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(57) 1. Cnonyka copmynu (l) Ta ii dbapmaueBTUYHO
NPUAHATHI CONi ONA BWKOPUCTAHHS Yy BUPOOHWLTBI
MeanKameHTy Ans fikyBaHHS XBopobu, ornocepeako-

BaHoi JAK3:
Ar - (CRy), ~ (e}

ae:
n popisHioe 0 abo 1;

X ¢ NR® abo O;

Ar BnbupatoTb 3 rpynu: deHin, TeTparigpoHadTeHin,
iHOonin, nipasonin, AurigpoiHgeHin, 1-okco-2,3-
aurigpoiHaeHin abo iHAa30mMin, KOXHUIA 3 SIKUX MOXe
OyTu, siK BapiaHT, 3amilleHnM ogHUM 4Yun BinbLue 3ami-
CHUKamu, BUGpaHVMMK 3 rpynu: ranored, rigpokcun,
uiaHorpyna, Ci-Cgankokeun, CO,R®, CONR’R™Y, C;-
Cgankin-O-C;-Cgankin, Cl-CsaJ'IKiJ'I-NRS-Cl-CgaJ'IKiJ'I,
Cl-CgaJ'IKiJ'I-CONRg-cl-CgaﬂKiﬂ, C,-Cgankin-
CONR’R®, NR®COC;-Cgankin, Ci-CgTioankin, Ci-
Csankin (cam, sik BapiaHT, 3aMilleHUA ogHOK Yn Gi-
nblwe rigpokcu- abo uiaHorpynammu abo aTtomamu
dnyopy) abo C1-Cgankokenn;

rpynu R HesanexHo € rigporeHom abo Ci-Cgankinom;
R! ta R? € HesanexHo BUOpPaHUMK 3 Tpynu: rigporeH,
ranoreH, Hitporpyna, uiaHorpyna, Ci-Cgankin, C;-

CgamnKoKCUM, TiApoKCUM,  apw, Y(CR”ZZENR“RS,
Y(CR™,),CONR’R®, Y(CR",),CO2R®, Y(CR™,),0R®,
Y(CR'",),R®;

abo R' Ta R’ noeaHaHi pasom sik -OCH,O- a6o -
OCH,CH,0-;

rpyu R HesanexHo e rigporeHom, Ci-Cgankinom,
rigpokcunom abo ranoreHom;

p oopiBHioe 0, 1, 2, 3, 4 abo 5;

Y € okcureHom, CH, a6o NR’

R%e rigporeHoM abo C;-Cgankinom;

R* Ta RS, KOXHWIN He3anexHo, € rigporeHom, Ci-
Csankinom a6o R* 1a R® pa3oM 3 aTOMOM HITPOreHy,
A0 SIKOr0 BOHW MPUWEOHAaHI, YTBOPKOKTbL 4-7-YneHHy
HacuyeHy abo apoMaTU4Hy reTepoLUKIiYHY KinbLeBY
CUCTEMY, SIK BapiaHT, 3 BMICTOM LLIE OKCUTEHy, Cymb-
dypy abo rpynu NR®, a6o ogur 3 R* taR® € rigpore-
HoM abo Ci-Cgankinom, a iHwui € 5- abo 6-4neHHo
reTepoLMKIiYHO KiNbLEBOK CUCTEMOI, SIK BapiaHT, 3
BMICTOM Lle aToMa OKcuUreHy, cynbdypy abo Hitpo-
reHy;

R® € rinporeHom, C1-Cgarnkinom, deHinom a6o 6eHau-
nowm;

R’ € rigporeHom a6o C;-Cgankinom;

R® ¢ rigporeHom a6o C;-Cgankinom;

R® Ta Rlo, KOXXHUI He3anexHo, € rigporeHom abo Ci-
Csankinom.

2. Cnonyka 3a n.1, B akin obuasi rpynu R € rigpo-
reHoM.

3. Cnionyka 3a n.1 a6o 2, B sikiit X € NR®.

4. Cnonyka 3a 6yab-akum ogHum 3 nn.1-3, B skin Ar €
deHinom, sk BapiaHT, 3aMilleHUM OAHUM 4m BinbLue
3aMiCHVKamu, BUOpaHWMK 3 Fpynu: ranoreH, rigpok-
cun, uiaHorpyna, C;-Cgankokcun, COzRg, CONRgRlo,
C1-Csankin-O-C;-Cgarnkin, C1-Csankin-NR8-C;-
Cgarnkin, Cl-CgaﬂKiﬂ-CONRB-Cl-CgaﬂKiﬂ, C1-Cgankin-
CONR’R™, NR®COC;-Cgankin, Ci-Cg-tioankin, Ci-
Csankin (cam, Sk BapiaHT, 3amiweHnii ogHow yn Bi-
nblwe rigpokcn- abo uiaHorpynamy abo atomamu
dnyopy) abo C1-Cgankokcun.
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5. Cnonyka 3a 6yab-siknum ogHUM 3 nn.1-4, B skin R'e
METOKCUIIOM, €TOKCUITOM, OCH,CONHsy,
O(CH;),0Me, O(CH,):NR'R® abo O(CH2)sNR'R>, ge
R* Ta R® obugea € rigporeHom abo metunom, abo
pasom 3 aTOMOM HIiTpOreHy, [0 SIKoro BOHW NpuegHa-
Hi, YTBOPIOWOTbL ninepugnHoBe abo mMopdoniHoBe Ki-
nbue, a6o R € NH(CH.)sNRR®, ne R* Ta R® pasom 3
aTOMOM HITPOreHy, 10 SKOro BOHW MpPUEQHAHI, YyTBO-
PHOIOTL iMiga30sbHE KinbLe.

6. Cnonyka 3a 6yab-akum ogHum 3 nn.1-5, B skii R%¢
meTokcunoMm, etokcunom, O(CH,).OMe, O(CH,)s0H,
O(CH.)3CO;Me, O(CH.)NR'R®, O(CH.):NR’R> a6o
O(CH.):NR'R®, ge ogun 3 R* abo R® € meTtunom, a
iHWMIA € mipuaunom, abo R* Ta R® B16MpaioTb 3 rpy-
nu: rigporeH abo metun, abo pa3om 3 aTOMOM HiTpo-
reHy, [0 SIKOro NpuegHaHi, BOHU YTBOPIOKOTb TiOMOpP-
doniHosy, ninepuanHoBy, MOpdOniHOBY,
iMmigasoneHy, TpuasonbHy abo 2,6-
ANMETUNMOPONIHOBY rpyny.

7. Cnonyka 3a n.1, sky BubpaHo 3 rpynu:
6-6eH3unnokcun-4-(3-rigpokcuMeTnn-2-MeTunaHiniHo)-
7-meToKcu-3-xiHoniHKkapbokcamig,
6-rigpokcu-4-(3-rigpokcnMeTnn-2-MeTunaHiniHo)-7-
MeToKkcu-3-xiHoniHkapbokcamia,
4-(3-rippokcnMeTUn-2-MeTUNaHiniHo)-7-mMmeTokcu-6-[3-
(4-mopdponinin)nponokcm]-3-xiHoniHkapbokcamia,
4-(3-rippokcnumeTun-2-MeTUnaHiniHo)-7-meTokcu-6-(2-
MeTOKCieToKeK)-3-xiHoniHkapbokcamig,
4-(3-rippoKkcnMeTUn-2-MeTUnaHiniHo)-7-mMeTokcu-6-
OKTWUIOKCK-3-XiHoMiHKapOoKkcamia,
4-(3-rippoKCnMeTUn-2-MeTUNaHiniHo)-7-meTokcu-6-[2-
(4-mopdponinin)eTokcu]-3-xiHoniHkapbokcamia,
4-(3-rippokcnMeTUn-2-MeTUnaHiniHo)-7-mMmeTokcu-6-[2-
(1-ninepuauHin)etokcu]-3-xiHoniHkapbokcamig,
4-(3-rigpokcMMeTUn-2-MeTUnaHiniHo)-7-meTokcu-6-[2-
(1-niponiguHin)eTokcu]-3-xiHoniHkapbokcamig,
6-[2-(ammeTnnamiHo)etokcu]-4-(3-(rigpokcnmeTnn-2-
MeTUWMaHiNiHO)-7-MeToKeK-3-XiHoniHkapbokcamia,
6-[2-(ammeTnnamiHo)-2-okcoeTokcul-4-(3-
ri4pPOKCUMETUIN-2-METUMNAHINiHO)-7-MeTOKCK-3-
xiHoniHkapbokcamifa,
6-(2-amiHO-2-0KCOETOKCM)-4-(3-TigpoKCMMEeTHI-2-
METMWIaHiNiHo)-7-MeToKcK-3-xiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-6-meTtokcu-7-[3-(4-
MopdoniHin)nponokcu]-3-xiHoniHkapbokcamia,
6-meToKen-4-[2-(MeTuncynedaHin)aniniHo]-7-[3-(4-
MopdoniHin)nponokcu]-3-xiHoniHkapbokcamig,
4-[3-(rigppokcumeTnn)-2-MeTUnaHiniHo]-6-meTokcu-7-
[3-(4-mopdponiHin)nponokcu]-3-xiHoniHkapbokcamia,
4-(1H-iHgon-4-inamiHo)-6-meToken-7-[3-(4-
MopdoniHin)nponokcu]-3-xiHoniHkapbokcamia,

MeTun 4-{[3-(amiHOkapbOHin)-6-meToKCcK-4-(2-
TONYiAnHO)-7-xiHONiHIN]Jokcn}oyTaHoar,
4-(2-eTunaHiniHo)-7-(3-rigpokcnnponokcu)-6-
MeTOKCUK-3-xiHoniHkapbokcamia,
6-MeToKen-7-[2-(4-mopdoniHin)eTokcu]-4-(2-
TOnyignHo)-3-xiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-6-meToKcn-7-(2-MeTOKCieTOKCK)-3-
XiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-6-metoken-7-[3-(1H-1,2,4-tpmnason-
1-in)nponokcu]-3-xiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-6-meToken-7-[4-(4-
MopdoniHin)oyTokcu]-3-xiHoniHkapbokcamig,
7-(3-xnopnponokcu)-4-[3-(rigpokcumeTun)-2-
MeTunaHiniHo]-6-meTokcK-3-xiHoniHkapbokcamis,
7-{3-[(unc)-2,6-gumeTunmopdoniHinjnponokcu}-4-[3-
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(rigpokcMmeTun)-2-MeTunaHiniHo]-6-meTokcu-3-
XiHoniHkapbokcamia,
7-{3-[(TpaHc)-2,6-gumeTunmopdoniHin]nponokcu}-4-
[3-(rigpokcnmeTunn)-2-MeTunaHiniHo]-6-meTokcun-3-
xiHoniHkapbokcamig,

