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R! sBnse coboto apun, retepoapun a6o (Cs-Ce)-
LMKITOArKin, KOXHUIA 3 sIKMX HEeOOOB'A3KOBO Mae Sk
3amicHuk ranoreH, (Ci-Cg)-ankin, rigpoken, (Ci1-Ce)-
arkokcu, (C1-Cy)-ranorenankin abo  (C1-Cy)-
rasfioreHasnKkokcu;

R? aBnsie co6oto BoAileHb abo (C1-Cy)-ankin;

R® aBnsie coboto -P(=0)-(ankokeu), abo Y'YN-SO,-,
UMKIoankin, uMKnoankeHin, apun, retepoapun, rete-
pouuKnin, reTepoumkneHin abo noniuukniyHun anka-
pUn, KOXHUA 3 SKMX HEODOB'A3KOBO Ma€ K 3aMiCHUK:
auun, uiaHo, HiTpPO, ramnoreH, rigpoKcu, Kapbokcw,
amiguHo,

R®0-C(=0)-C(=N-OR%-,  Y'Y°N-,
YYY?N-C(=0)-0-, Y2Y’N-SO,-,
R’-S0»-NR%,  R’-C(=0)-NR®-,  Y'Y?N-(C1-Cs)-
ankineH-S0,-(C1-Cy)-ankineH- abo ankin, ankein,
arnkiHin, ankokcw, ankokcukapOOoHin, ankinTio, ankin-
cynbiHin abo ankincynbMOHIN, KOXHUA 3 AKUX He-
000B'A3KOBO Mae K 3aMiCHUK ranoreH, ankokcu, ra-
TNIOreHasnKoKcu, TigpoKcK, KapboKcK, ankokCcuKapOoHin,
-P(=0)-(ankokcu)a,  Y'Y?N-, Y'Y?N-SOp-, R’-SO,-
NR®-, apun abo retepoapun, KOXHWUIA 3 SIKMX Heobo-
B'AI3KOBO Mae€ sk 3aMiCHUK arikin, rarnoreH, ranoreHan-
Kif, ankokcw, ranoreHankokcwu, rigpokcu, amiHo, arski-
namiHo, Aiankinamio, kapbokcu abo
ankokcukapboHin, abo retepoumknin, abo apunrete-
POLMKITIN, KOXHUIA 3 SKMX HEODOB'A3KOBO Mae K 3aMi-
CHUK okco abo ankin, abo apwvn, retepoapun, apoin,
retepoapoin, apwurokcu, retepoapurnokcn abo rete-
POLIMKITIN, KOXHUIA 3 SIKMX HEODOB'A3KOBO Mae sk 3aMi-
CHUVK ankin, ranoreHarnkin, rarnoreH, ankokcu, ranore-
HankokcK, rigpokcu, kapbokcu, ankokcukapOoHin, -
P(=0)-(ankokcu)z, Y' Y°N-, a6o Y! Y°N-SO,-, i

konn R™ € umknoankinom, LMKNoankeHinom, retepo-
LUMKMINOM, reTepouunkrieHinoMm abo noniumkniyHum
ankapunoM, BiH TakoX HeOOOB'SI3KOBO 3aMilLleHUi
OKCO;

L' siBnsie coBoto 3B's30k abo (Ci-Ce)-ankineH, sKuii
HeobOB'A3KOBO 3aMilLleHnn rigpokcu, abo, Konwu R®
aBnsie coboto HeobOB'A3KOBO 3aMilLleHMIn LMKIoarnkin,
UMKnoankeHin, apun, retepoapwur, reTepoumknin,
retepouukneHin abo noniuMkniyHWM ankapuvn, Togi

Y!Y?N-C(=0)-,
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(C1-Ce)-ankineH Takox HeOOOB'I3KOBO 3aMilLlEeHUA -
PS=O)—(aJ'IKOKCM)2;

R* R® i R® koxHuWi1 He3anexHo, € BogHeM abo arnki-
1nom,

R’ aense co6oto ankin, skMin HeoboOB'A3KOBO Mae K
3aMiCHUKK rigpokcu, ranoreH abo ankokcu, abo apwn,
retepoapwn, apunankin abo retepoapunarnkin, npu-
YoMy apwun, retepoapun abo apunbHa abo retepoa-
punbHa rpyna apunankiny abo retepoapunankiny
HeOobOB'A3KOBO Ma€e sk 3aMiCHUK arnkin, ranoreHankin,
rigpoKcK, KapOoKcK, arkokCcMKapOOHin, amiHo, arnki-
namiHo, giankinamiHo, ranoreH, ankokcu abo ranore-
HarKoKCH; i

Yii YZ, KOXXHU He3arnexHo, €

BOOHEM,

ankinom, KM HeoOOB'A3KOBO Ma€E SAK 3aMiCHUK: Tif-
pokcu, kapbokcu, ranoreH, amiHo, ankinamiHo, Agianki-
namiHo, uuknoankinamiHo, amiHokapOoHin, ankinami-
HokapboHin, JiankinamiHokapOoHin,
LMKroankinamiHokapOoHin, ankokcu, HeobOoB'A3KOBO
3aMilleHnn  rigpoKcK, UMKMOoarnkin, retepouuknin,
apun abo retepoapus, KOXXHUIA 3 SIKMX HEOOOB'sI3KOBO
Mae fK 3aMiCHUK arnkKin, ranoreH abo ranoreHankin,
abo uMKnoarnkiniom, sk HeoOOB'A3KOBO 3aMilLleHUI
kapbokcu, abo

vyriy? pa3oM 3 aTOMOM a30Ty, 3 SKUM BOHW 3B'si3aHi,
YTBOPIOKOTb FeTepouMKnin, sSKkMn HeobOoB'A3KOBO Mic-
TWUTb LI OOMH reTepoaTtoM, BUOUPAHWIA 3 KUCHIO, a30-
Ty abo cipku, ge retepoumknin HeoboB'sI3KOBO Mae Sk
3aMicHUK ankin abo okco;

3a YMOBM, WO, KOMNn L asnsie co6oro 3B'A30K, RiHe e
HeobOoB'AA3KOBO 3aMillleHMM deHinom, HeoboB'sI3KOBO
3aMileHnM HadTunom, HeobOoB'A3KOBO 3aMilLEeHUM
6eH3oimiaasoninom, HeobOB'AI3KOBO 3aMilleHUM OeH-
30Tia3oninom abo HeobOB'I3KOBO 3aMiLLEHNM TeTpa-
30ninom;

abo ii rigpaT, conbBaT abo N-okcua, abo ii papmaue-
BTUYHO NPUNHATHA Cifb.

2. Cnonyka 3a n. 1, ne R! sBnsie coboro deHin, n'atn-
abo wectuuneHHun retepoapun  abo  (Cs-Cg)-
LMKNoankin, KOXHUA 3 SKUX HEeOoOOB'A3KOBO Mae SK
3amicHuk ranoreH, (Ci-Cg)-ankin, rigpokeu, (Ci1-Ce)-
arnkokecu, (C1-Cy)-ranoreHankin abo  (C1-Ca)-
ranioreHarnkokcu;

abo ii rigpaT, conbBaT abo N-okcua, abo ii papmaue-
BTUYHO NPUNHATHA Cifb.

3. Crnonyka 3a n. 1, ge R! sBnsie coboto deHin abo
n'aTu- abo LWEeCTUYNEHHUA reTepoapurl, KOXHWUA 3
AKX HEOOOB'A3KOBO Ma€e SIK 3aMmicHuK ranoreH, (Ci-
Ce)-ankin, rigpokcn,  (C1-Ce)-ankokcn,  (C1-Ca)-
ranoreHankin abo (C1-Cg4)-ranoreHarnkokcu;

abo ii rigpaT, conbBaT abo N-okcua, abo ii papmaue-
BTUYHO NPUAHATHA Cinb.

4. Cnonyka 3a n. 1, ge R! aensie co6oro deHin, abo
n'atu- abo LWEeCTUYNEHHUA reTepoapusl, KOXHWUA 3
AKX HEOOOB'A3KOBO Mae SK 3amicHuK ranoreH, (Ci-
Ce)-ankin, rigpokcn,  (C1-Ce)-ankoken,  (C1-Ca)-
ranoreHankin abo (C;-C,)-ranoreHarnkokcy;

abo ii rigpaT, conbBaT abo N-okcua, abo i papmade-
BTUYHO NPUAHATHA Cinb,

3a yMOBM, LU0, AKLLO R! aBnse coboto deHin abo we-
CTUUNIEHHMI TeTepoapwi, TOAi BiH MoXe OyTu 3ami-
LLIEHWI TiNbKK B OPTO- ab0 MeTa-NOMOXEHHI.

5. Cnonyka 3a n. 1, ge R! sBnsie co6oto ceHin, nipu-
aun, Tiasonin, imigasonin abo okcoaia3onin, KOXHUIN 3
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AKX HEOOOB'A3KOBO Mae sk 3amicHuK ranoreH, (Ci-
Ce)-ankin, rigpoken,  (C1-Ce)-ankoken,  (C1-Ca)-
ranoreHankin abo (C1-Cy4)-ranoreHankokcu;

abo ii rigpaT, conbBaT abo N-okcua, abo i papmade-
BTUYHO NPUNHATHA Cifb.

6. Crnonyka 3a n. 1, ge R! sBnsie coboto deHin abo
nipuann, KOXHUA 3 sIKMX HeobOB'A3KOBO Mae Sk 3aMi-
CHUK B OpTO- abo meTa-nonoxexHi ranoreH, (C1-Cg)-
ankin, rigpokcu, (C1-Ce)-ankoxcu, (C1-Cy)-
ranoreHankin abo (C1-Cg4)-ranoreHankokcu;

abo ii rigpaT, conbeaT abo N-okcua, abo ii papmade-
BTMYHO NPUMAHATHA Cinb.

7. Cnonyka 3a n. 1, ge R! asnsie co6owo deHin, akun
HeobOB'A3KOBO Mae Ak 3amicHuk ranoreH, (Cq-Ce)-
ankin, rigpokcu, (C1-Cs)-ankokcu, (C1-Cy)-
ranoreHankin abo (C;-C,)-ranoreHarnkokcy;

abo ii rigpaT, conbBaT abo N-okcua, abo i papmade-
BTUYHO MNPUMAHATHA Cinb.

8. Cnonyka 3a n. 1, ge R! sBnsie cooro deHin, akun
HeoOOB'A3KOBO Mae 5K 3aMiCHUK B opTo- abo meTa-
nonoxeHHi ranoreH, (C1-Ce)-ankin, rigpokcu, (C1-Ce)-
arnkokcu, (C1-Cy)-ranoreHankin  abo  (C1-Cy)-
ranioreHarnkokcu;

abo ii rigpaT, conbBaT abo N-okcua, abo i papmaue-
BTUYHO NPUNHATHA Cifb.

9. Cnonyka 3a n. 1, ae R* siBnsie co6oio deHin, sKuit
HEeOOOB'A3KOBO Ma€ K 3aMiCHUK rarnoren;

abo ii rigpaT, conbBaT abo N-okcua, abo ii papmaue-
BTMYHO NMPUAHATHA Cinb.

10. Cnonyka 3a n. 1, ge R! sensie co6oo deHin, akun
HeoOOB'A3KOBO Mae sk 3aMiCHUK B opTo- abo MeTa-
NOJIOXEHHI ranoreH;

abo i rigpaT, conbBaT abo N-okcua, abo i papmade-
BTUYHO NPUMAHATHA Cinb.

11. Cnonyka 3a n. 1, ge R' sBnse cobBoio 2-
dpTOopdeHin abo 3-pTopdeHin;

abo ii rigpaT, conbBaT abo N-okcua, abo ii papmaue-
BTUYHO NPUNHATHA Cifb.

12. Cnonyka 3a n. 1, ge R? asnsic coboto BO[IEHb;

abo i rigpaT, conbBaT abo N-okcua, abo i papmade-
BTUYHO NPUNHATHA Cinb.

13. Cnonyka 3a n. 1, ge R? asnsic co6oto MeTun,

abo ii rigpaT, conbBaT abo N-okcua, abo i papmade-
BTUYHO NPUAHATHA Cinb.

14. Cnonyka 3a n. 1, ge L! aBnsie co6oto 38'S30K;

abo ii rigpaT, conbBaT abo N-okcua, abo i papmade-
BTUYHO NPUNHATHA Cifb.

15. Cnonyka 3a n. 1, ge L' sBnsie coboto (C1-Cg)-
arnkKinew;

abo ii rigpaT, conbBaT abo N-okcua, abo i papmaue-
BTUYHO NPUMAHATHA Cinb.

16. Cnonyka 3a n. 1, ge L! aBnsie co6oro CHy-:

abo ii rigpaT, conbBaT abo N-okcua, abo ii papmaue-
BTUYHO NPUNHATHA Cifb.

17. Cnonyka 3a n. 1, ge

R® aBnsie coBo0 UMKIOANKN, LMKMOAmKeHir, apun,
retepoapws, reTepouuknin, retepounknerin abo no-
NIUAKNIYHWMIA ankapumn, KOXHUIA 3 KX HeOBOB'A3KOBO
Mae K 3aMiCHUK

auurn, uiaHo, HIiTpPoO, ramnoreH, rigpokcu, kapbokcw,
amignHo, R°0-C(=0)-C(=N-OR%-, Y'Y?N-, Y'Y?N-
C(=0)-, Y'Y*N-C(=0)-0-, Y'Y*N-SO,-,

R’-S02-NR®-, R’-C(=0)-NR°®-, Y'Y?N(C1-Ca)-ankineH-
S0O,-(C1-Cy)-ankineH-, abo

arnkin, ankesin, ankiHin, ankokcu, ankokcukapOoHin,
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ankinTtio, ankincynbiHin abo ankincynbdoHin, Kox-
HUI 3 AKNX HEODOOB'A3KOBO Ma€E sIK 3aMiCHWK ranoreH,
arkoKCW, ranoreHasnkokcu, FI,E[,pOKCVI Kap60Kcm anko-
koukapGonin, -P(=0)-(ankokem),, Y'Y2N-, Y'Y?N-SO,-,
R’-SO,-NR°®-

apun abo reTepoapMn, KOXHUI 3 KX HEOOOB'A3KOBO
Mae Sk 3aMiCHWK arnkKin, rarnoreH, ranoreHankin, anko-
KCW, rarnoreHankokcu, rigpoKcu, amiHo, askinamiHo,
AiankinamiHo, kap6okcu abo ankokcmkapboHin, abo
retepouuknin abo apunreTepoumnknin, KOXHUA 3 SKMUX
HEeoDbOB'A3KOBO Ma€E sIKk 3aMiCHWK OKCO abo arnkin, abo
apun, retepoapur, apoirn, reTepoapoirn, apurokcuy,
retepoapuiokcu abo reTepoumnKnin, KOXHUA 3 SIKMX
HeobOB'A3KOBO Ma€ SIK 3aMiCHUK ankin, ranoreHankin,
ranoreH, ankokcu, rarioreHankokcu, rigpokcu, kap6o-
KW, arnkokcukapbowin, -P(=O)-(amkokcu)y, Y'Y°N-
a6o Y'Y’N-SO,-, i

konm R® siBnsie co6oto LMKITIOankKin, LMKroankeHin,
reTepouuknin, reTepounkneHin abo noniunKniYyHun
ankapwn, BiH TakoX Moxe OyTu 3aMmilLeHuI OKCO,

abo ii rigpaT, conbBaT abo N-okcua, abo i apmaue-
BTUYHO NPUAHATHA Cinb.

18. Cnonyka 3a n. 1, ge R® asnse co6oto ceHin, ni-
puaun, Tiasonin, imigasonin, okcogiasonin, imigaso-
nin, nipuMiguHIin, TiodeHin, okcasonin, UMKnoankin,
6eH3ookcasonin, 1,2,4-tiapgiasonin, 1,3,4-tiagiasonin,
TeTparigponipaHin, ninepuauvHin, dypanin, 6eH-
30[1,3]miokconin, GeH3oTiasonin, imigasoniguHin, iH-
pasonin, 6eH3oimigasonin, iHgonin, 6GeH3odypaHin
abo 1,3-gurigpo6eHs3o[c]i3oTiasonin, KOXHUA 3 SKUX
HeOOOB'A3KOBO Ma€ SIK 3aMICHUK auuI, LiaHo, HiTpo,
ranoreH rigpokeu, Kap60|<cv1, amigmHo,
R o -C(=0)-C(=N- ORZ) Y'Y2N-,
YYNC( O)O YYNSOz-
R’-S0O,-NR®- R’-C(=0)-NR®-,  YY2N-(C1-Ca)-
ankineH-SO,- (Cl-C4) ankinex- a60 arnkin, ankexin,
arnkiHin, ankokcu, ankoKCUKapOOHin, ankinTio, ankin-
cynbiHin, abo ankincynb@OoHiN, KOXHUA 3 SKUX He-
000B'A3KOBO Ma€ K 3aMiCHUK:

rarnoreH, ankokcW, rarioreHasikokcu, rigpokcu, Kap6o-
KCVI aJ'IKOKCMKa})6OHIJ'I -P( O)-(ankokcu),, YY2N-,
Y'Y?N-SO,-, R’-SO,-NR®-, apun abo rertepoapun,
KOXHUN 3 AKUX HEODOB'A3KOBO Mae sIK 3aMiCHUK ankin,
ranioreH, ranoreHarkin, arnkokCW, ranoreHankoKkcu,
rigpoKcu, amiHo, ankinamiHo, AiankinamiHo, kapbokcu
abo ankokcukapOoHin, abo

reTepouuknin abo apunreTepounKknin, KOXHUA 3 SIKMUX
HeobOB'A3KOBO Mae K 3aMiCHUK OKCO abo ankin, abo
apun, retepoapurn, apoin, retepoapoin, apuriokcu,
retepoapunokcnm abo reTepoumKnin, KOXHUA 3 SKMX
HeOobOB'A3KOBO Ma€e sIK 3aMiCHUK arnkin, ranoreHankin,
rarnioreH, ankokCW, rarioreHasnkokcw, rigpoKcu, Kap6o—
Kew, anKOKCMKapGOHm -P(=0)-(ankokeu)s, Y' Y2N-
a6o Y* Y N-SO,-, i

korm R® asnse coboto LMKIoankin, TeTparigponipa-
Hin, ninepnauHin, iMmigasonignHin abo 1,3-
avrinpobeHso[clizoTiasonin, BiH Takox Moxe OyTu
3aMilLleHWNI OKCO;

abo ii rigpaT, conbBaT abo N-okcua, abo i papmade-
BTWUYHO NPUMAHATHA Cinb.

19 Cnonyka 3an. 1, ge

R® aBnsie coboro deHin, nipnavmn, Tiasonin, imigaso-
nin, okcoaiasonin, imigasonin, nipumiguHin, TiodeHin,
oKcasonin, uuknoankin, 6eHsookcasonin, 1,2,4-
Tiagiasonin, 1,3,4-Tiagiazonin, TeTparigponipaHin,

YY?N-C(=O)-,
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ninepnawuHin, dypaxin, 6exHso[1,3]giokconin, 6eH30Ti-
asonin, iMmigasoniauHin, iHoasonin, G6eHsoimigasonin,
iHoonin, ©6eH3odypaHin abo 1,3-
avrigpobeH3o[clidoTiazonin, KoXHWI 3 SKMX HeoboB'A-
3KOBO MaE€ sk 3aMiCHUK:

HITPO, ranoreH, ri,quKCM Kap60|<cw aMianHo, R°O-
C( O)C( NOR) YYN YYNC( O)

Y1Y2N- SO,-, R’-SO,-NR°®- R -C(=0)- NR®- , alrlkoKcu,
ankokcukapboHin, aJ'IKIJ'ITIO, ankincynb@oHin, apwn,
retepoapvn abo ankin, skun HeobOB'I3KOBO Ma€e SK
3aMiCHMK ranoreH, kapbokcu, ankokcmkapOoHin, apmn
a6o retepoapun, -P(=0)-(ankokau), Y YYY2N-, Y1Y2N-
SO, R’-SO.-NR®- a6o retepouuknin, abo apunre-
TEPOUMKMIN, KOXHUA 3 SIKMX HEOOOB'AI3KOBO Mae sk
3aMiCHUMK oKco, abo reTepouunknin, sikuii HeoboB'sI3Ko-
BO Mae K 3amicHuK YXY2N-, i

konm R® siBnsie coboto Lmknoankin, TeTparigponipa-
HiN, ninepuauHin,  imigasonianHin  aéo  1,3-
avrigpobeH3so[clizoTiazonin, BiH TakoX Moxe OyTu
3aMiLLIEHNI OKCO; i

vl Y2, KOXHU He3anexHo, ABMATb coO0 BOAEHD,
uMknoarnkin abo ankin, skMi HeobOOB'A3KOBO Mae SK
3aMiCHUK rigpoKcK, ankokcu, amiHo, ankinamiHo, gian-
KinamiHo, retepoapun abo reTepouuknin, sIKUA He-
060B'A3KOBO Mae AK 3aMiCHUK ankin;

abo ii rigpaT, conbBaT abo N-okcua, abo i papmade-
BTUYHO NPUIAHSATHA Cinb.

20. Crnonyka 3a n. 1, ge R® aBsnsie co6oto deHin, akun
HeOOOB'A3KOBO Ma€ SK 3aMICHUK auuI, LiaHo, HiTpo,
ranoreH rigpokeu, Kap60KCM amu:leo
ROC(O)C(NORZ) YAY2N-,
YYNC( O)O YYNSOZ-
R’-S0.-NR®-, R’ -C(0)- NR®-, Y'Y°N- -(C1-Ca)-ankineH-
S0O,(C1-Cy)- anKmeH , abo

arnkin, ankeHin, arnkiHin, ankokcu, ankokcukapboHin,
ankinTio, ankincynbediHin abo ankincynboHin, Kox-
HUI 3 SKUX HEODOB'AI3KOBO Mae Ik 3aMiCHUK

rarnoreH, ankokCW, ranioreHasikokcu, rigpoKcu, Kap6o-
kew, anKOKCMKapGOHln -P(=0)-(ankokcu),, YIY?N-,
Y2Y2N-SO,-, R"-S0,-NR®-,

apun abo retepoapun, KOXHUIA 3 SIKMX HEOOOB'sI3KOBO
Mae sk 3aMiCHUK arKin, ranoreH, ranoreHarnkin, anko-
KCW, ranoreHankokcu, rigpoKcu, amiHO, ankinamiHo,
AiankinamiHo, kapbokcu abo ankokcmkapboHin, abo
retepouuknin abo apunreTepounKknin, KOXHUA 3 SKMUX
HeobOB'A3KOBO Mae K 3aMiCHUK OKCO abo ankin, abo
apun, retepoapurn, apoin, retepoapoin, apurokcu,
retepoapuiokcsu abo reTepouunknin, KOXHUA 3 SIKMX
Heo0OOB'A3KOBO Ma€E K 3aMiCHUK ankin, ranoreHarnkin,
ranoreH, ankokCW, ranoreHarnkoKkcu, rigpokcu, Kap6o-
Kenm, aJ'IKOKCI/IKap60HIJ'I -P(=0)-(ankokcn),, Y YY2N-
a6o Y'Y2N-SO,-,

abo ii rigpaT, conbBaT abo N-okcua, abo ii papmaue-
BTUYHO NPUNHATHA Cifb.

21 Cnonyka 3an. 1, e

R® aBnsie coboto deHin, skun HeobOB'I3KOBO Mae K
SaMICHMK HiTPO, ranoreH, rl,quKcm Ka?60|<cm amigun-
HO ROC( O)C( NOR) YYN YYNC( 0)-,
Y2Y?N-S0O,-, R’-S0,-NR®-, R’ -C(= O) NR®-, ankokew,
ankokcukapboHin, an|<|rmo, ankincynb@oHin, apwn,
retepoapvn abo ankin, skuin HeoOOB'I3KOBO Mae SK
3aMIiCHMK rarnoreH, kapbokcw, anKOKCMKapGOHin apmn
abo reTepoapun, -P(=0)-(ankokcm)z, Y'Y?N-, Y'Y?N-
S0,, R’-SO,- NR6 abo retepouuknin, abo apunrete-
POLIMKMIN, KOXHUIA 3 KX HEOOOB'I3KOBO Mae sk 3aMmi-

YY?N-C(=0)-,
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CHUK OKcO, abo reTepouuknin, skuin HeobOB'I3KOBO
mae sk 3amicHuk YXY2N-, i

Y1 i Y? HesanexHo sBnsioTb cOBO0 BOAEHb, LMKMOa-
nKin abo ankin, kM HeoboB'A3KOBO Mae sIK 3aMiCHUK
riAPOKCK, ankoKcK, aMiHo, ankinamiHo, AiankinamiHo,
retepoapwn, abo retepounknin, sikui HeobOoB'sI3KOBO
Mae€ K 3aMiCHUK ankin,

abo ii rigpaT, conbBaT abo N-okcua, abo i dpapmaue-
BTWUYHO MPUMAHATHA Cinb.

22. Cnonyka 3a n. 1, ge R® asnsie co6oo deHin, akun
HEOBOB'SI3KOBO Mag K 3aMicHuK Y1Y?N-SO,-, R’-SO,-
NR°®-, ankincynbdoHin a6o ankin, samiweHnit Y'Y2N-
SO,-, R’-S0,-NR®-;

abo ii rigpaT, conbBaT abo N-okcua, abo i papmaue-
BTUYHO NPUNHATHA Cifb.

23. Cnonyka 3a n. 1, ge

R® siBnsie coboio deHin, sakuin HeoboB'A3KOBO Mae SAK
3amicHuK YY?N-SO,-, R7-S0,-NR®-, ankincynbgoHin,
a6o ankin, samieHnin Y'Y2N-SO,-, R’-S0,-NR°®-; i

Y1 i Y2, KOKHUI He3amnexHo, SIBMsTbL CoB0K BOAEHD,
uMKnoarnkin abo ankin, skMi HeobOB'A3KOBO Mae Sk
3aMiCHMK FigpoKcK, ankokcu, amiHo, ankinamiHo, gian-
KinamiHo, retepoapur, abo reTepouuknin, sKuin He-
000B'A3KOBO Mae AK 3aMiCHUK ankin;

abo i rigpaT, conbBaT abo N-okcua, abo i dpapmaue-
BTWUYHO MPUMAHATHA Cinb.

24. Cnonyka, LWo aBnse coboto

6eHsunamig 2-ceHinnipumignH-5-kapboHOBOT KMCHo-
™,

deHinamig 2-nipnanH-4-innipumianH-5-kap6oHoBOT
KncnoTw,
deHinamig 2-nipnanH-3-innipumianH-5-kap6oHoBOT
KUcnoTu,
deHinamig  2-nipuaunH-2-innipuMignH-5-kapboHOBOI
KNCNOoTW,

deHinamig 2-(3-dTopdeHin)nipumianH-5-kapOoHOBOI
KUCINOTW,

deHinamig 2-(4-dTopdeHin)nipumignH-5-kapboHoBOI
KncnoTu,

deHinamig 2-(2-dpTopdeHin)nipumianH-5-kapboHoBOI
KUcnoTu,

(2,2-piokco-2,3-gurigpo-1H-2nam6aa“6*-
6eH3o[clisoTiazon-5-in)amig 2-tbeHinnipumignH-5-
KapOOHOBOI KNCINOTH,
[1-(1H-imipa3on-2-inmeTnnninepuanH-4-injamig 2-
deHinnipumigmH-5-kapboHOBOT KUCNOTH,
(6-avmeTnamiHonipuanH-3-inmeTun)amig 2-
deHinnipumiamH-5-kap6boHOBOT KUCNOTH,
[2-(2-niponiguH-1-ineTun)6eH3ookcason-6-injamia  2-
deHinnipumignH-5-kapboHOBOI KnCNoTw,
4-cynbamoinbeHavnnamig 2-beHinnipumiguH-5-
KapOOHOBOI KNCINOTH,
[2-(4-cynbdamoindeHin)eTun]amig 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
[4-(2-okcookcasoniguH-4-inmeTun)deninlamia  (R)-2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
(6-aueTunamiHonipuguH-3-in)amig 2-ceHinnipumianH-
5-kap6oOHOBOIT KUCNOTH,
(3-kapbamoindeHin)amig
KapOOHOBOI KNCNOTH,
(3-meTnnkapbamoindeHrin)amig 2-geHinnipymignH-5-
KapOOHOBOI KNCINOTH,
(4-rippokcuuuknorekcun)amis,
KapOOHOBOI KMCNOTH,
etunosun  edip  4-metun-2-[(2-ceHinnipumianH-5-

2-cbeHinnipumignH-5-

2-beHinnipnmignH-5-
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kapboHin)amiHo]Tiazon-5-kap6oHOBOI KUCMOTH,
eTunosumn edip {2-[(2-dbeHinnipumiguH-5-
kapboHin)amiHo]Tiazon-4-in}ouToBOI KNCNOTH,
4-metun-2-[(2-cdeHinnipumignH-5-
kapboHin)amiHo]Tiazon-5-kapboHoBa kucnoTa,
{2-[(2-dpeHinnipumigunH-5-kapboHin)amiHo]tiazon-4-
injouToBa kucnorta,

4-meTuncynsdamoinbeHsnnamia  2-ceHinnipumignH-
5-kapboHOBOI KUCNOTH,
4-pumeTuncynbdamoinbeHsunamis 2-
deHinnipnmignH-5-kapboHOBOT KMCNOTH,
(3,5-andTopdbeHin)amig, 2-thbeHinnipumignH-5-
KapOOHOBOI KNCINOTH,
nipuavH-2-inamig
KUCNnoTw,
Tiazon-2-inamig
KMCNoTu,
(3-cynbhamoindgeHin)amig
KapOOHOBOI KNCMNOTH,
(2-okco-1,2-gurigponipumiguH-4-in)amig 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
(4-cynbdamoindeHin)amig, 2-thbeHinnipumignH-5-
KapOOHOBOI KNCINOTH,

nipumigmH-4-inamig  2-geHinnipnmiguH-5-kapboHoBol
KUCNnoTw,

2-beHinnipumianH-5-kap6oHoOBOT
2-beHinnipumianH-5-kap6oHoBOT

2-beHinnipumignH-5-

(1-nipnamH-3-inmeTunninepuanH-4-in)amig 2-
deHinnipymigmH-5-kapboHOBOT KUCNOTH,
[2-(2-okcoimigazonigmn-1-in)eTun]amig 2-

deHinnipnmignH-5-kapboHOBOT KMCHOTH,
[2-(1H-imipa3on-4-in)eTun]amia  2-deHinnipumignH-5-
KapOOHOBOI KNCINOTH,
(TeTparigponipaH-4-inmeTun)amig 2-ceHinnipumianH-
5-kap6OHOBOI KUCNOTH,
(3-TpucbTopmeTUndeHin)amia
KapOOHOBOI KNCNOTH,
(2H-nipa3on-3-in)amig
KapOOHOBOI KNCNOTH,
(1-meTunninepuauH-4-in)amig
KapOOHOBOI KNCMNOTH,
nipumigmH-2-inamig  2-geHinnipnmiguH-5-kapboHoBoi
KUCNoTw,

3-meTuncynesdamoinbeHsmnamis, 2-(3,5-
AndTopdeHin)nipuMianH-5-kapboHOBOI KMCHOTH,
3-meTuncynbgamoinbeHsnamig 2-(2,5-
AndTopdeHin)nipmMianH-5-kapboHOBOI KMCHOTH,
3-meTuncynegamoinbeHsvnamis, 2-(4-
andTopdeHin)-4-meTunnipumiamH-5-kap6oHoBOI  KuC-
notu,

3-meTuncynegamoinbeHsvnamis, 2-(2-
nipyaun)nipumignH-5-kapboHOBOI KNCNoTw,
3-meTuncynedamoinbeHsmnamis, 2-(3-nipngun)-4-
MeTUMNiPUMIanH-5-kapbOHOBOT KUCOTH,

2-cbeHinnipumignH-5-
2-dpeHinnipumignH-5-

2-heHinnipnmignH-5-

3-eTuncynbsgamoinbeHsunamig 2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KMCHOTH,
3-(2-eTokcieTuncynbgamoin)beHsunamis, 2-(3-

dTopheHin)nipumianH-5-kapboHOBOT KMCHOTH,
3-(2-rigpokcunponincynbcamoin)beHannamia  2-(3-
dTopcheHin)nipumianH-5-kap6oHOBOT KUCMOTH,
3-umknonponincynsamoinbeHannamig 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCMOTH,
3-(3-rigpokcunponincynbgamoin)oeHannamvia  2-(3-
dTOpdEHIN)NipUMiaNH-5-kapOOHOBOT KUCNOTH,
3-(2-meTokcieTuncynbdamoin)oeHsunamis, 2-(3-
dTopheHin)nipumianH-5-kap6oHOBOT KUCMOTH,
3-(3-meTokcunponincynbdamoin)beHsunamia  2-(3-
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pTopcheHin)nipumianH-5-kap6oHOBOT KMCMOTH,
3-(4-meTokenbyTuncynsgamoin)oeHsunamisa 2-(3-
dTopcheHin)nipumianH-5-kapboHOBOI KMCMOTH,
3-umknorekcuncynsamoinbeHannamig 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCNOTH,
3-(2-rigpokcm-1,1-

anmeTuneTuncynbgamoin)oeHannamia 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCMOTH,
3-cynbamoinbeHavnnamig 2-(3-

dTopheHin)nipmianH-5-kapboHOBOI KMCHOTH,
3-(2-mopdoniH-4-ineTuncynbcamoin)beHsunamia  2-
(3-dpTOpdeHin)nipumignH-5-kapboHOBOI KMCNoTH,
3-(2-ninepuaunH-1-ineTuncynegamoin)éeH3unamia  2-
(3-dpTOpdheHin)nipumignH-5-kapboHOBOI K1MCcnoTn,
3-[2-(1-meTunniponignH-2-
in)eTuncynsdamoin]beH3unamis, 2-(3-
dTopeHin)nipmianH-5-kapboHOBOI KMCHOTH,
3-[(1-eTunniponignn-2-
inmeTnn)cynbgamoin]beHannamia 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCHOTH,
3-[2-(1H-imigazon-4-in)eTuncynbdamoin]6eH3nnamia
2-(3-cpTopdeHin)nipumignH-5-kapboHOBOI k1ncnoTu,
3-[3-(2-meTunninepnanH-1-
in)nponincynesgamoin]oeH3unamis, 2-(3-
dTopheHin)nipumianH-5-kap6oHOBOI KMCNOTH,
3-(3-niponigunn-1-innponincynedamoin)beH3annamis
2-(3-bTOpdeHin)nipumianH-5-kapboHoBOI K1McnoTu,
3-(2-gumeTunamiHoeTuncynbdamoin)beHsvnamig  2-
(3-dpTOpdeHin)nipumignH-5-kapboHOBOI KMCNoTH,
3-(2-pieTnamiHoeTuncynedamoin)éeHsunamig  2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCNOTH,
3-(3-anmeTunamiHo-2,2-
avmeTunnponincynbdamoin)beHannamig 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCNOTH,
3-(5-gumeTtunamiHoneHTuncynbamoin)beHannamig
2-(3-cbTopdeHin)nipumignH-5-kapboHOBOI kncnoTu,
3-(2-piisonponinamiHoeTuncynbdamoin)oeHsnnamis
2-(3-cpTopdeHin)nipumignH-5-kapboHoBOI k1ncnoTu,
3-(MeTaHcynbdoHinamiHomeTnn)beH3nnamia ~ 2-(3-
pTopdeHin)-4-meTunnipmmiamH-5-kapboHOBOT KMCIO-
™,
3-[(nponaH-2-cynbdoHinamiHo)MeTun]6eHsunamia  2-
(3-pTopdheHin)-4-meTnnnipumignH-5-kapboOHOBOI  KK-
cnoTw,

3-meTuncynbgamoinmeTnndeHsunamig 2-(3-
dTopdeHin)-4-meTunnipmmiamH-5-kap6oHOBOT  KMCIO-
™,

3-(isonponincynbgamoinmeTnn)beH3nnamia 2-(3-
pTopdeHin)-4-meTunnipumiamH-5-kapboHOBOT KMCIO-
™,

3-(MeTaHcynbdoHinamiHomeTnN)beH3nnamia 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCHOTH,
3-[(nponaH-2-cynbdoHinamiHo)MeTun]6eH3unamig  2-
(3-dpTOpdheHin)nipumianH-5-kapboHOBOI KMCNoTH,

3-meTuncynegamoinmeTundeH3nnamia 2-(3-
dpTopheHin)nipumianH-5-kapboHOBOI KMCNOTH,
3-(isonponincynbgamoinmeTnn)beH3nnamia 2-(3-

pTopcheHin)nipumianH-5-kap6oHOBOI KMCMOTH,
(2-meTtaHcynboHinamiHonipyanH-4-inmetun)amig  2-
(3-dpTOpdeHin)nipumignH-5-kapboHOBOI KMCNoTH,
(TeTparigponipaH-4-in)amig, 2-(5-meTun-
[1,2,4]okcagia3zon-3-in)nipumianH-5-kapOoHOBOT  KUC-
notw,

4-cynbthamoinbeH3onamig 2-(5-meTun-
[1,2,4]okcagiazon-3-in)nipumiamH-5-kapboHOBOT  Knc-
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notu,
(3-dpeHin-[1,2,4]tiapiason-5-in)amig 2-(5-meTun-
[1,2,4]okcapiason-3-in)nipumigmH-5-kapboHOBOT  KnC-
notu,

3-(mMopdoniH-4-cynbdoHin)beHavnnamig 2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KMCIOTH,
3,4-aumeTokcunbeHsunamig, 2-heHinnipnmignH-5-
KapOOHOBOT KMCNOTH,
(2-6eH30[1,3]aiokcon-5-inetun)amig 2-
deHinnipymignH-5-kapboHOBOT KUCNOTH,
(1H-ingason-5-in)amig 2-dpeHinnipumignH-5-
KapOOHOBOI KNCMNOTH,
(4-[1,2,3]Tiapiazon-5-in)6eH3unamig 2-
deHinnipnmignH-5-kapboHOBOT KUCNOTH,
3-meTuncynegamoinbeHsunamig 2-(3-pTopdeHin)-4-
MeTUnnipumignH-5-kapboHOBOI KMCNOTH,
3-meTuncynbdamoinbeHsmnamia 4-metun-2-nipuanH-
2-innipymignH-5-kapboHOBOI KNCNOTH,
4-mopdoniH-4-inbeH3nnamia  2-deHinnipyumignH-5-
KapOOHOBOI KNCMNOTH,

MEeTUNoBUI edip 6-[(2-deHinnipumignH-5-
kapboHin)amiHo]-1H-6eH3oimigason-2-kap6oHOBOI
KMCcnoTw,
6-[(2-deHinnipumiguH-5-kapboHin)amiHo]-1H-
6eH3oimigason-2-kapboHoBa KMcnoTa,
(6eH3odypaHn-5-inmeTnn)amia  2-ceHinnipumignH-5-
KapOOHOBOI KNCNOTH,
4-meTaHcynbdoHinamiHobeH3nnamig 2-
deHinnipnmignH-5-kapboHOBOT KMCHOTH,
4-kapbamoinbeH3nnamig 2-heHinnipnmigmH-5-
KapOOHOBOI KNCINOTH,

3-(2-rigpokcieTuncynbcamoin)beHannamia 2-
deHinnipnmignH-5-kap6boHOBOT KUCNOTH,
4-(mopdoniH-4-cynbdoHin)beH3nnamia 2-

deHinnipymignH-5-kapboHOBOT KUCNOTH,
3-meTuncynbedamoinbeHsvnamig 2-eHinnipumianH-
5-kapbOHOBOI KUCHOTH,

[2-(2-amiHO-4-meTunTia3on-5-in)etTunlamig 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
3-meTuncynegamoinbeHsvnamis, 2-(3-
dTopcheHin)nipumianH-5-kap6oHOBOT KUCMOTH,
aietmnosui edip {4-[(2-deHinnipumignH-5-
kapboHin)amiHo]6eH3nn}dpocdoHoBOI KncnoTun,
AieTnnosunn edip {4-[(2-peHinnipumignH-5-
kapOOoHin)amiHo]byTnn}dhocoHOBOI KNCNOTH,
aieTnnosun edip {4-[(2-peHinnipumignH-5-

kapboHin)amiHo]eTnn}dochoHOBOI KMCIOTH,
gietmnosun  edip  {eHin-[(2-peHinnipumignH-5-
kapboHin)amiHo]MeTnun}dochoHOBOT KUCOTH,
(3-meTaHcynbdoHin)6eH3nnamig 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCIOTH,
(1-meTtaHcynbdoHinninepuauH-3-inmeTnn)amia  2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCIOTH,
(1-pnmeTaHcynbdamoinninepnanH-3-inmetun)amig, 2-
(3-dpTOpdheHin)nipumianH-5-kapboHOBOI KMCNOTH,

3-meTaHcynboHinamiHobeH3nnamig 2-
(dbeHin)nipumiamH-5-kap6oHOBOT KMCIOTH,
3-aueTtuncynbdamoinbeHannamig 2-(3-

dTopheHin)nipumianH-5-kapboHOBOI KMCIOTH,
3-(3-okconinepasuH-1-cynbgoHin)beHannamia  2-(3-
dTOpPdEHIN)NipUMIaNH-5-kapOOHOBOT KUCMNOTH,
(2-cynbhamoineTtun)amig 2-thbeHinnipumignH-5-
KapOOHOBOI KNCNOTH,
(2-pnmeTnncynbhamoineTun)amis 2-
deHinnipumianH-5-kapboHOBOI KMCNOTH,
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(3-dpeHin-[1,2,4]tiapiazon-5-in)amig 2-
eHinnipumianH-5-kapboHOBOI KMCNoTH,

(3-dpeHin-[1,2,4]tiapiazon-5-in)amig 4-meTun-2-
deHinnipumignH-5-kapboHOBOI KNCNoTH,
(3-dbeHin-[1,2,4]riapiazon-5-in)amig 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCNOTH,
(TeTparigponipaH-4-in)amig, 2-(3-

dTopcheHin)nipumianH-5-kap6oHOBOI KUCNOTH,
deHinamia  2-umknorekcMnnipumianH-5-kapOoHoBOT
KMCNoTw,

3-amiHobeH3nnamig 2-ceHinnipymignH-5-kapOoHOBOI
KNCINOTW,

3-meTuncynegamoinbeHsvnamis 2-(3-
nipyamn)nipumignH-5-kapboHOBOI KNCnoTw,
4-cynbhamoinbeHannamig 2-nipason-1-innipumMigmH-
5-kapbGOHOBOIT KUCNOTH,

(TeTparigponipaH-4-in)amig, 2-(2-meTunTiason-4-
in)nipumignH-5-kapboHOBOT KMCNOTH,
(Tiocben-2-inmeTun)amig 2-thbeHinnipumignH-5-
KapOOHOBOI KNCINOTH,
(4-meTunokcason-2-in)amig
KapOOHOBOI KNCOTH,
eTunoBuin edip MeTokciimiHO-{2-[(2-cbeHinnipumianH-
5-kap6oHin)amiHo]Tiason-4-in}ouToBOi KUCMNOTH,

2-peHinnipnmignH-5-

(5-meTtuncynbdaHin-[1,3,4]tiagiazon-2-in)amig 2-
deHinnipumianH-5-kapboHOBOI K1MCNoTH,
eTNNoBUN edip 2-[(2-dpeninnipnmignH-5-

kapOoHin)amiHo]6eH3oTia3on-5-kapboHOBOI KMCNOTH,
(1-deHinetnn)amig (R)-2-cpeHinnipmmigmn-5-
KapOOHOBOI KNCINOTH,
[3-(1H-TeTpason-5-in)deHninlamia  2-cdeHinnipumignH-
5-kap6oOHOBOIT KUCNOTH,
(1-kapbamimigoinninepnanH-4-inmeTun)amig, 2-
deHinnipumianH-5-kapboHOBOI KNCNoTw,

amig 5-[(2-cbeHinnipumignH-5-kapboHin)amiHo]-1H-
iHoon-3-kapOOHOBOI KMCMNOTH,
[3-(2-amiHoTiason-4-in)deHinlamig 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
{4-[2-(1,3-piokco-1,3-aurigpoizoiHgon-2-
in)etun]riazon-2-in}famig 2-heHinnipumignH-5-
KapOOHOBOI KMCNOTH,
[2-(niponiguH-1-cynbdoHin)etunlamia 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCHOTH,
TpeT-0yTnnoBwuii edip [3-({[2-(3-pTOpdeHiIn)-4-
MeTUNNipUMIanH-5-
kapboHin]amiHo}meTun)oeH3un]kapbamiHoBOT  kucno-
™,

3-[(nipugunH-2-inmeTnn)cynegamoin]beHsunamia, 2-(3-
pTopceHin)nipumianH-5-kap6oHOBOI KMCMOTH,

93213 12

3-(3-rigpokcun-2,2-
avmeTunnponincynbdamoin)beH3annamig 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCHOTH,
3-(2-rigpokcn-2-
MeTunnponincynsgamoin)oeHsunamis, 2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KMCIOTH,
3-[(TeTparigponipaH-4-
inmeTun)cynbgamoin]beH3nnamia 2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KMCNOTH,
3-(4-rigpokenbyTuncynsdamoin)beHsmnamis 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCIOTH,
3-[2-(2-rigpokcieTokci)eTuncynbgamoin]beH3unamig
2-(3-dpTOopdeHin)nipumignH-5-kapboHOBOI K1ncnoTwu,
3-[(TeTparigpodypaH-2-

inmeTun)cynbgamoin]beH3nnamia 2-(3-
dTopheHin)nipumianH-5-kap6oHOBOT KMCNOTH,
3-izobyTnncynsamoinbeHsmnamis, 2-(3-

dTopheHin)nipumianH-5-kapboHOBOT KMCHOTH,
(5-isonponincynsdamoinnipyanH-3-inmeTnn)amig  2-
(3-dpTOpdheHin)nipumignH-5-kapboHOBOI KMCNoTH,
(5-metuncynedamoinnipuguH-3-inmetun)amig  2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KMCIOTH,
(2-metuncynedamoinnipuguH-4-inmetun)amig  2-(3-
dTopheHin)nipumianH-5-kap6oHOBOT KMCMOTH,
(2-metuncynsdamoinnipuguH-4-inmetun)amia  2-(3-
dTopdeHin)-4-meTunnipumignH-5-kapboHOBOT  KUCHO-
" abo
(5-izonponincynsdamoinnipyanH-3-inmeTnn)amig  2-
(3-pTopdheHin)-4-meTnnnipumignH-5-kapOboOHOBOI  KK-
cnotw,

abo ix rigpaT, conbBaT abo N-okcup, abo ix dapma-
LEBTUYHO NPUMAHATHY Cifb.

25. ®apmaueBTUYHA KOMMNO3ULS, O MICTUTb CMony-
Ky 3a n. 1 abo 24, a6o ii rigpart, conbBat abo N-
okewa, abo i hapmaueBTUYHO NPUAHATHY Cinb, i da-
pMaLueBTUYHO NPUAHATHUIN HOCIN.

26. Cnocib nikyBaHHA anepriyHoro abo 3ananbHoro
posnagy y nauieHTa, Lo noTpebye Takoro nikyBaHHs,
3a [OMOMOrol BBeAEHHS MauieHTy dapmaleBTUYHO
edheKTMBHOI KinbkocTi cnonyku 3a n. 1 abo 24, abo ii
rinpaty, conbBaty abo N-okcugy, abo ii papmaves-
TUYHO MPUAHATHOI CONi.

27. Cnoci6 3a n. 26, ge anepriyHum abo 3ananbHUM
po3nafoM € anepriyHUm pUHIT.

28. Cnoci6 3a n. 26, gie anepriyHMM abo 3ananbHUM
posnagom € actma.

29. Cnocib 3a n. 26, ge anepriyHum abo 3ananbHUM
po3rajloM € XPOHiYHe OOCTPYKTMBHE 3aXBOPHBAHHS
nereHb.

[JaHun BrHaxig NnpUcBAYEHUN NipuMigUHaMIgHUM
cronykam, iXx OTPMMaHHIo, hapMaLeBTUYHUM KOMMO-
31LiAM, WO MICTATb Ui cnonyku, i ix dapmaueBTuy-
HOMY 3aCTOCYBaHHIO B NiKyBaHHI NATOMOMYHUX CTaHIB,
AKi MOXHa mMoaynoBaTtu iHribyBaHHAM peuenTopa
npoctarnaHgnHy D-cuHTasu.

AnepriYyHMM  pUHITOM, HaMbINbW MNOLMPEHUM
aToniYHUM 3axBOPIOBAHHSM, 3a OLUiHKaMu cTpaxaae
Big NpmbnusHo 5 0o NpMBnN3HO 22 NpOLEHTIB BCbOrO
HacemneHHs, i WOro XapakTepHUMW CUMNTOMaMu €
YXaHHS, HOCOBi BUAINEHHS | 3aknageHicTb Hoca. [le-
peabavaeTbCs, WO Taki CMMNTOMU  BUKIMKAKOTHCS

pi3HMMN MegiaTopamu, WO BUAINSATbLCA MacTouuTa-
MU | IHWMMK 3ananbHUMK KniTnHamu. [cHytodi metoam
nNiKyBaHHA, Hanpuknag aHTWricTamiHHi npenapaTw,
ePeKTMBHO YCyBalOTb YXaHHS i HOCOBI BUAINEHHS,
arne HagalTb Crabkvi BMNUB Ha 3aKnageHiCTb, Ska €
KMOYOBMM CUMMTOMOM, LLIO BMSMBAE Ha SKICTb XUTTSA
navjieHTiB.

[Moka3aHo, WO nokanbHa CTWINsUis anepreHoMm
nawuieHTiB 3 anepriyHMM puHITOM, BpoHxianbHOW acT-
MO0, anepriyHnM KOH'IOHKTUBIT i aToniyHnM gepmMaTu-
TOM MPU3BOAUTL A0 LUBMOKOIO 3POCTaHHSA PiBHA Npo-
crarnangudy D2 (PGD2) B HasanbHOi i 6poHxiansHoi



13

3MMBHOI PiAMHKU, CrbO3aX i LUKIPSHIA MOPOXHUHHIN
piauHi. PGD2 moxe HagaBaTWu pi3Hy 3ananbHy Aito,
Hanpvknag niaBuULLYBaTU NPOHWKHICTb CyAWH B KOH'lO-
HKTUBI i LUKipi, NigBULWYBaTN OMip AMXanNbHUX LUMAXIB
HOCa, 3BY)XEHHHA AMXaNbHWUX LUMSXIB i MPOHWUKHEHHS
€03NHOQINIB B KOH'tOHKTMBY i Tpaxei. PGD2 - ocHoB-
HUA LIMKIOOKCUIreHasHUM NpoayKkT apaxigoHOBOI Kuc-
noTw, WO BUPOBNSETLCS MacToLuTaMmn npu iMmyHorno-
rivHomy cTminoBaHHi  [Lewis R.A., Soter N.A.,
Diamond P.T., Austen K.F., Oates J.A., Roberts L.J.
I, Prostaglandin D2 generation after activation of rat
and human mast cells with anti-IgE, J. Immunol. 129,
1627-1631, 1982]. AkTuBOBaHi MacTouuTn, OAHe 3
ronoBHux mkepen PGD2, rpatloTb ogHY 3 KIOYOBMX
ponew y BUHWKHEHHi anepriyHol peakuii npu Takux
3axBOPIOBAHHSAX, SIK aCTMa, anepridyHui puHIT, anepri-
YHWUIN KOH'IOHKTUBIT, aneprivHnuii AepmatuT i iHwWwi 3a-
xBoptoBaHHs [Brightling G.E., Bradding P., Pavord
I.D., Wardlaw A.J., New Insights into the role of the
mast cell in asthma, Clin. Exp. Allergy. 33, 550-556,
2003].

