeHaunokeun)deHrinjetaHoH (cnonyka 178),
1-{2-[2-(3-xnopdeHin)eTokcu]-3,4-
anmeTokcudpeHin}-2-(3,5-guxnopnipnauH-4-in)eTaHoH
(cnonyka 179),
2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(5-meTunrekcunokcu)deHinletaHoH (cnonyka 180),
1-[2-(2-umknorekcuneTokcn)-3,4-
anmveTokeudpeHinl-2-(3,5-auxnopnipnanH-4-in)eTaHoH
(cnonyka 181),
etunosun  edip  5-{6-[2-(3,5-gnxnopnipnamnH-4-
in)auetvn]-2,3-0UMEeTOKCUEHOKCUINEHTAHOBO|  KM1C-
notu (cnonyka 182),
1-[2-(3-6eH3umnokcmnponokcu)-3,4-
anmeTokcudpeHinl-2-(3,5-auxnopnipnanH-4-in)eTaHoH
(cnonyka 183),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmveTokcudpeHokcilauetamig (cnonyka 184),
2-(2-{6-[2-(3,5-anxnopnipuanH-4-in)auetun]-2,3-
avmeTokcudpeHokciletun)isoingon-1,3-gioH  (cnonyka
185),
2-(3-{6-[2-(3,5-anxnopnipuanH-4-in)auetun]-2,3-
aumeTokcudeHokeunponin)isoiHgon-1,3-gioH  (cno-
nyky 186),
2-{6-[2-(3,5-gmxnopnipnaunH-4-in)aueTtnn]-2,3-
anmeTtokcudeHokeu}-N-meTunaleTamis (cnonyka
187),
2-(3,5-guxnopnipnanH-4-in)-1-(3-etokcun-2,4-
aumeTokcudeHin)etaHoH (cnonyka 188),
1-(3-umknonponinMeTokcu-2,4-AumeToKkCcudeHin)-
2-(3,5-guxnopnipnanH-4-in)etaHoH (cnonyka 189),
1-(2-aninokcu-3-6yT-3-eHinokcu-4-
mMeTokcudeHin)-2-(3,5-auxnopnipnanH-4-in)eTaHoH
(cnonyka 190),
1-(3-6yT-3-eHinokcu-2,4-aumeTokendeHin)-2-
(3,5-guxnopnipnanH-4-in)etaHoH (cnonyka 191),
2-(3,5-guxnopnipnanH-4-in)-1-(2,4-aumeTokcu-3-
nponokcugeHin)etaHoH (cnonyka 192),
1-(3-aninokcu-2,4-gumeTtokcudeHin)-2-(3,5-
auxnopnipnanH-4-in)etaHoH (cnonyka 193),
2-(3,5-guxnopnipnanH-4-in)-1-[2,4-gpumeTokcun-3-
(4-meTunneHT-3-eHinokcu)deHrinjeTaHoH (cnonyka
194),
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2-(3,5-amxnopnipnanH-4-in)-1-[3-(2-
rigpokcieTokcu)-2,4-aumeTokcudeHinleTaHoH (cnony-
ka 195),

2-(3,5-avxnopnipnanH-4-in)-1-(2,4-gpumeTokcu-3-
deHeTunokcudeHin)etaHoH (cnomnyka 196),

1-(3-6eH3unokcmn-2,4-gumeTokcmderin)-2-(3,5-
AnxnopnipnaunH-4-in)etaHoH (cnonyka 197),

2-(3,5-avxnopnipnanH-4-in)-1-(2,4-gumeToken-3-
NeHT-2-eHinokcndeHin)etaHoH (cnonyka 198),

2-(3,5-amxnopnipngnH-4-in)-1-[2,4-gumeTokcun-3-
(2-meTokcieTokcu)deHin]eTaHoH (cnonyka 199),

1-(3-6yT-2-mHinokcu-2,4-AMmeTokcndeHin)-2-
(3,5-amxnopnipnanH-4-in)etaHoH (cnonyka 200),

2-(3,5-avxnopnipnanH-4-in)-1-(2,4-gumeTokcu-3-
npon-2-iHinokcudeHrin)etaHoH (cnonyka 201),

2-(3,5-amxnopnipnanH-4-in)-1-[3,4-guMeToKCH-2-
(2-okco-2-niponianH-1-ineTokcn)deHinleTaHoH  (cno-
nyka 202),

N-6eH3un-2-{6-[2-(3,5-amxnopnipuanH-4-
in)aueTtun]-2,3-aMmeTokcndeHoKci faLeTamia  (cnony-
ka 203),

2-(3,5-amxnopnipnanH-4-in)-1-[3,4-gumeToKcu-2-
(2-mopdponiH-4-in-2-okcoeTokcun)dpeHin]eTaHoH  (cno-
nyka 204),

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokeudpeHoken}-N-derinaueTtamis (cnonyka
205),

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTokeudeHoken}-N-meTun-N-ceHinauetamis
(cnonyka 206),

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(3-rigpoken-3-
MeTunbyTtun)auetamig (cnonyka 207),

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudeHoken}-N-nponinavetamia (cnonyka
208),

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTokcudpeHoken}-N-isonponinauetamig  (cnonyka
209),

N-6yTun-2-{6-[2-(3,5-auxnopnipnann-4-
in)aueTtvn]-2,3-aMmeTokcndeHoKCifaueTamig  (cnony-
ka 210),

N-uunknoneHTun-2-{6-[2-(3,5-gnxnopnipmanH-4-
in)aueTtun]-2,3-aMmeTokcndeHoKci faLetTamia  (cnony-
ka 211),

2-{6-[2-(3,5-auxnopnipnanH-4-in)auetnnl-2,3-
anmeTtokcudpeHoken}-N-(3-metundytun)aueTtamia
(cnonyka 212),

2-{6-[2-(3,5-gnxnopnipnauH-4-in)aueTnn]-2,3-
anmeTtokcudeHoken}-N-(4-metokcubeHsun)auetamisg
(cnonyka 213),

2-{6-[2-(3,5-auxnopnipnanH-4-in)auetnnl-2,3-
anmeTtokcudeHoken}-N-(2,2-
anmeTtunnponin)auetamig (cnonyka 214),

N-umknorekcun-2-{6-[2-(3,5-guxnopnipnanH-4-
in)auetnn]-2,3-gumeTokcMdEHOKCI}aueTamig  (cnony-
ka 215),

2-{6-[2-(3,5-gnxnopnipnauH-4-in)aueTnn]-2,3-
anmeTokcudeHoken}-N-(3-meTokcmbeHann)aueTamig
(cnonyka 216),

N-uuknorentun-2-{6-[2-(3,5-guxnopnipnanH-4-
in)aueTnn]-2,3-gumMmeToKcMdEHOKCI}aLeTamig  (cnony-
Ka 217),
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2-{6-[2-(3,5-guxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-meTokcmbeHann)aueTamis
(cnonyka 218),

N-uuknorekcunmeTnn-2-{6-[2-(3,5-
aunxnopnipuauH-4-in)aueTvn]-2,3-
aumeTokcudeHokcilaueTamia (cnonyka 219),

2-{6-[2-(3,5-guxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-rigpokcietTun)auetamis
(cnonyka 220),

(R)-2-{6-[2-(3,5-anxnopnipugnH-4-in)auetun]-2,3-
avmeTokcudeHoken}-N-(1-cpeHinetun)auertamis,
(cnonyka 221),

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
AnmeTokcudpeHoken}-N-(3-rigpokecunponin)auetamis,
(cnonyka 222),

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-meTokcieTnn)auetamis
(cnonyka 223),

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-
AvMeTunamiHoeTun)aueTtamig (cnonyka 224),

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(3-
aumeTunnamiHonponin)aueTamig (cnonyka 225),

(S)-2-{6-[2-(3,5-guxnopnipnamnH-4-in)aueTtnn]-2,3-
anmeTokcudpeHoken}-N-(1-peHinetun)avetamis
(cnonyka 226),

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(3-
isonponokcunponin)aueTtamig (cnonyka 227),

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-cpypaH-2-inmeTnnavetamig
(cnonyka 228),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-nipnamH-2-inmetunavetamia
(cnonyka 229),
2-{6-[2-(3,5-guxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHokeun}-N-nipnamn-3-inmetTunavetamia
(cnonyka 230),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-cpeHokcieTun)auetamia
(cnonyka 231),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-nipnamH-4-inmetTunavetamia
(cnonyka 232),
2-{6-[2-(3,5-amxnopnipugunH-4-in)aueTtnn]-2,3-
anmeTokcudeHokeu}-N-(4-eTunbeHsun)auetamig
(cnonyka 233),
2-{6-[2-(3,5-gmxnopnipuaunH-4-in)aueTtnn]-2,3-
avmeTokcudeHokeu}-N-(3,5-
andTopbeHann)aueTtamia (cnonyka 234),
2-{6-[2-(3,5-amxnopnipugunH-4-in)aueTtnn]-2,3-
anmeTtokcudeHokeu}-N-(2,3-
andTopbeHann)aueTtamia (cnonyka 235),
2-{6-[2-(3,5-gmxnopnipuaunH-4-in)aueTtnn]-2,3-
anmeTokcudpeHoken}-N-(2-nipnanH-2-
ineTun)auetamig (cnonyka 236),
2-{6-[2-(3,5-gmxnopnipuaunH-4-in)aueTtnn]-2,3-
anmeTokcudpeHoken}-N-(2-metunbeHsun)auetamia
(cnonyka 237),
2-{6-[2-(3,5-amxnopnipugunH-4-in)aueTtnn]-2,3-
avmeTokcudpeHokeu}-N-(3-pTopbGeHsun)auetamis
(cnonyka 238),
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2-{6-[2-(3,5-anxnopnipnaunH-4-in)aueTun]-2,3-
anmeTokcudpeHoken}-N-(3-metunbeHann)aueTtamia
(cnonyka 239),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(4-metunbeHann)aueTamia
(cnonyka 240),
2-{6-[2-(3,5-anxnopnipnaunH-4-in)aueTun]-2,3-
anmeTokeudpeHoken}-N-cbeHeTunauetamia  (cnonyka
241),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTun]-2,3-
anmeTokeudeHoken}-N-(2-nipuanH-4-
ineTun)aueTamig (cnonyka 242),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTun]-2,3-
anmeTokeudpeHoken}-N-(3-cbeHinnponin)auetamia
(cnonyka 243),
N-(2-xnop6eHaun)-2-{6-[2-(3,5-anxnopnipnanH-4-
in)aueTtvn]-2,3-aMmeTokcndeHoKcifauetamig  (cnony-
Ka 244),
2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-ninepmuamnt-1-
ineTun)auetamig (cnonyka 245),
N-(3-xnop6eHaun)-2-{6-[2-(3,5-anxnopnipnanH-4-
in)aueTtun]-2,3-aMmeTokcndeHoKcifaueTamig  (cnony-
Ka 246),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-mopdoniH-4-
ineTun)auetamig (cnonyka 247),
N-(4-xnop6eH3aun)-2-(6-[2-(3,5-anxnopnipnanH-4-
in)aueTtun]-2,3-aMmeTokcndeHoKcifaLeTamia  (cnony-
Ka 248),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokeudeHoken}-N-(2-nipnanH-3-
ineTun)auetamig (cnonyka 249),
2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-niponignh-1-
ineTun)auetamig (cnonyka 250),
N-(2-auetunaminoetun)-2-{6-[2-(3,5-
anxnopnipuauH-4-in)auetvn]-2,3-
AvmMeTokcudeHokcilauetamig (cnonyka 251),
(R)-2-{6-[2-(3,5-amxnopnipnanH-4-in)auetun]-2,3-
anmeTokcudpeHoken}-N-(2-rigpoken-2-
deHineTnn)auetamig (cnonyka 252),
(S)-2-{6-[2-(3,5-guxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-rigpoken-2-
deHineTnn)auetamig (cnonyka 253),
2-{6-[2-(3,5-auxnopnipnanH-4-in)auetnnl-2,3-
anmeTtokcudeHokeu}-N-TiocpeH-2-inmetTunauetamig
(cnonyka 254),
2-{6-[2-(3,5-gnxnopnipnauH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-[3-(2-okconiponiguH-1-
in)nponinjauetamig (cnonyky 255),
(2R)-2-{6-[2-(3,5-guxnopnipnanH-4-in)aueTun]-
2,3-aumeTokcndeHokem}-N-(2-rigpokciiHaaH-1-
in)auetamig (cnonyka 256),
N-uuknorentunmeTun-2-{6-[2-(3,5-
anxnopnipuanH-4-in)aueTtun]-2,3-
AvmMeTokcudeHokci}aueTamig (cnonyka 257),
2-{6-[2-(3,5-gnxnopnipnauH-4-in)aueTnn]-2,3-
anmeTokcudeHoken}-N-[2-(2-
rigpokcieTokci)eTunjauetamig (cnonyka 258),
2-{6-[2-(3,5-auxnopnipnaunH-4-in)auetnnl-2,3-
anmeTtokcudeHokeu}-N-(4-
AvmeTunamiHobyTun)aueTtamig (cnonyka 259),
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1-(3-umMKNoNeHTUNoKCK-2-rigpokcun-4-
mMeTokcudeHin)-2-(3,5-auxnopnipuanH-4-in)eTaHoH
(cnonyka 260),
1-(3-umKnonponinMeToKCU-2-TigpoKcu-4-
mMeTokcudeHin)-2-(3,5-auxnopnipuanH-4-in)eTaHoH
(cnonyka 261),
2-(3,5-anxnopnipuanH-4-in)-1-(3-eToken-2-
rinpokcn-4-meTokcudeHin)etaHoH (cnonyka 262),
2-(3,5-anxnopnipuanH-4-in)-1-(3-etoken-4-
MeTOKCU-2-heHeTUnokcudeHin)eTaHoH (cnonyka
263),
1-[2-(5-umknonponin[1,3,4]tiagiason-2-
inMeToKci)-3-eToKen-4-meTokendeHin]-2-(3,5-
ANXnopnipuaunH-4-in)eTaHoH (cnonyka 264),
G6eHsunosui  edip {6-[2-(3,5-anxnopnipngnH-4-
in)aueTnn]-2-eTokcmn-3-MeTOKCUPEHOKCI}oLTOBOT  KMC-
notu (cnonyka 265),
1-(3-aninokcu-2-rigpokcun-4-meTokendeHin)-2-
(3,5-amxnopnipnanH-4-in)etaHoH (cnonyka 266),
2-{2-aninokcu-6-[2-(3,5-guxnopnipuanH-4-
in)aueTnn]-3-meTokcMeHOKCUMEeTUN}OEH30HI TP
(cnonyka 267),
1-(3-aninokcn-4-meTokeun-2-heHeTnnokeundeHin)-
2-(3,5-anxnopnipnanH-4-in)etaHoH (cnonyka 268),
1-{3-aninokcn-2-[2-(4-dbTopdeHin)eTokcul-4-
mMeToKcudeHin}-2-(3,5-anxnopnipnanH-4-in)eTaHoH
(cnonyka 269),
N-6eH3un-2-{6-[2-(3,5-amxnop-1-okcunipuanH-4-
in)aueTnn]-2,3-gumeTokcmdeHokcilaueTamia  (cnony-
ka 270),
2-(3,5-anxnop-1-okcunipnanH-4-in)-1-(3,4-
OUMETOKCU-2-heHeTunokcmdeHin)eTaHoH  (cnonyka
271),
2-(3,5-anxnop-1-okcunipnanH-4-in)-1-{2-[2-(4-
dTOpdeHin)eTokcul-3,4-aumeTokcudeHin}eTaHoH
(cnonyka 272),
2-(3,5-anxnop-1-okcunipnaunH-4-in)-1-{3,4-
ONMeTOKCK-2-[2-(1-okeunipnanH-4-
in)eTokcu]dpeHin}etaHoH (cnonyka 274),
2-(3,5-anxnop-1-okcunipnanH-4-in)-1-(2-
rigpokcu-3,4-gumeTokcudpeHin)eTaHoH (cnonyka 275),
4-(2-{6-[2-(3,5-anxnop-1-okcunipnamH-4-
in)aueTnn]-2,3-4MMeTOKCUdEHOKCI }e TUI )OEH30HITPUN
(cnonyka 276),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-oUMeToKCU-2-
(2-nipunanH-4-inetokcu)dpeHinletaHoH (cnonyka 277),
4-(2-{6-[2-(3,5-anxnopnipnaunH-4-in)auetnn]-2,3-
AvmMeTokcudeHokcileTun)oeH3oHiTpun (cnomnyka 278),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-oUMeTOKCU-2-
(2-nipuguH-2-ineTtokcn)derinletTaHoH (cnonyka 279),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-oUMeTOKCU-2-
(2-nipnanH-3-inetokcu)peHinletaHoH (cnonyka 280),
2-(3,5-guxnopnipnanH-4-in)-1-{2-[2-(4-
MeTaHcynbdiHindgeHin)etokcu]-3,4-
anmeTokcudpeHin}eTaHoH (cnonyka 281),
2-(3,5-anxnopnipuanH-4-in)-1-{2-[2-(4-
MeTaHcynbgOoHindeHin)etokcm]-3,4-
avmMeTokcudpeHin}eTaHoH (cnonyka 282),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-0UMeTOKCU-2-
(1-dbeHinnponokcu)deHin]etaHoH (cnonyka 283),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-oUMeToKCU-2-
(2-dbeHinnponokcu)deHin]eTaHoH (cnonyka 284),
2-(3,5-guxnopnipnanH-4-in)-1-[3,4-oUMeToKCU-2-
(1-meTun-2-cbeHinetokcn)deHinjeTaHoH (cnonyka
285),
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2-{6-[2-(6-xnopnipa3uH-2-in)aueTtnn]-2,3-
anmeTokcudeHoken}-N-nponinavetamia (cnonyka
286),

2-{6-[2-(3-6bpomnipa3uH-2-in)aueTnn]-2,3-

anmeTokcudeHoken}-N-nponinavetamia (cnonyka
287),

2-{6-[2-(2,6-gnxnopdeHin)auetun]-2,3-
anmeTokeudeHoken}-N-nponinavetamia (cnonyka
288),

2-[2,3-anmeTokcn-6-(2-nipnamnH-4-
inaueTun)deHokcum]-N-nponinauetamig (cnonyka
289),

2-[2,3-anmeToKCKn-6-(2-xiHoMiH-4-
inaueTun)deHokcum]-N-nponinaueTamig (cnonyka
290),

2-[2,3-gnmeToKCcKn-6-(2-nipa3nH-2-
inaueTun)deHokcum]-N-nponinauetamig (cnonyka

291),

2-{6-[2-(3-6pomnipnanH-4-in)auetunnl-2,3-
anmeTokcudeHoken}-N-nponinavetamia (cnonyka
292),

2-{6-[2-(3,5-gnbpomnipnanH-4-in)auetun]-2,3-
anmeTokeudeHoken}-N-nponinauetamia (cnonyka
293),

2-{6-[2-(6-xnopnipumignH-4-in)aueTtnn]-2,3-
anmeTokeudeHoken}-N-nponinauetamia (cnonyka
294),

2-{6-[2-(4-xnopnipngunH-2-in)auetun]-2,3-
anmeTokcudeHoken}-N-nponinavetamia (cnonyka
295),

2-{6-[2-(2-xnopnipngunH-3-in)aueTun]-2,3-
avmeTokcudeHoken}-N-nponinauetamia (cnonyka
296),

2-{2,3-anmeToKcn-6-[2-(2-meTokcunipuanH-4-
in)aueTtun]deHokcun}-N-nponinavetamis (cnonyka
297),

2-{6-[2-(2-uiaHonipnanH-4-in)auetun]-2,3-

anmeTokeudeHoken}-N-nponinavetamia (cnonyka
298),

2-[2,3-gnmeToKCKn-6-(2-nipnaasmH-3-
inaueTun)deHokcm]-N-nponinauetamig (cnonyka

299),

2-(2-TpeT-6yTMnamiHo-3,5-anxnopnipuanH-4-in)-
1-{2-[2-(4-pTOopdeHin)eTokcu]-3,4-
anmeTtokcudeHinietaHoH (cnonyka 300),

2-(2-amiHo-3,5-guxnopnipnanH-4-in)-1-{2-[2-(4-
dTopdeHin)eTokcu]-3,4-AMMETOKCUDEHIN}eTaHOH
(cnonyka 301),

2-(3,5-guxnopnipnanH-4-in)-1-(4-etokcun-3-
METOKCU-2-EeHETUITOKCUEHIN)ETaHOH (cnonyka
302),

{6-[2-(3,5-anxnopnipuauH-4-in)auetnnl-2,3-
anmeTokcudeHokcilouToBa kucnoTa (cnonyka 504),

METW0BUI edip 2-TpeT-
OyTOKCUKapOOHINMeToKCH-3,4-0MMETOKCUMOEH30MHOT
kncnotu (cnonyka 506a),

MeTUnoBumn eqip 2-kapbokcnmeTokeu-3,4-
ONMETOKCMOEH30MHOT KucroTu (cnonyka 506b),

MeTUnoBumn edip 3,4-oumeToKCKn-2-
nponinkap6amoinmMeTokcMbGeH30MHOT KMCNoTU (cnony-
ka 506c¢) abo

2-{6-[2-(3,5-amxnopnipnaunH-4-in)auetnnl-2,3-
anmeTokeudeHokci}-N-etunauetamia (cnonyka 305),

i iX hapmaueBTUYHO MPURHATHUX i isionoriyHo
po3LlennioBaHnX CKrnagHux edipis, hapmaueBTUYHO
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NpURHATHUX conew, rigpatis, N-okcuais abo conbBa-
TiB.

B ogHOMy nepeBaxHOMY BapiaHTi 34iMCHEHHS
AaHoro BuHaxofay Xs nosHavae N, i X1, Xz, Xs i X5 n03-
HavaloTb -CH-. B iHWoOMyYy BapiaHTi 34iMCHeHHs Xi
nosHayvae N, i Xz, X3, X4 i X5 no3Havatotb -CH-. B in-
LIOMY BapiaHTi 34icHeHHs1 X, no3Havae N, i X, X3, X4
i X5 nosHavatTb -CH-. B iHLWIOMY BapiaHTi 3AiiCHEeHHSA
X4 nosHavae N, i X1, Xz, X3 i Xs no3HavatoTb -CH-, abo
Xs nosHavae N, i X1, Xz, X3 i X4 no3Havatotb -CH-. B
iHLLOMY nepeBaXHOMY BapiaHTi 30iIMCHEHHS X1, X2, Xa,
X4 i Xs nosHavawTe -CH-. Y we ogHomy BapiaHTi
30iNcHeHHA X1 i X4 no3HavaTb N, i X2, X3 i X5 no3Ha-
yatoTb -CH-, abo Xz i X5 nosHayaotb N i X1, X3 i Xa
npeacraensaoTb -CH-, abo X3 i Xs no3HavaoTtb N i X,
X2 i X4 no3HavatoTb -CH-. B iHWoOMY BapiaHTi 3ginc-
HeHHA X1 i X2 no3HavatoTb N, i X3, X4 i X5 no3HavaoTb
-CH-, abo X4 i X5 no3Havatotb N i Xy, X, i X3 no3Hava-
toTb -CH-.

MpuaaTHi 3amicHMKM R11 Kinbua B BkntovaoTh ra-
noreHu, Taki sik xrop, 6pom abo dTOp, LiaHO, METOK-
CW, eTOKCKU, NPOMoKcK abo arkinamiHu, Taki sik TpeT-
OyTuUnamiH.

3amicHukm Ry; kinbusa B MoxyTb nepeBaxHo 6yTn
npuegHaHi B opTo- (nonoxeHHs 2 i 6) i/abo meta-
(nonoxeHHst 3 i 5) NONOXeHHI CTOCOBHO MOMOXEHHS,
y SIKOMY Kinbue B npuegHaHe 0o MeTUngeHinKeToHy.

B iHWoOMY BapiaHTi 3giMCHEHHs, konn Rs nosHa-
yae BoAeHb, ToAi OaunH 3 X1, Xz, X3, X4 abo Xs nosHa-
Yyae asor.

B ogHomy abo GinbLue BapiaHTax 3AiNCHEHHS Aa-
HOro BWMHaxogy crnonyku cdopmynu |, Sk BM3HAYEHO
BULLIE, MOXYTb OyTn BMKOpUCTaHI B Tepanii 1 ocobnu-
BO ONA MiKyBaHHS LUKIDHUX 3aXBOPHOBaHb.

B ogHoMy abo 6GinbLue BapiaHTax 34ilCHEHHA Oa-
HOro BMHaxOA4y LLUKipHE 3axBOpoBaHHS abo cTtaH Bub-
paHui i3 nponidepaTUBHMX i 3ananbHUX MNOpyLUEHb
WKipn, ncopiasy, paky, 3ananeHHs enigepmicy, ano-
newii, aTpodii wkipw, iHOyKOBaHOi cTepoigamm aTpo-
il WKipW, cTapiHHA LWKipn, OTOIHAYKOBaAHOro CcTa-
PiHHA  wWKipW, BYrpiB, AepmaTtuty, aTomMiYyHOro
aepmatuty, ceboperHoro gepmartuTy, KOHTaKTHOro
OepMaTuTy, KPOMUBHWULL, CBEPONSAYKM 1 eK3eMU.