4-[3-(rigpokcMMeTun )-2-MeTUNaHiniHo]-6-MeTokcu-7-
[3-(1-ninepuguHin)nponokcu]-3-xiHoniHkapbokcamia,
7-{3-[(2-eTokcieTun)amiHo]lnponokcu}-4-[3-
(rinppokcMmMeTnn)-2-MeTunaHiniHo]-6-meTokcu-3-
XiHoniHkapbokcamia,
4-[3-(rippokcumeTun)-2-meTunaHiniHol-6-meTokeu-7-
[3-(4-Tiomopdboninin)nponokeu]-3-
XiHoniHkapbokcamia,
6-[3-(aMmeTnnamiHo)nponokcu]-4-(2-eTnnaxiniHo)-7-
MeTOoKCUK-3-XiHoniHkapbokcamia,
4-(2-eTnaHiniHo)-6-[3-(1H-imigason-1-in)nponokcw]-
7-MeToKcu-3-xiHoniHkapbokcamia,
4-(2-eTnaHiniHo)-7-meTokcu-6-(3-TieHiNMeToKcKn)-3-
XiHoniHkapbokcamia,
6-[2-(ammeTnnamiHo)etokcu]-4-(2-eTunaHiniHo)-7-
MeToKcu-3-xiHoniHkapbokcamig,
6-(3-amiHonponokcwn)-4-(2-eTunaHiniHo)-7-meTokcu-3
XiHoniHKkapbokcamia,
4-(2-eTnaHiniHo)-7-meToKCKu-6-[2-
(meTunamiHo)eTokcu]-3-xiHoniHkapbokcamia,
6-(2-amiHoeToKcK)-4-(2-eTUNaHiniHo)-7-MeTokcu-3-
XiHoniHkapbokcamia,
7-[3-(ammeTnnamiHo)nponokcu]-4-(2-eTnnaxiniHo)-6-
MeToKcu-3-xiHoniHkapbokcamig,
4-(2-eTnnaHiniHo)-6-meTokcu-7-{3-[metun(4-
nipuaunHin)amiHo]lnponokcu}-3-xiHoniHkapbokcamig,
4-(2-eTnaHiniHo)-6-meTokeu-7-{2-[metun(4-
nipuaunHin)amiHoletokcu}-3-xiHoniHkapbokcamia,
4-(2-eTnnaHiniHo)-6-meTokcn-7-[2-
(meTunamiHo)eTokcu]-3-xiHoniHkapbokcamia,
4-(2-eTnaHiniHo)-6-meTokeun-7-[2-(1-
ninepasuHin)etokcu]-3-xiHoniHkapbokcamig,
4-(2-eTvnaHiniHo)-7-[3-(1H-imigason-1-in)nponokcu]-
6-mMeToKcu-3-xiHoniHKapbokcamia,
4-(2-eTnaHiniHo)-7-[2-(1H-imigason-1-in)etokcu]-6-
MeTOoKcu-3-XiHoMiHkapbokcamia,
7-(3-amiHonponokcu)-4-(2-eTunaHiniHo)-6-meTokcn-3-
XiHoniHkapbokcamia,
7-rigpokcu-4-[3-(rigpokcumeTnn)-2-MeTunaHiniHol-6-
MeTOKCU-3-XiHoMiHkapbokcamig,
6-{[3-(1H-imigason-1-in)nponin]amiHo}-7-meToKkcn-4-
(2-TonyignHo)-3-xiHoniHkapbokcamig,
7-meToKcu-6-[(2-meTokCieTnn)amiHo]-4-(2-TonyiamHo)-
3-xiHoniHkap6okcamig,
7-meToken-6-{[2-(4-mopdoniHin)eTun]amiHo}-4-(2-
TonyiaunHo)-3-xiHoniHkapbokcamia,
7-meTokcn-6-{[3-(4-mopdponiHin)nponinjamiHo}-4-(2-
TonyigunHo)-3-xiHoniHkapbokcamia,
6-meToken-7-{[2-(4-mopdoniHin)eTun]amiHo}-4-(2-
TonyigunHo)-3-xiHoniHkapbokcamia,
6-MeToKeu-7-[(2-meTokcieTnn)amiHo]-4-(2-TonyianHo)-
3-xiHoniHkap6okcamig,
7-{[3-(1H-imiga3on-1-in)nponin]amiHo}-6-meTokcn-4-
(2-TonyigunHo)-3-xiHoniHkapbokcamig,
7-[(1-6eH3un-4-ninepuauHin)amiHo]-6-meTokcu-4-(2-
TonyigunHo)-3-xiHoniHkapbokcamia,
6-meToken-6-{[3-(4-mopdoniHin)nponinjamiHo}-4-(2-
TOnyianHo)-3-xiHoniHkapbokcamia,
4-[3-(rippokcMmeTun)-2-MeTunaHiniHo]-6,7-
AnmeToKcu-3-xiHoniHkapbokcamig,
4-(2-6pomaHiniHo)-6,7-gumeTokcu-3-
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xiHoniHkapbokcamig,
4-(4-rippoKcn-2-MeTUnaHiniHo)-6,7-auMeTokcu-3-
XiHoniHkapbokcamia,
6,7-OMMeTOoKCU-4-(2-MeToKCiaHiNiHO)-3-
XiHoniHkapbokcamig,

4-(4-cpnyop-2-meTnnaHiniHo)-6, 7-gumeTokcmn-3-
xiHoniHkapbokcamig,
4-[(1-eTun-1H-nipa3on-5-in)amiHol-6,7-gumeTokcu-3-
XiHoniHkapbokcamia,
4-(3-amiHOKapBOHiN-2-MeTUnaHiniHo)-6,7-aMMETOKCU-
3-xiHoniHkap6okcamig,
6,7-oumeTokcu-4-(2,3-guMmeTunaHiniHo)-3-
XiHoniHkapbokcamia,
6,7-oumeTokcn-4-(5,6,7,8-TeTparigpo-1-
HadpTaniHinamiHo)-3-xiHoniHkapbokcamia,
4-(4-kapbokcu-2-MeTunaHiniHo)-6,7-auMeTokcu-3-
XiHoniHkapbokcamia,
4-(1H-iHgon-4-inamiHo)-6,7-aMmeToKcu-3-
XiHoniHkapbokcamia,
4-(3-xnop-2-meTunaHiniHo)-6,7-aumeTokcu-3-
XiHoniHkapbokcamia,
4-[2-(amiHokapboHin)aHiniHo]-6,7-gumeToKCK-3-
xiHoniHkapbokcamig,
4-(3-rippoKcu-2-MeTUnaHiniHo)-6,7-4MMeTokcu-3-
XiHoniHkapbokcamia,
6,7-anmeToKcu-4-(3-MeToKCH-2-MeTUNaHiniHo)-3-
XiHoniHkapbokcamia,
6,7-anmeTokeun-4-[(1-metun-1H-iHgon-4-in)amiHo]-3-
XiHoniHkapbokcamia,
6,7-oumeTokcun-4-[(1-okco-2,3-gurigpo-1H-iHoeH-4-
in)amiHo]-3-xiHoniHkapbokcamig,
4-[1-rinpokcm-2,3-gurigpo-1H-iHgeH-4-in)amiHo-6,7-
ANMeToKcK-3-xiHoniHkapbokcamig,
4-(4-kapbokcu-2-MeTunaHiniHo)-6,7-aMMeTokcu-3-
XiHoniHkapbokcamia,
6,7-anmeTokcu-4-(4-meToKkcMkapboHin-2-
MeTunaHiniHo)-3-xiHoniHkapbokcamia,
4-(4-rippokcnMeTun-2-MeTUnaHiniHo)-6, 7-ouMeToKCu-
3-xiHoniHkap6okcamig,
6,7-oMMeToKCU-4-(2-nNponinaxiniHo)-3-
XiHoniHkapbokcamia,
4-(2-i3onponinaxiniHo)-6,7-gumeTokcmn-3-
XiHoniHkapbokcamia,
4-[2-(BTOp-BYTMN)aHiniHO]-6,7-AMMETOKCK-3-
XiHoniHkapbokcamia,
6,7-anmeTokcun-4-[3-(MeTokcMmeTnn)-2-
MeTunaHiniHo]-3-xiHoniHkapbokcamig,
4-[3-(i30-6yTOKCMMETUIT)-2-METUNAHINIHO]-6,7-
ANMMeToKcK-3-xiHoniHkapbokcamig,
4-[3-(uiaHOMeTWN)-2-MeTUNaHiniHoJ-6,7-gumeTokcu-3-
XiHoniHkapbokcamia,
4-{3-[(eTvnamiHO)MeTVN]-2-MeTUnaHiniHo}-6,7-
anmeTokcu-3-xiHoniHkapbokcamia,
4-{3-[2-(eTnnamiHo)-2-oKkcoeTus]-2-MmeTnnaHiniHo}-
6,7-oMMeToKCK-3-xiHoniHkapbokcamia,