Y npucyTHocTi cynbdrigpuneHux crnonyk PGD2
YyTBOPIOETLCA Npu i3omepusauii PGH2, nowwupeHoro
nonepedHvka MpOCTaHOIdiB, MpU KaTaniTM4HoMmy
BnnuBi npoctarnaHgnH D cuHTasm «(PGDS)». IcHye
ABi isodopmu dpepmeHTty PGDS: L-PGDS i H-PGD S.
H-PGDS € unT0o30nbHUM hepMEHTOM, KM po3nogi-
NSAETLCH B NepndepUYHNX TKaHMHAaX i KM nokaniso-
BaHWN B aHTUreH-NpeacTaBnsaynX KNiTUHax, MacTo-
uMTax, Merakapioumtax i Th2 nimdountax. [Lis
npoaykty PGD2 onocepenkoBaHa peLentopamu,
3B's3aHuMK 3 G-6inkom: D npoctarnaHgnHom «(DP)»
i crTH2. Oume. (1) Prostaglandin D Synthase: Structure
and Function. T. Urade and O. Hayaishi, Vitamin and
Hormones, 2000, 58, 89-120, (2) J. J. Murray, N.
Engl. J. Med., 1986 Sept. 25; 315(13):800, i (3) Urade
et al., J. Immunology 168: 443-449, 2002.

ABTOpU BBaXalTb, WO iHriOyBaHHSA YTBOPEHHS
PGD2 noBuMHHO HagaBaTW BMMAWB Ha 3aknageHicTb
HOCa, @ TOMY BUSIBMSITU TepaneBTUYHUIA edekT npu
anepriyHoMy puHiTi. Kpim Toro, aBTopu BBaxatoTb, L0
iHriditop PGDS noBuHeH MaTu TepaneBTUYHUN edbekT
AN AesiKMX iHLWKX NoKasiB, Hanpuknag OpoHxianbHOI
acTMu.

€ paHi npo iHribitopn PGDS. Bigomo, wo cnony-
ka HQL-79 € cnabkum iHribitopom PGDS i BusBnse
aHTMacTMaTU4Hy fil0 B AOCMIAKEHHSIX HA MOPCLKUX
cBMHKax i wypax (Matsusshita, et al., Jpn. J.
Pharamcol. 78: 11, 1998). Cnonyka Tranilast Busisnsie
BnactmeocTi iHribitopa PGDS (Inhibitory Effect of
Tranilast on Prostaglandin D Synthetase. K. lkai, M.
Jihara, K. Fujii, and Y. Urade. Biochemical
Pharmacology, 1989, 28, 2773-2676).

[aHunin BuHaxig npuceBaYveHnn cnonyui dopmMmynm
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R! siBnsie coboto apun, reTepoapun a6o (Cs-Cs)-
LMKITIOArnKin, KOXHUIA 3 sIKUX HEeOOOB'A3KOBO Mae Sk
3amicHuk ranoreH, (Ci-Cg)-ankin, rigpokeu, (Ci1-Ce)-
arnkokcu, (C1-Cy)-ranoreHankin  abo  (C1-Cy)-
ranoreHanKkoKcu;

R? aBnsie coboto BogeHb abo (C1-Cy)-ankin;

R® sBnsie coboto -P(=0)-(ankokecu), abo Y'Y*N-
SO,-,

LUMKoarnkin, uMKnoankeHin, apun, retepoapwn,
reTepouuKnifn, reTepounkneHin abo noniunKiYyHunA
ankapwn, KOXXHUIM 3 Skux HeOOOB'sI3KOBO Mae K 3ami-
CHUK

auun, uiaHo, HiTpo, ranoreH, rigpokcu, kapbokeu,
aMianHo,

R°0-C(=0)-C(=N-OR")-, Y'Y°N-, Y'Y*N-C(=0)-,
Y'Y?N-C(0)-0-, Y'Y°N-SO,-,

R’-S0,-NR%, R’-C(=0)-NR%, Y'Y?N-(C1-C4)-
ankineH-S0,-(C1-Ca4)-ankineH-,
abo

arkin, ankeHin, ankinin, ankokcu, ankokcukap6o-
Hin, ankinTio, ankincynbdiHin, abo ankincynbgoHin,
KOXHUI 3 SKUX HEODOB'A3KOBO Mae ik 3aMiCHUK

rarnoreH, ankokcu, rarioreHankokcu, rigpokcu, Ka-
p6okcu, ankokeukapboHin, -P(=0)-(ankoken)z, Y'Y2N-
, YY?N-S0,-, R™-S0,-NR®-,

apun abo retepoapun, KOXHUA 3 Gkux HeoboB'a3-
KOBO Ma€ $IK 3aMiCHWUK arnkin, ranoreH, ranoreHarnkin,
arnkokcw, raroreHankokcw, rigpokcu, amiHo, ankinami-
HO, AiankinamiHo, kap6okcu, abo ankokcukapOOoHin,
abo

retepoumknin abo apunreTepoumnKrin, KOXHUA 3
AKMX HEeODOB'A3KOBO Ma€e AK 3aMiCHUK OKco abo ankin,
abo

apun, retepoapwun, apoin, retepoapoin, apunok-
cu, retepoapwrokcu, abo reTepoumknin, KOXHUM 3
SKMX HEeODOOB'I3KOBO Mae sk 3aMiCHUK arkin, ranore-
HarKin, ranoreH, ankokcu, ranoreHankokcu, rigpokcu,
kapbokcu, ankokcunkapboHin, -P(O)-(ankokcw)a,
Y'Y?N-, a6o Y'Y°N-SO,-, i

korm R% € LIMKNoAarnkinom, LMKoarnkeHinom, rete-
POLMKITINOM, reTepouurkneHinom abo noniumknivyHMM
ankapunoMm, BiH TakoX HeOOOB'SI3KOBO 3aMilLieHui
OKCO;

L' sBnsie cobow 3B's30Kk abo (C1-Ce)-ankineH,
AKNA HeobOOB'A3KOBO 3aMilleHui rigpokeun, abo konwm
R® HeoBOB'A3KOBO Mae ik 3aMiCHUK LMKIoarnkin, umk-
noarkeHin, apwun, retepoapun, reTepouuknin, rete-
poumkneHin abo noniumkniyHuiA ankapwn, Togi (Ci-
Ce)-ankineH Takox moxe 0Oytu 3amiweHun -P(=0)-
(ankokecn)z;

R* R® i R® koxHui1 HesanexHo, € BogHem a6o
arnkinom,

R’ asnsie co6oto ankin, kM HeoboB'A3KOBO Mae
SIK 3aMiCHUK rigpoKcu, ranoreH abo ankokcu, abo

apun, retepoapun, apunarnkin abo retepoapuna-
NKin, npu4omy apun, retepoapun abo apunsHa abo
reTepoapunbHa rpyna apunankiny abo retrepoapuna-
nKiny HeobOoB'A3KOBO Mae K 3aMiCHUK ankin, ranore-
Hankin, rigpokcu, kapbokcu, ankokcukapboHin, amiHo,
ankinamido, giankinamiHo, ranoreH, ankokcu abo ra-
TNoreHankoKkcu; i

Y1 i Y2, KoxXHWIT He3anexHo, € BogHeM,

ankinom, sk HeoboB'A3KOBO Mae K 3aMiCHUK

rigpokcu, kapbokcu, ranoreH, amiHo, ankinamiHo,
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JiankinamiHo, uwmknoarnkinamiHo, amiHokap6oHin, an-
KinamiHokapboHin, AiankinamiHokapOoHin, Luknoanki-
namiHokapOoHin,

arnkokcu, HeobOB'A3KOBO 3aMilLLEHWI TigPOKCH,

LUMKIoankin, retepouuknin, apun abo retepoa-
pUn, KOXHUIN 3 SIKMX HEODOB'I3KOBO Ma€ sIK 3aMiCHUK
ankin, ranoreH abo ranoreHankin, abo

LMKIOArnkinom, siknuii Moxe 6yTun 3amilleHnii Kkap-
6oken, abo

Y' i Y? pa3om 3 aToMOM a30Ty, 3 SIKM BOHU 3B'S-
3aHi, YTBOPIOKOTb FETEPOLIMKIIN, SIKUA HEOOOB'sI3KOBO
MIiCTUTb e OOWH retepoaTtoM, BUOMPaAHUA 3 KUCHIO,
asoty abo cipku, oe reTepoumknin HeoboB'A3KOBO Mae
AK 3aMiCHUK ankin abo okco;

abo rigpat, conbBat abo noro N-okcua, abo i
dapMaLeBTUYHO NPUIAHATHA Cinb.

IHWK1M acnekToM gaHoro BUHaxoay € capmales-
TUYHA KOMMO3MUid, WO BKMOYae apmMaueBTUYHO
edeKTMBHY KinbkicTb cnonyku cdopmynm (1), abo rig-
paty, conbBat abo oro N-okcua, abo ii papmaues-
TUYHO MPUWHATHY Cinb, B CyMili 3 hapmMaueBTU4HO
NPUAHATHUM HOCIEM.

LLle ogmH acnekT AaHoOro BUHaxXo4y HamnpaBreHui
Ha cnoci6 nikyBaHHA anepriyHux i/abo 3ananbHUX
po3nagiB, 30Kkpema Takux posnagis, sk anepriyHoro
PWHIT, acTma i/abo xpoHiyHe 06CTPYKTUBHE 3aXBOPIO-
BaHHs nereHb (XO3/1) y nauieHTa, wo notpebye Tako-
ro nikyBaHHs, 3a [JOMOMOrol BBEAEHHS MAUEHTY
crnonykn copmynu (I), abo rigpaty, conbBaty abo
noro N-okcupy, abo ii hapMaueBTUYHO NPUNHATHOI
coni.

BunsHaveHHs TepMiHiB

HacTtynHi TepMiHu, WO BUKOPUCTOBYIOTHCS BULLE |
y BCbOMY TEKCTi ONUCy BMHaxony, KO He BKa3aHo
iHaKLe, MalTb HACTYNHI MPUAHATI 3HAYEHHS:

«Aumny osHavae H-CO-abo (anidhatuuHuimi abo
uukniyHmn)-CO-. 1o KOHKpeTHUX npuknagis auunis
BiJHOCATBLCS HWXKYiI anKkaHOoINU, L0 MICTATb HWXYi an-
Kinn. MNpuknagamu auunis € opmin, auetun, npona-
HoiN, 2-meTunnponaHoin, byTaHoin, nanbMmiToin, ak-
punoin, NponiHoin i uMKnorekcunkapoboHin.

«AnKeHin» o03Hayae niHinHy abo posranyxeHy
anicatuyHy BYrneBOAHEBY rpyny 3 MOABIVHUM BYr-
neub-ByrneLeBMM 3B'si3KOM, WO Mae Big 2 Ao npub-
nnsHo 15 aTtomiB Byrreuto. Y KOHKpETHOMY MNpuvKnagi
arnkeHin Bkn4ae Big 2 o NpMbnusHo 12 atomis Byr-
neuto. Y Oinbll KOHKPETHOMY MNpPUWKNaZi ankeHin
BKItOYae Bia 2 Ao npubnusHo 4 atomis Byrneuto. "Po-
3ranyxeHun" o3Havae, Lo A0 NiHIMHOro ankeHinbLHOro
naHulora npvegHaHa ogHa abo aekinbka HUXYMX an-
KiNbHUX rpyn, TakMx SK meTun, etun abo nponin.
«Hwxunii ankeHin» o3Havae Big npubnusHo 2 go 4
aTOMIB BYIMEL B NMaHUIOMy, SKUA Moxe OyTu niHin-
HUM abo posranyxeHum. Npuknagamu ankeHinis €
€TeHin, NponeHin, H-6yTeHin, i306yTeHin, 3-meTUnobyT-
2-eHin, H-MEHTEeHIiN, renTeHin, OKTEeHIN, LUKNorekcun-
OyTeHin i peuedin.

"Ankokcn" o3Havae ankin-O-. MNMpuknagamu anko-
KCU € METOKCU, €TOKCU, H-MPOMOKCK, i30MPOMNOKCH, H-
OyTOKCU i renToKCu.

"Ankokcukap6oHin" osHavae ankin-O-CO-. Mpuk-
nagamm ankokCcMKapOOHiny € MeToKCMKapOOHin, eTok-
cukapboHin i TpeT-6yTunokcmkapboHin.

«AnKin» o3Hayae niHiiHy abo posranyxeHy ani-
aTU4Hy BYrneBoAHEBY rpyny, Wo mae Big 1 Ao npu-

93213 16

6nunsHo 20 aTomiB Byrnewuto. Y KOHKpETHOMY Npuknagi
ankin skntoyae Big 1 4o npubnusHo 12 atomis Byrne-
uo. Y 6inblu KOHKPETHOMY MpUKNagi ankin € HUWK4nUm
ankinom. "PosranyxeHuin" o3Hayae, Wo 0 MiHINHOro
ankineHoOro nadutora npveaHaHa opgHa abo gekinbka
HWXKYMX ankinbHWX rpyn, Takux K meTtun, etun abo
nponin. «Hwxk4yuin ankin» osHavae Big 1 o NpMGnMs-
HO 4 aToMmiB Byrneuto B NiHIMHOMY ankinbHOMYy naH-
Liory, sSkun Mmoxxe 6yt npsMmm abo posranyxeHuM.

"AnkinamiHo" o3Havae ankin-NH-. B KoHkpeTHOMY
npuknaai ankinamiHo € (C1-Ce)-ankinamiHo. MNpukna-
JaMu ankinamiHo € MeTunamiHo i eTunamiHo.

«AnkineH» osHaydae NiHiMHUIM abo po3ranyxeHum
OiBaneHTHWI BYrnNeBOAEHD, WO Mae Big 1 Ao npmbnu-
3Ho 15 atomiB Byrneu. Y KOHKpPEeTHOMY npuknagi
arnkineHoMm € HWKYUIA ankineH 3 KinbkicTio aTomiB Byr-
neuto Big 1 oo npmbnuaHo 6. MNMpuknagammn ankineHis
€ MEeTWUNeH, eTunex, nponineH i bytunexn.

"AnkincynbdoHin" o3Hayae ankin-SOz-. B KOHk-
peTHoMy npuknagi ankincynsgoHinom e (C1-Cg)-
ankincynedoHin. [Npuvknagamu ankincynbdoHiny €
CH3-SO5-i CH3CH,-SO2-.

"AnKinTio" osHadae ankin-S-. MNpuknagom ankin-
Tio € CH3-S-.

«AnKiHIN» o3Hayae NiHinHWIN abo posranyXeHui
anicatuyHMn BYrnNeBoAeHb 3 MOTPIiHUM  BYyrneLb-
BYrfneLeBuM 3B'A3KOM, WO Mae Big 2 0o npubnusHo
15 aTomiB Byrneut. Y KOHKpPETHOMY NpUKNagi ankiHin
BKMOYae Big 2 0o npubnmsHo 12 atomis Byrneut. Y
Oinbll KOHKPETHOMY NpUKIaAi ankiHin BkMo4vae Big 2
[o npubnm3Ho 6 aTomiB Byrneuto. PosranyxeHui
O3Hayae, WO A0 NiHIMHOro ankiHinbHOro nadutora
npuegHaHa opHa abo Oekinbka HUXKYMX ankinbHUX
rpyn, Takmx Sk meTun, etun abo nponin. «Hwk4yuin
ankiHin» o3Hadvae Big 2 Ao nNpubnusHo 4 atomiB BYr-
neuto B NMPAMOMY ankiHiNbHOMY NaHLory, KU Moxe
OyTu niHinHMM abo posranyxeHum. MNpuknagamu an-
KiHINiB € eTuHin, nponiHin, H-6yTuHIN, 2-6yTuHin, 3-
MEeTUNOYTWHIN, H-NMEHTWHIMN, renTUHIN, OKTWHIN i geun-
Hin.

"Apoin" o3Havae apun-CO-. lNpuknagamu apoiny
€ BeHsoin i 1-i 2-HadToin.

«Apun» o3Havae apoMaTnyHy MOHOLMKMiIYHY abo
NONiUUKNIYHY KinbLeBy cUCTEMy, WO Mae Big 6 00
npnbnunsHo 14 atomiB Byrnewo. Y KOHKPETHOMY Npu-
knagi apun mae Big npubnusHo 6 go npubnusHo 10
aTomis Byrneuto. MNMpuknagamu apunis € deHin i Hag-
TIn.

"Apunankokcn" o3Havae apunankin-O-. MNpukna-
Aamu apwnankokeum € 6eHsunoken i 1-abo  2-
HapTUNEHMETOKCH.

"ApvnankokcukapboHin" osHavae apwunarnkin-O-
CO-. lMNpuknagamn apunankokcukapOoHiny € eHok-
cnkapboHin i HadTokcKKapOOoHin.

"Apunankin" osHavae apun-ankin-. B KOHKpeTHo-
My npuknagi apunankin mictute (Ci-Ce)-ankineHy
rpyny. [puknagamu apunankiny € 06eHsun, 2-
deHeTun i HaTUNEHMETH.

"ApunankincyneoHin" o3Hayae apun-ankin-SO,-
. B KoHKpeTHOMY mpuknagi apunankincynbgoHin mic-
T1Tb (C1-Ce)-ankinbHy rpyny. MNpuknagom apwnankin-
CcynbgOHiNy € 6eH3nNCynbQOoHiIn.

«ApUNUMKNOAnKeHin» 03Ha4Yae KOHAEHCOBaHi
apun i umMknoankeHin. Y KOHKpeTHOMY npuknagi apu-
NUMKINOAnKeHInom € Takui, B SKOMYy apunom € deHin,
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a LMKnoasnkeHinbHe kKinbue mae Big npubnusHo 5 no
nNpubnusHo 7 aTomiB. ApUNUMKINOANKeHIn 3B'A3aHun
yepe3 OyAb-AKy 3 aTOMIB LIMKIOAnNKEHINbLHOI rpynu,
IO Jomnyckae Takuh 3B'A30K. [puknagamu apunumk-
noarnkeHinis € 1,2-aurigpoHadTUNEH i iHAEH.

«Apunuumkrnoarnkiny o3Havyae KOHOAEHCOBaHi apwn i
LMKnoankin. ¥ KoHKpeTHOMY Mpuknagi apunumknoan-
KifloM € Takuii, B sIKOMY apurnom € deHin, a uuknoan-
KifbHe KinbLe Mae Big npnbnusHo 5 4o npubnusHo 6
aTomiB. Apunuuknoankin 3s'asaHuni vyepes byab-aKun
3 aTOMIB LMKMNOAnKinbHOI rpynu, Lo AOMNyCKae Takvn
3B'a3ok. [Mpuknagom apunuuknoankinis € 1,2,3,4-
TeTparigpoHaTUnEH.

«ApVnreTepoLmKIeHiny 03Hayae KOHAEHCOBaHi
apun i retepouukneHin. Y KOHKpeTHOMYy npuknagi
apunreTepPoLMKIIEHINIOM € TaKWi, B SIKOMY apurioMm e
deHin, a reTepouUMKNeHinbHe Kinbue Mmae Big Nnpubnu-
3HO 5 A0 NpubnusHo 6 aToMiB. ApunreTepoLnKeHin
3B'A3aHU Yepe3 Oyab-sIKUiA 3 aTOMIB reTEpPOLUKIEHi-
NBHOI rpynu, WO AOMNycKae Takui 3B'a3ok. [o3HayeH-
HSl «a3a», «okca» abo «Tio» Ak npedikc B Ha3Bi reTe-
POLUMKIIEHIMIBHOT  YaCcTMHM  apunreTepoLMKieHiny
03Ha4alThb, WO WOHANMEHLLE AK OOMH 3 aTOMIB Kilb-
LAl MPUCYTHIA aTOM a30Ty, KncHio abo cipku, Bianosia-
HO. ATOM asoTy apunreTepoLuKeHiny moxe 6yTn
OCHOBHVMM aTtomoM asoTy. AToM as3oTy abo cipku re-
TEPOLMKMEHINbHOT  YacTVHU  apunreTepoumKieHiny
TakoX Moxe OyTu okucnenwi [o BignosigHoro N-
okeuay, S-okcugy abo S, S-giokcupgy. Mpuknagamu
apunretepouumkneHinis €  3H-iHgoniHin, 1H-2-
OKcoxiHonin, 2H-1-okcoisoxiHonin, 1,2-
OUrigpOXiHOMiHIN, 3,4-QurigpoxiHoniHin, 1,2-
OUrigpoi3oxiHOMIHIN i 3,4-Anrigpoi3oxiHONIHIN.

«ApunreTepoumkniny  03Ha4ae  KOHAEHCOBaHi
apwvn i retepouuknin. Y KOHKPETHOMY npuknagi apun-
reTepoumKninoM € TakMi, B AKOMY apurioM € (eHin, a
reTepouuKmivyHe Kinbue Mae Big npubnmsHo 5 go npu-
6nmM3HO 6 atomiB. ApuUnreTepouuknin 3B'A3aHUN de-
pe3 Gyab-sikMA 3 aTOMIB reTepoLuMKNiYHOI rpynu, LWo
Aonyckae Takui 3B'A30K. [1o3Ha4YeHHs «asay, «oKcay
abo «Tio» sk npedikc B Ha3Bi reTepoLMKiYHOT YacTu-
HW apunreTepoLmKIiny 03HavyarTb, WO LWOoHaMeHLLe
AK OOWH 3 aTOMIB KinbLs MNPUCYTHIN aTom asoTy, Kuc-
HIO abo cipku, BignNOBiOHO. ATOM a3oTy apunreTepo-
LUKIiny Moxe OyTV OCHOBHMM aToMOM asoTy. ATOM
asoTy abo cipku retepoumKnivyHOi YacTuHK apunreTe-
pOLMKMiNy Takox Moxe ByTu okucneHui Ao BianoBia-
Horo N-okcuay, S-okcuay abo S, S-giokeway. Mpuk-
nagamun apunreTepounkninis € iHgoninin, 1,2,3,4-
TeTparigpoizoxiHoniH, 1,2,3,4-teTparigpoxiHoniH, 1H-
2,3-gurigpoisoiHgon-2-in, 2,3-gurigpobens|flizoingon-
2-ini1,2,3,4-teTparinpobeH3[g]-i3oxiHoniH-2-in.

"Apunokcn" o3Havae apun-O-. MNMpuknagamu apum-
JIOKCU € (heHOKCU | HadhTOKCH.

"ApunokcukapboHin" osHavae apun-O-CO-. MNpu-
Knagamu apunokcukapOoHiny € ¢eHoKCMKapboHin i
HadToKCKapOOoHin.

«Cnonykn, siki cknagalTb NpeaMeT OaHOro Bu-
HaxoAy» i aHanorivyHi BMpasn NOKIMUKaHi OXONUTK onu-
CaHi paHiwe B gaHomy onuci cnonyku cdopmynm (1), ix
rigpaTtu, conbBaTth i N-okcuam, a Takox ix dapmaues-
TUYHO MPUAHATHI Coni, Ae Le OOMNYyCKaeTbCA KOHTEKC-
TOM. AHanoOryHMM YMHOM MOCUNAHHA Ha MNPOMIXKHI
CMONyKMN, He3anexHo Bif TOro, Yu BKITKOYEHi BOHW caMi
B hopmyny BMHaxony, NOKMMKaHe OXonuTu ix coni, N-
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oKcuau i conbBaTU y BUNagkax, Ae ue OonycKaeTbcs
KOHTEKCTOM.

«UnknoankeHin» o3Havyae HeapoOMaTU4YHY MOHO-
abo noniuukniyHy KinbueBy cUCTEMY, WO Mae Bif
npnbnmsHo 3 o npmbnmaHo 10 aTomiB BYrneLto, 30k-
pema, Big npubnusHo 5 ao npnbnmsHo 10 atomis Byr-
neuto, B AKin € xoda 6 oaMH MNoAaBiHWMIA Byrneub-
BYrfneLeBnin 3B'A30K. Y KOHKpETHOMY Npuknagi Kinbus
KinbLLeBUX CUCTEM MICTATb Big npnbnusHo 5 oo npumb-
nnu3HO 6 aToMiB B KiNnbLii; Taki okpeMi npuknagn pos-
Mipy KiMbUsi TakoX Ha3uBalTb «Hwk4nmwu». MNpukna-
aamn MOHOLMKIIYHMX LMKITOankKeHinie €
LIMKITONEHTEHIN, LMKMNOrekceHin i ymknorenteHin. MNpu-
KNagom MnomniuMkniYHOro UMKoankeHiny € HopGopHi-
neHin.

«UuknoankeHinapmun» o03Hayae KOHOEHCOBaHi
apvn i uuknoankeHin. Y KOHKpeTHOMY npuknagi LmK-
rnioankeHinapunom € Takuin, B AKOMYy apuriom € deHin,
a UMKIoankeHin cknagaeTtbcs 3 Big npubnusHo 5 oo
npnbnusHo 6 atomis. LinknoankeHinapwn 3B'a3aHui
yepes Oyab-KMIA 3 aTOMIB apuUnbHOI rpynu, LWo Aony-
CKae Takuh 3B'a30K. lMpuknagamu uuknoankeHinapu-
nis € 1,2-gurigpoHadTuneH i iHOeH.

«UwnknoankeHinretepoapun» o3Havyae KOHOEHCO-
BaHi retepoapun i umknoankeHin. Y KOHKPETHOMY
NpUKNaai UMKNoankeHinreTepoapunom € Takui, B
AKOMY reTepoapurbHe Kinbue mae Big npubnusHo 5
00 nNpubnunsHo 6 aToMiB, a UMKIOarnkeHinbHe KinbLue
Mae Big npnbnunsHo 5 go npubnuaHo 6 atomis. Limk-
rnoankeHinreTepoapwn 3B'a3aHuii Yepe3 byab-skui 3
aToMmiB retepoapuny, WO AONycKae Takun 3B'A30K.
MosHauyeHHs «as3ay, «okca» abo «Tio» sk npedikc B
Ha3Bi reTepoapusbHOI YaCTUHWU LUKNOoanKeHinretepo-
apuny 03HayaloTb, WO LOHAVMeEHLLE sIK OOUH 3 aTo-
MIB KinbLs NPUCYTHIN aTOM aso0Ty, KUCHIO abo Cipku,
BiAMOBIAHO. ATOM a3oTy UuKNoankeHinretepoapuny
MOXe OyTM OCHOBHMM aTOMOM a3oTy. ATOM asoTy
reTepoapurbHOI YacTWHU LUMKIoankeHinretepoapuny
TakoxX Moxe OyTu okucreHun o BignosigHoro N-
okengy. [Mpuknagamu uuMknoankeHinreTepoapunis €
5,6-gurigpoxiHonin, 5,6-gurigpoisoxiHonin, 5,6-
aurigpoxiHokcaniHin,  5,6-gurigpoxiHasonidin,  4,5-
avrigpo-1H OeHsimigasonin i 4,5-
aurigpobeH3okcasornin.

«Uwnknoankin» o3Hayae HeapomMaTuiHy MOHO-abo
NoniUUKNIYHY HacuyeHy KinbLEeBY CUCTEMY, WO Mae
Bia nNpubnusHo 3 go npubnusHo 10 atomiB Byrnewto,
30KkpeMa Big npubnusHo 5 go npubnusHo 10 aTomie
BYrneut. Y KOHKpeTHOMY npukragi Kinbusa KinbueBux
cucTem MicTATb Big npubnuaHo 5 oo npubnusHo 7
aTOMIB B KiMbLii; Taki OKpeMi npuknaam pos3mipy Kinbus
TaKOX HasuBaloTb «HWKYUMW». lNpuknagamm MOHO-
LUMKNIYHUX LUUKITOAnkiniB € UMKMONeHTMN, LMKIOrekcun
i umknorenTun. MNMpuknagamu NONILMKIIYHOIO LUKNoa-
nkiny € 1-aekaniH, HopbopHin i agamaHT-(1-abo 2-)in.

«Uwnknoankinapun» o3Havae KOHAEHCOBaHi apwn
i LuMKnoankin. ¥ KOHKpeTHOMy nmpuknagi uuknoankina-
pUNoOM € Takui, B SKOMY apurnom € ceHin, a umkroan-
KinbHe Kinbue mae Big npubnusHo 5 no 6 atomis. Liun-
Knoankinapun 3e'd3aHuin Yepes3 Oyab-akMn 3 aToMmiB
LMKINOAankinbHOI rpynu, WO [OMNycKae Takui 3B'A30K.
Mpuknagom LuMKroankinapuny € 1,2,3,4-
TeTparigpoHadTUEH.

«UunknoankineH» osHavyae 6GiBaneHTHy uumknoarn-
KinbHy rpyny, Wwo mae Big npubnusHo 4 oo npubnmsHo
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8 aTtomiB Byrneuo. Y KOHKpeTHOMY Npuknagi Luumknoa-
NKineH MicTUTb Big nNpubnusaHo 5 go npubnusHo 7
aToMiB B KinbLi; TakKi Kinbus MepeBaxHOro po3mipy
TaKoX Ha3MBaKTb KHKYMMU». XapakTep CKPinneHHs
LIMKIoarnkineHoBoi rpynu nepenbavae yTBoOpeHHs 1,1-
, 1,2-, 1,3- abo 1,4-cTpyKTyp, Nnpuv4omMy, Konu ue 3a-
CTOCOBHe, CTepeoxiMiyHa KOHJirypauis TOYOK YTBO-
peHHs1 3B'A3KiB MOXe OyTu umc abo TpaHc. MNpukna-
AaMn MOHOLUMKNIYHMX LmknoankineHis € (1,1-, 1,2-abo
1,3-)umknorekcuneH i (1,1- abo 1,2-)UMKNONEHTUNEH.
«Uwnknoankinretepoapun» o3Hayae KOHOEHCOBa-
Hi reTepoapwI i LMKnoarnkin. ¥ KOHKpeTHOMyY nNpuknagi
LMKIToankinreTepoapunom € Takuii, B SKOMy retepoa-
punbHe Kinbue mMae Big npubnuaHo 5 Ao npubnusHo 6
aToMmiB, a UMKroankinbHe Kinbue Mae Big npubnnsHo
5 po npubnusHo 6 artomiB. Lluknoankinretepoapwun
3B'A3aHUA Yepes3 Byab-AKkun 3 aToMmiB retepoapuny,
Lo JonycKae TakMl 3B'A30K. [o3HayYeHHsa «a3a», «OkK-
ca» abo «Tio» Ak npedikCc B HasBi retrepoapunbHoOi
YacTMHM KOHAEHCOBAHOMO LMKMoankinrerepoapuny
03HayalThb, WO LWOHANMEHLLE AK OOMH 3 aTOMIB Kilb-
LA MPUCYTHI aToM a30Ty, KncHio abo cipku, Bianosia-
HO. ATOM a30Ty uuMKnoarnkinretepoapuny moxe 6ytn
OCHOBHVMM aTOMOM a30Ty. ATOM a30Ty retepoapwunb-
HOI YaCTMHM LMKMoankinretepoapuny TakoX MOXe
O6yTn okmucneHun go signosigHoro N-okcuay. lMNMpukna-

aamn uuKnoarnkinretrepoapunis € 5,6,7,8-
TeTparigpoxiHOmiHin, 5,6,7,8-TeTparigpoizoxiHonin,
5,6,7,8-TeTparigpoxiHoKkcaniHin, 5,6,7,8-

TeTparigpoxiHasonin, 4,5,6,7-TeTparigpo-1H-
OeHsimigasonin i 4,5,6,7-TeTpariopobeH3okcasonin.

"Llnknin" o3Ha4ae umMKnoankin, uuknoankeHin, re-
Tepouuknin abo reTepouuKieHin.

«[iankinamiHo» o3Havae (ankin)z-N-. B koHkpeT-
HOMY npuknagi giankinamiHorpynoto € (Ci-Ceankin),-
N-. MNpuknagamu giankinamiHorpyn € AMMeTunamiHo-,
AieTnnamido-i MmetTuneTunamiHorpynu.

«lanoreH» o3Havae gTOp, Xnop, 6pom abo noa.
Y KOHKpeTHOMy npuknagi ranoreHamu € crtop abo
Xxrop.

«lFanoreHankokcuy» o3Hayvae ankoKCUIbHY rpyny,
O Ma€ Big OOHIEl OO0 TpbOX ranoreHoBux rpyn siK
3aMiCHUKK. [lepeBaXHUMN € HUXYi anKOKCUIbHI rpy-
nu, WO MalTb Big OQHOrO A0 TPbOX rarioreHiB sk 3a-
MiCHUKM. Hanbinbll NepeBaXHNUMU € HVXYi ankokcu-
NbHi rpynu, 3amileHi ogHUM ranoreHoMm.

«lanoreHankin» 03Ha4ae ankineHy rpyny, Lo
Mae Bif OAHI€i 4O TPbOX ranoreHoBuUx rpyn sk 3amic-
HUKKW. MepeBaXHUMU € HWXYI ankinbHi rpynu, Wo ma-
I0Tb BiJ OOHOrO A0 TPbOX ranoreHiB K 3aMiCHUKW.
Hanbinbll nepeBaXHMU € HWXYi ankinbHi rpynum,
3aMilleHi 0gHMM rarioreHoMm.

"leTepoapoin" o3Hayae retepoapun-CO-. Mpuk-
nagamm retepoapoiny € TiOeHOIN, HIKOTUHOIN, ni-
pon-2-inkapGoHin i nipuanHoin.

«leTepoapun» 03Ha4yae apoMaTU4Hy MOHOLMKIi-
YHy abo MoniyuKniYHy KinbUEBY CUCTEMY, LLO MaE Bif
npubnusHo 5 pgo npubnusHo 14 atomis Byrneuto, B
AKin oguMH abo gekinbka aTOMIB BYrnewuto KinbLeBoi
cucTeMun € retepoaTomamu, BigMiHHUMU Bif, Byrneuo,
Hanpuknag asoToM, KMCHeM abo cipkot. lMepeBaxHi
apoMaTWyHi KinbLEBi CUCTEMW MatoTb Big NpubAM3HO
5 po npnbnmaHo 10 aTomiB Byrneuto i Big 1 oo 3 re-
TepoaToMmiB. Haibinblw nepeBaxHi KinbLeBi cuctemu
po3mipom Big npubnunsHo 5 go 6 atomis. MNo3HaveHHs
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«asay, «okca» abo «Tio» sk npedikc B Ha3Bi retepo-
apuny 03HavarTb, WO LOHAWMEHLUE siK OAMH 3 aTo-
MIB KinbLs NPUCYTHIN atoM as3oTy, KMCHI0 abo Cipku,
BigNoBiAHO. ATOM as3oTy reTepoapwuny Moxe OyTu
OCHOBHVMM aTOMOM as30Ty, a TakoX Moxe OyTu okuc-
nexHum go signosigHoro N-okcuay. AKWo retepoapun
3aMilLeHN FigPOKCUIBbHOK FPYMnoto, BiH TAKOX BKIHO-
Yae BignosigHun Taytomep. MNpuknagamu retepoapu-
ny € nipaswuHin, TieHin, i3oTiasonin, okcasonin, nipa-
3onin, dypaHin, niponin, 1,2,4-Tiapiasonin,
nipuaasvHin, XxiHokcaniuin, dgpranasviin, imigaso[1,2-
alnipuaguH, imigaso[2,1-bJtiasonin, 6eH3odypaHin,
asaiHgonin, GeHsimigasonin, GeH30TieHIN, TieHonipu-
aun, TieHonipumigun, nipononipuaun, imigasonipu-
aunn, 6eHsoasaiHgonin, 1,2,4-TpuasuHin, GeH3oTiaso-
nin, imigasonin, iHgonin, iHAORNI3MHIN, i30Kcasonin,
ioxiHomiHin, i3oTia3onin, okcagiasonin, nipasvHin,
nipyaasuHin, nipasonin, nipuaun, NipuMiguHIn, nipo-
nin, xiHasoniHin, xiHonixin, 1,3,4-Tiagiasonin, Tiaso-
nin, TieHin i Tpuasonin.

«[eTepoapunankin" osHavae retepoapuvn-ankin-.
B Oinblw KOHKpPETHOMY BUMagKy reTepoapunankin
Mictutb (C1-Cyq)-ankinbHy rpyny. lNpuknag retepoa-
pvnarnkiny Bkrnoyae Tetpason-5-inmetun.

«leTepoapunumknoankeHin» o3Ha4yae KOHOEHCO-
BaHi retepoapun i uUMKnoankeHin. Y KOHKpeTHOMY
NpuKNaai reTepoapunuUMKNoankeHinom € Takui, B
AKOMY reTepoapurbHe Kinbue mae Big npubnusHo 5
00 6 aToMmiB, a LMKINOankeHinbHe Kinbue Mae Big npu-
6nm3Ho 5 po 6 atomiB. [eTepoapunuuknoankeHin
3B'A3aHU Yepes Oyab-AKMI 3 aTOMIB LMKIOAnKeHiNb-
HOI rpynu, WO AOMyCKae Takun 3B'A30K. [Mo3HaYeHHsi
«as3a», «okca» abo «Tio» sk npedikc B Ha3Bi retepo-
apunbHOI YaCTUHW reTepoapunuUMKNoankeHiny osHa-
YyaloTb, WO LOHAMMEHLUe K OAWH 3 aToOMIB Kinbus
NPUCYTHI aTOM a30Ty, KUCHIO abo Cipku, BiAMoBigHO.
ATOM a30Ty reTepoapuriLMKIoankeHiny moxe OyTu
OCHOBHVMM aTOMOM a30Ty. ATOM a30Ty retepoapwb-
HOI YaCTMHW reTepoapUNUMKIIOAanKeHiny TakoX MoXxe
Oyt okucnenuit oo BignosigHoro N-okcuay. Mpukna-

gamm reTepoapunuuKknoankeHinis € 5,6-
aurigpoxiHonin, 5,6-avrigpoiszoxiHonin, 5,6-
aurigpoxiHokcaniHin,  5,6-gurigpoxiHasonidin,  4,5-
avrigpo-1H-6eHsimigasonin i 4.5-

aurigpobeH3okcasornin.

«leTepoapunuuknoankiny o3Hayae KOHAEeHCOBa-
Hi reTepoapwun i uuknoarkin. ¥ KOHKpeTHOMY npuknagi
retTepoapunumKIioankinnom € Takui, B IKOMy retepoa-
punbHe Kinbue mae Big npubnusHo 5 Ao npubnusHo 6
aToMiB, a LuKoarnkinbHe Kinbue Mae Big npubnusHo
5 po npubnmaHo 6 aTomiB. ["eTepoapunuuknoarnkin
3B'A3aHU Yepe3 Oyab-AKMN 3 aTOMIB LIMKITOANKINbHOI
rpynu, WO [AOnyckae Takui 3B'A30K. [lo3HaveHHs
«as3a», «okca» abo «Tio» sk npedikc B Ha3Bi retepo-
apunbHOI YaCcTMHU HaCUMYEHOro reTepoapunuuknioan-
Kifly 03HayatoTb, WO LOHaNMeHLUEe SIK OAMH 3 aToMiB
KinbLsS NpUCYTHIA aToM a3oTy, K1CHIO abo cipku, Bia-
noBiaHO. ATOM a30Ty reTepoapunumKnoankiny Moxe
OyTM OCHOBHUM aTOMOM a30Ty. ATOM a30Ty retepoa-
PUMNbHOI  YacTUHW reTepoapuUNUMKNOAankiny Takox
MoXxe OyTu okucreHun go BignosigHoro N-okcuay.
Mpuknagamu retepoapunuuknoankinis € 5,6,7,8-
TeTparigpoxiHoniHin, 5,6,7,8-TeTparigpoisoxiHonin,
5,6,7,8-TeTparigpoxiHOKCHAiHIn, 5,6,7,8-
TeTparigpoxiHasonin, 4,5,6,7-TeTparigpo-1H-
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6eHsimigasonin i 4,5,6,7-teTparigpobeH3okcasonin.
«leTepoapunreTepoUmKIeHin» 03Ha4Yae KOHOEH-
COBaHi reTepoapui i reTepounkneHin. Y KOHKpeTHOMY
npuKnaai retepoapunreTepounKneHinoM € Takui, B
AKOMY reTepoapurbHe Kinble mae Big npubnusHo 5
0o 6 aToMmiB, a reTepouMKIieHinbHe Kinbue mae Bif,
npnbnusHo 5 go 6 atomie. eTepoapunreTepoumke-
Hin 3B'A3aHU Yepe3 Byab-sKMIA 3 aTOMIB reTepoLmK-
NEHINbLHOI rpynu, WO AoNycKae TakMin 3B'a3ok. MosHa-
YeHHs1 «a3a», «okca» abo «Tio» Ak npedikc B Ha3Bi
retepoapunbHoOi abo reTepouUKIEHINbHOI YacTUHU
reTepoapunreTepoLMKIIEHINy O3HavalTb, WO LWo-
HanMeHLle SIK OOWH 3 aTOMIB KifbLUsS NPUCYTHIN aToM
asoTy, KucH abo cipku, BignosigHo. AToOM a3oTy re-
TepoapwunasareTepoumkniny Moxe 6yTM OCHOBHMM
aToMoM a3oTy. ATom a3oTy abo Cipku retepoapwnb-
HOi abo reTepouMKNEHINbLHOI YacTUHN reTepoapunre-
TEPOUMKNEHINY TakoxX Moxe ByTn okucrneHun ao Bia-
nosigHoro  N-okcugy. ATomM asoty abo  Cipku
retepoapunbHOi YacTMHU abo reTepoumKnivYHOT Yac-
TUHW reTepoapunreTepoumkniny moxe 6yTn okucre-
HWA po BignosigHoro N-okcuay, S-okcuay abo S, S-
aiokenay. MNMpuknagamy reTepoapunreTepounKeHinis
€ 7,8-gurigpo[1,7]HacbTupuguHin,: 1,2-gurigpo[2,7]-
HadbTUPUONHIN, 6,7-gurigpo-3H-imigaso [4,5-
clnipmuaun, 1,2-gurigpo-1,5-HacbTupmnanHin, 1,2-
aurigpo-1,6-HacbTupmnanHin, 1,2-gurigpo-1,7-
HadTMpuanHin, 1,2-gurigpo-1,8-HacdbtvpnguHin i 1,2-
Aurigpo-2,6-HadpTMpranHin.
«leTepoapunreTepouukniny o3Ha4yae KOHAEHCO-
BaHi retepoapun i retepounknin. Y KoHKpeTHOMY npu-
Knagi retepoapunreTepoUmrKninoM € Takui, B SIKOMY
retepoapusibHe KinbLe Mae Big npubnusHo 5 oo 6
aToMiB, a reTepoumknivyHe Kinbue Mae Big npubnusHo
5 po 6 atomiB. eTepoapunreTepoUMKnin 3B'A3aHUN
yepes OyAb-AKUiA 3 aTOMIB reTEPOLMKIIYHOI rpynu, Lo
JOonycKae Takuh 3B'A30K. [1o3HaYeHHa «asay», «okcay
abo «Tio» sik npedpikc B Ha3Bi reTepoapunbHoi abo
reTepouUMKIiYHOI YaCTMHU KOHAEHCOBAHOro reTepoa-
punreTepoLmMKniny o3HavalTb, L0 LOHAWNMEHLLE SK
OAMH 3 aTOMIB KiNnbLs MPUCYTHIN aTOM a30TYy, KUCHIO
abo cipku, BignoBigHO. ATOM a30Ty KOHAEHCOBAHOro
retepoapunreTepounkniny mMoxe 6yt OCHOBHMM
aTtomMom as3oTy. AToM as30Ty abo cipku retepoapuinb-
HOi rpynu reTepoapunreTepoLMKITiny MOXe TaKoX
OyTM HeoOOB'A3KOBO OKWMCMEHW BignoBigHUM  N-
okcugom. ATom asoTy abo Cipku reTepoapunbHoi abo
reTepoumKnivYHOI YacTUHU reTepoapunreTepoLmKkniny
TakoX Moxe OyTu okucrneHun o BignosigHoro N-
okeuay, S-okcugy abo S, S-giokcupay. lMpuknagamwu
retepoapunreTepoumkninis € 2,3-purigpo-1H-

nipon[3,4-b]xiHoniH-2-in, 1,2,3,4-
TeTparigpobeHs[b1,7]HadTMpnanH-2-in, 1,2,3,4-
TeTparigpobeHs[b1,6]HacdTpnanH-2-in, 1,2,3,4-
TeTparigpo-9H-nipnao[3,4-blingon-2-in, 1,2,3,4-

TeTparigpo-9H-nipnao[4,3-blingon-2-in,  2,3-gurigpo-

1H-nipono[3,4-blingon-2-in, 1H-2,3,4,5-
TeTparigpoaseniHo[3,4-bliHaon-2-in, 1H-2,3,4,5-
TeTparigpoaseniHo[4,3-blinaon-3-in, 1H-2,3,4,5-
TeTparigpoaseniHo[4,5-blinaon-2-in, 5,6,7,8-
TeTparigpo[1,7]HacdTnpnann, 1,2,3,4-
TeTparigpo[2,7]HacdTnpnamn, 2,3-
ourigpo[1,4]aiokcuHo[2,3-b]nipuann, 2,3-

ourigpo[1,4]aiokcuHo[2,3-blnipuavn, 3,4-gurigpo-2H-
1-okca[4,6]niasaHadTaninin, 4,5,6,7-tetparigpo-3H-
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imigaso[4,5-c]nipuaun, 6,7-
avrigpo[5,8]aiasaHadTaniHin, 1,2,3,4-
TeTparigpo[1,5]HadTrpuanHin, 1,2,3,4-
TeTparigpo[1,6]HadTrpuanHin, 1,2,3,4-
TeTparigpo[1,7]HacdTMpuamnHin, 1,2,3,4-
TeTparigpo[1,8]HacdTMpmanHin i 1,2,3,4-

TeTparigpo[2,6]HacdTMpuamnHin.

"TeTepoapunokcn” o3Havae reTepoapun-O-.
Mpuknag reTepoapunokey BKNYae Nipuannokecu.

«leTepoumkneHin» o3Hayae HeapoMaTUYHY MO-
HOLMKNiYHY abo noniumknivyHy BYrneBOAHEBY KinbLie-
BY CMCTEMY, WO Mae Big npnbnmaHo 3 go npmbnusHo
10 aTomiB Byrnewyo, B sikii oamH abo aekinbka aTomis
BYrfneu KinbLeBol CMCTEMU € reTepoaTtomamu, Bif-
MiHHUMM Big BYrneu, Hanpuknag asoToM, KUCHEM
abo cipkoto, i sika MICTUTb LLOHAWMeHLle OAMH Mo-
AOBIVIHUI BYyrneub-Byrneuesmin 3B'930k abo noasinHUN
BYrneLb-a30THUIA 3B'A30K. [lepeBaxHi HeapoMaTWUyHi
KinbLieBi cuctemMmn MarTb Big nNpmbnm3Ho 5 go npub-
nmn3Ho 10 aTtomiB Byrneuto i Big 1 oo 3 retepoaTtomis.
HanbinbLl nepeBaxHi KinbLEBi CMCTEMU PO3MIPOM Bif,
npubnunsHo 5 o 6 aTomiB; NpUYOMY KinbLEBI CUCTEMMN
[AHOro KOHKPETHOro po3Mipy TakoX MO3HaYalThCs SK
«HWXYi». [o3HayeHHa «asa», «okca» abo «Tio» fAK
npedikc B Ha3Bi reTepouuKneHiny osHa4valTb, LWO
LLOHaMeHLWe SK OAWH 3 aTOMIB KifbUs NPUCYTHIN
aToMm asoTy, KUCHI0 abo cipku, BignoBigHo. AToOM a3o-
Ty reTepouukneHiny moxe 6yt OCHOBHMM aTOMOM
a3oTy. AToMm a30Ty abo CipkM reTepOoLMKITIEHINy TakoxX
MoXxe 6yTU HeobOB'A3KOBO OKUCIEHWIA A0 BiAMNOBIAHO-
ro N-okeuay, S-okcupgy abo S, S-okcuay. lMNMpuknaga-
MU MOHOLMKIIYHOrO asaretepouukneriny € 1,2,3,4-
TeTparigporigponipuavnn, 1,2-gurigponipngun, 1,4-
avrigponipugun, 1,2,3,6-tetparigponipungun, 1,4,5,6-
TeTparigponipumigunH,  2-niponiHin,  3-niponiHin, 2-
imigasoninin i 2-nipasoniHin. MNpuknagamu okcareTe-
pouukneHiny € 3,4-gurigpo-2H-nipaH, aurigppodypa-
Hin i dpropaurigpodypaHin. MNpuknagoM noniLmKniy-
HOro oKcareTepoumKneHiny € 7-
okcabiuunkno[2,2,1]renTeHin. Mpuknagamm MOHOLMK-
niYHOro TioreTepouukneHiny € gurigpoTtiodeHin i aun-
rigpoTionipaxin.

«leTepouukneHinapun» 03Ha4yae KOHAEHCOBaHI
apun i reTepoumkneHin. Y KOHKpeTHOMY Mpuknagi
reTepoUMKNEeHinapunom € Taknn, B SKOMy apun € ge-
HINIOM, a reTepoUUKIeHinbHe KinbLue Mae Big npubnu-
3H0 5 g0 6 atomiB. 'eTepoumkneHinapun 3B'a3aHun
Yyepes Oyab-skuiA 3 aTOMIB apuny, LLO JOMyCKae Takui
3B'A30K. [lo3HauyeHHa «asa», «okca» abo «Tio» £K
npedikc B Ha3Bi reTepoUMKNEHINbHOI YaCTUHU KOH-
OEHCOBAHOro reTepouuMKIeHinapuny o3Ha4varlTb, WO
LLIOHaNMeHLLe SK OAWH 3 aTOMIB KifbUS MPUCYTHIN
aToM as30Ty, KUCHIO abo Cipku, BignoBigHO. ATOM a3o-
Ty reTepouukneHinapuny moxe 6yTM OCHOBHUM aTo-
MOM a30Ty. ATOM a30Ty abo Cipku reTepoLMKNeHinb-
HOI YaCTVMHW reTepoLMKNeHinapuny Takox moxe 6ytn
okvcnenui go eignosigHoro N-okcuay, S-okcmay abo
S, S-piokeunay. Npuknagamu reTepoumkneHinapunise €
3H-ingoninin, 1H-2-okcoxiHonin, 2H-1-okcoi3oxiHonin,
1,2-gurigpoxiHoniHin, 3,4-gvrigpoxiHoniHin, 1,2-
OUrigpoi3oxiHOMIHIN i 3,4-Anrigpoi3oXiHONIHIN.