Cronyku chopmynu | MoxyTb OyTM opgepxaHi B
KpucTaniyHin dpopmi abo GeanocepeaHbO KOHLEHTpa-
i€t 3 opraHiYyHOro po3ynMHHUKa, abo kpucTanisauieto
abo nepekpucTanisauiero 3 OpraHiyHOro PO34MHHMKA
abo cymilli 3a3HA4YE€HOro PO34YMHHMKA i CMiNbHOro po-
34MHHMKA, WO MoXe OyTu opraHiyHnMm abo HeopraHiy-
HUM, Takum sk Boga. Kpuctanu moxyTb OyTu BUAINEHI
y BMNacHe Kaxy4u BimnbHili Bi po3dnHHMKa dopmi abo
y BUrNS4i conbBaTy, Takoro sk rigpat. BuHaxig oxon-
NI0E BCi KpucTaniyHi dopmu, Taki gk nonimopdm i
ncesgononiMopgu, a Takox iX CyMiLli.

Cnonykn dopmynu | MOXyTb BkMoyatu abo He
BKIIOYATM acMMETPUYHO 3aMileHi (xipanbHi) aTtomm
BYrfneLt, Wo [alTb NOYaTOK ICHYBaHHIO i30MEepHUX
copm, Hanpuknag, eHaHTiomepiB i MOXNIMBO AiacTe-
peomepiB. [laHU BMHaXi[ CTOCYETLCA BCIX Takux i3o-
MepiB, 9K Y YMCTin opMmi, Tak i y popmMi iX cymiluen
(Hanpuknag, pauemartiB). YucTi cTepeoizomepHi do-
pMU CMOMYK i NPOMDKHMX CMONyK 3a BMHaxXo4oM MO-
XyTb ByTK ofepxxaHi 3a Jonomoroto npoleayp, Bigo-
MUX 3 PIBHS TeXHikn. Pi3Hi i30OMepHi hopMn MOXYyTb
OyTun po3gineri isnyHMMN MeTogamm noginy, Takumm
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AK CenekTMBHa KpucTanisauis, i xpomaTtorpadiyHmm
MeTOAMKaMW, Hanpuknag, PiguHHOK XpomaTorpadi-
€10, 3 BUKOPUCTaAHHAM XipanbHUX CTauioHapHuX ¢as.
EHaHTiOMepu moxyTb 6yTU BigaineHi oavH Big ogHOro
CENeKTUBHOK KpucTanisauielo X AiactepeoMepHux
coner 3 ONTUYHO aKTUBHUMW aMiHaMW, TakMMu §K |-
edeapvH. AnbTepHaTMBHO, €HaHTIOMEpPU MOXYTb
6yt posgineni xpomaTorpadiyHuMn MeToamkamun 3
BMKOPUCTAHHAM XipanbHWUX CTauioHapHux ¢a3. 3a-
3HaYeHi YNCTi CTepeoi3oMepHi OPMU MOXYTb TaKoX
OyTV oaepxaHi 3 BiAMOBIAHMX YMCTUX CTepeoi3omep-
HUX OpM NpuAATHUX BUXiAHMX MaTepianis, 3a yMO-
BY, L0 peakLis NpoTikae cTepeocenekTuBHo abo cre-
peocneumdiyHo.  [lepeBaxHO, AKWO  OaxaHwi
BU3HAYEHU CTEepeoi3oMep, 3a3HadyeHa Crnornyka CUH-
Te3ylTb CTepeocenekTnBHMMmM abo crepeocneumndi-
YHUMK crnocobamu opepxkaHHs. Y umx crnocobax ne-
peBaXXHO BUKOPUCTOBYBATWU XiparnbHi YUCTi BUXIOHI
marepianu.

Cnonyku 3rigHO 3 JaHMM BUHaxXo4OM, Y BUMAOKy
notpebu B koMGiHaUii 3 iHLWMMY aKTUBHUMM CrioryKa-
MU, iMOBIpHO, MOXYyTb OyTW BMKOpUCTaHi Ans niky-
BaHHS LLKIPHUX 3axBoptoBaHb abo craHiB, abo rocT-
pux abo XpOHIYHMX MOpYyLUEeHb, MNOB'A3aHMX 3i
LWKIPHAMK paHamu, ocobnmeo AnA MiKyBaHHSA Nponi-
dhepaTvBHUX i 3ananbHMUX NOPYLLUEHb LLUKIpK, ncopiaay,
paky, 3ananeHHs enigepmicy, anoneuii, aTpodii LuKi-
pu, iHOykoBaHO! cTepoigamun aTpodii LWKipW, CTapiHHS
WKipK, pOTOIHOYKOBAHOrO CTapiHHA LUKIipW, BYrpiB,
aepmatuTy, aToniyHoro JepmatuTy, cebopenHoro
OepMaTtuTy, KOHTaKTHOro AepMaTuTy, KpOMnMBHUL,
CcBePONAYKN 1 eK3EMMU.

Kpim BYKOpUCTaHHS AnNs NiKyBaHHS MOAWHW, CMo-
NYKW 3rigHO 3 JAHWM BUHAXOAOM MOXYTb TaKOX OyTu
BUKOPUCTaHI y BeTepuHapii Ans niKyBaHHA TBapwH,
BKITHOYAKYM CCaBLiB, TakUX sIK KOHi, porata xyno0a,
BiBLLi, CBMHi, COBAaKU i KiLLKW.

Ona BukopuctaHHa B Tepanii Cnonyku 3rigHo 3
AaHUM BMHAXO0OOM 3HaXOASTbCA 3BUYANHO Yy OpMi
hapmaueBTNYHOI KOMMNo3wuuii. BuHaxig Tomy cTocy-
€TbCA (PapMaueBTUYHOI KOMMO3uLii, O BKMOYae
crnonyky c¢dopmynu |, y Bunagky notpebu pasom 3
oaoHMM abo Ginblue HWWMMKU TepaneBTUYHO aKTUBHU-
MU cronykamu, pa3oMm 3 hapmaueBTUHHO MPUAHAT-
HUM €eKCUMMNIEHTOM, OCHOBOK abo Hociem (Hocisimu).
EkcuunieHT nOoBUHHWUIA OyTU "NPUAHATHUM" Yy TOMy
3MICTi, WO BiH MOBWMHHMI OyTU CYyMICHUM 3 iHLIMMUK
iHrpegieHTamn komnosuuii i He ByTn WKignMBuUM ans
peuunieHTa.

lMepeBaxHO, aKTUBHWI IHrPedieHT CTaHOBUTL Bif
0,05 po 99,9 Bar. % Big Macu cnonyku.

Y cTaHgapTHIv nikapcbkin opMi cnonyka mMoxe
BBOAMTUCA oanH abo Binblue pasie Ha OeHb i3 npuaa-
THUMW iHTEpBanamu, WO 3aBXAW 3anexartb, OfHaK,
Bifl CTaHy nauieHTa, i BianoBigHO A0 PO3NOPSAAXKEHHS,
3pobneHoro nikapem. MNepeBaxHo, nikapcbka dopma
cnonykn Mictutb Big 0,1 mr oo 1000 mr, nepeBaxHoO
Big 1 mr go 100 mr, Hanpuknag, 5-50 mr cnonyku ¢o-
pmynu .

MpuoaTtHa gosa cnonyku 3a BMHaxogom Oyae 3a-
nexartu, cepepf iHWoOro, Big BiKy i CTaHy nauieHTa,
CEepNO3HOCTI 3aXBOPIOBaHHS, WO NigAaETbCA NiKyBaH-
HIO, i iHLWIMX haKTOpiB, BiAOMUX NPAKTUKYHOHYOMY FliKa-
pto. Cnonyka mMoxe BBOOUTUCH NepoparbHO, NapeH-
TepanbHO abo TOMIYHO BIAMNOBIAHO OO0 PIi3HUX CXEM
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BBEOEHHS, Hanpuknag, woaHa abo 3 iHTepBanamu B
TWXAEHb. Y Uinomy okpema gosa 3HaxoguTbes B Aia-
nasoHi Big 0,01 go 400 mr/kr macu Tina. Cnonyka mo-
e BBoauTucs y dopmi bontoca (Tobto Bca gobosa
[o3a BBOAMTBCA Bigpasy), abo B po3adinbHUX [03aXx
ABa abo binbLue pasis Ha AeHb.

Y KOHTEKCTi TOMiYHOro nikyBaHHA Moxe 6yTu
GinbLU NepeBaxHO 3BEPHYTUCH A0 "OAMHULI BUKOPUC-
TaHHs", WO no3Hayae okpemy Ao3y, Lo Mmoxe 6yTn
BBeJ€EHa nauieHTy, i Aska moxe byTu nerko obpobneHa
M ynakoBaHa, 3anuwiarymcb ¢isnMyHo i XiMiyHo cTabi-
NBbHOK Pa3oBOK 03010, WO BKM4ae abo akTuMBHY
peyoBuHY siK Taky, abo ii cymiw i3 TBepgummn abo pia-
KMMK hbapmaueBTUYHUMU Po3pigxKyBayamm abo Hoci-
AMU.

TepMiH "oAMHNLUA BUKOPUCTAHHS" y 3B'A3KYy 3 TO-
NiYHUM BUKOPUCTaAHHSIM O3Hayae pasoBy, TOOTO
oKpeMy 03y, Lo Moxe OyTu ToniyHo BBeaeHa nadie-
HTY B KiNbKOCTi Ha KBagpaTHUA CaHTUMETP iHdiKoBa-
Hoi 30HM Big 0,1 mr go 10 mr i nepeBaxHo Big 0,2 mr
00 1 Mr po3rnsiHyTOro akTUBHOIO iHrpedieHTa.

Takox nepenbayeHo, WO NpuU OesSKUX pexumax
nikyBaHHA MoOxe OyTu KOpUCHMM BBeAEHHs 3 GinbL
OOBrMMM iHTEpBanamMmu, Hanpvknag, yepes AeHb, pas3
Ha TwkaeHb abo HaBiTb 3 GiNbl OOBrMMM iHTEpBana-
MU.

Akwo nikyBaHHA BKNOYaE BBEAEHHS iHWOro Te-
paneBTUYHO aKTMBHOI CMONYKM, pPEKOMEHOYeETbCHA
npokoHcyneTyBaTucs 3 Goodman & Gilman's The
Pharmacological Basis of Therapeutics, g™ Ed., J. G.
Hardman and L. E. Limbird (Eds.), McGraw-Hill 1995,
Y BiOHOLLEHHI KOPUCHUX A03yBaHb 3a3Ha4YeHuX Cno-
NyK.

BBeaeHHs cnonyku 3rigHO 3 AaHUM BMHAXo4oM 3
ogHUM abo Oinblue HWKWMK akTUBHMMMK Crionykamu
Moxe ByTv ogHoYacHUM abo NocnigoBHUM.

Cknagu BKNoYaloTb, Hanpuknag, cknagu y gop-
Mi, MpuaaTHIN 4na nepopanbHOro (BKMYakyn ynosi-
nbHeHe abo po3paxoBaHe BUBIMbHEHHS), peKTarnbHO-
ro, napeHTepanbHOro  (BKMOYal4M  MigLKipHe,
BHYTpiOYEPEBMHHE, BHYTPIM'A30BE, BHYTPICYrnoGHe i
BHYTPILUHbOBEHHE), YepPe3LLKIPHOro, OYHOro, TOMIYHO-
ro, HocoBoro abo Li4YHOro BBEAEHHS.

Cknagn MoxyTb ByTn npeacTaBneHi B cTaHgapT-
HMX niKapcbkux copmax i MoXyTb OyTW ofepxaHi
KOXHMM 3i cnocobiB, BigoMux B ranysi dapmaLii, Ha-
npuknag, sk pos3kpuTo B Remington, The Science and
Practice of Pharmacy, 21ed ed., 2005.

Yci cnocobu BkNoYaloTb CTafilo BBEAEHHSI aKTu-
BHOrO iHrpefieHTa B kOMOiHaUjil0 3 HOCIEM, WO ckna-
nae oavH abo Ginblle OOoNOMKHUX iHrpenieHTiB. 3a-
rariom, Cronykn o[epxXylTb, OAHOPIAHO | TiCHO
KOMOIHYIOUM aKTUBHWI iHIpegdieHT i3 pigkMM HocieM
abo ToHKkoOQMCNEepcHUM TBepAMM HocieM, abo 3 HUMUK
obowma, i noTimM, y BUnagky notpebu, opmyoum npo-
OyKT y 6axaHun cknag.

Cknagu 3rigHO 3 JaHMM BMHAxXOA4OM, MpuaaTHI
AN nepopanbHOro BBEAEHHS, MOXYTb ByTK y dhopmi
OKPEMWX OAMHULb, TaKMUX K Kancynu, nakeTuku, Tab-
netkn abo TabneTkn Ansi PO3CMOKTYBaHHS, KOXHa 3
SKUA MICTUTb NonepeaHbO BU3HAYEHY KifbKiCTb akTu-
BHOrO iHrpedieHTa; y dopMi MopoLuky abo rpaHyn; y
dopmi po3umHy abo cycneHsii y BogHin piguHi abo
HEeBOAHIN PifAMWHi, Taki Sk eTaHon abo rniuepuH; abo y
cdopmi emynbcii TNy "mMacno-e-Bogi" abo emynbCii
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TMny "Boga-B-macni'. Taki macna moxytb 6yTu xap-
YOBUMW ONISAMW, TaKUMW SIK, Hanpuknag, 6aBoBHsSHA
onis, KyHXyTHa onisi, KokocoBa ornis abo apaxicoBe
macro. MpuaatHi gucneprytodi abo cycneHaytodi are-
HTU ONA BOAHUX CYCMEH3IN BKOYAKTb CUHTETUYHI
abo HaTypanbHi Kamegi, Taki ik TparakaHT, anbriHar,
rymiapabik, AekcTpaH, kapbokcumeTunuenonosa Ha-
Tpito, XenatuH, MeTunuentonosa, rigpokeunponinme-
TUNUennosa, rigpokeunponinuentonosa, kapbomepu
i noniBiHINMNiponigoH. AKTUBHI iHrpegieHTn MOXyTb
Takox BBOAMUTUCA Yy dopmi Bontocy, enektyapito abo
Masi.

Tabnetka mMoxe OyTu ofepaHa npecyBaHHAM
abo popmyBaHHAM aKTUBHOrO iHrpedieHTa, y Bunaaky
notpebu, 3 ogHUM abo BinbLue JONOMIKHUMU iHrpeai-
eHTamu. [NpecoBaHi Tabnetkn MoxyTb ByTn ogepxaHi
npecyBaHHAM, y MpUAaTHOMY MEXaHi3Mi, akTMBHOrO
iHrpepieHTa (iHrpeaieHTiB) y cunyyin dopMi, Takin Ak
nopoLuok abo rpaHynu, y Bunagky notpebu, y cymili
3i 3B'A3Yy04MM, TakUM §IK, HaMpuknag, nakrosa, rmniwo-
Ko3a, Kpoxmanb, XenaTuH, rymiapabik, TparakaHT,
anbriHat HaTpito, KapboKkCcMMeTUNUenonosa, MeTun-
Lenono3sa, rigpokcunponinMeTunuentonosa, nonie-
TUNEHNIKONb, BOCKM i T.M.; NyOpUKaHTOM, Takum §K,
Hanpwvknag, onear HaTpilo, cTeapaT HaTpito, cTeapaT
MarHito, ©eH3oaTt HaTpilo, aueTaT HaTpilo, xnopua
HaTpito i T.N.; Ae3iHTerpaTopoM, Takum sIK, Hanpuknag,
Kpoxmanb, MeTunuentonosa, arap-arap, OEHTOHIT,
Kpockapmenosa HaTpito, MMiKONAT KpOXMaro HaTpito,
KpOCMOBIgoH i T.M., abo gucnepryymMm areHTom, Ta-
knm sk nonicop6at 80. PopmoBaHHi TabneTkn MOXyTb
Oyt ogepxaHi (bopmyBaHHAM, y NpuaaTHOMYy Mexa-
Hi3Mi, CyMiLLi MOPOLLKOBAHOrO aKTMBHOIO iHrpedieHTa i
NPUAATHOTO HOCIS, 3BONIOXKEHOrO iHEePTHUM PigKMM
po3pigxyBayem.

Cknagm ans pekTanbHOro BBEAEHHS MOXYTb Oy-
TV y dopMi cynosuTopiie, y SKux cknag 3rigHo 3 Aa-
HUM BWHAxXOAOM 3MillaHWiA 3 HW3bKOMMaBKUM BOAO-
PO3YMHHUMMU abo HEPO3YMHHUMMU TBEPAUMU
YacTUHKaMK, TakMMK SIK Onisi Kakao, rigpoBaHi poc-
NVHHI onii, nonieTuneHrnikonb abo edipn XNpHMUX
KMCMOT i NomnieTUNeHrnikonis, y TOW Yac sk enikevpu
MOXYTb OYyTW ofepaHi 3 BUKOPUCTAHHAM MipUCTUI-
nanbmitary.

Cknagu, npuaatHi Ans napeHTepanbHOro BBe-
OEHHS1, NepeBaXKHO BKIIOYAOTb CTEPUIbHUIA Macns-
HU abo BOOHWI NpenapaT akTUBHUX iHFPeaieHTiB, Lo
€ NnepeBaxHO i30TOHIYHMM i3 KPOB'tO peuunieHTa, Ha-
npuknag, i30TOHIYHUIN CONbOBUN PO3YMH, I30TOHIYHUI
PO34uH rnoko3n abo BGydepHuit posdnH. Cknag moxe
nepeBaxHO CTepunisyBaTucd, Hanpuknag, inbTpa-
Lieto yepes 3aTpumytounii 6akTepii inbTp, AooaBaH-
HAM OO0 cKknaga CTepunisylodoro areHta, onpoMiHeH-
HsAM cknagy abo HarpiBaHHsIM cknagy. JlinocomanbHi
cknagw, siK po3Kputo, Hanpuknag, y Encyclopedia of
Pharmaceutical Technology, vol.9, 1994, € Takox
nNpvaaTHUMK 418 NapeHTepanbHOro BBEAEHHS.

AnbTepHaTnBHO, crnonyku dopmMynu | moxyTb By-
TN npegcTtasneHi y ¢opmi CTepunbHOro TBepaoro
npenaparty, Hanpuknazg, BWCyLleHoro cybnimadieto
NOPOLLKY, WO Nerko pO34YMHSETbCS B CTEPUNBHOMY
PO34MHHMKY Be3nocepeaiHbO Nepes BUKOPUCTAHHSIM.

TpaHcaepManbHi cknagnm MoxyTb 6yTn y dopmi
nnactupy abo nos'A3ku.
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MpuoaTHe o4yHe BBeAeHHs cknagiB mMoxe 6yTn
3aincHeHe y hopMi CTepUnNbHOro BOAHOMO npenapary
aKTMBHUX iHTPEAIEHTIB, LLO MOXYTb BYTW B MiKpOKpUC-
TaniyHin dopmi, Hanpuknag, y opmi BOAHOT MiKpOK-
pucTaniyHoi cycnensii. JlinocomanbHi cknagn abo
Giopo3knaayBaHi noniMepHi cuctemu, Hanpuknag, siK
po3kputo B Encyclopedia of Pharmaceutical
Technology, vol.2, 1989, MOXyTb TakoX BWKOPUCTO-
BYyBaTUCA ONS1 OMHOrO BBEAEHHSI aKTMBHOrO iHrpegie-
HTa.

Cknagn, npugaTHi ans TomiyHoro abo OYHOro
BBEOEHHS!, BKIOYaloTb pigki abo HaniBpigki npenapa-
T, Taki K NiHIMEHTW, NOCbNOHW, reni, annikauii, emy-
nbCil TMNY macno-B-sogi abo Boga-B-Macni, Taki sk
Kpemu, masi abo nactu; abo po3unHu abo cycnenasii,
Taki Ak kpanni. Komnosuuii gna o4HOro nikyBaHHS
MOXYTb MEPEBaXHO 0OOATKOBO MICTUTU LUKIOLAEKCT-
PVH.

Ona ToniyHoro BBedeHHA cnonyka dopmynu |
MOXe 3BMYaiHO OyTW MPUCYTHLOK Yy KINbKOCTI Big
0,01 po 20 Bar. % Big Macu KoMno3uuii, Hanpuknaa,
Bia 0,1% po npmbnusHo 10%, ane moxe Takox 6yTn
NMPUCYTHBLOK Y KiNbKOCTI Ao npubnuaHo 50% Big macu
KomMno3uuii.

Cknagw, npugaTHi Ansg HOCOBOro abo LiyHOro
BBEOEHHS!, BKMOYalOTb MOPOLLOK, CAMOBULLTOBXYBaAHi
i po3snopoluyBaHi ckrnagu, Taki K aepo3oni i nynoBe-
pusatopu. Taki cknagu po3kpwuTti Binblw goknagHo,
Hanpuknag, y Modern Pharmaceutics, 2nd ed., G. S.
Banker and CT. Rhodes (Eds.), page 427-432,
Marcel Dekker, New York; Modern Pharmaceutics, 3"
ed., G. S. Banker and CT. Rhodes (Eds.), page 618-
619 and 718-721, Marcel Dekker, New York and
Encyclopedia of Pharmaceutical Technology, vol. 10,
J. Swarbrick and J. C Boylan (Eds), page 191-221,
Marcel Dekker, New York.

Ha pgopaTtok oo nepepaxoBaHMX BULLE iHrpedieH-
TiB, cCknagu cnonyku cgopMynu | MoXyTb BKNoYaTu
oavH abo Ginblue JoOAaTKOBUX IHIPEdieHTIB, TakMX sK
pospigxyBadi, Oydepn, apomaTu3ylodi pPeyOoBUHMU,
GapBHVIKN, NOBEPXHEBO-AKTUBHI PEYOBUHM, 3ryLLYIOi
areHTu, KOHCEepPBAHTW, Hanpuknag, MeTunrigpokcube-
H30aT (BKMHOYaYM aHTUOKCUAAHTW), emynbratopu i
T.M.

Konu akTtuBHWIA iHrpedieHT BBOAATb Y hopMi co-
nen 3 papmaueBTUYHO MPUAHATHUMU HETOKCUYHUMMU
Kucrnotamm abo ocHoBamu, NepeBaxHi coni €, Hanpwu-
Knag, nerko BOAOPO3YMHHMMK ab0 Manopo34YMHHMMM
y BOZi, Wob ogepxatu ocobnuvBy i NpuaaTHy LWBUA-
KicTb abcopbuii.

dapmaLeBTNYHA KOMMO3WLisE MOXe [A04aTKOBO
BKNtOYaTM oanH abo Binblue iHWUX aKTUBHUX KOMMO-
HEeHTiB, TpPaguUiNHO BWKOPUCTOBYBAHWUX Y MNiKyBaHHi
LWKIPHOTO 3axBOptOBaHHS abo CTaHiB, Hanpuknag,
BMOpaHUX i3 rpynu, WO cknagaeTbes 3 nponidepatu-
BHMX i 3ananbHUX MOpyLleHb LLKipKW, rncopiasy, paky,
3ananeHHs enigepmicy, anonevwii, aTpodii LwWKipw,
iHOyKOBaHoOi cTepoigamy atpodii Lwkipn, CcTapiHHA
LUKipW, POTOIHAYKOBAHOrO CTapiHHA LUKipW, BYrpiB,
JepMatuTy, aToniyHoro pgepmatuty, cebGopenHoro
OepMaTuUTy, KOHTaKTHOrO [epMaTtuTty, KpOnUBHWLL,
CBeEPONSAYKM 1 eK3eMu.

Mpuknagn TakMx AOOATKOBUX aKTUBHMX KOMMO-
HEHTIB MOXyTb, Hanpuknag, 6ytn BubpaHi 3 rpynu,
WO CKMagaeTbCs 3 [OKOKOPTUKOIAIB, BiTamiHy D i
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aHanorie BiTamiHy D, aHTuUrictamiHiB, aHTaroHicTiB
TpomboumTakTuBytodoro caktopa (PAF), aHTuxoni-
HepriyHnx 3acobiB, METUIKCAHTUHIB, B-aapeHepriYHnX
areHTiB, iHribiTopie COX-2, caniyunarTis, iHgoMeTaum-
Hy, donydeHamaTy, HanpoKceHy, TiMeraguHy, coneu
30M10Ta, NeHiuMnamiHy, WO 3HWXYIOTb XONECTEPUH Y
cupoBartui 3acobiB, peTuMHOIAiB, conen LUMHKY i cani-
uunasocynbsdanipuanny.