etun 2-(3-{[3-(amiHOKap6OHIN)-6,7-oUMETOKCU-4-
XiHoniHin]JamiHo}-2-meTundeHin)aueTar,
4-[3-(2-amiHO-2-0KCOeTUN)-2-MeTUNaHiInNiHol-6,7-
AnmeTokcK-3-xiHoniHkapbokcamia,
4-[3-(2-rigpokcieTnn)-2-meTunaHiniHol-6,7-
anmeTokcu-3-xiHoniHkapbokcamig,
4-(3-{2-[(2-rigpokcieTnn)amiHo]-2-okcoeTnn}-2-
MEeTUNaHiniHo)-6,7-gumeTokcu-3-xiHomniHkapbokcamia,
TpeT-0ytun  3-{[3-(amiHokap6oHiIn)-6,7-aMMeToKCU-4-
XiHoniHiN]amiHo}-2-meTnnbeH3nnkapbamar,
4-[3-(amiHOMETWN)-2-MeTuUnNaHiniHoJ-6,7-aumeTokcn-3-
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xiHoniHkapbokcamifg,
4-(4-dbnyop-2-mMmeTunaHiniHo)-6-meTokcu-3-
XiHoniHkapbokcamia,
4-(4-6pom-2-MeTunaHiniHo)-6-MeToKkcu-3-
xiHoniHkapbokcamig,
4-(4-xnop-2-MeTUNaHiniHo)-6-meTokcu-3-
XiHoniHkapbokcamia,
4-(2,4-gpMMeTNNaHiniHo)-6-meTokcmn-3-
XiHoniHkapbokcamia,
6-MeToKCU-4-(4-METOKCU-2-MEeTUNAHINiHO)-3-
XiHoniHkapbokcamia,
4-(4-rippoKeu-2-MeTnnaHiniHo)-6-meTokeu-3-
XiHoniHkapbokcamia,
4-(2-6pomaHiniHo)-6-meTokcmn-3-xiHomniHkapbokcamia,
4-(2,4-pnMeTOoKCiaHiNiHO)-6-MeToKCK-3-
XiHoniHkapbokcamia,
6-MeToKCH-4-(2-MeTOKCiaHiniHo)-3-
XiHoniHkapbokcamia,
4-(2-eTOKCiaHiniHO)-6-MeToKcK-3-xiHoniHkapbokcamia,
4-(2-eTnaHiniHo)-6-meTokeK-3-xiHoniHkapbokcamig,
6-meToKken-4-(2-TonyignHo)-3-xiHoniHkapbokcamig,
6-meToKcu-4-[2-(MeTuncynbdatin)axiniHo]-3-
XiHoniHKkapbokcamia,
4-(4-6pom-2-MeTUNaHiniHo)-6,7-AMMeTOKCH-3-
XiHoniHkapbokcamia,
4-(4-xnop-2-MeTunaHiniHo)-6,7-gumeTokcmn-3-
XiHoniHkapbokcamia,
4-(2,4-AMMeTUNaHIniHo)-6,7-AMMeToKCU-3-
XiHoniHkapbokcamia,
6,7-0MMeTOKCU-4-(4-MEeTOKCU-2-MEeTUNAHINIHO)-3-
XiHoniHKkapbokcamia,
4-(2-6pom-4-meTunaHiniHo)-6,7-anMeToKcKn-3-
XiHoniHkapbokcamia,
4-(2-6pom-4-chpnyopaHiniHo)-6,7-AMmeToKkcn-3-
XiHoniHkapbokcamia,
4-(2,4-ANMeTOKCiaHiNiHO)-6,7-4MMeTOoKCH-3-
XiHoniHkapbokcamia,
4-(4-dbnyop-2-mMeTUnaHiniHo)-7-meTokcu-3-
xiHoniHkapbokcamig,
4-(4-6pOM-2-MeTUNaHINiHO)-7-MeToKCU-3-
XiHoniHkapbokcamia,
4-(4-xnop-2-MeTUnaHiniHo)-7-meTokcu-3-
XiHoniHkapbokcamia,
4-(2,4-ANMEeTUNaHINIHO)-7-MeToKCK-3-
XiHoniHkapbokcamia,
7-MeToKCU-4-(4-MEeTOKCU-2-MeTUNaHiniHo)-3-
xiHoniHkapbokcamia,
4-(4-rigpoKCcu-2-MeTUNaHiniHo)-7-mMeTokeu-3-
XiHoniHkapbokcamia,
4-(2-6pomaHiniHo)-7-meToKkcm-3-xiHomniHkapbokcamia,
4-(2-6pom-4-MeTunaHiniHo)-7-MeToKcu-3-
XiHoniHkapbokcamia,
4-(2-6pom-4-chbnyopaHiniHo)-7-meToken-3-
XiHoniHkapbokcamia,
4-(2,4-pMMeTOKCIaHiNiHO)-7-MeToKCK-3-
xiHoniHkapbokcamig,
6,7-anxnop-4-(4-MeToKCK-2-MeTUNaHiniHo)-3-
XiHoniHkapbokcamia,
6,7-ouxnop-4-(2,4-aMMeToKciaHiniHo)-3-
xiHoniHkapbokcamig,
4-(2-eTnnaHiniHo)-3-xiHoniHkapbokcamig,
4-(2-TonyiamHo)-3-xiHoniHkapbokcamig,
4-[2-(meTncynbdaHin)aHiniHo]-3-
xiHoniHkapbokcamig,
4-(2-eTOKCiaHiNiHO)-6,7-ANMeTOKCU-3-
XiHoniHkapbokcamia,
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4-[2-(rigppokcumeTun)aniniHol-6,7-aumeTokeu-3-
XiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-6,7-anMeToKCK-3-
XiHoniHkapbokcamig,
6,7-aMmeToKcu-4-(2-TonyignHo)-3-
xiHoniHkapbokcamig,
6,7-0MMeTOoKCU-4-[2-(MeTnncynbdaHin)aHiniHo]-3-
XiHoniHkapbokcamia,
4-(2,4-pnbpomaHiniHo)-6,7-gumeToKcu-3-
XiHoniHkapbokcamia,
7-MeToKCU-4-(2-MeToKCiaHiniHo)-3-
XiHoniHkapbokcamia,
4-(2-eToKCiaHiINiHO)-7-meToKcu-3-XiHoniHkapbokcamig,
4-[2-(amiHokapboHin)aHiniHo]-7-MeToKeK-3-
xiHoniHkapbokcamig,
4-(2-eTunaHiniHo)-7-meToKcK-3-XiHoniHkapbokcamia,
7-meToKkeu-4-(2-tonyignHo)-3-xiHoniHkapbokcamia,
7-meToKCU-4-[2-(MeTuncynegaHrin)aniniHo]-3-
XiHoniHkapbokcamia,
6,7-anxnop-4-(2-meTokciaHiniHo)-3-
XiHoniHkapbokcamia,
6,7-anxnop-4-(2-eTunaHiniHo)-3-xiHoniHkapbokcamia,
6,7-omxnop-4-[2-(meTuncynbdaHin)aHiniHo]-3-
XiHoniHkapbokcamia,
4-(2,5-aMMeTnnaHiniHo)-6,7-ouMeToKCK-3-
XiHoniHkapbokcamia,
4-(5-chnyop-2-meTunnaHiniHo)-6,7-oumeTokcm-3-
XiHoniHkapbokcamia,
4-(5-xnop-2-meTunaHiniHo)-6,7-aumeTokcu-3-
xiHoniHkapbokcamifg,
4-(3-coniyop-2-meTunnaHiniHo)-6,7-aumeTokcn-3-
XiHoniHkapbokcamia,
4-(4-rippokcn-2,5-AnMeTnNaHiniHo)-6,7-gumeTokcu-3-
XiHoniHkapbokcamia,
4-(2-rigppokcun-4-meTnnaHiniHo)-6,7-aumeTokeu-3-
XiHoniHkapbokcamia,
4-aHiniHo-6,7-aMMeToKcn-3-xiHoniHkapbokcamig,
4-(4-xnop-2-tpnyopaHiniHo)-6,7-AMmMeToKen-3-
xiHoniHkapbokcamig,
4-(2-cpnyopaHiniHo)-6,7-aMmeToKen-3-
xiHoniHkapbokcamifa,
4-(2,6-andnyopaHiniHo)-6,7-aAnMeToKcu-3-
XiHoniHkapbokcamia,
4-(3-6pomaHiniHo)-6,7-anuMeToKCK-3-
XiHoniHkapbokcamia,
4-(3-conyopaHiniHo)-6,7-gumMeTokcu-3-
xiHoniHkapbokcamig,
6,7-oMMeToKCn-4-(4-MeTOKCIaHINiHO)-3-
xiHoniHkapbokcamifa,
4-(3-xnopaHiniHo)-6,7-gumeToKcu-3-
XiHoniHkapbokcamia,
4-(2-xnopaHiniHo)-6,7-aMmeToKcn-3-
XiHoniHkapbokcamia,
4-[3-(aueTnnamiHo)aHiniHo]-6,7-aumeTokcu-3-
xiHoniHkapbokcamig,
4-(2,5-andnyopaHiniHo)-6, 7-anmeToKkcu-3-
xiHoniHkapbokcamifa,
4-(1H-iHgon-5-inamiHo)-6,7-gumeTokcu-3-
XiHoniHkapbokcamia,
4-(1H-iHga3on-5-inamiHo)-6,7-gumeToKkcmn-3-
xiHoniHkapbokcamig,
4-(1H-iHpa3on-6-inamiHo)-6, 7-aumeTokcu-3-
xiHoniHkapbokcamig,
4-(2,4-gudbnyopaHiniHo)-6,7-anmeTokcu-3-
XiHoniHkapbokcamia,
4-(2-cpnyop-4-meTnnaHiniHo)-6,7-oumeTokcun-3-
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xiHoniHkapbokcamig,
4-(2,4-pnxnopaHiniHo)-6,7-AMmMeToKcu-3-
XiHoniHkapbokcamia,
4-(2,5-anxnopaHiniHo)-6,7-aMmeTokcu-3-
xiHoniHkapbokcamig,
4-[2-(2-rigpokcieTnn)aHiniHol-6,7-anmeToKkcu-3-
XiHoniHkapbokcamia,
4-(3-xnop-4-cdnyopaHiniHo)-6,7-anMeToKcKn-3-
XiHoniHkapbokcamia,
6,7-anmeTokeun-4-[3-(MeTuncynbdaHtin)atiniHo]-3-
XiHoniHkapbokcamia,
6,7-OMMeToKCU-4-(2-MeTOoKCU-5-MeTUNaHiniHo)-3-
XiHoniHkapbokcamia,
4-[4-(gumeTunamiHo)aHiniHol-6,7-gumeTokeu-3-
XiHoniHKkapbokcamia,
6,7-anmeTokeu-4-[4-(meTuncynbsdatin)aHiniHo)-3-
XiHoniHkapbokcamia,
4-[4-(2-rigppokcieTnn)aHiniHol-6,7-anMeToKcKu-3-
XiHoniHkapbokcamia,
4-(3-rigpoKkcun-4-MmeToKCiaHiNiHo)-6,7-aumMeTokcmn-3-
XiHoniHkapbokcamia,
4-(2,3-gnxnopaHiniHo)-6,7-AMMeToKcn-3-
XiHoniHKkapbokcamia,
6,7-onmeTokeun-4-(2,3,4-tpucpnyopaHinivo)-3-
XiHoniHkapbokcamia,
6,7-oumeTokeu-4-(3-tonyiguHo)-3-
XiHoniHkapbokcamia,
4-(2-rippokcun-4-mMeTUnaHiniHo)-6,7-gumeTokcun-3-
XiHoniHkapbokcamia,
4-(2-dbnyop-4-rigpokciaHiniHo)-6,7-aMmeToken-3-
XiHoniHKkapbokcamia,
4-[2-(rippokcumeTun)-4-meTunatiniHol-6,7-
AnmeToKcK-3-xiHoniHkapbokcamig,
4-(2-xnop-4-cnyopaHiniHo)-6,7-aMmMeTokcu-3-
XiHoniHkapbokcamia,
4-(2-cpnyop-5-meTunaHiniHo)-6,7-gumeTokcun-3-
XiHoniHkapbokcamia,
4-[(2-uiaHodeHin)amiHo]-6,7-ANMETOKCMXiHOMIH-3-
kapbokcamig,
4-[(2,5-andnyopdeHin)amiHol-6,7-aMMETOKCMXiHOMIH-
3-kapbokcamia,
4-(1H-iHpon-5-inamiHo)-6,7-AMMeTOKCUXIHOMIH-3-
kapbokcamig,

6,7-amxnop-4-(2-meTunaHiniHo)-3-
XiHoniHkapbokcamia,
4-(2,3-purigpo-1H-inaeH-1-inamiHo)-6,7-anmeTokcn-3-
xiHoniHkapbokcamia,

6,7-anmeTokcun-4-{[2-
(TpncbnyopmeTnn)6eH3nn]amiHo}-3-
XiHoniHkapbokcamia,
6,7-aumeTokcu-4-[(1-peHinetun)amiHol-3-
XiHoniHkapbokcamia,
4-(3-rigpoKCUMeTnN-2-MeTUNaHiniHo)-3-
XiHoniHkapbokcamia,
9-(3-rigpokcumeTun-2-meTunaHiniHo)-2,3-
avrigpo[1,4]apiokcuHol2,3g]xiHoniH-8-kapbokcamig,
4-[(2-eTundeHin)amiHo]-7-meToKkeu-6-[2-
(nponinamiHo)eTokcu]xiHoniH-3-kapbokcamia,
6-[2-(eTnnamiHo)eTokcu]-4-[(2-eTundeHin)amiHo]-7-
METOKCUXiHOMiH-3-kapbokcamia,
6-[2-(i3onponinamiHo)eTokcu]-7-meTokeun-4-[(3-
METOKCU-2-MeTUNeHin)amiHo]xiHomiH-3-
kapbokcamig,
6-[2-(aumeTnnamiHo)eTtokcu]-4-{[2-eTnn-3-
(rinpokcmmeTnn)deHin]amiHo}-7-MeTOKCMXiHOMIH-3-
kapbokcamig,
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6-[3-(mieTunamiHo)nponokcu]-4-{(3-(riapokcumeTnn)-
2-MeTundeHin]amiHo}-7-MeTOKCUXIHOMiH-3-
kapbokcamig,
4-{[2-eTun-3-(rigpokcumeTnn)deHinjamiHo}-7-
METOKCU-6-[2-(MeTnnamiHO)eTOKCU]XiHOMiH-3-
kapbokcamig,
4-[(2-eTundpeHin)amiHo]-7-meTokcu-6-[3-(nipnann-4-
inamiHo)nponokcu]xiHoniH-3-kapbokcamia,
4-[(2-eTundpeHin)amiHo]-7-meTokcu-6-[3-[(2-amiHo-2-
oKcoeTun)amiHo )nponokcu]xiHoniH-3-kapbokcamia,
4-[(2-eTundpeHin)amiHo]-7-meTokcu-6-[3-(1H-nipason-
3-inamiHo)nponokcu]xiHoniH-3-kapbokcamig,
4-[(2-eTundpeHin)amiHo]-7-meTokcu-6-[3-(2-nipnamH-2-
inamiHo)nponokcu]xiHoniH-3-kapbokcamia,
etun 4-[(3-(amiHokap©OoHin)-4-{[2-eTun-3-
(rinpokcmmeTnn)deHin]amiHo}-6-MeTOKCMXIHONIH-7-
in)okcu]byTaHoar,
7-[3-(nieTunamiHo)nponokcu]-6-meTokcu-4-[(2-
MeToKcUdEHIN)amiHo]xiHoNiH-3-kapbokcamia,
7-[3-(eTunamiHo)nponokcu]-6-meToken-4-{[2-
(TpndbnyopmeTun)deHinjamiHo}xiHomiH-3-
kapbokcamig,
7-[3-(eTunamino)nponokcul-4-[(2-eTundeHin)amiHo]-
6-MeToKCUxiHoNiH-3-kapbokcamis,
4-[(2-eTundpeHin)amiHo]-7-[3-
(izonponinamiHo)nponokcu]-6-MeToKCUXiHOMiH-3-
kapbokcamig,
7-[3-(eTunamino)nponokeu]-4-{[2-eTnn-3-
(rinpokcmmeTnn)deHinjamiHo}-6-MeToKCMXiHONIH-3-
kapbokcamig,
4-{[2-eTun-3-(rigpokcnmeTnn)eHinlamiHo}-6-
MeTOKCH-7-[3-(nponinamiHo)MponoKCU]XiHOMiH-3-
kapbokcamig,
7-[3-(ammeTnnamiHo)nponokcu]-4-[(2-
eTundeHin)amiHo]-6-mMmeTokcuxiHoNiH-3-kapbokcamia,
4-[(2-eTundpeHin)amiHo]-6-meTokcu-7-(3-niponignH-1-
innponokcu)xiHoniH-3-kapbokcamig,
7-[3-(aieTunamiHo)nponokcu]-4-[(2-eTundeHin)amiHo]-
6-MeTOoKCUXiHONIH-3-kapbokcamina,
4-[(2-eTundpeHin)amiHo]-6-meTokcn-7-(3-ninepugnH-1-
innponokcu)xiHoniH-3-kapbokcamig,
7-[3-(ammeTnnamiHo)nponokcu]-4-{(2-etun-3-
(rigpokcmmeTun)deHin]amiHo}-6-MeToKCUXIHOMIH-3-
kapbokcamig,
7-[3-(nieTunamino)nponokcu]-4-{(2-eTnn-3-
(rinpokcmmeTnn)deHinjamiHo}-6-MeToKCMXiHONIH-3-
kapbokcamig,
7-{3-[2-eTokcieTun)amiHo]nponokcu}-4-[(2-
eTundeHin)amiHo]-6-MeToKcuxiHoNiH-3-kapbokcamia,
4-[(2-eTundpeHin)amiHo]-6-meTokcu-7-(3-ninepuanH-1-
innponokcu)xiHoniH-3-kapbokcamig,
4-[(2-eTundeHin)amiHo]-6-meTokcmn-7-(3-
TiomoponiH-4-innponokcu)xiHoniH-3-kapbokcamig,
4-{[3-(rinpokcumeTnn)-2-meTundeHin]amiHo}-6-
MeTOoKcH-7-(3-niponignH- 1-innponoKcu)XiHomMiH-3-
kapbokcamig,
7-[3-[1,1-piokcupoTiomopdoniH-4-in)nponokcu]-4-[(2-
eTundeHin)amiHo]-6-MeToKcuxiHoNiH-3-kapbokcamia,
4-{[2-eTun-3-(rigpokcumeTnn)deHin]amiHo}-6-
MeToKcu-7-(3-niponiguH-1-innponokcu)XiHoniH-3-
kapbokcamig,
4-{[2-eTun-3-(rigpokcnumeTnn)eHinlamiHo}-6-
MeToKcu-7-(3-ninepuamnH-1-innponokcu)xiHomiH-3-
kapbokcamig,
4-{[3-(rinpokcumeTun)-2-meTundeHinlamiHo}-7-[3-(3-
rigpokcuninepuamnH-1-in)nponokcm]-6-MeToKCMXiHOMIH-
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3-kapbokcamia,
4-{[2-eTun-3-(rigpokcumeTun)deHin]amiHo}-6-
meTtokcn-7-[3-(1H-1,2,4-Tpnaszon-1-
in)nponokcu]xiHoniH-3-kapbokcamia,
7-(3-a3enaH-1-innponokcun)-4-[(2-eTundeHin)amiHo]-
6-MeTOKCUXiHONIH-3-kapbokcamina,
6,7-anmeTokeun-4-{[2-(MeTunTio)dheHin]amiHO}XiHOMIH-
3-kapbokcamigy Tpudnyopauerar,
6,7-oMMeToKCU-4-[(4-MEeTOKCU-2-
MeTundeHin)amiHo]xiHoniH-3-kapbokcamiga,
4-{[2-6poM-3-(rigpokcumeTun)deHinlamiHo}-6,7-
AMMETOKCUXiHOnMiH-3-kapbokcamia,
4-{[2-eTun-3-(rigpokcnumeTunn)deHrinjamiHo}-6,7-
OMMETOKCUXiHOIMIH-3-kapbokcamig,