«leTepouukneHrinretepoapun» o3Hadae KOHAEH-
COBaHi retepoapwn i reTepouUnKIeHin. ¥ KOHKpeTHOMY
npuKNagi reTepoumMKneHinreTepoapunom € Takui, B
SIKOMY reTepoapunbHe Kinble Mmae Big nNpubnusHo 5
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00 6 aToMmiB, a reTepouuKneHinbHe Kinbue Mae Big
npubnusHo 5 go 6 atomie. 'eTepouunkneHinreTepoa-
pvn 3B'A3aHWI Yepes Oyab-SKuiA 3 aTOMIB retepoapu-
ny, WO Jonyckae Takui 3B's30K. [No3HayeHHs «asay,
«okca» abo «Tio» sk Npedikc B Ha3Bi reTepoapusbHOT
abo reTepouMKNEHINbHOT YacTUHW reTepOoLMKIEHINTe-
Tepoapwury O3HayarTb, WO LOHAWMEHLLE SK OOUH 3
aTOMIB KinbLsi MPUCYTHIA aTom a30Ty, KUCH0 abo cip-
Ku, BigNoBigHO. ATOM a30Ty asareTepoLuuKneHinreTe-
poapuny moxe 6yTM OCHOBHMM aTOMOM a3oTy. ATOM
a3oTy abo Cipku retepoapurnbHOi abo reTepouunKneHi-
NBHOI YaCTUMHU TeTepoUMKIEHINreTepoapuny TakoX
Moxe ByTu okucneHun oo signosigHoro N-okcuay, S-
okcuay abo S, S-piokcuay. MNpuknagamu reTepouyk-
neHinretepoapunis € 7,8-aurigpo[1,7]HadTmpmanHin,
1,2-gurigpo[2,7]HacTmpmanHin, 6,7-gurigpo-3H-
imigaso[4,5-c]nipnaun, 1,2-gurigpo-1,5-
HacbTupmnanHin, 1,2-gurigpo-1,6-HacdTupmnanHin, 1,2-
avrigpo-1,7-HacbTupmnanHin, 1,2-gurigpo-1,8-
HadTMPUAWHIN i 1,2-aurigpo-2,6-Hadb TMpUAKHIn.

«leTepouunkniny o3Hayae HeapomaTU4Hy Hacu-
YeHy MOHOUMKNIYHY abo nomiumknivHy KinbLeBy cuc-
Temy, Wo mae Big npubnusHo 3 oo npubnusHo 10
aToMiB Byrneut, B Skin ognH abo Oekinbka aTomiB
BYrfnewu KinbLeBol CMCTeMU € reTepoatomamu, Big-
MiHHMUK Bi BYrneul, Hanpuknag asoTOM, KUCHEM
abo cipkoto. [NepeBaxHi KinbLeBi cuctemn maloTb Bif
npnbnmsHo 5 go npubnusHo 10 aTomiB Byrnewuo i Big
1 po 3 retepoatomiB. KOHKpeTHi po3mipu kineup B
KinbLEBI cucTeMi BkNtoyaTb Big npubnmsHo 5 po 6
aToMiB, NPWYOMY KiNbLEBI CUCTEMW [AAHOTO KOHKpEeT-
HOro PO3MIpYy TaKOX MO3HAYaTbCS AK «HUXKYi». [Mo3-
Ha4yeHHs1 «a3ay», «okcay» abo «Tio» sk npedikc B Ha3Bi
reTepouuKminy 03HayarTb, WO WOHANMEHLLE sIK OaNH
3 aTOMIB KinbLs MPUCYTHIW aTtom asoTy, KUCHIO abo
Cipkn, BignoBigHO. ATOM a30Ty reTepouMKIliny Moxe
OyTn OCHOBHUM aToMOM a3oTy. ATOM a3oTy abo Cipku
reTepoLuKminy Takox Moxe OyTu okucneHum [o Bia-
nosigHoro N-okcuay, S-okcugy abo S, S-piokcuay.
Mpuknagamm MOHOLMKNIYHOIO reTepouunkniny € nine-
puavn, niponiguHin, ninepasuHin, mopdoniHin, Tio-
MopdponiHin, TiazoniguHin, 1,3-giokconaHin, 1,4-
JiokcaHin, TteTtparigpodypaHin, TeTparigpoTiodeHin i
TeTparigpoTionipaHin.

«leTepouukninapun» oO3Ha4ya€e KOHAEHCOBaHi
apun i retepouuknin. Y KoHKpeTHOMY Mpuknagi rete-
POUMKIINApUIOM € Takuil, B IKOMY apuroM € geHin,
a reTepouuknivyHe Kinbue mae Big npnbnusHo 5 oo 6
aTomiB. [eTepouukninapun 3B'A3aHuin 4Yepe3 Oyab-
AKMN 3 aTOMIB apurnbHOI rpynu, WO AOMNYCKae Takun
3B'A30K. [lo3Ha4yeHHs «asa», «okca» abo «Tio» §K
npedikc B Ha3Bi reTepoLUKITIYHOI YacTUHU reTepouun-
Kninapuny o3HayawTb, WO LWOHANMEHLIE SK OOUH 3
aTOMIB KinbLsi MPUCYTHIA aTom a3oTy, KUCH0 abo cip-
Ku, BignoBigHO. ATOM a3oTy reTepouuvkninapuny mo-
e OyTM OCHOBHMM aTtomoM a3oTy, ATom a3oTy abo
CipKM reTepouuKIliYHOI YacTUHW reTepouukninapuny
TakoX Moxe OyTu okucrneHun o BignosigHoro N-
okeuay, S-okcugy abo S, S-giokcupay. lMpuknagamwu
retepouukninapvnis € iHOOMiHIN, 1,2,3,4-
TeTparigpoi3oxiHoniH, 1,2,3,4-teTparigpoxiHoniH, 1H-
2,3-gurigpoisoingon-2-in, 2,3-gurigpobeHs|flizoingon-
2-ini1,2,3,4-TeTparinpobeH3[g]-izoxiHoniH-2-in.

«leTepouukninreTepoapun» o3Ha4yae KOHAEHCO-
BaHi retepoapun i retepouuknin. Y KOHKpeTHOMY npu-
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Knagi retepouukninreTepoapunoM € Takui, B SIKOMY
retepoapwrnbHe Kinbue Mae Big npubnusHo 5 go 6
aToMiB, a reTepouuknivyHe Kinbue Mae Big npubnmsHo
5 po 6 artowmiB. [eTepoumkninreTepoapun 3s'A3aHuN
yepes Oyab-SKUI 3 aTOMIB reTepoapurbHOi rpynu, LWo
AornycKae Takuii 3B'A30K. [1o3Ha4YeHHs «asa», «oKca»
abo «Tio» sik Npedpikc B Ha3Bi reTepoapunbHoi abo
reTepoumKnivyHOI YacTUHU reTepouuKninreTepoapuny
03Ha4alThb, WO WOoHaMeHLe SK OAWH 3 aTOMIB Kifb-
LA NPUCYTHIN aTOM a3oTy, K1CHI0 abo Cipku, BiAnNoBia-
HO. ATOM a30Ty reTepouuKninreTrepoapuiy Moxe
OyTn OCHOBHUM atoMOM a3oTy. ATOM a3oTy abo Cipku
reTepoapurbHOi 4acTWHU reTepouuKminreTepoapuny
TakoxX Moxe OyTu okucreHun o BignosigHoro N-
okcuay. ATom asoTy abo cipku retepoapunsHoi abo
reTepoumKnivyHOI YacTUHU reTepouuKninreTepoapuny
Moxe OyTn HeobOB'A3KOBO OKUCIEHWUI 0 BiAMNOBIAHO-
ro N-okcuay, S-okcuay abo S, S-giokcuay. MNpukna-
aamu retepouukninretepoapunis € 2,3-gurigpo-1H-
nipon[3,4-b]xiHoniH-2-in, 1,2,3,4-TeTparigpobeHs[b
1,7]HacbTMPUANH-2-in, 1,2,3,4-TeTparigpobeHs[b
1,6]HadbTUPUAMH-2-in, 1,2,3,4-TeTparigpo-9H-
nipmnao[3,4-blinaon-2-in, 1,2,3,4-TeTparigpo-9H-
nipugo[4,3-blingon-2-in, 2,3-gurigpo-1H-nipono[3,4-

bliHaon-2-in, 1H-2,3,4,5-TeTparigpoaseniHo[3,4-
blingon-2-in, 1H-2,3,4,5-TeTpa-rigpoaseniHo[4,3-
blingon-3-in, 1H-2,3,4,5-TeTparigpoaseniHo[4,5-
blinaon-2-in, 5,6,7,8-Tetparigpo[1,7]HadTupmaunn,
1,2,3,4-teTparigpo[2,7HadTnpnamn, 2,3-
aurigpo[1,4]aiokcnHo[2,3-b]nipuann, 2,3-

aurigpo[1,4]aiokcuHo[2,3-blnipuavn, 3,4-gurigpo-2H-
1-okca[4,6]piasanadptaninin, 4,5,6,7-tetparigpo-3H-
imigaso[4,5-c]nipngumn, 6,7-

avrigpo[5,8]apiazaHadTaninin, 1,2,3,4-
TeTparigpo[1,5]HadTrpuanHin, 1,2,3,4-
TeTparigpo[1,6]HadTrpuanHin, 1,2,3,4-
TeTparigpo[1,7]HadTrpuanHin, 1,2,3,4-
TeTparigpo[1,8]HacdTMpmanHin i 1,2,3,4-

TeTparigpo[2,6]HacdTMpuamnHin.

«MoniumkniyHn ankapun» o3Havae NoniUMKNiYHYy
KinbLeBy CUCTEMY, LLIO Mae LOHaWMeHLe odHe apo-
MaTu4He Kinblue, KOHOEHCOBaHe 3 LOoHanMeHLwe ofa-
HUM HeapoMaTUYHUM KinbLeM, ske moxe ByTn Hacu-
YeHUM abo HeHacUMYeHUM, i MOXe TaKoX MICTUTU B
KinbLEeBIA cuctemi ogmH abo fekinbka retepoaTomis,
Takux sk a3oT, kuceHb abo cipka. Mpuknagamu noni-
LUMKNIYHOrO ankapuny € apurnuuknoankeHin, apunum-
Knoarnkin, apunreTepouMKneHin, apunreTepouunknin,
LMKIoankeHinapwn, uMKnoankinapun, uMKnoankeHin-
retepoapwvn, LMKNoankinretepoapun, retepoapunum-
KrnoankeHin, retepoapunuuknoankin, retrepoapunre-
TEPOUMKNEHIn, reTepoapunreTepoLmKnin,
reTepouUKneHinapun, reTepouuKIeHinreTepoapwun,
reTepouukninapun i retepouunkninreTepoapusn. Y Kos-
KpeTHoMy npuknagi NoniunkniYHMMK ankapurbHUMU
rpynamm € OiUMKMiYHi cMCTeMM, O CKnajarTbcsa 3
OAHOro apoMaTMYHOrO Kinbus, 3NUTOro 3 O4HMM Hea-
pOMaTUYHMUM KinbLeM, siKi MOXYTb MICTUTU B KinbLe-
Bill cmcTeMi oanH abo aekinbka reTepoaToMmiB, Takux
SIK a30T, KMceHb abo cipka.

«lMauieHT» 03Havae NAanHY i iHWKWX ccaBLiB.

«dapmMaleBTUYHO MPUNHSATHI COMi» O3Ha4Yae He-
TOKCUYHI, HeopraHiyHi i opraHiyHi coni cnonyk, LWo
cKrnagatoTb npegMeT A4aHoro BMHaxony, yTBOPEHi npu
npuegHaHHi KMcnoTtu i ocHoeu. Lli coni moxyTb 6yTn
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OTpuUMaHi in Situ Ha KiHUEeBIN cTafii BUOINEHHS i o4n-
LLEHHs1 cnonyk abo 3a JOMOMOrot OKpeMoi peakuii
OYMLLIEHOI cnonyk y opMi BiflbHOi OCHOBM 3 BiAMNOBI-
OHOK OpraHiyHo abo HeOopraHiYHOK KUCMOTOK i BU-
OINEHHAM OTPUMaHUM TakuM YMHOM comi. Y [eskux
BMMagKax cami Crosnyk 34aTHi MaTi caMonpoOTOHOBaHiI
OCHOBHi CalTW B MOneKyni i yTBOptoBaTW BHYTPILLHI
amcoTepHi coni.

Mpuknagamu conew npuegHaHHA KUCMNOTU € ria-
pobpowmigu, rigpoxnopuan, cynbdatu, bicynbdaty,
docdartun, HiTpaT, auetaTu, okcanaTtu, BanepaTw,
oneaTu, nanbmitaTu, cTeapartu, naypartu, 6opatw,
OeH3oatun, naktatu, docgartu, To3unaTtu, uuTpaTw,
mManeatu, doymapaTu, CyKUuHaTu, Taptpatu, HadTu-
naTtn, MesunaTtu, T[IoKorenToHaTh, nakTiobioHaTw,
cynbamaTty, ManoHaTu, caniyunatu, nponioHaTw,
mMeTuneH-6ic-B-rigpokcnHadToaTn, reHTncaTy, isetio-
HaTu, gu-napa-TonyointapTpaTn, MeTaHcynbgoHaTH,
eTaHcynboHaTu, BeH3oncynbgoHaTy, napa-
TOonyoncynboHaTn, uuknorekcuncynbdamatm i nay-
puncynedgoHatn. [us., Hanpuknag, S.M. Berge, et
al., "Pharmaceutical Salts" J. Pharm. Sci., 66, 1-19
(1977), BkNoYeHy B faHuin onuc sik nocunaxHs. Coni,
YTBOpEHi MpW MPUEOHaHHI OCHOBM, MOXHa TaKOX
OTPMMAaTU He3anexHMM 4YMHOM BHacCNigoK peakuii
OuNLLEHOI cnonyku B T Kucnin ¢opmi 3 BiANOBIAHO
opraHiyHoto abo HeopraHiyHO OCHOBOI | BUAINEH-
HAM OTpUMaHOi TakMm 4YmHOM coni. [o comnen, wWwo
YTBOPIOKOTLCA MPU MPUEOHaHHI OCHOBU, BiAHOCHATHCA
dapmaLeBTUYHO NPUIAHATHI coni meTanis i amiHiB. [Jo
BiAMNOBIAHMX COnen MeTaniB BiAHOCATLCSA COMi HaTPIto,
Kanito, kanbuito, 6apito, LUMHKY, MarHito i antomiHito.
KoHkpeTHMMM npuknagamu cori, yTBOPEHOI npu npum-
€OHaHHiI OcHOBW, € cinb HaTpito abo cinb kanito. Bia-
NoBigHI HeopraHiyHi coni, WO YTBOPIOKTLCA MpW Npu-
€0HaHHi OCHOBW, OTPMMYIKOTb 3 OCHOB MeTaniB, A0
SAKUX BIAHOCATLCH rigpua HaTpito, rigpoKcua HaTpito,
riapokcua Kanito, rigpokcua KanbLito, rigpokcua anto-
MiHito, rigpokcug niTito, rigpoKCUMA MarHito i rigpokcug
LUMHKY. BignosigHi aMiHHi coni, WO YTBOPHOKOTECS Npuy
npueaHaHHi OCHOBU, OTPUMYIOTb 3 aMiHiB, OCHOBHICTb
AKMX [OOCTaTHA ONs YTBOPEHHs cTabinbHoi coni, i,
30KpEMa, 3 aMiHiB, L0 4YacTO BMKOPUCTOBYHTHLCA B
MeOMYHIA XiMil BHACRiOOK X HW3bKOi TOKCUYHOCTI i
NpVAATHOCTI ANSA BUMKOPUCTaHHSA B MEOWYHUX LiNsX.
Oeskvumn npyknagamu amiHiB € amiak, eTuneHgiamix,
N-MeTUMrntoKamiH, Mi3vH, apridiH, OpHITUH, XoniH, N,
N'-gubeHsmneTuneHaiamid, xnopnpokaiH, gietaHona-
MiH, npokaiH, N-6eH3undeHeTUnamiH, AieTunamiH,
ninepasuH, TpUc(rigpokcumeTun)amiHomeTaH, rigpok-
cug TeTpaMeTunamoHilo, TpuetTunamiH, ambeHsuna-
MiH, edeHaMiH, gerigpoabieTunamiu, N-
eTunninepuauH, ©OeH3unamiH, TeTpaMeTUramMoHiINn,
TeTpaeTUnamoHin, MeTunamii, gumeTunamid, Tpume-
TUNamiH, eTurnamiH, OCHOBHi aMiHOKUCIOTK, Hanpu-
Knag nisuH i apridiH, i gULMKIOrekcunami.

«ConbBaT» 03Ha4ae Cronyky, Lo cknajae npe-
AMeT AaHoro BuHaxody, gisMyHO 3B'A3aHy 3 OAHIEl
abo gekinbkoma mMornekynamu po3dnHHuka. o gisny-
HOro 3B'A3YBaHHIO BiAHOCUTLCS, 30Kpema, YyTBOPEHHS
BOAHEBOrO 3B'sI3Ky. Y MEBHMX BUMNaZKax conbBaT MO-
XHa Oyge BMAINUTW, Hanpuknag, konu ogHa abo 6i-
NblUe MONEKYN PO3YMHHMKA BKMOYEHI B KPUCTamMivyHy
rpaTky TBepAol KpucTaniyHoi peyoBUHU. TepMiH «co-
nbBaT» PO3MNOBCIOAXYETLCS AK HA a3y po3unHy, Tak
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i Ha conbBaTu, WO i30M0ITbCA. TUNOBMMWU COfbBa-
Tamu € rigpaTn, eTaHONATU | MeTaHONSATU.

KoHKkpeTHi 3ailncHEHHA JaHoro BMHaxony

OAHMM NpYBaTHUM 34INCHEHHAM OAHOr0 BUHAXO-
ny € cnonyka copmynu (1), ae R sBnsie coboio de-
Hin, nN'sTn- abo wectuuneHHun retepoapun abo (Cs-
Ce)-LMKIIOArnKin, KOXHUA 3 AKX HeOOOB'A3KOBO Mae
SIK 3amicHuK ranoreH, (C1-Cg)-ankin, rigpoken, (C1-Ce)-
arkokecu, (C1-C4)-ranoreHankin  abo  (C1-Ca)-
ranoreHankokcu a6o ii rigpat, conbBaT abo N-okcua,
abo ii hapmaLeBTUYHO NPUNHATHA Cinb.

LLle ogHuM NpvBaTHUMM 34INCHEHHAM OAHOr0 BU-
Haxopy € cronyka cpopmynu (1), ae R' siBnsie coboto
deHin, abo n'aTM- abo LEeCTUYNEHHMI reTepoapwrl,
KOXHUI 3 SIKMX HEOOOB'I3KOBO Mae sk 3aMiCHMK rano-
reH, (Ci-Ce)-ankin, rigpokcu, (Ci1-Ce)-ankokcu, (Ci-
C,)-ranoreHankin abo (C1-Cas)-ranoreHankokcn abo ii
rigpat, conbeat abo N-okcua, abo il hapmaueBTMyHO
NPUIHATHA Cinb.

LLle ogHuUM npvBaTHUM 34INCHEHHAM OAHOrO BU-
Haxopy € cronyka cpopmynu (1), ae R' siBnsie coboto
deHin, abo n'aTn- abo LEeCTUYNEHHMI reTepoapwrn,
KOXXHUI 3 SIKMX HEOOOB'I3KOBO Mae sk 3aMiCHMK rano-
reH, (Ci-Ce)-ankin, rigpokcu, (Ci1-Ce)-ankokcu, (Ci-
Cy)-ranoreHankin abo (C;-Cs)-ranoreHankokcu abo ii
rigpat, conbeat abo N-okcua, abo il hapmaueBTMyHO
NPUIHSTHA Cinb, 3a yMoBM, Lo siKio R sBnse co6oto
deHin abo LWecTUYneHHnn retepoapwn, TOAi WOro
MOXHa 3aMiHATM TiNbKM B OPTO- ab0 MeTa-MNONOXEHHI.

LLle ogHUM npuBaTHUM 34INCHEHHAM [aHOro BU-
Haxopy € cronyka cpopmynu (1), ae R' siBnsie coboto
deHin, nipuaun, Tiasonin, imigasonin abo okcopiaso-
Nin, KOXHUM 3 SKUX HEeOoDOOB'A3KOBO Mae K 3aMiCHUK
ranoreH, (C:-Ce)-ankin, rigpoken, (C1-Ce)-ankokem,
(C1-Cy)-ranoreHankin abo (C1-Ca)-ranoreHankokcu,
abo ii rigpaT, conbBaT abo N-okcua, abo ii papmaue-
BTUYHO NPUAHATHA Cinb.

LLle ogHUM npuBaTHUM 34IMCHEHHAM [aHOro BU-
Haxoay € cronyka cpopmynu (1), ae R' siBnsie coboto
deHin abo nipnann, KoXHUN 3 AKX HeoOOB'sI3KOBO
Mae sk 3aMiCHVMK B OpPTO- abo MeTa-NonoXeHHi rano-
reH, (Ci-Ce)-ankin, rigpokcn, (C1-Ce)-ankokcm, (Ci-
C,)-ranoreHankin abo (C;-Cy)-ranoreHankokcu, abo ii
rigpat, conbBat abo N-okcua, abo ii hapmaueBTM4HO
NPUMHATHA Cinb.

LLle ogHUM npuBaTHMM 34INCHEHHAM [aHOro BU-
Haxoay € cronyka cpopmynu (1), ae R' siBnsie coboto
deHin, sikuin HeobOoB'sI3KOBO Ma€E SIK 3aMiCHUK rarioreH,
(C1-Ce)-ankin, rigpokeu, (Ci-Ce)-ankokeu, (C1-Ca)-
ranoreHankin abo (C;-C,)-ranoreHankokcu, abo ii
rigpat, conbBat abo N-okcua, abo il hapmaueBTMyHO
NPUMHATHA Cinb.

LLle ogHUM npuBaTHUM 3AIMCHEHHAM [aHOro BU-
Haxoay € cronyka cpopmynu (1), ae R' siBnsie coboto
deHin, sk HeoboB'A3KOBO MaE sIK 3aMiCHUK B OpTO-
abo MeTa-nonoxeHHi ranoreH, (Ci1-Ce)-ankin, rigpok-
cun, (C1-Cg)-ankokecm, (C1-Cg)-ranoreHankin abo (Ci-
Cg4)-ranoreHankokcu, abo ii rigpat, conbBat a6o N-
okeug, abo it papmaLeBTUYHO NPUAHATHA Cinb.

Llle ogHuUM NpuBaTHUM 34INCHEHHAM OAHOr0 BU-
Haxoay € cnonyka dopmynu (1), oe R! siBnsie co6oto
deHin, Ak HeobOB'sI3KOBO Ma€E SIK 3aMiCHMK raroreH,
abo ii rigpaT, conbBaT abo N-okcua, abo ii papmaue-
BTUYHO NPUNHATHA Cifb.

Llle ogHUM NpuBaTHUM 34INCHEHHAM OAHOro BU-
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Haxopy € cronyka dopmynu (1), ae R! sBnsie coboio
dheHin, sknii HeoboB'sI3KOBO Mae Sk 3aMiCHUK B OpPTO-
abo meTa-nonoxeHHi ranoreH, abo ii rigpat, conbBaT
abo N-okcupg, abo ii dapmaueBTUHHO NPUNHATHA
Cinb.

LLle ogHUM npuBaTHMM 34IMCHEHHAM [aHOro BU-
Haxoay € cnonyka copmynu (1), ae R' siBnsie coboto
2-pTopdheHin abo 3-cdbTopdeHin, abo ii rigpaTt, conb-
BaT abo N-okcua, abo i hapmaLeBTUYHO NPURHATHA
Cinb.

LLle ogHUM npvBaTHMM 34INCHEHHAM OAHOrO BU-
Haxogy € cronyka dopmynu (1), ae R saBnse coboto
BoAeHb, abo ii rigpat, conbBaTt abo N-okcua, abo ii
hapMaLeBTUYHO NPUMHATHA Cinb.

LLle ogHUM npuBaTHMM 34INCHEHHAM LaHOro BW-
Haxoady € cnonyka copmynu (1), ae R? siensie coboto
meTun, abo ii rigpat, conbBat abo N-okcug, abo ii
hapMaLeBTUYHO MPUAHATHA Cinb.

LLle ogHUM npvBaTHMM 34INCHEHHAM OAHOrO BU-
Haxogy € cnonyka copmynu (1), oe L' sBnsie coboto
3B'A30kK, abo ii rigpaT, conbBat abo N-okcup, abo ii
hapMaLeBTUYHO NPUMHATHA Cinb.

LLle ogHUM npuBaTHUM 34IMCHEHHAM [aHOro BU-
Haxody € cronyka copmynn (1), ae L' siBnsie coboto
(C1-Cs)-ankineH, abo ii rigpaT, conbBat abo N-okcug,
abo i papmaLeBTUYHO NPUNHATHA Cinb.

Llle ogHUM npvBaTHUM 34INCHEHHAM OAHOr0 BU-
Haxoay € crnonyka cdopmynu (1), e L' sBnsie co6oto -
CHa-, abo ii rigpaT, conbBaT abo N-okcug, abo i da-
pMaLeBTUYHO NPUMHATHA Cinb.

LLle ogHUM npuBaTHUM 34IMCHEHHAM LaHOro BU-
Haxogay € cronyka dopmynu (1),

ne

R® asnse coboio LUMKMoankin, uuknoankeHin,
apwn, reTepoapun, reTepouMKnin, reTepoumKieHin
abo MoniuMKMiYHMIA ankapwum, KOXHUA 3 SKMX Heobo-
B'A3KOBO Ma€ K 3aMiCHUK

auun, uiaHo, HiTpo, ranoreH, rigpokcu, kapobokeu,
aMianHo,

R°0-C(=0)-C(=N-OR%-, Y'Y°N-, Y'Y’N-C(=0)-,
Y'Y?N-C(=0)-0-, Y'Y*N-SO,-,

R’-S0>-NR%, R’-C(=0)-NR®-, Y'Y2N-(C1-Cy)-
ankineH-S0,-(C1-Ca)-ankineH-,
abo

arkin, ankeHin, ankinin, ankokcu, ankokcukapbo-
Hin, ankinTio, ankincynedidin, ado ankincynegoHin,
KOXXHWUI 3 KX HEODOB'A3KOBO Mae ik 3aMiCHUK

rarnoreH, ankoKkcu, rarioreHankokcu, rigpokcu, Ka-
p6okcu, ankokcukapboHin, -P(=0)-(ankokeu),, Y'Y2N-
. YIY?N-S0;,-, R™-S0,-NR®-,

apun abo reTepoapun, KOXHUA 3 IKMX HeOBOoB'A3-
KOBO Ma€ dK 3aMICHUK arKifn, ranoreH, ranoreHarnkin,
arikokcu, ranoreHankokcu, rigpokcu, aMmiHo, ankinami-
HO, AiankinamiHo, kap6okcu, abo ankokcukapOOoHin,
abo

retepouunknin abo apunreTepoumkrin, KOXHUA 3
AKMX HEeODOB'A3KOBO Mae AK 3aMiCHUK OKco abo ankin,
abo

apun, retepoapwun, apoin, retepoapoirn, apurnok-
cn, retepoapunokcu, abo reTepoumknin, KOXHUNA 3
SIKMX HEeODOB'I3KOBO Ma€e Sk 3aMiCHUK arkin, ranore-
HarKin, ranoreH, ankoKcW, ranoreHarnkokcu, rigpoKcu,
kapbokcu,  ankokcukapboHin, -P(=0)-(ankokcu)y,
Y'Y?N-, abo Y'Y°N-SOy-, i

korm R® aBnsie coBoK0 LMKIOArnKin, LuKioarke-
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HiN, retepouuknin, retepouukneHin abo noniumkniy-
HWIA ankapwn, BiH TakoX Moxe OyTu 3amilleHnid Ha
OKCO,

abo ii rigpat, conbBat abo N-okcua, abo ii dap-
MaLeBTUYHO NPUMHATHY Ciflb.

LLle ogHUM npuBaTHUM 34INCHEHHAM [aHOro BU-
Haxoay € cronyka copmynu (1), ae R® siBnsie coboto
deHin, nipyaun, Tiasonin, imigasonin, okcogiasonin,
imigasonin, nipumiguHin, TiodeHin, okcasonin, LUMKMIO-
ankin, ©eH3ookcasonin, 1,2,4-tiagiasonin, 1,3,4-
Tiagiasonin, TeTparigponipaHin, ninepuauHin, dypa-
Hin, 6eH30[1,3]aiokconin, 6GeH3oTia3onin, imigasoni-
OVHIn, iHaasonin, ©6eH3oimigasonin, iHgonin, 6eH3o-
dypaHin, abo 1,3-gurigpo-6eH3o[clizoTiasonin,
KOXXHUI 3 KX HEODOB'A3KOBO Mae K 3aMiCHUK

auun, uiaHo, HiTpo, ranoreH, rigpokcu, kapbokcu,
amiguHo,

R°0-C(=0)-C(=N-OR*)-, Y'Y2N-, Y'Y?N-C(=0)-,
Y'Y?N-C(=0)-0-, Y'Y*N-SO,-,

R’-S0,-NR%, R’-C(=0)-NR®-, Y'Y?N-(C;-C4)-
ankineH-S0;-(C1-C,)-ankineH-,

abo

arkin, ankeHin, ankiHin, ankokcu, ankokcukap6o-
Hin, ankinTio, ankincynedidin, abo ankincynesgoHin,
KOXXHUI 3 AKX HEODOB'A3KOBO Mae Ik 3aMiCHUK

rarnoreH, ankoKkcu, ranoreHankokcu, rigpokcu, Ka-
pBoKcK, ankokeukapGoHin, -P(=0)-(ankokeu)z, YIY?N-
, YY2N-S0,-, R™-S0,-NR®-,

apun abo retepoapwn, KOXHUA 3 Akux HeoboB'a3-
KOBO Ma€ $IKk 3aMiCHWUK ankin, ranoreH, ranoreHankin,
arkoKCH, ranoreHarnkokcu, rigpokcu, amiHo, ankinami-
HO, AiankinamiHo, kapbokcu, abo ankokcukapOoHin,
abo

retepouuknin abo apunreTepoLmKmin, KOXHUA 3
SAKMX HEODOB'A3KOBO Mae K 3aMiCHMK OKco abo arnkin,
abo

apun, retepoapwn, apoin, retepoapoirl, apurok-
cn, retepoapurokcu, abo reTepoumknin, KoOXHUA 3
SKMX HeOoDOOB'I3KOBO Mae sIK 3aMiCHUK arkin, ranore-
Harnkin, ranoreH, ankokcu, ranoreHankokcu, rigpokcu,
kapbokcu,  ankokcukapboHin,  -P(=0O)-(ankokcu)z,
Y'Y?N-, a6o Y'Y°N-SO,-, i

korm R® siBnsie coBoto LmMKnoankin, TeTparigponi-
paHin, ninepuavHin, imigasoniguHin abo 1,3-gurigpo-
©eH3o[clioTiazonin, BiH TakoX Moxe OyTn 3amilieHni
Ha OKco,

abo rigpat, conbBat abo noro N-okcua, abo Ti
dapMaueBTUYHO NpUHATHA cinb. e ogHum npuea-
THUM 3AiINCHEHHAM OaHOro BMHaxody € cronyka ¢o-
pmynu (1),

ne

R® aBnse co6oto deHin, nipugmn, Tiasonin, imiga-
30nin, okcodiasonin, imigasonin, nipumMiguHin, Tioge-
Hin, okcasonin, uuknoarnkin, 6eH3ookcasonin, 1,2,4-
Tiapiasonin, 1,3,4-tTiapiasonin, TeTparigponipaHin,
ninepuauvHin, dypaxin, 6eH3o[1,3]giokconin, 6eH30Ti-
asonin, imigasoniguHin, iHaoasonin, 6eH3oimigasonin,
iHgonin, 6eH30ypaHin, abo 1,3-
avrinpobeHso[clisoTiasonin, KOXHUIA 3 AKMX HEObOoB's-
3KOBO MaE€ sIK 3aMiCHUK

HITPO, ramnoreH, rigpoKcu, KapOoKcK, amiguHo,
R®0-C(=0)-C(=N-OR%-,  Y'Y?N-,  Y}¥?N-C(=0)-,
Y'Y?N-S0,-, R’-S02-NR®-, R’-C(=0)-NR®-, ankokcu,
ankokcukapOoHin, ankinTio, ankincynedoHin, apwn,
retepoapwn, abo
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arnkin, kMt HeobOB'A3KOBO Mae K 3aMiCHUK

ranoreH, kapbokcu, ankokcukapGoHin, ag)mn abo
retepoapun, -P(=0)-(ankokc)z, YY?N-, Y'Y2N-SO,-,
R’-S0O,-NR®-, abo

reTepouunknin abo apunreTepoumkIin, KOXHUA 3
SKMX HEeOOOB'A3KOBO Ma€ Sk 3aMiCHUK OKCo, abo

reTepoumKknin, sikuii HeobOB'A3KOBO Ma€e sk 3aMi-
cHUK YY2N-, i

korm R® siBnsie coBoto LmMKnoankin, TeTparigponi-
paHin, ninepuauHin, imigasonigunin, aéo 1,3-gurigpo-
©eH3o[clioTiazonin, BiH TakoX Moxe OyTn 3amilieHnin
Ha OKCO; i

&l Y2, KOXHU He3arnexHo, ABMNATb coboto BO-
JeHb, uuknoankin, abo ankin, skuih HeoOOB'S3KOBO
Mae K 3aMiCHUK Ti4pOKCH, ankoKCK, aMiHo, ankinami-
Ho, AdiankinamiHo, reTepoapwn, abo reTepouuMKnin,
SAKMA HEeODOOB'A3KOBO Mae sIKk 3aMiCHMK arnkin, abo ii
rigpat, conbeat abo N-okcug, abo i hapmaueBTMYHO
NPUNHATHA Cinb.

Llle ogHUM npvBaTHMM 34INCHEHHAM OAHOrO BU-
Haxopy € cnonyka dopmynu (1),

e R® asnse coboto doeHin, sikni HeobOB'A3KOBO
Mae sK 3aMiCHUK

auun, uiaHo, HiTpo, ranoreH, rigpokcu, kapbokeu,
aMianHo,

R°0-C(=0)-C(=N-OR%-, YY’N-, Y'Y’N-CEO)-,
Y'Y?N-CE0)-0-, Y'Y°N-SO,-,

R’-S0,-NR%, R’-C(=0)-NR%, Y'Y?N-(C1-C4)-
ankineH-S0,-(C1-Ca)-ankineH-,

abo

arnkin, ankeHin, ankinin, ankokcu, ankokcukap6o-
HiN, ankinTio, ankincynb@inin abo ankincynsgoHin,
KOXHWUI 3 AKUX HEODOB'A3KOBO Mae K 3aMiCHUK

rarnoreH, ankoKcu, rarnoreHankokcu, rigpokcu, Ka-
pBoKcH, ankokeukapGoHin, -P(=0)-(ankokeu)z, YIY*N-
. YYY2N-S0,-, R™-S0,-NR®-,

apun abo reTepoapun, KOXHUI 3 SKUX HEOOOB'A3-
KOBO Mae€ $IKk 3aMiCHWK ankin, ranoreH, ranoreHankin,
arkoKCH, ranoreHarnkokcu, rigpokcu, amiHo, ankinami-
HO, AiankinamiHo, kap6okcu, abo ankokcukapOoHin,
abo

retepouuknin abo apunreTepoumKmin, KOXHUA 3
SAKMX HEODOB'A3KOBO Mae K 3aMiCHMK OKCo abo ankin,
abo

apun, retepoapwurn, apoin, retepoapoirl, apurok-
cn, retepoapwuriokcu, abo reTepoumknin, KOXHWUA 3
SKMX HEeODOB'SI3KOBO Mae sk 3aMiCHUK arkin, ranore-
Harnkin, ranoreH, ankokcu, ranoreHankokcu, rigpoKcu,
kapbokcu,  ankokcukapboHin, -P(=0)-(ankokcu)y,
Y'Y®N-, a6o Y'Y°N-SO,-,

abo rigpat, conbBat abo noro N-okcua, abo ii
dapmaLeBTUYHO MPUNHSATHA Cirb.

LLle ogHUM npuBaTHUM 3AIMCHEHHAM [aHOro BW-
Haxopy € cnonyka dopmynu (1),

ne

R® asnse coboto deHin, siknn HeoboB'A3KOBO Mae
SIK 3aMiCHUK HiTPO, ranoreH, rigpokcu, kapbokcu, ami-
avHo, R°0-C(=0)-C(=N-OR%-, Y*Y°N-, Y'Y°N-C(=0)-,
Y'Y?N-SO,-, R’-S0,-NR%-, R’-C(=0)-NR®-, ankokcu,
ankokcukapOoHin, ankinTio, ankincynsdoHin, apwn,
retepoapwn, abo ankin, sikui HeoOOB'I3KOBO Mae sk
3aMiCHUK

ranoreH, kapbokcu, ankokcukapOoHin, agwln abo
reTepoapun, -P(=0)-(ankokcn)z, YY?N-, YY°N-SO,-,
R’-S0,-NR°®-, abo
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reTepouuknin abo apunreTepoLuKmin, KOXHUA 3
AKX HEeOOOB'A3KOBO Ma€ K 3aMiCHUK OKco, abo

reTepouuknin, sikui HeoboB'A3KOBO Mae siK 3ami-
CHUK YlYZN-, i

Y1 i Y2, KOKHWIT He3anexHo, SBMSIOTL COGOK BO-
JeHb, uuknoankin, abo ankin, skuih HeoOOB'S3KOBO
Mae K 3aMiCHUK Ti4POKCH, anKoKCK, aMiHO, ankifami-
HO, AdiankinamiHo, reTepoapwn, abo reTepouuMKnin,
KM HEODOB'A3KOBO Ma€ AK 3aMiCHUMK ankin, abo rig-
part, conbeat abo noro N-okcug, abo ii dhapmauesTu-
YHO MPUMHATHA Cinb.

LLlle ogHuM npvBaTHUMM 34INCHEHHAM OAHOr0 BU-
Haxogy € cnonyka copmynu (1), ae R® siBnsie coGoto
deHin, Akuin HeobOB'sI3KOBO Ma€e K 3aMiCHUK:

Y1Y?N-S0,-, R"-S0,-NR®-, ankincynegoHin, abo

ankin, samiwenmnin YYY2N-SO,-, R’-S0,-NR°®-,

abo ii rigpat, conbBat abo N-okcua, abo ii dap-
MaLeBTUYHO NpUMHATHA cinb. LLle ogHMM npuBaTHUM
30iNCHEHHAM OaHOro BMHAXo4y € croryka copmMynu
(1),

ne

R® aBnse coboto deHin, skMn HeoboB'A3KOBO Mae
SIK 3aMIiCHUK

Y1Y?N-S0,-, R"-S0,-NR®-, ankincynegoHin, abo

ankin, samiwennin YYY2N-SO,-, R’-S0,-NR®-; i

Y1 i Y2, KOKHWIT HE3anexHo, SBRsSOTL COGOI0 BO-
OeHb, uuknoankin, abo ankin, sikuin HeoOOB'A3KOBO
Ma€ SIK 3aMiCHVK TigpPOKCK, arkKOKCU, amiHo, arnkinami-
HO, AdiankinamiHo, retepoapwn, abo reTepoumknin,
AKMA HeOoDOB'A3KOBO Ma€e sIK 3aMiCHMK ankin, ato i
rigpaT, conbBaT abo N-okcua, abo ii hapmaueBTUYHO
NPUNHATHA Cinb.

LLle ogHUM npuBaTHMM 34INCHEHHAM LaHOro BU-
Haxopy € cnonyka dopmynu (1), wo asnse coboto

6eHsunamig 2-cdeHinnipumignH-5-kapboHoBOT Kn-
cnoTw,

deHinamig 2-nipuanH-4-innipumignH-5-
KapOOHOBOI KNCMNOTH,

deHinamig 2-nipnamH-3-innipumMiguH-5-
KapOOHOBOI KMCNOTH,

deHinamia 2-nipuanH-2-innipuMiguH-5-
KapOOHOBOI KMCNOTH,

deHinamig 2-(3-pTopdeHin)nipumignH-5-
KapOOHOBOI KNCNOTH,

deHinamig 2-(4-dpTopdeHin)nipumiamH-5-
KapOOHOBOI KNCNOTH,

deHinamig 2-(2-dpTopdeHin)nipumigmH-5-

KapOOHOBOI KMCNOTH,
(2,2-piokco-2,3-gurigpo-1H-2-nambaa*6*-
6eHso[clidoTia3on-5-in)amia 2-dpeHinnipumignH-5-
KapOOHOBOI KNCNOTH,
[1-(1H-imiga3on-2-inmeTunninepuanH-4-injamig
2-beHinnipnmianH-5-kapboHOBOI KMUCNOTH,
(6-aMmMeTHnamiHonipuanH-3-inmeTun)amis 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
[2-(2-niponignH-1-ineTun)6eH3ookcason-6-injamig
2-cbeHinnipumianH-5-kap6oHOBOT KMCMOTH,
4-cynbdamoinbeHannamia  2-ceHinnipumigmn-5-
KapOOHOBOI KNCNOTH,
[2-(4-cynbdpamoindeHin)eTun]lamia 2-
deHinnipumignH-5-kapboHOBOT KUCHOTH,
[4-(2-okcookcasoniguH-4-inmeTun)deHin]amig
(R)-2-cbeHinnipumignH-5-kapboHOBOI kMcnoTu,
(6-aueTunamiHonipuanH-3-in)amig 2-
deHinnipumianH-5-kapboHOBOI KMCNOTH,
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(3-kapbamoin deHin)amig 2-deHinnipumignH-5-
KapbOHOBOT KUCIOTH,

(3-meTtunkapbamoindeHin)amig 2-
deHinnipumignH-5-kapboHOBOI KNCNoTH,

(4-rippokcuuuknorekcun)amig 2-cbeHinnipumignH-
5-kapbOHOBOI KUCOTH,

eTunosun egip 4-metun-2-[(2-peHinnipumignH-5-
kapboHin)amiHo]Tiazon-5-kap6oHOBOI KUCMOTH,

eTnnoBun edip {2-[(2-deHinnipumignH-5-
kapboHin)amiHo]Tiazon-4-in}oLToBOI KNCIOTH,

4-meTtun-2-[(2-deHinnipumignH-5-
kapboHin)amiHo]Tiazon-5-kapboHoBa kucnoTta,

{2-[(2-deHinnipumignH-5-kapboHin)amiHo]tiason-
4-injouToBa KMCMOTa,

4-meTtuncynsdamoinbeHannamia 2-
deHinnipnmigmH-5-kapboHOBOT KUCNOTH,
4-pnmeTnncynbdamoinbeHsmnamis 2-

deHinnipumianH-5-kapboHOBOI K1MCNoTH,
(3,5-ancTopdbeHin)amig, 2-thbeHinnipumignH-5-
KapOOHOBOI KNCINOTH,
nipuavH-2-inamig
KapOOHOBOI KNCINOTH,
Tiazon-2-inamig 2-geHinnipumignH-5-kapboHoBOI
KncnoTu,
(3-cynbdhamoindeHin)amig 2-ceHinnipyumignH-5-
KapOOHOBOI KNCNOTH,
(2-okco-1,2-gurigponipumignH-4-in)amia 2-
deHinnipumignH-5-kapboHOBOI KNCNoTw,
(4-cynbhamoindeHin)amia  2-ceHinnipumianH-5-
KapOOHOBOI KNCINOTH,
nipumignH-4-inamig
KapOOHOBOT KNCIOTH,

2-peHinnipnmignH-5-

2-beHinnipumigmH-5-

(1-nipnanH-3-inmeTunninepmMavH-4-in)amig 2-
deHinnipumianH-5-kapboHOBOI KNCNoTw,
[2-(2-okcoimigasonignn-1-in)eTun]amig 2-
deHinnipumignH-5-kapboHOBOI KNCNoTw,
[2-(1H-imipa3on-4-in)eTun]amia 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
(TeTparigponipaH-4-inmeTun)amig 2-

deHinnipnmiamH-5-kapboHOBOT KUCNOTH,
(3-TpudTOpMeTUNdEHIN)amMig 2-heHinnipumignH-
5-kap6boHOBOI KMCNOTY,
(2H-nipa3on-3-in)amig
KapOOHOBOI KNCINOTH,
(1-metunninepnauH-4-in)amig 2-deHinnipyumignH-
5-kapbOHOBOI KUCHOTH,
nipumignH-2-inamig
KapOOHOBOI KMCNOTH,
3-meTuncynesgamoinbeHsvnamis, 2-(3,5-
AndTopdeHin)nipumianH-5-kapboHOBOI KMCMOTH,
3-meTuncynedamoinbeHsunamis, 2-(2,5-
AndTopdeHin)nipumianH-5-kapboHOBOI KMCHOTH,
3-meTuncynbgamoinbeHsmnamig 2-(4-
andTopdeHin)-4-meTunnipumiamH-5-kap6oHoBOT  K1C-
notu,
3-meTuncynegamoinbeHsvnamis, 2-(2-
nipyaun)nipumianH-5-kapboHOBOI K1CNoTw,
3-meTuncynegamoinbeHsvnamig  2-(3-nipyamn)-
4-meTnnnipumignH-5-kapboHOBOI knMcnoTu,
3-eTuncynedamoinbeHsunamis 2-(3-
dTOpdEHIN)NipMMiaNH-5-kapOOHOBOT KNCNOTH,
3-(2-eTokcieTuncynbcamoin)beHsunamia  2-(3-
dpTopcheHin)nipumianH-5-kapboHOBOI KMCMOTH,
3-(2-rigpokcunponincynbcamoin)beHannamia  2-
(3-dpTOpdheHin)nipumignH-5-kapboHOBOI K1MCcNoTH,

2-cbeHinnipumignH-5-

2-heHinnipnmignH-5-
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3-umknonponincynshamoinbeHannamia 2-(3-
pTopcheHin)nipumianH-5-kap6oHOBOT KMCHOTH,
3-(3-rigpokcunponincynbdamoin)beHannamia  2-
(3-dpTOpdeHin)nipumignH-5-kapboHOBOI KNCNOTH,
3-(2-meTokcieTuncynbdamoin)oeHsunamig  2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KMCIOTH,
3-(3-meTokcunponincynbdamoin)oeHsvnamig  2-
(3-dpTOpdheHin)nipumianH-5-kapboHOBOI KMCNOTH,
3-(4-meTokembyTuncynedamoin)beHsunamia  2-
(3-dbTOpdeHin)nipumignH-5-kapboHOBOT KMCNOTH,
3-umknorekcuncynbamoinbeHsnnamia 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCIOTH,
3-(2-rigppokcu-1,1-

avmMeTuneTuncynbgamoin)beHannamia 2-(3-
dTopcheHin)nipumianH-5-kapboHOBOT KUCMOTH,
3-cynbhamoinbeHannamig 2-(3-

dTopheHin)nipumianH-5-kapboHOBOT KMCHOTH,
3-(2-mopdoniH-4-
ineTuncynedamoin)éeHsnnamig 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCIOTH,
3-(2-ninepnanH-1-
ineTuncynbcamoin)beHannamiz 2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KMCIOTH,
3-[2-(1-meTunniponianH-2-
in)eTuncynsdamoin]éeHavnamis, 2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KMCHOTH,
3-[(1-eTunniponignH-2-
inmeTnn)cynbgamoin]éeHsnnamin, 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCIOTH,
3-[2-(1H-imiga3on-4-

in)eTuncynedamoin]éeHavnamis, 2-(3-

dTopcheHin)nipumianH-5-kap6oHOBOT KUCMOTH,
3-[3-(2-meTunninepmamnH- 1-

in)nponincynbgamoin]éeHsnnamis, 2-(3-

dTopheHin)nipumianH-5-kapboHOBOI KMCHOTH,
3-(3-niponianH-1-

innponincynbcamoin)beHsunamia 2-(3-

dTopceHin)nipumianH-5-kapboHOBOT KMCHOTH,

3-(2-
AvMeTunamiHoetTuncynsgamoin)oeHsunamis 2-(3-
dTopcheHin)nipumianH-5-kap6oHOBOT KUCMOTH,

3-(2-pieTnamiHoeTuncynedamoin)oeHsnnamia
2-(3-pTopdeHin)nipumignH-5-kapboHOBOI K1McnoTw,

3-(3-ammeTunamiHo-2,2-
anmeTtunnponincynbgamoin)beHsunamia 2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KUCIOTH,

3-(5-
AvMeTunamiHoneHTuncynbgamoin)éensmnamig 2-(3-
dTopcheHin)nipumianH-5-kap6oHOBOT KMCMOTH,

3-(2-
giisonponinamiHoetuncynegamoin)éeHsnnamia  2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCIOTH,

3-(MeTaHcynbgoHInamiHoMeTun)oeH3unamig  2-
(3-dTOpdheHin)-4-meTunnipumMianH-5-kapboHOBOI  Kn-
cnotw,

3-[(nponaH-2-
cynboHinamiHo)meTun]beHaunamis, 2-(3-
pTopeHin)-4-meTunnipumignH-5-kapboHOBOT  KMCHO-
™,

3-meTuncynsgamoinmeTnnéeHannamis 2-(3-
dpTOpPdEHIN)-4-MeTUNNipUMianH-5-kapboHOBOT KMCMO-
™,

3-(isonponincynbcamoinmeTnn)beHannamig 2-(3-
dTopheHin)-4-meTunnipumigmH-5-kapboHOBOT  KUCIO-
™,
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3-(MeTaHcynbgoHinamiHomeTnn)beH3nnamia  2-
(3-dbTOpdheHin)nipumignH-5-kapboHOBOT KMCNoTH,
3-[(nponaH-2-

cynboHinamiHo)meTun]6eHsnnamis, 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KUCNOTH,
3-meTuncynbgamoinmeTnndeHnnamig 2-(3-

dTopheHin)nipumianH-5-kapOoHOBOI KUCNOTH,

3-(isonponincynbamoinmeTnn)beHannamig 2-(3-
dTopeHin)nipmianH-5-kapboHOBOI KMCHOTH,

(2-meTaHcynboHinamiHonipnamH-4-
inmeTnn)amig 2-(3-pTopdeHin)nipumigmH-5-
KapOOHOBOI KMCMOTH,

(TeTparigponipaH-4-in)amig, 2-(5-meTun-
[1,2,4]okcapiason-3-in)nipumiamH-5-kapboHoBOT  Knc-
notu,

4-cynbdamoinbeH3onamig 2-(5-meTun-
[1,2,4]okcapiazon-3-in)nipumiamH-5-kapboHOBOT  Knc-
notu,

(3-deHin-[1,2,4]tiapia3on-5-in)amig  2-(5-meTun-
[1,2,4]okcapiazon-3-in)nipumiamH-5-kap6oHOBOT  KnC-
notu,

3-(mopdoniH-4-cynbdoHin)beHavnamis 2-(3-
dTopeHin)nipumianH-5-kapboHOBOI KMCNOTH,