CNOCOBN OOEPXAHHA

Cnonyku 3rifHO 3 AaHUM BUHAXO4OM MOXYTb Oy-
TV ofepXaHi MHOXWHOIK cnocobis, Bioomux daxiBuro
B ranysi cuHtedy. Cnonyku cdopmynu | MOXyTb, Ha-
npuknag, 6yt ogepxaHi 3 BUKOPUCTAHHAM peakuint i
METOOMK, OMUCAHWX HWXkK4Ye, pa3om 3i cnocobamu,
BiJOMVMM 3 PIiBHSA TEXHIKN B rany3i CMHTETUYHOI opra-
HiYHOT Ximii, abo ix Bapiauin, Wwo 6yayTb o4eBUaHI Ans
daxisud. lNepeBaxHi cnocobu BkNYawTb, ane He
o6MmexeHi HMMKU, onucaHi Huxkye. Peakuii npoBoasaTh y
PO34MHHMKAX, LIO Bi4MOBI4aOTb BUKOPUCTOBYBAHUM
peakTnBaM i maTepianam i npugaTtHUX 4na nposege-
HUX nepeTBopeHb. KpiM Toro, BapTo posymiTu, WO B
crnocobax CUMHTe3y, ONMCaHUX HUXYe, YCi 3anpomnoHo-
BaHi YMOBW peakLii, BknioYyaum BnbIp po3vnmHHUKAE,
aTmocdepu peakuii, Temnepatypu peakuii, Tpusa-
nicTb eKcnepumeHTy i npouenyp AOCNIMKEHHSA, BUOK-
palTb TakMM YMHOM, LWOO BOHM Bynu cTaHaapTHUMU
Ans uiei peakuii, sk Oyae nerko 3po3ymino gaxisuto.
He Bci cnonyku, Lo CTOCYOTbCA AaHOro Kracy, Mo-
XyTb OYyTM CyMicCHi 3 Aeskumn 3 yMOB peakLii, Heob-
XiOHWX Yy Oesikux 3 onucaHux cnocobiB. Taki obme-
XKEHHS1 Yy BiQHOLUEHHI 3aMiCHUKIB, LLO € CyMiCHUMMK 3
ymMOBamMu peakuii, 0yayTe oyeBugHi onsa daxisus B
AaHin ranysi, i MOXyTb BMKOPUCTOBYBAaTUCA anbTep-
HaTMBHI cnocobu. Cnonyku 3rigHO 3 JaHUM BUHAXO-
OoMm abo Oyab-sika MpoMidkHa cronyka MoXxyTb OyTu
OYMLLIEHI, SKWO Lie NOTPIBHO, 3 BUKOPUCTaAHHAM CTaH-
AapTHUX MeTofiB, BigoMux cpaxiBLto B ranysi opraHi-
YHOIO CUWHTE3y, Hanpwuknag, cnocobiB, ONUCaHWX Yy
"Purification of Laboratory Chemicals”, 5" ed. 2003.
BuxigHi maTtepianu € BigoMmn abo KomepLinHO JoC-
TYMHUMKU crionykamu, abo BOHM MOXyTb OyTu ogep-
XaHi 3BUYaHUMKM crnocobamu CuHTEe3sy, BiJOMUMU
daxisLito.

SArAJTbHI MPOUEAQYPW, MPUKINAOW OOEP-
YKAHHA | NPUKNAON

CnekTtpu H A0EePHOro MarHiTHOro pesoHaHcy
(AMP) 3BuyanHo peectpyBanu npu 300 Mry. 3Ha-
YEeHHs1 XiMiYHOro 3pyLleHHst (O, B M.4.) BKasaHi B 3a-
3Ha4YeHOMY PO3YMHHUKY LLIOAO BHYTPILIHIX CTaHAapTiB
TeTpameTuncunady (& =0,00) abo xnopochopmy (O
=7,25). 3Ha4YeHHs1 MynbTUMNMETY, SIK BU3HaYeHi (ay6-
net (g), Tpunner (T), kBapTeT (KB)), TaK i He BU3HAYEHI
(m) HaBepgeHi B NpubnuU3HIi cepeHin Touui, AaeTbes,
AKLLO Aiana3oH He 3a3HadeHun. (ywup.c) Bkasye po-
3lMpeHnin cuHrneT. BukopuctoByBaHi opraHivHi pos-
YMHHUKM Bynu 3BM4YariHO Ge3BogHMMK. XpomaTorpa-
ito 3gincHioBann Ha cunikareni Merck 60 (0,040-
0,063 mm). MNo3HayeHi BiAHOCMHU PO3YMHHUKA CTOCY-
10TbCA BifHOLLEHHS 00:00, SKWO0 He 3a3HaveHe iHLe.

BukopucToBytoTb HacTynHi abpesiaTypu:

ADDP 1,1-(a3ogmnkapboHin)avninepuauvH

AIBN a306ici300yTMpoHITPMN

Ar-Me apwun-meTun

DCE auxnopertaH
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DCM anxnopmeTtaH

OM®PA N,N'-gumeTtuncgopmamig

OMCO AvMeTuncynbgokcna

Et etun

r rognHu

HATU O-(7-a3abeHsoTpuason-1-in)-1,1,3,3-
TETPaMeTUNYPOHIn rekcadpTopdocdaTt

HetAr-Me | retepoapui-meTusn

n niTp

LDA giisonponinamig niTito

LIHMDS | rekcameTungucanasif nitito

m Mini

MCPBA | M-xnopnepokcmbeH3onHa KucnoTa

Me MeTun

NBS N-6pomcyKuMHIMng,

NMP 1-meTun-2-niponignHoH

AMP SOEPHUA MarHiTHUA pe3oHaHC

rt TemnepaTtypa HaBKOMNWLIHLOIO Cepeao-
BMLLA

RT Yyac yTpMMaHHsA

TBAD an-TpeT-6yTunasogmkapbokcunat

TOA TpudTOpOLTOBA KUCIOTa

o TeTparigpodypaH

TIS TpuetuncunaH

06 obear

MpenapatusHa BEPX/MC

MpenapatusHy BEPX/MC  3pilicHioBann  Ha
Dionex APS-cuctemi 3 gBoma npenapaTtMBHUMN Ha-
cocamn Shimadzu PP150 i mac-cnektpoMeTpom
Thermo MSQ Plus. Kononka: Waters XTerra C-18,
150%x19 MM, 5 MKM; cuctema posyMHHUMKIB: A=BoAa
(0,1% mypawmwmHoi kucnotn) i B=auetoritpun (0,1%
MypaLUMHOI KMCNoTKh); 06'eMHa WBMAKICTb NOTOKY=18
mn/xB.; cnoci6 (10 xBunuH): Cnoci6 niHiiHoro rpagie-
HTa Big 10% B oo 100% B uepe3 6 xBunuH i niatpu-
mMaHHs 100% B npoTsrom e 2 xeunuH. ®pakuii 36u-
panu Ha OCHOBI IOHHWX CRigiB peneBaHTHUX iOHIB i
curHany PDA (240-400 Hm).

AHanitnyHa BEPX/MC

Cnoci6 A:

AnanitnyHy BEPX/MC 3gincHioBanm Ha Dionex
APS-cuctemi 3 aHanituyHum Hacocom P680A i mac-
cnektpomeTpoMm Thermo MSQ Plus. KonoHka: Waters
XTerra C-18, 150%x4,6 MM, 5 MKM; cuctema pPo34nH-
HukiB: A=Boga (0,1% m™ypawwuHoi Kkucnotn) i
B=aueToHitpun (0,1% MypawmHoi kucnoTtu); ob'emHa
weuakicte notoky=1,0 mn/xs.; crnocid (10 xBunuH):
Cnoci6 niHiiHoro rpapieHta Big 10% B go 100% B
yepes 6,6 xBunuHuM i nigTpumarnHa 100% B npoTtsarom
we 1,5 XxBUNUHN.

Cnoci6 B:

AnanitnyHy BEPX/MC 3giicHioBanu Ha cuctemi,
wo cknagaetbca 3 BEPX Waters 2795, wmac-
cnektpomeTpa Micromass ZQ, Waters 996 PDA. Ko-
noHka: Waters XTerra C-18, 50%3,0 mm, 5 MKM; cuc-
TeMa po3unMHHUKIB: A=Boga:aueToHiTpun 95:5 (0,05%
MypawmHoi kucnotu) i B=auetonitpun (0,05% mypa-
WKMHOT KUcroTn); ob'emMHa wWwBMAKICTE noToky=1,0
Mn/xB.; cnoci6 (8 xsunuH): Cnocib niHinHoro rpagieH-
Ta Big 10% B no 100% B uyepes 6,0 xBunuHu i niaTt-
pvmaHHsa npu 100% B npoTtsarom 1 XBUAMHW.

3aranbHi cnocobw i npuknagm
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Cnonyku 3a BUHaxo4oM MOXYyTb, Hanpuknag, oy-
TV ofepXaHi BiANoBigHO A0 HACTYMHUX HeobMmexyBa-
JNIbHUM 3aranbHMM cnocoOiB | Npuknagis:

Cnoci6 a)

MoHo- abo giankinyBaHHs cnonyk 3 doopmMynoto la

R1

| |

o}

OH /
la OH —— IC(l, sie Ry ne 03nauac soacis)
O \
|
N

y ks R1 mae onucaHe TyT 3Ha4YeHHHA, npuaaTHI
ankin- abo ankeHinxnopugamu, 6pomMigamu, nognaa-
MK, me3unatamu abo To3unatamMmm B OCHOBHUX YMO-
Bax (Protective Groups in Organic Chemistry, John
Wiley & sons, Ed: T. Greene and P. G. Wuts, 3"
edition (1999), p 249-72), abo npugaTHUMKU cnupTa-
MW, Hanpuknag, ankincnupramu, 3 BUKOPUCTaHHAM
ymoB peakuii Mitsunobu (gms. Synthesis (1981), 1;
Tet. Lett. (1993), 34, 1639-42 and Eur. J. Org. Chem.
(2004), 2763-72), y npugaTtHOMY PO3YMHHUKY, TaKOMy
sk TFP, 6eH3on abo AMPA. Peakuis moxe npoxoau-
TV B ogHy abo cTagjto Ha ABOX NOCMiAOBHUX CTagisX.

Cnoci6 b)

AnkinysaHHs cnonyk 3 popmynoto Ic,
R1
|

2\

y ki R1 i Rz (Rs#H) matoTb onucaHi TyT 3HayeH-
HSl, ankin-, ankexin- abo ankiHinxnopugamu, Gpomi-
Aamu, noamgamu, mesunatamum abo To3unmatamu B
OCHOBHMX ymoBax abo ankincnuptamum 3 BUKOPUCTaH-
HAM yMoB peakuii Mitsunobu y npugaTtHoOMy po3yumH-
HUKYy, TakoMy sk TI'®, aueTtoH, GeH3on, Tonyon ato

OMOA.
Cnocib c)
AnkinysaHHa cronyk 3 copmynotwo Id (I, ge
Rs=BoAeHb),
R1
o}
le
0-R2 /
OH
Id
o \ :
Ch A Cl
o

y ki Ry i Rz (R2#H) matoTb onucaHi TyT 3Ha4YeH-
Hsl, ankin-, ankexin- abo ankiHinxnopugamu, Gpomi-
Aavu, nogupgamu, mesunatamm abo Tosunatamu B
OCHOBHMX yMOBax abo ankincnMpraMmu 3 BUKOPUCTaH-
HAM yMoB peakuii Mitsunobu y npuaaTtHoMy po3ymH-
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HUKY, TakoMy sk TF®, aueToH, 6eHson, Tonyon abo
OMODA.
Cnoci6 d)

YTBOpEHHs amigy crnonyk 3 popmyrnoto le,
R1

Z N\

y akih Ry i R2 MaloTb onucaHi TyT 3HayeHHs, 3 ne-
PBUHHUMW ab0 BTOPWMHHMMMK aMiHaMn 3 BUKOPWUCTaH-
HAM, Hanpuknag, peakTuBy CMOMyYeHHs, Takoro sK
HATU (Carpino, L. A. J.. Chem. Soc. (1993), 115,
4397), abo b6yab-aKOro iHLWOro CTaHAapTHOrO peakTu-
BY nentuaHoro cnonyyeHHs (Larry Yet, Albany
Molecular Research, Technical Reports Vo 4, number
1, p 1-7).

BuxigHi maTepianu dopmynu la-le moxyTts GyTn
ofepxaHi BigNOBIAHO A0 CTaHgapTHUX npoueayp,
BigomMux daxisuto. Hanpuknag, KoMmepuinHo 4OCTYMHY
2,3,4-meTokcubeHsornHy kucnoty (Aldrich) etepudi-
KyloTb 3 Me y npuCyTHOCTI MpuaaTHOI OCHOBM, TakKoi
Ak KoCOz abo EtzN, y npuaaTtHOMy pO34MHHUKKY, Ta-
komy sk OMOA, TP abo DCM, npn Temnepatypax
Bi TemnepaTypy HaBKONWULIHLOTO cepeaoBuvLia OO
100°C. OpepxaHuin cknagHuii edpip NoTiM KOHAEHCY-
oTb 3 3,5-anxnop-4-meTunnipyaMHoMm  (Hanpuknag,
opepxaHum 3rigHo J. Org. Chem. (1961), 26, 789-92,
Heterocycles (2001), 55, 2075-84 abo PCT9414742)
y MPUCYTHOCTI MpuaaTHOI ocHoBM, Takoi sk LDA abo
LiIHMDS, y npugaTHOMy pO34MHHUKY, TakoMy K TI®,
npu Temnepartypax Big MiHyc 78°C go Temnepatypwu
HaBKOMULWIHBLOrO cepepoBuwa. OaepXaHUn KeTOH
nigaaroTb peakuii BuaaneHHs 3axXmMcHoi rpynu abo:

A) Y npucyTHOCTI npuaaTHOI KUCNoTun, Takoi sk HI
abo HBr, y npuaaTHOMy PO3YMHHUKY, TakoMy $iK
AcOH, npu TemnepaTtypax Big 50 go 120°C, ogepxy-
to4mn cnonykun doopmynu la.

B) Y npucyTHocTi npugaTHoi kncnoTwm Jlstoica, Ta-
koi sik BCls, BBr3 a6o AlCls, y npyaaTtHOMy pO34YMHHU-
Ky, TakoMy K OMXIOPMEeTaH, Npu TemnepaTypax Bif
0° pgo TemnepaTypy HaBKOMULLHBOrO CepeaoBULLa,
oaepxytodn cnonyku popmynu Id.

[JeankinyBaHHs cnonyk 3 dopmynoto la ankeHin-
xrnopugamu, 6pomMigamn, nogugamun, Mesunaramu
abo To3unatamu B NPUCYTHOCTI MPWAATHOI OCHOBM,
Takoi sk K;COj3 abo EtzN, y npuaaTHOMy pO3YMHHUKY,
Takomy sk AM®PA, NMP, TI'® a6o DCM, npu Temne-
paTtypax Bif TemnepaTypyu HaBKOMULIHLOIO Cepeao-
Buwa oo 100°C 3abesnevye ogepkaHHA cnonyk ¢o-
pmynu Ib. HacTynHe BuaaneHHs 3axucHOI rpynu
cnonyk 3 ¢opmynoto Ib y npucyTHoCTi npnaaTHoi Ku-
cnotu Jlbtoica, Takii sik BCls, BBr3 abo AICls, y npuaa-
THOMY PO34YMHHUKY, TakOMy $iK AUXIOPMEeTaH, npu
Temnepartypax Big 0° 4o TemnepaTypy HaBKOMMULLHLO-
ro cepefoBula, 3 HACTYMHUM nepeankinyBaHHAM
ankeHinxnopugamu, bpomigamu, nogmgamu, mesuna-
Tamm abo Tosunatamu B MPWUCYTHOCTI NMpuaaTHOI OC-
HoBW, Takoi sik K;CO3z abo EtsN, y npugaTtHomy pos-
YMHHKKY, Takomy sk AMDA, NMP, TT'® abo DCM, npwu

96783 48

TemnepaTtypax Bif TemnepaTypu HaBKOSMULLHbOTO
cepegoBnwia o 100°C 3abesneuyioTb OAepKaHHS
HeCUMEeTPUYHUX crnonyk dopmynu |b.

CeneKkTuBHe MOHOarKinyBaHHsA Crnomnyk 3 hopmy-
noto la ankin-, ankexin- abo ankiHinépomigamn abo
noavaamun B NPUCYTHOCTI NpMAATHOI OCHOBM, TaKOi AK
K2COs, y npyaaTHOMY PO34MHHUKY, TakoMy sk MDA
abo NMP, npu TemnepaTtypax Big TemnepaTtypu Ha-
BKOMULIHLOrO cepeposuwa o 100°C 3abesneuvye
ofepxaHHs cnonyk dopmynu Ic abo Id.

AnkinysaHHA cnonyk 3 copmynoto Id ankinxnop-
abo bpomaveTaTtom y NPUCYTHOCTI MPUAATHOI OCHOBM,
Takoi gk KoCOgz, y npuaaTtHOMY PO3YMHHUKY, Takomy
ak JM®A abo NMP, npu TemnepaTtypax Big Temnepa-
Typu HaBkonuwHboro cepegosuwia ao 100°C 3 Ha-
CTynHUM rigponizom edipy kapboHOBOI Kucnotn B
HopmanbHux ymosax (Protective Groups in Organic
Chemistry, John Wiley & sons, Ed: T. Greene and P.
G. Wuts, 3" edition (1999), p 384-86), 3aGeaneuytoTs
ofepxaHHs cnonyk dopmynu le.

Mpuknag ogepxaHHsa 1 (cnonyka 501)

2,3,4-TpnmeToKkcumeTMnbeH3oaT

OMe OMe
COOH COOMe

2,3,4-tpumeTokcubensomnny kucnoty (Aldrich) (20
M, 94 Mmonb) po3unHAnu B cyxomy OM®A (250 mn).
Oopasanu K,COs (13 M, 94 mmonb) i Me (6,5 mn,
103,4 mmonb), i peakuinHy cymiw Harpisanu npu 50°C
npotarom 5 rod. PeakuinHy cymilw oxonomxysanu ao
TemnepaTypy HaBKONMULIHLOIO CepefoBuwia i goaa-
Banu Boay (250 mn). Jopnasanun EtOAc (1 n) i oprani-
YHy cbasdy npommBanu Bogot (3x500 mn) i HapewwTi
NaCl (Hacuy.). OpraHiyHy a3y npomvBanu, BUCYLLY-
Bann Hag MgSOa, dinbTpyBanu i KOHUEHTpyBanu y
BakyyMmi. [TOBTOPHO pO3YMHANKM B TONyoni i BUNapto-
Banu. 2,3,4-TpMMETOKCUMETUNOEH30aT OAepPXKyBanum y
cbopM| XKOBTyBaToi Onii.

'"H-AMP (CDCls) 8=7,60 (1H, a), 6,70 (1H, ),
3,99 (3H, ¢), 3,91 (3H, c), 3,89 (3H, c), 3,88 (3H, c).
Buxig 21 m (99%).

Mpuknag opepxxanHs 2 (cnonyka 502)

2-(3,5-avxnopnipngnH-4-in)-1-(2,3,4-
TpUMETOKCUMEHIN)eTaHOH

OMe
OMe
\(5/ OMe
[o]
COOMe = Cl

4

2,3,4-TpymeToKCUMETMNGEH30aT Npuknagy oge-
pxaHHa 1 (2,7 m, 10 wmmonb) i 3,5-guxnop-4-
MeTUNNIpUanH (ogepXXaHui 3rigHO onMucaHum y niTe-
paTtypi npouegypam) posduHanu B cyxomy TI® (40
Mn). PeakuiHy Ccymill OXONMOMXyBanu Ha nboAi W
obpobnanu, gogaroum no kpannsx (NpoTarom 5 xeu-
nuH) 1 M Gic(tpumeTtuncunin)amig nitito (12 mn, 12
MMmonb). Yepes 1,5 roguHu npu 0°C peakuito 3ynuHs-
i NH4Cl (Hacuy., 100 mn). OpraHiyHi npoayKTn ekcT-
paryBanu EtOAc (2x100 mn), i o6'egHaHi opraHiyHi
¢asn npommeanu NaCl (Hacmy., 100 mn). OpraHiyHy
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dasy sucywysanu Hag Na SOa, ynaptoBanu y Bakyy-
Mi 1 ouMwanu drnew-xpomaTorpadieto, BUKOPUCTO-
Bytoum rpagieHt EtOAc y renTaHi gk entoeHTa. 2-(3,5-
avnxnopnipuauH-4-in)-1-(2,3,4-
TPUMETOKCU(EHIN)eTaHOH oaepxyBanu y cdopmi Tee-
pAoi peyoBnHM 6iNoro KONLOpPY.

'"H-AMP (CDCls) 5=8,43 (2H, c), 7,55 (1H, n),
6,69 (1H, a), 4,61 (2H, c), 4,02 (3H, c), 3,87 (3H, c),
3,84 (3H, c). Buxig 2,3 m (65%).

Mpuknag 1 (cnonyka 101)

2-(3,5-anxnopnipuanH-4-in)-1-(2-rigpokcun-3,4-
OVMETOKCUpEeHin)eTaHoH

OMe OMe
OMe OMe
OMe OH
(0] @]
Cl = ' Cl Cl = I Cl
2 .

2-(3,5-anxnopnipuanH-4-in)-1-(2,3,4-
TPUMETOKCUMEHIN)eTaHOH NpuKNagy ogepXaHHA 2
(20 M, 56 mmonb) po3uuHanu B DCM (75 mn) B aTmo-
cepi aproHy. BCl; (95 mn 1 M po3sumHy B DCM) no-
BiNMbHO JOAa@Banu Mpu TemnepaTtypi HaBKOMULLHLOIO
cepefosuLLa NpoTsarom 2 roguH. MNMoBinbHO fgogaBanu
Boay (50 mn) 3 HacTynHuMm gopasaHHAM EtOH (200
mn). binui ocap BigdinbTpoByBanu i nepekpucrtani-
soByBanu 3 EtOH. 2-(3,5-guxnopnipugnH-4-in)-1-(2-
rigpokcu-3,4-gumeTokeudpeHin)eTaHoH ogepxKysanu y
dopmi TBEpAOT pEHOBUHM GinNoro KonbLopy.

'"H-AMP (CDCl3) 5=11,92 (1H, c), 8,54 (2H, c),
7,68 (1H, n), 6,60 (1H, g), 4,67 (2H, c), 3,98 (3H, c),
3,90 (3H, c). Buxig 14,2 m (74%)

Mpuknag ogepxaHHs 3 (cnonyka 503)

2-(3,5-anxnopnipnanH-4-in)-1-(2,3-gurigpokcn-4-
METOKCUEHIMN)eTaHOH

OMe OMe
OMe OH
OMe OH
0 o}
Cl = CI Cl P Cl

2-(3,5-anxnopnipuanH-4-in)-1-(2,3,4-
TPUMETOKCU(EHIN)eTaHOH NpuWKNagy oOepXaHHA 2
(1,25 m, 3,5 mmonb) posumHsanm B AcOH (100%, 9,25
mn) B armocdepi aproHy. [opasanu HI (55-58%,
4,55 mn), i peakuiiHy cymiw Harpisanu npu 80°C
npotsarom 18 roguH. PeakuinHy cymill oxonoaxysanu
[0 TemnepaTypy HaBKONWLIHBOrO cepefoBulLa I
ynaptoBanu y Bakyymi. [NosineHo gogasanu NaHCO;3;
(Hacny., 150 mn), notim NaCl (Hacwuu., 50 mn). Opra-
HiYHi npoaykTn ekcTparyBanu EtOAc (4x100 mn).
OG6'egHani opraHivHi ¢asm npomuBanu Agivi NaCl
(Hacuy., 100 mn), NazS203 (10%, 100 mn), BucyLy-
Bann Hag NapSO, i ynaptoBanu y Bakyymi. 2-(3,5-
auxnopnipnanH-4-in)-1-(2,3-aurigpokcun-4-
MeTOKCUGEHIN)eTaHOH oaepxyBanu y opmi TBepaoi
PEeYOBMHN KOPUYHEBOTO KOMbOPY.
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'"H-AMP (CDCl3) 8=11,88 (1H, c), 8,54 (2H, c),
7,51 (1H, g), 6,60 (1H, a), 5,62 (1H, ywwup.c), 4,67
(2H, c), 4,00 (3H, c). Buxig 0,935 m (81%).

3aranbHa npouedypa Ans odepXaHHSA Cromnyk 3
dopmynomw If, y akin Rz Mae BU3Ha4YeHi TyT 3Ha4YeHHs

(Rs#BOAEHD):
OMe OMe
OH OH
OH 0-R3
—_—
o] oy
Ch__Cl Ch A _Cl
] g
N N

2-(3,5-anxnopnipuanH-4-in)-1-(2,3-gurigpokcun-4-
meTokcudeHin)etaHoH (0,1 Mmonb) npuknagy oaep-
XaHHa 3 po3vnHanu B cyxomy AM®A (0,75 mn). Jo-
aaeanm K,COs (0,1 mmonsb), notim 0,1 MMonb ankin-
6pomigy abo noampy. PeakuinHy cymiw Harpisanm
npyn 70°C npotarom 18 roguH. licnsi 0XONOMXKeHHs
A0 TeMmnepaTypu HaBKOMULUHLOTO cepefoBulla [0-
Aasanu Boay (1 mn), i opraHiyHi NpoaykTn ekcTpary-
Bann EtOAc (3x1 mn). O6'egHani opraHiyHi dasu
npomuanu NaCl (Hacwd., 1 M) i noTiM BUCyLyBanu
Hag NapSOs. YuncTi cnonykn oagepxkyBanu, NOBTOPHO
po34MHSAOYM peakuiiHy cymiw y AMCO 3 HacTynHuM
OYMLLIEHHSM CTaHOapTHO npenapaTtusHoo BEPX.