abo ii hapmaLeBTUYHO NPUNHATHA Cinb.

8. Crnonyka dopmynu (I), Ky BusHayeHo B Oyab-
akomy 3 nn.1-7, ona BUKOPUCTAHHA Y Tepanii, 3a yMo-
B/, WO crnonykoww He € 4-(3-6pomaHiniHo)-6,7-
anmeTokcu-3-xiHoniHkapbokcamia Ta 4-(2,4-
AVXNOPaHiniHo)-6,7-AMMeToKen-3-
XiHoniHKkap6okcamig,.

9. Cnonyka chopmyru (1A):

AINH O

s (IA)

B SAKi

Ar € geHinom, 3amilieHum eTurnom, nNponinom, rigpo-
kcumeTunom abo CO,H, abo ABivi 3amilleHuM mMeTu-
JIOM Ta TiAPOKCUMETUIIOM;

R’ € wMmeTokcuioM, eTokcuriom  a6o rpynoro
OCH,CONH,, OCH,CH,OCH; abo O(CH,),NR’R>,
e p nopiBHtoe 2 abo 3, a R*1aR%¢ rigporeHom, me-
TMnoM, eturnom abo nponin, abo pasom R* ta R®
yTBOPIOKOTb MNiponiavMHoBe, iMiaasoneHe abo Mopdo-
niHoBe KinbLe;

R® € meTokcunom, etokeunom a6o O(CH2),NR*R®, ne
p aopiHioe 2, 3 abo 4, a R* Ta R® € rigporeHom, mMe-
Tunom a6o etunom, abo oauH 3 R* a6o R® € metu-
1nom, a iHwwi € nipuannomM abo nipasonom, abo R*ta
R® YTBOPIOKOTL MiNepuauHoBe, rigpokcuninepnanHo-
Be, TiomopdponiHoBe, MopdoniHOBe, niponiguHoBe,
2,6-gumeTunmopdonidivigasonsHe abo TpuasonbHe
KinbLe,

abo i hapmaLeBTUYHO NPUNHATHA Cinb abo conbBar,
3a ymM0BMW, WO Konn A € peHinom, 3amilleHnm eTurom
abo nponinom, abo ABivi 3aMilleHMM MeTUoMm, To R!
TaR% He € obuaBa METOKCUIOM, R'taR’He e obua-
Ba eTokcunoM abo oauH 3 RYR? He € meTokcumnom,
KON iHLWWIA € eTOKCUINOM.

10. Cnonyka 3a n.9, siky BubpaHo 3 rpynu:
4-(2-eTnaHiniHo)-6-meTokeu-7-{2-[metun(4-
nipuamnHin)amiHoletokeu}-3-xiHoniHkapbokcamig,
4-[3-(rigpokcMMeTun )-2-MeTUNaHiniHo]-6-MeTokcu-7-
[3-(4-TiomopdponiHin)nponokcu]-3-
XiHoniHkapbokcamia,
4-[3-(rippokcumeTun)-2-mMmeTunaHiniHol-6-meTokcu-7-
[3-(2-ninepuauHin)nponokcu]-3-xiHoniHkapbokcamia,
4-[3-(rigpokcMMeTun)-2-MeTUnaHiniHo]-6-meTokcu-7-
[3-(4-mopdponinin)nponokcu]-3-xiHoniHkapbokcamig,
7-[3-(ammeTnnamiHo)nponokcu]-4-(2-eTnnaxiniHo)-6-
MeTOKCU-3-XiHoMiHKapbokcamig,
7-[3-(ammeTnnamino)nponokcu]-4-[3-(rigpokcnumeTn)-
2-MeTunaHiniHo]-6-meTokcu-3-XiHoniHkapbokcamia,
7-{3-[(2R,6S)-2,6-gumeTnnmopdoninin]nponokcu}-4-
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[3-(rippokcmeTun)-2-MeTUnaHiniHoJ-6-meTokcu-3-
XiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-6-meTokcn-7-[3-(4-
MopdoniHin)nponokcu]-3-xiHoniHkapbokcamia,
4-(2-eTuUnaHiniHo)-6-meTokcn-7-[4-(4-
MopdoniHin)byTokeu]-3-xiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-6-meTtokcu-7-{3-[meTnn(4-
nipuaunHin)amiHo]lnponokcu}-3-xiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-7-meToKcK-6-[2-
(meTunamiHo)eTokcu]-3-xiHoniHkapbokcamia,
7-{3-[(2S,6S)-2,6-gumeTunmMopdoniHin]nponokcu}-4-
[3-(rinpokcmmeTnn)-2-MeTunaHiniHo]-6-meTokcun-3-
XiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-7-[3-(1H-imiga3on-1-in)nponokcm]-
6-meToKCcK-3-xiHoniHKapbokcamia,
6-(2-amiHoeToKcK)-4-(2-eTUNaHiniHo)-7-MeToKcn-3-
XiHoniHkapbokcamia,
6-MeToKCU-4-[2-(MeTuncynedaHin)aniniHol-7-[3-(4-
MopdoniHin)nponokcu]-3-xiHoniHkapbokcamia,
6-meToKen-7-[3-(4-mopdoninin)nponokcu]-4-(2-
TONyianHo)-3-XiHoniHkapbokcamia,
4-(2-eTunaniniHo)-6-metoken-7-[3-(1H-1,2,4-tpmnason-
1-in)nponokcu]-3-xiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-6-meToKcK-7-[2-
(meTunamiHo)eTokcu]-3-xiHoniHkapbokcamig,
4-(2-eTunaHiniHo)-6-MeToKcK-7-(2-MeToKCieTokeK)-3-
XiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-7-(3-rigpokcnnponokcu)-6-
MeTokcu-3-xiHoniHkapbokcamia,
6-meToKen-7-[2-(4-mopdoniHin)eTokcu]-4-(2-
TOnyignHo)-3-xiHoniHkapbokcamia,
4-[3-(rigpokcnmeTnn)-2-MeTUNaHiniHo)-7-MeToKcn-6-
[2-(2-niponiguHin)eTokcu]-3-xiHoniHkapbokcamia,
3-{[3-(amiHokap©6oHin)-6,7-gumeToKcu-4-
XiHoniHiN]amiHo}-2-mMeTuN6eH30MHa KUCMOoTa,
4-[3-(rigpokcumeTnn)-2-meTunaHiniHol-6,7-
anmeTokcu-3-xiHoniHkapbokcamia,
4-(2-eTunaHiniHo)-7-[2-(1H-imigason-1-in)eTokcu]-6-
MeTOKCUK-3-xiHoniHkapbokcamia,
4-[3-(2-rigpokcieTnn)-2-MeTunaHiniHol-6,7-
ANMMeToKcK-3-xiHoniHkapbokcamig,
7-meTokcu-6-{[2-(4-mopdoniHin)eTun]amiHo}-4-(2-
TOnyianHo)-3-XiHoniHkapbokcamia,
4-(2-eTunatiniHo)-6-[3-(1H-imigason-1-in)nponokcu]-
7-meToKcK-3-xiHoniHKkapbokcamia,
4-(2-eTnaHiniHo)-7-meToken-6-[2-(1-
niponiauHin)eTtokcu]-3-xiHoniHkapbokcamig,
7-(3-amiHonponokcu)-4-(2-eTUnaHxiniHo)-6-meTokcu-3-
xiHoniHkapbokcamifa,

MeTun 4-{[3-(amiHOkapOOHiIn)-6-meToKCK-4-(2-
TONYyianHO)-7-XiHoniHin]okcu}byTtaHoar,
4-[3-(aMmiHOMETUN)-2-MeTUNaHiniHo]-6,7-AnMeToKCK-3-
XiHoniHkapbokcamia,
6-{[3-(1H-imigason-1-in)nponin]amiHo}-7-meToKkcn-4-
(2-TonyigunHo)-3-xiHoniHkapbokcamig,
4-[3-(rigppokcumeTnn)-2-MeTUnaHiniHol-7-MmeTokcu-6-
(2-meToKCieTOKCK)-3-XiHONIHKapbokcamia,
6-[2-(ammeTnnamiHo)eTokcu]-4-(2-eTunaHiniHo)-7-
MeTokcu-3-xiHoniHkapbokcamia,
4-[3-(uiaHOMeTUn)-2-MeTunaHiniHol-6,7-aMmeTokcn-3-
xiHoniHkap6okcamig,
4-[3-(2-amiHO-2-0KCOeTUN)-2-MeTUNaHiniHol-6,7-
ANMeToKCcK-3-xiHoniHkapbokcamig,
6-(3-amiHonponokcu)-4-(2-eTUnaHiniHo)-7-mMeToKkcK-3-
XiHoniHkapbokcamia,
4-[3-(rigpokcmeTnn)-2-MeTUNaHiniHol-7-MeTokcn-6-
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[3-(4-mopdhoniHin)nponokcu]-3-xiHoniHkapbokcamia,
4-[3-(rippokcumeTun)-2-mMmeTunaHiniHol-7-mMeTokcu-6-
[2-(4-mopdponinin)eTokcu]-3-xiHoniHkapbokcamig,

Ta ii papmMaueBTUYHO NPUMAHATHI coni.