3,4-anmeTokcunbeHsunamia  2-cpeHinnipumignH-
5-kapbGOHOBOI KUCNOTH,

(2-6eH30[1,3]aiokcon-5-ineTun)amig 2-
deHinnipumianH-5-kapboHOBOI K1MCNoTw,

(1H-ingason-5-in)amig 2-cbeHinnipumiguH-5-
KapOOHOBOI KNCINOTH,

4-[ 1,2,3]riagia3zon-5-in)6eH3nnamig 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
3-meTuncynesgamoinbeHsvnamis, 2-(3-

pTopdeHin)-4-meTunnipumiamH-5-kapboHOBOT KMCIO-
™,

3-meTuncynbgamoinbeHsnamig 4-meTtnn-2-
nipuanH-2-innipumignH-5-kapboHoBOI k1McnoTw,

4-mopdoniH-4-inbeHannamia-2-eHinnipumigmH-
5-kapbOHOBOT KUCHOTH,

MEeTUNOBUI egip 6-[(2-cpeHinnipumigmn-5-
kapboHin)amiHo]-1H-6eH3oimigason-2-kap6oHOBOI
KUcnoTu,

6-[(2-cbeHinnipumignH-5-kapboHin)amiHo]-1H-
6eH3oimigason-2-kapboHoBa KMCMOTa,

(6eHsodypaH-5-inmeTnn)amig 2-ceHinnipumignH-
5-kapbOHOBOI KUCHOTH,

4-meTaHcynbgoHinamiHobeH3nnamig 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,

4-kapbamoinbeHsmnamia  2-cpeHinnipumignH-5-
KapOOHOBOI KMCNOTH,

3-(2-rigpokcieTuncynbdamoin)beHannamia 2-
deHinnipumianH-5-kapboHOBOI KNCNoTw,

4-(MopdoniH-4-cynboHin)beHsunamia 2-
deHinnipumignH-5-kapboHOBOI KNCNoTw,
3-meTuncynegamoinbeHsvnamis, 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
[2-(2-amiHO-4-meTunTia3on-5-in)etTunlamig 2-
deHinnipumiamH-5-kap6oHOBOT KUCNOTH,
3-meTuncynesgamoinbeHsvnamis, 2-(3-

dTopheHin)nipumianH-5-kapboHOBOI KMCHOTH,
pietunosun  edip  {4-{(2-peHinnipumignn-5-
KapOoHin)[amiHo]6eH3un}docthOHOBOI KMCNOTH,
pietunosun  edip  {4-[(2-dbeHinnipumignH-5-
kapboHin)amiHo]6yTrn}dochoHOBOI KUCNOTH,
nietmnosumn edip {4-[(2-deHinnipumignH-5-
kapboHin)amiHoleTnn}dochoHOBOI KMCNOTH,
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gietunosun edip {dpeHin-[(2-ceHinnipyumiguH-5-
kapboHin)amiHo]MeTun}dochOoHOBOT KUCTOTH,

(3-meTaHcynbdoHiIn)6eH3nnamig 2-(3-
dTopheHin)nipmianH-5-kapboHOBOI KMCMOTH,

(1-meTaHcynbdoHinninepuauH-3-inmeTnn)amig 2-
(3-dpTOpdheHin)nipumignH-5-kapboHOBOI KMCNOTH,

(1-gumeTaHcynbdamoinninepuguH-3-
inmeTnn)amig 2-(3-pTopdeHin)nipumignH-5-
KapOOHOBOI KMCNOTH,

3-meTaHcynbdoHinamiHobeH3nnamig 2-
(deHin)nipumiamH-5-kapboHOBOT KMCIOTH,
3-aueTtuncynbgamoindeHannamis 2-(3-

dTopheHin)nipumianH-5-kapboHOBOT KMCIOTH,
3-(3-okconinepasuH-1-cynbdoHin)beHannamig 2-
(3-dTOpdheHin)nipumianH-5-kapboHOBOI KMCNOTH,
(2-cynbhamoinetun)amig  2-cbeHinnipyumignH-5-
KapOOHOBOI KNCNOTH,

(2-pumeTnncynbhamoineTnn)amis 2-
deHinnipumignH-5-kapboHOBOT KMCNOTH,
(3-cpenin-[1,2,4]Tiapiason-5-in)amig 2-

deHinnipumignH-5-kapboHOBOT KUCNOTH,
(3-deHin-[1,2,4]tiapiazon-5-in)amin ~ 4-meTun-2-
deHinnipnmignH-5-kapboHOBOT KUCNOTH,

(3-dbeHin-[1,2,4]tiagiazon-5-in)amig 2-(3-
dTopheHin)nipumianH-5-kap6oHOBOT KMCNOTH, J
(TeTparigponipan-4-in)amig 2-(3-

dTopheHin)nipumianH-5-kapboHOBOT KMCHOTH,
deHinamig 2-umKnorekeunnipumMianH-5-
KapOOHOBOI KNCMNOTH,
3-amiHobeH3unamig
KapOOHOBOI KNCINOTH,
3-meTuncynbgamoinbeHsmn amig 2-(3-
nipyaun)nipumianH-5-kapboHOBOI KMCNoTH,
4-cynbdamoinbeHavnnamig 2-nipason-1-
innipymianH-5-kapboHOBOI KMCMOTH,
(TeTparigponipan-4-in)amig  2-(2-meTtunTiason-4-
in)nipumigunH-5-kapboHOBOI kKMCNOTH,
(TiodhbeH-2-inmeTun)amig, 2-heHinnipumignH-5-
KapOOHOBOI KNCMNOTH,
(4-meTnn okcason-2-in)amig 2-eHinnipumignH-5-
KapOOHOBOT KMCNOTH,
eTUnoBun edip MeTOKCiiMiHO-{2-[(2-
deHinnipumianH-5-kapboHin)amiHo]tiazon-4-in} outo-
BOI KUCNOTH,
(5-meTtuncynbdanin-[1,3,4]tiagiason-2-in)amig 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
€TUnoBuin eqgip 2-[(2-cpeHinnipumignH-5-
kapboHin)amiHo]6eH3oTia3on-5-kapboHOBOI k1MCNoTH,
(1-cpeHineTun)amig (R)-2-dpeHinnipnmigmH-5-
KapOOHOBOI KMCNOTH,
[3-(1H-TeTpason-5-in)deHinlamia 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
(1-kapbamimigoinninepuauH-4-inmetun)amig ~ 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,
amig 5-[(2-cpeHinnipumignH- 5-kap6oHin)amiHo]-
1H-iHaon-3-kapboHOBOI KNCNOTH, |
[3-(2-amiHoTiazon-4-in)deHinlamig 2-
deHinnipnmignH-5-kapboHOBOT KUCNOTH,
{4-[2-(1,3-piokco-1,3-aurigpoisoiHgon-2-
in)etun]tiason-2-injamig 2-cbeHinnipumignH-5-
KapOOHOBOI KNCMNOTH,
[2-(niponignH-1-cynbgoHin)etun]amig 2-(3-
dTopheHin)nipumianH-5-kap6oHOBOT KUCMOTH,
TpeT-6yTunosun edip [3-({[2-(3-pTOpdeHIn)-4-
MEeTUMNIPUMIONH-5-kapOoHin] amiHo} mMe-

2-peHinnipnmignH-5-
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Tnn)6eH3nn]kapbamMiHOBOI KUCNOTH,
3-[(nipnguH-2-inmeTnn)cynegamoin]beHavnamis
2-(3-cpTopdeHin)nipumignH-5-kapboHoBOI kncnoTu,
3-(3-rigpokcun-2,2-
avmMeTunnponincynbdamoin)beHannamis 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCNOTH,
3-(2-rigppokcun-2-
MeTunnponincynsgamoin)oeHsunamis, 2-(3-
dTopeHin)nipmianH-5-kapboHOBOI KMCHOTH,
3-[(TeTparigponipaH-4-
inmeTnn)cynbgamoin]beHannamia 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCHOTH,
3-(4-rigpokcunbyTuncynsdamoin)oeHsunamig  2-
(3-dpTOpdheHin)nipumignH-5-kapboHOBOI KMCNoTH,
3-[2-(2-
rigpokcieTokcun)etuncynbdamoin]beHsunamia  2-(3-
dTopeHin)nipmianH-5-kapboHOBOI KMCHOTH,
3-[(TeTparigpodypaHT-2-

inmeTnn)cynbgamoin]beHannamia 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCHOTH,
3-i306yTnncynbamoinbeHsmnamis 2-(3-

dTopheHin)nipumianH-5-kapboHOBOI KUCHOTH,

(5-izonponincynbdamoinnipuamnH-3-inmeTnn)amia
2-(3-cbTopdeHin)nipumiguH-5-kapboHOBOI k1ucnoTu,

(5-meTtuncynedamoinnipuguH-3-inmetTun)amig  2-
(3-dbTOpdeHin)nipumignH-5-kapboHOBOT KMCNOTH,

(2-metuncynsdamoinnipngunH-4-inmeTun)amig  2-
(3-dpTOpdeHin)nipumignH-5-kapboHOBOI KMCNoTH,

(2-metuncynedamoinnipnguH-4-inmeTun)amig  2-
(3-dpTOpdheHin)-4meTunnipumigunH-5-kapboHoBOi  Knc-
notu, abo

(5-isonponincynsgamoinnipuanH-3-inmeTtun)amig,
2-(3-cbTOpdheHin)-4-MeTunnipuMianH-5-kapOoHOBOI
KNCNoTw,

abo rigpat, conbBat abo noro N-okcua, abo ii
dapmaLeBTUYHO MPUNHSATHA Cirlb.

Y chepy oaHoro BuHaxony Takox BxoauTb dap-
MaLeBTMYHA KOMMO3uLid, WO MICTUTb bapMaLueBTnY-
HO eeKTUBHY KiNMbKiCTb CMOMyKW, sika ckrnagae npea-
MeT [aHoro BuHaxody, B CyMili 3 dapMaueBTUYHO
NPUAHATHUM HOCIEM.

Cnonykn AaHoro BuHaxogy € iHribitopamm PGDS
i, TAKUM YMHOM, KOPMWCHI AN NiKyBaHHA anepriyHnx
i/abo 3ananbHUX po3nagis, 30KpemMa Takux po3nagis,
SIK anepriyHMn puHIT, actTma i/abo xpoHiyHe obCTpyk-
TUMBHE 3axBOploBaHHSA nereHb (XO3JT).

OTXe, LLe OAMH acnekT BUHaxXoay, LU0 OMUCYETb-
cs TyT, HanpaBneHun Ha cnocib nikyBaHHSA nauieHTa,
WO CTpaxpae Ha anepriyHui puHiT i/abo actmy, 3a
OOMOMOroK  BBEAEHHS nauieHTy apmMaueBTU4HO
edeKTMBHOI KinbkocTi cnonyku dpopmynu (1).

PosymieTbes, Wwo TepMmiH "nikyBaHHS" pO3MNOBCHO-
OXYETbCA 9K Ha NpodpinakTuyHy Tepanito Ans iHridy-
BaHHs PGDS, Tak i Ha nikyBaHHsI BiJOMWX rOCTpUX
abo XpOHiYHMX abo qoisionoriyHMX 3axBOpPHOBaHb, MO-
B's3aHux 3 PGDS, 3 Tum wob BunikyBaTn nauieHTa,
IO CTpaxaae Ha BKa3aHi 3axBOPOBaHHs, abo nonin-
WNTK pisgionoriyHni cTaH, NoB'a3aHnin 3 HUMK. Pisio-
NOriYHi CTaHu, WO OBroBOPHOOTHCA TYT, BKIOYAKOTh
Oesiki, ane He BCi, MOXIMBI KNiHiYHI cuTyauii, B AKX
AopeyHe niKyBaHHS arepriyHoro puHiTa i/fabo actma.
daxiBuaM, WO NPaKTUKYTb B AaHii ranysi, gobpe
BiOMi 06CTaBUHM, LLLO BUMaratTb fiKyBaHHSI.

Ha npaktuui cnonyku, Wo cknagawTb npegmet
OaHoro BMHaxody, MOXyTb BBOAMTUCS Y BUMMsAi da-
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pMaUEeBTUYHO NPUMHATHUX MiKapCbKMX (OOPM NIOAUHI i
iHLWMM ccaBLUsM 3a JOMOMOro MicueBoro abo cuc-
TEMHOro 3acTOCyBaHHS, B TOMY YMCHi NEpOParnsHOro,
iHranAuinHOro, pekTanbHOro, HasanbHoro, GykanbHo-
ro, cybniHreanbHoOro, BariHanbHOro, KWULLKOBOro, na-
peHTepaneHOro (B TOMy YMCri NiALUIKIPHOrO, BHYTPILL-
HbOM'sI30BOIO, BHYTPILLUHLOBEHHOTO,
BHYTPILLHBOLLKIpPHOrO, iHTpaTekanbHoOro Ta enigypa-
NBHOrO), iHTPaUUCTEPHaNbHOMO | BHYTpILHbOYEpe-
BMHHOro. lMoTpibHo GpaTn o yBaru, WO KOHKPETHUN
crnocib BBeOeHHs MOXHa BapitoBaTW, Hanpuknag, 3a-
NEeXHO Bif i3ioNnoriyHoro craHy nauieHTa.

«dapmaLeBTUYHO  NPUAHSATHUMMK  NiKapCbKUMU
dopmamny HasMBalTbCA MiKapCbKi HOPMU CMONYKM,
O cKnagae npeaMeT 4aHoro BMHaxony, Ski BKMoYa-
10Tb, Hanpuknag, Tabnetku, Apaxe, MOPOLUKW, enik-
cvpW, cuponu, pigki cknagu, B TOMY Yuchi CycneHasii,
cnpei, iHranaHTn, TabneTkn, KOPXUKKA, eMynbcCii, po3-
YMHW, TPaHymnKu, Kancynu i CynosvTopii, TakoX piaki
ckrnagun Ans iH'ekuin, B TOMy YMChi JINOCOMHI npena-
patn. 3aranbHUi ONMC MEeTOAiB i CKnagiB MoXHa
3HaWTM B  OCTaHHbOMY BuaaHHi  Remington's
Pharmaceutical Sciences, Mack Publishing Co.,
Easton, PA.

Ocob6nuBuM acneKkTom [aHoro BMHaxody € Cro-
nyka, WO ckrnagae npegMeT OaHOro BMHAxXoAdy, ska
NOBWMHHA BBOAMTUCS Y hopmi hapMaLeBTUYHOT KOM-
noswuuii.

dapmaLeBTUYHO NPUNHATHI HOCIT MalTb B CBOE-
My cKknagi WoHanMMeHLle OgMH 3 KOMMOHEHTIB, SKUMMU
MOXYTb OYyTU hapMaLeBTUYHO MPUMAHATHI HOCII, po3-
pioxyBadi, 060NOHKKM, ag'toBaHTU, ekcuunieHTn, abo
cepefoBuLla, Taki sIK KOHCEpPBaHTW, HanoBHKOBaui,
posnyLuyBadi, 3MOYyBarnbHi PEYOBUHW, eMyrbratopu,
ctabinisatopy emynbcii, cycneHayBarnbHi PeYOBUHM,
i30TOHIYHI peyoBMHM, MigCONoaXKyBadi, cCMakoBi fob6a-
BKW, apomatusaTtopu, 6apBHukM, GakTepuumaHi 3aco-
Ou1, NpoTUrpMbKoBI 3acobu, iHWI TepaneBTUYHI peyo-
BVHW, KOB3Hi PEYOBVHU, PEYOBMHW, LLO YMOBIMbHIOTb
abo NpUCKOPIOITL BCMOKTYBaHHS, | 103yt0di peyoBU-
HW, 3aNneXHo BiA 0cobnmMBoCTEN cnocoby BBEOEHHS i
nikapcbKoi hopmu.

Mpuknagammn cycneHayBanbHUX PEYOBUH € €TOK-
CUNbOBaHI i30CTEeapuIoBi CNMPTK, NONIOKCIEeTUNEHCOo-
pbiT i cknagHwii edip copbiTaHy, MikpokpucTanivyHa
Lentnosa, MeTarigpokcua antomiHito, 6eHToHIT, arap-
arap i TparakaHT abo CyMmiLLi LMX PEYOBUH.

Mpuknagamyn GakTepuUMAHUX | NPOTUIPUOKOBUX
peyoBMH, WO 3anobiraoTb Ailo MikpoopraHiamis, €
napabeHn, xnopbyTtaHon, deHon, copbiHoBa Kucnota
i noaibHi im peyoBuHM.

[Mpuknagamm i30TOHIYHUX PEYOBUH € LIyKOp, XIO-
pvAa HaTpito i NoAibHI iM pevyoBMHN.

Mpuknagammn pevyoBWH, WO YMOBIMLHIOKTL i MO-
[LOBXYIOTb BCMOKTYBaHHsi, € MOHOCTEeapart artoMiHito i
XKenaTuH.

Mpuknagamy pevyoBUH, O MPUCKOPIOTL | CTU-
MyniotoTb abcopbuito, € gumeTuncynsdokeus i noro
aHanoru.

Mpuknagamy po3spigxyBadis, PO34YUMHHUKIB, HOCI-
B, contobinisyBanbHMX LOMILLOK, eMynbraTtopiB i cTa-
GinisaTtopiB emynbCii € Boga, xnopodgopM, caxaposa,
eTaHor, i30MponifoBui CNUPT, eTUNnoBun edip BYyri-
NBHOI KUCNOTKW, eTunaueTtaT, 6eH3unoBui cnupT, TeT-
parigpocdypdypunosuii cnupt, 6eH3aunbeHsoat, no-
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nionu, nponinexrnikons, 1,3-6yTuneHrnikonb, rniue-
pWH, nonieTuneHrnikoni, gumeTundgopmamia, Tweeno
60, Spano 60, ueTtocTeapunosui CMpPT, MiPUCTUIO-
BMIN CNMPT, MMiLepunMoHocTeapar i naypwncynsdar
HaTpito, cknagHui edip copbiTaHy i XUPHUX KUCHOT,
pocnuHHi onii (Taki sk 6aBoBHSAHa onid, apaxicoBa
onisi, oNMBKOBa Onisl, PULMHOBA Ofist | KYHXXyTHa 0ris)
i iH'ekTOBaHi opraHiyHi edipn, Taki sk eTtunoneart i
nomy nogibHi, abo BiANOBIAHI CyMiLLi LIMX CMOMYK.

Mpuknagamy OPMOTBOPHMX HAaMOBHIOBaYIB €
NaKkTo3a, MONOYHMI LyKOp, uMTpaT HaTpito, kapboHaT
KanbLio i AvkanbLuindocdar.

Mpuknagammn posnywyBayiB € Kpoxmarnb, anbri-
HOBI KNCNOTW i AesKi CKNaaHi cunikaTtu.

Mpuknagamm KOB3HMX PEYOBMH € cTeapaT Mar-
Hito, naypuncynbdaTt HaTpilo, Tanbk, a TakoXx nonie-
TUNEHTNIKONi 3 BUCOKOK MOMEKYISIPHOKO Baroko.

Bunbip dapmaueBTU4HO NPUIHATHOTO HOCIs, 3a-
ranom, BM3Ha4aeTbCsA BignNoBiAHO A0 XiMiYHMX BRac-
TUBOCTEW aKTMBHOI CMOMyK, TaKMX $IK PO3YUHHICTb,
MEeTOo[ 3aCTOCYBaHHsI i 3anobixHi 3acobu, sknx Heob-
XiAHO JOTpUMYBaTUCA B hapMaLeBTUYHIN NpaKTuL,i.

dapmaueBTUYHI KOMMNO3KLi, WO CknagatTb npe-
OMEeT [aHoro BMHaxoay, npuaatHi Ans nepoparnbHOro
3aCTOCYBaHHS, MOXYTb SBNSATU COOOK OKpPEMi OANHU-
i, Taki Ak TBepAi nikapcbki dopMK, Taki AK Kancynu,
obnatkn abo TabneTtkn, KOXHa 3 AKUX MICTUTb NEBHY
KiNbKIiCTb aKTUBHOrO iHrpedieHTa, abo Taki Ak MOpOLLKU
abo rpaHynu, abo pigki nikapcbki opmMu, Taki SK po3-
4YnHu abo cycneHsii y BogHOMy abo HeBogHOMY pia-
KoMy cepegoBuwi, abo pigki emynbcii Macna-B-Bogi
abo Boga-B-Macni. AKTMBHWIA iHrpegdieHT TakoX He-
o6oB'sA3koBO Mae cdopmMy Oontocy, enektyapito abo
nacTu.

«TBepaa nikapcbka dopma» O3Havae mnikapCbKy
¢opmMy Cronyku, WO cknagae npegMeT 4aHoro BUHA-
X0A4y, Y BUrMsiAi TBEPAOI PEYOBUHW, HAMpUKNag Kan-
cynu, TabneTku, nintoni, nopowkn, apaxe abo rpa-
Hyn. Y Takux TBepaux nikapcbkux dopmax cronyka,
WO ckrnagae npegMeT AaHoro BuHaxody, AodaHa B
LLOHaMeHLUEe OOUH iHEPTHWUIA HanoBHOBaY (abo Ho-
Cii), WO TpaauuiNHO BMKOPUCTOBYETLCH, Hanpuknag
umTpat HaTtpito abo aukanbuindgocdat abo (a) Hano-
BHIOBaJi abo cepefoBuLla, Taki siK, HaNpuKNag, Kpo-
XMarb, fakTo3a, caxaposa, rnKo3a, MaHiT i KpeMHie-
Ba kucnota, (b) 3B'A3yBanbHi pevyoBMHW, Hanpuknag,
kapOoKkcumeTunuenonosa, anberiHaTk, XenatuH, i
nonieiHinNNiponigoH, caxapo3a i apasilicbka Kamenp,
(c) 3BonoxyBanbHi peyoBMHW, Taki £K, Hanpuknag,
rniuepwH, (d) posnywyBsadi, Taki Ak, Hanpuknaa, arap-
arap, kapboHaT kanbLilo, KapTonnsHMM abo MaHIOKO-
BUA Kpoxmanb, anblfiHOBa KWUCMOTa, MEBHi CcKnagHi
cunikatm i kapboHaTt HaTtpito, (€) Ppo3YUHU-
yNoBinbHIOBaui, Taki sk, Hanpuknag, napadin, (f) npu-
ckoptoBadi abcopbuii, Taki sk, Hanpwuknag, 4eTBep-
TUHHI aMOHIEBI Cnonyku, (g) 3BONoXyBarnbHi pe4yoBu-
HW, Taki €K, Hanpuknag, UeTWNoBuMhA CiuMpT i
rniuepuHMoHocTeapart, (h) agcopbeHTu, Taki sK, Ha-
npuknag, kaoniH abo 6eHTOHIT, (i) KOB3HI peyoBUHM,
Taki sk, Hanpuknag, Tanbk, cTeapaT KanbLito, cTeapar
MarHito, TBepai nonieTunexrnikoni, naypuncynsdar
HaTpito, (j) 3aMyTHIOBarbHi KOMMOHEHTH, (K) OydepHi
PEYOBMHU | areHTU, BUBIMbHIOWOYI CMOMYKK, WO CKna-
JalTb NpegMeT AaHoro BMHaxody, 3 BiACTPOYKOLO, B
NEBHIN YaCTWHI KMLLKOBOrO TPaKTY.
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TabneTka Moxe ByTW NpuUrotoBaHa NpecyBaHHAM
abo dopmyBaHHsIM i HeODOB'A3kOBO Mae OAauH abo
Oekinbka OonoMiKHUX KOMMOHeHTIB. [MpecoBaHi Tab-
NeTkn MOXHa OTpUMyBaTW NPEeCyBaHHAM Y BignoBia-
HOMY anaparti aKTUBHOrO iHrpefieHTa B CUMKi popmi,
Takin ik Mopolok abo rpaHynu, sika HeobOB'A3KOBO
3MillaHa 3i 3B'A3yBanbHO PEYOBUHOKD, KOB3HOK pe-
YOBWHO0, IHEPTHUM PO3pigXKyBayeM, KOHCEPBaAHTOM,
NoBepXHEBO-aKTUBHOK abo AvcnepryBanbHOK peyo-
BMHOK. MOXyTb BUKOPUCTOBYBATUCH TaKi eKCLMMIEH-
TW, SIK NaKTo3a, UMTpaT HaTpilo, KapboHaT Kanbuito,
Avikanbuindocdat i posnywyBadi, Taki SK kpoxmarns,
anbriHOBi KMCMOTKU | NEBHi CKNaAHi cunikatu, 3MillaHi
3i MacCTUNMbBHUMW peYoBUHaMU, TaKUMKU SK cTeapar
MarHito, naypuncynbsdar HaTpito i Tanbk. Cymiw no-
POLUKOMOAIGHNX CMOMyK, 3MOYEHY iHEPTHUM pPigKUM
pospigKyBadyeM, MOXHa hopMyBaTU Ha BiAMNOBIOHIN
yCTaHoBUi ANA OTpMMaHHA opmMoBaHMX TabneTok.
TabneTkn HeOOOB'A3KOBO MOXYTb MaTV NOKPUTTS abo
HaCi4yKM, a TaKOX MOXYTb MaTWU cknagi wo 3abesne-
Yyye noBinbHe abo KOHTPONbOBaHE BUAINEHHS BMICHO-
ro B HUX aKTUBHOTO iHrpeaieHTa.

TBepai KOMNO3uUIl TakoX MOXYTb BUKOPUCTOBY-
BaTUCS SK HAMOBHIOBaYi B XXENaTUHOBMX Karncynax 3
M'sikum abo TBEpAMM HAaNOBHEHHSM 3 BUKOPUCTAHHSAM
Takux IHEPTHUX HamnoBHIOBauiB, SK nakTto3a abo Mo-
TNOYHUIA LIYKOP, a TaKOoX MornieTuneHrnikonen 3 senu-
KO MOMNEKYIIAPHOI Baro i NoAibHMX iM peyoBUH.

Y pasi HeobxigHOCTi, a Takox Aans Ginbw edek-
TMBHOrO po3nogdiny crnomnyka moxe Oyt MikpoiHkan-
CynbOBaHOI B cuUcCTeMax MoBinbHoro abo Hanpaene-
HOr0 BWBINbHEHHS, TakMx sK GiocyMicHi, momniMepHi
mMaTtpuui, ki GioposknagatoTbes (Hanpuknag cniBno-
nimep d,1-naktnay 3 rnikonigom), Ninocomu i Mikpoc-
depu Ana nigwkipHoro abo BHYTPILLIHLOM'S30BOrO
iH'EKTYBaHHA METOAOM, 3BaHWM MigLLKIPHOW abo BHY-
TPILWHLOM'SI30BO0 iH'EKLIEID YNOBINBHEHOIO BCMOKTY-
BaHHs, LWO 3abe3ne4vye NoBiNbHe BUBIMbHEHHS CNOMy-
kn(k) npotarom 2 TwkHiB abo poswe. Cnonyku
MOXYTb ByTW cTepunisoBaHi, Hanpuknag inbTpaLieto
Yyepes3 QinbTp, WO 3aTpumye bakTepii, abo nogaBaH-
HAM CTEpUIi3yro4MX PeyoBUH Y (POPMi CTEPUNBHUX
TBEPAUX KOMMO3ULIN, SKi MOXYTb ByTW pO3yMHEH B
CTepurbHii BoAi abo iHWOMY CTEepWUNbHOMY iH'€KTO-
BaHOMy cepefoBuLLi 6e3nocepeaHbO nepes 3acTocy-
BaHHAM.

«Pigka nikapcbka bopmay» 03Havae popmy akTu-
BHOI CMOMyKuW, ka BBOAUTLCS NauieHTy B pigkin cop-
Mi, Hanpvknag y Burnsgi gapmaueBTUYHO MPUAHAT-
HUX €eMyrnbCiil, PO3YMHIB, CycneHsii, cuponis abo
enikeupis. KpiM akTMBHOI cnonyku pigki nikapceki ¢o-
pPMU MOXYTb MICTUTW iHEPTHI pO3pifKysadi, WO 3a-
3BMYaN BUKOPUCTOBYIOTbCS Y [AaHin ranysi, Taki sk
PO34YMHHMKK, COMoBini3yBanbHi peyYoBUHU i eMynbra-
TOpW.

BogHi cycneHsii MOoXyTb MICTUTM emynbratopu
ab0 peyvoBUHY, LLIO CNIPUSIIOTL YTBOPEHHIO CYCNEH3il.

dapmaueBTUYHI KOMMNO3uLii, NpuaaTHi gnsa Mmic-
LeBOro 3aCTOCyBaHHs, - Le cknagu y ¢opmi, wo go-
nyckae micueBe BBeAeHHA nauieHTy. Cknagnm MoXyTb
MaTn opMy Masei MiCLLeBOro 3aCTOCyBaHHs, 6anb-
3aMiB, NMOPOLLIKIB, CNPEIB i iHransaHTiB, renis (Ha BOAHIN
abo cnMpTOBI OCHOBI), KpEMIB, LLO 3a3BM4Yal BUKOPU-
CTOBYIOTbCS B AaHin ranysi, abo 6yTn BknOYeHUMU B
MaTpU4HYy OCHOBY AN 3aCTOCYBaHHS siK MnacTupy,
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wo 3abe3nevye KOHTPONbOBAHE BUBINbHEHHS Cromny-
KM Yepes LKipHUA Gap'ep. Y cdopmi Masi akTUBHI iHr-
peaieHTn MOXyTb BWKOpUCTOBYBaTUCHA 3 napadiHo-
BMMM  abo  BOAOPO3YMHHMMM  OCHOBamu. Y
anbTepHaTVBHOMY BapiaHTi akTUBHI iHrpegieHTn Mo-
XyTb MaTu popMy KpeMy Ha MacnsHO-BOAHIN OCHOBI.
Cknagn, npusHayeHi OAns MiCLEBOro 3acTOCyBaHHS
yepes odi, ABMATb COOO0K OYHI Kpanni, B SIKUX aKTu-
BHUI iHrpedieHT po3unHeHun abo cycneHaoBaHUn y
BiANOBIAHOMY HOCIi, ik NpaBWno, BOAHOMY PO3YUHHU-
Ky. Ckrnagu, npyM3HayeHi 4N MiCLLEBOro 3acToCyBaHHS
yepes crm3oBy ODOMNOHKY poTa, BKYaTL Tabnet-
KW, WO MalTb B CBOEMY CKNafi akTUBHUM iHIpedieHT y
CcMmakoBiln gobaBLi, Sk NpaBuno, caxaposi i apaBiicb-
Kin kameni abo TparakaHTi; NnacTUMkK, WO MakTb B
CBOEMY CKMai akTUBHUW iHIPedieHT Ha iHepTHiA oc-
HOBI, Taki sk XenatuH i rniuepuH, abo caxaposa i
apasiiicbka kamefb; i Ckrnagun Ansi NONOCKaHHA poTa,
WO MawTb B CBOEMY CKnafi aKTUBHWWA iHrpedieHT y
BiANOBIAHOMY PiOKOMY HOCIT.

MacnsHa ¢asa emynbCinHUX hapMaueBTUYHNX
KOMMO3ULN MoXe ByTK OTpuMaHa 3BUYamHMM CMoco-
6om 3 Bigomux iHrpegieHTiB. Lis dpasa HeoboB'sI3KOBO
Mae B CBOEMY CKnapfi Tinbku emynbratop (Takox 3Ba-
HUA eMynbryBanbHOI PEYOBMHOW), oaHaKk OaxaHo,
wo6 40 Hel TakoX BXoAmna CyMill LoHaMMeHLIe oa-
HOro emynbraTopa 3 xupom abo macrnom, abo emynb-
raTtopa 3 XX1pOoM i Macriom. Y KOHKPETHOMY 3[iNCHEHHI
BMHaxo4y B CKMNag BKITHOYEHUN TigpoinbHUN emMynb-
raTop nopsag 3 NinodinibHUM eMynbratopoM, KU aie
Ak crabinisatop. Emyneratop(u) pasom 3 crabinisa-
TopoM(amun) abo 6e3 HbOro YyTBOPHOKTL BICK, LLO eMy-
NbryeTbesl, a pa3oM 3 AMCNeProBaHo ¢a3o KpemMo-
BUX CKnagi..

Mpu HeobxigHoOCTi BogHa hasa KpemMOBOi OCHOBU
MOXe BKM4YaTW, Hanpuknag, He MeHwe 30%
Bar./Bar. G6aratoaToMHOro cnumpty, To6To cnupTty 3
ABoma abo Binblue rigpoKCMNbBHUMK rpynamu, Hanpu-
Knag nponineHrnikones, 6yTaH-1,3-gion, MaHiT, copbiT,
rniuepuH abo nonietunexrnikons (B Tomy uucni PEG
400) i ix cymiwi. Cknagn ana MicueBOro 3acTocyBaH-
HA MOXYTb, sIKLWO Tpeba, MaTu B CBOEMY ckragi cro-
NYKY, O CTUMYMOE BCMOKTYBaHHSI @00 MPOHUKHEHHS
aKTMBHOTO iHrpeAieHTa yepes LWKipy abo iHWi nowko-
DPKEHI 30HMU.

Bubip BignoBigHMx Macen abo xupiB Ans BUKO-
pUCTaHHA B CKMNagi 3anexuTb Big BNacTUBOCTEN, SKi
HeobxigHO oTpumatu. BaxaHo, wob kpem 6yB 0cob-
NMBO HEXMUPHUM, LU0 HE 3anuvliae nnsm i NpoayKToM,
O 3MMBAETBLCS, NPUAATHOI KOHCUCTEHLT, WO He Oo-
nyckae BWTIKaHHS 3 THOOUKIB abo iHWWX EMHOCTEN.
MoxyTb BUKOPUCTOBYBATUCH MiHIMHI | po3ranyxeHi
O[lHO- | ABOOCHOBHI arkinosi edipu, Taki K Aiisonpo-
ninmipucraT, geuwnornear, idonponinnanbmitaT, 0y-
TUncTeapart, 2-eTunrekcunnanbemitat abo  cymil
cknagHoro edipy 3 poaranyXeHuM naHLorom, sigoma
sk Crodamol CAP. BoHu MOXyTb BMKOpUCTOBYBaTUCSH
okpemo abo B cymillax, 3anexHo Big GaxaHux Bnac-
TMBOCTEW. AK anbTepHaTnBa MOXYTb BUKOPUCTOBYBa-
TMCA MiNiAM 3 BWCOKOK TeMnepaTypolo NNaBneHHs,
Taki gk 6inuMn M'akMin napadiH, i/abo pigknii napadiH,
abo iHWi miHepanbHi Macna.

dapmaLeBTUYHMMM KOMMO3ULIAMW NS pekTarb-
Horo abo BariHambHOrO BBEAEHHS Ha3WBaKTbCA
cknagu, dopMa skMx Jonyckae pektanbHe abo Bari-

93213 40

HanbHe BBEAEHHS NauieHTy, i sKi MICTATb LWOHanMme-
HWe OoaHy CMOnyky, WO cknagae npegmeT AaHoro
BMHaxogy. CynosuTopii aBnsioTbL coboto ofHy 3 hopm
Takux cknagiB, sIKy MOXHa OTpUMATW 3MilLyBaHHAM
cronyk, Lo cknagatTb npegmMeT AaHoro BUHaxoay, 3
BiQNOBIAHMMM HENOAPA3HIOBANIbHUMUN CepeaoBULLIAMM
abo HocisiMK, Hanpuknag onis Kakao, nonieTUneHrni-
Konb abo BOCKOBa OCHOBa CYMoO3UTOpItD, SAKi 3HAxXo-
OATbCA B TBEPAOMY CTaHi Npu 3BMYaNHUX Temnepa-
Typax, ane ctalTb PigkMMK Mpu TemnepaTypi Tina i
TOMY NNaBnASATbCA MpW pekTanbHoMy abo BariHanb-
HOMY BBEOEHHI i BUBINbHSIOTb aKTUBHWI iHFPEedieHT.

dapmaueBTUYHI Cknagu, WO BBOAATLCS 3a A0-
NMOMOrOH0 iH'EKLIiT, MOXYTb BBOOUTUCH BHYTPILLHHOM'S-
30BO, BHYTPILUHLOBEHHO, BHYTPILLHbOYEPEBUHHO i/abo
nigwkipHo. Cknagu, Wo cknagawTb npeaMeT 4aHoro
BMHaxody, roTyloTb B PiOKMX pO34vMHax, 30Kkpema B
igionoriyHo cymicHMX OBydepax, Takux sK PO3YMH
XaHka abo posumH PiHrepa. Kpim Toro, cknagn mo-
XyTb OyTn npurotoBaHi B TBepAii opMi i NOBTOPHO
po34MHeHi abo cycrneHgoBaHi 6e3nocepenHbO nepen
3actocyBaHHAM. MoxXnmBi TakoX niodinisoBaHi dop-
Mu. Cknagn € CTEepUNbHUMYK i BKMOYaOTb eMynbCil,
CycneHaii, BOAHI i HEBOOHI po3unHM ANns iH'eKUin, ki
MOXYTb MICTUTW CycrneHAyBarnbHi PEYOBUHW, 3aryLly-
Baui i aHTMokcmaaHTu, Bydepu, bakrepioctatu i go-
MiILLKW, WO pobnsaTb cknapj i30TOHIYHMM, i MaTu npa-
BWNMbHO nigibpaHu piBeHb pH, wWo Bignosigae
NMOKa3HMKY KPOBi nauieHTa, sikomy Oyae BBOAUTUCS
npenapar.

dapmaueBTUYHMMM KOMMO3ULiSMK, WO cKnaga-
I0Tb NpegMeT [aHoro BUHaxody, NpuaaTHUMU Ans
HasanbHoro abo iHransauiHoro BBeAEHHS, Ha3uBa-
I0TbCS Cknaau, opma SKMX NpuaaTHa Ons BBEAEHHS
nauieHTy HasanbHo abo iHransuinHo. Cknag moxe
MIiCTUTM HOCIN Yy POPMi MOPOLLKY 3 PO3MIPOM YacTu-
HOK, Hanpvknag, B gianasoHi Big 1 oo 500 mikpoH (B
TOMY 4ucni 3 po3MipamMu YaCcTUHOK B AianasoHi Big 20
00 500 MiKpoH 3 KpokOM 5 MiKpoH, TO6TO 3 po3amipamu
30 mikpoH, 35 mikpoH i T.4.). o BignoBigHUX cknagis
3 pigKMM HOCIEM AN 3aCTOCYBaHHS, Hanpuknag, sk
crnpeto abo kpanenb ANS HOCA, BiQHOCATHCA BOAHI
abo mMacnsHi po3vMHM akTMBHOrO iHrpegdieHTa. Ckna-
an, npuaatHi Ans aepo30SibHOro BBEAEHHS, MOXYTb
OyTM oTpMMaHi BignoBiAHO OO TPaAMUiIiHUX MeToaiB i
BBOAMTUCA 3 iHWMMWN TepaneBTUYHUMM PEYOBUHAMMU.
[na npoBedeHHs iHransauinHoi Tepanil MOXyTb BMKO-
puycTOBYBaTUCS A03YH0ui iHransTopu abo 6yab-ski cyxi
NOPOLLKOBI iHransaTopu, Taki sk Eclipse, Spinhaler®
abo Ultrahaler®, 3rigHo 3 onnucom B NaTEHTHI 3asBLi
WO 2004/026380 i B nateHTi CLLUA Ne 5176132.

[aHe [po3yBaHHA akTMBHOMO iHrpedieHTa(is) B
ckrnagax, Lo CKnagaroTb NpeaMeT AaHOro BUHAXOAY,
MOXHa BapitoBaTM 3 METOK OTPMMAHHS KiNbKOCTI ak-
TMBHOTO iHrpegieHTa(iB), epeKTMBHOro Ans oTpUumaH-
Hs GaxaHoro TepaneBTUYHOro edekTy AN NEBHOro
cknagy i metody Moro BBeAEHHS nauieHTy. Tomy go-
3yBaHHs1, BUOUpaHe ANsi KOXHOro nauieHTa, 3anexuTb
BiJ, MHOXMHW YMHHMKIB, TakMx Sk HGaxaHun Tepanes-
TUYHWIA edekT, cnocib BBeaeHHs, 6axkaHa TpuanicTb
NiKyBaHHSA, eTionoria i TAKKICTb 3aXBOPHOBAHHS, CTaH
nawlieHTa, Bara, ctaTb, [Ai€Ta i BiK, TMN | aKTUBHICTb
KOXXHOTO aKTUBHOrO iHrpeAieHTa, WBMAKOCTI abcopb-
uii, meTaboniam i/fabo BUOINEHHS i iIHLUNX YUHHUKIB.

[MoBHa geHHa Ao3a crnomnyku, Wo ckrnagjae npeg-
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MEeT [aHOro BMHAxXo4y, WO BBOAUTLCS MNaLiEHTY Yy
BUrNsAi oaHiel abo Oekinbkox 003, MOXe ckragaTw,
Hanpwvknag, Big npnbnuavo 0,001 go npmnbnuaHo 100
Mr/Kr Barum Tina Ha geHb, 3o0kpema, Big 0,01 go 10
Mr/kr/aeHb. Hanpuknag, Ans [opocnoro [osn, siK
npaBuno, cknagawTb Big npuonusHo 0,01 oo npub-
nun3Ho 100, 3okpema, Big npmbnmaHo 0,01 go npnbnu-
3Ho 10, Mr/kr Baru Tina Ha OeHb Npw iHransuii, Big
npnénusHo 0,01 go npubnusHo 100, 3okpema, Big 0,1
po 70, 6axano Big 0,5 oo 10, mr/kr Baru Tina Ha AeHb
npu nepopanbHOMY BBeAEHHi, i Big npnbnuaHo 0,01
0o npubnuaHo 50, 3okpema, Big 0,01 go 10 mr/kr Baru
Tina Ha AeHb Npu BHYTPILUHLOBEHHOMY BBEAEHHI.
MpoLEeHTHUIA BMICT akTUBHOrO iHrpegieHTa moxe 6ytn
pi3HMM, ane BiH NOBUHEH 3abe3neyyBaTh OTPMMAHHS
onTumarnbHoro Ao3yBaHHs. Jlikapceki bopmn Heobo-
B'A3KOBO MICTATb KiNbKOCTi abo A0nbHi 0aMHWLI 003K,
LLIO JO3BONATbL OTpUMaTn BaxxaHy AeHHy Ao3y. Oue-
BWOHO, WO MOXIIMBE MaWke OOHOYacHe BBEAEHHSI
OEKINbKOX CTaHgapTHMX [03. BBegeHHs 003 Moxe
OyTM HaCTINbKM YacTUM, Hackinbku HeobXxigHe AOns
DOCArHeHHs 6axaHoro TepaneBTUYHOro edekTy. [e-
AKi MauieHTV MOXYTb LIBMOKO pearyBaTW Ha Benuki
abo MeHLWi Jo3uK, | AN HUX MOXe BUSIBUTUCS afekBa-
THOK OinblW HM3bka NiATpUMykoYa Ao3a. Ons iHwmx
nauieHTiB Moxe OyTn noTpibHe TpmBane nikyBaHHS 3
iHTeHcuBHICTIO Big 1 40 4 003 Ha AeHb BiANOBIAHO A0
(pigionoriyHmx notpeb KkoxHoro nauieHta. Camo co-
6010 3p03yMmino, ANg iHWKX NauieHTiB Moxe ByTn noT-
piGHUM He Binblue ofHiei abo ABOX 403 Ha AEHb.
CrtanpgapTHi 0o3KM cknagiB MOXyTb OyTu oTpuMaHi
Oyab-SIKUM 3 TPaAMUiNHO BUKOPUCTOBYBaHWX METOAIB
y dapmauesTuui. Taki MeToau BKNOYaOTb CTagilo
3B'A3yBaHHA hapmMaLeBTUYHO aKTUBHOIO iHrpedieHTa
3 HOCIEM, WO cKnagaeTbcs 3 oAHOro abo AeKinbkox
OOMOMIKHUMX iHrpeaieHTiB. Ak npasuno, cknagu oTpu-
MYlOTb OAHOPIOHUM | HEMOBOPOTHUM 3B'A3yBaHHAM
aKTUBHOrO iHrpegieHTa 3 pigkmmm Hocismu, abo apid-
HO3EPHUCTUMWN TBEPAMMM Hocismn, abo oboma, 3

R?= BOJEHb

Cnonyka cdopmynu (1), pe R? aBnsie co6oto (Cs-
Cy)-ankin, moxe 6yTM OTpMMaHa, SIKk MOKa3aHO Ha
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noganslwmvmMm OpMyBaHHSAM MPOAYKTY, SKLWO Le He-
obxigHe.

Cknagm MoxyTb OyTV B ynakoBkax MO OOHIN O03i
abo no Jekinbka 003, HaNpuknag B 3anasiHUX amny-
nax i nnaweYkax 3 enacTtMyHMMmn npobkamu, i MoXyTb
36epiratncs B niodinizoBaHOMYy CTaHi, WO Bumarae
TiNbKN [0OAaBaHHA CTEPUIBbHOMO PigKOro Hocis, Ha-
npvknag Boau Ans iH'ekuin, 6e3nocepeHbO nepep
3acToCyBaHHAM. |HOUBIAYyaNbHI PO34MHKU ANS iH'EKUin i
cycneHsii MoXyTb 6yTW MpuroToBaHi 3i CTepUnbHMX
NOpPOLLKiB, rpaHyn abo TabneTok onMcaHux BULLE TU-
nis.

Crionyku, WO cknagalTb NpeaMeT AaHoro BUHa-
xo4y, MOXyTb OyTW OTpuMmaHi 3a JOMOMOroK 3acTo-
cyBaHHA abo apanTauii BigoMuMx MeToaiB, nig SKMMM
pO3yMiloTb METOAM, L0 BUKOPUCTOBYBANMUCS paHille
abo onucaHi B nitepatypi, Hanpuknag, onucaHi R.C.
Larock in Comprehensive Organic Transformations,
VCH publishers, 1989.

Y onMcaHux HWXK4e peakuisx MoXe BUHMKATK He-
OOGXigHICTb 3aXUCTUTU peakuiiHi yHKUIOHaNbHI rpy-
nu, Hanpuknag rigpoKCUnbHi, amiHo-, iMiHO-, Tio- abo
KapbokcunbeHi rpynu, Wo6 YHUKHYTKU iX HebaxxaHoi
yyacTi B peakuisx y Bunagkax, Komnv BOHW MOBUHHI
3anMwnTUCS B KiHLEBOMY NPOAYKTi. 3BUYAMHI 3aXUCHI
rpynu MOXyTb BWKOPUCTOBYBATMUCS BIiAMNOBIAHO A0
3aranbHOMPUAHATOI NPaKkTukW, Hanpuknag ave. T.W.
Greene and P.G.M. Wuts, Protecting Groups in
Organic Synthesis, 3rd edition, John Wiley & Sons,
Inc., 1999.

Cnonyka copmynu (1), e R? siBnsie coGoto Bo-
OeHb, MOXe ByT! OTpMMaHa, sk NnokasaHo Ha cxemi |
HWXYe, BHacnigoK peakuil amiguHOBOI CNoMyku, B AKin
R! BigMNOBidae HaBedeHOMY TyT BU3HAYEHHIO, 3 pea-
reHTom dopmynu (A) 3 yTBOPEHHAM cnonykn opmy-
nm (B), gka 6e3nocepegHbo abo yepes MpoaykT ria-
ponizy copmynn (C) npuegHyeTbcs OO amiHy
dopmynun (D), pe L'iR BignosigaloTb HaBegeHOMY
TYT BU3HAYEHHIO.

CxemMmal

©

cxewmi Il HxYe, BHacnigok peakuii amiguHoOBOI cnony-
kv, B sikin R* BignoBigae HaBegeHOMY TYT BU3HAYEH-
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HI0, 3 peareHToM cpopmynu (E), 3 yTBOpEeHHSIM crnony-
ku copmynm (F), sika 6Ge3anocepeaHbLo abo 4Yepes npo-
AYKT rigponisy cdopmynu (G) npuegHyeTbca A0 aMiHy

leLNj <

R? = (C;-Cy)-anxin

Cnonyku, Wo cknagalTb NpeamMeT AaHOro BUHa-
XOAY, TaKoX MOXYyTb ByTW OoTpumaHi NepeTBOPEHHSIM
OLHUX CrMONyK, WO CKMagawTb NpeameT OaHOro Bu-
Haxoay, Ha iHLui.

MoTpibHO BkasaTw, LLO CMONyKW, SIKi CKNagakwTb
npegmMeT 4aHOro BMHAxody, MOXYTb MICTUTU acumeT-
pUYHI LeHTpu. Lli acumeTpuyHi LeHTpn MOXYTb He3a-
nexHo 6ytn abo B R- abo B S-koHdpirypadii. Ans da-
XiBUS B ranysi O4eBMOHO, WO MEBHi CMOMyKW, LLO
cKnagaloTb npeamMeT OAHOro BUHAXoAy, MOXYTb Ta-
KOX BUSIBNATM reOMeTpuyHy isomepito. MoTpibHO po-
3yMIiTW, WO OaHUW BUHaXxi4 PO3NOBCIOLKYETLCA Ha
OKpeMi reoMeTpuYHi i3oMepun i cTepeoisomepn i ix
CyMiLi, B TOMY YuCAi pauemiyHi cymilli crnonyk 3 Ha-
BefdeHow Buwe dopmynoto (). Taki isomepn mMoxHa
BUAINUTK 3 X Cymilleln 3a 4ONOMOrol BiAOMUX METO-
ais abo ix mogudikauin, Hanpuknaga xpomarorpadiy-
HUX meTodiB abo meTodiB nepekpucTanisadii, abo
OTpMMaTK OKPEMO 3 BiAMNOBIAHUX i30MEPIB MPOMIKHMX
CMonyk.

Cronyku BMHaxoay, MeToam ix OTPUMaHHs, a Ta-
KOX ix BionoriyHa akTMBHICTb 6yayTh Binblu o4eBUAHI
3 aHanisy HacTymHUX NpUKNaziB, ski HABOAATLCHA BU-
KIMIOYHO §IK iNtOCTpaUis i He MOBWHHI po3rnsagaTncs siK
Taki, Wwo obmexyoTb 06csar BuHaxogy. Cnonyku gaHo-
ro BuHaxody iaeHTUMIKyloTbCH, Hanpuknag, 3a Aono-
MOTOK HACTYMHUX aHamN TUYHUX METOLIB.

Mac-cnektpu  (MC) 3anucyBarmm Ha  Mac-
cnektpomeTpi Micromass LCT. MeTtog 3acHoBaHum
Ha MNO3UTMBHIW iOHI3aUil enekTPopPO3NUIEHHSM i CKa-
HyBaHHi macu m/z Big 100 go 1000.

CnekTpy $4epHOro MarHiTHOro pes3oHaHcy (1H
AMP’ 300 My *H 3anucyloTb MpU KiMHaTHIN Temne-
paTtypi Ha cnektpomeTpi Varian Mercury (300 MI'n) 3
5 MM gatunkom ASW. Y 'H SAMP ximiuHi 3cysn (5)
BKa3aHi B MifbMOHHUX YacTkax (M.4.) BiQHOCHO TeT-
pameTuncunady (TMS) sk BHYTpILLHIA cTaHaapT.