BukopuctoBytoun L0 npoueaypy, OAepxysanwu
HaCTYMHi CMONyKu:

Mpuknag 2 (cnonyka 102)

2-(3,5-amxnopnipnanH-4-in)-1-(3-rigpokcu-2,4-
AVMeTOoKcupeHin)eTaHoH

PX/MC (CMNOCIB B): (m/z) 342,1 (MH+),
RT=3,34 xB.; uuctota (Y®)=100%

AnkinranoreHig: metunnoang

Mpuknag 3 (cnonyka 103)

1-(2-aninokcu-3-rigpokcn-4-MeTokcudeHin)-2-
(3,5-auxnopnipnanH-4-in)eTaHoH

PX/MC (CINOCIb B): (m/z) 368,2 (MH+);
RT=3,81 xB.; uuctora (Y®)=100%

Ankinranoreria: aninépomig

BaranbHa npoueaypa Ond ogepXaHHA Cronyk 3
dopmynot g, y Akt R=R3 i BOHM MalOTb BU3HaYEHI
TYT 3Ha4eHHs (Rs#BogeHb):

OMe OMe
OH 0O—R2
OH O—R3
—_—
(0] o]
Cl Cl Cl Cl '9
1 1
N Y
N

2-(3,5-guxnopnipnanH-4-in)-1-(2,3-avrigpokcun-4-
meTokcudeHin)etaHoH (0,1 MMonb) npuknagy opep-
XaHHa 3 po3vnHanu B cyxomy AM®A (0,75 mn). Jo-
aaeanm K,CO3 (0,2 mmons), notim 0,2 MMornb ankin-
xnopuay, Opomigy abo rogugy. Y  Bunagky
ankinxnopuais gopasanu popatkosui Kl (0,05
MMonb). PeakuiHy cymiw Harpisanu npu 70°C npo-
Tarom 18 roguH. MNicns oxonogxeHHs 0o Temnepary-
pY HaBKONWLIHLOTO cepefoBuLLa, aodasanu soay (1
Mn), i opraniyHi npoayktn ekctparyBanu EtOAc (3x1
mMn). O6'egHaHi opraniyHi dasu npomuanu NaCl (Ha-
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cud., 1 mn) i noTim Bucywysann Hag NaxSOs. YucTi
CMOMyKW ofepXXyBanu, NMOBTOPHO PO3YMHSAOYM peak-
uinHy cymiw y AMCO 3 HacTynHUM OYULLEHHSAM CTa-
HOapTHO NpenapaTtueHoo BEPX.

BukopucToBytoun L0 npoueaypy, OAepXyBanu
HacCTyMHi CNonyku:

Mpuknag 4 (cnonyka 104)

2-(3,5-anxnopnipuanH-4-in)-1-(2,3-gietokcn-4-
MeTOKCUEHIN)eTaHOH

PX/MC (CIMOCIB B): (m/z) 384,1 (MH+);
RT=4,69 xB.; unctota (YP)=100%

Ankinranorenia: etmnnoang,

Mpuknag 5 (cnonyka 105)

TpeT-6yTunosui edip {2-TpeT-
ByTokcukapboHinmeToken-6-[2-(3,5-guxnopnipnamH-
4-in)aueTtun]-3-MeToKCUEHOKCI OLTOBOI KUCIOTH

PX/MC (CMNOCIB B): (m/z) 554,3 (MH-); RT=5,39
xB.; yncrota (YP)=100%

AnkinranoreHia: TpeT-6ytunbpomaverart

Mpuknag 6 (cnonyka 106)

1-(2,3-6ic-aninokcu-4-meTokcudeHin)-2-(3,5-
OVXnopnipuanH-4-in)eTaHoH

PX/MC (CMNOCIB B): (m/z) 408,2 (MH+);
RT=4,94 xB.; uuctota (Y®)=100%

Ankinranoreria: aninépomig

Mpuknag 107 (cnonyka 107)

1-(2,3-6ic-andTOpMETOKCU-4-METOKCUMEHIN)-2-
(3,5-amxnopnipuanH-4-in)eTaHoH

PX/MC (CIMNOCIB B): (m/z) 428,1 (MH+);
RT=4,23 xB.; unctota (YP)=100%

AnkinranoreHia: HaTpivi xnopgudTopauetart. Ha-
rpiBaHHsA o 100°C npotarom 30 XBUNUH.

3aranbHa npoueaypa AN oAepXKaHHs Cnonyk 3
dopmynoto |h, y skin Rz (Rs#BogeHb) mae BU3HaYeHi
BULLE 3HAYEHHS:

OMe OMe
OMe OMe
OH 0O—R3
————
[e]
Cl o Cl cl Ih
“° g
2 =
N N

2-(3,5-anxnopnipuanH-4-in)-1-(2-rigpokcun-3,4-
meTokcudeHin)etaHoH (0,035 mmonb) npuknagy 1
po3unHanm B cyxomy OMCO (0,25 mn). Jopasanu
BOAHMN po3unH K,CO3 (0,025 mn 2 M), notim 0,053
MMOnb ankinxnopway, 6pomigy abo noauay, posuyu-
HeHoro B 0,025 mn OMCO. PeakuiiHy cymiw 3anu-
Lanu npu Temneparypi HaBKOMMWLLHBOTO cepeaoBuLLa
npotarom 48 roauH. YucTi cnonyku opepxysBanu
OYULLIEHHSIM CTaHAapTHO npenapatusHoto BEPX.

BukopucToBytoun U0 npoueaypy, OAepXyBanuv
HacCTyMnHi CNonyKu:

Mpuknag 108 (cnonyka 108)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-oUMeToKCU-2-
(5-meTunisokcason-3-inmeTokcn)deHinletaHoH

PX/MC (CMOCIB B): (m/z) 437,1 (MH+);
RT=4,01 xB.; unctota (YP)=100%

AnkinranoreHig: 3-xnopmMeTuni-5-meTunisokcason

Mpuknag 109 (cnonyka 109)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-oUMeToKCU-2-
(2-meToKCieTOKeU )dpeHin]eTaHoH
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PX/MC (CMNOCIB B): (m/z) 400,1 (MH+),
RT=3,90 xB.; unctoTta (YP)=100%

Ankinranorerig: 1-6pom-2-meTokcieTaH

Mpuknag 110 (cnonyka 110)

1-(2-6yT-2-mHinokcu-3,4-aMmeTokcndeHin)-2-
(3,5-anxnopnipnanH-4-in)eTaHoH

PX/MC (CMNOCIB B): (m/z) 394,1 (MH+);
RT=4,30 xB.; uuctota (Y®)=100%

AnkinranoreHig: 1-6pom-2-6yTuH

Mpuknag 111 (cnonyka 111)

2-(3,5-amxnopnipugnH-4-in)-1-[3,4-gumeToKcun-2-
(3-meTunbyT-2-eHinokcu)deHinletaHoH

PX/MC (CMNOCIB B): (m/z) 410,1 (MH+);
RT=4,83 xB.; unctora (Y®)=100%

AnkinranoreHia: 1-6pom-2-meTun-2-6yteH

Mpuknag 112 (cnonyka 112)

2-(3,5-avxnopnipnanH-4-in)-1-(3,4-gumeTokcun-2-
eHEeTUNOKCUdEHIN)eTaHOH

'H-AMP (CDCls) 5=8,48 (2H, c), 7,61 (1H, n),
7,31-7,08 (5H, m), 6,75 (1H, n), 4,50-4,46 (4H, wm),
3,92 (3H, ¢), 3,77 (3H, c), 3,18 (2H, T).

AnkinranoreHig: 1-6pom-2-cbeHineTtax

Mpuknag 113 (cnonyka 113)

1-(2-6eH3unokcu-3,4-aumeTokcndeHin)-2-(3,5-
ANXIopnipuanH-4-in)eTaHoH

PX/MC (CNOCIB B): (m/z) 432,11 (MH+);
RT=4,70 xB.; unctoTta (YP)=100%

AnkinranoreHig: 6eH3nnGpomig

Mpuknag 114 (cnonyka 114)

1-(2-aninokcu-3,4-anmeTokcudeHin)-2-(3,5-
ANXIopnipuanH-4-in)eTaHoH

PX/MC (CMNOCIB B): (m/z) 382 (MH+); RT=4,34
xB.; yncrtota (Y®)=100%

Ankinranoreria: aninépomig

Mpuknag 115 (cnonyka 115)

1-[2-(6eH30KCa30n-2-inmeTokcn)-3,4-
anmeTokeudpeHinl-2-(3,5-guxnopnipnanH-4-in)eTaHoH

PX/MC (CMOCIBE B): (m/z) 473 (MH+); RT=4,36
xB.; yncrtota (Y®)=100%

Ankinranorenia: 2-(xnopmeTnn)-1,3-6eH3okcason

Mpuknag 116 (cnonyka 116)

2-(3,5-anxnopnipnanH-4-in)-1-[3,4-gumeToKkcn-2-
(2-meTtunTiazon-4-inmeTokcu )deHin]eTaHoH

PX/MC (CMNOCIBE B): (m/z) 453 (MH+); RT=4,02
XB.; yncrota (YP)=100%

AnkinranoreHia: 4-(xnopmeTun)-2-meTunTiazon

Mpuknag 117 (cnonyka 117)

1-[2-(5-umknonponin[1,3,4]riagiazon-2-
inmeTokcu)-3,4-gumeTokcudpeHinl-2-(3,5-
AVXIopnipuanH-4-in)eTaHoH

PX/MC (CNOCIB B): (m/z) 480,1 (MH+);
RT=3,86 xB.; uuctota (Y®)=100%

AnkinranoreHia:
umknonponin[1,3,4]tiagiason

Mpwknag 118 (cnonyka 118)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-guMeTOKCH-2-
([1,2,4]okcagia3on-3-inmeToKkcn)eHinleTaHoH

PX/MC (CMNOCIB B): (m/z) 424 (MH+); RT=3,65
xB.; unctota (YP)=100%

AnkinranoreHia;
[1,2,4]okcagiason

Mpuknag 119 (cnonyka 119)

etunosun  edip  {6-[2-(3,5-amxnopnipuaunH-4-
in)aueTnn]-2,3-4MMEeTOKCUAEHOKCI}OLITOBOT KUCITOTH

2-(xnopmeTun)-5-

3-(xnopmeTnn)-
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'H-AMP (CDCls) 5=8,48 (2H, c), 7,61 (1H, a),
6,76 (1H, pn), 4,92 (1H, c), 4,79 (2H, c), 4,25 (2H, kB.),
3,93 (3H, c), 3,88 (3H, 3), 1,27 (3H, 1).

AnkinranoreHia: etTunépomaueTart

Mpuknag 120 (cnonyka 120)

1-{2-[2-(4-xnopdeHin)eTokcu]-3,4-
anmveTokcudpeHin}-2-(3,5-guxnopnipnanH-4-in)eTaHoH

'"H-AMP (CDCls) 5=8,49 (2H, c), 7,61 (1H, a),
7,23-7,18 (4H, wm), 6,75 (1H, n), 4,45 (2H, 1), 4,37
(2H, ¢), 3,93 (3H, c), 3,77 (3H, c), 3,14 (2H, T).

Ankinranoreria: 4-xnop6eHaunxnopug

Mpuknag 121 (cnonyka 121)

1-[2-(5-xnopTiodeH-2-inmeToken)-3,4-
anmeTokeudpeHrinl-2-(3,5-auxnopnipnanH-4-in)eTaHoH

PX/MC (CMNOCIB B): (m/z) 474 (MH+); RT=5,01
xB.; ymctoTa (YP)=100%

Ankinranoreria: 5-xnop-2-(xnopmeTun)TiogeH

Mpuknag 122 (cnonyka 122)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-oumeTokcu-2-
(2-cbeHokcieToken)deHinleTaHoH

'H-AMP (CDCls) 5=8,48 (2H, c), 7,65 (1H, n),
7,23 (2H, 1), 6,92 (1H, T), 6,85 (2H, p), 6,76 (1H, n),
4,78 (2H, c), 4,69-4,63 (2H, m), 4,39-4,33 (2H, ™),
3,94 (3H, c), 3,92 (3H, c).

Ankinranorenig: 1-6pom-2-cheHokcieTaH

Mpuknag 123 (cnonyka 123)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(2-n-TonineTokcu)deHin]eTaHoH

PX/MC (CMNOCIB B): (m/z) 460 (MH+); RT=5,29
xB.; yncrota (YP)=100%

Ankinranorenig: 1-6pom-2-(4-meTnndeHin)etaH

Mpuknag 124 (cnonyka 124)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(3-cbeHinnponokcu)deHinjeTaHoH

'"H-AMP (CDCls) 5=8,49 (2H, c), 7,59 (1H, n),
7,22 (5H, m), 6,75 (1H, n), 4,69 (2H, c), 4,28 (2H, T1),
3,93 (3H, c), 3,88 (3H, c), 2,85 (2H, T), 2,21 (2H, m).

Ankinranoreria: 1-6pom-3-ceHinnponaH

Mpuknag 125 (cnonyka 125)

2-(3,5-anxnopnipuanH-4-in)-1-{3,4-gpumeToKCn-2-
[2-(3-meTOKCUpEHIN)eTOKCU]deHIN}eTaHOH

PX/MC (CMNOCIB B): (m/z) 476,2 (MH+);
RT=4,86 xB.; unctota (YP)=100%

AnkinranoreHia: 1-6pom-2-(3-meTokcudeHin)etaH

Mpuknag 126 (cnonyka 126)

2-(3,5-guxnopnipnanH-4-in)-1-{3,4-gumeToKcn-2-
[2-(4-meTokcudeHIn)eTokcH]deHIN}eTaHOH

PX/MC (CMOCIB B): (m/z) 476,2 (MH+);
RT=4,84 xB.; unctota (YP)=100%

Ankinranorenig: 1-6pom-2-(4-meTokcudeHin)eTaH

Mpuknag 127 (cnonyka 127)

1-{2-[2-(3-6bpomdpeHin)eTokcu]-3,4-
anmeTtokcudeHin}-2-(3,5-anxnopnipnanH-4-in)eTaHoH

'"H-AMP (OIMCO-ds) 5=8,62 (2H, c), 7,54 (2H, m),
7,26 (3H, m), 6,97 (1H, n), 4,43 (2H, 1), 4,36 (2H, c),
3,88 (3H, c), 3,70 (3H, c), 3,14 (2H, 1).

Ankinranoreria: 1-6pom-2-(3-6pomdeHin)etaH

Mpuknag 128 (cnonyka 128)

2-(3,5-guxnopnipnanH-4-in)-1-{3,4-anmeToKcn-2-
[2-(2-meTokcudeHIn)eTokcn]deHin}eTaHoH

PX/MC (CIMOCIB B): (m/z) 476,2 (MH+);
RT=5,08 xB.; uucrora (Y®)=100%

AnkinranoreHia: 1-6pom-2-(2-meTokcudeHin)etaH

Mpuknag 129 (cnonyka 129)
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2-(3,5-avxnopnipnanH-4-in)-1-{2-[2-(4-
dTopdeHin)eTokeul-3,4-aumeTokcudeHineTaHoH

PX/MC (CMNOCIB B): (m/z) 464,3 (MH+);
RT=4,83 xB.; uictoTta (YP)=100%

AnkinranoreHia: 1-6pom-2-(4-cdTopdeHin)etaH

Mpuknag 130 (cnonyka 130)

2-(3,5-avxnopnipnanH-4-in)-1-{2-[2-(2-
dTopdeHin)eTokeun]-3,4-aumeTokeudeHin}eTaHoH

PX/MC (CNOCIB B): (m/z) 464,2 (MH+);
RT=4,99 xB.; unctota (YP)=100%

AnkinranoreHia: 1-6pom-2-(2-cTopdeHin)etaH

Mpuknag 131 (cnonyka 131)

2-(3,5-amxnopnipnanH-4-in)-1-{2-[2-(3,4-
avmeTokcudpeHin)etoken]-3,4-
AvMeToKcudpeHin}eTaHoH

'H-AMP (IMCO-ds) 5=8,60 (2H, c), 7,52 (1H, a),
6,95 (1H, n), 6,89 (1H, g), 6,81 (1H, ), 6,73 (1H, g),
4,43 (2H, T1), 4,26 (2H, c), 3,88 (3H, c), 3,76 (3H, c),
3,68 (3H, c), 3,55 (3H, c), 3,06 (2H, T).

AnkinranoreHia;
anMeTokcudpeHin)etaH

Mpuknag 132 (cnonyka 132)

6eHsunosun  eddip {6-[2-(3,5-anxnopnipuanH-4-
in)aueTnn]-2,3-0MMETOKCUAEHOKCI}OLITOBOI KUCIOTH

PX/MC (CMOCIBE B): (m/z) 490,2 (MH+);
RT=4,66 xB.; unctota (Y®)=100%

AnkinranoreHrig: 6eH3unopomaueTar

Mpuknag 133 (cnonyka 133)

isonponinosui edip {6-[2-(3,5-anxnopnipuanH-4-
in)aueTtnn]-2,3-AMMETOKCUIEHOKCIJOLITOBOT KUCNOTK

PX/MC (CMOCIB B): (m/z) 442,2 (MH+);
RT=4,44 xB.; uuctota (Y®)=100%

AnkinranoreHig: isonponindpomauertar

Mpuknag 134 (cnonyka 134)

MeTunosun edip 3-{6-[2-(3,5-guxnopnipnanH-4-
in)aueTtnn]-2,3-AMMETOKCUEHOKCUMETUIT}OEH30MHOT
KMcnoTu

PX/MC (CMNOCIB A): (m/z) 489,9 (MH+);
RT=8,14 xB.; uuctota (Y®)=100%

AnkinranoreHia: MEeTUNoBUM edip 3-
XNOPMETUNGEH30MHOT KUCNOTU

Mpuknag 135 (cnonyka 135)

2-(3,5-amxnopnipuanH-4-in)-1-[3,4-gumeToKcn-2-
(3-meTunbyTtokcu)deHinleTaHoH

PX/MC (CMOCIB A): (m/z) 412 (MH+); RT=8,99
XB.; ynctota (YP)=100%

AnkinranoreHig: 1-6pom-3-meTnnbytaH

Mpuknag 136 (cnonyka 136)

2-(3,5-avxnopnipuanH-4-in)-1-(2-rekcmunokcm-3,4-
AVMeTOKcUpeHin)eTaHoH

PX/MC (CMOCIB A): (m/z) 3959 (MH+);
RT=9,42 xB.; uuctota (Y®)=100%

AnkinranoreHig: 1-6pomMrekcaH

Mpuknag 137 (cnonyka 137)

1-(2-6yT-3-eHinokcu-3,4-aumeTokendeHin)-2-
(3,5-anxnopnipnanH-4-in)eTaHoH

PX/MC (CMNOCIB A): (m/z) 3959 (MH+),
RT=8,27 xB.; uuctota (Y®)=100%

AnkinranoreHia: 4-6pombyT-1-eH

Mpuknag 138 (cnonyka 138)

2-(3,5-guxnopnipnanH-4-in)-1-(3,4-aMMeToKcn- 2-
NeHT-4-eHinokcndgeHin)etTaHoH

PX/MC (CMOCIBE A): (m/z) 410 (MH+); RT=8,62
xB.; ynctoTa (YP)=100%

Ankinranorerig: 5-6pomMneHT-1-eH

1-6pom-2-(3,4-
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Mpuknag 139 (cnonyka 139)

2-(3,5-anxnopnipuanH-4-in)-1-(3,4-0UMeTOKCKH-2-
nponoKkcndeHin)eTaHoH

PX/MC (CMOCIB A): (m/z) 383,9 (MH+);
RT=8,34 x8.; uncrorta (YP)=100%

Ankinranorexig: 1-rvognponax

Mpuknag 140 (cnonyka 140)

1-(2-6yTokcu-3,4-aumeTokendenin)-2-(3,5-
ANXNopnipuanH-4-in)eTaHoH

PX/MC (CMOCIB A): (m/z) 397,9 (MH+);
RT=8,72 xB.; unctota (YP)=100%

AnkinranoreHia: 1-ionbyTtaH

Mpuknag 141 (cnonyka 141)

2-(3,5-anxnopnipnanH-4-in)-1-(2-isobytokcu-3,4-
AVMeToKCupeHin)eTaHoH

PX/MC (CMNOCIB A): (m/z) 397,9 (MH+);
RT=8,72 xB.; uuctota (Y®)=100%

AnkinranoreHig: 1-noa-2-metunnponan

Mpuknag 142 (cnonyka 142)

etunosui  edgip  4-{6-[2-(3,5-gnxnopnipnamnH-4-
in)aueTtnn]-2,3-4MMeToKCUEHOKCMIMACTAHOT  K1CMo-
™

PX/MC (CNOCIB A): (m/z) 456 (MH+); RT=7,89
xB.; ymctoTa (YP)=100%

Ankinranorenig: etunoBun edip 4-6pommacnsiHoi
KMCnoTum

Mpuknag 143 (cnonyka 143)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(4-meTunbeHannokcu)deHinletTaHoH

PX/MC (CMOCIB A): (m/z) 4459 (MH+);
RT=8,69 xB.; unctota (YP)=97,1%

Ankinranoreria: 4-metunoeH3nnxnopua

Mpuknag 144 (cnonyka 144)

1-[2-(3-xnop6eHannokcn)-3,4-guMeToKCMdeHirn)-
2-(3,5-anxnopnipuanH-4-in)eTaHoH

PX/MC (CMOCIB A): (m/z) 4659 (MH+);
RT=8,69 xB.; unctota (YP)=100%

AnkinranoreHia: 3-xnop6eHaunxnopug

Mpuknag 145 (cnonyka 145)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(3-chbeHokecunponokecm )deHinjeTaHoH

PX/MC (CNOCIB A): (m/z) 476 (MH+); RT=8,59
xB.; yncroTa (YP)=98,2%

AnkinranoreHia: (3-6poMmnponokcu)6eH3on

Mpuknag 146 (cnonyka 146)

2-(3,5-guxnopnipnanH-4-in)-1-{3,4-gumeToKcn-2-
[2-(4-meToKcHdEHIN)-2-0KCoeTOKCU]DEeHIn}eTaHOH

PX/MC (CNOCIB A): (m/z) 490 (MH+); RT=7,74
xB.; ymctoTa (YP)=97,1%

AnkinranoreHia;
MEeTOKCUGEHIN)eTaHOH

Mpuknag 147 (cnonyka 147)

2-{6-[2-(3,5-amxnopnipuaunH-4-in)aueTtnnl-2,3-
OVMeTOKCUEHOKCUMETUN}OEH3OHITPUN

PX/MC (CMOCIB A): (m/z) 456,9 (MH+);
RT=7,81 xB.; uuctora (YP)=97,1%.

'H-AMP (OMCO-ds) 5=8,60 (2H, c), 7,91 (1H, a),
7,81 (1H, p), 7,78 (1H, 1), 7,59 (1H, T), 7,55 (1H, B),
7,02 (1H, p), 5,43 (2H, c), 4,50 (2H, c), 3,92 (3H, c),
3,81 (3H, c).