11. Cnonyka 3a n.9, siky BUGpaHo 3 rpynu:
4-[(2-eTundeHin)amiHo]-7-meToken-6-[3-(nipnanH-4-
inamiHo)nponokcu]xiHoniH-3-kapbokcamia,
4-[(2-eTundeHin)amiHol-7-meTokeu-6-[3-[(2-amiHo-2-
okcoeTwun)amiHo]nponokcu]-xiHoniH-3-kapbokcamiga,
4-[(2-eTundeHin)amiHol-7-meTokeu-6-[3-(1H-nipason-
3-inamiHo)nponokcu]xiHoniH-3-kapbokcamia,
4-[(2-eTundeHin)amiHo]-7-meToken-6-[3-(nipnamH-2-
inamiHo)nponokcu]xiHoniH-3-kapbokcamia,

etun 4-[(3-(amiHokapOOHin)-4-{[2-eTun-3-
(rinppokcmmeTnn)deHin]amiHo}-6-MeTOKCMXiHONIH-7-
in)okcu]byTaHoar,
7-[3-(pieTunamiHo)nponokcu]-6-meTokcu-4-[(2-
MeTOoKCUdEHIMN)aMiHO]xiHonNiH-3-kapbokcamia,
7-[3-(eTunamiHo)nponokcu]-6-meTokcn-4-{[2-
(TprdbnyopmeTun)deHinlamiHo}xiHomniH-3-
kapbokcamig,
7-[3-(eTnamiHo)nponokcu]-4-[(2-eTnndeHin)amiHo]-
6-MeTOKCUXiHONIH-3-kapbokcamia,
4-[(2-eTundeHin)amiHol-7-[3-
(izonponinamiHo)nponokcu]-6-MeToKCUXiHOMiH-3-
kapbokcamiga,
7-[3-(eTunamiHo)nponokcul]-4-{[2-eTnn-3-
(rinpokcmmeTnn)deHinjamiHo}-6-MeToKCMXiHONIH-3-
kapbokcamig,
4-{[2-eTun-3-(rigpokcumeTun)deHin]amiHo}-6-
MeTOKCU-7-[3-(nponinamiHo)MponoKCK]XiHOMiH-3-
kapbokcamig,

7-[3-(ammeTnnamiHo)nponokcu]-4-[(2-
eTnndgeHin)amiHo]-6-mMmeTokcuxiHonMiH-3-kapbokcamia,
4-[(2-eTundeHin)amiHo]-6-meTokcu-7-(3-niponignH-1-
innponokcu)xiHonin-3-kapbokcamia,
7-[3-(pieTunamino)nponokcu]-4-[(2-eTundeHin)amiHo]-
6-MeTOoKCUxXiHONIH-3-kapbokcamia,
4-[(2-eTundeHin)amiHo]-6-meTokeu-7-(3-ninepmuaunH-1-
innponokcu)xiHoniH-3-kapbokcamia,
7-[3-(ammeTnnamiHo)nponokcu]-4-{[2-eTnun-3-
(rinpokcmmeTnn)deHin]amiHo}-6-MeToKCMXiHONIH-3-
kapbokcamig,
7-[3-(aieTunamiH)nponokcu]-4-{[2-eTnn-3-
(rinpokcmmeTnn)deHinjamiHo}-6-MeToKCMXiHONIH-3-
kapbokcamig,
7-{3-[(2-eTokcieTun)amiHo]nponokcu}-4-[(2-
eTundeHin)amiHo]-6-meTokcuxiHoMiH-3-kapOokcamia,
4-[(2-eTundeHin)amiHo]-6-meTokeu-7-(3-ninepmuaunH-1-
innponokcu)xiHonin-3-kapbokcamia,
4-[(2-eTundeHin)amiHo]-6-meTokcu-7-(3-
TioMmopdoniH-4-innponokcu)xiHoniH-3-kapbokcamig,
4-{[3-(rinppokcumeTnn)-2-MeTundeHinjamiHo}-6-
MeTOoKcK-7-(3-niponignH-1-innponoKcn)XiHoMiH-3-
kapbokcamig,
4-{[2-eTun-3-(rigpokcumeTun)deHin]amiHo}-6-
MeTOoKcK-7-(3-niponianH-1-innponokcu)XiHomMiH-3-
kapbokcamig,
4-{[2-eTun-3-(rigpokcumeTunn)dpeHinlamiHo}-6-
MeToKcu-7-(3-ninepuamnH-1-innponokcn)xiHomiH-3-
kapbokcamig,
4-{[3-(rinpokcmmeTnn)-2-meTundeHinlamiHo}-7-[3-(3-
rigpokcuninepuanH-1-in)nponokcu]-6-MeTOKCUXIHOMIH-
3-kapbokcamia,
4-{[2-eTun-3-(rigpokcumeTun)deHin]amiHo}-6-
mMeTokcu-7-[3-(1H-1,2,4-tpnason-1-
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in)nponokcu]xiHoniH-3-kapbokcamig,
Ta Ti hapMaLeBTUYHO NPUAHATHI Coni.
12. Cnonyka dopmynu (IA) ons BMKOPUCTaHHS SK
TepaneBTUYHOrO 3acoly.
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13. ®apmMaueBTMYHaA KOMMO3ULis, WO MICTUTb Crony-
Ky cpopmynu (I1A) abo ii bapmaLeBTUYHO MPUAHATHY
CifMb B MOedHaHHi 3 hapmMaueBTUYHO NPUNRHATHUM
HOCIEM.

BuHaxig cTocyeTbcs HOBMX CMOMyK, SAKi € iHribiTo-
pamu kiHa3n JAK3, cnocobiB ix OTpUMaHHs, iHTepme-
JiatiB Ta dapmaueBTUYHMX KOMMO3WULK, WO X Mic-
TATb.

Anyc-kiHa3 3 (JAK3) € uneHom AHyc-poamHn 6in-
KOBMX KiHa3. Xou4a iHLi YneHu Liei poauHU ekcnpecy-
I0TbCS MO CyTi yciMa TkaHuHamu, ekcnpecito JAK3
obmexeHo remaTonoeTuyHnMmK KnitnHamu. Lle ysro-
OXyeTbCA 3 11 CyTTEBOK PONnio y nepepadi curHany
yepes peuentopu ana IL-2, IL-4, JL-7, IL-9, IL-13 Ta
IL-15 HekoBaneHTHow acouiauieto JAK3 3 rama-
NaHuorom, CninbHUM Ana uux OaraTtonaHuoroBmx
peuenTopiB. Lli LMTOKIHM yCi MalOTb CMiNbHY YHKLiO
B TOMY, LLIO BOHM 3anyyeHi y andepeHuiadito Ta npo-
nicpepauito nimgouutis. CykynHocti XSCID-navjieHTiB
iAeHTMIKOBaHI, SK Matodi AyXe 3HWXKeHi piBHI Binky
JAK3 abo 3 reHeTMyHMMK gedekTamm CninbHOro ra-
Ma-raHulora, nigTBepaXylun, WO iMyHOCYNpecis
Moxe OyTn pesynbTaTom OrokyBaHHS nepeadi cur-
Hany 4vepes wnax obmiHy JAK3. Jocnign Ha TBapwu-
Hax niaTeepamnun, wo JAKS3 He Tinbku rpatoTb KpUTU-
YHy ponb Yy Bu3piBaHHi B- Ta T-nimcdouutis, ane
KOH4Ye MoTpibHi Ansa nigTpumkm cpyHKuUii T-kniTuH. Mo-
Aynsauis iIMyHHOI akTUBHOCTI Yepes Lieln HOBWU Mexa-
Hi3M MOXe BYTV KOPUCHOI Npu MiKyBaHHi T-KMNiITUHHUX
nponipepaTMBHNX po3nagiB, $K-TO BiATOPrHEHHS
TpaHcnnaHTaTy Ta aBTOIMyHHi xBopobu. Ponb JAK3 y
TYYHMX KMNiTUHAX ONNCaHO y HOKAYTHUX MULLEN. Takum
yYnHOM, iHOykoBaHa IgE/aHTureH perpaHynsuia Ta
BMBINbHEHHS MefiaTopy Oynu 3HAYHOK MIpPOK 3MEH-
LWEHUMN Yy TYYHUX KniTuHax, yTBopeHux Yy MKS-
aediuntHux muwen. Oedpiunt JAK3 He Buknukae
nponidepauii Ty4HUX KiTUH in vitro, Takox nokasaHo,
Lo piBHI peuenTopy IAE Ta BMIiCT megiaTopiB € ioeH-
TuyHumn y JAK3-/- ta JAK3 +/+ Ty4yHuX KniTMHax.
Tomy, JAK3 BUSBNEHO CyTTEBMM AN MOBHOI peakuil
cTumynboBaHux IgE TyuHux knituH. Ponb JAKS y
aKkTuBaLjii Ty4HUX KNiTMH Jobpe BCTAHOBMEHO Yy MU-
wavih cuctemi, ogHak, Hema ony6nikoBaHUX AaHUX
CTOCOBHO pyHKUii TyuyHux knituH y AR-SCID nauieH-
TiB. HauinoeanHss JAK3 gae 6asuc onst HoOBoro Ta
€(PEKTUBHOIO JliKyBaHHS ONOCEPEAKOBaHUX TYYHUMMU
KNiTUHaMW anepriyHmx peakuin.

PoskpuTo pspg iHribitopiB JAK3, cepen Hux € xi-
HasoniHn (Sudbeck, E. A. et al. Clinical Cancer Res.
5(1999)1569-82, WO 00/0202) Ta nipono[2,3-
cilnipumiguHn  (Blumenkopf, T. A.et al. WO
99/65909).

Y cyvacHoMmy 3acTocyBaHHi  crnomnyku, 4-
aHiniHoxiHoniH-3-kapbokcamian, 3asBneHi Ak iHribiTo-
pn JAK3. CTpPYKTYpHO CROpigHEHi cnonyku nonepeg-
HbO OMuCaHi SK iHribiTopn kiHa3n Hanpuknag, WO
00/18761 Ta WO 98/43960 po3kpuBatoTb 3aMilleHi
noxigHi xiHoniH-3-kapOoHiTpuny. Y HellogasHii ny6-
nikauii [Boschelli, D.H. et al. J. Med. Chem.
44(2001)822-33] ogHa crnonyka npeacTaBreHoro Bu-
Haxody BUsIBNEHA SIK Taka, WO He Mae XOAHOI iHribi-

TOPHOI 34aTHOCTI CTOCOBHO aKTUBHOCTI GinkoBoi Tu-
posuH-kiHa3n Src. JAK3 He 3ragaHo y Gyab-akomy 3
BYLLe3a3HaAYEHMX NiTepaTypHUX NpUKnagis.

[Bi cnonyku Ta ix CMHTE3, WO MalTb BiAHOLIEHHS
0O MpeAcTaBNeHoro BMHaxody, onucaHi nonepeaHbo
[Boschelli, D.H. et al. J. Med. Chem. 44(2001)822-33
Ta Wissner et al. WO 98/43960].

/@\ CI\GECI

By NH NH

MeQ Ma
= NH, = NH,
- .