Y HaBedeHuxX gani npuknagax i onucax cCUHTesy,
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dopmynu (D), ge L' i R® BignosigatoTb HaBeZeHoMY
TYT BU3HAYEHHIO.

Cxema II

' 2
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a TakoX B iHLWIN YaCTWHi 3asBKW, BUKOPUCTOBYBaHI
TEPMiHVM MaloTb HACTYMHI 3HAYEHHS: «Kr» - Kinorpamu,
«I» - rpaMu, «Mr» - MifirpaMu, «MKr » - Mikporpamu,
«MOnb» - MOMi, «MMOnb» - Miflimoni, «M» - mMoni Ha
niTp, «MMy - minimoni Ha niTp, «MKM» - MikpomMoni Ha
niTp, «HM» - HaHOMONI Ha NITp, «N» - NITPU, «MI» -
MininiTpyu, «Mkn» - mMikponitpu, «°C» - rpagycu Llenb-
Cisl, «T. MN.» - TOYKa MNaBMEHHS, «T. KUM.» - TOYKa
KUMiHHSA, MM PT. CT.» - TUCK B MifliMeTpax pTyTHOro
CTOBMYUKA, «CM» - CAHTUMETPU, KHM» - HAHOMETPW,
«abc.» - abCOMOTHUN, «KOHL.» - KOHLEHTPOBAHWUW,
«C» - KOHUEHTpaUisa B /M, «K.T.» - KIMHaTHa TemMne-
patypa, «TWX» - TOHKOWwapoBa xpomaTtorpadis,
«BEPX» - BucokoeekTuBHa pigMHHa XxpomaTorpa-
dis, «fc/u» - BHYTPILLHBOYEPEBUHHO, «B/B» - BHYTPI-
LLUHBOBEHHO, «C» - CUHIMET, «4» - AyoneT; «T» - Tpu-
NrneT; «KB» - KBAPTET;, «M» - MynbTUNNET, «44» -
ayonet gybnertis; «yw.» - ywmpeHun, «PX» - pigun-
HUA xpomaTtorpadis, «MC» - mac-cnekTpomeTpis,
«ESI/IMS» - ioHizauia B  enekTtpocnpei/mac-
crnekTpomeTpifi, «Rt» - yac yTpumyBaHHs, «M» - mMo-
NEKYNSApHUA iOH, «YHTIB Ha KB. AONM» - YHTIB Ha
kBagpaTHun aronm, «AMCO» - gumeTun cynbdokecug,
«OM®» - N,N-gumetundopmamig, «OXM» - gmuxnop-
meTtaH, «HCIl» - consiHa kucnota, «SPA» - SPA-
aHania (CUMHTUNAUIMHMIA aHani3 3 BUKOPUCTaHHAM
MOINEKYNAPHO iMNpUHTOBaHKX nonimepis), «EtOAC» -
etnnauetaT, «PBS» - doccaTtHuin GydepHmn disio-
noriyHun posumH, «MKOMAK» - MikHapogHuii cotos
TEOPEeTMYHOI i nNpuknagHoi Ximii, «MIu» -merarepu,
«MeOH» - meTtaHon, «N» - HopmanbHicTb, «TIP» -
TerparigpodypaH, «xB» - xBunuHa(un), «Np» - razono-
[ioHun asot, «MeCN» abo «CH3CN» - aueToHiTpun,
«Et;0» - etunosuin edip, «TOO» - TpudTopoLToBa
KkucnoTta, «~» - npubnuasHo, «MgSO.» - cynbdaT mar-
Hito, «NazSO4» - cynbdat HaTpito, «NaHCOs3» - Gika-
pboHat Hatpito, «NayCOs» - kapboHaT HaTpito,
«MCPBA» - 3-xnoponepokcubeH3olHa KucroTa,
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«NMP» - N-meTtunniponigoH, «PS-DCC» - guuukno-
rekcunkapbogiivig Ha nonimepHomy Hocii, «LiOH» -
rigpookuc niTito, «PS-Tpucamiuy» - TpucamiH Ha noni-
MepHoMmy Hocii, «PGH2» - npocrarnaHamH H2,
«PGD2» - npoctarnaHgun D2; «PGE2» - npocrtarna-
HAvH E2, «hPGDS» - remaTtonoetnyHa PGD2 cuHTa-
3a, «GSH» - rnytatioH (BigHoBneHwui), «IPAy» - imy-
HodbepMeHTHUI aHani3, «KH2PO4» - gurigpodocdar
kanito, «KaHPO4» - rigpococdat kanito, «FeCly» -
xnopug 3anisa (ll), «kMOX» - meTokcunamiH; «EtOH» -
eTaHon.

MPUKNAON

Mpuknag 1

BeHaunamig 2-deHinnipumignH-5-kapboHOBOI Ku-

CInoTun
SRR
| H
.
N

Cragia 1: Tpuropny KpyrnoaoHHy konby 3 marHi-
THOIO MiLLANKoOK i 3BOPOTHUM XONoAunbHUKOM 00'e-
Mom 250 mn npogysatoTb Nz. Y konby nocnigosHO
aojaTb  meTun-3,3-gumeTokcunponioHaTt (5,22 T,
35,3 mmonb), 6e3BogHui 1,2-gumeTokcieTaH (25 mn),
6e3ogHun metundopmiat (5 mn), 60% rigpug Ha-
Tpito (1,7 r, 42,5 mmonb), i cymiw HarpiBaloTb Ao 40-
50°C o NpUNMHEHHS BUAINEHHS rasonofibHoro Boa-
Ht0. PeakuiliHy cymill 0xonoaxyoTe Ha BOAHIN GaHi 3
NbOAOM i MNOBINbHO [aAlTb HarpiTUCs A0 KiMHATHOI
Temnepatypu MpoTArOM HOMi MpU MepeMillyBaHH.
Hopatotb 6e3sogHui edpip (25 mn), i oTpumaHy cy-
cneHsito inbTpytoTh Nig N2, NpoMyBaTb 6€3BOAHNM
edpipom (10 mn) i cywaTb nig BakyymMOM MpOTAroMm 2
roavH, wWob oTpumaTtu HaTpieBy Cinb METWUOBOro
eqipy 2-gnMmeTokcumeTun-3-rigpoKciakpunoBoi Kuc-
nomm (3,51 r, 50%) y Burnsagi NOpOLUKY. 'H amp
(CDsOD): & 3,33 (c, 6H), 3,60 (c, 3H), 5,31 (c, 1H),
8,89 (c, 1H). (ams.: P. Zhichkin, D.J. Fairfax, S.A.
Eisenbeis, Synthesis, 2002, 720-722.)

Crapia 2: [lo posunHy rigpaty 6eH3amignHrigpo-
xnopugy (2 mmone) B 6essogHomy AM® (4 mn) go-
JalTb  HaTpieBy Cinb  MeTunoBoro  edipy 2-
AvmMeTokcumeTun-3-rigpokciakpunosoi kucrotu (0,46
r, 2,32 Mmornb), i peakuiiHy CyMilWl HarpiBaloTb npu
100°C nig N2 npotsarom 1 rogvHu. PeakuinHy cymiw
OXONMOMXYIOTb 0 KIMHATHOI TemnepaTtypu i jogatwTb
Boay (15 mn). Micnsa gogaHHa Boau Bigpasy crnocTepi-
raloTb OCafpKeHHs1 NpoaykTy. Teepay a3y 36upatTb
inbTpyBaHHSAM, NpoMuBaOTbL Bogow (2,5 mn) i cy-
waThk nig BakyyMoMm, LWob oTpuMaT MetTunosui eqip
2-peHinnipumianH-5-kapboHoBoi  kucrotn (0,32 T,
74%). (amB.: P. Zhichkin, D.J. Fairfax, S.A. Eisenbeis,
Synthesis, 2002, 720-722.)

Crapgis  3: Po3unH MeTunosoro edipy 2-
deHinnipumianH-5-kapboHoBoi  kncnotn (3,15 ) i
LiOH (0,71 r) B cymiwi MeOH, TI'® i Boan (1:1:1 3a
o6'emom, 120 Mn) nepemilytoTb NPOTArOM Houi Npu
KiMHaTHIn Temnepatypi. MeOH i TI'® BigraHsioTb,
wo6 oTpumMaT BOAHUIN PO34nH. BogHMIM po3umH nig-
KncnsTb 5% CONAHOK KUCMOTOH, Wob ckoperyBaTtu
pH B Mexax mix 2,5 i 3. Ocag cinbTpytoTb i Nnpomu-
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BalOTb BOAOLO, CyllaTh Mg BakyyMoM, LLOG oTpumaTu
2,94 1 (~100%) 2-deHinnipumignH-5-kapboHOBOI KuC-
notu y surnagi nopowky. MC: 201 (M+H).

Cragis 4: Cymiw 2-cbeHinnipumignH-5-
KapOOHOBOI KWUCNOTH, (80 Mr), 1-
rinpokcubeHsoTpuasony (92 wr) i kapbogiimigy Ha
nonimepHomMy Hocii (640 mr, 1,25 mmonb/r) B 8 mn
OXM nepemiwyioTb Npu KiMHaTHIN TemnepaTypi npo-
Tarom 30 XBUMKWH i goaatTb 6eH3nnamin (43 wmr). Mic-
NS CTPyLYyBaHHA NpW KiMHATHIA TemnepaTtypi npoTs-
rom 1,5 gHiB gopatoTe PS-tpucamiH (295 wmr, 4,08
MMOnb/r). Cymilw NOCTIMHO CTPYLLYIOTb MPW KIMHATHIN
Temnepatypi npotarom 16 rognH. Ocag inbTPYOTh |
npommBatoTb OXM. ®PinbTpaT KOHUEHTPYHTb, LWOO
oTpumaTtu 6eH3nnamig 2-heHinnipnmignH-5-
kapboHoBoi kucnotu (98 mr, 85%) y Burnagi TBepgoi
peyoBuHKM. MC: 290 (M+H); *H AMP (CDCls): 6 9,17
(c, 2H), 8,50 (g, 2H), 7,52-7,55 (m, 3H), 7,36-7,40 (m,
5H), 6,54 (ywwupenun, H), 4,69-4,71 (g, 2H); 1Cso = 10
HM.

Mpuknag 2

deHinamig
KapOOHOBOT KNCMNOTH

y = o]
O~04 0

Cragia 1. o po34yuHy i30HIKOTMHaMIQNHrigpOX-
nopuay (1 r, 6,35 mmonb) B 6e3sogHomy OMD (12
MI1) OoAaloTb HaTpieBy Cinb MeTunosoro edipy 2-
AvmMeTokeumeTun-3-rigpokciakpunosoi kucnotu (1,46
r, 7,36 Mmmonb), i peakuifiHy CyMilw HarpiBaloTb npu
100°C B atmocdpepi azoty npotarom 1 rognHu. Peak-
LiNHY CyMill OXONOMXYIOTb 40 KiIMHATHOI Temnepary-
pu i gogaoTb Boay (48 mn). Ocag 36upatoTe inbT-
pyBaHHAM, MpOMMBalOTbL BOAOK | cywartb nig
BakyymoM, LWob6 oTpumatn meTtunosun edip 2-
nipuauH-4-innipumignH-5-kapboHoBoi kncnotn (1,2 r,
88%). MC: 216 (M+H); 'H AMP (300MIu, CD30D): §
4,00 (c, 3H), 8,44 (g, 2H), 8,73 (g, 2H), 9,38 (c, 2H).

Cragia 2. Po3unH meTnnoBoro edipy 2-nipnauH-
4-innipumignn-5-kapboHosoi  knucnotm (1,11 r, 5,18
mmone) i BogHun LIOH (1M, 5,18 mn) B MeOH (7,25
MIT) MepeMillyloTb Npu KIMHATHIN TemnepaTypi NpoTS-
rom Hodi. MeOH BugansitoTb nig BakyyMOM i BOOHWI
po34mH 06pobnstoTb 3H HCI, wob ckoperyBatn pH B
mMexax Mix 2 i 3. Ocag ¢inbTpyloTb i NPOMMBaOTh
BOAO, CylaTb nig BakyymMoMm, Wo6 oTpumatu 2-
nipuauH-4-innipumignH-5-kapboHosy  kucnoty (1 T,
96%) y Burnsaai teepgoi pevosuHn. MC: 202 (M+H).

Cragia 3. Cymiw 2-nipuamH-4-innipumignH-5-
kapboHoBoi kucnotn (100 wmr, 0,5 wmmonb), 1-
rigpokcnbeHsotpuasony (76,1 mr, 0,56 mmonb) i PS-
DCC (539 wr, 1,25 mmons/r, 0,66 mmone) B AM® (8
MIT) CTPYLUYIOTb NPU KIMHaTHI TemnepaTypi NpoTsrom
15 xB i gogatotb aHiniH (31 mr, 0,33 mmone). lMicna
CTpyLWyBaHHA NpU KIMHATHIA TemnepaTtypi npoTarom
18 roguH popatTe PS-tpucamiH (398 wr, 3,75
mmone/r, 1,49 Mmonb), i Cymill NOCTINHO CTPYLUYIOTb
npwv KiMHaTHINn Temnepatypi npoTtaroM 18 rognH. Ocag
GinbTpyoTh | NpomuBatoTe AXM. DinbTpaT KOHUEHT-
pytoTb, wWo6 oTpumatn deHinamig 2-nipuanH-4-
innipumigunH-5-kapboHosoi kucnotn (15 wmr, 16%) y
BUrnsai Teepaoi pevosuHu. MC: 277 (M+H).

2-nipnanH-4-innipumigmH-5-



47

Mpuknag 3
deHinamig,
KapboHOBOI KMCNOTK

Cragis 1. 0o po3uyuHy HiKOTMHaMIOWHTIAPOXMO-
puay (1 r, 6,35 mmone) B 6e3sogHoMy OM® (12 mn)
AodalTb HaTpieBy Cinb  MeTunosoro edipy 2-
avmMeTokeumeTun-3-rigpokciakpmnosoi kucnotn (1,46
r, 7,36 Mmonb), i peakuiiHy cyMiw HarpiBaloTb npu
100°C B aTMmocdepi azoTy npotsarom 3 roauH. licns
LbOro peakuifnHy CyMmill OXONOAXYITb A0 KiMHaTHOI
Temnepartypv i gogatotb Boay (48 mn). Ocap 36upa-
10Tb PINbTPYBaHHAM, MPOMMBAKTb BOAOK i CylaTb
nig BakyymoM, wWob oTpumaTtn MeTunoBun edip 2-
nipuaunH-3-innipumignH-5-kapboHoBoi kncnotu (0,7 T,
51%). MC: 216 (M+H).

Cragia 2. Po3unH meTtunosoro edipy 2-nipuauvH-
3-innipumiguH-5-kapborosoi kucnotn (0,73 r, 3,32
Mmmonb) i 1M BogHoro LiOH (3,32 mn) B MeOH (5 mn)
nepemMillyloTb Npu KiMHaTHIi TemnepaTypi NpoTSArom
Houi. MeOH BupansioTe nig BakyymoOM i BOOHUIA pO3-
ynH 06pobnsoTs 3H HCI, wob ckoperyBatv pH B me-
xax mix 2 i 3. Ocag inbTpyloTh i NpoMMBaOTL BO-
Jol, cywaTtb nig Bakyymom, wWob6 oTpumatn 2-
nipuaunH-3-innipumignH-5-kapboHoBy  kucnoty (0,2 T,
30%) y Burnsaai teepgoi pevosuHu. MC: 202 (M+H).

Crapgia 3. Cymiw 2-nipyamH-3-innipumignH-5-
kapboHoBoi kucnotm (110 wmr, 0,55 wmmonb), 1-
rigpokcnbeHsotpuasony (83,5 mr, 0,62 mmonb) i PS-
DCC (568 wr, 1,28 mmone/r, 0,73 mmonb) B AM® (8
MIT) CTPYLUYIOTb NPU KIMHaTHI TemnepaTypi NpoTsirom
15 xB i popatoTb aHiniH (34 wmr, 0,36 mmonb). Micna
CTpyLyBaHHA NpU KIMHATHIA TemnepaTtypi npoTarom
18 roguH popatoTb PS-TpyucamiH (436 wmr, 3,75
mmone/r, 1,64 MMOMb), i CyMmill MOCTINHO CTPYLUYIOTb
npu KimHaTHI TemnepaTypi npotarom 18 roguH. Ocag
GinbTpyoTh | NpommnBaTs OXM. ®inbTpaT KOHLEHT-
pytloTb, wWo6 oTpumatn deHinamig 2-nipuanH-3-
innipumignH-5-kapboHoBoi kucnotu (41,2 mr, 41%) y
BurnsAai TBepaoi pevosunn. MC: 277 (M+H).

Mpuknag 4

deHinamia
KapboHOBOI KMCNOTU

5540

Cymiw  2-nipugnH-2-innipumigmH-5-kapboHoBOT
kucnot (100 wmr, 0,5 mMmonb, OoTpMMaHa 3aranbHUM
MEeTOoAoM, OnucaHuMm B npwknagi 2, ctagii 1i 2), 1-
rinpokcubensotpmason (76,1 wmr, 0,56 mmons) i PS-
DCC (518 wr, 1,28 mmonb/r, 0,66 Mmonb) B 8 mn
OM® cTpywyloTb Npu KiMHaTHIN TemnepaTypi NpoTs-
rom 15 xB i gogatoTb aHiniH (31 mr, 0,33 mmone). [Mic-
NA CTpyLWyBaHHA NpWU KiMHATHIM TemnepaTtypi npoT4-
rom 18 roguH popatotb PS-tpucamin (400 mr, 3,75
mMone/r, 1,5 MMonb), i cymiw MOCTINHO CTPYLUYIOTb
npu KiMHaTHI TemnepaTtypi npotarom 18 roguH. Ocag
GinbTpytoTh | npomuBatoTe AXM. dinbTpaT KOHUEHT-

2-nipnanH-3-innipuMignH-5-

2-NipuanH-2-innipumignH-5-
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pytoTb, Wo6 oTpumatn deHinamig 2-nipugnH-2-
innipumignH-5-kapboHoBoi kucnotn (21 wr, 23%) y
BMrnsAai TBepgoi pevosunn. MC: 277 (M+H).
Mpuknag 5
deHinamig,
KapOOHOBOT KNCMNOTH

P%0

Cywmiw 2-(3-cpropdeHin)nipumignH-5-kapboHoBOT
kucnotn (107 wr, 0,49 MMonb, oTpuMaHa 3aranbHUM
MeToAOoM, OnucaHum B npuknagi 2, cragii 1i 2), 1-
rigpokcnbeHsotpmason (75 wmr, 0,56 mmonb) i PS-
DCC (511 wr, 1,28 mmons/r, 0,65 mmone) B AM® (8
MIT) CTPYLUYIOTb NPU KIMHaTHI TemMnepaTypi NpoTSArom
15 xB. Jopatotb aHiniH (30,4 wr, 0,33 mmonb). Cymilu
CTPyLWYyIOTb NPW KIMHATHIN TemnepaTypi npotsarom 18
roavH. ogatote PS-Tpucamid (392 mr, 3,75 mmons/r,
1,47 Mmonb), i CyMmill MOCTINHO CTPYLLYIOTb NPU KiM-
HaTHIn Temnepatypi npotarom 18 rognH. Ocap dinb-
TpytoTb i npomumBatoTb EtOAC. DinbTpaT KOHUEHTpPY-
10T, wob oTpumartu deHinamig 2-(3-
dTopdeHin)nipumianH-5-kapOboHOBOI  KMCNOTN Yy BU-
rnagi TBEpAOi PeYOBUHM 3 KinbkicHUM Buxogom. MC:
294 (M+H).

Mpuknag 6

deHinamig
KapboHOBOI KMCNOTU

asatate)

Cywmiw 2-(4-cpTopdeHin)nipumignH-5-kapboHoBOT
kucnotn (107 wr, 0,49 MMoOnb, OTpMMaHa 3aranbHUM
MEeToAOM, OnMUcCaHuM B npuknagi 2, ctagii 1i 2), 1-
rigpokcnbeHsotpuason (75 wmr, 0,56 mmonb) i PS-
DCC (511 wr, 1,28 mmons/r, 0,65 mmone) B AM® (8
MIT) CTPYLUYIOTb NPU KIMHaTHI TemnepaTypi NpoTsrom
15 xB. JopatoTb aHiniH (30,4 mr, 0,33 Mmmonb). Cymi
CTPyLWYIOTb NPU KiIMHATHIN TemnepaTypi npotsarom 18
roavH. Joaatotb PS-tpucamid (392 wmr, 3,75 mmonb/r,
1,47 Mmmonb), i CyMmill MOCTINHO CTPYLLYIOTb NpU KiM-
HaTHIn Temnepatypi npotarom 18 rognH. Ocag dinb-
TpytoTb i npommBaTbe EtOAC. dinbTpaT KOHUEHTpPY-
10Tb, wob oTpumartu deHinamig 2-(4-
dTopeHin)nipumianH-5-kapboHoBoi  kucrotn (83,4
mr, 86%) y Burnsagi TBeppoi pedvoBuHu. MC: 294
(M+H).

Mpuknag 7

deHinamig
KapboHOBOI KMCNOTU

F
H
\}‘4
ll a
Cymiw 2-(2-cpropdeHin)nipumignH-5-kapboHoBOT
kucnotn (105 wr, 0,48 MMornb, OTpMMaHa 3aranbHUM

MeToAOM, ONMUCaHuM B npuknagi 2, ctagii 1i 2), 1-
rigpokcnbeHsotpmason (74 wmr, 0,54 mmonb) i PS-

2-(3-pTopdeHin)nipumigmH-5-

2-(4-cpTopcbeHin)nipumiguH-5-

2-(2-dpTopdeHin)nipnmignH-5-
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DCC (501 wr, 1,28 mmonb/r, 0,64 mmonb) 8 M® (8
M) CTPYLLYIOTb NpKU KIMHATHIN TeMnepaTypi NpoTarom
15 xB. [logatoTb aHiniH (29,9 wr, 0,32 mmonb). Cymilu
CTPYLYIOTb NpU KiMHaTHI Temnepatypi npoTtsarom 18
roavH. fopatote PS-Tpucamid (385 mr, 3,75 mmons/r,
1,44 MMmonb), i CyMmill MOCTINHO CTPYLIYHOTb NPU KiM-
HaTHIn Temnepatypi npotsirom 18 rognH. Ocag dinb-
TpytoTb i npommBatoTb EtOAc. DinbTpaT KOHLEHTpPY-
10Tb, wob oTpumartu deHinamig 2-(2-
dTopdeHin)nipumianH-5-kapboHoBoi kncnotn (60 wmr,
63%) y Burnsaai teepgoi pevosuHu. MC: 294 (M+H).

Mpuknag 8

(2,2-Oiokco-2,3-gurigpo-1H-2-nambaa*6*-
6eH3o[clisoTiason-5-in)amig 2-heHinnipnmignH-5-
KapOOHOBOT KMCMNOTH

N
§20
o

Cywmiw 2-cpeHinnipumignH-5-kapboHOBOI KMCNoTu
(60 wmr, 0,3 mmonb), 1-rigpokcubeHsoTpmasony (69 mr,
0,51 mmone) i PS-DCC (469 wr, 1,21 mmonb/r, 0,6
MMonb) B IM® (8 mn) cTpyLyoTe Npu KiMHaTHIA Te-
Mnepatypi npotsarom 60 xB. JogatoTb 2,2-giokco-2,3-
aurigpo-1H-2-nam6aa*6*-6eH3o[clisoTiazon-5-inamin
(55 wmr, 0,3 mmonb). Cymiw CTPyLLYIOTbL NPU KIMHATHIN
Temneparypi npotarom 2 gHis. [logatotb PS-Tpucamin
(221 wr, 4,08 mmone/r, 0,9 Mmonb), i Cymill NOCTINHO
CTPYLYIOTb NpU KiMHaTHI Temnepatypi npoTtsarom 18
roavH. Ocag ¢inbTpytoTh i NnpommBaoTe MeOH. ®i-
nbTpaT KOHUEHTPYKTb, Wob oTpumaTn (2,2-giokco-
2,3-gurigpo-1H-2-nambaa*6*-6eH3o[clizoTiason-5-
in)amig 2-cpeHinnipumignH-5-kapboHoBoi kucnotu (57
Mr) y Burnsai teepgoi pedosunn. MC: 367 (M+H); 'H
AMP (300 MI'y, CD3;OD): 6 4,58 (c, 2H), 6,86 (g, H),
7,53-7,65 (m, 4H), 7,76 (c, H), 8,46 (1, 2H), 9,33 (g,
2H), 10,41 (ywwnpenuinn, H), 10,54 (m, H); 1C50=2,5 HM.

Mpuknag 9

[1-(1H-Imiga3on-2-inmeTunninepuanH-4-injamig
2-cbeHinnipumignH-5-kapboHOBOT KUCOTU

CH:W:CN1

MeTogamu, aHanoriyHMMmn onucaHuMm B Npuknagi
8, ane 3amiHoun 2,2-giokco-2,3-gurigpo-1H-2-
nambaa*6*-6eHso[clizoTtiason-5-inamiH Ha 1 -(1H-
iMmigason-2-inmeTnn)ninepuanH-4-inaMmiH -~ OTPMMYIOTb
[1-(1H-imipa3on-2-inmeTnnninepuanH-4-injamig 2-
deHinnipumignH-5-kapboHoBoi  kucnotn (74 wmr) y
BuMsAai TBepaoi pedosuHun. MC: 363 (M+H); 'H amp
(300 Ml'u, AMCO-dg): & 1,80-1,89 (m, 2H), 2,05-2,16
(m, 2H), 3,21-3,37 (m, 2H), 3,50-3,60 (M, 2H), 4,14 (m,
H), 4,66 (c, 2H), 7,49-7,58 (m, 3H), 7,80 (c, 2H), 8,44
(m, 2H), 8,69 (g, H), 9,23 (c, 2H); IC5,=2 HM.

Mpuknag 10

(6-OnmeTnnamiHonipigiH-3-inmeTun)amia 2-
deHinnipnmignH-5-kapboHOBOT KUCITOTH
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MeTogamu, aHanoriyHMMmn onucaHMM B NMpuknagi
8, ane 3amiHoooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 6-
avmMeTunamiHonipuguH-3-inmetunamid - (0,3 mMmonb)
OTpUMYIOTh (6-AMMeTUnamiHonipuanH-3-inmeTun)amis
2-cbeHinnipnmianH-5-kapboHOBOI  KMCNOTK Yy BUMMAAI
TBepAoi pevosuHu. MC: 334 (M+H).

Mpuknag 11

[2-(2-NiponignH-1-ineTun)6eH3ookcasorn-6-
inJamig 2-deHinnipumianH-5-kapboHOBOI KUCMOTH

N:]iH/QEZH_@

Sy

Cragia 1: Po34nH 2-meTun-6-HiTpobeH3okcasony
(30 mmorb), AvMeTunaueTanio gumeTtundopmamigy
(60 mmonb) i niponiguHy (60 mMone) B AM® (45 mn)
nepemiwyote npu 100°C npotdarom 16 roauH. Peak-
LifHY CyMill KOHLUEHTPYIOTb Mig BakyyMOM. 3anuLiok
posymHsaoTe B EtOAcC, npomuBaloTb BOAOK i COMbO-
BMM po34vmHOoM, cywaTb (NaSO.) i dinbTpytoTh. Pi-
nNbTpaT KOHLEHTPYIOTb. 3anulioK NpOMUBAaKOTbL OXO-
nogpxeHum EtOAc, wob oTpumatm 6-HiTpo-2-(2-
niponiavH-1-inBsiHin)6eH3okcason y BArMaai TBepaoro
sanuwky. 'H SIMP (300 Mru, CDCls): & 1,80-2,25
(ywwmpenun, 4H), 3,10-3,80 (ywwmpenun, 4H), 5,06 (g,
H), 7,44 (g, H), 7,96 (g, H), 8,21 (m, 2H).

Crapia 2: Po3uuH 6-HiTpo-2-(2-niponignH-1-
inBiHin)6eH3okca3ony (8,5 MMonb) i nanagin-Ha-
Byrneui (10%) (0,85 mmonb) B etaHoni (100 mn) rig-
pytoTb nig Tckom 50 yHTIB Ha KB. QIOWM Npu KiMHa-
THIN TemnepaTypi npotaroMm 18 roguH. Cymiw dinbT-
pylOTb | PINbTPAT KOHLEHTPYOTL MNig BakyyMoMm, wo6
oTpumatn  2-(2-niponignH-1-inBiHin)oeH3okcason-6-
inamiH y dopmi TBEpOOro 3aruLuky. 'H ampP (300
My, CDCls): & 1,82 (m, 4H), 3,2 (ywwupenuir, 4H),
3,65 (ywwupenun, 2H), 4,92 (g, H), 6,49 (g, H), 6,64
(a, H), 7,19 (a, H), 7,60 (g, H).

Crapgia 3: [Jo posuuHy 2-(2-niponigunH-1-
inBiHiN)6eH3okca3on-6-inaminy (3,2 mmons) 8 MeOH
(40 wmn) poparwTb UiaHoGoporiopua Hatpito (6,4
MMOIb) NpY KIMHATHIN Temnepatypi. PeakuiiHy cymiw
HarpiBatoTb i3 3BOPOTHMM XOMOAUINBHUKOM MPOTSArOM
18 roguH. PeakuiHy Cymill KOHLUEHTPYIOTb, | 3anu1LIoK
po3umHsaoTb B OXM. Po34ynH npomuBaloTb BOAOH) i
COMbOBMM PO34MHOM i cywaTb (MgSO,). Jo po3unHy
004al0Tb HEBENUKY KifbKiCTb akTMBOBAHOMO BYriNns i
CyMilw inbTpytoTb. PinbTpaT KOHUEHTPYIOTb, LWO6
oTpumatn  2-(2-niponigunH-1-inetTun)beH3okcason-6-
inamiH y BUrMNsai TBepaoro 3aruilky. 'H ampP (300
Mru, CDCls): 6 1,79 (m, 4H), 2,61 (m, 4H), 3,00-3,18
(m, 4H), 4,78 (ywwnpenun, 2N-H), 6,68 (kB, H), 6,80 (a,
H), 7,43 (g, H).
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Cragis 4. MeTtogamun, aHanoriYyHMMM onMcaHuM B
npvknagi 8, ane 3amiHoowun 2,2-Oiokco-2,3-aurigpo-
1H-2-nambpa*6*-6eHso[clizoTiazon-5-inamiH Ha 2-(2-
niponiavH-1-inetun)6exH3okca3on-6-inamiu (0,3
MMOJb) OTPUMYIOTb [2-(2-niponignH-1-
ineTnn)beH3ookcason-6-injamig 2-deHinnipumiguH-5-
KapbOHOBOI KMCMOTW y BUIMSAAI TBEPAOI PEYOBUHM.
MC: 414 (M+H); 'H AMP (300 Mru, OMCO-dg): &
1,70 (ywwupenun, 4H), 2,44-2,78 (m, 2H), 2,95-3,30
(m, 6H), 7,55-7,75 (m, 5H), 8,27 (c, H), 8,5 (kB, 2H),
8,38 (c, 2H), 10,8 (c, H); IC5,=18 HM.

Mpuknag 12

4-CynbdamoinbeHsunamig 2-ceHinnipumigmn-5-
KapOOHOBOT KNCMNOTH

@/liji” P

MeTogamu, aHanoriYHMMmn onucaHuM B NpuKnagi
8, ane 3amiHouM 2,2-giokco-2,3-gurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 4-
amiHomeTun6ensoncynbgoHamig (0,3 Mmonb) oTpu-
Myl0Tb 4-cynbdamoinbeHsnnamig 2-eHinnipumignH-
5-kapbOHOBOI KMCNOTN Y BUIMSAI TBEPAOI PEYOBUHM.
MC: 369 (M+H); *H SIMP (300 My, AMCO-de): &
4,60 (g, 2H), 7,34 (c, 2H), 7,54-7,64 (v, 5H), 7,78 (g,
2H), 8,45 (m, 2H), 9,30 (c, 2H), 9,46 (T, H).

Mpuknag 13

[2-(4-CynbdamoindeHin)eTnn] amig 2-
deHinnipnmignH-5-kapboHOBOT KMCIOTH

MeTogamu, aHanoriYHMMmn onucaHuM B NpuKnagi
8, ane 3amiHotoun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha  4-(2-
amiHoeTun)6eHsoncynsdoHamig (0,3 mMmonb) oTpu-
MYIOTb [2-(4-cynbdamoindeHin)eTunlamig 2-
deHinnipumianH-5-kapboHOBOI  KMCMOTM Yy BUrNAgj
TBepAoi pevosmHu. MC: 383 (M+H).

Mpuknag 14

[4-(2-Oxco-okcasonignH-4-inmetun}deHinjamig
(R)-2-cbeHinnipumigmnH-5-kapboHOBOT KMCNOTK

SOy

MeTtogamu, aHanoriyHuMun onucaHuM B Mpuknagi
8, ane 3amiHiotoum 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha  4-(4-
amiHobeH3umn)okcasoniguH-2-oH (0,3 MMonb) oTpu-
MylOTb [4-(2-0Kco-oKcasonianH-4-inmeTun}derinlamia
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(R)-2-cbeHinnipumignH-5-kapboHOBOT KMCMOTU Yy BU-
rnsaai TBeppoi pedosuHn. MC: 375 (M+H); H amp
(300 Ml'u, CDsOD): & 2,85-2,94 (m, 2H), 4,13-4,24 (m,
2H), 4,36 (m, H), 7,30 (a, 2H), 7,46-7,60 (m, 3H), 7,70
(a, 2H), 8,44-8,56 (m, 2H), 9,23 (g, 2H).

Mpuknag 15

(6- AueTtunamiHonipuauH-3-in)amig 2-
deHinnipnmignH-5-kapboHOBOT KUCIOTH

o

MeTtogamu, aHanoriyHumMu onucaHMM B npuknagi
8, ane 3amiHoooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6enso[clizoTiason-5-inamiH Ha  N-(5-
amiHonipugnH-2-ina)auetamig (0,3 mMmonb) oTpumy-
10Tb (6-aueTvnamiHonipugnH-3-in)amig, 2-
deHinnipmianH-5-kapboHOBOI  KMCMOTM Yy  BUrMAgI
TBEpaoi peyoBuHn. MC: 334 (M+H); ‘H AMP (300
My, OMCO-ds): & 2,09 (c, 3H), 7,47-7,66 (m, 3H),
8,09 (c, 2H), 8,40-8,53 (m, 2H), 8,72 (c, H), 9,36 (c,
2H), 10,29 (c, N-H), 10,70 (c, N-H).

Mpuknag 16

(3-KapbamoindgeHin)amig
kapBOHOBOI KMCNOTK

2-cpeHinnipumiguH-5-

0
HN

MeTogamu, aHanoriyHMMK onucaHuM B Npuknagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 3-
amiHobeH3amin (0,3 wmmonb)  oTpumywTb  (3-
kapbamoindeHin)amia 2-beHinnipnmignH-5-
KapbOHOBOi KMCNOTU y BUrMAQI TBEPAO! PEYOBUHHI.
MC: 319 (M+H).

Mpuknag 17

(3-MeTunkapbamoindeHin)amig 2-
deHinnipnmignH-5-kapboHOBOT KMCIOTH

HC—N

MeTogamu, aHanoriyHMMK onucaHMMm B NpuKnagi
8, ane 3amiHouM 2,2-giokco-2,3-gurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 3-amiHO-N-
metunbensamia (0,3 mmonb) oTpumyloTb  (3-
MeTunkapbamoindeHin)amia 2-thbeHinnipumignH-5-
KapOOHOBOI KUCMOTU Yy BUMSAAI TBEPAOI PEYOBUHW.
MC: 333 (M+H); *H SIMP (300 My, AMCO-de): &
2,79 (g, 3H), 7,47 (1, H), 7,54-7,65 (m, 3H), 7,96 (g,
2H), 8,23 (c, H), 8,37-8,54 (m, 3H), 9,37 (c, 2H), 10,70
(c, 1H).
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Mpuknag 18
(4-Fgpokecumumknorekeun)amig 2-cpeHinnipumignH-
5-kapboOHOBOI KMCOTH

O~ e

MeTtogamu, aHanorivHumMu onucaHMM B Npuknagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 4-
amiHoumknorekcaHon (0,3 MMonb) OTpuMyKTb (4-
rigpOKCULIMKIIOreKCuIn)amia 2-heHinnipnmignH-5-
KapbOHOBOI KMCMOTW y BUMSAAI TBEPAOI PEYOBUHM.
MC: 298 (M+H).

Mpuknag 19

ETtunosun edip 4-metnn-2-[(2-cbeHinnipymignH-
5-kapboHin)amiHo]tiazon-5-kap6oHOBOT KUCNOTU

._< j_{q_( h
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MeTogamu, aHanoriYHMMmn onucaHuM B NpuKnagi
8, ane 3amiHoun 2,2-giokco-2,3-gurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha eTunoBui
edip 2-amiHo-4-meTunTiason-5-kapboHOBOI KMCROTK
(0,3 MMornb) oTpuMytoTb eTunoBui edip 4-meTun-2-
[(2-deHinnipumignH-5-kap6oHin)amiHo]tiazon-5-
KapbOHOBOI KUCMOTWN y BUMSAAI TBEPAOI PEYOBUHM.
MC: 369 (M+H).

Mpuknag 20

ETunosun eqgip (2-[(2-dpeninnipmmigmH-5-
kapboHin)amiHo]tiazon-4- IJ'I}OLI,TOBOI KMCnoTn

Oy

°N

CH,

MeTogamu, aHanoriyHMMmn onucaHuM B NpuKnagi
8, ane 3amiHoun 2,2-giokco-2,3-gurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha eTunoBui
edip (2-amiHoTiason-4-in)oytosoi  kucrotn (0,3
MMONb)  OTpuMylTb  eTtunosun  edip  {2-[(2-
deHinnipumignH-5-kapboHin)amiHo]tiaszon-4-
in}ouToBOI KMCNOTKN Yy BUINSAAI TBepAoi pevoBuHu. MC:
369 (M+H).

Mpwuknag 21

4-MeTun-2-[(2-cpeHinnipumignH-5-
kapboHin)amiHo]tiason-5-kapboHosa kucnota

OO,

0

Cymiw  etunosoro  ediipy  4-metun-2-[(2-
deHinnipumignH-5-kapboHin)amiHo]tiazon-5-
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kapboHoBoi kucnotu (0,15 mmone) i 10% BogHoro
po3unHy NaOH (4 mn) B TI'® (10 mn) nepemiwyioTb
npn 60°C npotsarom 18 roguH. TI® ynaptotoTb i 3a-
nuwok nigkucnoTe 5% consHow kucnotow oo pH
~2,0-2,5. Ocag inbTpyoTh i CywaTsb, Wob oTpumaTn
4-meTnn-2-[(2-cbeHinnipnmignH-5-
kapboHin)amiHo]Ttiazon-5-kapboHOBY KUCNOTY Yy BU-
rnsaai TBepgoi pevosuHn. MC: 341 (M+H).

Mpuknag 22

{2-[(2-PeHinnipumigmnH-5-kapboHin)amiHo]tiazon-
4-injouToBa KucnoTa

MeTogamu, aHanoriYHMMK onucaHuM B NpuKnagi
21, ane 3amiHio4M etunosun edip 4-metnn-2-[(2-
deHinnipumignH-5-kapboHin)amiHo]tiaszon-5-
kapboHoBOi kucnotm Ha etunosun edip {2-[(2-
deHinnipumignH-5-kapboHin)amiHo]tiason-4-in} ouro-
BOI KMUCMOTU OTpUMYIOTb {2-[(2-deHinnipumignH-5-
kapboHin)amiHo]Tiazon-4-injouToBy KMCNOTY Y BUMNAAI
TBEpaoi pevoBuHu. MC: 341 (M+H).

Mpuknag 23

4-MeTtuncynbtamoinbeHsnnamis 2-
deHinnipymignH-5-kapboHOBOIT KMCNOTH

MeTogamu, aHanoriyHMMmn onucaHuMm B NpuKnagi
8, ane 3amiHouM 2,2-giokco-2,3-gurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha rigpoxno-
pug 3-amiHomeTun-N-meTun6eH3oncynsdoHamigy
(1,5 MMOIb) OTPUMYIOTb 4-
mMeTuncynbdamoinbeHsunamig  2-deHinnipumignH-5-
KapbOHOBOi KWUCMOTW y BUIMSAI TBEPAOI PEYOBUHMU.
MC: 383 (M+H); *H AMP (300 My, CDsOD): & 3,36
(c, 3H), 4,51 (c, 2H), 7,48-7,57 (m, 3H), 7,59 (g, 2H),
7,84 (g, 2H), 8,50 (m, 2H), 9,25 (c, 2H).

Mpuknag 24

4-InmeTnncynscamoinbeHsvnamis, 2-
deHinnipnmignH-5-kapboHOBOT KMCIOTH

N
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7
A §=0

He” oH,
CymiLu cynbhamoinbeHsamigy 2-
deHinnipumianH-5-kapboHoBOi kncnoTtu (Npuknag 12,
0,3 mmonb), ogmetaHy (0,3 MMonb) i kapboHaTy
kanito (0,9 mmonb) B OM® (8 mn) nepemiwytoTb npu
KiMHaTHI TemnepaTypi npotarom 18 roguH. Cymiw
KOHLIEHTPYIOTb Nif, BaKyyMOM, i 3aNMLLIOK PO3YMHSIIOTb
B EtOAc (30 mn). OTpMmaHuin po3ynH NpPOMUBAIOTb
BOZOK, COMbOBUM po3ymHOM, cywaTb (NaxSO4), oi-
NbTPYIOTb | KOHUEHTPYIOTb. 3anuLoK O4MLyloTb KO-




55

FIOHKOBOIO XpomaTtorpadieto, entototoum 5-10% EtOAc
B OXM, o6 oTpumaTm 4-
anmveTuncynbdamoinbeHsvunamig 2-ceHinnipumignH-
5-kapbOHOBOI KUCNOTW Y BUIMSAAI TBEPAOI PEYOBUHM.
MC: 397 (M+H); 'H AMP (300 Mry, CDsOD): & 2,70
(c, 6H), 4,74 (c, 2H), 7,46-7,57 (m, 3H), 7,65 (A, 2H),
7,77 (8, 2H), 8,43-8,56 (m, 2H), 9,25 (c, 2H).

Mpuknag 25

(3,5-OudbtopdheHin)amig
KapOOHOBOT KMCNOTH

@‘@4; F
F

MeTtogamu, aHanoriyHumMu onucaHMM B npuknagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 3,5-
andtopaHinivi - (0,3 mmonb)  oTpumyoTb  (3,5-
andTopdpeHin)amia  2-deHinnipyumignH-5-kapboHoBOI
KMCNoTM y BUrnagi TBepaoi pedoBuHn. MC: 312
(M+H).

Mpuknag 26

MipngmH-2-inamig
KapboHOBOI KMCNOTU

O~ 0

MeTtogamu, aHanorivHUMu onucaHMM B Mpuknagi
8, ane 3amiHooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 2-
amiHonipugnH (0,3 MMonb) OTpUMYIOTb MNiPUANH-2-
inamig 2-ceHinnipumignH-5-kapboHoBOT  KMCcnoTn y
BurnsAai TBepaoi pevounn. MC: 277 (M+H).

Mpuknag 27

Tiason-2-inamig 2-deHinnipumignH-5-kapboHoBOI
KMCNoTu

MeTogamu, aHanoriyHMMmn onucaHuM B NpuKnagi
8, ane 3amiHoluM 2,2-giokco-2,3-gurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 2-
amiHoTiason (0,3 Mmonb) OTpUMYIOTL Tia3on-2-inamig
2-peHinnipnumianH-5-kapboHOBOI KUCNOTW Yy BUMMAAI
TBepAoi pevoBmHu. MC: 283 (M+H).

Mpuknag 28

(3-CynbdamoindeHin)amig 2-deHinnipumignH-5-
KapOOHOBOT KNCMNOTH

2-beHinnipnmignH-5-

2-beHinnipnmignH-5-

pu o
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MeTtogamu, aHanorivHuMu onucaHMM B npuknagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eH3so[clizoTiazon-5-inamiH Ha 3-
amiHob6eH3oncynboHamig (0,3 MMOnb) OTPUMYHOTb
(3-cynbdamoindeHin)amig, 2-theHinnipumignH-5-
KapbOHOBOi KVUCMOTW y BUIMSAAI TBEPAOI PEYOBUHM.
MC: 355 (M+H).

Mpuknag 29

(2-Okco-1,2-gurigponipumignH-4-in)amig 2-
heHinnipyMianH-5-kap6boHOBOI KMCNOTH

MeTogamu, aHanoriYHMMK onucaHuM B NpuKnagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clisoTiazon-5-inamiH  Ha  4-amiHo-
1H-nipuaMuH-2-oH (0,3 MMOnb) OTpUMYIOTb (2-OKCO-
1,2-purigponipumigunH-4-in)amig  2-deHinnipumignH-5-
KapbOHOBOi KWUCMOTW y BUIMSAAI TBEPAOI PEYOBUHM.
MC: 294 (M+H); *H AMP (300 Mru, AMCO-dg): &
7,17 (ywwmp.c, N-H), 7,47-7,68 (m, 4H), 7,90 (g, H),
8,46 (m, 2H), 9,35 (c, 2H), 11,65 (ywwmp.c, N-H);
|C50=15 HM.

Mpuknag 30

(4-CynbamoindeHin)amig 2-deHinnipumignH-5-
KapOOHOBOT KNCMNOTH

0

H
NH

MeTogamu, aHanoriyHMMK onucaHuMm B NpuKnagi
8, ane 3amiHooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6:*-6eHsolclisoTiazon-5-inamiu Ha 4-
amiHob6eH3oncynbdoHamia (0,3 MMOMb) OTPUMYHOTb
(4-cynbhamoindeHin)amig 2-theHinnipumignH-5-
kKapbOHOBOi KUCMOTW y BUIMSAAI TBEPAOI PEYOBUHM.
MC: 355 (M+H). IC50=5 HM.

Mpuknag 31

MipumignH-4-inamig,
KapOOHOBOT KMCMNOTH

= (s}
MNH@

MeTogamu, aHanoriYHMMK onucaHuM B NpuKnagi
8, ane 3amiHouM 2,2-giokco-2,3-gurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 4-
amiHonipugnH (0,3 mMMonb) OTpUMYIOTb NiPUANH-4-
inamig  2-cbeHinnipumignH-5-kapboHoBOI KMCNOTN Y
BurMsAai TBepgoi pevosurn. MC: 278 (M+H).

Mpuknag 32

(1-Nipnamn-3-inmeTunninepuaunH-4-in)amia 2-
deHinnipnmignH-5-kapboHOBOT KMCIOTH

2-beHinnipumignH-5-
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O
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MeTogamu, aHanoriYHMMmn onucaHuM B NpuKnagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiaszon-5-inamiH Ha 1-nipuauH-
3-inmetunninepmamnH-4-inamii (0,3 Mmonb) oTpumy-
10Tb  (1-nipugnH-3-inmeTunninepuaunH-4-in)amig  2-
deHinnipumianH-5-kapboHOBOI  KMCIOTM Y BUrMAK]
TBepaoi pevoBuHu. MC: 374 (M+H).

Mpuknag 33

[2-(2-OxkcoimigasonianH-1-in)etun]amig 2-
deHinnipumignH-5-kapboHOBOI KNMCNoTH

(0]
. ) mNH
N/'l H/A\V,N\T(
\N 0

MeTtogamu, aHanoriYHumMu onucaHuM B Mpuknagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6)*-6eHso[clizoTiazon-5-inamiH - Ha  1-(2-
amiHoeTun)imigasoniguH-2-od (0,3 Mmonb) oTpuMy-
10Tb [2-(2-okcoimigazoniguH-1-in)eTunlamig 2-
deHinnipnmignH-5-kapboHoBOT chnom y Burnagi
TBepAoi peyouHu. MC: 312 (M+H); 'H aAmP (300
Mry, CDCls): & 3,47-3,58 (M, 4H), 4,60-4,73 (m, 4H),
4,52 (¢, N-H), 7,46-7,57 (m, 3H), 8,02 (ywwup.c, N-H),
8,53 (M, 2H), 9,24 (c, 2H); IC50=32 HM.

Mpuknag 34

[2-(1H-Imiga3on-4-in)eTnn]amig 2-
deHinnipumignH-5-kapboHOBOT KUCIOTH

Sl

MeTogamu, aHanoriyHMMmn onucaHuM B Npuknagi
8, ane 3amiHooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiaszon-5-inamiH - Ha  2-(1H-
iminason-4-in)etunamin (0,3 mMmornb) oTpuMyloTb [2-
(1H-imipason-4-in)etTun]amig 2-cpeHinnipumiguH-5-
KapOOHOBOI KUCMOTU Yy BUMSAAI TBEPAOI PEYOBUHY;
MC: 294 (M+H); 1050=35 HM.

Mpuknag 35

(TeTparigponipaH-4-inmeTnn)amig 2-
deHinnipnmignH-5-kapboHOBOT KMCIOTH
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MeTtogamu, aHanoriyHumMu onucaHMM B npuknagi
8, ane 3amiHootoun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eH3so[clisoTiazon-5-inamiH Ha (TeTparia-
ponipaH-4-in)metnamiH (0,3 MMoOnb) OTPUMYIOTb
(TeTparigponipaH-4-inmeTun)amig 2-deHinnipumiguH-
5-kap6OHOBOI KUCNOTW Y BUIMSIAI TBEPAOI PEYOBUHM.
MC: 298 (M+H).

Mpuknag 36

(3-TpudTopmeTundpeHin)amig 2-ceHinnipumignH-
5-kapbOHOBOI KMCIOTH

MeTogamu, aHanoriYHMMmn onucaHuM B NpuKnagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clisoTiazon-5-inamiH Ha 3-
TpudtopmeTunaniniH (0,3 mMmMonb) oTpumytoTb (3-
TpudTopMeTUndeHin)amig 2-thbeHinnipumignH-5-
KapbOHOBOI KMCMOTW y BUIMSAAI TBEPAOI PEYOBUHM.
MC: 344 (M+H).

Mpuknag 37

(2H-Mipa3on-3-in)amig
Kap60H030| KMCINOTN

O~ i>—g

MeTtogamu, aHanoriyHUMu onucaHMM B npuknagi
8, ane 3amiHooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 2H-
nipason-3-inamiH (0,3 wmmonb) oTpumyloTb (2H-
nipason-3-in)amig  2-cpeHinnipmmignH-5-kap6oHOBOT
KMCcnoTv y Burnagi Teeppoi peyosBuHu. MC: 266
(M+H).

Mpuknag 38

(1-MeTunninepuaunH-4-in)amig 2-ceHinnipumignH-
5-kapboHOBOI KMCNOTH

O~

MeTtogamu, aHanoriyHMMu onucaHMM B npuknagi
8, ane 3amiHooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 1-
MeTunninepuaun-4-inamin (0,3 mMmonb) OTpUMYHTb
(1-metunninepuauH-4-in)amig  2-deHinnipumignH-5-
KapbOHOBOI KMCMOTW y BUIMMSAAI TBEPAOI PEYOBUHM.