AnkinranoreHia: 2-xnopmeTunoeH3oHiTpun

Mpuknag 148 (cnonyka 148)

4-{6-[2-(3,5-anxnopnipuguH-4-in)auetnn]-2,3-
OVMETOKCUEHOKCUMETUN}OEH3O0HITPUN

2-6pom-1-(4-
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PX/MC (CMNOCIB A): (m/z) 456,9 (MH+);
RT=7,82 xB.; unctota (YP)=98,5%

AnkinranoreHig: 4-xnopmMeTunGeH30HITpun

Mpuknag 149 (cnonyka 149)

2-(3,5-amxnopnipnanH-4-in)-1-[3,4-guMeToKCK-2-
(HadpTaniH-2-inmeToKeK)dpeHin]etTaHoH

PX/MC (CMNOCIBE A): (m/z) 481,9 (MH+),
RT=8,86 xB.; uictota (YP)=77,3%

AnkinranoreHia: 2-6pommeTtunHadtaniy

Mpuknag 150 (cnonyka 150)

2-(3,5-anxnopnipnanH-4-in)-1-(3,4-ouMeToKcun-2-
NEeHTUNOKCUMEHIN)eTaHOH

PX/MC (CMNOCIB A): (m/z) 411,9 (MH+);
RT=9,06 xB.; uuctota (Y®)=100%

AnkinranoreHia: 1-nogneHTaH

Mpuknag 151 (cnonyka 151)

1-(2-umknorekcmnmeTokcu-3,4-aumeTokendeHin)-
2-(3,5-amxnopnipuanH-4-in)eTaHoH

PX/MC (CMNOCIB A): (m/z) 438 (MH+); RT=9,59
xB.; ynctoTa (YP)=100%

AnkinranoreHig: 6pomMmMeTUNLMKIIOrekcaH

Mpuknag 152 (cnonyka 152)

3-{6-[2-(3,5-auxnopnipnann-4-in)aueTtnn]-2,3-
AVMETOKCUEeHOKCUMETUN}OEH3OoHITPUN

PX/MC (CMNOCIB A): (m/z) 456,9 (MH+),
RT=7,81 xB.; uuctota (Y®)=96,5%

AnkinranoreHig: 3-xnopmeTunGeH30HITpUn

Mpuknag 153 (cnonyka 153)

1-{2-[2-(4-xnopdeHokcm)eTokeu]-3,4-
anmeTokcudpeHin}-2-(3,5-anxnopnipuauH-4-in)eTaHoH

PX/MC (CMOCIB A): (m/z) 4959 (MH+),
RT=8,56 xB.; uncrora (Y®)=100%

Ankinranorenia: 1-(2-6pomeTtokcn)-4-xnopbeHson

Mpuknag 154 (cnonyka 154)

2-(3,5-amxnopnipnanH-4-in)-1-[2-(2-
eTnnbyTokcm)-3,4-aumeTokeudeHinleTaHoH

PX/MC (CMOCIBE A): (m/z) 426 (MH+); RT=9,39
xB.; uncrota (YP)=92,5%

Ankinranorerig: 1-nog-2-etunbytaH

Mpuknag 155 (cnonyka 155)

2-(3,5-amxnopnipnanH-4-in)-1-[2-(2-
rigpokcieTokcu)-3,4-AMmeToKcudeHinjeTaHoH

PX/MC (CNOCIB A): (m/z) 3859 (MH+);
RT=6,22 xB.; (Y®) unctora=88,0%

AnkinranoreHig: 1-noa-2-rigpokcietaH

Mpuknag 156 (cnonyka 156)

meTunosun edip 4-{6-[2-(3,5-anxnopnipuanH-4-
in)aueTnn]-2,3-oMMeTOKCUEHOKCUMETUN}OEH30MHOT
KMcnoTn

PX/MC (CMNOCIB A): (m/z) 489,9 (MH+);
RT=8,17 xB.; uuctota (Y®)=89,6%

AnkinranoreHia; METMNOBUN edip 4-
XNOPMETUNOEH30MHOT KUCNOTH

Mpuknag 157 (cnonyka 157)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-guMeToKCH-2-
(2-HadbTaniH-2-in-2-okcoeTokcu)dpeHin]eTaHoH

PX/MC (CMNOCIB A): (m/z) 509,9 (MH+);
RT=8,41 xB.; uuctota (YP)=89,9%

AnkinranoreHia: 2-6pom-1-HadTaniH-2-ineTaHoH

Mpuknag 158 (cnonyka 158)

2-(3,5-guxnopnipnanH-4-in)-1-{2-[2-(2,5-
AnMeTOoKCUEHIn)-2-okcoeTokeu]-3,4-
anmeTokcudeHin}eTaHoH

PX/MC (CMNOCIB A): (m/z) 519,9 (MH+);
RT=7,99 xB.; unctora (YP)=95,7%
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AnkinranoreHia;
OnMeToKcudeHineTaHoH

Mpuknag 159 (cnonyka 159)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-oumeTokcu-2-
(2-okco-2-n-Toninetokcu)deHinleTaHoH

PX/MC (CMOCIB A): (m/z) 473,9 (MH+);
RT=8,11 xB.; uuctota (Y®)=88,1%

AnkinranoreHia: 2-6pom-1-n-toninetaHoH

Mpuknag 160 (cnonyka 160)

2-(3,5-anxnopnipuanH-4-in)-1-[2-(4-
dTOpOEH3NNOKEH)-3,4-AUMETOKCUMEHIN]eTaHOH

PX/MC (CMOCIB A): (m/z) 449,9 (MH+);
RT=8,32 xB.; unctota (YP)=100%

Ankinranorerig: 4-ctopbeHannxnopua

Mpuknag 161 (cnonyka 161)

2-(3,5-anxnopnipnanH-4-in)-1-[2-(2-
dTOpbEeH3nNoKen)-3,4-auMeTokCcMdeHin]eTaHoH

PX/MC (CMOCIB A): (m/z) 449,9 (MH+);
RT=8,34 xB.; unctota (YP)=95,7%

AnkinranoreHrig: 2-cdotopbeHannxnopua

Mpuknag 162 (cnonyka 162)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(3-TpupbTopmeTnnBGEeH3nNoKcn)heHinleTaHoH

PX/MC (CMOCIB A): (m/z) 499,9 (MH+);
RT=8,61 xB.; unctota (Y®)=98,9%

AnkinranoreHia: 5-tpucdTopmeTunbeHsnnxnopug

Mpuknag 163 (cnonyka 163)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(3-TpucpTopmeTOKCUBEH3MMOKCHK )DEHIN]eTaHOH

PX/MC (CMOCIB A): (m/z) 5159 (MH+);
RT=8,72 xB.; unctota (Y®)=98,9%

AnkinranoreHia; 5-
TP TOPMETOKCUOEHINNXIOPUA,

Mpuknag 164 (cnonyka 164)

2-(3,5-anxnopnipuanH-4-in)-1-[2-(3-dpTop-5-
TpudTOopMETUNOEH3UNOKCK)-3,4-
anmeTokcudeHinjeTtaHoH

PX/MC (CMOCIB A): (m/z) 558,9 (MH+);
RT=8,71 xB.; uuctota (Y®)=98,9%

AnkinranoreHia;
TpUdTOPMETUNOEH3NNXNOPNL

Mpuknag 165 (cnonyka 165)

2-(3,5-anxnopnipuanH-4-in)-1-{3,4-ouMeTOKCH-2-
[2-(2-meTOKCUDEHIN)-2-0kcoeToKCH]heHin}eTaHoH

PX/MC (CMOCIB A): (m/z) 490 (MH+); RT=7,96
xB.; yuctoTa (YP)=95,8%

AnkinranoreHia;
METOKCUAIEHIN)eTaHOH

Mpuvknag 166 (cnonyka 166)

2-(3,5-anxnopnipuanH-4-in)-1-{2-[2-(2,4-
anmeTundeHin)-2-okcoeTokcu]-3,4-
aumeTokcudeHin}eTaHoH

PX/MC (CMOCIB A): (m/z) 487,9 (MH+);
RT=8,49 xB.; unctota (Y®)=99,1%

AnkinranoreHia;
anMeTundeHin)eTaHoH

Mpuvknag 167 (cnonyka 167)

1-[2-(4-xnop6eHannokcn)-3,4-0uMeTOKCMAEHiIrn]-
2-(3,5-anxnopnipuanH-4-in)eTaHoH

PX/MC (CMOCIB A): (m/z) 4659 (MH+);
RT=8,72 xB.; uuctota (Y®)=98,5%

AnkinranoreHia: 4-xnop6eHaunxnopua

Mpuknag 168 (cnonyka 168)

2-6pom-2,5-

3-cpTop-5-

2-6pom-1-(2-

2-6pom-1-(2,4-
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2-(3,5-amxnopnipnanH-4-in)-1-[2-(2-
andTopmMeToKkcnbeHaunokeu)-3,4-
anmeTtokcudeHinjetaHoH

PX/MC (CMNOCIB A): (m/z) 497,8 (MH+);
RT=8,19 xB.; unctoTta (YP)=98,5%

AnkinranoreHia; 2-
AndTopMeTOKCUBEH3UNXNopUa

Mpuknag 169 (cnonyka 169)

2-(3,5-amxnopnipnanH-4-in)-1-[2-(4-
isonponin6eH3unokcm)-3,4-guMeTokcudeHinleTaHoH

PX/MC (CMOCIB A): (m/z) 474 (MH+); RT=9,21
xB.; ynctota (YP)=100%

AnkinranoreHig: 4-isonponinbeHannxnopug

Mpuknag 170 (cnonyka 170)

2-(3,5-avxnopnipuanH-4-in)-1-[2-(2-cTop-6-
TpucpTopMeTUNBEH3nNoKen)-3,4-
AvmMeTokcudeHinletTaHoH

PX/MC (CMOCIB A): (m/z) 517,9 (MH+);
RT=8,52 xB.; unctota (YP)=98,9%

AnkinranoreHia;
TpudTOopMETUNOEH3UNXIIOPUA

Mpuknag 171 (cnonyka 171)

2-(3,5-amxnopnipnanH-4-in)-1-[2-(2,3-gndTop-4-
MeTunbeHsunoken)-3,4-AumMeTokCndeHin]eTaHoH

PX/MC (CMNOCIBE A): (m/z) 481,9 (MH+),
RT=8,71 xB.; uuctota (Y®)=98,6%

Ankinranorenia:
MeTunbeHsunxmnopug

Mpuknag 172 (cnonyka 172)

2-(3,5-amxnopnipuanH-4-in)-1-[3,4-gumeToKcn-2-
(2-meTunbeHannokcn)eHinletaHoH

PX/MC (CMOCIB A): (m/z) 4459 (MH+),
RT=8,67 xB.; uucrora (Y®)=98,5%

Ankinranorerig: 2-metunoeH3nnxnopva

Mpuknag 173 (cnonyka 173)

2-(3,5-amxnopnipuanH-4-in)-1-[3,4-gumeToKcn-2-
(3-meTunbeHannoken)eHinletaHoH

PX/MC (CMNOCIBE A): (m/z) 446 (MH+); RT=8,69
xB.; ymctoTa (YP)=98,4%

Ankinranorerig: 3-metundeHsnnxnopua

Mpuknag 174 (cnonyka 174)

2-(3,5-avxnopnipnanH-4-in)-1-(3,4-gumeTokcun-2-
NeHT-2-eHinokcudeHin)eTaHoH

PX/MC (CMNOCIB A): (m/z) 409,9 (MH+);
RT=8,67 xB.; uuctota (Y®)=98,3%

AnkinranoreHig: 1-6poMneHT-2-eH

Mpuknag 175 (cnonyka 175)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-guMeToKCU-2-
(2-meTunxiHoniH-6-inmeToKkcKu)dheHinleTaHoH

PX/MC (CMNOCIB A): (m/z) 497 (MH+); RT=5,27
XB.; ynctota (YP)=98,1%

AnkinranoreHia: 6-6poMMeTUN-2-MeTUNXIHONIH

Mpuknag 176 (cnonyka 176)

1-[2-(2-xnop6eHannokcun)-3,4-auMeToKcudeHin]-
2-(3,5-anxnopnipnanH-4-in)eTaHoH

PX/MC (CMNOCIB A): (m/z) 4659 (MH+);
RT=8,71 xB.; uuctota (YP)=96,3%

Ankinranorerig: 2-xnop6eHaunxnopua

Mpuknag 177 (cnonyka 177)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-gumeToKCn-2-
(3-meTokcMbeH3UNoKken)deHinleTaHoH

PX/IMC (CNOCIE A): (m/z) 461,9 (MH+);
RT=8,26 xB.; uucrota (Y®)=96,3%

AnkinranoreHig: 3-meTokcnbeHaunxnopug

Mpuknag 178 (cnonyka 178)

2-pTOp-6-

2,3-andTop-4-
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2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(4-meToKCcMBEeH3NNOKCK )peHirn]eTaHoH

PX/MC (CMOCIB A): (m/z) 461,9 (MH+);
RT=8,22 xB.; unctota (YP)=77,9%

Ankinranorerig: 4-metokcnbeHaunxnopung

Mpuknag 179 (cnonyka 179)

1-{2-[2-(3-xnopdeHin)eTokcu]-3,4-
anmveTokcudpeHin}-2-(3,5-guxnopnipnanH-4-in)eTaHoH

PX/MC (CMNOCIB A): (m/z) 479,9 (MH+);
RT=8,81 xB.; unctota (YP)=98,6%

AnkinranoreHia: 1-6pom-2-(3-xnopdeHin)etaH

Mpuknag 180 (cnonyka 180)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-oMmeTokcu-2-
(5-meTunrekcmnokcu)eHinleTaHoH

PX/MC (CMNOCIB A): (m/z) 440 (MH+); RT=9,69
xB.; ymctoTa (YP)=100%

AnkinranoreHia: 1-6pom-5-meTunrekcaH

Mpuknag 181 (cnonyka 181)

1-[2-(2-umknorekcuneTokcn)-3,4-
anmeTokeudpeHinl-2-(3,5-auxnopnipnanH-4-in)eTaHoH

PX/MC (CMOCIB A): (m/z) 452 (MH+); RT=9,92
xB.; uncrota (YP)=97,7%

AnkinranoreHia: (2-6pomeTun)umkrnorekcaH

Mpuknag 182 (cnonyka 182)

etunosun  edip  5-{6-[2-(3,5-gnxnopnipnamnH-4-
in)auetnn]-2,3-0UMEeTOKCUEHOKCUINEHTAHOBO|  KM1C-
notu

PX/MC (CMNOCIB A): (m/z) 470 (MH+); RT=8,11
xB.; yncrota (YP)=100%

Ankinranorenia;
OpPOMMNEHTAHOBOT KACMNOTK

Mpuknag 183 (cnonyka 183)

1-[2-(3-6eH3mnokcmnponokcu)-3,4-
anmeTokeudpeHinl-2-(3,5-auxnopnipnanH-4-in)eTaHoH

PX/MC (CMOCIB A): (m/z) 490 (MH+); RT=8,64
xB.; yncroTa (YP)=97,5%

AnkinranoreHia: (3-6pomnponokcumeTnn)6eH3on

Mpuknag 184 (cnonyka 184)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
aumeTokcudeHoKcilaueTamia

'H-AMP (OMCO-ds) 5=8,64 (2H, c), 7,67-7,58
(2H, m), 7,37 (1H, ywwup.c), 6,98 (1H, g), 4,79 (2H, c),
4,62 (2H, c), 3,90 (3H, c), 3,80 (3H, c).

AnkinranoreHig: 2-xnopauetamig

Mpuknag 185 (cnonyka 185)

2-(2-{6-[2-(3,5-guxnopnipnavH-4-in)auetun]-2,3-
anmeTokcudeHokcileTvn)isoingon-1,3-4ioH

'"H-AMP (CDCls) 8=8,36 (2H, c), 7,74 (2H, m),
7,60 (3H, m), 6,75 (1H, n), 4,52 (2H, T), 4,48 (2H, c),
4,21 (2H, 1), 3,91 (3H, c), 3,83 (3H, c).

Ankinranorenia; 2-(2-6pomeTnn)isoiHgon-1,3-
[ioH

Mpuknag 186 (cnonyka 186)

2-(3-{6-[2-(3,5-guxnopnipnanH-4-in)auetun]-2,3-
avmeTokcudeHokeunponin)izoiHgon-1,3-aioH

'H-AMP (CDCls) 8=8,48 (2H, c), 7,81 (2H, m),
7,70 (2H, m), 7,59 (1H, n), 6,75 (1H, n), 4,67 (2H, c),
4,31 (2H, ), 3,96 (2H, T), 3,93 (3H, c), 3,89 (3H, c),
2,30 (2H, m).

AnkinranoreHia;
nioH

Mpuknag 187 (cnonyka 187)

2-{6-[2-(3,5-amxnopnipugunH-4-in)aueTtnn]-2,3-
avmeTokcudeHokeu}-N-meTnnaueTamig

€TUnoBun edip 4-

2-(3-6pomnponin)isoiHgon-1,3-
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'H-amp (CDCl3) 6=8,52 (2H, c), 7,75-7,64 (2H,
M), 6,79 (1H, n), 4,67 (2H, c), 4,60 (2H, c), 3,96 (3H,
c), 3,87 (3H, c), 2,86 (3H, n).

AnkinranoreHig: 2-xnop-N-meTtunaueTtamig

Mpuknag 305 (cnonyka 305)

2-{6-[2-(3,5-anxnopnipnaunH-4-in)aueTun]-2,3-
anmeTokcudeHokci}-N-eTunaueTtamia

'H-amp (OAMCO-ds) 6=8,64 (2H, c), 8,18 (1H,
ywwmp.c), 7,61 (1H, a), 6,99 (1H, n), 4,77 (2H, c), 4,62
(2H, c), 3,91 (3H, c), 3,79 (3H, c), 3,15 (2H, m), 1,01
(3H, 1).

ArnkinranoreHig: 2-xnop-N-eTunauetamig

BaranbHa npouegypa ONA ofepXaHHA CMonyk 3
dopmyrnoto li abo lj, y skin R, mae BusHadeHe BuLle

3Ha4YeHHA:
OMe
OH 0O—R2
OMe OMe
—_—
[e]
c li
| = | Cl
S
N
H

OMe
OMe

o]
1 = | Cl
~
N
OMe
(o] 0—R2
O/\/ O/\/
(o] [e] i
= [ Cl Cl = [ Cl
N =
N N

2-(3,5-amxnopnipnanH-4-in)-1-(3-rigpokcu-2,4-
meTokcudeHin)etaHoH (0,035 mmonb) npuknagy 2 (li)
abo 1-(2-aninokcu-3-rigpokcu-4-meTokcudeHin)-2-
(3,5-auxnopnipnanH-4-in)etaHoH (0,035 mmMonb) npu-
knagy 3 (lj) po3unHsanm B cyxomy 3-neHTaHoHi (0,4
mn). Jopnasanu tBepauii Ko,CO3 (0,052 mmonb), noTim
0,052 mmonb ankinbpomigy abo noavay, po34YMHEHo-
ro B 3-neHtaHoHi (0,1 mn). Y Bunagky ankinbpomiais
popasanu gopatkoun Kl (0,5 ekB.). PeakuiiiHy cy-
Miw Harpisanu npu 70°C npotsarom 18 roguH. 3pasku
inbTpyBanu, i PO3YNHHWK BUOANSNN y BakyyMi. YucTi
CMoMyKy ofepXXyBanu, NOBTOPHO PO3YMHAIOYM peak-
uirHy cymiw y AMCO, 3 HacTynHUM OYULLEHHSIM CTa-
HOapTHOK npenapaTtmeHoo BEPX.

BukopuctoBytoun L0 npoueaypy, OAepXysanm
HaACTYMHi CNOMNyKu:

Mpwuknag 188 (cnonyka 188)

2-(3,5-guxnopnipnanH-4-in)-1-(3-eTokcun-2,4-
AVMeTOKcUpeHin)eTaHoH

PX/MC (CIMOCIB B): (m/z) 370 (MH+); RT=4,45
XB.; yncrota (YP)=100%

AnkinranoreHia: nogetaH

Mpuknag 189 (cnonyka 189)

1-(3-umknonponinmMeTokcu-2,4-aumeTokendeHin)-
2-(3,5-anxnopnipnanH-4-in)eTaHoH

PX/MC (CMNOCIB B): (m/z) 396,1 (MH+);
RT=4,78 xB.; uictota (YP)=100%

AnkinranoreHig: 6poMMeTUNLMKIONPONaH

Mpuknag 190 (cnonyka 190)

1-(2-aninokcn-3-6yT-3-eHinokcu-4-
MeTokcudeHin)-2-(3,5-guxnopnipnanH-4-in)eTaHoH

PX/MC (CIMNOCIB B: (m/z) 422,1 (MH+); RT=5,27
xB.; unctota (YP)=100%

Cl
Cl
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AnkinranoreHia: 4-6pombyT-1-eH

Mpuknag 191 (cnonyka 191)

1-(3-6yT-3-eHinokcu-2,4-amumeTokendeHin)-2-
(3,5-amxnopnipngnH-4-in)eTaHoH

PX/MC (CIMOCIB A): (m/z) 396,3 (MH+);
RT=8,39 xB.; (Y®) uncrora=94,0%

AnkinranoreHia: 4-6pombyT-1-eH

Mpuknag 192 (cnonyka 192)

2-(3,5-anxnopnipuanH-4-in)-1-(2,4-guMmeTokcun-3-
nponoKkcndeHin)eTaHoH

PX/MC (CIMOCIB A): (m/z) 384,3 (MH+);
RT=8,42 xB.; unctota (YP)=100%

Ankinranorenia: 1-nogetaH

Mpuknag 193 (cnonyka 193)

1-(3-aninokcu-2,4-aumeTokeundeHin)-2-(3,5-
ANXNopnipuanH-4-in)eTaHoH

PX/MC (CMNOCIB A): (m/z) 382,3 (MH+);
RT=8,01 xB.; unctota (YP)=100%

AnkinranoreHia: aninépomig

Mpuknag 194 (cnonyka 194)

2-(3,5-anxnopnipuanH-4-in)-1-[2,4-gumeTokcu-3-
(4-meTunneHT-3-eHinokcn)eHinletTaHoH

PX/MC (CMOCIB A): (m/z) 4243 (MH+);
RT=8,99 xB.; uucrora (Y®)=100%

AnkinranoreHia: 5-6pom-2-meTunneHT-2-eH

Mpuknag 195 (cnonyka 195)

2-(3,5-anxnopnipuanH-4-in)-1-[3-(2-
rigpokcieTokcn)-2,4-auMeToKCUdEHin]eTaHoH

PX/MC (CIMOCIB A): (m/z) 386,3 (MH+);
RT=6,21 xB.; unctota (YP)=70,5%

AnkinranoreHia: 2-nogetaHon

Mpuknag 196 (cnonyka 196)

2-(3,5-anxnopnipuanH-4-in)-1-(2,4-gpumeTokcun-3-
deHeTUnoKkendeHin)eTaHoH

PX/MC (CIMOCIB A): (m/z) 446,2 (MH+);
RT=8,71 xB.; (Y®) unctota=82,0%

Ankinranoreria: 2-ceHin-1-6pometaH

Mpuknag 197 (cnonyka 197)

1-(3-6eH3unokcun-2,4-gumeTokcmdeHin)-2-(3,5-
ANXNopnipUANH-4-in)eTaHoH

PX/MC (CMOCIB A): (m/z) 4322 (MH+);
RT=8,49 xB.; uuctota (Y®)=96,3%

AnkinranoreHig: 6eH3unopomia

Mpuknag 198 (cnonyka 198)

2-(3,5-guxnopnipnanH-4-in)-1-(2,4-gumeTokcn-3-
NeHT-2-eHiNoKcUdeHin)eTaHoH

PX/MC (CMOCIB A): (m/z) 410,3 (MH+);
RT=8,67 xB.; (Y®) uncrota=91,9%

AnkinranoreHia: 1-6pomneHT-2-eH

Mpuknag 199 (cnonyka 199)

2-(3,5-guxnopnipnanH-4-in)-1-[2,4-gpumeTokcun-3-
(2-meToKcieToKeu )dpeHin]eTaHoH

PX/MC (CIMOCIB A): (m/z) 400,3 (MH+);
RT=7,34 xB.; uuctota (Y®)=91,6%

Ankinranoreria: 1-6pom-2-meTokcieTaH

Mpuknag 200 (cnonyka 200)

1-(3-6yT-2-nHinokcu-2,4-ammeTokendeHin)-2-
(3,5-amxnopnipngnH-4-in)eTaHoH

PX/MC (CMOCIB A): (m/z) 3943 (MH+);
RT=7,81 xB.; uuctora (Y®)=100%

AnkinranoreHia: 1-6pom6yT-2-uH

Mpuknag 201 (cnonyka 201)

2-(3,5-guxnopnipnanH-4-in)-1-(2,4-gumeTokcn-3-
npon-2-iHinokcudeHin)eTaHoH
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PX/IMC (CNOCIB A): (m/z) 380,2 (MH+);
RT=7,44 xB.; uictoTta (YP)=100%

Ankinranorerig: 3-6pomnponiH

Mpuknag opepxaHHA 4/npuknag 273 (cnonyka
504)

{6-[2-(3,5-anxnopnipnanH-4-in)auetnnl-2,3-
OMMeTOKCU(EHOKCI}oLUTOBa K1ucnoTa

OMe OMe
OMe OMe
OH

OH o/\"/

- (o]
[e] o]
Cl = Cl Cl = C

2 | 2 |
N

2-(3,5-amxnopnipnanH-4-in)-1-(2-rigpokcu-3,4-
MeTokcudeHin)etaHoH (1,37 m, 4,1 mmonb) npuknagy
1 po3uunHanu B cyxomy NMP (50 mn). Jogasanu etu-
n6pomauetat (660 mkn, 6,1 mmonb), notim K>COs
(830 mr, 6,1 Mmorb), | peakuinHy cymiw nepemillyBa-
nM npu TemnepaTtypi HaBKOMWLIHLOIO CepeaoBuLla
npoTsarom Houi. Jogasanu Bogy (500 mn), i npoaykT
ekctparyBanu EtOAc (2x250 mn). O6'egHaHi opraHiy-
Hi pa3n npommBanu Boaoto (250 mr), conboBUM po3-
ynHom (250 mn) i Bucywysanu Hag MgSO,. Po3umH-
HUK BUOANanu y BakyyMmi, i ogepXaHun 4YnCTun
NPOAYKT niggasBany cTaHOapTHIN xpomartorpadii Ha
cunikareni, ogepxywoun etunosun edip {6-[2-(3,5-
anxnopnipnauH-4-in)auetwn]-2,3-
AVMEeTOKCU(PEHOKCI}oLTOBOI knucnotn y copmi TBEp-
A0 peyoBuHM Binoro konbopy. Buxig 990 mr (78%).
CnonyKky NMOBTOPHO PO3YMHANM MpWU HarpiBaHHi B Cy-
miwi MeOH-Boga (1:1, 200 mn). Jopasanu LiOH (490
Mr, 12 mmonb, 5 ekB.), i peakuinHy cymill nepemiwy-
Banu npu Temneparypi HaBKONMULLHLOrO cepeaoBuLLa
npotarom 1 roavHu. PeakuinHy cymiw nigkuenanu ao
pH=1 pogasaHHam 1 H. HCI (15 mn) i ekcTparyBanm
EtOAc (2x250 mn). O6'egHaHi opraHiyHi dasm npo-
MUBanu conboBMM po3unHom (250 mn) i BucyLwyBanm
Hag MgSO4. PosunHHUK Buaananu y Bakyymi, ogep-
xytoun  {6-[2-(3,5-auxnopnipngnH-4-in)auetun]-2,3-
OVMeTOKCUPEHOKCI}oLTOBY KMCNOTY y hopMi TBEpAOi
peyoBUHM Binoro KONbLOpy.

'"H-AMP (CDCls) 8=8,52 (2H, c), 7,76 (1H, o),
6,81 (1H, n), 4,85 (2H, c), 4,66 (2H, c), 3,99 (3H, c),
3,88 (3H, c). Buxig 0,85 m (92%).