MaO N MesO N

BuHaxig ctocyetbca Tomy cnonyku copmynm (1)
ANsi 3aCTOCYBaHHA y BUPOOHULITBA MEAMKAMEHTY AN
niKyBaHHS XBopobu, onocepepkoBaHoi JAK3:

A{CR iy

1
R i

ne: n gopieHioe 0 abo 1;

X e NR® a6o O;

Ar BnbupatoTb 3 deHiny, TeTparinpoHadTeHiny,
ingoniny, nipasoniny, AurigpoiHAeHiny, 1-okco-2,3-
avrigpoiHaeHiny abo iHaasoniny, KOXHUN 3 SKUX Mo-
Xe OyTu, Sk BapiaHT, 3aMillleHUM OOHUM 4un Ginblue
3aMiCHUKamu, BUOpaHWMK 3 Tpynu: ranoreH, rigpok-
cun, uiaHorpyna, C;-Cgankokcun, COzRg, CONRgRlo,
C,-Cgankin-O-C1-Cgankin, C1-Cgankin-NR®-C;-
Cgarnkin, Cl-CgaﬂKiﬂ-CONRB-Cl-CaaﬂKiﬂ, C1-Cgankin-
CONR’R', NR8COC;-C8ankin, Ci-Cgrioankin, Ci-
Csankin (cam, 9k BapiaHT, 3aMmiWweHnii ogHow yn Bi-
nble rigpokcu- abo uiaHorpynamyn abo atomamu
dnyopy) abo C1-Cgankokenn;

pynn R HesanexHo € rigporeHom abo C;-
Cgankinowm;

R! ta R? € He3anexHo BMBpaHumu 3 rpynu: rigpo-
reH, ranoreH, HitTporpyna, uiaHorpyna, Ci-Cgarnkin,
C,-Cgarnkokcun, rigpokcun, apun, Y(CRuz?pNR“RS,
Y(CR™,)sCONR'R®, Y(CR",)pCO2R®, Y(CR™,)sOR®;
Y(CR™",)pR®;

abo R' Ta R? noegHani pasom sik -OCH,O- a6o —
OCHzCHzO-;

pynm R  HesanmexHo € rigporeHom, Ci-
Csarnkinom, rigpokcunom abo ranoreHom;

p popisHioe 0, 1, 2, 3,4 abo 5;

Y € okcureHom, CH, a6o NR’

Rie rigporeHoM abo C;-Cgankinom;

R* Ta R®, KOXHWit He3anexHo, € rigporeHom, Ci-
Csankinom a6o R* 1a R® pa3oM 3 aTOMOM HITpOreHy
aToMm, OO0 SIKOro BOHW NPWEOHaHI, YTBOPKWTL 4-7-
YNeHHy Hacu4yeHy abo apomaTUyHy reTepOUMKIliYHY
KinbLeBy cUCTEMY, K BapiaHT, 3 BMICTOM LLe OKcure-
Hy, cynbdypy abo rpynu NR®, abo oguH 3 R* Ta R®
npeactaense rigporeH abo Ci-Cgankin, a iHwun
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npeacraensie 5- abo 6-4neHHy reTepouUnKITivHy Kinb-
LiEBY CMCTEMY, SIK BapiaHT, 3 BMICTOM LLile aTOMy OKCU-
reHy, cynbdypy abo HiTporeHy;

RS ¢ rigporeHoM, Ci-Cgankinom, deninom ato
6eH3unowm;

R7 € rinporeHom a6o C1-Cgarnkinom;

R € rquoreHOM abo C1-Cgankinom;

R® ta R KoXHUI1 He3anexHo € rigporeHoM abo
C1-Cgankinom

Ta ii hapMaLeBTUYHO NPUAHATHI COni.

TepMiH ankin, cam, abo sk YacTuHa iHLWOI rpynu,
AK-TO ankokcuny, o3Havae OyAb-AKui NiHInHWA Ta
posranyxeHui ankin. TepmiH apun Bknoyae deHin Ta
Had WM.

MpuaatHo rpynu R HesanexHo € rigporeHom abo
C1-Cgankinom, nepeBaxHo rigporeHom abo MeTUroM,
Ta Hankpalle, Konm 06Mp,B| rpynu R € rigporeHom.

|_|pI/I/:|,aTHO X € NR® a6o O. MepesaxHo X € NR?,
ae R%e Cs- Ciankinom, kpawe, konu X € NH.

MpuaaTtHo n popieHioe 0 abo 1, nepeBaxHo n Ao-
pisHto€ 0.

MpugatHo p gopisHioe 0, 1, 2, 3, 4 abo 5, nepe-
BaXXHO P AOpiBHIOE 1-4, Kpale, Konu P AOPIBHIOE 2
abo 3.

MpuaaTtHo Ar BnbupatoTb 3 rpynu: deHin, TeTpa-
rigpoHadTeHin, iHgonin, nipasonin, AWrigpoiHAeHInN,
1-okco-2,3-gurigpoiHaeHin  abo iHgasonin, wo, sk
BapiaHT, 3aMilleHO $K onucaHo BuLle. 3amiCHUKK
MOXyTb 6yTW Ha Byab-aKkoOMy npuaaTHOMY Micui rpynu
Ar. Moxe 6yTn binblie ogHOro 3amicHvka, BOHU MO-
XyTb OyTV ogHakoBuMu abo BigMiHHUMU. [NepeBarkHO
Ar npepcrtaBnse iHgonin abo geHin, Hankpalle, Konu
doeHin.

Kpalie, konu rpyna Ar € HesamilleHo abo mae
OOMH 4M Ginblue 3aMiCHWKIB, BKIOYAOYM CMOMNYKM,
npeacTaBneHi TyT, AK-TO MeTUN, eTun, nponin, éytun,
TiomeTnn, rigpokcumeTun, 6pom, cnyop, rigpokewn,
COzH, CONH,, CF3, meTokcumeTun, OyTokCcUmeTunn,
uiaHoMeTun, eTunamiHOMEeTWn, amiHOMEeTun, eTuna-
MiHO-2-OKCOETUI, TiAPOKCIieTUn, 2-amiHO-2-OKCoeTwus,
CO,CHs, meTtokcun abo etokcun. Konu Ar npeacrae-
nsie eHin, To OAUH YM OBa 3aMiCHUKN € NepeBaxXHU-
Mu. LLe Kpalli 3amiCHMKK BKIOYaloTb eTuI, H-Nponin,
i30-nponin, rigpokcMmeTun, rigpokcieTnn, TiomeTun,
amiHomeTun, 6pom Ta CO,H. Hankpawmmu 3amicHu-
Kamu € meTun, eTvm Ta FI,D,pOKCI/IMeTI/IJ'I

MpuaaTtHo R' ta R? € He3anexHo BMOpaHumn 3
rpynu: rigporeH, ranorex, HiTporpyna, uiaHorpyna, Cl-
Csankin, Cl-CgaJ'IKOKCVIJ'I FI}:l,pOKCVIJ'I Y(CHz)pNR R
Y(CHg)pCONR R®, Y(CHz)pCOzR Y(CHz)pOR
Y(CHz)pR abo R i R noe,qHaHl pasoM aK -OCH,0-
4n -OCH,CH,0O-. lNMepeBaxHO R! ta R? npencraens-
0Tb rl,qporeH xnop, METOKCUN, eToKCun,
O(CH2):NR R5 O(CHz)NR R3 NH(CH2):NR*R® a6o
NH(CHZ)ZNR R®, ge R* Tta R® npeacTaBnAlTbL rigpo-
reH abo metun a6o OQVH € METUIIOM, a iHWWIA € nipu-
pvnom, a6o R* ta R® yTBOpIotoTe MopdoriH, 3,5-
anmeTtunmopdoniH, TiomopdoniH, niponiaunH, ninepa-
3UH (SIK BapiaHT, SaMILIJ,eHMI/I) ninepuavH, Tpwuason
abo imigasonin, abo R* Ta R® HesanexHo €
O(CH3)3CO,CHs, O-6eHsunom, 1-6eH3un-4-
niepuanHinamMmiHorpynoto, O(CHa)2NMey,
OCHzCONHz,O(CHz)zNHMe, O(CHz)gNHz, HiTpOpr-
noto abo uiaHorpynoto; abo R™ Ta R” noegHaHi pasom
sk -OCH,0- abo -OCH,CH,0-.

Korm R* 1a R® YTBOPIOKOTb 4-7-YrEeHHY HacuyeHy
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abo apomMaTuyHy reTepOoUMKIIiYHY KinbLEBY cuctemy,
npuaaTtHi NpuKNagu TakuMx Kineub BKIOYaTb MOp-
doniH, 3,5-aumeTtunmopdonin, 2,6-
anmeTunmopdoniH, TiomopdoniH, niponiguH, ninepa-
3UH (5K BapiaHT, 3amiweHun C;-Cgankinom), ninepu-
OVH, Tpuason abo i |M|,qa30n|r|

Konn oauH 3 R*ta R® ¢ ripporeHoM abo Ci-
Csankinom, a iHwui € 5- abo 6-4neHHo reTepoLmk-
NIYHOO KiNbLEBOK CUCTEMOID, SIK BapiaHT, 3 BMICTOM
e aToMy OKCUreHy, cynbdypy abo HiTporeHy; npuk-
nagn Takux Kineub BKMOYaloTb TiEHIN, dypun, nipu-
Migun, imigasonin, nipugun Ta nipason.

Harikpawe, konu R' e METOKCUIOM, €TOKCUIOM,
OCH,;CONHpy, O(CH).OMe, O(CH2)30H
O(CH);COzMe, (CH2)2NR4R5 O(CH2)sNR*R®,
O(CH2)4NR R® e R* ta R® o6ugea € rigporeHom abo
MeTurnom abo pa3oM 3 aTOMOM HIiTPOreHy, 4O SIKOro
BOHW TpUWELHaHI, YTBOPKOWTL nNinepuanHoBe abo
MopdponiHoBe  kinbue, abo R! npeacTaense
NH(CH.)sNR’R® ge R* Ta R® pasom 3 aToMoMm HiTpo-
reHy, 4O sIKoro BOHM NPUEOHaHi, YyTBOPIOKTL iMigaso-
NbHe Kinbue.

Harikpawe, konu R? ¢ METOKCUIIOM, eTOKCI/IJ'IOM,
OCHzCONHz, (CHz)zOMe 230H,
O(CH2)3C02M9 O(CHz)zNR R O(CH2)3NR R> abo
O(CH2)4NR R® Je oauH 3 R a6o R ¢ MeTunom, a
iHWKIA € nipuaunom, abo R* Ta R® BU6MpaioTb 3 rpy-
nu: rigporeH abo metun, abo pa3om 3 aTOMOM HiTpo-
reHy, 40 SIKOro npuegHaHi, BOHU YTBOPIOKOTb TiOMOpP-
doniH, ninepuanH, mopdoniH, imigason, Tpnason abo
2,6-gnmeTnnmopdoniH.

Hankpawumn cnonykamu € Ti, ge R! ta/abo R
obuagBa € meTokcunom abo etokcuriom, abo oguH €
METOKCUIMOM, a iHLUMIA € ETOKCUMOM.

Ocob6nunBo nepeBaxHi CMONyKM BUHAXOAy BKIO-
YalTb NpeacTaBneHi cnonykn y opMi BinbHOI OCHO-
BM Ta AK hapmMaLeBTUYHO NPUAHATHI CONi.

Cnonykn BMHaxoQy MOXYTb YTBOpOBaTU hapma-
LEBTMYHO MPUNHATHI conbBaTh Ta coni. Cnonyku ¢o-
pmynu (1) MOXyTb yTBOPIOBaTH KUCMOTO-aAUTUBHI COMi
3 KMCNoTamu, SK-TO 3BUYAWHI hapmaueBTUYHO Mpu-
WHATHI KACNOTW, Hanpuknaa, ManeiHoBa, rigpoxnopu-
AHa, rinpobpomigHa, docgaTtHa, outosa, hymaposa,
caniyunoBa, fIMMOHHA, MOMOYHa, MUrgarnbsHa, BUHHA,
TpucbnyopouToBa Ta MeTaHCynbdOHOBA KMCNOTU.

BuHaxig Takox nponoHye cnocib nikyBaHHs abo
nonepegXeHHss xBopob, onocepeakoBaHux JAKS,
crnocib BKMtoYae BXMBAHHS CCaBLEM CMonyku ¢op-
mMynu (1), IKy BUSHA4YEHO BULLE.

3rigHO 3 HACTYNHMM acneKkToM BMHaxig CTOCYETb-
ca cnonyk dopmynu (1), siki BU3HadeHi BuLle, ane 3a
BMHSATKOM cnonyku 4-(2-6pomaHiniHo)-6,7-aMmeTokcn-
3-xiHoniHkapbokcamig Ta 4-(1,5-gmxnopaxiniHo)-6,7-
anmeTokcu-3-xiHoniHkapbokcamia Ans 3acToCyBaHHS
y Tepanii,

Hesku cnonyku cdopmynu (l), MOXXHa BBaxatu, €
HOBMMUW Ta TOMY YCi HOBi CMOMYyKU YTBOPKOKOTb HACTy-
NHWIA acnekT BuHaxody. BuHaxig Tomy nponoHye cno-

nyky oopmynu (1A):

AMNH
RY N
R N7 (A)
B AKi

Ar € ceHinom, 3amilleHum eTunom, Nponinom, ri-
apokcumeTunom abo CO,H abo aBivi 3amiieHUM
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METWITOM Ta rigpPOKCUMETUIT;

R' € MeTokcMNOM, eToKCMRIOM aBo  rpymnoko
OCH,CONH,, OCH,CH,OCHs, abo O(CH,)pNR'R®
Ae p gopieHioe 2 abo 3, a R'taR’e rigporeHom, me-
TMnom, eturnom abo nponinom, abo pasom R* 1a R®
YTBOPIOKOTb NinepuanHoBee, imigasonsHe abo mopdo-
niHoBe KinbLe;

R? € METOKCUIIOM, €TOKCUIIOM abo
O(CH2)pNR*R®, ne p nopisHioe 2, 3 abo 4, a R* 1a R®
€ rigporeHoMm, MeTunom abo etunom, a6o oguH 3 R*
abo R® ¢ MeTWUNomMm, a iHwui € nipuannom abo nipaso-
nom, a6o R* Ta R® yTBOpIOKOTH NiNepuanHOBE, riapok-
cvninepuanHose, TiomopdoniHoBe, MoOpdOniHOBE,
niponiguHoBe, 2,6-gumeTnnMopdoniHoBe, iMiaaso-
nbHe abo TprasonbHe Kinbue,

abo ii hapmaueBTUYHO NPUNHATHY Ccinb abo co-
neBart,

3a yMOBM, WO Konn A € deHinom, samileHnm
etTunom abo nponinom abo ABiYi 3aMilleHuM MeTu-
nowm, To R* Ta R? He € obuasa meTokcunpm, R* Ta R?
He € obuaBa eTokcunom abo oauH 3 RY/R? He € meTo-
KCWUMOM, KOMNW iHWWWI € €TOKCUITOM.