2-peHinnipnmignH-5-

N—CH,
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MC: 297 (M+H); IC50=96 HM.
Mpuknag 39
Mipnmignn-2-inamig

KapboHOBOI KMCNOTK

2-cbeHinnipumignH-5-

MeTogamu, aHanoriyHMMmn onucaHuM B NpuKnagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eH3so[clisoTiazon-5-inamiH Ha 2-
amiHonipumiguH (0,3 MMONb) OTPUMMYHOTb MIPUMIAWH-
2-inamig 2-cpeHinnipumignH-5-kapboHOBOT KMCNOTH Y
BurMsAai TBepaoi pevosunn. MC: 278 (M+H).

Mpuknag 40

3-MeTtuncynbsgamoinbeHannamig 2-(3,5-
andTopdeHin)nipumianH-5-kapOoHOBOI KUCNOTH

N | N
F X, H
N
4 0=S=0
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CymiLu 2-(3,5-andTopeHin)nipumignH-5-

kapboHoBoi kucnotn (118 mr, 0,5 MMonb, oTpuMaHy
3aranbHUM MeToAoM, ONucaHMM B Npuknagi 2, cragii
1 i 2), O-(7-azabeHsoTpuason-1-in)-N,N,N,N-
TeTpameTunypoHii rekcadTopdocdary (190 mr, 0,5
MMonb) B cyxomy OM® (5 mn) ob6pobnstoTe giisonpo-
ninetunamiHom (0,09 mn) i nepemiwyoTb NpU KiMHaT-
Hin Temnepatypi npotarom 30 xB. [loaatoTb po3ymnH 3-
meTuncynbdamoinbensunamiHy (150 wmr, 0,75
MMonb) B cyxomy OM® (1 mn), i cymill nepemiwyoTb
npu KiMHaTHIA TemnepaTypi NnpoTarom 24 roavH. Pos-
YMHHWK BUOANsA0Th, | 3anuwok cTpywytoTe 3 EtOAC i
Bogot. OpraHivyHy chasy BigainawTb i NpoMMBaOTb
HacnyeHnm NaHCOs;, BOAoo i CONbOBUM PO3YMHOM,
cywaTtb (MgSO.), inbTpyloTb i KOHUEHTPYIOTb Mig
BaKyyMOM. 3arnuLiOK OYULLYKOTb KOMOHKOBOK XpOMa-
Torpacpieto, entororoun 30% EtOAc B OXM, wo6
oTpumatn 3-meTtuncynbdamoinbensunamia 2-(3,5-
andropdbeHin)nipumignH-5-kapboHoBoi kucnotu (125
mr, 62%) y Burnsagi tBeppoi pedvoBuHu. MC: 419
(M+H); *H AMP (300 MI'u, HMCO-de): & 2,41 (a, 3H),
4,64 (g, 2H), 7,43-7,75 (m, 5H), 7,80 (c, 1H), 8,05 (a,
2H), 9,37 (c, 2H), 9,60 (T, 1H); IC50=49 HM.

Mpuknag 41

3-MeTtuncynbgamoinbeHaunnamig 2-(2,5-
andropdpeHin)nipymiguH-5-kapboHOBOT KUCTOTH

0
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Cymiw 2-(2,5-audTopdeHin)nipumignH-5-
kapboHoBoi kucnotn (118 mr, 0,5 MMonb, oTprMaHy
3aranbHUM MEeTodoM, OnNucaHuM B Npuknagi 2, cragii
1 i 2), O-(7-a3abeHsoTtpuason-1-in)-N,N,N,N-
TeTpameTuIypoHii rekcadtopdocdary (190 mr, 0,5
MMonb) B cyxomy OM® (5 mn) o6pobnstots 0,09 mn
AiisonponinetTunamiHom i nepemilyoTb NPy KiMHaTHIN
Temnepatypi npotarom 30 xBunuH. [logatoTe PO3YMH
3-meTuncynedamoinbensunamivy (150 wr, 0,75
MMonb) B cyxomy AM® (1 mn), i cymi nepemilyoTb
npu KiMHaTHIN TemnepaTypi npoTarom 24 roguH. Pos-
YMHHMK BUOANATb, | 3anMwok cTpywyoTb 3 EtOAC i
HacnyeHnm NaHCOs. OpraHiyHy chasy BiggindawoThb i
NPOMUBaIOTb BOAOK i CONMbOBMM PO3YMHOM, CyllaTb
(MgSOQy4), hinbTpyloTh | KOHLEHTPYIOTE Nifg, BaKyyMOM.
3annwoK o4uLLyI0Tb KOMOHKOBOK Xpomartorpadieto,
entototoum 20% EtOAc B OXM, wob otpumatn 3-
MeTuncynbdamoinbeHsunamia 2-(2,5-
andTopdbeHrin)nipumignH-5-kapboHoBoi kucnotu (135
mr, 65%) y Burnagi TBeppoi pedvoBuHu. MC: 419
(M+H); *H SAMP (300 My, HMCO-ds): & 2,41 (a, 3H),
4,64 (g, 2H), 7,43-7,78 (m, 5H), 7,89 (c, 1H), 7,90 (T,
1H), 9,37 (c, 2H), 9,60 (1, 1H).

Mpuknag 42

3-MeTtuncynsgamoinbeHannamig 2-(4-
dTopheHin)-4-meTunnipmmigmH-5-kapboHOBOT  KMCO-
™

Hy

NZ | N
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N
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Cragia 1: 4-dTopbeHsamignH rigpoxnopug (1,25
r, 7,16 MMonb) gopdaioTb OO PO34MHY MeTaneBoro
Hatpito (0,17 r, 7,39 mMmonb) B cyxoMy eTaHoni (25
MM) i nepemiwyoTb NPy KiMHATHIA Temnepatypi npo-
TArom 20 XB. [JopatTb eTun-2-aueTun-3-
(ammeTnnamiHo)akpunat (1,35 r, 7,16 mmonb). Peak-
LiNHY CyMill HarpiBaloTb i3 3BOPOTHUM XONOAWUIbHU-
KOM MpoTaroM 3 roAauH. PO34MHHWMK BuAanswTb nig
BakyymoM. 3anuwok posunHsoTe B EtOAc, npomu-
BalOTb BOAOK | COMbOBMM PO3YMHOM, CyllaTb
(MgSOQ4), inbTpyloTh | KOHLEHTPYIOTE N, BakyyMOM,
wob oTpumartu eTun-2-(4-cpTopdeHin)-4-
MeTunnipumianH-5-kap6okeunat (1,65 r, 87%) y Bu-
rnaai Teepgoi pevosunn. MC: 261 (M+H) 261.

Cragia 2: PosunH etun-2-(4-dptopdpeHin)-4-
MeTunnipumignH-5-kapbokemnaty (1,65 r, 6,35
MMonb) B MeOH (75 mn) obpobnstoTe 2H BOAHUM
rigpokcugom Hatpito (10 mn) i HarpiBatoTb i3 3BOpOT-
HUM xonoaunbHukom npotarom 30 xB. MeOH Buaa-
NATb Nig4 BaKyyMOM i 3anuLOK PO3YUHSAIOTL Y BOAI
(50 mn). PosumH nigkucnsiote go pH ~2, gogatoun 2M
consaHy kucnoTy. Ocag 36upatoTb inbTpyBaHHAM,
NpoOMMBalOTb BOAOK i CylaTb Mig Bakyymom, LWOOG
oTpumaTtu 2-(4-pTopdeHin)-4-meTmnnipumianH-5-
kapboHoBy kucnoty (1,3 r, 88%) y Burnsagi TBepaoi
peyoBuHU. MC: 233 (M+H).

Cragis 3: Cymiw 2-(4-pTopdoeHin)-4-
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MeTUNnipuMignH-5-kapboHoBoi  kucnotn (232 wr, 1
mmonb) i O-(7-azabeHsoTpuason-1-in)-N,N,N,N-
TeTpameTunypoHii rekcadptopdocdary (380 wmr, 1
MMonb) B cyxomy AIM® (12 mn) obpobnsioTb gjison-
poninetunamiHom (0,18 mn) i nepemiwyoTe Npy KiM-
HaTHIM TemnepaTypi npotarom 30 xB. [logatloTb pos-
4nH 3-meTuncynegamoinbensvnamivy (300 mr, 1,5
MMonb) B cyxoMmy AM® (1,5 mn), i cymiw nepemiwy-
I0Tb MpWU KIMHaTHI TemnepaTypi NpOTArom 24 rogviH.
PO34MHHMK BMOANsTb, i 3anuwWwoK CTPyLWyTb 3
EtOAc i Bogoto. OpraHiyHy hasy BigainsaoTb, NpoMu-
BalTb HacnyeHuM NaHCOs3, BOAOK i CONbOBMM pPO3-
ynHom, cywatb (MgSO.), diNbTPYOTL i KOHUEHTPY-
10Tb Mif BakyyMOM. 3anuLlOK OYULLYIOTb KOMOHKOBOH
xpomatorpadieto, entotoroun 60% EtOAc B renTaHi,
wob otpumatn 3-metuncynbdamoinbeHsunamia 2-
(4-dpTopdeHin)-4-meTnnnipumignH-5-kapboHOBOI  KK-
cnot (210 mr, 52%) y Burnagi TBepAoi PEYOBUHM.
MC: 415 (M+H); 'H AMP (300 MIy, OMCO-de): &
2,42 (c, 3H), 2,63 (c, 3H), 4,60 (g, 2H), 7,37-7,40 (T,
2H), 7,50 (c, 1H), 7,60-7,75 (m, 3H), 7,80 (c, 1H),
8,45-8,50 (oa, 2H), 8,88 (c, 1H), 9,30 (T, 1H).

Mpuknag 43

3-MeTtuncynsgamoinbeHsunnamig 2-(2-
nipyaun)nipumignH-5-kapboHOBOT KMCNoTU

N"l
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MeTogamu, aHanoriyHMMmn onucaHuM B NpuKnagi
40, ane 3amiHiooun 2-(3,5-gudTopdeHin)nipumignH-
5-kap6oHOBY Kncnoty rigpoxnopuaom 2-(2-
nipyaun)nipumianH-5-kapboHOBOI  KMCNOTU, OTPUMY-
10Tb 3-meTuncynedamoinbeHsvnamis 2-(2-
nipyaun)nipumianH-5-kapboHoBoi  kucnotn (183 wr,
48%) y chopmi TBepaoi peyosuHu. MC: 384 (M+H); *H
AMP (300 Ml'u, AMCO-ds): & 2,42 (g, 3H), 4,64 (g,
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2H), 7,46-7,54 (m, 1H), 7,51-7,70 (m, 4H), 7,80 (c,
1H), 8,00-8,07 (T, 1H), 8,44-8,50 (g, 1H), 8,80 (a, 1H),
9,37 (c, 2H), 9,55 (7, 1H).

Mpuknag 44

3-MeTtuncynbdamoinbeHsunamia  2-(3-nipyawn)-
4-meTUnnipuMignH-5-kapboHOBOI KMCNOTH

H, O
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CymiLu 2-(3-nipuaunn)-4-meTunnipumignH-5-

kapboHoBOi kucrnotn (215 mr, 1 mMmonb, OTpUMaHy
3aranbHUM METOOOM, OnMcaHuM B npuknagi 42, crta-
gii 1 i 2), O-(7-azabeHnsotpmason-1-im)-N,N,N,N-
TeTpameTurypoHii rekcadTtopdocdary (380 mr, 1
MMonb) B cyxomy OM® (12 mn) obpobnstoTb Ajizon-
poninetunamiHom (0,18 Mn) i nepemilwyoTe Npy KiM-
HaTHin TemnepaTypi npotarom 30 xB. [opawTb 3-
mMeTuncynbdamoinbeHsunamiHrigpoxnopua (355 wr,
1,5 mmonmb), i cymilw nepemiwyoTb Npu KiMHaTHIN
Temnepartypi npotaroMm 24 rogvH. Po3uvnHHWK Buaa-
NS0Thb, | 3anuwok cTpywytTb 3 EtOAC i HacuveHuM
NaHCOs;. OpraHivyHy asy BigginawTb, NPOMUBAKOTL
BOZOI0 i COMbOBUM po3dnHOM, cywaTtb (MgSO,), di-
NbTPYOTb | KOHUEHTPYIOTb Nig BakyyMOM. 3anuiiok
OUNLLYIOTb KOMOHKOBOK XpoMaTorpadieto, entoum
2% MeOH B EtOAc, wob6 ortpumatm 3-
MeTuncynbgamoinéeHsnnaming 2-(3-nipngwnn)-4-
MeTUnnipuMianH-5-kapboHoBoi  kncnotn (180  wr,
45%) y surnapi TBeppoi pevosuHu. MC: 398 (M+H);
'H AMP (300 My, IMCO-de): & 2,43 (c, 3H), 2,65 (c,
3H), 4,60 (g, 2H), 7,57-7,71 (m, 4H), 7,79 (c, 1H),
8,68-8,72 (g, 1H), 8,72-8,78 (A, 1H), 8,93 (c, 1H),
9,34 (1, 1H), 9,53 (c, 1H).
BaranbHi MmeTogmn anga npuknagis 45-67
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BaranbHui MeToa X: YTBOpEHHs cyrnbdoHamigy

B amnyny nomiwytote amiH HoN-R' (1 mmonb),
noTiM n-giokcad (5 mn) i ninepygnHomeTUn NOnicTi-
pon (375 wmr, 1,5 mmonb, 4 MMonb/r cmonu). Amnyny
CTPyWylOTb Ha poTauiiHoMmy Lwewnkepi npotarom 20
xB. [dopatotb 3-uiaHobeH3oncynbgoHrinxnopua (181
mr, 0,9 MMonb), i peakuiiHy amnyny noMiwyTb B
opbiTanbHui Wwerikep Ha 18 roguH. Amnyny BUTArY-
10Tb 3 wevikepa i gogatote MeOH (5 mn), notim 4-
©eH3unnokcmbensaneaerig-nonictiponeHy cmony (100
mr, 0,3 mmonb, 3 mmonb/r cmonu). CTpyllyBaHHSA
NpoJoBXylOTb B opbiTanbHOMY Luelkepi npotaroMm 5
roavH. 3pasok inbTpyloTb, CMONY NPOMMBAKOTb
MeOHs i 06'egHaHi opraHiyHi dpakuii KOHLEHTPYIOTb,
Wwo6 oTpumatu cynbcoHamigHy crnonyky 1.

3aranbHuin metoq Y: YTBOpeHHs cynbdoHamigy

B amnyny nomiwytocs amiH HzN-R' (1 Mmonb),
notim n-giokcad (5 mn) i TpuetunamiH (202 wmr, 2
mMonb). [opatTb 3-uiaHo6eH3oncynboHinxnopug
(181 mr, 0,9 Mmonb), i peakuinHy amnyny NoMilyTb
B opbiTanbHuin werikep Ha 18 roamH. Po34nHHUKK
BMAANATb Nif BakyyMOM. 3arnuLLoK CTPYLWYOTb B 1H
HCl y Bogi (5 mn) i EtOAc (10 mn). OpraHiyHy da3sy
BiaainsTh, cywatb (NazSO4), inbTpyloTh i KOHLEH-
TPYKOTb Mg BakyymMoM, W06 oTpumatu cynbgoHamia-
Hy crnonyky 1.

BaranbHuii MeToa Z: lNigporeHrisauis

[o posunHy cynbdoHamigHoi cnonyku (0,9
mMone) B MeOH (9 mn) gogaoTe nanagin-Ha-Byrinni
(200 wmr, 10% Bar. Ha Byrinni, 50% Bar. Boawm,
ACROS), a notim koHueHTpoBaHy HCI y Bogi (1 mn).
B anbTepHaTvBHOMY BapiaHTi peakuito npoBoaATh Nig
BakyymMoM i B aTMocdepi BoaHo (1 atm) npotdrom 3
LMKniB, @ NOTIM CyMmill 3anuwiaiTb B aTMocdepi Boa-
HIO MPU NepeMmillyBaHHi Ha MarHiTHIA Milanui npoTs-
rom 24 roavH. PeakuiiHy cymiw inbTpyloTb Yepes
uenitoBui umniHap i inbTpaT KOHUEHTPYTb nig
BaKyyMoM, LWOG OTpUmMaTtu aMiHrigpoxmnopuaHy cro-
nyKy 2.

BaranbHuit Metog W: NapanenbHe auunyBaHHSs

o PO34MHYy 2-(3-pTopdeHin)nipumignH-5-
kapboHoBoi kucnotu (196 mr, 0,9 mmons) B AXM (5
M) godaroTb okcaninxnopua (229 mr, 1,8 mmons), a
notim AM® (2 mkn). PeakuinHy cymiw nepemiwyoTb
npoTsirom 3 roauH. JopaTe 6e3BogHuii Tonyon (0,5
MIT) i KOHUEHTPYIOTb CyMill Nig BakyymMoOM. 3anuiiok
po3uunHsioTe B EtOAc (7 mn) i oTpMMaHuin posynH
A04aloTb A0 CyMillli amiHOrigPOXOPUAHOI CNOMyKU 2
(1 mmonb), Na,CO3 (212 wmr) y Bogi (5 mn) B amnyni
npu LWBMAKOMY MepeMiyBaHHi. PeakuiiHy cymiw
nepemilytoTe 18 roguH, opraHivyHy casy BioginsaoTh i
KOHLEHTPYIOTb Yy BaKyyMmi. 3anuvLIOK CycrneHaylTb B
OMCO (3 mn), dinbTpyloTb, 04MLLYIOTE 06EpHEHO-
dasosoto BEPX (pyxoma dasza Boaa, i aLeToHiTpun B
oydepi 0,1% TPO), wob oTpumaTtn LIyKaHWA Mpo-
OYKT.

Mpuknag 45

3-EtuncynedamoinbeHsvnamig 2-(3-
dTOpdEHIn)nipumignH-5-kapboHOBOI KMCNOTH
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F

PosunH etunamivy (2M B MeOH, 6 mmonb) B
OXM (40 mn) oxonogxxytoTb Y BOAHIN 6aHi 3 NboAoM i
popaioTb 3-uiaHobeH3oncynbgoHinxnopua (402 wmr, 2
MMOnb). PeakuiiHy Cymil LWBMAKO NepemiyoThb
npoTsirom 2 roavH. Jdopgatote Bogy (40 mn), i peakuin-
Hy CyMmil nigkucnsawTe NnpubnusHo go pH 4 npu obe-
pexHoMmy aopaBaHHi kKoHueHTposaHoi HCI. OXM Bu-
AansaoTb  Nig  BakKyymMoM. Ocag  BigainawTb
dinbTpyBaHHAM. [igporeHisauio ocagy nNpoBOAATL 3
BUKOPWUCTAHHAM 3aranbHoi metoauku Z, wob otpuma-
TV amiHOriApOXNopuaHy cnonyky. AmiHorigpoxnopua-
HY CMONYKy aulonioTh BiMOBIAHO 4O MeTody auu-
nyBaHHA W, wob oTpumaTtu 3-
eTuncynbgamoindeHannamin, 2-(3-
dTopcheHin)nipumianH-5-kapboHOBOI  KMCMOTH (449
Mr) y cbopmi TBepaoi peuoBuHn. MC: 415 (M+H); *
AMP (300 My, CDCls): & = 0,95 (1, 3H), 2,75-2,9 (M
2H), 4,65 (g, 2H), 7,47 (1, 1H), 7,55-7,75 (m, 4H),
7,81 (c, 1H), 8,17 (g, 1H), 8,32 (g, 1H), 9,27 (ywwmp.c,
1H), 9,35 (c, 2H), 9,58 (T, 1H); IC50=58 HM.

Mpuknag 46

3-(2-ETokcieTuncynbcamoin)beHsunamia  2-(3-
pTopdheHin)nipumianH-5-kap6oHOBOI KMCTIOTH

3

/U N
H

Ha ocHoBi 3aranbHux metoaiB Y, Z i W, ane Bu-
KOPUCTOBYIOUUN 2-eTOKCieTUnamiH Sk amiH y metogi Y,
oTpumytoTb  3-(2-eTokcieTuncynbdamoin)oeH3vnnamis
2-(3-cbTopdheHin)nipumignH-5-kapboHoBoT chnom
(210 wmr) y Burnsagi nopowky. MC: 457 (M-H); 'H ampP
(300 MrI'uy, CDClg): 6 1,0 (1, 3H), 2,9 (T, 2H), 4,6 (c,
2H), 7,45 (1, 1H), 7,5-7,7 (m, 4H), 7,8 (c, 1H), 8,16 (,q,
1H), 8,31 (g, 1H), 9,3 (c, 1H).

Mpuknan 47

3-(2-Mppokcunponincynsdamoin)beHsunamia  2-
(3-dTOpdheHin)nipumianH-5-1 kapboOHOBOI KMCIOTH

QP

[ N ,\©/s\ H,\I/OH

Ha ocHoBi 3aranbHux metogiB Y, Z i W, ane Bu-
KOpUCTOBYOUM 1-amiHOMpOMnaH-2-0n ik aMiH B MeTogi
Y, OTPUMYIOTb 3-(2-
rigpokcunponincynbamoin)beHannamig 2-(3-

N=
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hTopdeHin)nipumianH-5-kapboHOBOT  KMCMOTK (265
Mr) y Burmsagi tTeepgoi pedvosuHu. MC: 443 (M-H); 'H
AMP (300 Ml'u, CDClg): 8 0,97 (g, 3H), 2,57-2,71 (m,
2H), 3,55-3,61 (kB, 1H), 4,6 (c, 2H), 7,45 (T, 1H),
7,54-7,77 (m, 4H), 7,8 (c, 1H), 8,16 (g, 1H), 8,31 (g,
1H), 9,34 (c, 2H).

Mpuknag 48

3-LUuknonponincynegamoindeHavnamis, 2-(3-
dpTopdeHin)nipumianH-5-kapOoHOBOI KMCMOTH

QP /A
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Ha ocHoBi 3aranbHux metoaiB Y, Z i W, ane Bu-
KOPMCTOBYIOUM LMKIONpOoNinamiH sik amiH B metoai Y,
oTpuMyloTb  3-umknonponincynsgamoinéeHsvnamis
2-(3-cbTopdeHin)nipumignH-5-kapboHoBoiT KucnoTu
(265 wmr) y Burnsagi TBepgoi pevosuHn. MC: 425 (M-
H); *H AMP (300 MIy, CDCls): & 0,35-0,49 (m, 4H),
2,07-2,14 (m, 1H), 4,65 (g, 2H), 7,46 (aT, 1H), 7,57-
7,73 (m, 4H), 7,81 (c, 1H), 7,94 (A, 1H), 8,16 (a4, 1H),
8,31 (a4, 1H), 9,33 (c, 2H), 9,55 (1, 1H); IC50=132 HM.

Mpuknag 49

3-(3-Mgpokcunponincynbdamoin)beH3unamig 2-
(3-cpbTopdheHin)nipumignH-5-kapboHOBOT KUCHOTH

Ha ocHosi 3aranbHux metogiB Y, Z i W, ane Bu-
KOPMCTOBYIOUM 3-aMiHOMPOMNaHOI sk aMiH B meTogi Y,
OTPUMYIOTb 3-(3-
rigpokcunponincynsgamoin)beHannamia 2-(3-
dTopeHin)nipumianH-5-kapboHOBOI chnom (175
Mr) y Burnsaai nopowky. MC: 443 (M-H); 'H amp (300
Mru, CDCls): 6 1,51 (n, 2H), 2,79 (1, 2H), CH> npuxo-
BaHa nikom Boawu, 4,64 (c, 2H), 7,45 (a1, 1H), 7,55-
7,70 (m, 4H), 7,79 (c, 1H), 8,135 (g, 1H), 8,31 (a, 1H),
9,29 (c, N-H), 9,33 (c, 1H); IC50=22 HM.

Mpuknag 50

3-(2-MeTokcieTuncynbgamoin)oeHannamig 2-(3-
dTopdeHin)nipumianH-5-kapOoHOBOI KUCMOTH

W\ IP
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Ha ocHoBi 3aranbHux metoaiB Y, Z i W, ane Bu-
KOPUCTOBYIOUN 2-MEeTOKCieTUNaMiH K aMiH B MeTofi
Y, OTPUMYIOTb 3-(2-
MeTokcieTuncynbdamoin)beHannamig 2-(3-
TopdeHin)nipumianH-5-kapboHosoi  kucrnotn (190
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Mr) y Burnsgi nopotuky. MC: 443 (M-H); 'H amP (300
My, CDCls): 6 2,90 (T, 2H), 3,14 (c, 3H), CH> npuxo-
BaHa nikom Boawu, 4,63 (c, 2H), 7,45 (at, 1H), 7,54-
7,71 (m, 4H), 7,80 (c, 1H), 8,15 (g, 1H), 8,31 (g, 1H),
9,33 (c, 2H), 9,57 (ywwup.c, N-H).

Mpuknag 51

3-(3-MeTokcunponincynegamoin)éeH3nnamia  2-
(3-dTOpdheHin)nipumianH-5-kapboHOBOI KMCNoTn

Ha ocHosi 3aranbHux metoaie Y, Z i W, ane Bu-
KOPUCTOBYOUM 3-MeTOKCUMNponinamMiH sk amiH B MeTo-
ai Y, OTPUMYIOTb 3-(3-
MeTokcunponincynbgamoin)oeHavnamis, 2-(3-
dTopdeHin)nipumianH-5-kapboHoBOI chnom (201
Mmr) y Burnsgi nopotuky. MC: 457 (M-H); *H AMP (300
Mry, CDCls): 8 1,57 (m, 2H), 2,77 (1, 2H), 3,13 (c,
3H), 3,24 (1, 2H), 4,63 (c, 2H), 7,45 (aT, 1H), 7,55-
7,70 (m, 4H), 7,79 (c, 1H), 8,15 (g, 1H), 8,31 (g, 1H),
9,33 (c, 2H), 9,58 (ywwup.c, N-H); 1IC50=37 HM.

Mpuknag 52

3-(4-MeTokcubyTuncynbdamoin)deHavunamig  2-
(3- (bTOp(*)eHIJ'I)I'IIpVIMI,EI,VIH -5-kapOOHOBOI KNCNOTH

; \\ /f
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Ha ocHosi 3aransHux metogis Y, Z i W, ane Bu-
KOPUCTOBYIOUM 4-METOKCUBYTUNaMIH K amiH B METOAI
Y, OTPMMYIOTb 3-(4-
MeToKcnbyTuncynsdamoin)oeHsmnamis 2-(3-
dTopeHin)nipumianH-5-kapboHoBOI chnom (220
Mr) y Burnsai nopowwky. MC: 471 (M-H); 'H amp (300
Mlu, CDCl3): & 1,01 (1, 2H), 1,57 (n, 2H), 2,78 (T,
2H), CH; i CH3; npuxoBaHi nikom Boau, 4,63 (c, 2H),
7,45 (aT, 1H), 7,55-7,70 (m, 4H), 7,79 (c, 1H), 8,16 (g,
1H), 8,31 (g, 1H), 9,33 (c, 2H), 9,59 (ywwmp.c, N-H).

Mpuknag 53

3-LuknorekcuncynbsgamoindeHsunamisg, 2-(3-
dTopdeHin)nipumianH-5-kapboHOBOI KUCNOTH

o \[j’ ﬁ’o

F

F
Ha ocHoBi 3aranbHux metoaiB Y, Z i W, ane Bu-
KOPUCTOBYIOUM LIMKIOrekcunamiH sik amiH B metoai Y,

oTpUMYyIOTb  3-uuknorekcuncynsgamoinéeHsvnamis
2-(3-pTopdeHin)nipumignH-5-kapboHoBoiT KMcnoTu
(240 wr) y Burnagi nopowky. MC: 467 (M-H); 'H amp
(300 Ml'y, CDClg): & 1,07 (1, 6H), 1,41 (ywup.c, 1H),
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1,53-1,55 (m, 4H), 2,90 (ywwup.c, 1H), 4,63 (g, 2H),
7,45 (g, 1H), 7,53-7,72 (m, 4H), 7,80 (c, 1H), 8,15
(g, 1H), 8,30 (g, 1H), 9,33 (c, 2H), 9,55 (T, 1H).
Mpuknag 54
3-(2-Tipgpoken-1,1-
avmMeTuneTuncynbgamoin)beH3nnamia 2-(3-
dpTopdeHin)nipumianH-5-kapOoHOBOI KMCMOTH

0 0
\giNX/OH

Ft
Ha ocHosi 3aranbHux metoaie Y, Z i W, ane Bu-
KOPUCTOBYIOUMN 2-aMiHO-2-MeTunnponax-1-on gk aMiH

B Metoai Y, oTpumytTb  3-(2-rigpokcu-1,1-
anmeTnneTuncynsgamoin)beHannamia 2-(3-
dpToppeHin)nipumianH-5-kapboHoBoi kucnotn (90 mr)
y Burnsagi TBeppoi pedvosuHu. MC: 457 (M-H); H
AMP (300 MI'u, CDCls): 8 1,00 (c, 6H), 3,19 (g, 2H),
4,63 (A, 2H), 4,75 (7, 1H), 7,35 (c, 1H), 7,45 (AT, 1H),
7,52-7,67 (m, 3H), 7,75 (g, 1H), 7,84 (c, 1H), 8,16 (g,
1H), 8,31 (g, 1H), 9,33 (c, 2H), 9,54 (T, 1H); 1C50=60
HM.

Mpuknag 55
3-CynbdamoinbeHannamia 2-(3-
dpTopdeHin)nipumianH-5-kapOoHOBOI KUCMOTH
Y4
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Ha ocHoBi 3aranbHux metoaiB Y, Z i W, ane Bu-
KOpPUCTOBYIOUM TPeT-OyTunamiH sk amiH B metogi Y,
OTPUMYIOTb 3-cynbhamoinbeHsnnamis, 2-(3-
dpTopdeHin)nipumianH-5-kapboHoBOI kKucnoTtn (25 mr)
y BUrnsai nopolwky. MC: 385 (M-H); 'H AMP (300
Mlu, CDCls): & 4,62 (g, 2H), 7,38 (c, 1H), 7,45 (T,
1H), 7,53-7,75 (m, 5H), 7,83 (c, 1H), 8,16 (g, 1H),
8,32 (o, 1H), 8,34 (c, 1H), 9,32 (c, 2H), 9,55 (T, 1H);
|C50=31 HM.

Mpuknag 56

3-(2-MopdoniH-4-
ineTuncynbcamoin)beHannamis 2-(3-
dpTopdeHin)nipumianH-5-kapOoHOBOI KMCNOTH

N’\@/S\HA\/N
H

Ha ocHoBi 3aranbHux metoais X, Z i W, ane Bu-
KOPUCTOBYIOUN 2-MOPAONiH-4-ineTunamiH sk amiH B
MeToAi X, OTPUMYIOTb 3-(2-mopdhoniH-4-
ineTuncynbamoin)beHannamig 2-(3-
dTOpdeHiIn)nipumianH-5-kapboHoBoi  kucnotn (150

e
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Mr), WO MICTUTb HeBenuky Kinbkicte T®O. MC: 500
(M+H); *H AMP (300 My, CDCl3): & 3,0-3,4 (M, 8H),
3,5-3,75 (m, 2H), 3,85-4,1 (m, 2H), 4,64 (g, 2H), 7,45
(ar, 1H), 7,60-7,75 (m, 4H), 7,82 (c, 1H), 8,01 (c, 1H),
8,16 (a, 1H), 8,30 (g, 1H), 9,33 (c, 2H), 9,56 (T, 1H),
9,69 (M, 1H); 1C50=37 HM.

Mpuknag 57

3-(2-MNinepnanH-1-
ineTuncynbamoin)beH3nnamis 2-(3-
dTopceHin)nipumianH-5-kapOoHOBOI KMCNOTH

Ha ocHoBi 3aranbHux metoaiB X, Z i W, ane Bu-
KOpUCTOBYOUM 2-NinepuaunH-1-inetunamiH sk amiH B
meToai X, OTPUMYIOTb 3-(2-ninepngnH-1-
ineTuncynbamoin)beHannamis 2-(3-
dpTopdeHin)nipumignH-5-kapboHoBoi  kucnotn (125
Mr), WO MICTUTb HeBemnuKy Kinbkicte TPO. MC: 498
(M+H); *H SMP (300 Mru, CDCls): § 1,2-1,8 (m, 6H),
2,8-2,95 (m, 2H), 3,11 (ywwp.c, 4H), 3,3-3,5 (m, 2H),
4,64 (g, 2H), 7,46 (aT, 1H), 7,60-7,75 (m, 4H), 7,82 (c,
1H), 8,00 (ywwmp.c, 1H), 8,16 (g, 1H), 8,31 (g, 1H),
9,08 (m, 1H), 9,33 (c, 2H), 9,56 (T, 1H).

Mpuknag 58

3-[2-(1-MeTunniponiguH-2-
in)eTuncynsdamoin]éeHsunamis, 2-(3-
dTOpdEHIn)nipumMianH-5-kapboHOBOI KNCNOTH

0P
g E’Ijs‘u’\):ﬁ,!

Ha ocHoBi 3aranbHux metoaiB X, Z i W, ane Bu-
KopuctoByoun 2-(1-meTunniponianH-2-in)eTunamiy gk
aMmiH B MeTogi X, oTpumytoTb 3-[2-(1-meTunniponianH-
2-in)eTuncynsgamoin]beH3vnnamis 2-(3-
dpTOopdeHin)nipumignH-5-kapboHosoi  kucnotn (110
mr). MC: 498 (M+H); 'H AMP (300 My, CDCls): &
1,4-1,7 (m, 2H), 1,7-2,2 (m, 4H), 2,7-2,9 (m, 5H), 3,0-
3,1 (m, 1H), 3,1-3,3 (m, 1H), 3,4-3,6 (m, 1H), 4,64 (g,
2H), 7,46 (a1, 1H), 7,58-7,72 (m, 4H), 7,79 (c, 1H),
8,16 (g, 1H), 8,31 (g, 1H), 9,33 (c, 2H), 9,56 (T, 1H).

Mpuknag 59

3-[(2-ETunniponignn-2-
inmeTun)cynbgamoin]beH3nnamia 2-(3-
pTopdeHin)nipumianH-5-kap6oHOBOI KMCNOTH

C
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Ha ocHoBi 3aranbHux metoais X, Z i W, ane Bu-
kopuctoBytoun  C-(1l-eTunniponiguH-2-in)MeTunamin
AK amiH B meTogi X, oTpumytoTb 3-[(1-eTunniponiamH-
2-inmeTtun)cynbdamoin]beH3nnamia 2-(3-
dTopdeHin)nipumianH-5-kapboHoBoi kucnoTn (85 mr),
L0 MICTUTb HEeBeMNUKY KinbkicTe TOO. MC: 498 (M+H);
'H AMP (300 My, CDCls): & 1,20 (1, 3H), 1,6-2,2 (M,
4H), 2,95-3,2 (m, 4H), 3,25-3,45 (m, 2H), 3,45-3,6 (m,
1H), 4,65 (g, 2H), 7,46 (o1, 1H), 7,60-7,76 (M, 4H),
7,83 (c, 1H), 8,09-8,17 (m, 2H), 8,31 (g, 1H), 9,13
(ywwmp.c, 1H), 9,34 (c, 2H), 9,57 (1, 1H).

Mpuknag 60

3-[2-(1H-Imipa3on-4-
in)eTnncynscamoin]6eHsnamig
dTopceHin)nipumianH-5-kapOoHOBOI KUCMOTH

0 0 =\
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Ha ocHoBi 3aranbHux; metoais X, Z i W, ane Bu-
kopuctoBytoun 2-(1H-imigason-4-in)eTnnamiy sk amiu
B wMmetogi X, oTpumytoTb 3-[2-(1H-imiga3on-4-
in)eTuncynsdamoin]éeHsunamis, 2-(3-
dpTopdeHin)nipumianH-5-kapboHoBoi knucnotn (30 mr)
y copmi TBepaoi peyosunHn. MC: 481 (M+H); 'H amP
(300 Mrl'u, CDCl3): & 2,77 (1, 2H), 3,06 (T, 2H), 4,63
(@, 2H), 7,40 (c, 1H), 7,46 (1, 1H), 7,56-7,96 (m, 4H),
7,77 (c, 1H), 7,86 (1, 1H), 8,16 (A, 1H), 8,31 (g, 1H),
9,32 (c, 2H), 9,55 (1, 1H); IC50=61 HM.

Mpuknag 61

3-[3-(2-MeTunninepuguH-1-

2-(3-

in)nponincynesgamoin]oeH3unamis, 2-(3-
dTOpdeHIn)nipumianH-5-kapboHOBOI KMCNOTH
\\// Hs
H /\/\N
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Ha ocHoBi 3aranbHux metogis X, Z i W, ane Bu-
KopuctoBytoun 3-(2-metunninepuauH-1-in)nponinamiu

K amiH B wmeTtogi X, oTpumywoTb  3-[3-(2-
MeTunninepuanH-1-
in)nponincynegamoin]éeH3unamis, 2-(3-

dTOopdeHin)nipumignH-5-kapboHoBoi  kucnotn (155
Mr), WO MICTUTb HeBemnuky Kinbkicte TPO. MC: 526
(M+H); 'H AMP (300 Mru, CDCl3): & 1,19 (aa, 3H),
1,3-1,9 (m, 8H), 2,75-3,25 (m, 6H), 3,3-3,6 (m, 1H),
4,64 (n, 2H), 7,46 (aT, 1H), 7,58-7,72 (m, 4H), 7,79-
7,85 (m, 2H), 8,16 (g, 1H), 8,31 (a, 1H), 8,9-9,2 (m,
1H), 9,34 (c, 2H), 9,57 (T, 1H).

Mpuknag 62

3-(3-NiponignH-1-
innponincynbdamoin)beH3vnnamis
dTOpdEHIN)NipumignH-5-kapboHOBOI KNCNOTH

2-(3-

70
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Ha ocHosi 3aranbHux metoaie X, Z i W, ane Bu-
KopucToByouMn 3-niponiauH-1-innponinamiH sk amiH B
meToai X, OTPUMYIOTb 3-(3-niponignH-1-
innponincynbdamoin)beH3vnamis, 2-(3-
dTopdeHin)nipumianH-5-kapboHoBoi  kncnotn (105
Mr). MC: 498 (M+H); 'H AMP (300 My, CDCls): &
1,7-1,9 (m, 4H), 1,9-2,1 (m, 2H), 2,8-3,0 (m, 4H), 3,05-
3,15 (m, 2H), 3,2-3,35 (m, 2H), 4,64 (g, 2H), 7,46 (4T,
1H), 7,58-7,77 (m, 4H), 7,79 (m, 1H), 8,16 (g, 1H),
8,31 (g, 1H), 9,34 (c, 2H), 9,41 (ywwup.c, 1H), 9,56 (T,
1H).

Mpuknag 63

3-(2-
OvmeTnnamiHoeTuncynsdamoin)beHsunamis
dTopceHin)nipumianH-5-kapOoHOBOI KUCNOTH

Q /fo ?Ha

2-(3-

Ha ocHoBi 3aranbHux metoaiB X, Z i W, ane Bu-
N N-gumetuneTan-1,2-giamiH - sk

KOPMCTOBYIOYM
aMiH B meToai X, OTPUMYIOTb 3-(2-
AvMeTunamiHoetTuncynsdamoin)oeHsnnamis 2-(3-

dTopheHin)nipnmianH-5-kapboHoBoi kucnoTn (38 Mr)
y Burnagi teepdoi pedvosuHu. MC: 458 (M+H);
AMP (300 MI'y, CDCls): & 2,78 (c, 6H), 3,0-3,2 (
4H), 4,65 (g, 2H), 7,46 (a1, 1H), 7,60-7,76 (Mm, 4H),
8,01 (1, 1H), 8,16 (g, 1H), 8,31 (g, 1H), 9,33 (ywwup.c,
3H), 9,56 (1, 1H); 1C50=45 HM.

Mpuknag 64

3-(2-OieTunamiHoeTnncynegamoin)beH3nnamia
2-(3-(bT0pd)eHiJ'l)l'lipMMi/J,VIH-5-Kap60HOBOT KMCNoTun

\\ lf

o
EN/ 1 Hf\@/ ﬁ/\/"\/CH
F

Ha ocHoBi 3aranbHux metoaiB X, Z i W, ane Bu-
KOPUCTOBYOUU Nl,Nl-,ﬂ,ieTVIJ'IETaH-l,Z-/J,iaMiH K aMiH B
meToai X, OTPUMYIOTb 3-(2-
gieTunamiHoeTuncynbamoin)oeHsnnamia 2-(3-
dTOopdeHiIn)nipumignH-5-kapboHoBoi  kucnotn (128
Mr), WO MICTUTb HeBeNWKy KinbkicTb TOO. MC: 486
(M+H); 'H amp (300 Ml"u, CDClg): 6 1,16 (T, 6H), 3,0-
3,2 (m, 8H), 4,65 (g, 2H), 7,46 (a1, 1H), 7,60-7,76 (Mm,
4H), 7,83 (c, 1H), 8,02 (T, 1H), 8,16 (g, 1H), 8,31 (g,
1H), 9,17 (ywwup.c, 1H), 9,33 (c, 2H), 9,57 (T, 1H).

Mpuknag 65

3-(3-AumeTunamiyo-2,2-
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anmeTunnponincynbdamoin)beHannamig 2-(3-
pTopdeHin)nipumianH-5-kapboHOBOI KMCNOTH

AP

S CH
ﬂ \.H/w(\r;l/ 3
HC CH;CH,

Ha ocHoBi 3aranbHux metoais X, Z i W, ane Bu-
kopuctoByloun 2,2, N N'-TeTpametunnponan-1,3-
diamiH gk amiH B wmeTtoai X, oTpumykoTb 3-(3-
aumeTunamiHo-2,2-
avmMeTunnponincynbdamoin)beHannamis 2-(3-
dTopdeHin)nipumignH-5-kapboHoBoi  kncnotn (190
Mr), WO MICTUTb HeBemnuKy Kinbkicte TPO. MC: 500
(M+H); *H AMP (300 Mru, CDCls): & 0,95 (6, 6H),
2,68 (o, 2H), 2,84 (g, 6H), 3,03 (o, 2H), 4,64 (g, 2H),
7,46 (a1, 1H), 7,58-7,74 (m, 4H), 7,80 (c, 1H), 7,85 (T,
1H), 8,16 (g, 1H), 8,31 (4, 1H), 8,85 (ywwup.c, 1H),
9,34 (c, 2H), 9,57 (7, 1H); 1C50=35 HM.

Mpuknag 66

3-(5-
OvmeTnnamiHoneHTincynegamoin)6eHsunamia  2-(3-
dTopdeHin)nipumianH-5-kapOoHOBOI KUCMOTH

AP

Ha ocHoBi 3aranbHux metoaiB X, Z i W, ane Bu-
KOPUCTOBYHOUU Nl,N1-,EI,I/IMeTMJ‘IneHTaH-l,5-,EI,iaMiH aK
aMiH B meToai X, OTPUMYIOTb 3-(5-
AavmMeTnnamiHoneHTuncynsdamoin)bensunamia 2-(3-
dpTOopdeHin)nipumignH-5-kapboHoBoi  kucnotn (175
mr). MC: 500 (M+H); 'H amP (300 Mlu, CDCls): &
1,22-1,27 (m, 2H), 1,34-1,44 (m, 2H), 1,44-1,57 (m,
2H), 2,70-2,74 (m, 8H), 2,92-2,99 (m, 2H), 4,63 (g,
2H), 7,46 (pg, 1H), 7,56-7,70 (m, 4H), 7,78 (c, 1H),
8,16 (g, 1H), 8,31 (g, 1H), 9,33 (c, 2H), 9,56 (T, 1H).

Mpuknag 67

3-(2-
JiisonponinamiHoeTuncynegamoin)éeH3nnamiag 2-(3-
dTOpdeHiIn)nipumianH-5-kapboHOBOI KMCNOTH

| H, CH,
(Y]

S N._CH
N WYL
CH,

Ha ocHoBi 3aranbHux metogis X, Z i W, ane Bu-
KOPUCTOBYOUU Nl,Nl-/:liiBOI'IpOI'IiJ'IeTaH-l,2-,Cl,iaMiH AK
aMiH B meToai X, OTPUMYIOTb 3-(2-
giisonponinamiHoetuncynegamoin)éeHsunamia 2-(3-
TopdeHin)nipumianH-5-kapboHosoi  kucrnotn (150
mr). MC: 514 (M+H); 'H amP (300 Mlu, CDCls): &
1,21 (1, 12H), 3,06-3,08 (m, 4H), 3,58-3,65 (m, 2H),
4,64 (p, 2H), 7,46 (na, 1H), 7,60-7,75 (m, 4H), 7,82 (c,

ﬁ S\N/\/\/\N/CHa
]
/\@/ N CHS

1H), 8,07 (7, 1H), 8,16 (g, 1H), 8,31 (g, 1H), 9,34 (c,
2H), 9,59 (T, 1H).
Mpuknag 68
3-(MeTtaHcynbdoHinamiHomeTun)o6eHsmnamia  2-
(3-dTOpdheHin)-4-meTunnipuMianH-5-kapboHOBOT  Kn-
cnotm

o\\ 20

RO

Cragisi 1. Na° (0,66 r, 28,6 MMOIb) 40OAAOTb A0
6e3ogHoro EtOH (100 mn) i nepemiwyoTb nNpu Kim-
HaTHIM TemnepaTtypi npotarom 15 xB. HdogatoTb 3-
dpTopbeHsamiagnH rigpoxnopug, (4,87 r, 27,8 Mmorb) i
po3unH nepemiwyoTs 15 xB. [JogaloTb eTUNoOBUMA
edip 2-anmeTvnaMiHOMeTUnNeH-3-0KCoOMacrnsiHOi Kuc-
notu (5,3 r, 28,6 mMonb) i peakuinHy cymill HarpiBa-
I0Tb i3 3BOPOTHMM xonoaunbHukom nig N2 npotarom 1
roanHn. PeakuiHy cyMill OXONompKyTb A0 KiMHATHOI
TemnepaTypu i KOHUEHTPYIOTb Y BakyyMi. 3anuLiok
posuuHsaoTe B EtOAc (300 mn), npoMmuBaoTb COMbO-
BMM po3ynHoM (2x100 mn), cywate (NaSO4), dinbt-
pylOTb | KOHUEHTpYLTb, W06 oTpumatu eTuroBun
edip 2-(3-cpTopdeHin)-4-meTnnnipumiguH-5-
kapboHoBoi kncnotn (6,8 r, 99%). MC: 261 (M+H); 'H
AMP (300 Ml'y, CDCls): § 1,43 (1, J=7,0 'y, 3H), 2,92
(c, 3H), 4,42 (xB, J=7,0 'y, 2H), 7,24 (m, 1H), 7,45 (m,
1H), 8,27 (m, 1H), 8,37 (m, 1H), 9,21 (c, 1H).

Cragia 2. PosunH etunosoro ediipy 2-(3-
dTopheHin)-4-meTunnipmmigmH-5-kapboHOBOT  KMCIO-
™ (6,7 r, 27,2 mmonb) i NaOH (2,1 r, 54,4 mmonb) B
po3uuHi 1:1:1 TITd, MeOH i Boan (300 mn) HarpiBa-
I0Tb i3 3BOPOTHUM XONOAMINBHUKOM NPOTArom 45 XB.
Tre/MeOH BigraHstoTe i BOAHUIA PO34MH 06pob6ns-
toTb 3H HCI, wob ckoperysat pH B mMmexax Big 2 go
3. Teepay dasy inbTpyOTb, NPOMUBAIOTL BOAOH) i
cywaTb nig BakyymMoM, wWob6 otpumatn 2-(3-
dTopdeHin)-4-meTunnipumigmH-5-kapboHOBY KMCNOTY
(5,4 1, 91%) y Burnagi TBeppoi pedosuHu. MC: 233
(M+H); *H IMP (300 Mru, CDsOD): & 2,85 (c, 3H),
7,24 (m, 1H), 7,50 (m, 1H), 8,17 (m, 1H), 8,32 (m, 1H),
9,20 (c, 1H).

Cragia 3. o posunHy 2-(3-dpTopdeHin)-4-
MeTunnipumianH-5-kapboHosoi kucnotwn (0,195 r, 0,89
mmone) B TI® (5 mn) goaatoTe kapboHin giimigason
(0,18 r, 1,1 mmonb) i HarpiBatoTb npu 60°C npoTarom
2 rogvH. Cymill OXONOAXYKTb A0 KiMHATHOI Temne-
patypn. [opatoTb  TpeT-Oytunosun  edip  (3-
amiHomeTun6eHann)kapbamiHosoi kucnotn (0,25 mn,
1,1 Mmonb) i cymiw nepemiwyoTe npoTtsarom 12 ro-
AvH. Cymiw posbasngiTe EtOAc (100 mn), npomu-
BalOTb COMbOBMM pO34uMHOM (2x50 mn), cywaTtb Hag
Na;S04, DINbTPYOTL | KOHUEHTPYIOTb Y Bakyymi. 3a-
NALLOK O4uLLYOTh doneLu-xpomartorpacieto, entooto-
un 20%-80% EtOAc/rentaH, wob oTpumatu TpeT-
OyTunoBum eqgip [3-({[2-(3-dbTOpPdEHIn)-4-
MeTUANipUMIaNH-5-
kapboHin]amiHo}meTun)oeH3unlkapbamiHoBOT  kucno-
™ (0,321, 80%) y cbopmi TBepaoi pevoBuHu. MC: 451
(M+H); *H SMP (300 My, AMCO-ds): 1,38 (c, 9H),




73

2,65 (c, 3H), 4,14 (g, J=6,1 'y, 2H), 4,50 (g, J=5,6 'y,
2H), 7,15 (m, 1H), 7,24 (m, 1H), 7,31 (m, 1H), 7,43 (m,
1H), 7,62 (m, 1H), 8,13 (m, 1H), 8,28 (m, 1H), 8,89 (c,
1H), 9,23 (m, 1H).

Cragis 4. [lo po3uumHy TpeT-6yTnosoro eqipy [3-
({[2-(3-dTOpPeHin)-4-meTunnipumignHy-5-
kapboHin]amiHo}meTun)6eH3un]kapbamiHoBOT  kucno-
™ (0,05 1, 0,111 mmonb) B AXM (2 mn) npu 0°C po-
patote TOO (0,013 mn, 0,111 mmonb) i cymiw nepe-
MilWwyoTb NpoTarom 2,5 roguH. Cymill KOHLEHTPYTb
nig BakyyMoMm. 3anuLiok po3ynHsaoTb B TId (2 mn).
Oopatotb EtsN (0,05 mn, 0,333 mmonb) i MeTaHCynb-
doHinxnopug (0,010 mn, 0,133 mmoneb), i cymiw ne-
pemiwytoTb npotarom 12 roguH. Cymiw po3baBnsaTb
EtOAc (100 mn), npomMuBalTb HAaCUY4EHUM BOLHWUM
NH4CI (2x50 mn), cywatb Hag Na>SO4, inbTpyoTh i
KOHUEHTPYOTb Yy BaKyyMi. 3anuwioK OYuLLyloTb
dnew-xpomatorpadieto, entototoun 20%-80% EtO
Ac/renTtaH, wob oTpumartu 3-
(meTaHcynboHinamiHomeTun)beHsnnamis, 2-(3-
dTOpdEHIN)-4-MeTUn-nipumignH-5-kapboHOBOI  KMC-
notn (0,03 r, 64%) y dopmi nopowky. MC: 429
(M+H); *H SIMP (300 My, AMCO-ds): & 2,65 (c, 3H),
2,86 (c, 3H), 4,18 (g, J=6,3 'y, 2H), 4,50 (g, J=5,9 'y,
2H), 7,27-7,45: (m, 3H), 7,62 (m, 2H), 8,13 (m, 1H),
8,28 (m, 1H), 8,90 (c, 1H), 9,25 (m, 1H); IC50=48,5 HM.