3aranbHa npouedypa AnNs odepXaHHSA Crnonyk 3
dopmyrnoto Ik, y skih Rg i Ri2 MaloTb BU3HayeHi TyT

3HAYEHHS:
OMe OMe
OMe OMe
RO
N
0~ COOH o/}( R12
B 0
o) o
CI/rCI CI/|CIIk
S =
N N

{6-[2-(3,5-guxnopnipnanH-4-in)auetnn]-2,3-
anmeTokcudpeHokcitoutoBy kmcnoty (0,037 mmorb)
npuknagy ogepxaHHs 4 po3unHanu B cyxomy JAMOA
(0,25 mn). JdogaBanu nepBUHHUIA ab0 BTOPUHHWN
amiH (0,045 mmonb), posunHeHut y AM®A (0,05 mn),
notim HATU (0,045 mmonb), posdunHeHun y OM®OA
(0,050 mn). PeakuiiHy cymiw 3anuwanu npu temne-
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paTypi HaBKOMULLHBLOrO cepefoBuLia npotarom 48
roguH. YncTi cnonykn ofepXyBanv OYULLEHHSAM CTa-
HOapTHO NpenapatueHoo BEPX.

BukopucToBytoun U0 nNpoueaypy, OfepXKyBanu
HacCTyMHi CMONyKu:

Mpuknag 202 (cnonyka 202)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeToKkcu-2-
(2-okco-2-niponignH-1-ineTokcn)deHinjeTaHoH

'"H-AMP (CDCls) 5=8,47 (2H, c), 7,64 (1H, n),
6,76 (1H, o), 4,92 (2H, c), 4,88 (2H, c), 3,94 (3H, c),
3,89 (3H, c), 3,53 (2H, 1), 3,39 (2H, 1), 1,98 (2H, m),
1,86 (2H, m).

AMiH: niponiganH

Mpuknag 203 (cnonyka 203)

N-6eH3un-2-{6-[2-(3,5-anxnopnipnanH-4-
in)aueTtnn]-2,3-gumMeToKkcudeHokci}aLeTamis

'H-AMP (CDCl3) 5=8,49 (2H, c), 8,12 (1H,
ywwp.c), 7,66 (1H, o), 7,29-7,20 (5H, m), 6,77 (1H, ),
4,72 (2H, c), 4,55 (2H, c), 4,50 (2H, ), 3,95 (3H, c),
3,81 (3H, c).

AMiH: 6eH3unamin

Mpuknag 204 (cnonyka 204)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-gumeTokcu-2-
(2-mopdoniH-4-in-2-okcoeToken)deHin]eTaHoH

'H-AMP (CDCls) 5=8,48 (2H, c), 7,63 (1H, o),
6,78 (1H, #), 4,96 (2H, c), 4,80 (2H, c), 3,94 (3H, c),
3,89 (3H, c), 3,72-3,61 (6H, m), 3,54-3,45 (2H, m).

AMiH: mopdoniH

Mpuknag 205 (cnonyka 205)

2-{6-[2-(3,5-guxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-cerinavetamis

'"H-AMP (CDCls) 8=9,97 (1H, ywwup.c), 8,50 (2H,
c), 7,75 (1H, n), 7,59 (2H, p), 7,25 (2H, 1), 7,07 (1H,
T), 6,81 (1H, n), 4,80 (2H, c), 4,65 (2H, c), 3,99 (3H,
c), 3,89 (3H, c).

AMiH: aHiniH

Mpuknag 206 (cnonyka 206)

2-{6-[2-(3,5-guxnopnipuaunH-4-in)aueTnn]-2,3-
anmveTokcudpeHoken}-N-meTun-N-ceHinauetamig

'H-AMP (CDCls) 5=8,48 (2H, c), 7,59 (1H, o),
7,45-7,32 (3H, m), 7,25-7,19 (2H, m), 6,70 (1H, n),
4,83 (2H, c), 4,68 (2H, c), 3,90 (3H, c), 3,77 (3H, c),
3,32 (3H, c).

AwmiH: N-meTunaHinin

Mpuknag 207 (cnonyka 207)

2-{6-[2-(3,5-amxnopnipugunH-4-in)aueTtnn]-2,3-
anmeTokcudpeHoken}-N-(3-rigpoken-3-
mMeTunbyTunn)aueTamin

PX/MC (CMNOCIB A): (m/z) 485 (MH+); RT=5,89
xB.; ymctoTa (YP)=100%

AMiH: 3-rigpokcu-3-meTunbyTunamin

Mpuknag 208 (cnonyka 208)

2-{6-[2-(3,5-amxnopnipuaunH-4-in)aueTtnnl-2,3-
anmeTtokcudeHokeun}-N-nponinauetamig

PX/MC (CMOCIB A): (m/z) 441 (MH+); RT=6,71
xB.; ymctoTa (YP)=89,3%

'H-AMP (CDCls) =8,51 (2H, c¢), 7,79 (1H,
ywwp.c), 7,67 (1H, g), 6,78 (1H, n), 4,67 (2H, c), 4,60
(2H, c), 3,97 (3H, c), 3,87 (3H, c), 3,27 (2H, kB), 1,50
(2H, m), 0,87 (3H, T).

AMiH: H-nponinamiH

Mpuknag 209 (cnonyka 209)

2-{6-[2-(3,5-amxnopnipugunH-4-in)aueTtnn]-2,3-
anmeTokcudeHokeu}-N-isonponinauetamin
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PX/MC (CIMOCIB A): (m/z) 441 (MH+); RT=6,72
xB.; yncrota (YP)=87,7%

'H-AMP (OMCO-ds) 5=8,64 (2H, c), 8,01 (1H, ),
7,65 (1H, n), 6,99 (1H, g), 4,77 (2H, c), 4,61 (2H, c),
3,91 (4H, m), 3,80 (3H, c), 1,04 (6H, n).

AMiH: isonponinamiH

Mpuknag 210 (cnonyka 210)

N-6yTun-2-{6-[2-(3,5-auxnopnipnann-4-
in)aueTnn]-2,3-gumeToKcMdEHOKCI}aLeTamia

PX/MC (CIOCIB A): (m/z) 455 (MH+); RT=7,09
xB.; (Y®) unctora=100%

AMiH: ByTrnamiH

Mpuknag 211 (cnonyka 211)

N-umknoneHtun-2-{6-[2-(3,5-auxnopnipnanH-4-
in)auetnn]-2,3-gumeTokcMdEHOKCI}aLeTamia

PX/MC (CMNOCIB A): (m/z) 466,9 (MH+);
RT=7,19 xB.; uuctota (Y®)=100%

AMIiH: UMKIoneHTunamin

Mpuknag 212 (cnonyka 212)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTvn]-2,3-
anmeTokcudpeHoken}-N-(3-metunbytun)avertamia

PX/MC (CIOCIB A): (m/z) 469 (MH+); RT=7,42
xB.; ynctota (Y®)=100%

AmiH: 3-meTunbyTnnamix

Mpuknag 213 (cnonyka 213)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTmn]-2,3-
anmeTokcudeHoken}-N-(4-meTokcmbeHann)aueTamis

'H-AMP (OMCO-dgs) 5=8,67 (1H, T), 8,64 (2H, c),
7,61 (1H, g), 7,15 (2H, p), 6,99 (1H, a), 6,75 (2H, ),
4,75 (2H, c), 4,70 (2H, c), 4,26 (2H, g), 3,90 (3H, c),
3,76 (3H, ¢), 3,70 (3H, ¢)

AMiH: 4-meToKCcUbEH3MMamiH

Mpuknag 214 (cnonyka 214)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2,2-
AvmMeTunnponin)aletamis

PX/MC (CIOCIB A): (m/z) 469 (MH+); RT=7,44
xB.; yuctota (YP)=100%

AMiH: 2,2-gumeTnnnponinamid

Mpuknag 215 (cnonyka 215)

N-umknorekcun-2-{6-[2-(3,5-guxnopnipnann-4-
in)auetnn]-2,3-gumeTokcMdEeHOKCI}aLeTamia

PX/MC (CIOCIB A): (m/z) 481 (MH+); RT=7,52
xB.; ynctota (YP)=100%

AMIiH: UMKIorekcunamin

Mpuknag 216 (cnonyka 216)

2-{6-[2-(3,5-gnxnopnipnauH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(3-meTokcmbeHann)aueTamis

'"H-AMP (OMCO-ds) 5=8,72 (1H, T), 8,63 (2H, c),
7,60 (1H, n), 7,12 (1H, 1), 6,99 (1H, n), 6,83-6,74 (3H,
m), 4,75 (2H, c), 4,73 (2H, c), 4,30 (2H, g), 3,90 (3H,
c), 3,78 (3H, c), 3,69 (3H, c).

AMiH: 3-meToKCUBEH3MMNaMIH

Mpuknag 217 (cnonyka 217)

N-umknorentun-2-{6-[2-(3,5-guxnopnipuanH-4-
in)auetnn]-2,3-gumeTokcMdeHOKCI}aleTamia

PX/MC (CIMOCIB A): (m/z) 495 (MH+); RT=7,84
xB.; unctoTa (YP)=92,2%

AMiH: uMknorenTunamix

Mpuknag 218 (cnonyka 218)

2-{6-[2-(3,5-amxnopnipnaunH-4-in)auetnnl-2,3-
anmeTokeudeHoken}-N-(2-meTokcmbeHann)aueTamis

'"H-AMP (OMCO-ds) 5=8,64 (2H, c), 8,50 (1H, T),
7,62 (1H, @), 7,19 (1H, 1), 7,12 (1H, A), 6,99 (1H, Q)
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6,93 (1H, n), 6,76 (1H, 1), 4,78 (2H, c), 4,74 (2H, c),
4,31 (2H, pn), 3,91 (3H, ¢), 3,79 (3H, c), 3,76 (3H, c).

AMiH: 2-meTOKCMBEH3NNamiH

Mpuknag 219 (cnonyka 219)

N-uuknorekcunmeTun-2-{6-[2-(3,5-
aunxnopnipuaunH-4-in)aueTwn]-2,3-
OumeTokcudeHoKcilaueTamia

PX/MC (CMNOCIB A): (m/z) 495 (MH+); RT=7,86
xB.; ymctoTa (YP)=100%

AMIH: LUMKnorekcunveTunami

Mpuknag 220 (cnonyka 220)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
avmeTokcudpeHoken}-N-(2-rigpokcieTun)auetamis

PX/MC (CMNOCIB A): (m/z) 442,9 (MH+);
RT=5,41 xB.; uuctota (Y®)=100%

AMiH: 2-rigpokcieTunamin

Mpuknag 221 (cnonyka 221)

(R)-2-{6-[2-(3,5-anxnopnipugnH-4-in)auetun]-2,3-
avmeTokcudpeHoken}-N-(1-cpeHinetTun)auetamis,

PX/MC (CMOCIB A): (m/z) 502,9 (MH+);
RT=7,37 xB.; unctota (YP)=100%

AwmiH: (R)-1-dbeHineTunamin

Mpuknag 222 (cnonyka 222)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(3-rigpokecunponin)auetamis,

PX/MC (CMOCIB A): (m/z) 457 (MH+); RT=5,51
xB.; yncrota (YP)=100%

AMiH: 3-rigpokcunponinamiH

Mpuknag 223 (cnonyka 223)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-meTokcieTnn)auetamis

PX/MC (CMNOCIB A): (m/z) 457 (MH+); RT=6,12
xB.; ymctoTa (YP)=100%

AMiH: 2-meTOoKcieTunamin

Mpuknag 224 (cnonyka 224)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-
avMmeTunamMiHoeTun)auetamis

PX/MC (CMNOCIB A): (m/z) 470 (MH+); RT=4,26
xB.; ymctoTa (YP)=100%

AMiH: 2-anmeTnnamiHoeTunamiH

Mpuknag 225 (cnonyka 225)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(3-
AumeTnnamiHonponin)aueTamig,

PX/MC (CMOCIB A): (m/z) 484 (MH+); RT=4,29
xB.; ymctoTa (YP)=100%

AMiH: 3-AMmeTMnamiHonponinamiu

Mpuknag 226 (cnonyka 226)

(S)-2-{6-[2-(3,5-ouxnopnipuamnH-4-in)aueTtnn]-2,3-
anmeTtokcudeHokeun}-N-(1-cpeHinetnn)auetamig

PX/MC (CMOCIB A): (m/z) 503 (MH+); RT=7,39
xB.; ynctota (YP)=100%

AwmiH: (S)-1-cpeHineTunamin

Mpuknag 227 (cnonyka 227)

2-{6-[2-(3,5-gmxnopnipuaunH-4-in)aueTtnn]-2,3-
anmeTokcudpeHoken}-N-(3-
isonponokcunponin)aueramis,

PX/MC (CMOCIB A): (m/z) 498,9 (MH+);
RT=6,89 xB.; uuctota (Y®)=100%

AwmiH: 3-izonponokcunponinamin

Mpuknapg 228 (cnonyka 228)

2-{6-[2-(3,5-amxnopnipuguH-4-in)aueTtnn]-2,3-
anmeTokcudeHoken}-N-pypaH-2-inmeTunauetamig
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PX/MC (CNOCIB A): (m/z) 478,9 (MH+);
RT=6,74 xB.; uictoTta (YP)=100%

AMiH: pypaH-2-inmeTunamiy

Mpuknag 229 (cnonyka 229)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTun]-2,3-
anmeTtokcudeHoken}-N-nipuanH-2-inmetunagetamig

PX/MC (CMOCIBE A): (m/z) 490 (MH+); RT=5,17
XB.; yncrota (YP)=100%

AMiH: nipuanH-2-inmeTnnamid

Mpuknag 230 (cnonyka 230)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTun]-2,3-
anmeTokcudeHoken}-N-nipuavH-3-inmeTnnavetamig

PX/MC (CMOCIB A): (m/z) 490 (MH+); RT=4,62
xB.; yncrtota (Y®)=100%

AMiH: nipnaunH-3-inmeTnnamid

Mpuknag 231 (cnonyka 231)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTun]-2,3-
anmeTokcudpeHoken}-N-(2-cpeHokcieTun)auetamig

PX/MC (CMNOCIB A): (m/z) 518,9 (MH+);
RT=7,19 xB.; unctoTta (YP)=98,3%

AMiH: 2-dpeHoKcieTUnamiH

Mpuknag 232 (cnonyka 232)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTmn]-2,3-
anmeTtokcudgeHokeun}-N-nipyanH-4-inmetunauetamig

PX/MC (CMOCIBE A): (m/z) 490 (MH+); RT=4,46
xB.; ynctota (Y®)=100%

AMiH: nipnguH-4-inmeTunamin

Mpuknag 233 (cnonyka 233)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTokeudpeHoken}-N-(4-etunbeHsun)auetamia

PX/MC (CMOCIB A): (m/z) 517 (MH+); RT=7,71
xB.; ymctoTa (YP)=96,8%

AMiH: 4-eTUNOEeH3uNamiH

Mpuknag 234 (cnonyka 234)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTokcudpeHokeun}-N-(3,5-
andTopbeHann)aueTamia

PX/MC (CMNOCIB A): (m/z) 524,9 (MH+);
RT=7,27 xB.; uuctota (Y®)=95,3%

AwmiH: 3,5-gndTopbeH3nnamiH

Mpuknag 235 (cnonyka 235)

2-{6-[2-(3,5-anxnopnipnaunH-4-in)aueTvn]-2,3-
anmeTokcudpeHoken}-N-(2,3-
andTopbeHann)aueTamig

PX/MC (CMOCIB A): (m/z) 524,9 (MH+);
RT=7,22 xB.; uuctota (Y®)=100%

AwmiH: 2,3-gndTopbeH3nnamiH

Mpuknag 236 (cnonyka 236)

2-{6-[2-(3,5-gnxnopnipnauH-4-in)aueTnn]-2,3-
anmeTokcudeHoken}-N-(2-nipnanH-2-
inetun)auetamig

PX/MC (CNOCIB A): (m/z) 503,9 (MH+);
RT=4,54 xB.; uuctota (Y®)=100%

AMiH: 2-nipnanH-2-inetTunamin

Mpuknag 237 (cnonyka 237)

2-{6-[2-(3,5-gnxnopnipnauH-4-in)aueTnn]-2,3-
anmeTtokcudeHokeun}-N-(2-metTunbeHsnn)auetamis

PX/MC (CMOCIB A): (m/z) 503 (MH+); RT=7,37
xB.; unctota (YP)=100%

AMiH: 2-MmeTunGeH3unamiH

Mpuknag 238 (cnonyka 238)

2-{6-[2-(3,5-amxnopnipnaunH-4-in)auetnnl-2,3-
anmeTokcudpeHoken}-N-(3-cptopbeHsun)auetamis,

PX/MC (CMNOCIB A): (m/z) 506,9 (MH+);
RT=7,14 xB.; uictoTta (YP)=100%
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AmiH: 3-pTOpbeH3nnamiH

Mpuknag 239 (cnonyka 239)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
avmeTokcudeHoken}-N-(3-metunbeHann)aueTtamia

PX/MC (CMNOCIB A): (m/z) 503 (MH+); RT=7,39
xB.; ymctoTa (YP)=100%

AMiH: 3-MmeTUnNGeH3nnamiH

Mpuknag 240 (cnonyka 240)

2-{6-[2-(3,5-guxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(4-metunbeHsumn)auetamia

PX/MC (CMOCIB A): (m/z) 502,9 (MH+);
RT=7,39 xB.; unctota (YP)=100%

AMiH: 4-meTnbeH3unamiH

Mpuknag 241 (cnonyka 241)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-cbeHeTunaueTamis

PX/MC (CMOCIB A): (m/z) 503 (MH+); RT=7,29
xB.; yncrota (YP)=100%

AMiH; 2-cbeHineTunamiy

Mpuknag 242 (cnonyka 242)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-nipuanH-4-
ineTun)aueTtamig

'"H-AMP (OMCO-ds) 5=8,65 (2H, c), 8,44 (2H, 1),
8,33 (1H, 1), 7,60 (1H, g), 7,30 (2H, #), 6,99 (1H, n),
4,74 (2H, c), 4,62 (2H, c), 3,90 (3H, c), 3,75 (3H, c),
3,44 (2H, ), 2,81 (2H, 7).

AMiH: 2-nipnanH-4-inetunamid

Mpuknag 243 (cnonyka 243)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(3-cpeHinnponin)auetamia

PX/MC (CMNOCIB A): (m/z) 517 (MH+); RT=7,56
xB.; ymctoTa (YP)=100%

AwmiH: 3-deHinnponinamin

Mpuknag 244 (cnonyka 244)

N-(2-xnop6eH3aun)-2-{6-[2-(3,5-anxnopnipuanH-4-
in)aueTnn]-2,3-gumeTokcudeHokci}aleTamig

PX/MC (CMOCIB A): (m/z) 522,9 (MH+);
RT=7,46 xB.; uuctota (YP)=100%

AmiH: 2-xnop6eH3nnamin

Mpuknag 245 (cnonyka 245)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTnn]-2,3-
avmeTokcudpeHokeun}-N-(2-ninepmamt-1-
ineTun)auetamig

PX/MC (CMOCIB A): (m/z) 510 (MH+); RT=4,46
xB.; ymctoTa (YP)=92,5%

AMiH: 2-ninepuanH-1-ineTunamin

Mpuknapg 246 (cnonyka 246)

N-(3-xnop6eHaun)-2-{6-[2-(3,5-anxnopnipuanH-4-
in)auetun]-2,3-ouMeToKcudeHoKci}aLeTamis

PX/MC (CMOCIB A): (m/z) 522,8 (MH+);
RT=7,46 xB.; uuctota (Y®)=100%

AMiH: 3-xnop6eHannamiH

Mpuknapg 247 (cnonyka 247)

2-{6-[2-(3,5-gmxnopnipuaunH-4-in)aueTtnn]-2,3-
anmeTokcudpeHokeu}-N-(2-mopdoniH-4-
ineTun)aueTtamig

PX/MC (CMOCIB A): (m/z) 512 (MH+); RT=4,31
xB.; ymctoTa (YP)=98,1%

AMiH: 2-mopdoniH-4-ineTnnamin

Mpuknapg 248 (cnonyka 248)

N-(4-xnop6eH3aun)-2-{6-[2-(3,5-anxnopnipuanH-4-
in)aueTtun]-2,3-guMeTokcudeHokcilaleTamis

PX/MC (CMOCIB A): (m/z) 522,9 (MH+);
RT=7,49 xB.; unctota (YP)=98,7%
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AMiH: 4-xnop6eHsnnamin

Mpuknag 249 (cnonyka 249)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTun]-2,3-
anmeTokcudeHoken}-N-(2-nipuanH-3-
ineTun)aueTtamig

PX/MC (CIMOCIB A): (m/z) 504 (MH+); RT=4,47
xB.; unctota (YP)=100%

AMiH: 2-nipnanK-3-ineTunamix

Mpuknag 250 (cnonyka 250)

2-{6-[2-(3,5-gnxnopnipnaunH-4-in)aueTun]-2,3-
anmeTokcudpeHoken}-N-(2-niponignh-1-
ineTun)aueTtamig

PX/MC (CMNOCIB A): (m/z) 496 (MH+); RT=4,37
xB.; yncrtota (Y®)=100%

AMiH: 2-niponigunH-1-ineTunamin

Mpuknag 251 (cnonyka 251)

N-(2-aueTtunamiHoeTnn)-2-{6-[2-(3,5-
anxnopnipuaunH-4-in)auetun]-2,3-
AnMeTokcudpeHokcilaueTamia

PX/MC (CMNOCIB A): (m/z) 484 (MH+); RT=5,31
xB.; ynctota (YP)=100%

AMiH: 2-aLeTunamiHoeTmnamiH

Mpuknag 252 (cnonyka 252)

(R)-2-{6-[2-(3,5-amxnopnipnanH-4-in)auetunl-2,3-
anmeTokcudpeHoken}-N-(2-rigpoken-2-
deHineTnn)aueTamis,

PX/MC (CMNOCIB A): (m/z) 518,9 (MH+);
RT=6,47 xB.; uictota (YP)=73,4%

AmiH: (R)-2-rigpokcu-2-cbeHinetmnamin

Mpuknag 253 (cnonyka 253)

(S)-2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(2-rigpoken-2-
deHineTun)aueTamin,

PX/MC (CMOCIB A): (m/z) 519 (MH+); RT=6,47
xB.; yncrota (YP)=73,8%

AmMiH: (S)-2-rinpokcun-2-ceHineTnnamid

Mpuknag 254 (cnonyka 254)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTokcudpeHoken}-N-TiodpeH-2-inmeTnnauetamis,

PX/MC (CMNOCIB A): (m/z) 4949 (MH+);
RT=6,97 xB.; uuctora (Y®)=100%

AMiH: TiotheH-2-inmeTnnamiu

Mpuknag 255 (cnonyka 255)

2-{6-[2-(3,5-gnxnopnipuaunH-4-in)aueTmn]-2,3-
anmeTtokcudeHoken}-N-[3-(2-okconiponiamH-1-
in)nponinjaueTtamig

PX/MC (CIMOCIB A): (m/z) 524 (MH+); RT=5,66
xB.; ymctoTa (YP)=95,7%

AmiH: 3-(2-okconiponiguH-1-in)nponinamiu

Mpuknag 256 (cnonyka 256)

(2R)-2-{6-[2-(3,5-guxnopnipnanH-4-in)aueTun]-
2,3-aumeTokcndeHokem}-N-(2-rigpokciiHaaH-1-
in)auetamig

PX/MC (CNOCIB A): (m/z) 530,8 (MH+);
RT=6,62 xB.; unctota (Y®)=90,4%

AmiH: (2R)-2-rigpokciiHaaH-1-inamin

Mpuknag 257 (cnonyka 257)

N-uuknorentunmeTun-2-{6-[2-(3,5-
anxnopnipuanH-4-in)aueTtun]-2,3-
AnmeToKkcudeHoKcilaueTamig

PX/MC (CMOCIBE A): (m/z) 509 (MH+); RT=8,19
XB.; yncrota (YP)=100%

AMiH: uMknorenTUNMeTUNaMiH

Mpuknag 258 (cnonyka 258)
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2-{6-[2-(3,5-guxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-[2-(2-
rigpokcieTokci)eTunlauetamizg

PX/MC (CMOCIB A): (m/z) 487 (MH+); RT=5,41
xB.; yncrota (YP)=100%

AMiH: 2-(2-rigpokcieTokci)eTnnamiu

Mpuknag 259 (cnonyka 259)

2-{6-[2-(3,5-guxnopnipnaunH-4-in)aueTnn]-2,3-
anmeTokcudpeHoken}-N-(4-
avmeTunamiHobyTun)auetamig

PX/MC (CMOCIB A): (m/z) 497,9 (MH+);
RT=4,36 xB.; unctota (YP)=100%

AMiH: 4-aMmeTnamiHoOyTunamiH

Mpuknag ogepxaHHs 5 (cnonyka 505)

3B'A3aHui 3i cmonot  2-(3,5-guxnopnipuanH-4-
in)-1-(2,3-aurigpokcn-4-meTokCudEHin)eTaHoH

OMe

OMe
OH OH
o 0@ D
——
0 K,CO;, NMP o
O~ | cl Ch G
= Y |
N

2-(3,5-anxnopnipnanH-4-in)-1-(2,3-gurigpokcun-4-
mMeTokcudgeHin)etaHoH (530 mr, 1,6 MMonb) npuknagy
opepxaHHa 3 posunHanu B cyxomy NMP (5 mn), go-
pasann K,COg3 (210 wmr, 1,5 mMMonb), noTim 6pomme-
Tun-cmony Wang (560 wmr, L=1,45 mmonb/m, 0,81
MMOnb). PeakuinHy cymil nepemiwyBanu y BOPTEKCI
npu TemnepaTypi HaBKOMMWLLIHBOIO cepeaoBuLla npo-
TArom Hodi. Cmony inbTpyBanu i npoMmmBanu Cymi-
wwio MeOH:Boga (4:1, 3x10 mn), NMP (3x25 mn),
MeOH (3x25 mn), cyxum TI® (5x25 mn) i Bucywysa-
nn y Bakyymi, ogepxytoumn 760 Mr 3B'A3aHoOro 3i cMo-
nowo 2-(3,5-amxnopnipuanH-4-in)-1-(2,3-gurigpokcun-4-
METOKCUEHIMN)eTaHOHY.