MepeBaxHi cnonykn dopmynu (IA) € Takummn Ho-
BMMM CMONyKaMm:

4-(2-eTnaHiniHo)-6-meTokeu-7-{2-[metun(4-
nipuamnHin)amiHoleTokcu}-3-xiHoniHkapbokcamia,

4-[3-(rippokcumeTun)-2-mMmeTunaHiniHol-6-
MeTOoKcu-7-[3-(4-TiomopdoniHin)nponokeu]-3-
XiHoniHkapbokcamia,

4-[3-(rippokcumeTun)-2-mMmeTunaHiniHol-6-
mMeTokeu-7-[3-(1-ninepuauHin)nponokcm]-3-
XiHoniHkapbokcamia,

4-[3-(NnapoKcMMeTn)-2-MeTunaHiniHol-6-
MeTokcu-7-[3-(4-mopdboniHin)nponokcu]-3-
XiHoniHkapbokcamia,

7-[3-(ammeTunamiHo)nponokcu]-4-(2-
€TUnaHiniHo)-6-meTokcn-3-xiHoniHkapbokcamig,

7-[3-(aumeTnnamiHo)nponokcu]-4-[3-
(rinppokcMmeTnn)-2-MeTunaHiniHoJ-6-meTokcun-3-
xiHoniHkapbokcamia,

7-{3-[(2R,6S)-2,6-
anmeTtunmopdoninin]nponokcn}-4-[3-
(rippokcumeTnn)-2-meTnnaHiniHo]-6-meToken-3-
XiHoniHkapbokcamia,

4-(2-eTnaHiniHo)-6-meTokeu-7-[3-(4-
MopdoniHin)nponokcu]-3-xiHoniHkapbokcamig,

4-(2-eTnaHiniHo)-6-meTokcu-7-[4-(4-
MopdoniHin)6yTokcu]-3-xiHoniHkapbokcamia,
4-(2-eTnaHiniHo)-6-meTokeu-7-{3-[metun(4-
nipuaunHin)amiHo]lnponokcu}-3-xiHoniHkapbokcamia,
4-(2-eTUnaHiniHo)-7-meToKkcn-6-[2-
(meTunamiHo)eTokcu]-3-xiHoniHkapbokcamia,
7-{3-[(28,68)-2,6-
anmeTunmopdoninin]nponokcn}-4-[3-
(rippokcMmeTnn)-2-MeTunaHiniHoJ-6-meTokcmn-3-
xiHoniHkapbokcamia,
4-(2-eTnaHiniHo)-7-[3-(1H-imigason-1-
in)nponokcu]-6-meTokcu-3-xiHoniHkapbokcamig, 6-(2-
aMiHOeTOKCW)-4-(2-eTuUnaHiniHo)-7-meTokcu-3-
xiHoniHkapbokcamig,
6-meTOoKCU-4-[2-(MeTuncynedanin)aniniHol-7-[3-
(4-mopdoninin)nponokcm]-3-xiHoniHkapbokcamia,
6-meToKeK-7-[3-(4-mopdhoniHin)nponokcu]-4-(2-
TOnyianHo)-3-xiHoniHkapbokcamin, 4-(2-eTunaxiniHo)-
6-meTokeu-7-[3-(1H-1,2,4-Tpmason-1-in)nponokcu]-3-
XiHoniHkapbokcamia,
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4-(2-eTUnaHiniHo)-6-meTokcu-7-[2-
(meTunamiHo)eTokcu]-3-xiHoniHkapbokcamia, 4-(2-
€TWNaHiniHo)-6-MeToKCU-7-(2-MeTOKCIieTOKCH )-3-
xiHoniHkapbokcamig, 4-(2-eTunaHiniHo)-7-(3-
rigpOKCUMNPONOKCH)-6-MeTOKCK-3-XiHoNiHKapbokcamia,
6-meToKen-7-[2-(4-mopdponiHin)eTokcu]-4-(2-
TonyignHo)-3-xiHoniHkapbokcamia, 4-[3-
(rippokcMMeTnn)-2-MeTUmnaHiniHoJ-7-meTokcun-6-[2-(1-
niponiavHin)eTokcul-3-xiHoniHkapbokcamig

3-{[3-(amiHOKap6oHIn)-6,7-oumeToKCH-4-
XiHoMiHiN]amiHo}-2-MeTnNBGeH30MHa KMCNOoTa,

4-[3-(rippokcnmeTnn)-2-MmeTunatiniHol-6,7-
anmeTokcu-3-xiHoniHkapbokcamia,

4-(2-eTunaHiniHo)-7-[2-(1H-imigason-1-
in)eTokcu]-6-meTokcun-3-xiHoniHkapbokcamia,

4-[3-(2-rigpokcieTnn)-2-MeTunaHiniHol-6,7-
ANMeToKCcK-3-xiHoniHkapbokcamig,

7-meTokeu-6-{[2-(4-mopdooniHin)eTunlamiHo}-4-
(2-TonyigunHo)-3-xiHoniHkapbokcamia,

4-(2-eTnaHiniHo)-6-[3-(1H-iminason-1-
in)nponokcm]-7-meTokcu-3-xiHoniHkapbokcamig,

4-(2-eTnaHiniHo)-7-meToken-6-[2-(1-
niponiavHin)eTtokcu]-3-xiHoniHkapbokcamig,

7-(3-amiHonponokcn)-4-(2-eTunaHiniHo)-6-
MeTOKCU-3-XiHoMiHKapbokcamia,

MeTun 4-{[3-(amiHOokap©OOHin)-6-meToKCcK-4-(2-
TONyignHO)-7-XiHoniHin]okcun}byTaHoar,

4-[3-(amiHOMeTVN)-2-MeTUNaHiniHol-6,7-
anmeTokcu-3-xiHoniHkapbokcamia,

6-{[3-(1H-imiga3on-1-in)nponin]amiHo}-7-
MeTOoKcu-4-(2-TonyianHo)-3-xiHoniHkapbokcamig,

4-[3-(rippokcnumeTun)-2-MmeTUnaHiniHol-7-
MeTOKCU-6-(2-meTokcieTokeK)-3-

XiHoniHkap6okcamig,

6-[2-(aMmeTunamiHo)eTokcu]-4-(2-eTnaHiniHo)-7-
MeToKcu-3-xiHoniHkapbokcamig

4-[3-(uiaHoMeTnn)-2-MeTnNaHiniHo]-6,7-
anmeTokcu-3-xiHoniHkapbokcamia,

4-[3-(2-amiHO-2-0KCoeTuNN)-2-MeTUNaHiNiHo]-6,7-
anmeToKcu-3-xiHoniHkapbokcamig,

6-(3-amiHonponokcn)-4-(2-eTUnaHiniHo)-7-
MeTOoKcU-3-xiHoMiHkapbokcamia,

4-[3-(rigpokcmmeTun)-2-MeTunaHiniHol-7-
MeToKcu-6-[3-(4-MmopdboniHin)nponokcu]-3-
XiHoniHkapbokcamia,

4-[3-(rippokcnmeTunn)-2-mMmeTunaHiniHol-7-
MeTOKCK-6-[2-(4-mopdboniHin)eTokeu]-3-
xiHoniHkapbokcamia,

Ta ix papmaueBTUYHO NPUNHSATHI CONi.

Kpim Toro HoBi cnonyku cdopmynu (IA) Bknova-
I0Tb CMONyKkM 3 npuknagis 186-217.

Cnonykv npeAcTaBreHoro BMHaxody BKMOYalTb
yCi cTepeoisomepu, YACTI Ta 3MillaHi pauemaTtn Ta ix
cymiwi. Taytomepu cnonyk copmynu (1) Ta (IA) Takox
YTBOPIOIOTb acnekT BUHaxoay.

3rigHO 3 HACTYMHMM acneKkToOM BMHaxig CTOCYETb-
cs cnocoby oTpumaHHsa cnonyku copmynu (1), cnocié
BKIIOYaE:

(a) peaxuito cnonykm coopmynu (l1):

RZQ
5
R N N,
R? N i

B skin R' Ta R? BU3HaueHi %/ dopmyni (I) abo € ii
3axuieHMmMmn noxigHumn, a R O ¢ BiLLENSTIOBAHOO
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rpynoto, 3i cnonykoto gopmynu (l1):

Ar(CRz)z-NHz (”l)

B sikin Ar Ta R Bu3HadeHi y dopmyni (1) abo € i
3axuLLEeHMMU I'IOXIJJ,HMMVI abo (b) ans crnonyku q)op-
myru (1) pe R! ta/abo R® € rpynaMM Y(CH2)sNR ‘R°,
Y(CHz)sCONR *R% Y(CH2)pCOR®, Y(CH,)rOR® abo
Y(CHz)pR ae Y € OKCuMreHom,

peakuito cnonyku doopmynu (IV):

AR,
.
R N O NH, (v)
R N

ne R" a60 R”, wo Tpeba repeTBOpUTY y rpyMy

Y(CHz)PNR R®, Y(CHz)pCONR R®,  Y(CH,)pCOzR”,

SCHz)pOR a60 Y(CHz)pR € TiAPOKCUINOM, a iHLWWN
R a6o R* pa3om 3 Ar BM3Ha4yeHO BuLle Ang eTany
(a), si cronykoio dopmynu (V):

L-(CH2)pR** (V6)

,ue R% I'Ipe}J,CTaBJ'IFIS NR R°, CONR’R®, CO,R®,
OR®, a6o R® Ta R*, R® Ta R® Bu3HaueHi y cpopmynl (I)
abo € ix 3axuLLeHMMN NOXigHUMMU,

Ta, sk BapiaHT, gani etan (a) abo (b).

- BuAaneHHs 6yab-aKoi 3aXMCHOI rpynu

- nepeTBOpeHHsA cnonykn dopmynu (l) B iHWY
cnonyky copmynu (1)

- YTBOPEHHSA cpapmaueBquHo NPUNHATHOI coni.

Ha eTani (a) rpyna R? e BiguwenniosaHolo rpy-
Moo, AK-TO ranoreH, 3oKpema xJop.

Peakuito moxHa 3giicHioBaTM B iHEPTHOMY pO3-
YMHHUKY, SK-TO AUMeTundopmamig npu nigBuLLEHin
Temneparypi, Hanpuknag, npuénusHo npu 100°C.

Ha etani (b) sigwenntoBaHa rpyn L € nepeBaxHo
ranoreHom, 3okpema xrmopom. Peakuito MoxHa 3ainc-
HIOBAaTK Y MPUCYTHOCTi OCHOBW, SK-TO KapboHaT uesito
B iHEPTHOMY PO3YMHHUKY, SIK-TO AuMeTundopmamis
abo etaHon.

Cnonyku cpopmynu (IT) MoXXHa oTpumyBaTh pea-
Kuieto cnonykn coopmynu (VI):

R2ﬂ
R1
: Xy” VOH
R N
(v

B skt R', R? Ta R® Busnaueni y dpopmyni (11) 3a-
cobom XxropyBaHHS, SK-TO TIOHINXNopua, Ta peakuieto
BiNOBIAHOrO XNIOPaHriapMay 3 amiakom.

Cronyku copmynu (VI) moxHa OTpuMyBaTth Bi-
AoMuUMK 3 niTepaTypu cnocobamu.