Mpuknag 69

3-[(MponaH-2-
cynboHinamiHo)meTun]6eHsunamis, 2-(3-
dTopdeHin)-4-meTunnipumiamH-5-kapboHOBOT  KMCHO-
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HC CH,

MeTogamu, aHanoriyHMMmn onucaHuM B NpuKnagi
68 (cTagis 3), ane 3amiHo4M TpeT-0yTUNOBUIA edip
(3-amiHomMeTUNGeH3UN)kapbamiHOBOT KMCNOTU Ha i30-
nponaHcynedoHinxnopua (0,57 mMmonb), OTpUMYOTb
3-[(nponaH-2-cynbdoHinamiHo)MeTun]6eHsunamia  2-
(3-pbTopdheHin)-4-meTnnnipumignH-5-kapObOHOBOI  KK-
cnotu (100 mr) y Burnsaai tBepaoi pevosmHn. MC: 456
(M+H); 'H AMP (300 Mry, AMCO-de): & 1,22 (a,
J=6,8 'y, 6H), 2,65 (c, 3H), 3,10 (m, 1H), 4,18 (g,
J=6,2 'y, 2H), 4,51 (c, 2H), 7,27-7,45 (m, 3H), 7,62
(m, 2H), 8,14 (m, 1H), 8,26 (m, 1H), 8,90 (c, 1H), 9,25
(m, TH).

Mpuknag 70

3-MeTtuncynbtamoinmetTunteHsnamig 2-(3-
dTopdeHin)-4-meTunnipumiamH-5-kapboHOBOT  KMCHO-
™

93213 74

Cragia 1: Po3umH 3-6pommeTtunbeHsoHitTpuny (2
r, 10,2 mmonb) B EtOH (50 mn) obpobnstoTe po3yn-
HoMm NapSOs (1,3 1, 10,3 mmonb) B H20 (50 mn) i Ha-
rpiBaloTb i3 3BOPOTHUM XOMOAMIBHUKOM MpoTsarom 4
roguH. Cymill KOHLEHTPYIOTb Mig BaKyyMoMm. 3anuLuok
cycnenaytote B AXM (100 mn) i AM® (1 mn), oxono-
DXytoTb oo 0°C i o6pobnsatoTb okcaninxnopugom (8
mn, 43,4 mmonb). Cymiw HarpiBatloTb A0 KiMHaTHOI
TemnepaTtypu i nepemiwytotb npotarom 3 roguH. Cy-
Mil po36aBnsAl0Tb CONbOBUM PO3YNHOM, EKCTParytoTb
OXM (2x100 mn), cywatb NaxSO4, DinbTpytoTh i KOH-
LEHTPYIOTb Y BakyyMmi. 3anvok po3ynHsAlTs B TP
(25 wmn), poparTe MetunamiH (2M, 12,5 mn, 25
MMOIb), i CyMmill nepemiwyTe NpoTarom 12 roauvH.
Cymiw posbaensitote EtOAc (100 mn), npoMuBalTb
HacuyeHnm BogHum NH4Cl (2x100 mn), cywaTb Hag
NaxSO4, DINLTPYIOTL | KOHLEHTPYIOTL Y Bakyymi. 3a-
NULLOK ouunLLYyoTh doneLu-xpomartorpacieto, entooto-
un 20%-80% EtOAc/rentaH, wob otpumatn C-(3-
uiaHodeHin)-N-meTunmeTaHcynsoHamig $1,5 r,
69%) y cdopmi nopowky. MC: 209 (M+H); "H AMP
(300 Ml'u, AMCO-d¢): & 2,60 (a, J=4,8 'y, 3H), 4,44
(c, 2H), 7,02 (m, 1H), 7,61 (m, 1H), 7,74 (m, 1H), 7,85
(m, 2H).

Crapia 2: [Jo posuuHy C-(3-uiaHodeHin)-N-
MeTunmeTaHcynodoHamigy (42 mr, 0,2 mmone) B TT®
(4 mn) pogatoTb po3unH BH; TTd B TI (1M, 1 mn).
Cymilw nomiwyioTb B repMeTudHy CyAuHY i Harpisa-
I0Tb B MikpOxBunboBomy peaktopi npu 100°C npoTa-
rom 120 cexkyHa. Cymiw Bunusatots B 1M HCI (20
mn), nignyxHwoTs 3M NaOH go pH ~10, ekctpary-
toTb OXM (2x50 mn), cywatb Hag NaxSO4, dinbTpy-
I0Tb i KOHLIEHTPYIOTb Yy Bakyymi, wob otpumatn C-(3-
amiHomeTundeHin)-N-meTnnmeTaHcynbdoHamia,
SIKUA BMKOPUCTOBYETLCA Oe3nocepefHbO Ha HacTym-
Hi cTagii 6e3 noganbLLOro O4YULLIEHHS.

Crapis 3: MeTtogamun, aHanoriYHMMm onucaHum B
npuknagi 68 (ctagia 3), ane 3amiHOuM TpeT-
oytunosui edip (3-amiHomeTnn6eH3un)kapbamiHOBOT
Kncnotu Ha C-(3-amiHomeTundeHin)-N-
MeTunMeTaHcynb@oHamig (2,3 MMOMb), OTPUMYIOTb
3-meTuncynegamoinmetTunbeHannamia 2-(3-
pTopheHin)-4-meTunnipumigmH-5-kapboHOBOT  KMCHO-
™ (30 mr) y Burmnsagi TBepaoi peyosuHn. MC: 429
(M+H); 'H AMP (300 Mru, AMCO-ds): & 2,58 (a,
J=4,8 Tu, 3H), 2,65 (c, 3H), 4,34 (c, 2H), 4,53 (g,
J=5,7 'y, 2H), 6,92 (m, 1H), 7,27-7,45 (m, 3H), 7,62
(m, 2H), 8,14 (m, 1H), 8,28 (m, 1H), 8,90 (c, 1H), 9,23
(m, TH).

Mpuknag 71

3-(I3onponincynedamoinmetun)éeHsunamig 2-(3-
dTopheHin)-4-meTunnipumigmH-5-kapboHOBOT  KMCIO-
™
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Cragia 1: Oo PO34YUHY 3-

OpommeTunbeHsoHiTpuny (2 r, 10,2 mmons) B EtOH
(50 mn) pogatoTb po3umH Na,SOs3 (1,3 1, 10,3 mmonb)
B H,O (50 mn), i cymiw HarpiBaloTb i3 3BOPOTHUM XO-
noaunbHUKom, npotarom 4 roguH. Cymill KOHLUEHT-
pytoTb nig Bakyymom. 3anuiiok cycneHaytotb B XM
(100 mn) i AM® (1 mn), oxonogxytoTe Ao 0°C i o6po-
onsaoTb okcaninxnopugom (4,5 mn, 24,4 mmornb).
Cymiw HarpiBaloTb 4O KiIMHaATHOI TeMmnepaTtypu npoTs-
rom 3 rogvH. Cymiw po36asnsAlTb CONbOBUM PO3YU-
Hom (100 mn), ekctparytoTe AXM (2x100 mn), cywaTb
Hag Na;SOa, DINbTPYIOTh | KOHUEHTPYIOTb Y BaKyyMi.
Banuwok po3unHsoTe B THF (100 mn) i o6pobnsoTe
isonponinamitom (3,5 mn, 40,8 mmone). Cymiw nepe-
MilwytoTb npoTtsarom 12 roa, postasnstTts EtOAc (200
MI), NpoMuBatoTb HacudeHnm BogHumM NH4Cl (2x100
M), cywatb Hag NaSOa, iNbTPyrOTh i KOHLEHTPY-
I0Tb Yy Bakyymi. 3anuwoK ouuwylTb  dneL-
xpomarorpadieto, €IoHYN 20%-80%
EtOAc/rentaH, wob otpumatu C-(3-uiaHodeHin)-N-
isonponinMmeTaHcynbdoHamia y dopmi nopotuky. MC:
237 (M+H); *H AMP (300 Mry, AMCO-dg): & 1,10 (4,
J=6,6"y, 6H), 3,36 (m, 1H), 4,42 (c, 2H), 7,09 (m, 1H),
7,57 (m, 1H), 7,74 (m, 1H), 7,85 (m, 2H).

Cragia 2: [Jo posumHy C-(3-uiaHodeHin)-N-
isonponinveTtaHcynbgoHamigy (0,5 r, 2,06 mmonb) B
Tro (10 mn) gogatoTe po3unH BH3 TI® B TId (1 M,
10,3 mn). Cymiw NOMiyIOTb B FEPMETUYHY CYAMWHY i
HarpiBaloTb B MiKpoXBMnbOBOMY peaktopi npu 100°C
npotsarom 120 cekyHa. Cymiw sunmsatotb B 1M HCI
(50 mn), nignyxHiotote 3M NaOH go pH ~10, ekctpa-
rytotb AXM (2x50 mn), cywatb Hag NaSOa, inbT-
pYIOTb i KOHUEHTPYIOTb Y Bakyymi, wob otpumatu C-
(3-amiHomeTundeHin)-N-
isonponinmeTaHcynbgoHamia, KN BUKOPUCTOBYETb-
cs1 6esnocepeHbO Ha HaCTyNHIK cTagii 6e3 nogans-
LLIOTO OYMLLIEHHS.

Crapis 3: Metogamun, aHanoriYHMMM onMcaHum B
npuknaai 68 (ctagia 3), ane 3amiHo4M TpeT-
oytunosui edip (3-amiHomeTnnbeH3un)kapbamiHoOBOT
KNcnoTu Ha C-(3-amiHomeTundeHin)-N-
isonponinMeTaHcynbdoHamig (2 MMOMb), OTPUMYIOTb
3-(nponaH-2-cynboHinamiHo)meTnn]6eHsunamia  2-
(3-dbTOpdheHin)-4-meTunnipumMianH-5-kapOoHOBOT  Kn-
cnotu (160 mr) y Burnagi tsepaoi pevosuHu. MC: 457
(M+H); *H AMP (300 Mru, AMCO-de): & 1,09 (a,
J=6,4 'y, 6H), 2,65 (c, 3H), 3,37 (m, 1H), 4,31 (c, 2H),
4,53 (g, J=5,8 'y, 2H), 6,99 (g, J=7,1 'y, 1H), 7,27-
7,45 (m, 3H), 7,62 (m, 1H), 8,13 (m, 1H), 8,28 (m, 1H),
8,90 (c, 1H), 9,24 (m, 1H); IC50=34 HM.

Mpuknag 72

3-(MeTaHcynbdoHinaMmiHomeTun)oeHsunamia  2-
(3-dTOpdheHin)nipumianH-5-kapboHOBOI KMCNoTn
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Cragia 1. Oo pPO34rHY 2-(3-

dTopdpeHin)nipumignH-5-kapboHoBoi kucnotn (0,5 T,
2,25 mmonb) B TT® (25 mn) gopatoTb kKapboHin giimi-
pason (0,5, 2,7 mmone) i HarpiBatoTb npu 60°C npo-
TAroM 2 roauH. Cymill OXOonogXytoTb [0 KiMHATHOI
Temnepatypu i gofawTb TpeT-Oytunosui edip (3-
amiHomeTun6eHann)kapbamiHosoi kucnotn (0,67 mn,
2,7 mmonb). Cymiw nepemiwyoTe npotdarom 12 ro-
AvH, posbaengaiTe EtOAc (100 mn), npomwmBaTb
COMNbOBMM pPO34MHOM (2x50 mn), cywaTb Hag NaxSOsy,
INbTPYOTb | KOHUEHTPYIOTb Yy BakyyMmi. 3anuiiok
oumLLyOTE drelu-xpomaTorpadieto, entowooun 20%-
80% EtOAc/renTaH, wob oTpumatn TpeT-OyTunoBui
edip [3-({[2-(3-hTOpPdEHIN)NipUMIANH-5-
kapboHin]amiHo}meTun)oeH3un]kapbamiHoBOT  kucno-
™ (0,8 1, 80%) y dhopmi TBepaoi pevosmHu. MC: 437
(M+H); *H SIMP (300 My, AMCO-ds): & 1,35 (c, 9H),
4,13 (g, J=6,1 'y, 2H), 4,54 (g, J=5,9 'y, 2H), 7,27-
7,48 (m, 4H), 7,62 (m, 1H), 8,16 (m, 1H), 8,31 (m, 1H),
9,32 (c, 2H), 9,43 (m, 1H).

Cragia 2. [lo po3uuHy TpeT-6yTnnosoro edipy [3-
({[2-(3-dTOpPeHIn)nipumianH-5-
kapboHin]amiHo}meTun)6eH3un]kapbamiHoBOT  kucno-
T (0,28 r, 0,64 mmonb) npu 0°C gogatote HCI B giok-
caHi (6,5 mn, 4H), i cymil nepeMilwyoTe NpoTsrom 2,5
roanH. CyMilll KOHLEHTPYIOTb Mig BakyyMOM. 3anuilok
po3uunHstoTe B XM (3 mn), gogatote EtsN (0,21 mn,
0,1,5 mmonb) i metaHcynbdoHinxnopug (0,105 mn,
0,1,3 mmonsb). Cymiw nepemiwyoTb npotaroM 12 rop,
po3baenstoTb EtOAcC (100 mn), npomMmnBaroTb Hacuye-
HuM BogHuM NH4CI (2x50 mn), cywate Hag NazSOs,
DINbTPYOTb | KOHUEHTPYIOTb Yy BakyyMmi. 3anuiiok
ounyloTb newu-xpomarorpadieto, entototoun 20%-
80% EtOAc/renTtah, o6 oTpumaTtu 3-
(meTaHcynboHinamiHomeTnn)oeHsnnamig, 2-(3-
dpTOopdeHin)nipumignH-5-kapboHosoi kucnotu (0,25 r,
94%) y copmi nopoluky. MC: 459 (M+H); *H AMP
(300 MI'u, AMCO-de): & 2,85 (c, 3H), 4,17 (g, J=6,2
Mu, 2H), 4,56 (g, J=5,9 'y, 2H), 7,27-7,62 (m, 5H),
8,17 (m, 1H), 8,32 (m, 1H), 9,32 (c, 2H), 9,45 (m, 1H).

Mpuknag 73

3-[(MponaH-2-
cynboHinamiHo)meTun]beHaunamis, 2-(3-
pTopceHin)nipumianH-5-kap6oHOBOI KUCNOTH
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MeTogamu, aHanoriYHMMmn onucaHuM B NpuKnagi
72 (cTagia 2), ane 3aMiHIOO4YN MeTaHCYNbgOHINXNo-
pua Ha izonponaHcynedoHinxnopug (1,3 Mmons),
OTPUMYIOTb 3-[(nponaH-2-
cynboHinamiHo)meTun]6eHsunamis, 2-(3-
dTopdeHin)-4-meTunnipumiamH-5-kap6oHOBOT  KMCHO-
™™ (7 wmr) y Burnagi tBepgoi pedoBuHu. MC: 443
(M+H); 'H AMP (300 Mru, AMCO-de): & 1,20 (a,
J=6,8 I'u, 6H), 3,05 (m, 1H), 4,17 (g, J=6,4 'y, 2H),
4,55 (g, J=5,9 'y, 2H), 7,27-7,62 (m, 5H), 8,17 (m,
1H), 8,32 (m, 1H), 9,32 (c, 2H), 9,45 (m, 1H).

Mpuknag 74

3-MeTtuncynbtamoinmetTunteHsnamig 2-(3-
dTopdeHin)nipumianH-5-kapOoHOBOI KUCMOTH

Iz

NH
CH,

MeTogamu, aHanoriYHMMn onucaHuM B NpuKnagi
72 (ctagia 1), ane 3amiHo4M TpeT-0yTUNoBui edip
(3-amiHomeTunGeH3nn)kapbamiHoBoi kucrnotn Ha C-
(3-amiHomeTundeHin)-N-meTunmeTaHcynboHamig,
(1,17 MMOTb), OTPUMYIOTb 3-
MeTuncynbdamoinMeTunéeHsmnamis 2-(3-
dTopdeHin)nipumignH-5-kapboHosoi  kucnotn (105
Mr) y Burnagi teepaoi pevosuHn. MC: 415 (M+H); 'H
AMP (300 Ml'u, AMCO-d¢): 6 2,57 (a, J=4,8 'y, 3H),
4,32 (c, 2H), 4,57 (g, J=5,9 Iy, 2H), 6,92 (m, 1H),
7,28-7,67 (m, 5H), 8,17 (m, 1H), 8,32 (m, 1H), 9,32 (c,
2H), 9,46 (m, 1H).

Mpuknag 75

3-(I3onponincynsdamoinmetun)éeHsunamig 2-(3-
dpTopceHin)nipumianH-5-kapOoHOBOI KMCMOTH

4

H,C” “CH,

MeTtogamu, aHanoriyHMMu onucaHMM B npuknagi
72 (cTagis 1), ane 3amiHo4M TpeT-0yTUNosuii edip
(3-amiHomeTun6eH3nn)kapbamiHoBoi kucrnotn Ha C-
(3-amiHomeTundeHin)-N-izonponin-
meTaHcynbdoHamig (1,45 mmonb), oTpumyoTb 3-
(izonponincynbtamoinmeTun)oeHsmunamisg 2-(3-
dToppeHin)nipumianH-5-kapboHoBoi  knucnotn (140
Mr) y BUMMsAi TBepaoi peyoBuHu. MC: 443 (M+H); 'H
AMP (300 MI'u, AMCO-de): & 1,07 (A, J=6,4 'y, 6H),
3,39 (m, 1H), 4,29 (c, 2H), 4,56 (g, J=5,9 Iy, 2H),
6,99 (g, J=7,1 Ty, 1H), 7,28-7,45 (m, 3H), 7,62 (m,
1H), 8,17 (m, 1H), 8,32 (m, 1H), 9,32 (c, 2H), 9,45 (m,
1H).

Mpuknag 76

(2-MeTtaHcynbdoHinamiHonipigiH-4-inmeTun)amia
2-(3-dpTopdeHin)nipumignH-5-kapboHOBOIT KMCNOTK

Cragia 1: Po3ynH 2-amiHOI3OHIKOTUHOHITpUNy (1
r, 8,4 mmonb) i meTaHcynbgoHinxnopuagy (0,716 mn,
9,2 mmonb) B nipyauHi (10 Mn) nepemiwyoTe npu
KiMHaTHIn TemnepaTypi npotaroMm 12 roguH. Cymiw
BUNMMBalOTb Ha nig i nepemiwytoTe 20 xB. Cymiw di-
NbTpyOThb | NpomuBaoTb Bogow (100 mn), a notim
aietnnosum edipom (100 mn). TBepay peyoBUHY Cy-
waTte nig BakyymoMm, wo6 oTtpumatm  N-(4-
LiaHonipnamH-2-ina)metaHcynbgoHamia (1,1 r, 66%).
MC: 198 (M+H); *H AMP (300 MIu, AMCO-de): &
3,32 (c, 3H), 7,27 (c, 1H), 7,48 (g, J=5,1 'y, 1H), 8,53
(@, J=5,3 Ty, 1H).

Cragia 2: N-(4-LliaHonipunaunn-2-
in)metaHcynbcgoHamig (0,15 r, 0,76 MMonb) po3uu-
HATb B MeOH (4 mn) i koHueHTpoBaHoi HCI (2 mn) i
06pobnsTe Pd/C (10%, 150 wmr). Cymiw nepemiluy-
10Tb nig Hy npotarom 12 roavH, inbTpytoTh i KOHLe-
HTPYIOTb nig Bakyymom, wob oTtpumatn N-(4-
amMmiHoMmeTunnipuaunH-2-ina)metancynsgoHamig (0,15
r, 97%), K1 BUKOPUCTOBYETLCHA Ha HACTYMHiN cTagii
6e3 10AaTKOBOrO OYULLIEHHS.

Crapia 3: Metogamu, aHanoriYHMMm onvcaHum B
npuknagi 72 (ctagia 1), ane 3amiHiow4M TpeT-
6yTunoswuii edpip (3-amiHomeTnGeH3un)kapbamiHoBOI
KMUCNOTU Ha N-(4-amiHomeTnnnipuanH-2-
ina)meTtaHcynbdoHamig (0,75 mmons), oTpumMytoTh (2-
MeTaHcynbMOoHInamiHonipuanH-4-inmetun)amig  2-(3-
dpTOopdeHiIn)nipumianH-5-kapdoHoBoi  kucnotn (320
Mr) y Burnagi teepaoi pevosuHn. MC: 402 (M+H); 'H
AMP (300 Ml'u, AMCO-ds): 6 3,24 (c, 3H), 4,53 (g,
J=5,7 'y, 2H), 6,97 (ywwup.c, 2H), 7,43 (m, 1H), 7,63
(m, 1H), 8,18 (m, 2H), 8,33 (m, 1H), 9,33 (c, 2H), 9,52
(m, 1H).

Mpuknag 77

(TeTparigponipaH-4-in)amig 2-(5-meTun-
[1.2.4]okcapiason-3-in)nipumigmH-5-kapboHOBOT  KnC-
notu
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Cragia 1. o po3uuMHy MeTuroBoro eqipy 2-
MeTuncynbaHinnipumignH-5-kapboHoBoi kucnotn 1
(1r, 543 mmoneb) B XM (60 mn) gogatots MCPBA
(2,81 r, 16,29 mMmornb) nopuisMn Npu KiMHaTHIA Tem-
nepatypi. OTpuMaHuii po34MH MNepemilyroTb NpoTH-
roM Houi Mpu KiMHaTHIN TemnepaTypi. [JogaoTs pos-
unH NayS;03 (1,6 1) y Bogi (60 wmm). Cymiw
nepeMilyloTb Npu KiMHaTHI TemnepaTtypi NpoTaromM
20 xB. Wap BigainsawTb, BOAHWMIA Lap eKcTparylTb
OXM (2x20 mn). O6'egHanui wap OXM npomusaroTb
HacudeHnm NaHCOgs (3x20 mn), cywaTb (NaSOg),
INbTPYOTb | KOHUEHTPYIOTL Nig BaKkyymoMm, LWo6
oTpumatm METWIOBUIA edip 2-
MeTaHCynbdOHINNipUMianH-5-kapboHOBOI  KMCHOTK Y
BurnsAai TBepgoi peyosuHn (1,05 r, 90%). MC: 217
(M+H); *H AMP (300 Mru, CDCls): & 3,41 (c, 3H),
4,06 (c, 3H), 9,44 (c, 2H).

Cragia 2. o po3unMHy MeTurnoBoro eqipy 2-
MeTaHCynbMOHINNipUMianH-5-kapboHOBOI kucnotTn 2
(2,5r, 11,56 mmonb) B AXM (30 mn) AoaaloTb pO34mnH
uiaHigy teTtpabytunamonito (3,1 r, 11,56 mmonb) y
BoAi (30 mn) NOBINbHO, NPY KIMHATHIA TemnepaTypi.
Cywmiw nepemiwytoTtb npotarom 80 xB. Cymil npomu-
BaloTb Bofok (2x20 mn), cywate (NaxSO4), dinbT-
pYlOTb i KOHLUEHTPYIOTb Yy BakyyMi. 3anuLloK ouuLLy-
I0Tb KOJTOHKOBOK Xpomatorpadieto, entororoun 5-60%
EtOAc B renTaHi, WwWob oTpumat MeTurnosuin egip 2-
LiaHonipnmiauH-5-kap6oHoBoi kucnotu (1,16 r, 61%)
y Burnagi tBepgoi pedvosuHun. MC: 164 (M+H); H
AMP (300 MI'y, CDClg): § 4,05 (c, 3H), 9,37 (c, 2H).

Cragia 3. [Jo posuuHy meTtunosoro edipy 2-
LiaHonipumignH-5-kapboHoBoi kncnotm 3 (1 r, 6,13
mmonb) B MeOH (20 mn) npu KiMHaTHiA TemnepaTypi
AofdalTb rigpokcunamiH rigpoxnopug (0,64 r, 9,2
MMonb) i auetat Hatpito (0,76 r, 9,2 mmonb). OTpu-
MaHy CyMill HarpiBaloTb i3 3BOPOTHUM XONOAUNbHU-
KOM MpoTsiroMm 2 roauH. CyMmill OXOonomKyoTb A0 KiM-
HaTHOI TemnepaTypu i KOHUEHTPYTb Y Bakyymi. [o
3anuwky gogatotb Boay (30 mn), i. ocag inbTpyOTh
i OBiYi NpomMuBalOTb BOAOK. TBEpPAY PEYOBUHY CY-
WwaTh y BaKyyMHii neyi npoTarom Houi, wob otpumatn
MEeTUNoBUI eqgip 2-(N-
rigpokcukapbamimigoin)nipumignH-5-kapboHoBoi  Knc-
notu (1,09 r, 91%) y surnsagi Tsepaoi peyosuHn. MC:
197 (M+H).

Cragia 4. [o po3unHy meTtunosoro edipy 2-(N-
rigpokcukapbamimigoin)nipnumignH-5-kapboHoBoi  Knc-
notn (900 wmr, 4,59 mmonb) B nipnauHi (15 mn) no
Kpannax gopawTb  auetunxnopuag (432 wmr, 5,5
MMonb). OTpMMaHWIA PO3YMH NEpEeMILLYOTb NpU KiM-
HaTHI TemnepaTypi NPOTAroM 1 roauHu i HarpiBalTb
i3 3BOPOTHMM XONOAMIBLHUKOM MPOTSIrOM 3 TOAWH.
Po3unH oxonomxyloTb A0 KiMHATHOI TemnepaTtypu i
KOHLEHTPYIOTb y Bakyymi. [lo 3anvLuKy AodalTb Bogy
(30 mn) i cymiw ekctparytoTs EtOAC (3x20 mn). O6'e-
OHaHWA OpraHiYyHWM LWwap nNpPOMUBaOTL HaCUYEHUM
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NaHCOg;, cywatb (NaSOi), inbTpyloTb i KOHLEHT-
pyloTb nig4 BaKyymMoMm, LWOO OTpUMaTt¥ MeTUNOoBUiA
edip 2-(5-metnn-[1,2,3]okcagiaso-3-in)nipumignH-5-
KapboHOBOi KMCNOTU y BUrMAQI TBEPAOI PEYOBUHMU
(900 mr, 89%). MC: 221 (M+H).

Cragia 5. o posunHy meTtunoBoro edipy 2-(5-
meTun-[1,2,3]okcagia3o-3-in)nipumignH-5-kapboHoBoi
kucnotn (900 mr) B MeOH (20 mn) gogatoTe po3yumH
LiOH (100 wmr) y Boai (20 mn) npu 0°C. Mpubupatotb
neoasiHy 6aHto, i cymilw nepemiwwytoTs e 10 xB. Pos-
YMHHUK ynapiowTb, | gogaoTe Boay (20 mn). BogHun
po34MH NpomwmBaTb edipoM (2x20 mn) i nigkuens-
toTb 2H HCI go pH ~3. OtpumaHHuii ocag dinbTpy-
10Tb, NPOMMBAIOTE BOAOK i CyllaTb Y BaKYyMHil nevi
npoTAroM  Houi, wWwo6 oTtpumatn  2-(5-meTtun-
[1,2,4]okcapiason-3-in)nipumignH-5-kapboHoBy  Kuc-
noty (350 mr, 37%) y Burnagi Tesepaoi pevosuHu. MC:
207 (M+H); "H AMP (300 Mru, AMCO-dg): & 2,73 (c,
3H), 9,39 (c, 2H).

Cragia 6. Oo PO3UYUHY 2-(5-meTnn-
[1,2,4]okcapiason-3-in)nipumignH-5-kapboHOBOT  KnC-
notu (50 wr, 0,24 mmone) B AXM (10 mn) gogatots 1-
[3-(ammeTnnamiHo)nponin-3-eTunkap6ogiimia (50 wr,
0,26 mmonb) i N-rigpokcubensoTtpuason (35 wmr, 0,26
MMOIb) NpY KiMHaTHIn Temnepatypi. Cymiw nepemi-
wyoTb npotarom 10 XxBUMWH i godaloTb TeTparigponi-
paH-4-inamin (27 mr, 0,26 mmonb). Cymil nepemity-
I0Tb MPOTAroM Houi, npomuBatoTb 2H HCI (1x5 mn),
HacnyeHnm NaHCO; (1x5 mn), Bogoto (1x5 mn), cy-
waTtb (NazS04), hinbTpyOTh i KOHLEHTPYOTL Nig Ba-
KyyMOM. 3arnuLLOoK O4MLLYIOTb KOJIOHKOBOK XpoMaTor-
pacpieto, entotoroun 5% MeOH B OXM, wob otpumatm
(TeTparigponipaH-4-in)amig, 2-(5-meTun-
[1,2,4]okcagia3on-3-in)nipumianH-5-kapboHOBOT  KUC-
notu (33 mr) y Burngaai tBepgoi peyosuHn. MC: 290
(M+H); *H AMP (300 Mruy, CDCls): § 1,70 (m, 2H),
2,04 (m, 2H), 2,76 (c, 3H), 3,59 (m, 2H), 4,06 (m, 2H),
4,28 (m, 1H), 9,26 (c, 2H); 1C50=513,5 HM.

Mpuknag 78

4-CynbgamoinbeH3onamig, 2-(5-metun-[
1,2,4]okcapiazon-3-in)nipumignH-5-kapboHoBoi  kunc-
notu

o}
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MeTogamu, aHanoriyHMMmn onucaHuM B Npuknagi
77 (ctagis 6), ane 3amiHiooun TeTparigponipaH-4-
inamiH Ha 4-amiHomeTun6eHsoncynbdoHamig oTpu-
MYIOTb 4-cynbdamoinbeHsonamig, 2-(5-meTun-
[1,2,4]okcagia3on-3-in)nipumianH-5-kapboHOBOT  KUC-
notu y surnsaai teepgoi pevosmHn. MC: 375 (M+H);
'H AMP (300 My, IMCO-ds): & 2,72 (c, 3H), 4,61 (a,
2H), 7,33 (c, 2H), 7,56 (g, 2H), 7,80 (g, 2H), 9,39 (c,
2H).

Mpuknag 79

(3-®eHin-[1,2,4]triapiazon-5-in)amia  2-(5-meTun-
[1,2,4]okcapiazon-3-in)nipumignH-5-kapboHoOBOT  Kuc-
notu
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MeTogamu, aHanoriYHMMmn onucaHuM B Npuknagi
77 (ctapia 6), ane 3amiHiouM TeTparigponipaH-4-
inamiH Ha 3-beHin-[1,2,4]tiapgiason-5-inamiH oTpumy-
10Tb (3-henin-[1,2,4])(tiagiazon-5-in)amig 2-(5-meTtnn-
[1,2,4]okcapiason-3-in)nipumiamH-5-kap6oHOBOT  Knc-
notu y surnsagi teepgoi pevosuHn. MC: 366 (M+H);
'H AMP (300 MIy, AMCO-de): & 2,74 (c, 3H), 7,56 (M,
3H), 8,24 (m, 2H), 9,63 (c, 2H).

Mpuknag 80

3-(Mopdonin-4-cynbtoHin)beHsunamia 2-(3-
dpTopdeHin)nipumianH-5-kapOoHOBOI KMCMOTH

N7

MeTogamu, aHanoriYHMMmn onucaHuM B NpuKnagi

5, ane 3aMiHo4YMn aHiniH Ha 3-
(MopdponiHcynbdoHin)beH3unamii,  oTpumyoTb  3-
(MopdoniH-4-cynbdoHrin)beHsnnamis 2-(3-

dTOpdEHIN)NipUMMianH-5-kapOOHOBOI  KMCNOTN Yy BU-
rmagi TBepAoi pedosuHn. MC: 457 (M+H); H amp
(300 Ml'y, CDCls3): & 2,88-3,10 (m, 4H), 3,65-3,85 (M,
4H), 4,78 (g, 2H), 6,88-7,05 (ywwup.c, N-H), 7,18-7,35
(m, H), 7,40-7,60 (m, 2H), 7,60-7,80 (m, 3H), 8,10-8,35
(kB, 4H), 9,21 (c, 2H).

Mpuknag 81

3,4-AnmeTtokcnnbeHsmnamig  2-dpeHinnipumignH-
5-kapboHOBOI KMCNOTH

MeTogamu, aHanoriYHMMn onucaHuM B NpuKnagi
8, ane 3amiHotoun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 3,4-
anmeTokcunbensunamii - (0,3 MMonb), OTPUMYIOTb
3,4-aumeToKkeunbeHsunamig, 2-beHinnipnmignH-5-
KapbOHOBOI KMCMOTW y BUIMSAI TBEPAOI PEYOBUHM.
MC: 350 (M+H).

Mpuknag 82

(2-beHso[1,3]giokcon-5-ineTun)amig, 2-
deHinnipymignH-5-kapboHOBOI KNCNoTH

93213 82
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MeTogamu, aHanoriYHMMK onucaHuM B NpuKnagi
8, ane 3amiHooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clisoTiazon-5-inamiH Ha 2-
6eH3o[1,3]agiokcon-5-inetunamin  rigpoxnopug (0,3
MMOIb) OTPUMYIOTb (2-6eH30[1,3]giokcon-5-
inetTun)amig 2-ceHinnipumiguH-5-kapboHoBoi kucno-
TV y BAmMsAAi TBepaoi pedosuHu. MC: 348 (M+H); H
AMP (300 MI'u, CDCls): 6 2,91 (1, 2H), 3,74 (M, 2H),
5,98 (c, 2H), 6,20 (ywwup.c, N-H), 6,65-6,83 (m, 3H),
7,54 (m, 3H), 8,49 (m, 2H), 9,08 (c, 2H); IC50=2 HM.

Mpuknag 83

(1H-lHpason-5-in)amig
KapOOHOBOT KNCMNOTH

avales.

MeTogamu, aHanoriyHMMmn onucaHMM B NMpuknagi
8, ane 3amiHoouM  2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 1H-
iHoason-5-amiH (0,3 Mmonb) oTpuMytoTh (1H-iHaason-
5-in)amig 2-cbeHinnipumianH-5-kapboHOBOI KUCNOTKU Y
BurnsAai Teepaoi pedosuHn. MC: 316 (M+H); 'H AmMP
(300 MrI'u, CDClg): 6 6,99 (g, H), 7,06 (kB, H), 7,52-
7,63 (m, 4H), 8,10 (c, H), 8,38 (g, H), 8,57 (m, 3H),
9,53 (c, H); I1C50=23 HM.

2-ceHinnipumignH-5-

Mpuknag 84
4-[1,2,3]Tiagiason-5-in)6eH3annamia 2-
deHinnipnmignH-5-kapboHOBOT KMCIOTH
! 0
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MeTogamu, aHanoriyHMMK onucaHMMm B NpuKnagi
8, ane 3amiHouM 2,2-giokco-2,3-gurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 4-
[1,2,3]tiapiason-5-inbeH3nnamin (0,3 Mmonb) oTpu-
MYHOTb 4-[1,2,3]Tiapiason-5-in)6eH3unamia 2-
deHinnipumignH-5-kapboHOBOI  KMCIOTM Y BUrMAGj
TBEpAoi peyoBuHW. MC: 374 (M+H); ‘H AMP (300
My, OMCO-de): 6 4,25 (g, 2H), 7,52-7,60 (m, 5H),
8,12 (m, 2H), 8,45 (m, 2H), 9,31 (c, 2H), 9,46 (ywwp.c,
N-H), 9,59 (c, H); IC50=6,5 HM.

Mpuknag 85

3-MeTtuncynsdamoinbeHannamia 2-(3-
dTopdeHin)-4-meTunnipmmignH-5-kapboHOBOT  KMCHO-
™
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MeTogamu, onncaHnmm B npuknagi 5, ane sami-
Hiotoun 2-(3-dpTopdeHin)nipumianH-5-kapboHOBY Knc-
norty 2-(3-dpropdeHin)-4-meTnnnipumignH-5-
KapOOHOBOK KMCMOTOW, | 3aMiHYM  aHiniH - 3-
amiHomeTun-N-
MeTunbeHsoncynboHaMiarigpoxopnaom, OTpUMy-
10Tb 3-meTuncynbgamoinbeHsnnamig 2-(3-
dTopeHin)-4-meTunnipmmiamH-5-kap6oHOBOT  KMCIO-
™1 y cdopmi TBepaoi peyouHu. MC: 415 (M+H); H
AMP (300 MI'y, CDCls): 6 2,73 (c, 3H), 4,72 (g, 2H),
6,70 (ywwup.c, N-H), 7,15-7,26 (m, H), 7,41-7,65 (m,
3H), 7,77 (@, H), 7,85 (c, N-H), 8,15 (a, H), 8,24 (g,
H), 9,76 (c, H). IC5,=106 HM.

Mpuknag 86

3-MeTtuncynbtamoinbeHannamig 4-meTnn-2-
nipuanH-2-innipumignH-5-kapboHOBOI KMCNOTH
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MeTtogamu, onucanHnmn B npuknagi 5, ane 3ami-
Ho4UM 2-(3-chTopdbeHin)nipumianH-5-kapboHoBy Kuc-
noty 4-meTun-2-NipuanH-2-innipumianH-5-
KapOOHOBOID KMCMOTOW, i 3aMiHIOKYM aHiniH Ha 3-
amiHomeTun-N-meTun6eHsoncynbdoHamia, oTpumy-
10Tb  3-MeTuncynbamoinbeHsunamvig  4-meTtnn-2-
nipuanH-2-innipumignH-5-kapboHoBoi KMcnoTn y ¢o-
pmi TBepaoi pedosuHu. MC: 398 (M+H); 'H ampP (300
Mlu, CDClg): 6 2,54 (c, 3H), 2,59 (c, 3H), 4,62 (A,
2H), 7,23-7,42 (m, 3H), 7,48-7,60 (m, H), 7,61-7,68 (4,
H), 7,78-7,93 (m, 2H), 8,37-8,44 (g, H), 8,51-8,62 (m,
H), 8,67 (c, H).

Mpuknag 87

4-MopdoniH-4-inbeHsunamig 2-ceHinnipumianH-
5-kapbOHOBOT KMCOTH
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MeTtogamu, aHanoriyHuMu onucaHuM B nNpuknagi
8, ane 3amiHooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clizoTiason-5-inamiH Ha 4-
MopdoniH-4-in6eH3nnamid, oTpuMyroTb 4-MOpdOniH-
4-inbeH3nnamig 2-thbeHinnipumianH-5-kapboHOBOT

93213 84

Kucnotn y Burnagi Teeppoi peyosuHun. MC: 375
(M+H); *H SAMP (300 My, CDCls): & 3,18 (T, 4H),
3,88 (1, 4H), 4,62 (g, 2H), 6,48 (ywup.c, N-H), 6,92
(M, 2H), 7,29 (m, 2H), 7,47-7,58 (m, 3H), 8,50 (m, 2H),
9,16 (c, 2H); IC50=12 HM.

Mpuknag 88

MeTtunosuii edip 6-[(2-deHinnipumignH-5-
kapboHin)amiHo]-1H-6eH3oimigason-2-kap6oHoOBOI
KncnoTu
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MeTogamu, aHanoriYHMMK onucaHuM B NpuKnagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clisoTiazon-5-inamiH Ha meTunoBui
edip 6-amiHo-1H-6eH30imiga3on-2-kapboHOBOI  KMC-
notu OTPUMYIOTb METUNOBUN edip 6-[(2-
deHinnipumignH-5-kapboHin)amiHo]-1H-
OeH3oimigason-2-kapboHOBOi KACMNOTK Y BUINSAOI TBe-
pooi peyoBuHu. MC: 374 (M+H); 'H amp (300 MrIwy,
OMCO-dg): 6 3,95 (c, 3H), 7,52-7,63 (m, 5H), 7,70-
7,82 (m, H), 8,29 (c, H), 9,38 (c, 2H), 10,68 (g, H).

Mpuknag 89

6-[(2-DeHinnipnmignH-5-kapboHin)amiHo]-1H-
6eH3oimigason-2-kapboHoBa kucnoTta

%{h{

Po3uuH METWUMOBOro edipy 6-[(2-
deHinnipumianH-5-kapboHin)amiHo]-1H-
6eHsoimigason-2-kapboHoBoi kncnotu (0,44 Mmmonb) i
LiIOH (4,40 mmonb) B MeOH/Boga/TeTparigpodypaH
(1:1:1, 60 mn) nepemiwyOTb NPU KIMHATHIN Temnepa-
Typi npoTsirom Hodi. MeOH i TT'® ynaptotoTb y Bakyy-
Mi i BogHy cymiw nigkucnaiTe 5% HCI gpo pH ~2.
OTpumaHuin ocag inbTpyoTb, NPOMMBAaIOTL BOOOHD
(10 wmn) i cywatb, wWo6 oTpumatn 6-[(2-
deHinnipumianH-5-kapboHin)amiHo]-1H-
6eHsoimigason-2-kapboHoBY KUCMOTY Y BUrNSAAI TBEp-
Aoi peyosuHu (115 mr). MC: 360 (M+H); 'Hamp (300
Mru, AMCO-de): 6 7,52-7,70 (m, 5H), 8,30 (c, H), 8,48
(m, 3H), 9,28 (c, H), 9,38 (c, 2H), 10,73 (c, N-H).

Mpuknag 90

(BeHsodpypaH-5-inmeTun)amig 2-
deHinnipnmignH-5-kapboHOBOT KMCIOTH
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MeTtogamu, onucannmn B npuknagi 5, ane 3ami-
HiolouM 2-(3-dpTopdeHin)nipumianH-5-kapboHoBY Knc-
noty 2-cpeHinnipMmiamH-5-kapboHOBOIO  KUCNOTOM, i
3aMmiHO4YM aHiniH C-6eH3odypaH-5-inmeTunamiHom,
OTPUMYIOTb (6eH3odypaH-5-inmeTnn)amig 2-
deHinnipumignH-5-kapboHOBOI KMCNOTHN Yy dopMmi TBe-
paoi pevouHu. MC: 330 (M+H); H amp (300 Mlw,
CDCls): 6 4,79 (g, 2H), 6,58 (ywwup.c, N-H), 6,78 (m,
H), 7,32 (kB, H), 7,49-7,56 (m, 4H), 7,64 (c, H), 7,66
(a, 2H), 8,48 (m, 2H), 9,18 (c, 2H); IC50=7 HM.

Mpuknag 91

4-MeTaHcynbgoHinamiHobeH3unamig 2-
deHinnipnmignH-5-kapboHOBOT KUCIOTH
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MeTogamu, onncaHnmm B npuknagi 5, ane sami-
Hiotoun 2-(3-cbTopdeHin)nipumianH-5-kapboHoOBY Kuc-
noty 2-cpeHinnipMmiamH-5-kapboHOBOIO  KUCNOTOM, |

3aMiHIO4YM aHiniu N-(4-
amiHomeTundeHin)MeTaHcynbOHamMiAoM,  OTPUMY-
10Tb 4-meTaHcynbgOoHInamMmiHo6eH3nnamig 2-

deHinnipumianH-5-kapboHOBOI KMCNOTHN Yy dopMmi TBe-
pooi peyoBuHu. MC: 383 (M+H); 'H avmp (300 MIw,
HMCO-dg): & 2,96 (c, 3H), 4,89 (g, 2H), 7,18 (g, 2H),
7,33 (g, 2H), 7,51-7,63 (m, 3H), 78,43 (m, 2H), 8,27
(c, 2H), 9,36 (ywwmp.c, N-H).
Mpuknag 92
4-KapbamoinbeHaunamig
KapboHOBOI KMCNOTK

2-cbeHinnipumignH-5-
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MeTogamu, onucaHnmm B npuknagi 5, ane 3ami-
HiouM 2-(3-dbTopdeHin)nipumianH-5-kapboHoBY Knc-
noty 2-cpeHinnipMmiamH-5-kapboHOBOIO KUCNOTOM, i
3aMiHIoluM aHiniH 4-amiHomeTunb6eH3amigom, oTpu-
MyloTb 4-kap6amoinbeHsunamig 2-deHinnipumignH-5-
kapboHOBOI kucnoTn y chopmi TBEpAoi pevoBuHu. MC:
333 (M+H); *H AAMP (300 Mru, AMCO-de): & 4,59 (a,
2H), 7,32 (c, N-H), 7,43 (g, 2H), 7,50-7,63 (m, 4H),
7,85 (m, 2H), 7,94 (c, H), 8,47 (m, 2H), 9,37 (c, 2H),
9,43 (1, N-H); IC50=16 HM.

Mpuknag 93

3-(2-TppokcieTuncynbdamoin)beHannamig 2-
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deHinnipumianH-5-kapboHOBOI KMCNoTn

MeTtogamu, onucaHnmn B npuknagi 5, ane 3ami-
HiotouM 2-(3-dpTopdeHin)nipumianH-5-kapboHoBy Knc-
noty 2-cpeHinnipumiamH-5-kapboHOBOIO KUCNOTOM, i
3aMiHIO4YM aHiniH 3-amiHomeTun-N-(2-
rinpokcieTnn)beH3oncynbgoHaMiariapoxnopmaom,
OTPUMYIOTb 3-(2-
rigpokcieTuncynbamoin)beHannamis 2-
deHinnipumianH-5-kapboHOBOI KUCNOTH Y opMi TBe-
paoi peyoBuHu. MC: 413 (M+H); H amp (300 MIwy,
CD30D): & 2,96 (1, 2H), 3,53 (T, 2H), 4,78 (g, 2H),
7,42-7,91 (m, 9H), 8,46 (m, 2H), 9,22 (c, 2H), 9,40
(ywwp.c, N-H).

Mpuknag 94

4-(MopdoniH-4-cynbgoHin)oeHsmnamis 2-
(heHinnipumiamnH-5-kapboHOBOI KNCNOTU
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MeTtogamu, onucaHnmn B npuknagi 5, ane 3ami-
Hio4uM 2-(3-dpTopdeHin)nipumianH-5-kapboHoBY Kuc-
noty 2-ceHinnipumignH-5-kapboHOBOK  KUCMNOTOHO,
(0,35 MMonb) i 3amiHio4M aHiniH 4-(mopdoniH-4-
cynboHiN)6eH3nnamiHrigpoxnopuaom, OTPUMYHOTb
4-(mopdponiH-4-cynbdoHin)6eH3nnamig 2-
deHinnipumianH-5-kapboHOBOI KMCNOTH Y dopMi TBe-
pooi peyoBuHu. MC: 439 (M+H); 'H ampP (300 Mrlw,
CD30D): & 2,96 (1, 4H), 3,70 (1, 4H), 4,73 (c, 2H),
7,53 (m, 3H), 7,65 (g, 2H), 7,77 (g, 2H), 8,49 (g, 2H),
9,26 (c, 2H).

Mpuknag 95

3-MeTtuncynbtamoindeHannamis, 2-
cpeHinnipMMi,uMH-S-KapGOHoSoT KMCroTu
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MeTogamu, onucaHnmmn B npuknagi 5, ane 3ami-
Hio4UM 2-(3-dpTopdeHin)nipMmianH-5-kapboHoBy Kuc-
noty 2-cpeHinnipumignH-5-kap6boHOBOIO KUCNOTOM, i
3aMiHIo4M aHiniH 3-amiHomeTun-N-
MeTunGeH3oncynsoHaMiarigpoxnopuaom, OTpuMy-
10Tb 3-meTuncynbdpamoinbeHsnnamis 2-
deHinnipumianH-5-kapboHOBOI KMCNOTH Y opMmi TBe-
paoi peyouHu. MC: 383 (M+H); H amp (300 MIy,
CD30D): 6 2,53 (c, 3H), 4,71 (c, 2H), 7,26 (m, H),
7,46-7,80 (m, 7H), 7,87 (c, H), 8,49 (m, 2H), 9,24 (c,
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2H).
Mpuknag 96
[2-(2-AmiHO-4-meTunTia3on-5-in)etunlamig 2-
deHinnipumignH-5-kapboHOBOI KNMCNoTH

EATaty

MeTtogamu, onucaHnmn B npuknagi 5, ane 3ami-
Ho4UM 2-(3-cbTopdbeHin)nipumMianH-5-kapboHoBy Kuc-
noty 2-deHinnipumignH-5-kapboHOBOK  KUCMOTOHO,
(0,12 Mmonb) i 3amiHlOUYM aHinNiH gurigpobpomigom
5-(2-amiHoeTuUnTIa3on-2-inamivy, oTpumylTb [2-(2-
amiHo-4-meTunTiadon-5-in)etTunlamia 2-
deHinnipumianH-5-kapboHoBoT KncnoTn y dopmi TBE-
pooi pevoBuHu. MC: 340 (M+H); 'H aump (300 Mlw,
CDCl3): 6 2,11 (c, 3H), 2,92 (1, 2H), 3,61 (kB, 2H),
6,70 (ywwup.c, N-H), 7,40-7,58 (m, 3H), 8,37-8,54 (M,
2H), 9,12 (c, 2H).

Mpuknag 97

3-MeTtuncynbamoinbeHauniamig 2-(3-
dTopdeHin)nipumianH-5-kapOoHOBOI KUCMOTH
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Cragia 1: MocyauvHa, wo mictute OXM (90 mn) i
mMeTunamiH y sogi (40% Bar., 7,5 Mmonb), OXOnoaxy-
I0Tb Y BOASHIN BaHi 3 NboAOM NpW NepeMillyBaHHi Ha
MarHiTHin MiLanui. HopatoTb 3-
LiaHo6eHsoncynbgoHinxmopua (5 r, 2,49 mmonb)
paszom 3 OAXM (10 mn), wob 3MuTn 3aQuULLIKK 3i CTIHOK
nocyavHn. Yepes 30 xB AoAatoTb koHUeHTpoBaHy HCI
y Bogi npu 0°C, ooTtu, Nokn peakuis He Byae KUCrow
(pH <4). DopatoTte Bogy (50 mn) i Buganswote AXM
nig BakyyMom. 3anuiiok pinbTpytoTh, W6 oTpumaTn
3-uiaHo-N-meTunbeH3oncynsgoHamig y, BUrMAAi TBe-
paoi peyosuHn (99%). MC: 195 (M+H); *H AMP (300
MIu, CDCls): 6 2,76 (g, 3H), 4,48 (ywwup.c, N-H), 7,7
(T, 1H), 7,9 (@, 1H), 8,13 (a, 1H), 8,19 (c, 1H).