3aranbHa npoueaypa AN oAepXKaHHs Cnonyk 3
cdopmynot Im, y akin R, mae Bu3HaveHe BuLle 3Ha-

YEeHH4A:
OMe OMe
OH O—R2
O/\@ R2-OH ToA OH
- - s
(¢} Mitsunobu O Im
Cl 7 Cl Cl = | Cl
X | X
N N

3B'azaHun 3i cmornow 2-(3,5-guxnopnipnanH-4-
in)-1-(2,3-aurigpokcn-4-MeToKCUdEHin)eTaHoH (90
mr, L=1,07 mmons/m, 0,1 mmonb) npuknagy ogep-
XaHHa 5 06pobnann 1 mn cTok-po3umHy R,-OH (0,5
mMMonb) | PBus (0,5 mmoneb), oxonomxeHoro o 0°C, i
notiMm obpobnsinu 0,5 mn cTtok-po3unHy TBAD (0,5
mMMonb). licna 3 roanH npu TemnepaTtypi HaBKOMMLL-
HbOro CepefoByLLa peakuinHy cymiw inbTpyBanu i
pofdasanm 1 Mn CTOK-po3unHy Ro-OH (0,5 mmonb) i
PBus (0,5 mmone). Micns oxonogxeHHs no 0°C po-
pasarmm 0,5 mn cTok-po3umHy TBAD (0,5 mmorb).
PeakuiHy cymilw nepemiwyBanu y BOpTEKCI Npu TeMm-
nepaTtypi HaBKONULWIHLOTO CepeaoBuLIa MNPOTArOM
Houi. Cmony npomusanu TI® (5x3 mn) i DCE (5%3
mr). Po3swenneHHs NpoayKTiB 34iMCHIOBaNM LUMASXOM
AofaBaHHs cTok-po3unHy DCE-TPA-TIS (90:10:1, 1
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mn). Yepes 30 xBUNWH po3LLENSIOOYNMIA PO3YNH 3aMi-
HANW 1 MN CBKOrO PO3LLENIIoIYoro posyduHy. licns
pogatkoBux 30 XxBWIMH 06'€egHaHi  po3LeHnoto i
pPO34YnHM ynaptoBanu y BakyyMmi. YucTi cnonyku ogep-
XyBanu, NOBTOPHO PO3YMHAKYWN peakuiiHy Cymil y
OMCO, 3 HacTynHUM OYMLLEHHAM CTaHAApTHOMK npe-
napatmeHoto BEPX.

BukopucTtoBytoun L0 npoueaypy, opepxysanu
HaCTYMNHi CNOMNyKu:

Mpuknag 260 (cnonyka 260)

1-(3-UMKNONeHTUNOKCU-2-TiaPOKCH-4-
MeTokcudeHin)-2-(3,5-amxnopnipuanH-4-in)eTaHoH

PX/MC (CMNOCIBE B): (m/z) 396 (MH+); RT=4,84
xB.; yncrtota (Y®)=100%

CnuvpT: UMKNONEHTaHON

Mpuknag 261 (cnonyka 261)

1-(3-umknonponinMeToKcu-2-rigpoKen-4-
MeToKkcudeHin)-2-(3,5-amxnopnipuanH-4-in)eTaHoH

PX/MC (CMNOCIB B): (m/z) 382,1 (MH+);
RT=4,36 xB.; uictoTta (YP)=100%

CnupT: uMKNONPONINMeTUNOBUIA CIMPT

Mpuknag 262 (cnonyka 262)

2-(3,5-anxnopnipnanH-4-in)-1-(3-eToken-2-
rigpoKcu-4-meToKCUeHin)eTaHoH

OMe OMe
OH O\/
OH OH
(o] 0
Cl = [ Cl Ci = ‘ Cl
= S
N N

2-(3,5-avxnopnipuanH-4-in)-1-(2,3-guriopokcmn-4-
MeTokcudeHin)etaHoH (450 mr, 1,4 MMonb) npuknagy
ofepXaHHa 3 po3dnHanu B cyxomy OM®A (10 mn).
Oopasanu K,COg3 (566 mr, 4,1 MMornb), NoTiM eTun-
noaug (442 mkn, 5,5 mmonb). PeakuiliHy cymiw ne-
pemillyBanu npu TemnepaTypi HaBKOMNWLIHLOIO cepe-
posuwa npotarom Hodi. Jogasanu Bogy (10 mn), i
opraHiyHi npoayktn ekctparysanu EtOAc (2x25 mn).
O6'egHaHi opraHivHi dasn npommsanu Boaoto (10 mn)
i conboBMM po3ynHom (10 mn) i NoTiM BucyLlyBanu
Hag MgSO4. Po3unHHUK Bugananu y Bakyymi, i ogep-
XaHUN YNCTUIA NPOAYKT MiggaBanu ctaHgapTHIA Xpo-
MaTtorpadii Ha cunikareni, opepxytoum 2-(3,5-
anxnopnipuanH-4-in)-1-(2,3-gieTokcn-4-
MeToKcudeHin)etaHoH y opMi TBepAOi PeYOBUHU
6inoro konmbopy. Buxig 220 wmr (42%). Lo cnonyky
NoBTOPHO po3uuHsanm B DCM (1 mn) B atmocdepi
aproHy. lNMpu TemnepaTtypi HaBKOMULUHLOIO cepeno-
BuLwa nosinbHO aoaasanu BCl; (0,97 mn 1 M posunHy
B DCM). Yepes 2 roamHu nosinbHo gopasanu EtOH
(2 mn). Po3unHHUK BMaansnu y BakyyMmi, i ogepxxaHuim
YUCTMIM NPOAYKT niggaBanu cTtaHOapTHIM Xpomator-
padii Ha cunikareni, OLEPXKYHOUM 2-(3,5-
AVXropnipnaunH-4-in)-1-(3-eTokcu-2-rigpokcmn-4-
MeToKcudeHin)etaHoH y opMi TBepAOi PeYOBMHU
6inoro koneopy.

'"H-AMP (OMCO-ds) 5=11,36 (1H, c), 8,67 (2H, c),
7,88 (1H, pn), 6,77 (1H, ), 4,80 (2H, c), 3,96 (2H, k8.),
3,91 (3H, ¢), 1,26 (3H, T). Buxig 100 mr (49%).

3aranbHa npouegypa ANs odepXaHHs Cnomyk
dopmynm In, y skin R; (Rs#BOAeHb) Mae 3HaYeHHs,
BM3HAYeHi BULLE:



71
OMe OMe
OH 0O—R3
[¢] e}
Cl = (¢]] Cl = | Cl
NS ‘ N
N N

In

2-(3,5-anxnopnipuanH-4-in)-1-(3-eTokcu-2-
rigpokcu-4-metTokcudeHin)etaHoH npuknagy 263 (12
mr, 0,034 mMonb) po3uuHanu B cyxomy OMCO (0,25
mn). Joaasanu BogHui po3dnH K,COs (0,025 mn 2
M), noTim 1,5 ekB. ankinGpowmigy abo roguay, po3uu-
HeHoro B 0,025 mn OMCO. PeakuinHy cymiw 3anu-
Lwanu npu TemnepaTtypi HaBKOMMWLLHBOrO cepeaoBuLLa
Ha 48 roguH. YncTi cnonyku ogepxyBanu O4YULLEHHAM
cTaHgapTHOI npenapaTtnBHoi BEPX.

BukopucToBytouM L0 npoueaypy, OAepXyBanu
HacTynHi CMOMNyKu:

Mpuknag 263 (cnonyka 263)

2-(3,5-anxnopnipuanH-4-in)-1-(3-eTokcun-4-
MeTOKCM -2-thbeHeTnnoKcngeHin)eTaHoH

'H-AMP (CDCls) 5=8,47 (2H, c), 7,61 (1H, o),
7,26 (4H, m), 7,10 (1H, 1), 6,75 (1H, g), 4,49 (2H, ),
4,43 (2H, c), 4,01 (2H, k8.), 3,91 (3H, c), 3,17 (2H, 1),
1,35 (3H, 7).

Ankinranoreria: 2-6pom-1-cpeHinetaH

Mpuknag 264 (cnonyka 264)

1-[2-(5-umknonponin[1,3,4]tiagia3on-2-
inMeTOoKci)-3-eToKCcn-4-meTokendeHin]-2-(3,5-
ANXNOpNipUANH-4-in)eTaHoH

'"H-AMP (CDCls) 5=8,47 (2H, c), 7,61 (1H, n),
6,81 (1H, n), 5,64 (2H, c), 4,56 (2H, c), 4,15 (2H, kB.),
3,95 (3H, ¢), 2,39 (1H, m), 1,41 (3H, 1), 1,56-1,11 (4H,
M).

AnkinranoreHia;
umknonponin([1,3,4]tiagiason

Mpuknag 265 (cnonyka 265)

6eHsunosui  edip {6-[2-(3,5-anxnopnipngnH-4-
in)aueTnn]-2-eTokcun-3-MeTOKCU(PEHOKCI}oLTOBOT  KnC-
notm

'"H-AMP (OMCO-ds) 5=8,62 (2H, c), 7,51 (1H, a),
7,32 (5H, m), 6,96 (1H, g), 5,19 (2H, c), 4,74 (2H, c),
3,98 (2H, kB.), 3,88 (3H, 3), 1,27 (3H, ).

Ankinranoreria: ©6eHsunoBuii edip 2-
6pomMOoLTOBOI KNCNOTH

Mpuvknapg 266 (cnonyka 266)

1-(3-aninokcn-2- ri,upoxcm -4-meToKCneHin)-2-

(3,5-anxnopnipnanH-4-in)eTaHoH
OMe

2-xnopmeTun-5-

Pd (0)

1- (2,3 Gic-aninokcu-4- MeTOKcqueHln) -2-(3,5-
anxnopnipuaunH-4-in)etaHoH npuknagy 6 (3,9 m, 9,55
MMmonb) podunHanu B MeOH (96 mn) i oxonogxysanu
po 0°C B aTtmocdepi aproHy. [logasann Pd(PPhs)a
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(110 wmr, 0,0955 mmonb), notim K,CO3 (1,3 M, 9,55
MMonb). OxonogHy BaHHYy BuAansnu, i peakuinHy
CyMiLLl nepemiwyBanu NpoTarom 3 roauH i NnoTiM yna-
ptoBanu y Bakyymi. Cvpuii npogyKT NOBTOPHO pO34u-
Hanm B EtOAc (100 mn) i npomusanu agidi NH4Cl (Ha-
cud., 50 wmn). OpraHivyHy pasdy BwucywyBanu Hag
Na>SO4 i ynaptoBanu y Bakyymi, i ouvwanu dnewwu-
XpomaTtorpadieto, BUKOPUCTOBYHOYM rPaaieHT Tonyony
i 2%-oro EtOAc sk entoeHT. 1-(3-aninoken-2-rigpokeu-
4-meTokcudpeHin)-2-(3,5-guxnopnipuanH-4-in)eTaHoH
ofepXyBanu y dopmi TBepAoi peyoBuHMU Binoro ko-
nbopy.

'H-AAMP (CDCls) 8=11,90 (1H, c), 8,53 (2H, c),
7,68 (1H, p), 6,58 (1H, g), 6,10 (1H, m), 5,26 (2H, m),
4,66 (2H, c), 4,59 (2H, g), 3,96 (3H, c). Buxia 2,2 m
(64%).

BaranbHa npouegypa ONa ogepXaHHA Cnonyk 3
dopmynotw lo, y sk Rs (Rs#BoaeHb) Mae BU3HAYEHI

BULLE 3HAYEHHA:
OMe

2- (3,5 ANXIopnipnanH-4-in)-1- (3 eTOKCK-2-
rigpokcu-4-meTokcudeHin)etaHoH npuknagy 263 (12
mr, 0,034 Mmmornb) po3unHsinu B cyxomy JMCO (0,25
mn). Jopaesanu BogHuii po3umH K>COs (0,025 mn 2
M), notim 1,5 ekB. ankinbpomigy abo rogmay, po3yu-
HeHoro B 0,025 mn OMCO. PeakuiiHy cymiw 3anu-
Lwanv npu TemnepaTypi HaBKOJIULLHBOIO cepeaoBMLLa
Ha 48 rogmnH. YucTi cnonykn ogepXXyBany OYMLLIEHHAM
CcTaHgapTHOW npenapartueHot BEPX.

BukopucToBytoun L npouenypy, OAepXyBanu
HaCTYMHi CNOMNyKu:

Mpuknag 267 (cnonyka 267)

2-{2-aninokcu-6-[2-(3,5-guxnopnipuanH-4-
in)aueTnn]-3-MeToKCMEHOKCUMETUIN}OEH3OHITPUN

PX/IMC (CNOCIB B): (m/z) 383,2 (MH+);
RT=4,72 xB.; uuctota (Y®)=100%

AnkinranoreHig: 2-xnopmeTunoeH3oHITpun

Mpuknag 268 (cnonyka 268)

1-(3-aninokcu-4-meTokeu-2-peHeTnnokcudeHin)-
2-(3,5-guxnopnipnanH-4-in)eTaHoH

PX/MC (CNOCIB B): (m/z) 472,3 (MH+);
RT=5,32 xB.; uuctota (Y®)=100%

Ankinranorenig: 1-6pom-2-heHinetax

Mpuknag 269 (cnonyka 269)

1-{3-aninokcn-2-[2-(4-dpTopdeHin)eTokeu]-4-
MeTokcudeHin}-2-(3,5-amxnopnipuanH-4-in)eTaHoH

PX/MC (CMNOCIB B): (m/z) 490,2 (MH+);
RT=5,26 xB.; uuctota (Y®)=100%

AnkinranoreHia: 1-6pom-2-(4-cTopdeHin)etaH

BaranbHa npoueaypa AN ogepXXaHHsA Crnonyk 3
dopmyrnoto Ip, y skin Rz mae BusHadeHe Bulle 3Ha-
YeHHS:
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1-(2-ankokcu-3,4-gumeTokcudenin)-2-(3,5-
OVXNopnipuanH-4-in)eTaHoH MNonepefHix Mpuknagis
(0,021 mmonb) po3unHsanu B cyxomy DCM (0,25 mn).
Hopasanu metuntpuokcopeHin (0,105 mmons), notim
rigponepokcma (0,042 mmonb), i peakuinHy cymil
nepemillyBanum npu TemnepaTypi HaBKOMMWLLIHBOIO
cepegoBuwa npotarom Hodi. Jogasanu Mny (0,063
MMOnb). Yepes 2 XBUNMUHM peakuiinHy cymil inbTpy-
Banw, i peakuiiHy cymiw ynaptoBanu y Bakyymi. Cu-
pviA NPOAYKT NOBTOPHO po3ynHsAnv B AMCO (0,4 mn).
YUucTi cnonykn ogepyBanu OYULLEHHSM CTaHAapT-
Hot npenapaTneHo BEPX.

BukopucToBytoun U0 npoueaypy, OAepXyBanu
HacCTyMnHi CNonyKu:

Mpuknag 270 (cnonyka 270)

N-6eH3un-2-{6-[2-(3,5-auxnop-1-okcunipuanH-4-
in)aueTnn]-2,3-aumeTokcmdeHokcialeTamig

'"H-amP (CDCl;) 6=8,15 (2H, c), 8,10 (1H,
ywwp.c), 7,62 (1H, ), 7,30 (5H, m), 6,76 (1H, o), 4,72
(2H, c), 4,50 (2H, p), 4,46 (2H, c), 3,95 (3H, c), 3,80
(3H, ¢).

BukopucTtoByBanu N-6eH3un-2-{6-[2-(3,5-
anxnopnipuaunH-4-in)aueTwn]-2,3-
anmeTokcudpeHokcilauetamig npuknagy 203 sk Buxi-
OHURN matepian.

Mpuknag 271 (cnonyka 271)

2-(3,5-anxnop-1-okcunipnaunH-4-in)-1-(3,4-
OVMETOKCU-2-heHETUITOKCMAEHIN)eTaHOH

'H-AMP (CDCls) 5=8,13 (2H, c), 7,61 (1H, o),
7,26 (5H, m), 6,75 (1H, n), 4,40 (2H, T), 4,30 (2H, c),
3,93 (3H, ¢), 3,79 (3H, c), 3,17 (2H, T).

BukopuctoByBanu 2-(3,5-guxnopnipngnH-4-in)-1-
(3,4-ammeTokcn-2-heHeTUNoKCUEHin)eTaHoH  NpukK-
nagy 112 ak BuxigHum maTtepian.

Mpuknapg 272 (cnonyka 272)

2-(3,5-guxnop-1-okcunipnaun-4-in)-1-{2-[2-(4-
dTopdbeHin)etokcu]-3,4-aMMeToKCneHin}eTaHoH

'H-AMP (CDCls) 5=8,19 (2H, c), 7,61 (1H, o),
7,26 (2H, T), 6,95 (2H, 1), 6,75 (1H, 1), 4,44 (2H, 1),
4,34 (2H, c), 3,93 (3H, ¢), 3,77 (3H, ¢), 3, 14 (2H, T).

BukopuctoBsyBanu 2-(3,5-guxnopnipnanH-4-in)-1-
{2-[2-(4-pTOpdeHin)eTokcu]-3,4-
aumeTokcudeHinletaHoH npuknagy 129 gk BUXigHUN
marepian.

Mpuknag 274 (cnonyka 274)

2-(3,5-anxnop-1-okcunipnanH-4-in)-1-{3,4-
AnMeToKcu-2-[2-(1-okcunipuauH-4-
in)eTokcu]dpeHin}etaHoH

'"H-AMP (OMCO-ds) 5=8,62 (2H, c), 8,11 (2H, A),
7,54 (1H, n), 7,39 (2H, p), 6,97 (1H, ), 4,41 (4H, m),
3,88 (3H, c), 3,67 (3H, c), 3,11 (2H, 1).

Bukopuctosysanu npuknag 100 sk BuxigHUA ma-
Tepian.

Mpuknag 275 (cnonyka 275)
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2-(3,5-anxnop-1-okcmnipuanH-4-in)-1-(2-
rinpokcu-3,4-auMeTokcndeHin)eTaHoH

'H-AMP (OMCO-ds) 5=11,20 (1H, ywmp.c), 8,64
(2H, c), 7,84 (1H, n), 6,77 (1H, g), 4,70 (2H, ywwup.c),
3,91 (3H, c), 3,72 (3H, c).

BukopuctoByBanu 2-(3,5-amxnopnipuanH-4-in)-1-
(2-rippokcu-3,4-ammeTokcndeHin)eTaHoH npuknagy 1
AK BUXIOHWUIM maTepian.

Mpuknag 276 (cnonyka 276)

4-(2-{6-[2-(3,5-gmxnop-1-okcunipuanH-4-
in)aueTtnn]-2,3-AMMETOKCUMEHOKCI}e T )BOEH30HITPUN

'H-AMP (OMCO-ds) 5=8,61 (2H, c), 7,73 (2H, ),
7,55 (3H, m), 6,96 (1H, n), 4,45 (2H, T), 4,20 (2H, c),
3,88 (3H, ¢), 3,66 (3H, c), 3,22 (2H, T).

BukopuctosyBanu npuknag 100 sk BuxigHun ma-
Tepian.

BaranbHa npouegypa ONa ogepXaHHA Cnonyk 3
dopmynow g, y skin Rs (Rs#BoaeHb) Mae BU3HAYEHI
BULLIE 3HAYEHHS:
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2-(3,5-amxnopnipnanH-4-in)-1-(2-rigpokcu-3,4-
anmeTokcudperin)etaHod npuknagy 1 (1,5 mmonb)
abo 2-(3,5-gnxnop-1-okcunipnanH-4-in)-1-(2-
rigpokcu-3,4-aumeTokcndeHin)eTaHoH npuknagy 274
(1,5 mmone), PBus (1,5 mmonb) i R3-OH (1,0 mmonb)
po34MHANM B aTmocdpepi aproHy B cyxomy OeHsoni
(10 mn). PeakuinHy cymiw oxonomxysanu o 0°C i
notim obpobnsanu ADDP (1,5 mmons). Yepes 0,5 ro-
OWHU peakuiiHy Cymilw HarpiBanu Jo Temnepartypu
HaBKONMULLHBLOrO CepefoBuLLa | NnepemilyBany NpoTs-
rom Houi. [logaBanu gekanit, i peakuiiHy cymiw yna-
pioBanu y  Bakyymi W ouawanu  dnew-
Xpomarorpadieto, BUKOPUCTOBYIOYM TPaAieHT neTpo-
neriHoro egipy i EtOAC sik entoeHT.

BukopuctoBytoun L0 npoueaypy, OAepXyBanu
HaCTYMHi CMONyKu:

Mpuknapg 277 (cnonyka 277)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-guMeToKCU-2-
(2-I‘IiPVI/J,I/IH-4-iJ'IeTOKCI/I)d)eHin]eTaHOH

H-AMP (OMCO-dg) 6=8,63 (2H, c), 8,44 (2H, n),
7,53 (1H, n), 7,37 (2H, p), 6,97 (1H, n), 4,46 (4H, m),
3,88 (3H, c), 3,66 (3H, c), 3,15 (2H, T1).

R3-OH: 2-nipngunH-4-inetaHon

Mpuknapg 278 (cnonyka 278)

4-(2-{6-[2-(3,5-amxnopnipnanH-4-in)auetnn]-2,3-
AnmMeTokcudpeHoKci}eTnn)6eH3oHITpun

'H-AMP (OMCO-ds) 5=8,63 (2H, c), 7,70 (2H, a),
7,55 (3H, m), 6,97 (1H, o), 4,47 (2H, 1), 4,30 (2H, c),
3,89 (3H, c), 3,68 (3H, c), 3,23 (2H, 1).

R3-OH: 4-(2-rigpokcieTnn)beH3oHITpun, opepxa-
HWIA 3 2-(4-6pomdpeHin)eTaHony 3rigHo

Mpuknapg 279 (cnonyka 279)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-gumeToKCn-2-
(2-I‘IiPVI/JMH-2-iJ‘IeTOKCI/1)d)eHiJ‘I]eTaHOH

H-AMP (OMCO-ds) 6=8,62 (2H, c), 8,41 (1H, ),
7,65 (1H, 1), 7,50 (1H, g), 7,38 (1H, A), 7,10 (1H, m),
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6,95 (1H, n), 4,61 (2H, 1), 4,38 (2H, c), 3,88 (3H, c),
3,72 (3H, c), 3,28 (2H, 7).

R3-OH: 2-nipnanH-2-inetaHon

Mpuknag 280 (cnonyka 280)

2-(3,5-anxnopnipuanH-4-in)-1-[3,4-oumeTokcu-2-
(Z-HiPVI,D,VIH-3-iﬂeTOKCVI)d)eHiJ'I]eTaHOH

H-AMP (OMCO-ds) 6=8,64 (2H, c), 8,55 (1H, c),
8,34 (1H, n), 7,77 (1H, m), 7,53 (1H, ), 7,28 (1H, m),
6,97 (1H, n), 4,47 (2H, c), 4,43 (2H, 1), 3,88 (3H, c),
3,64 (3H, c), 3,15 (2H, 7).

R3-OH: 2-nipnanH-3-inetaHon

Mpuknag 281 (cnonyka 281)

2-(3,5-anxnopnipuanH-4-in)-1-{2-[2-(4-
mMeTaHcynbdiHingeHin)etoken]-3,4-
AvMeToKcudpeHin}eTaHoH

(CDCl3) 6=8,50 (2H, c), 7,59 (3H, m), 7,49 (2H,
a), 6,78 (1H, n), 4,48 (4H, m), 3,93 (3H, c), 3,74 (3H,
c), 3,24 (2H, 1), 2,63 (3H, c).

R3-OH: 2-(4-meTaHcynbiHindeHin)etaHon,
ofepKaHun OKUCMIOBaHHAM 2-(4-
meTuncynbdanundeHin)etaHony 1,5 eks. MCPBA y
DCM npu TemnepaTypi HaBKONULIHLOTO cepefoBuLLa
NpOTArOM HOMi.

'H-AMP (CDCls) 5=7,88 (2H, n), 7,45 (2H, ),
3,92 (2H, 1), 3,04 (3H, c), 2,97 (2H, T1), 1,70 (1H,
yLmp.c).

PX/MC (CINOCIB B): (m/z) 185 (MH+); RT=1,27
XB.

Mpuknag 282 (cnonyka 282)

2-(3,5-anxnopnipuanH-4-in)-1-{2-[2-(4-
mMeTaHcynbdoHindeHin)etokeu]-3,4-
AVMeTOoKcupeHin}eTaHoH

'H-AMP (CDCls) 5=8,50 (2H, c), 7,88 (2H, o),
7,59 (1H, pn), 7,53 (2H, n), 6,77 (1H, n), 4,51 (2H, c),
4,49 (2H, T), 3,93 (3H, c), 3,72 (3H, c), 3,27 (2H, 1),

2,98 (3H, c).
R3-OH: 2-(4-meTaHcynbdOoHindeHin)eTaHon,
ofepKaHuin OKUCMNIOBaHHAM 2-(4-

meTuncynbdanunderin)etaHony 1,5 eks. MCPBA y
DCM npu TemnepaTypi HaBKONULIHLOTO cepeaoBuLLa
NPOTArOM HOMi.

'H-AMP (CDCls) 8=7,59 (2H, ), 7,40 (2H, ),
3,90 (2H, 1), 2,94 (2H, 1), 2,72 (3H, c), 1,85 (1H,
yLmp.c).

PX/MC (CIMOCIB B): (m/z) 201 (MH+); RT=1,48
XB.

Mpuknag 283 (cnonyka 283)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-oUMeTOKCU-2-
(1-cbeHinnponokcwm)deHinleTaHoH

"H-AMP (OMCO-ds) 5=8,65 (2H, c), 7,34 (6H, m),
6,85 (1H, n), 5,48 (1H, 1), 4,63 (2H, c), 3,85 (3H, c),
3,72 (3H, c), 2,14 (1H, m), 1,95 (1H, m), 0,88 (3H, T).

R3-OH: 1-cheHinnponaH-1-on

Mpuknapg 284 (cnonyka 284)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-0UMeTOKCU-2-
(2-cbeninnponokcu)deHinleTaHoH

'"H-AMP (OMCO-ds) 5=8,62 (2H, c), 7,51 (1H, a),
7,35 (2H, pn), 7,23 (2H, 1), 7,06 (117 T), 6,95 (1H, B),
4,33 (4H, m), 3,88 (3H, c), 3,69 (3H, c), 3,33 (1H, m),
1,37 (3H, n).

R3-OH: 2-cbeHinnponaH-1-on

Mpuknag 285 (cnonyka 285)

2-(3,5-guxnopnipnanH-4-in)-1-[3,4-oUMeToKCU-2-
(1-meTun-2-cbeHinetokcn)deHinjeTaHoH

96783 76

'H-AMP (OMCO-ds) 5=8,66 (2H, c), 7,46 (1H, ),
7,28 (4H, p), 7,17 (1H, m), 6,93 (1H, n), 4,94 (1H, m),
4,60 (2H, m), 3,88 (3H, c), 3,58 (3H, c), 3,02 (2H, m),
1,18 (3H, n).

R3-OH: 1-ceHinnponaH-2-on

Mpuknag ogepxanHHa 6 (cnonyka 506):
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MeTnn-2,3,4-TpMMEeTOKCUOEH30MHY KucnoTy (25,7
M, 114 mMmonb) B atmMocdepi aproHy pO3YMHANN B
DCM (25 mn). Oogasanu no kpannsx BClz (133 mn 1
M posuuHy B DCM, 133 mmonb), i peakuiiHy cymiw
3anvwanu npu TemnepaTypi HaBKOMULIHLOIO cepe-
poBuwa Ha 2 rogmHu. Jopasanu EtOH (200 wmn), i
peakuiiHy cyMmill nepemillyBanu nNpoTAroM 2 roguH.
Ocap BigdinbTpoByBanu i nepekpucTanisoByBanun 3
cymiwi EtOAc-neTponenHun edip, ogepxyroum 6 m
(25%) METUNOBOro edipy 2-rippokcu-3,4-
OVMeTOoKCcuBEeH30MHOI KncnoTn y dopMi TBepaoi pe-
YOBUHM BiNoro KOnbLOPY.

'H-AMP (CDCl3) 8=10,90 (1H, c), 7,59 (1H, n),
6,48 (1H, ), 3,93 (3H, ¢), 3,92 (3H, c), 3,89 (3H, c).

MeTunosun edip 2-rigppokcu-3,4-
AnmeTokcubeH3onHoi kucnotm (6 M, 28,2 MMonb)
noBTopHO po3ynHAnu B NMP (35 mn) i obpobnsnu
TpeT-byTunbpomauetatom (42,4 mmonb) i KyCOs
(42,4 mmonb). PeakuiiHy cymiw Harpianu npu 50°C
NpoTArom Houi. PeakuivHy cymiw BunvMBanmu y Boay
(300 mn). OpraHivHi npopykTn ekctparyBanu EtOAc
(2x100 mn), i o6'egHaHi opraHivHi dasn npomusBanu
NaCl (nacuy., 100 mn). OpraHiyHy ¢asy BucyLlyBanm
Hag NaSO,, ynapioBanuM y BakyyMi W ouuvwanu
dnew-xpomartorpacdieto, BUKOPUCTOBYIOUM FPagieHT
EtOAC y rentaHi sik enoeHT, O4EPXKYIOYN METUIOBUIA
edip 2-TpeT-6yTOKCHMKapOOoHiNveTokcun-3,4-
ONMETOKCMOEH30MHOT kucnoTtu (cnonyka 506a) y ¢o-
pmi 6e36apBHOi onii.

'"H-AMP (CDCls) 8=7,58 (1H, m), 6,71 (1H, n),
4,56 (2H, c), 3,90 (3H, c), 3,87 (3H, c), 3,86 (3H, c),
1,50 (9H, c). Buxig 8,19 m (89%).

MeTunosun edip 2-TpeT-
OyTOoKCcMKapboHinMeTokeu-3,4-AMMETOKCMOEH30MHOT
kucnotun (8,19 m, 25,1 Mmonb) posumHsanu 8 DCM (50
Mn) i obpobnanu TpuetuncunaHom (4 wmn, 25,1
mMonb) i TOA (9,66 mn, 125,5 mmonb). PeakuinHy
CyMill 3anuwiany Ha Hiy. PeakuiiHy cymiw ynaptoBa-
nn y BakyyMmi, MOBTOPHO po3yuHAnM B Tonyoni (200
Mn) i ynaptoBanu gocyxa. Lo npoueaypy nostopto-
Banu TpW pasu, ofepxywuum meTunosun edpip 2-
kapbokcumeTokcun-3,4-AUMETOKCUOEH30MHOI  KUCTOTH
(cnonyka 506b) y dhopmi TBepaoi peyoBuHM 6Ginoro
KOmnbopy.

'H-AMP (CDCls) 8=12,6 (1H, ywwup.c), 7,75 (1H,
a), 6,73 (1H, n), 4,84 (2H, c), 3,95 (3H, c), 3,92 (3H,
c), 3,85 (3H, c¢). Buxig 6,71 m (99%).

MeTunosun edip 2-kapbokcumeTokeu-3,4-
OMMeTOKCUBEH30MHOI kucnotn (6,71 M, 24,8 MMonb)
posduHanu B cyxomy OM®A (130 mn) B atmocdepi
aproHy. lonasanu nponinamix (4,1 mn, 49,8 mmons),
notim HATU (11,32 m, 29,8 mmonb), i peakuiiHy cy-
Mill 3anuwany Ha Hid. PO34YMHHMK BunapioBanu vy
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BaKyyMi, i cupy cymilwl noBTOpHO po34yuHanu B EtOAC
(150 mn). OpraHiyHy a3y npomMuBany BOOAHUM PO3-
ynHom CacCl, (2x50 mn), Bogot (2x50 mn) i conbo-
BMM po3ynHom (50 mn). OpraHiyHy chasy BucyyBanm
Hag Na;SO4, ynaptoBanu y Bakyymi W ouuwianu
dnew-xpomatorpacdieto, BUKOPUCTOBYIOUN TPadieHT
EtOAc y rentaHi sk entoeHT. Metunosun edip 3,4-
AVMeTOoKCKH-2-nponinkapbamoinMeTokecnbeH3onHoT
kucnotu (cnonyka 506c¢) ogepxxysanu y copmi TBEp-
[00i peyoBUHM Binoro KonLopy.

'H-AMP (CDCls) 5=8,47 (1H, ywmp.c), 7,71 (1H,
a), 6,70 (1H, ), 4,69 (2H, c), 3,93 (3H, c), 3,87 (3H,
c), 3,83 (3H, c), 3,33 (2H, k8.), 1,64 (2H, m), 0,99 (3H,
T). Buxig 6,67 m (86%).

3aranbHa npoueaypa AN oAepXKaHHs Cnonyk 3
dopmynoto Ir, y akin Ar i HetAr matoTb 3HayeHHs,

BU3Ha4YeHi BuLLE:
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MeTnnosun edip 3,4-AnmeTokcn-2-
nponinkap6amoinvMeTokcMbeH30MHOI KUCnoTh (28 wmr,
0,09 mmonb), ogepXaHui y Npuknagi ogepxaHHs 6, i
cnonyky Ar-Me abo HetAr-Me (1,2 ekB., AMB. HUXYE)
po34mHsnu B cyxomy TI® (1 mn) B aTmocdepi apro-
Hy. Cymiw oxonomkysanu go 0° i obpobnanu no kpa-
nnsx LIHMDS (0,273 mn 1 M po3uuHy). PeakuinHy
CyMill HarpiBanM OO0 TemnepaTypy HaBKOMULIHLOrO
cepenoBuLa i 3anuwany Ha Hiv. Peakuio 3ynuHanm
NH4ClI (Hacwu., 2 mn), i OpraHivHi NpoaykT! ekcTpary-
Barn EtOAc (2x2 mn). O6'egHaHi opraHidHi ¢asn
npomuBanu NaCl (Hacud., 2 mn). OpraHiyHy dasy
Bucywysann Hag NapSOa, ynapioBanu y BakyyMmi i
NOBTOPHO po3ynHsAnv B MeOH (0,350 mn), nicnsa 4oro
ouuianu ctaHgapTHUM oumwleHHsm BEPX.

BukopucToBytoun U0 nNpoueaypy, OAepXyBanv
HacCTyMHi CMONyKu:

Mpuknag 286 (cnonyka 286)

2-{6-[2-(6-xnopnipa3uH-2-in)auetun]-2,3-
anmeTokcudpeHoken}-N-nponinaveTtamia

PX/MC (CIMOCIbB B): (m/z) 408,4 (MH+);
RT=3,33 xB.; unctora (Y®)=91%

HetAr-mi: 2-xnop-6-meTunnipasmH

Mpuknapg 287 (cnonyka 287)

2-{6-[2-(3-6pomnipa3uH-2-in)aueTun]-2,3-
anmeTokcudpeHoken}-N-nponinaueTtamig

PX/MC (CMOCIB B): (m/z) 454,3 (MH+);
RT=3,26 xB.; unctota (YP)=86%

HetAr-mi: 2-6pom-3-meTunnipasvH

Mpuknapg 288 (cnonyka 288)

2-{6-[2-(2,6-gmxnopdeHin)auetun]-2,3-
anmeTtokcudeHoken}-N-nponinayetamig

'"H-AMP (CDCls) 8=7,84 (1H, ywup.c), 7,68 (1H,
a), 7,34 (2H, n), 7,19 (1H, 1), 6,77 (1H, p), 4,66 (2H,
c), 4,60 (2H, c), 3,95 (3H, c), 3,86 (3H, c), 3,25 (2H,
kB.), 1,48 (2H, m), 0,86 (3H, T).

Ar-Me: 1,3-guxnop-2-metunbeHson

Mpuknag 289 (cnonyka 289)

2-[2,3-gnmeTokeu-6-(2-nipuamH-4-
inaueTun)gpeHokcu]-N-nponinauetamig

'H-AMP (OMCO-ds) 5=8,49 (2H, ywmp.c), 8,15
(1H, 1), 7,55 (1H, p), 7,24 (2H, p), 6,95 (1H, A), 4,56

MeO
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(2H, c), 4,44 (2H, c), 3,88 (3H, c), 3,77 (3H, c), 3,09
(2H, kB.), 1,42 (2H, m), 0,81 (3H, 7).

HetAr-mi: 4-meTunnipnauH

Mpuknag 290 (cnonyka 290)

2-[2,3-anmeToKCcKn-6-(2-xiHoMiH-4-
inaueTun)deHokcum]-N-nponinaveTtamig

PX/IMC (CNOCIE B): (m/z) 423,4 (MH+);
RT=2,45 xB.; uuctota (Y®)=100%

HetAr-mi: 4-meTUNxiHonNiH

Mpuknag 291 (cnonyka 291)

2-[2,3-anmeToKCK-6-(2-nipasnH-2-
inaueTun)deHokcum]-N-nponinaueTamig

PX/MC (CMNOCIB B): (m/z) 374,1 (MH+);
RT=2,58 xB.; uncrora (Y®)=81%

HetAr-mi: 2-meTunnipasuH

Mpuknag 292 (cnonyka 292)

2-{6-[2-(3-6pomnipnanH-4-in)auetnnl-2,3-
anmeTokcudeHoken}-N-nponinavetamia

PX/MC (CMOCIBE B): (m/z) 453,07 (MH+);
RT=3,13 xB.; unctoTta (YP)=100%

HetAr-mi: 3-6pom-4-meTunnipuguH

Mpuknag 293 (cnonyka 293)

2-{6-[2-(3,5-gnbpomnipnanH-4-in)auetnn]-2,3-
anmeTokeudeHoken}-N-nponinauetamia

PX/MC (CMNOCIB B): (m/z) 531,0 (MH+),
RT=3,68 xB.; uncrora (YP)=100%

HetAr-mi: 3,5-anbpom-4-meTunnipnanH

Mpuknag 29-abononyka 294)

2-{6-[2-(6-xnopnipumigunH-4-in)aueTtnn]-2,3-
anmeTokcudeHoken}-N-nponinavetamia

PX/MC (CMNOCIB B): (m/z) 408,3 (MH+),
RT=3,19 i 3,79 xB. (AMOBIpHO KETOHOBUW i EHONbHUI
isomep); unctota (YP)=100%

HetAr-mi: 4-xnop-6-meTunnipumignH

Mpuknag 295 (cnonyka 295)

2-{6-[2-(4-xnopnipnaunH-2-in)auetun]-2,3-
anmeTokcudeHoken}-N-nponinavetamia

PX/MC (CNOCIB B): (m/z) 407,4 (MH+);
RT=3,50 xB.; unctota (Y®)=100%

HetAr-mi: 4-xnop-2-meTunnipnanH

Mpuknag 296 (cnonyka 296)

2-{6-[2-(2-xnopnipngunH-3-in)aueTun]-2,3-
anmeTokeudeHoken}-N-nponinavetamia

PX/MC (CNOCIB B): (m/z) 407,4 (MH+);
RT=3,26 xB.; uuctota (Y®)=100%

HetAr-mi: 2-xnop-3-meTunnipnanH

Mpuknag 297 (cnonyka 297)

2-{2,3-anmeTokcn-6-[2-(2-meTokcunipuanH-4-
in)aueTnn]deHokcn}-N-nponinauetamig

PX/MC (CMNOCIB B): (m/z) 403,3 (MH+);
RT=3,24 xB.; uuctota (Y®)=100%

HetAr-mi: 2-meTokcn-4-meTunnipuamH

Mpuknag 298 (cnonyka 298)

2-{6-[2-(2-uiaHONipnanH-4-in)auetnn]-2,3-
anmeTokcudeHoken}-N-nponinauetamia

PX/MC (CMNOCIB B): (m/z) 398,4 (MH+);
RT=3,23 xB.; uncrora (YP)=94%

HetAr-mi: 4-meTunnipuanH-2-kapOoHiTpun

Mpuknag 299 (cnonyka 299)

2-[2,3-anmeTokcn-6-(2-nipugasmH-3-
inaueTtun)dpeHokecu]-N-nponinauetamig

PX/IMC (CNOCIE B): (m/z) 374,2 (MH+);
RT=2,39 xB.; uuctota (Y®)=90%

HetAr-mi: 3-meTnnnipngasuH

Mpuknag 300 (cnonyka 300)
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2-(2-TpeT-6yTMnamiHo-3,5-anxnopnipnanH-4-in)-
1-{2-[2-(4-dTopdeHin)eTokcu]-3,4-
OVMeTOKCUpeHin}eTaHoH
OMe

F-

2 -(3,5-anxnop-1-okcunipnamH-4-in)-1-{2-[2-(4-
dTOopdeHin)eTokeul-3,4-aumMeToKCudEeHIn}eTaHoH,
OoAepXaHun y npuknagi 272, nepeTtsoptoBanu B 2-(2-
TpeT-6yTunamiHo-3,5-amxnopnipuanH-4-in)-1-{2-[2-(4-
dTOpdeHin)eTokcul-3,4-aumeTokcudeHin}eTaHoH
BignoBigHO Ao npouenypw, onncaHoi B J. Org. Chem.
(2007), 72, 4554-57. Yuctun 2-(2-tpeT-6yTnnamiHo-
3,5-guxnopnipuanH-4-in)-1-{2-[2-(4-
dTOopdeHin)eTokcul-3,4-aumeTokcudeHin}eTaHoH
oAepXyBanu ctTaHgapTHUM ouneHHsm BEPX.

PX/MC (CIMNOCIB B): (m/z) 5352 (MH+);
RT=6,21 xB.; unctota (YP)=100%

Mpuknag 301 (cnonyka 301)

2-(2-amiHo-3,5-guxnopnipngnH-4-in)-1-{2-[2-(4-
dTOopdeHin)eTokcul-3,4-aumeTokcudeHin}eTaHoH

OMe OMe
o~ 0l
) u’]<

2-(2-TpeT-6yTHNamiHo-3 5-/3,14xnopn|pv|,£u/|H -4-in)-
1-{2-[2-(4-dTopdeHin)eTokcu]-3,4-
OVMeTOKCUpeHin}eTaHoH, ofepXaHuh y npuvknagi
300 (16,5 mr, 0,0308 mmonb), TpueTuncunaH (2 eks.) i
TOA (0,1 mn) y auxnopetani (0,2 mn) HarpiBanu o
50°C npotsrom 24 roguH. Cupy cymiw ynaptoBanu y
BaKyyMi, MOBTOPHO PO3YMHANM B AvxXropeTaHi (1 mn) i
npomuBann NaHCO3 (Hacuy., 2x0,5 mn). OpraHiyHy
a3y sucywysanu Hag Na;SOs, i pO3YMHHUK BUNa-
ptoBanu y  Bakyymi. Yuctun  2-(2-amiHo-3,5-
aunxnopnipnanH-4-in)-1-{2-[2-(4-dpTopdeHin)eTokecul-
3,4-aumeTokcndeHinieTaHoH ogepxyeanu dneLl-
Xxpomarorpadieto, BUKOpUCToBytoumn rpagieHT MeOH y
ONXNopMmeTaHi K enoeHT.

PX/MC (CMOCIB B): (m/z) 479,3 (MH+);
RT=4,53 xB.; unctota (YP)=100%

Mpuknag 302 (cnonyka 302)

2-(3,5-guxnopnipnanH-4-in)-1-(4-etokcn-3-
MeToKcm-z-cbeHeTVanKcmcbeHin)eTaHOH

I

2-(3,5-guxnopnipnanH-4-in)-1- (3 4-nUMEeTOKCU-2-
deHeTUnokcueHin)eTaHoH, oaepXxaHui y npuknagi
112 (89,3 mr, 0,1 mmonb), 06pobnaAnu ninepMaMHOM
(0,8 mn) i Bogoto (0,32 mn). XKoBTy cycneHsito Harpi-
Banu npu 90°C npotarom 54 roguH. PO34YMHHUK BU-
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naptosanu y sakyymi. Cupy cymiw o6pobnann NH4Cl
(Hacuy., 1 mn), i opraHiyHi NPOAYKTWM eKcTparyBanu
EtOAc (3%x2 mn). O6'egHaHi opraHiyHi asu BucyLy-
Banu Hag NapSOq i ynaptoBanu y BakyyMi. OuuieH-
HAM MeTodoM bnew-xpomaTorpadii, BUKOPUCTOBYHO-
un  rpagieHt EtOAc y Tonyomi 8K enioeHT,
oAepxysanu 2-(3,5-anxnopnipnanH-4-in)-1-(4-
riApPOKCU-3-MEeTOKCU-2-hEHETUNOKCUMEHIN)eTaHoH Y
dopMmi TBepAoi pevoBuHK Binoro konsbopy. Buxig 8,6
Mr (20%). 2-(3,5-guxnopnipnaunH-4-in)-1-(4-rigpokcu-
3-MeToKCUu-2-dpeHeTunokemdeHin)etaHoH (5,5  wr,
0,013 mmonb) posuuHsanu B AMCO (0,45 mn) i o6po-
6nann K,CO3 (0,019 mn 1 M BOAQHOrooro pos4umHy),
notim etunognaom (0,019 mn 1 M posuvHy B
OMCO). PeakuinHy cymiw 3anuvwanu npu Temnepa-
TYpi HaBKONMWLIHLOIO CepefoBulia nMpoTarom 48 ro-
OVH | ouManu ctaHgapTHUM ouunweHHam BEPX. 2-
(3,5-auxnopnipnanH-4-in)-1-(4-eTokcu-3-MeTOKCH-2-

deHeTMnoKkcndeHin)eTaHoH oaepxyeanu y dopmi
6936apBHOI TBEpOoi pevoBuHu. Buxia 3,2 mr (36%).

'H-AMP (CDCls) 5=8,48 (2H, c), 7,59 (1H, n),
7,27 (4H, m), 7,11 (1H, 1), 6,73 (1H, g), 4,48 (4H, m),
4,14 (2H, k8.), 3,78 (3H, 3), 3,18 (2H, 1), 1,49 (3H, T).

Mpuknag 303

Tect PDE4

TMogcekuin pekombiHaHTHMA PDE4 (Gene bank
Homep goctyny NM_006203) iHky6yBanu npotsrom 1
rOAWHKW, BiANOBIQHO, 3 TECTOBAHOIO CrIONYKOI0 B KOH-
ueHTpauisx go 10 mkM, 3 uAM® (1><1O M), i 3 HU3b-
koto kinbkicTio (0,021 MBQ) pagioakTMBHO Mi4eHoro
LAM®. HanpukiHui iHkyGaLii poslenneHHs cybcTpa-
Ty OuUiHIOBanu no 3B'a3yBaHHi0 AM® 3i ckngHum gpo-
6om SPA, Wwo npuBoanTb 40 XeMOOMIHECLIEHLT npu
3B'A3yBaHHi 3 pagioakTMBHUM iHAMKaTopom. lMpoaykT
AMO® iHribye 3B'A3yBaHHSA pagioakTUBHOIO iHAMKaTopa
3i CKNAHUM OpoOOM i KOHKYpyeE 3 IHOMIHECLEHTHUM
curHasnom.

Pesynbtatn obuncnioBany sk MOMSAPHI KOHLEHT-
pauii, wo npmeoasaTe A0 50%-oro iHribyBaHHA po3-
LenneHHsa cybcTpaTy B MOPIBHAHHI 3 KOHTPOSbHUMM
3paskamu, i Bupaxanu y surnagi -log 1Csq (M).

Byno nokasaHo, wo cnonykn 101, 103, 104, 106-
148, 150-155, 157-206, 208-234, 236-241, 243, 244,
246, 248, 249, 251,-258, 260-272, 274-5, 277-285,
287-290, 292-293, 296, 301 i 302 € edeKkTMBHUMMU
iHriGiTopamu 3 -log ICso (M) BuLLE 6.

Mpuknag 304

BusinsHeHHa TNFanbga

MoHOHyKneapHi  KMiTMHW NepudepuYHOi  KPOBI
nognHn (PBMC) BigokpemntoBanu Big NEMKOLUTHUX
nnisok. KpoB 3millyBanu i3 COMbOBMM PO3YUHOM Y
BigHoweHHi 1:1, i PBMC BigokpemnioBanu 3a gono-
moroto Lymphoprep tubesTM (Nycomed, Hopseris).
PBMC cycnengysanu B RPMI1640 3 2% embpioHa-
NbHOI Tensa4oi cMpoBaTtku (FCS) pen/strep i 2 MM L-
rnyTamiHy B KOHUeEHTpauil 5x10° KniTUH/MMN. Knituhm
nonepeaHbo iHKy6yBanu npotsarom 30 XBWUMWH 3 Tec-
TOBaHWMK cnonykamu B 96-AMKOBUX MraHweTax Ans
KynbTypW TKaHWH i CTUMyroBanu npotaroMm 18 roguH
ninononicaxapuaoM y kinbkocti 1 mr/mn (Sigma). Pi-
BeHb TNF-o BuMiptoBanu B cynepHaTaHTi KynbTypu
3a JOMOMOrol iMyHobepMeHTHUX aHanisis, BUKOpPUC-
TOBYHOUM NEPBUHHI | BTOPUHHI BioTMHINOBaHi aHTUTINa
Big R&D systems. Pe3ynbTatv Bupaxanu sik 3HaueH-
HA plCso, 0BUMCNEHI HA OCHOBI KPUBKMX iHFiOyBaHHSA,
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BMKOPUCTOBYIOUM SIK MO3UTUBHI KOHTPOSi CeKpeLiio B 176, 177, 182-186, 188-190, 193, 202-206, 208-241,

LPS-cTMMynboBaHuX siMKax i sk HeraTuBHi KOHTPORi 243, 244, 246, 248, 249, 251-258, 260-275, 277-282,

CeKpeLito B HECTUMYNbOBAHWX KITiITUHAX. 284, 285, 288-290, 292 i 293 € edeKTMBHMMM iHribi-
Byno nokasaHo, wo crnonykn 101, 104, 106-138, Topamu 3 -log ICsp (M) BuLLE 6.

140-148, 150-153, 155, 157, 161-164, 168, 170, 171,

Komm’'toTepHa BepcTka T. Yenenesa MignucHe Tupax 23 npum.

HepxaBHa cnyxba iHTenekTyanbHOi BNacHoCTi YkpaiHu, Byn. Ypuupekoro, 45, m. Knie, MCI1, 03680, YkpaiHa

OI “YxpaiHCbKWI iIHCTUTYT NPOMMUCIOBOI BNacHocTi”, Byn. [Na3yHoBa, 1, M. KuiB — 42, 01601