Cragis 2: [o PO3UUHY 3-uiaHo-N-
meTunbensoncynsdoHamigy (4,88 r, 2,49 mmonb) B
MeOH (160 mn) gogatoTb koHueHTposaHy HCI y Bogi
(16 mn), a notim nanagin-Ha-Byrinni (10% Bar., 50%
Bar. Bogu, 1,6 r). B anbTepHaTMBHOMY BapiaHTi npu
nepeMillyBaHHi MarHiTHOIO MiLLAnKo peakuifiHy cy-
MilLl BAKYYyMYIOTb i MIPOTAroM TpbOX UMKMiB nogatoTb 1
aTMocdepy BoAHIO (3 HagyBHOT kyni). MoTiM peakuin-
HY cyMmilW 3anuwatoTb nig 1 atmocdepoto BogHO npu
nepemillyBaHHi NpoTaroM 2 AHiB. PeakuinHy cymiw
inbTPYOTL Yepes LeniT i 4oaaloTb CBKMI nanagin-
Ha-Byrinni (10% Bar., 50% Bar. Boau, 1,6 r). Peakuin-
HY CyMmiW nepemiwyloTb npotarom 24 roauH nig 1
aTtMocdepoto BoAHK. PeakuiHy cymiw inbTpyroTb
Yepes UeniT i inbTpaT KOHUEHTPYIOTb Mig BakyymMoM,

P
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o6 oTpumartu 3-amiHomeTun-N-
MeTunbeHsoncynsgoHamigrigpoxnopvg y Burnsgi
TBepAoi peyosuHu (99%). MC: 201 (M+H); H AmMP
(300 Ml'u, AMCO-ds): & 2,41 (g, 3H), 4,12 (g, 2H),
7,23-7,57 (m, 2H), 7,70 (a, 1H), 7,81 (g, 1H), 8,49
(ywwp.c, 3H).

Cragia 3: Jo cymiwi 2-(3-TopdeHin)nipumignH-
5-kapboHoBoi kucnotu (545 wmr, 2,5 mmons) B OXM
(35 mn) popatoTb okcaninxnopug (635 mr, 5 mmonb),
a notim AM® (20 mkn). PeakuinHy cymiw nepemilly-
I0Tb MPW KIMHATHIN TemnepaTypi NpPOTArom 3 roauvH.
Hopatotb 6e3sogHuii Tonyon (10 mn), i KOHUEHTPY-
I0Tb peakuiiHy CyMmil nig Bakyymom. 3anulioK pos-
ynHsAlTe B EtOAc (30 mn). OTpumaHun posynH fo-
JarTb ao CyMiLLi 3-amiHomeTun-N-
meTunbeHsoncynedoHamigrigpoxnopuay (590 wr, 2,5
MMonb), kapboHaty HaTpito (530 mr, 5 mmonb) | Boan
(10 mn) npu 0°C. OTpumaHy peakuiiiHy cymill Harpi-
BalTb A0 KiMHaTHOI TemnepaTypu i nepemiwyloTb
npotarom Houi. MNpnbnusHo 80% EtOAc BupansoTb
nig BakyymMoMm i gogatoTb rentad, wob ocagutu npo-
AykT. Ocag 36vpaloTe INbTPYBaHHAM | ABidi nepek-
puctanizosytotb 3 EtOAc, wo6 otpumatn 3-
MeTuncynbgamoinéeHannamig 2-(3-
dTopdpeHin)nipumignH-5-kapboHoBoi  kncnotn (400
Mr). MaTouHi po34MHM KOHLEHTPYIOTb, | 0Caj O4uMLLy-
10Tb hrew-xpomaTorpadieto, Wob oTpumaTn goaat-
KOBY KinbkicTb 3-MeTuncynbcamoinbeHsmnamig 2-(3-
dTOopdeHiIn)nipumianH-5-kapboHoBOT chnom (130
mr) y Burnsagi nopotky. MC: 401 (M+H); H amp (300
My, HMCO-dg): & 2,41 (g, 3H), 4,64 (g, 2H), 7,42-
7,50 (m, 2H), 7,57-7,70 (m, 4H), 7,78 (c, 1H), 8,16 (g,
1H), 8,31 (a, 1H), 9,33 (c, 2H), 9,53 (1, 1H). I1C50=9,5
HM.

Mpuknag 98

Oietunosun  edip  {4-{(2-dbeHinnipumignH-5-
kapboHin)[amiHo]6eH3nn}docdoHOBOI KncnoTu
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MeTogamu, onucaHnmmn B npuknagi 5, ane 3ami-
HiolouM 2-(3-dpTopdeHin)nipumianH-5-kapboHoBY Kuc-
noty 2-cpeHinnipumianH-5-kapboHOBOO KUCNOTOM, i
3aMiHIOYN  aHiniH -~ gieTunoBuMm  edoipom  4-
(amiHOBeH3un)dpochoHOBOI  KMCMOTU,  OTPUMYIOTb
aietmnosui edip {4-{(2-peHinnipumignH-5-
kapboHin)[amiHo]6eH3nn}docdoHoBOI kncnotn y go-
pMi TBepaoi peyoBMHN. MC: 426 (M+H); *H AMP (300
Mry, CDCls): 8 1,13 (T, 3H), 1,32 (T, 3H), 3,79 (k8, H),
3,99 (kB, H), 4,20 (m, 2H), 5,91 (B, 4,62 (g, H), 7,27
(@, 3H), 7,48 (c, 3H), 7,67 (n, 2H), 8,42 (g, 2H), 9,28
(c, H), 9,53 (c, H); 1IC50=38 HM.

Mpuknag 99

Oietunosun  edip  {4-[(2-dbeHinnipumiguH-5-
kapboHin)amiHo]6yTun)dochoHOBOI KMCNoTH
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MeTtogamu, onucannmn B npuknagi 5, ane 3ami-
HIo4UM 2-(3-cbTopdheHin)nipMmianH-5-kapboHoBY Knc-
noty 2-cpeHinnipMmiamH-5-kapboHOBOIO  KUCNOTOM, i
3aMiHIOIOYM aHiniH okcanaToMm dieTunosoro edipy 4-
(amiHOByTMN)dPOCHOHOBOI KUCNOTK, OTPUMYIOTL Aie-
TUNOBUN edip {4-[(2-dbeHinnipumignH-5-
kapboHin)amiHo]6yTun)dochoHoBOI KI/ICJ'IOTVI y chopwmi
TBepAoi peyosuHu. MC: 392 (M+H); 'H aAmP (300
Mry, CDCl3): & 1,31 (1, 6H), 1,77 (M, 6H), 3,48 (kB,
2H), 3,97-4,19 (m, 4H), 7,40-7,58 (m, 3H), 7,84
(ywwp.c, N-H), 8,40-8,57 (m, 2H), 9,23 (c, 2H);
|C50=23,5 HM.

Mpwuknag 100

Oietunosun  edip  {4-[(2-peHinnipumigmn-5-
KapOOoHin aM|Ho]6yT|/|n)cboccb0H0|30| KMCNOTH
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MeTogamu, onucaHnmm B npuknagi 5, ane sami-
Hiotoun 2-(3-cbTopdeHin)nipumianH-5-kapboHOBY Kuc-
noty 2-cpeHinnipMmiamH-5-kap6oHOBOIO  KUCNOTOM, i
3aMiHIOYM aHiniH okcanaTtom AieTunosoro edipy 4-
(amiHoeTUN)hoCHOHOBOI KUCNOTK, OTPUMYIOTL AieTH-
nosun edip {4-[(2-deHinnipumignH-5-
KapOOoHin)amiHo]byTnn)dhochoHOBOI KMCNOTH Y POPMi
TBEpAoi peuvoBuHN. MC: 364 (M+H); ‘H AMP (300
Mru, CDCls): 6 1,38 (1, 6H), 2,16 (m, 2H), 3,78 (m,
2H), 4,03-4,22 (m, 4H), 7,50 (m, 3H), 8,09 (ywwup.c, N-
H), 8,48 (m, 2H), 9,24 (c, 2H).

Mpuknag 101

Oietunosun edip {dpeHin-[(2-dpeHinnipymignH-5-
kapboHin)amiHo]MeTnn)PoChOHOBOI KUCMOTH

MeTogamu, onncaHnmm B npuknagi 5, ane sami-
Hiotoun 2-(3-cpTopdeHin)nipumianH-5-kapboHOBY Kuc-
noty 2-cpeHinnipumianH-5-kap6oHOBOIO  KUCNOTOM, i
3aMiHIOIO4M aHiniH rigpoxnopuaom gietunosoro edipy
(amiHobeHInmeTnN)HochHoHOBOT  KMCMOTH, OTPUMY-
10Tb aietnnosun edip {eHin-[(2-deHinnipumignH-5-
kapOOoHin)amiHo]meTnn)pochoHOBOI KMCcnoTH y cop-
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Mi TBepaoi pevosuHn. MC: 426 (M+H); 'H avp (300

Mrlu, CDCls): 6 1,13 (7, 3H), 1,32 (7, 3H), 3,70-3,90

(m, H), 3,90-4,08 (m, H), 4,09-4,31 (m, 2H), 5,88 (ks,

H), 7,27 (m, 3H), 7,47 (m, 3H), 7,65 (g, H), 8,43 (m,

2H), 9,27 (c, 2H), 9,35 (a, N-H); IC50=48 HM.
Mpuknag 102

3-MeTtaHcynbdoHinéeHannamig, 2-(3-
dTopeHin)nipumianH-5-kapboHOBOI KMCHOTH
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MeTogamu, aHanoriYHMMK onucaHuM B NpuKnagi
5, ane 3aMiHIo4M aHiniH Ha 3-
MeTaHCynb(OHINGeH3unamiH, OTPUMYIOTb 3-
MeTaHCynbdOoHin)beH3nnamia, 2-(3-

dTOpdeHIn)nipumMianH-5-kapOboHOBOI KMCNOTU Yy BU-
rnsagi TBeppoi pedosunHu. MC: 386 (M+H); H amp
(300 Mlu, CD30OD): 6 3,12 (c, 3H), 4,93 (g, 2H), 7,24-
7,37 (m, H), 7,48-7,70 (m, 2H), 7,77 (g, H), 7,88 (g,
H), 7,98 (c, H), 8,20 (g, H), 8,34 (g, H), 9,25 (c, 2H).
Mpuknag 103
(1-MeTtaHcynbdoHInninepuanH-3-inmeTun)amisg
2-(3-cbTopdeHin)nipumignH-5-kapboHOBOT KMCNOTU
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Cragia 1: o po3uuHy kapboHaTty kanito (13,94
MMOIb) i TpeT-6yTnnosoro edipy 3-
amiHomeTunninepuauH-1-kapboHosoi kucnotn (4,65
MMonb) B etunauetati (30 mn) i Boai (20 mn) gopa-
I0Tb PO34MH xnopuay 2-(3-cdTopdeHin)nipumignH-5-
kapboHoBoOi kucnoTu (4,65 mmonb) B eTunaueTtari (20
Mn). OTpyMaHy cymilw nepeMillyioTb NPOTAroM HOMi
npu KiMHaTHIN TemnepaTypi. PeakuinHy cymiw ekcT-
paryloTb eTunaueTaTtom, MpPOMMBalOTb BOAOK, CY-
watb (Na;S04) i KOHUEHTPYIOTL Nig BakyymoMm, o6
oTpumaTtu TpeT-6yTunosun edip 3-({[2-(3-
dTOpdEHIN)NipuMianH-5-
kapboHin]amiHo}meTun)ninepnanH-1-kapboHoBOI  Knc-
notu y gopmi 1Bepgoi pevosuHu. MC 415 (M+H); 'y
AMP (300 My, CDCls): 8 1,47 (c, 9H), 1,55-2,22 (m,
5H), 2,90-4,90 (m, 6H), 7,15-7,25 (m, H), 7,41-7,53 (m,
H), 7,56 (ywup.c, NH), 8,18 (g, H), 8,29 (g, H), 9,21
(c, 2H).

Cragia 2: MasonoaibHui xnopuctuii BoAeHb Gap-
60TyloTb B po34uH TpeT-6yTnnosoro edipy 3-({[2-(3-
dpTOpdEHIN)NipUMIanH-5-
kapOoHinjamiHo}meTun)ninepuamnH-1-kapboHOBOI  KuC-
notu (3,76 m) B8 AXM (20 mn), i peakuinHy cymiw ne-
pemilyoTb NPy KIMHATHIA Temnepatypi npoTarom 2
roavH. Cymill KOHLEHTPYTb nig BakyymoMm, o6
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oTpumatu rigpoxnopug (ninepugun-3-inmeTun)amigy
2-(3-cbTopdheHin)nipumiguH-5-kapboHOBOT  KUCNOTU Y
BurnsAai TBepaoi pevosmHn. MC 415 (M+H); H amp
(300 Ml'u, CDs0OD): 6 1,22-1,50 (m, 2H), 1,68-1,90 (m,
H), 1,90-2,06 (ywwp.c, 2H), 2,06-2,17 (ywwup.c, 6H),
2,73-3,04 (m, 2H), 3,24-3,50 (m, H), 7,24-7,35 (m, H),
7,48-7,60 (m, H), 8,19 (g, H), 8,34 (g, H), 9,23 (c, 2H).

Cragia  3: MetaHcynbdoHinxnopug (0,523
MMOMb) [OAalTb A0 PO3YMHY, WO MepeMillyeTbes
rigpoxnopugy  (ninepuavH-3-inmetun)amigy  2-(3-
dTopdeHin)nipnumianH-5-kapboHoBoi kucnotn (0,523
MMOnb) | TpuetTunaminy (2,62 mmons) B AXM (20 mn)
npn 0°C. Cymiw nepemiwyoTs npn 0°C npoTsarom
roguHy, a noTiM Npu KiMHaTHIN TemnepaTypi nNpoTs-
rom Houi. PeakuiriHy cymiw npomuBaiTe Bogow (20
mn). OpraHiyHni wap BigainawoTb, cywatb (MgSO.),
iNbTPYIOTb | KOHLEHTPYIOTb N, BakyyMOM. 3anuLuok
OYNLLYIOTb KOMOHKOBOK XpomMatorpadicto Ha cunika-
reni, enwttum EtOAc, wo6 otpumatn (1-
MeTaHCcynbgOHINNinepuanH-3-inmeTun)amig 2-(3-
dTOopdeHIn)nipumianH-5-kapOboHOBOI  KMCNOTU Yy BU-
rnaai TBepgoi pedosunHu. MC: 393 (M+H); 'H amp
(300 Mruy, CDsOD): & 1,43-1,95 (m, 4H), 2,10-2,23
(wwp.c, H), 3,04-3,50 (m, 5H), 3,60-3,78 (m, H), 6,71-
6,90 (ywwmp.c, N-H), 7,18-7,23 (m, H), 7,42-7,57 (m,
H), 8,18-8,37 (kB, 2H), 9,20 (c, 2H).

Mpuknag 104

(1-OumeTaHcynbdamoinninepnanH-3-
inmeTun)amig 2-(3-pTopdeHin)nipumiamH-5-
KapboHOBOI KMCNOTK
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OumeTtaHcynbgoHinxnopug (0,632 mmone) po-
AalTb OO NepeMilllyBaHOro pO3yuHy (ninepnauH-3-
inmeTun)amig Tpurigpoxnopvay 2-(3-
dTopdpeHin)nipumianH-5-kapboHoBoi  kucrotn (0,632
MMOnb) i TpueTunaminy (3,16 mmons) B XM (20 mn)
npu 0°C. Cymiw nepemiwyoTs npu 0°C npoTsirom
roguHy, a noTiM Npu KiMHaTHIN TemnepaTypi nNpoTs-
rom Houi. PeakuinHy cymiw posbasnsiote AXM (10
M) i npommeatoTb Bogoto (30 mn). OpraHiyHui wap
BiaainsaTh, cywartb (NaxSO4), pinbTpyloTh i KOHLEH-
TPYylOTb Nig BakyyMoM. 3anulioK po3TvMpalTb 3
EtOAc, wob oTpumatm (1-
AvMeTaHcynbdamoinninepngnH-3-inmetun)amig 2-(3-
dpTopdeHin)nipumianH-5-kapboHoBoi  kncnotn (245
Mr) y Burnsai teepgoi pedosuHn. MC: 422 (M+H); 'H
AMP (300 Ml'u, CDCls): & 1,37-1,69 (m, 2H), 1,74-
1,92 (m, 2H), 2,03-2,17 (ywwmp.c, H), 2,81 (c, 6H),
3,09-3,20 (m, H), 3,21-3,50 (m, 4H), 3,60-3,75 (m, H),
6,83-6,98 (ywwup.c, N-H), 7,16-7,28 (m, H), 7,42-7,55
(m, H), 8,16-8,33 (B, 2H), 9,20 (c, 2H).

Mpuknag 105

3-MeTaHcynbdoHinamiHobeH3unamig, 2-
(deHin)nipumigmH-5-kapboHOBOT KUCNOTYH
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MeTtaHcynbdoHinxnopug (0,553 mmons) Aopa-
I0Tb o nepemilLlyBaHoro PO34MHY 3-
amiHobeH3unamigy 2-deHinnipymignH-5-kapboHOBOI
kvcnotv (npuknag 115, 0,526 mmonb) i TpueTunamiHy
(1,05 mmonb) B AXM (20 mn) npu 0°C. Cymiw nepe-
MiLLYIOTb NpU KIMHATHIA TemnepaTypi NpOTAroM rogu-
HW. PeakuiiHy cymiw racate 5% HCI i ekctparytotb
OXM (20 mn). OpraHiyHy a3y BigginswTb, NPoOMu-
BaloTb BoAow (20 mn) i conboBuM po3unHoM (20 mn),
cywatb (Na;SO4), PinbTpyloTb i KOHUEHTPYIOTb Nif,
BaKyyMOM. 3arnuLloK OYMLLYOTb KONOHKOBOK XpoMa-
Torpacpieto Ha cunikareni, entottun 0-5% MeOH B
OXM, o6 oTpumaTtm 3-
MeTaHcynbdOoHInamiHobeH3unamig, 2-
(deHin)nipumiamH-5-kapboHoBoi kncnotu (200 mr) y
Burnsai Tsepaoi pedosuHu. MC: 383 (M+H); 'H ampP
(300 MI'u, CDCls): 6 3,41 (c, 3H), 4,76-4,72 (m, 2H),
7,00 (ywwup.c, N-H), 7,05-7,23 (m, 2H), 7,27-7,60 (M,
5H), 8,40-8,53 (M, 2H), 9,16 (c, 2H).

Mpuknag 106
3-AueTtuncynesdamoinbeHannamia 2-(3-
¢propdeHin)nipumianH-5-kap6oHOBOI KUCTOTH
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[o poauuHy kapboHaty kanito (1,22 mmonb) i N-
aueTtun-3-amiHomeTunb6eH3oncynsgoHamigy (1,22
MMmonb) B EtOAc (10 mn) i Bogi (10 mn) aogatoTtb pos-
YMH xnopvay 2-(3-pTopbeHin)nipymiguH-5-
kapboHoBoi kncnotu (1,22 mmons) B auetati (10 mn)
npu 0°C i cymiw nepemillyoTb NpU KiMHaTHIN Temne-
patypi npotarom Hodi. Cymiw nigkucnsiote 5% HCI
no pH 2-3 i ekctparytotb EtOAc. OpraHiyHuii wap
BiOAINA0Tb, MPOMMBAOTL BOAOK i CONMLOBUMM pPO3YK-
HoMm, cywaTb (MgSOs), QinbTPyOTh i KOHUEHTPYIOTb
nig BakyymMoM. 3arnuwioK O4YMLLYIOTb KOMOHKOBOH
xpomatorpaddieto Ha cunikareni, entototoun EtOAc,
wob oTpumaTn 3-aueTtuncynbgamoinbeHsvnamig 2-
(3-dbTOpdheHin)nipumianH-5-kapboHoBOi  kKMCroTH Y
BurnsAai TBepaoi pedosuHun. MC: 429 (M+H); 'H AmMP
(300 MI'y, CD3s0OD): 6 3,95-4,00 (g, 3H), 4,85 (c, 3H),
7,22-7,34 (m, H), 7,41-7,62 (m, H), 7,66-7,83 (g, 2H),
7,88-7,95 (g, H), 8,04 (c, H), 8,12-8,23 (m, H), 8,26-
8,37 (g, H), 9,26-9,34 (m, 2H).

Mpwuknag 107

3-(3-OkconinepiasiH-1-cynbdoHin)beHannamig 2-
(3-dbTOpdheHin)nipumignH-5-kapboHOBOT kMcnoTn
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MeTtogamu, aHanoriYHMMu onucaHMM B MpuKnagi
106, ane 3aMiHIoYN N-aueTtun-3-
amiHomeTunbeH3oncynbgoHamia Ha 4-(3-
amiHomeTunbeH3oncynbgoHin)ninepasnH-2-oH,
OTPUMYIOTb 3-(3-okconinepa3snH-1-
cynbdoHin)éeHsunamvia  2-(3-pTopdeHin)nipumignH-
5-kapbOHOBOI KMCNOTN Y BUIMSAAI TBEPAOI PEYOBUHM.
MC: 470 (M+H); 'H AMP (300 Mru, OMCO-dg): &
3,16 (3, 4H), 3,57 (c, 2H), 4,63 (g, 2H), 7,34-7,47 (™,
H), 7,56-7,77 (m, 4H), 7,80 (c, N-H), 8,01-8,18 (m,
2H), 8,28 (g, H), 9,29 (c, 2H), 9,45 (1, N-H).

Mpuknag 108

(2-Cynbdamoinetun)amia  2-deHinnipumignH-5-
KapOOHOBOT KNCMNOTH

o posunHy xmopuay 2-cheHinnipumigmH-5-
kapboHoBoi kucnotu (1,51 mmone) i amigy 2-
amiHoeTaHcynbgoHoBoi  kucrnotn (1,51 mMmonb) B
OXM (15 mn) popatotb giisonponinetunamin (4,53
MMonb). OTpyMMaHy cymill nepemiyioTb NpoTAroM
HOYi MpW KiMHaTHIN TemnepaTypi. CyMmill KOHLEHTpY-
I0Tb Mig BakyymMoM. 3anuwok nNpoMmBaloTb BOAOHO i
OXM, wob otpumatun (2-cynbdamoinetun)amigy 2-
deHinnipmignH-5-kapboHOBOI  KMCIOTM Y BUrNAgj
TBepAoi pevoBuHn. MC: 307 (M+H); *H SMP (300
My, OMCO-dg): 6 3,25 (kB, 2H), 3,67 (m, 2H), 6,93
(c, N-H), 7,47-7,60 (m, 3H), 8,36-8,48 (m, 2H), 8,92-
9,15 (m, N-H), 9,16-9,36 (M, 2H); IC50=55 HM.

Mpwuknag 109

(2-OumeTnncynsdamoineTvn)amig 2-
cbeHinnipMMi,u.MH-5-Kap60Hoao'|' Kncnotu
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MeTtogamu, aHanoriyHuMu onucaHMM B Mpuknagi
108, ane 3amiHiol4M amig 2-aMiHOETaHCYINb(OHOBOT
KMCNOTU amigoM 2-AMMeTUINiaMiHoeTaHCYNbGOHOBOT
KWUCMOTW, OTPUMYIOTb (2-
avmveTuncynbgamoinetun)amig 2-deHinnipumignH-5-
KapOOHOBOi KMCMOTW y BUIMSAi TBEPAOI PEYOBUHMU.
MC: 334 (M+H); 'H aupP (300 My, OAMCO-de): &
2,76 (c, 6H), 3,29 (1, 2H), 3,62-3,73 (m, 2H), 7,45-
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7,60 (m, 3H), 8,42 (m, 2H), 9,06 (ywwup.c, N-H), 9,20
(c, 2H); IC50=82 HM.

Mpuknag 110

(3-®eHin-[1,2,4]riapgiazon-5-in)amig 2-
deHinnipnmignH-5-kapboHOBOT KMCITOTH
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[o cycneHsii  2-deHinnipyumignH-5-kapboHOBOI
kucnotn (400 mr, 2 mmone) B XM (10 mn) gopgaotb
okcaninxnopug (0,2 mn, 2,3 mmonb) npu 0°C, a noTim
OM® (0,23 mn, 3 mmornb). Cymiw nepemiwwyoTe npu
0°C npotarom 20 XBUNMH, HarpiBalTb A0 KiMHATHOI
Temnepatypu i nepemiwyoTb we 20 xB. CyMmiw KOH-
LEeHTPYIOTb Y BakyyMi. 3anuwiok po3unHstoTe B XM i
popaTtb 3-eHin-[1,2,4]tiagiazon-5-inamiH (248 wr,
1,4 mmonsb), a notim NMP (0,5 mn). Cymiw nepemi-
WYOTb NpU KIMHaTHI TemnepaTypi NpOTAroM ABOX
FOAVH i KOHLEHTPYIOTb Y BakyyMmi. 3anvwok po3tupa-
10Tb 3 OXM, o6 oTpumartu (2-
avmMeTuncynbgamoinetun)amig 2-deHinnipumignH-5-
kapboHoBoi kucrotu (300 Mmr) y Burnsaai tBepaoi pe-
yoBuHU. MC: 360 (M+H); IC50,=30 HM.

Mpuknag 111

(3-PeHin-[1,2,4]tiapiason-5-in)amig
deHinnipumianH-5-kapboHOBOI KNCNoTN
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MeTtogamu, aHanoriyHUMu onucaHMM B npuknagi
110, ane 3amiHoO4M 2-beHinnipumignH-5-kapboHoBy
KUCNOTY Ha 4-meTun-2-ceHinnipymianH-5-kapboHoBy
Kncnoty, otpumytoTb  (3-cbenin-[1,2,4]tiagiazon-5-
in)amig 4-meTun-2-eHinnipumignH-5-kapboHoBOI
kucnotn. MC: 374 (M+H); H AMP (300 MI'u, AMCO-
de): 8 2,77 (c, 3H), 7,54-7,60 (m, 6H), 8,23 (m, 2H),
8,48 (g, 2H), 9,22 (c, 1H), 13,88 (c, 1H).

Mpuknag 112

(3-®eHin-[1,2,4]riapiazon-5-in)amig 2-(3-
dTOpdeHIn)nipumianH-5-kapboHOBOI KNCNOTH

ﬁ ?_(0
\ N
Q—{ N~

MeTtogamu, aHanorivHUMu onucaHMM B npuknagi
110, ane 3amiHoO4M 2-beHinnipumignH-5-kapboHoBy
KMcnoTy Ha 2-(3-dropdeHin)nipumianH-5-kapboHoBy
Kucnoty, otpumytoTb (3-cpeHin-[1,2,4])(Tiagia3on-5-

4-meTun-2-

in)amig 2-(3-¢pTopdeHin)nipumignH-5-kap6oHoBOT
kucnotn. MC: 378 (M+H).

Mpuknag 113

(TeTparigponipaH-4-in)amig 2-(3-

dTOpdEHIN)NipMMianH-5-kapOoHOBOI KNCNOTH
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MeTogamu, aHanoriYHMMmn onucaHuM B NpuKnagi
110, ane 3amiHo4M 2-beHinnipumignH-5-kapboHoBy
KMcnoTy Ha 2-(3-dpTopdeHin)nipymianH-5-kapboHoBy
KMcnoTy i 3amiHiooun  3-beHin-[1,2,4]tiapiason-5-
inamiH Ha TeTparigponipaH-4-inamid, oTpuMyTb (Te-
TparigponipaH-4-in)amig  2-(3-dTopdeHin)nipnmignH-
5-kap6oHOBOT kncrmotn. MC: 302 (M+H); *H AMP (300
Mru, CDsOD): 6 1,60-1,64 (m, 2H), 1,81-1,84 (g, 2H),
3,33 (c, 2H), 3,38-3,45 (1, 2H), 3,88-3,92 (a, 2H),
4,02-4,06 (m, 1H), 7,46 (1, 1H), 7,62 (k8, 1H), 8,14 (g,
1H), 8,29 (g, 1H), 8,70 (g, 1H), 9,27 (c, 2H).

Mpuknag 114

deHinamig
KapOOHOBOT KNCMNOTH

2-umknorekcunnipMMignH-5-

Cragia 1. [JO po3unHy UMKIorekcaHkapbokciami-
AvH rigpoxnopugy (1 r, 7,9 mmonb) B 6e3BogHoMy
OM® (15 mn) gopgatoTb HaTpieBY Cinb 3,3-0UMETOKCK-
2-kapbomeTokcunpon-1-eH-1-okeugy (1,82 r, 9,2
MMOb), i peakuinHy cymiw HarpisatoTb npu 100°C nig
N2 npotsirom 3 roawH. PeakuinHy Cymill OXONOmXy-
I0Tb A0 KiMHATHOI TemnepaTypu i gogatTb Boay (59
mn). Cymiw ekctparytoTe EtOAc. OpraHiyHun wap
NPOMMBalOTb HaCUYEHMM BOAHWM COMbOBMM PO34M-
HoMm, cywiatb (MgSO.), DiNbTPyOTE | KOHLEHTPYIOTb Y
Bakyymi, wWwob oTpumatn MeTunoBun edip 2-
uuKnorekcunnipumignH-5-kapboHoBoi kucrnotn (0,5 T,
29%) y surnsgi TBepgoi pevosuHun. MC: 221 (M+H).

Cragia 2. PosunH wmeTunosoro edipy 2-
uuknorekcunnipumignH-5-kapboHosoi  kucriotn (0,97
r, 4,39 mmons) i BogHui LIOH (1M, 4,39 mn) B MeOH
(6 mn) nepemiwyloTb Npy KiMHaTHI TemnepaTypi
npotsarom Hodvi. MeOH BugansioTb nig BakyymMowm, i
BOAHMWI po34nH 0bpobnstoTe 3H HCI, wob ckoperyea-
1 pH B Mexax mix 2 i 3. OTpumaHuin ocag ginbTpy-
10Tb, MPOMMBAOTb BOAOK | CywaTb Mig BakyyMoOM,
o6 oTpumatu 2-LmKnorekeunnipumignH-5-
kapboHoBy kucnoty (0,2 r, 22%) y BMrNsgi NOPOLLKY.
MC: 207 (M+H).

Cragia 3. Cymiw 2-umknorekcmnnipumignH-5-
kapboHosoi kucrotm (100 wmr, 0,48 mmonb), 1-
rigpokcnbeHsotpuasony (74,2 mr, 0,55 mmonb) i PS-
DCC (505 wr, 1,28 mmons/r, 0,65 mmonb) B AM® (8
MIT) CTPYLUYIOTb NPU KIMHaTHI TemnepaTypi NpoTsrom
15 xBunuH i gopatoTe aHiniH (30 wmr, 0,32 mmonb).
CyMiw cTpywyoTb Npu KiMHaTHIM Temnepatypi npo-
Tarom 18 roguH popatotb PS-tpucamid (388 wmr, 3,75
mmone/r, 1,45 Mmonb), i Cymill NOCTINHO CTPYLLYIOTb
npu KimHaTHI TemnepaTypi npotarom 18 roguH. Ocag
GinbTpyoTh | NpomuBatoTe AXM. DinbTpaT KOHUEHT-
pytoTb Mig BakyymoMm, W06 oTpumaTtn ceHinamig 2-
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umknorekcunnipumignH-5-kapboHoBoi  kucnotn (45,6
mr, 51%) y surnagi TBeppoi pedvosuHu. MC: 282
(M+H); 1C50=4960 HM.
Mpuknag 115
3-AMiHobeH3unamig,
KapOOHOBOT KNCMNOTH

2-heHinnipnmignH-5-

MeTogamu, aHanoriYHMMK onucaHuM B NpuKnagi
8, ane 3amiHiooun 2,2-giokco-2,3-aurigpo-1H-2-
nambaa*6*-6eHso[clisoTiazon-5-inamiH Ha 3-
amiHob6eH3unamiH, oTpumytoTb 3-amiHobeH3nnamig 2-
deHinnipmignH-5-kapboHOBOI  KMCIOTM Y BUrMAGI
TBepaoi pedvoBuHu. MC: 305; (M+H); H ampP (300
Mlu, CDsOD): 6 4,52 (c, 2H), 6,60-6,75 (m, 2H), 6,77
(ywwp.c, N-H), 7,07 (1, H), 7,47-7,59 (m, 3H), 8,44-
8,53 (m, 2H), 9,23 (c, 2H).

Mpuknag 116

3-MeTtuncynsgamoinbeHannamia 2-(3-
nipyann)nipumianH-5-kapboHOBOIT KNMCNoTH
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Cymiw rigpoxnopuay 2-(3-nipugun)nipumignH-5-
kapboHoBoi kucnotn (237 wmr, 1 mmonb) i O-(7-
asabeHsoTpuason-1-in)-N,N,N,N-TeTpameTunypoHin
rekcadpTopdocdary (380 mr, 1 Mmonb) B Cyxomy
OM® (15 mn) obpobnsioTe AiisonponinetTunamiHoM
(0,36 mn) i nepemiwyloTb NpY KiMHaTHIA TeMnepaTypi
npotarom 30 xB. [logatoTb po3uunH rigpoxnopugy 3-
mMeTuncynbdamoinbeHsunaminy (355 wr, 1,5 mmons),
i cymiw nepemillyloTb MpU KiMHATHIA TemnepaTypi
npoTarom 24 roguH. PO34YMHHWUK BUOANAOTb, | 3anu-
LWOK po3noginstoTb Mk EtOAcC i HacnyeHum BogHUM
NaHCOs;. OpraHrivHy basy BigainaoTb, NPOMUBAOTL
BOAOI0 i COMbOBUM po3dnHoMm, cywaTb (MgSOs), di-
NbTPYIOTE | KOHLUEHTPYIOTh Mif BakyymoM. Cymill pos-
TmpatoTb 3 EtOAc. OTpumaHy TBepay peqoBuHy dinb-
TpylOTb, NPOMMBaOTbL edipoM, wWob oTpumaTtn 3-
mMeTuncynbdamoinbeHsunamia 2-(3-
nipyaun)nipyumianH-5-kapboHoBoi  kucnotn (185 wr,
48%). MC: 384 (M+H); *H SIMP (300 Mry, AMCO-de):
8 2,43 (g, 3H), 4,65 (g, 2H), 7,45-7,55 (kB, 1H), 7,60-
7,75 (m, 3H), 7,80 (c, 1H), 8,72-8,80 (m, 2H), 9,35 (c,
2H), 9,55 (m, 2H).

Mpuknag 117

4-CynbamoinbeHsunamig
innipMMignH-5-kapOoHOBOT KNUCMNOTH

2-nipason-1-
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MeTtogamu, aHanoriyHuMu onucaHMM B Npuknagi
116, ane 3aMiHIO4YM rigpoxnopuga 2-(3-
nipyugun)nipumignH-5-kapboHoBoi  kMcnotm  Ha  2-
nipason-1-innipumignH-5-kapboHoBY KMCNOTy i 3ami-
HIolUM 3-meTuncynbdamoinbeHsunamiHrigpoxnopug
Ha 4-amiHomeTun6eH3oncynbgoHamiarigpoxnopua,
oTpuMyloTb  4-cynbdamoinbeHannamia 2-nipason-1-
innipymignH-5-kapOoHOBOI KUCNOTKU Y BUrMsAAI TBEPAOT
peyvoBuHU. MC: 359 (M+H); IC5,=266 HM.

Mpuknag 118

(TeTparigponipaH-4-in)amig  2-(2-metunTiason-4-
in)nipumignH-5-kapboHOBOT KMCNOTK

o)
ey S

MeTtogamu, aHanoriyHumMu onucaHMM B npuknagi
116, ane 3aMiHIOYM rigpoxnopug  2-(3-
nipyaun)nipumignH-5-kapboHoBoi  kncnotm Ha 2-(2-
MeTunTia3on-4-in)nipuMianH-5-kapboHoBY  KMCIOTY |
3aMiHIo4YM 3-
MeTuncynbdamoinbeHsunamiHrigpoxnopug Ha TeT-
parigponipaH-4-inamiH, oTpumytoTb (TeTparigponipaH-
4-in)amig, 2-(2-meTtunTiason-4-in)nipumignH-5-
KapboHOBOI KUCMOTW y BUIMSAAI TBEPAOI PEYOBUHM.
MC: 305 (M+H); 1C50=82 HM.

[oTpumMyounchb 3aranbHUX METOAIB, OMMCaHUX B
HaBedeHNX BULLE MpuUKnagax, MOXHa MNpuUroTyeaTu
HaCTYMHi CMONyKu:

(Tiogpen-2-inmeTnn)amig
KapOOHOBOI KMCNOTH,

(4-meTtunokcason-2-in)amig 2-deHinnipumignH-5-
KapOOHOBOI KNCNOTH,

eTunosumn eqgip MeTOKCiiMiHO-{2-[(2-
deHinnipumignH-5-kapboHin)amiHo]tiason-4-in} ouro-
BOI KMCNOTN,

(5-metuncynedaHin-[1,3,4]tiagiazon-2-in)amig, 2-
deHinnipumiamH-5-kap6boHOBOT KUCNOTH,

€TMnoBun edip 2-[(2-cpeHinnipumignH-5-
kapOoHin)amiHo]6eH3oTiazon-5-kapboHOBOI KMCNOTH,

(1-deHin  etun)amia  (R)-2-cbeHinnipymignH-5-
KapOOHOBOI KNCINOTH,

[3-(1H-TeTpason-5-in)deHin]amig 2-
deHinnipumignH-5-kapboHOBOT KUCNOTH,

(1-kapbamimigoinninepnanH-4-inmetun)amig ~ 2-
deHinnipumianH-5-kap6oHOBOT KUCNOTH,

amig  5-[(2-dbeHinnipumignH-5-kap6oHin)amiHol-
1H-ingon-3-kapboHOBOT KMCNOTH,

2-heHinnipumignH-5-

[3-(2-amiHoTiason-4-in)deHinlamia 2-
deHinnipumignH-5-kapboHOBOT KMCNOTH,
{4- [2-(1,3-piokco-1,3-aurigpoisoiHgon-2-

in)etun]riazon-2-in} amig
KapOOHOBOI KNCNOTH,
[2-(niponignH-1-cynbdoHin)eTunlamia 2-(3-

2-heHinnipumignH-5-
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TopheHin)nipumianH-5-kap6oHOBOT KMCMOTH,
TpeT-6yTunosun edip [3-({[2-(3-pTOpdheHin)-4-
MeTUnNipuMianH-5-kapboHinjamiHo} me-
Tnn)beHsumn]kapbamiHOBOI KUCNOTH,
3-[(nipnauH-2-inmeTun)cynbgamoin]oeHsvnamis,
2-(3-dpTopdeHin)nipumignH-5-kapboHOBOI KncnoTwu,
3-(3-rigpokcu-2,2-
avmMeTunnponincynbdamoin)beHavnamis 2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KMCNOTH,
3-(2-rigpoken-2-
mMeTunnponincynsdamoin)oeHsunamis, 2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCIOTH,
3-[(teTparigponipaH-4-inmeTun)cynbgamoin] 6e-
Ha3vnamig  2-(3-pTopdeHin)nipumignH-5-kap6oHoBOT
KucnoTw,
3-(4-rigpokcnbyTuncynsdamoin)éeHsunamia  2-
(3-dbTOpdeHin)nipumignH-5-kapboHOBOIT KMCNOTH,
3-[2-(2-
rigpokcieTokcn)etuncynbdamoin]beHsnnamia  2-(3-
dTopheHin)nipumianH-5-kapboHOBOI KMCIOTH,
3-[(teTparigpodypaH-2-

inmeTnn)cynbdamoin]beHannamia 2-(3-
dTopheHin)nipumianH-5-kapboHOBOT KMCIOTH,
3-i306yTuncynsamoinbeHsmunamisg 2-(3-

dTopheHin)nipumianH-5-kap6oHOBOT KMCNOTH,

(5-izonponincynsamoinnipnaunH-3-inmeTnn)amia
2-(3-bTOpdeHin)nipumignH-5-kapboHOBOI KMCNoTH,

(5-meTuncynedamoinnipngunH-3-inmetTun)amig  2-
(3-dTOpdheHin)nipumignH-5-kapboHOBOI KMCNoTH,

(2-meTuncynedamoinpipuguH-4-inmeTun)amig  2-
(3-dpTOpdheHin)nipumignH-5-kapboHOBOI KMCNOTH,

(2-meTnncynecamoinnipuaunH-4-inmeTun)amia 2-
(3-dTOpheHin)-4-meTun-nipumignH-5-kapboHoBoT
KUCNoTw, i

(5-izonponincynsdamoinnipnaunH-3-inmeTnn)amia
2-(3-dpTOpdeHin)-4-meTnnnipumianH-5-kapboHOBOI
KNCMOTW.

MPOTOKONN AHANI3Y «IN VITRO» ONA I0E-
HTU®IKALIIT IHMBITOPIB FTEMOMOETUYHOI PGD2
CUHTA3N

Cronyku AaHoro BUHaxody MoXyTb OyTu npotec-
TOBaHi Ha aKTVBHICTb PEPMEHTATMBHOTO iHrOyBaHHS
PGD2 cuHTasu BignoBigHO 0O OAHOrO 3 HaBeAEHUX
HWX4Ye MeToaiB aHanisy.

MeTop aHanisy 1: AHani3 nonspwusadii donyopec-
LeHuil

Ak onmcaHo B ny6nikauii PCT WO 2004/016223,
npuknag Il.

Meton aHanizy 2: Metog iMyHOEPMEHTHOrO
aHanisy (IPA)

I. AHaniTUYHI PO3YMHHK

a. MpuroTtyBaHHsa 6ydepa 0,1 M KoHPOL/KH2PO,
(pH 7,4)

Mpurotygatu 0,1 M K;HPO; 3 1M K;HPO,4
(Sigma, Ne kaT. P-8709)

MpurotyBatn 0,1 M K;HPO, 3 nopowky KoHPO4
(Fisher, BP363-500)

3miwatn 0,1 M KoHPO4 3 0,1 M KoHPO4, wob
ckoperysaTv pH o 7,4.

b. MpurotysaHHsA 0,5% y-rnobyniHy

Oopatu 0,1 r y-rno6yniH (Sigma, Ne kat. G-5009)
Ao 20 mn 6ydepa 0,1 M KaHPO4/KH,PO4 (pH 7,4), |
npurotyeBatn anikBotn B 1-mn/npobipkax i 36epiratn
ix npu -80°C.

c. MpurotyBaHHa 100 MM GSH
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HopaTtn 307 mr GSH (Sigma, Ne kat. G-6529) no
10 mn 6ydepa 0,1 M KoHPO4/KH.PO, (pH 7,4) i 36e-
piratv npu -80°C.

d. MNpwuroTyBaHHA peakuinHoro bydepa:

198 mn 6ydepa 0,1 M K;HPOL/KH2PO,4 (pH 7,4)

2 MM GSH lNoTytoTb 3 100 MM GSH

0,4 r rniuepuHy

2 mn 0,5% y-rnobyniHy

Hopatn 0,4 r rnivepuHy i 2 mn 0,5% y-rnoByniHy
8o 198 mn 6ycepa 0,1 M K;HPO4/KH2PO4 (pH 7,4).

HOopatn 0,4 mn 100 MM GSH po 19,6 mn peak-
LinHoro Gydepa nepen aHanizom (4OCTaTHLO ANA
OBOX 96-AMKOBUX NNaHLIeT).

e. lMpurotyBaHHs cTon-po3unHy FeCly,/numoHHa
kucnota: (8 mr/mn FeCly, 0,1 M nuMOHHOI KncnoTwm)

HOopatn 40 mr ceixonpurotoBaHoro FeCl, (IGN,
Ne kat. 158046) go 5 mn 0,1 M NUMOHHOI KMCNOTH
(Sigma, Ne kat. C0759).

f. MpurotyBaHHsa peareHTy MOX:
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10% EtOH Hogatn 1 mn EtOH go 9 mn Hagunc-
TOi H2O

PosunHntn 0,1 r metokcunamiHy (Cayman, Ne
kat. 400036Z) B 10% EtOH (10 mn).

Hopatn 0,82 r auetaty HaTpito (Cayman, Ne kart.
400037) po po3unHy MOX i po3unHUTK.

Il. MaTtepianu i meToamn

Oumetuncynedokena (OMCO; Sigma; Ne kar.
D2650)

Habip ana ekcnpec-I®A npoctarnaHgmH D2-MOX
(Caymen Chemical, Ne kat. 500151)

Mepen ananizom oxonogutn Ha nvogi 10 mn
aueToHy B noninponineHoBux npobipkax i umncTi 96-
SAMKOBI nnaHweTn. Bci npouenypu, KpiM po34MHEHHS
CMOMyK BUKOHYHTLCS Ha NbOAi.

Ill. Po3BeaeHHs cnonyku

1. Po3BeaeHHs cnonyku B IMCO

06'em BuxigHux posumHis AMCO (mkn) AMCO (mkn) KoHueHTpauis cnonykun (MM)

4 mkn 10 MM 6 MKkn 4
3 mkn 4 M 6 MKn 1,3333

3 mkn 1,33 MM 6 MKn 0,4444

3 mkn 0,44 mM 6 MKn 0,1481

3 mkn 0,148 mM 6 MKn 0,0494

3 mkn 0,049 M 6 MKn 0,0165

3 mkn 0,016 mM 6 MKN 0,0055

2. [logaoTb 2 MK KOXHOI 3 BKa3aHUX BULLE KOH-
LeHTpauin cnonyku go 38 mkn peakuinHoro 6ydepa B
96-AMKOBMX NNaHLWeTax i nepemillytoTb.

IV. MNpurotyBaHHs po3ynHiB hepmeHTy i cybcTpa-
Ty

1. MNpurotyBaHHsa 0,39 Hr/MKN PO34nHY PEepMEHTY
(0,35 Hr/mMkn Ha kiHUeBOMY eTani nicns goaaBaHHSA
Cronyku).

3miwaTtn 4 mkn 4 mr/mn moacekoi h-PGDS 3 396
MKI peakuiiHoro bydepa (o6 oTpymaTth KOHLEHT-
pauito epmeHTy 40 mkr/mn). Oopatm 46,8 mkn 40
mkr/mn h-PGDS po 4,753 mn peakuinHoro 6ydepa,
o6 oTpumatu cymapHuii o6'em 4,8 mn.

2. TMpuroTtyBaHHA po3unHy cybeTtpaty (PGH2):
HDopaTtn 0,375 mn 0,1 mr/mn PGH2 go 1,625 mn aue-
TOHY.

V. depmMeHTaTVBHa peakuis:

2. fopatn 60 mkn peakuinHoro 6ydepa i 6,6 mMkn
5% OMCO B peakuinHomy 6ydepi B AMKM 3 HeraTme-
HUM KOHTPOMEM B MiaHLUETI.

3. Jopatun 6,6 Mkn po3baBneHoi cnonykn B peak-
LinHoMy Gydepi O SSMOK Cnonyku i nepemiaTiu.

4. Nopatn 6,6 mMkn 5% OMCO B peakuinHomy
Oydepi 40 SAMKM NO3UTUBHOIO KOHTPOTHO.

5. IHkyByBaTV nnaHweTy Ha NboAi LOoHaVMeHLUe
30 xB.

6. Jopatn 20 mkn po3umHy cybertpaty (PGH2) no
SIMKW CMOJTYKU, MO3UTUBHOIO i HEraTMBHOTO KOHTPOJSTHO
B 96-amkoBomy nnaHweTi 3 U-nogibHum gHom Ha
nbogai.

7. Bucywintu nnaHweTy B XOMNOAHIW KiMHaTi npu-
6nm3Ho 25-28 xB.

8. Dogatu nineTtkoto 45 MKN po3unHy hepmeHTy
(Buwe) B 96-aMKoBI NnaHweTn 3 BucyLleHow PGH2 i
nepemiwaTn 3 pasu. lHkybyeaTh Ha nboai 1 xB.

9. fopatn 45 mkn po3unHy FeCl, B KOXHY SAMKY i
nepemiwiaTy.

10. JopaTtn 90 mkn po3unHy MOX i nepemiwatu.

11. InkybyBatu 30 xB npn 60°C.

12. Po3baBuTtu 3paskn 2500X 6ydepom IDA.

VI. AHanis I®A

lMpoBecTn aHani3 BigNOBIgHO A0 MeToAy Ans Ha-
6opy IPA, HapaHoro Cayman. 3aranbHuil piBeHb
PGD2 (nkr/mn) Bu3Havanu B 3paskax 3a AOMNOMOro
Habopy IPA (Caymen Chemical, Ne kat. 500151)

PospaxyBaTu kinbkictb PGD2, sik nokasaHO HUX-
Ye.

PospaxyHkoBuiA % MO3WTUBHOIO KOHTPOSO BiA-
NoBiAHO A0 HABEAEHOTO HMXKYE PIBHSHHS;

%[l 103UTUBHOIO KOHTPOIIO = (3HAYEHHS CMONYKM -
HeraTMBHUIN KOHTPOMb)/(NO3UTUBHE 3HAYEHHHA - 3Ha-
YeHHs1 HeraTMBHOro KoHTporto)x100.

%[103NTMBHOrO KOHTPOSIO = (3HAYEHHS CNOMyKH -
HeraTMBHWIM KOHTPOMb) X100

(MO3MTMBHE 3HAYEHHSI - 3HAYEHHS HeraTMBHOMO
KOHTPOI0)

3HauveHHA cnonyku = piBHam PGD2 (nmkr/mn),
OTpPMMaHMM 3i CTaHgapTHOI KpuBOI B aHanisi IPA ana
3paskiB i3 cnonykam

3Ha4YeHHA HEeraTMBHOrO KOHTPOM = PiBHAM
PGD2 (nkr/mn), oTpumaHum 3i CTaHAapTHOI KpUBOi B
aHanisi IPA ans 3paskiB 6e3 hepmeHTy

3Ha4yeHHA MNO3MTMBHOIO KOHTPOMID = PIiBHAM
PGD2 (nkr/mn), oTpyMaHUM i CTaHOApPTHOI KpUBOI B
aHanisi I®A ans 3paskie 3 depmeHTOM, ane 6e3 cno-
nyku

ICs0 BU3Ha4YalOTbCA NigroHkow B nporpami Excel,
LWo6 oTpumaTKn 3Ha4YeHHs X npu y=1/2Ymax 3 Bukopwm-
CTaHHAM MOriCTUYHOI 4-napaMeTpuyHOi Mogeni Ans
kpmBux ICso.
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Pesynbtatn 38, 40, 45, 48,49, 51, 54, 55, 56,63, 65,68, 71, 85, 93,
Cnonyku, Wo cknagatoTb NpeamMeT AaHOro BUHa- 97, 108, 109, 110, 117 i 118 oTpumaHi npu aHanisi
xoay, 3abesnevytoTb 50% iHribyBaHHA npwu aHanisi I®A, HaBoaaTbesa B po3aini «MPUKINTAOW» uboro go-
nonspwu3adii  cdnyopecueHuii abo awnanisi IPA npu KyMeHTa.
KOHLIeHTpaLisiX B AianasoHi Big NnpubrmM3Ho 1 HMonNb/n [aHui BuHaxig moxe 6yTv peanizoBaHui B iHLLIMX
0o npnbnmsHo 30 mkmone/n. ICse Ana npuknagis 8, 9, KOHKPETHUX popmMax, He 3MiHIoI4YM CYTi BUHaxody
33, 34, 82, 83, 84 i 114, oTpumaHi npn aHanisi nons- abo MOro OCHOBHUX XapaKTepPUCTHK.

pu3auii dnyopecueHuii, i ICso ansa npuknagis 1, 30,

Komn’'totepHa BepcTka A. Kpynescbkui Mianucre Tupax 23 npum.
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