Tpeba po3ymitu, Wo aeski yHKUioHanbHi rpynu
MOXYTb NoTpebyBaTh 3aXuUCTy, BUKOPUCTOBYIOYM CTa-
HOAPTHI 3axMCHi rpynn. 3axucT Ta 3HATTA 3axucTy 3
yHKUiOHanNbHWX Pyn  Hanpuknag, oOnucaHo Y
['Protective Groups in Organic Chemistry', J. W. F.
McOmie, Plenum Press (1973), Ta 'Protective Groups
in Organic Sinthesis®, 3rd edition, T. W. Greene & P.
G. M. Wuts, Wiley- Intersuence (1999)].

XBopobu, onocepeakoBaHi JAK3 BknovatloTb 3a-
nanbHi, iMyHHi, Ta 6pOHX0-nereHeBi posnagu.

MpencraBneHunii BUHaxig CTOCYETLCS Takox da-
pmaLeBTUYHOI komno3uuii ans (a) nikyBaHHs abo
nonepemaxXeHHs posnagy abo craHy, BuOpaHoro 3
BiATOPrHEHHSA TpaHCNNaHTaTy opraHy, BOBYaKy, po3-
CiSIHOro Ckneposy, peBMaToi4HOro apTpuTy, ncopiasy,
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niabety Tmvny | Ta ycknagHeHb Big giabety, paky, ac-
TMW, PUHITY, aTomiyHOro AepMaTuTy, aBTOIMYHHUX
po3nagis LWMTOBUAHOI 3aro3n, BMPAa3KOBOro KOMITy,
xBopobu KpoHa, xBopobu AnbLrerimepa, nenkemii, Ta
iHWKX aBTOiIMyHHUX XBOpPOO, abo (b) iHribyBaHHS Gin-
KOBUX TUPO3UH-KiHA3 abo AHyc-kiHasm 3 (JAK3) y
CCaBLs, BKIOYAKOYM NIOAUHY, WO MICTUTb KiNbKICTb
crnonyku dopmynu | abo ii hapmaueBTUYHO NPUNHAT-
HOT coni, Wo € eheKTUBHOK NpK Taknx posnagax abo
CcTaHax, Ta hapMaueBTUYHO NPUAHATHUIN HOCIN.
lMepeBaxkHO cnonykn BMHAXOA4y BMKOPWUCTOBYHOTb
ANs nikyBaHHA acTMu, peBMaToigHOro apTpuTy, Ta
npw BiATOPrHEHHI/TpaHCcNnaHTawii TpaHcnnaHTaTy.

BuHaxig cTocyeTbCa Takox dapmaueBTUYHOI
komno3uuii ansa (a) nikyBaHHA abo nonepemKeHHst
posnagy abo cTaHy, BUOpaHWX 3 BiATOPrHEHHS TpaH-
cnnaHTaTy opraHy, BOBYaKy, PO3CISSHOro CKreposy,
peBMaToigHOro apTputy, ncopiasy, giabety tuny | Ta
ycknagHeHb Big aOiabeTy, paky, acTMu, puHIiTy, atoni-
YHOro AepMaTuTy, aBTOIMYyHHMX PO3nagiB LMTOBUA-
HOi 3anosun, BWpas3KoBOro Komity, xsBopobu KpoHa,
XBOpO6U Anburenmepa, nevikemii, Ta iHWUX aBTOIMY-
HHUX XBOPOO, abo (b) iHribyBaHHA GiNKOBUX TUPO3UNH-
KiHa3 abo AHyc-kiHa3u 3 (JAK3) y ccaBug, Bknovaro-
YK NIOAUHY, WO MICTUTB KifbKiCTb cnonykun opmynu |
abo il dhapmaueBTUYHO MPUAHATHOI cormi, NnooAuHLi
abo y kombiHaLii 3 imyHocynpecopamu T-kniTuH abo
aHTM3ananbHUMKU 3acobamu, eekTUBHUMKU Mpu Ta-
Knx posnagax abo craHax, Ta dpapMaueBTUYHO Mpu-
MHATHUA HOCIN.

BuHaxig ctocyeTbcsa Takox cnocoby iHribyBaHHS
6inkoBUX TMPO3nH-kiHa3 abo AHyc-kiHasm 3 (JAK3) y
CCaBLsi, BKITIOYAOUN NIOAVHY, IO BKIHOYAE BXMBaHHS
BKa3aHWM ccaBueM edqeKTUBHOI KiNbKOCTi Cnonyku
dopmynu | abo i hapmaLeBTUHHO NPUAHSTHOI coni.

3rigHO 3 noganblMM acnekToM BMHaxig CTocy-
€TbCH 3acTocyBaHHsa crnonyku chopmynu (I1A) sk Tepa-
NeBTUYHOrO 3acoby.

[o3a crnonyku, siky BXMBalOTb, 3anexatume 3a
HaneXHMMM nokasaHHaMW Big BiKy, mMacu Ta cTaTi
nauieHta Ta Moxe OyTu Bu3HadeHow nikapeM. [Josa
nepeBaxHO 3Haxogutbcsa y Mexax Big 0,1mr/krgo
100mr/kr.

Cronyku MOXxHa BXUBaTW MICLEBO, Hanpuknag, y
nereHi Ta/abo guxanbHi WNAxXuM, y OPMi PO3YMHIB,
cycrneHsin, aeposonis abo Cyxux NOPOLLKOBUX KOMMO-
31U, HaNpUKNaa, KOMMNo3uLii peuenTypu y nNpucTpoi
ans iHransuii, Bigomomy sik Turbuhaler®; abo cucte-
MHO, Hanpwvknazg, nepopanbHUM 3acTOCYBaHHSIM Yy
dopmi TabneTok, nintonb, Kancyn, cuponis, NMOPOLLKIB
abo rpaHyn, abo napeHTepanbHUM 3aCTOCYBaHHSAM,
Hanpvknag, y ¢opMi CTepunbHOro napeHTeparnsHOro
po3ymHy abo cycneHsii, abo pekTanbHUM 3acTOCy-
BaHHAM, Hanpwvknag, y opmi cynosuntopiis.

Cronykv BUHaxody MOXHa BXMBaTW CaMOCTIVHO
abo Ak bapmMaueBTUYHY KOMMO3MLiO, O MICTUTb
crnonyky BuHaxody Yy kombGiHauii 3 dapmMaueBTUYHO
NPUIRHATHUM pO3pigXKyBayem, af'toBaHToOM abo Hoci-
em. OcobnuBo nepeBaxHUMK € KOMMNO3uLii 6e3 BMic-
Ty maTtepiany, 34aTHOro ANS BUKMWKY LUKIANWBOI, Ha-
npuKnaa, anepriyHoi, peakuii.

Komnosuuii peuentyp cyxoro nopoLuky Ta aepo-
30MiB Mig TUCKOM CMONyK BMHAXOA4y MOXHa BXuBaTh
nepopanbHo abo HasanbHo iHransuieto. Ans iHra-
nsauii 6axaHo, Wob6 cnonyka Oyna Bucokogucnepc-
Hot. BucokoamcnepcHa crnonyka nepeBaXHO Mae
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cepefHin giameTtp meHwe 3a 10MkM, Ta ii MOXHa cy-
crneHayBaTu y CyMilli MpoOneneHTiB 3 AMcnepratopom,
AKk-To Cg-CopkmpHa kucnoTa abo ii coni, (Hanpvknag,
oneiHoBa Kucnota), coni XoBdi, cpocdoninia, ankin-
caxapug, nepdnyopoBaHuii abo nonieTokcUnoBaHuim
cypdakTaHT, abo iHWMn hapmMaueBTUYHO NPUNHAT-
HWIA gucnepraTop.

Cronyku BUMHaxody MOXHa TakoX BXMBaTW iHra-
nsTopamMu Ansd Cyxoro MOPOLIKY. IHranaTtop moxe
OyTn oHO- Y 6GaraTo030BUM iHranNATOPOM, Ta MOXe
OyTU aKTMBOBAHMM AMXAHHSAM iHransaTopoM AN CyXo-
ro MOPOLLIKY.

OAHO MOXIUBICTIO € 3MillyBaHHSI BUCOKOAMC-
NepcHoi Cromnykn 3 PEeYvYOBMHOK HOCIS, Hanpuknag,
MOHO-, Ai- abo mnonicaxapMgoM, CnNMPTOM JaKTO3W,
abo iHwWuMm nonionom. MpuaaTHUMK HOCISIMKU € NakTo-
3K, Hampuknag, nakTosa, rmoko3a, padgiHosa, merne-
3UTO3a, NTaKTUTON, ManbTUTOM, Tperanosa, caxaposa,
MaHIT Ta Kpoxmarnb. AnbTepHaTMBHO BUCOKOAMCNEPC-
Ha crnonyka Moxe 6yTn NOKPUTO IHLLOK PEYOBUHOLO.
MopoLLKOBY CyMill MOXHa TakoX pO3NoAinATv y Tee-
pai >XenaTWHOBI Kancynu, KoXkHa 3 BMICTOM MOTPiOHOI
[031 aKTUBHOI CMONYKMK.

IHWo MoxnuBiCcTIO € 0bpobka Bucokoaucnepc-
HOro MOPOLLKY Yy cdepu, sKi PYNHYIOTLCA NpU iHrans-
uii. LUum cdpepoHizoBaHMM MOPOLLUKOM MOXHa 3arnoB-
HlOBaTW pes3epByap Ans nikiB Garatogo3oBoro
iHranaTtopy, Hanpuknag, Bigomoro sik Turbuhaler®, B
AKOMY MPUCTPiIA ANs AO3YBaHHS BiAMIpIOE MOTPiOHY
003y, SKy garni BkuBae nauieHT. 3 uiei cuctemmn aktu-
BHY CMOMyKy, 3 Hociem abo 6e3 HbOro, po3noAinaTb
nauieHTy.

[ns nepopanbHOro 3acTOCyBaHHsi akTUBHA Cro-
nyka moxe 6yTn 3miwaHot 3 aa'toBaHTOM abo Hoci-
€M, Hanpuknag, nakTo30t, caxapo3ot, copbiTom,
MaHITOM, KPOXMarnem, Hanpuknag, KapTonnsHUM Kpo-
XmaneMm, KyKypyassHuM kpoxmanem abo aminonektu-
HOM; NOXiAHMMM LIEMNoNo3u; 3B'A3yBanbHUM 3acobom,
Hanpuknag, xenatuHom abo nonisiHINMiponigoHOM,
Ta/abo nyGpukaHTOM, HanpuKknaz, cteapaTtoM MarHito,
cTeapaTtoM KanbLilo, MNOMieTUMEHrMiKoneM, BOCKOM,
napadiHom, Ta nogibHum, a Jani cnpecoBaHow Yy
TabneTtkn. AKWO NOTPIGHI NOKpUTI TabneTku, cepue-
BVMHW, OTPMMaHi SIK ONMCaHO BULLE, MOXHA MOKPUTU
KOHLIEHTPOBAHMM PO34YMHOM TaKTO3W, SKUN MOXe
MICTUTM Hanpuknag, rymiapabik, >xenaTtuvH, Tanbk,
aiokena TuTaHy, Ta nogibHe. AnbTepHaTMBHO, Tabne-
TKa MOXe OyTM MOKPUTOK MpuAATHUM MOMiMEpPOM Yy
PO34MHi Y NETIOYOMY OpraHiYyHOMY PO3YUMHHUKY.

Ons oTpuMaHHA M'SKMX KenaTUHOBWX Karcyrn
CMonyky MOXHa 3MilllyBaTu, Hanpuknag, 3 POCIMHHOK
onieto abo nonietuneHrnikonem. TBepAai XenaTUHOBI
Kancynm MOXyTb MICTUTW rpaHynu Crnosyku, BUKOPUC-
TOBYHOUM BULLE3ragaHi ekuunieHTn ans Tabnetku.
Takox y TBepAi XenaTWHOBI Kancynu MoXyTb OyTu
yrnakoBaHi pigki abo HaniBTBepAi KOMMo3uLii niki..

Pigki npenapatu ansa nepopanbHOro 3actocyBaH-
HS MOXyTb OyTn y chopmi cuponis abo cycneHsin,
Hanpuknag, po34YuHiB 3 BMICTOM crionyk, 36anaHco-
BaHWX NaKTO30l0 Ta CYMILLIIO eTaHormny, BoAM, rniye-
pWHY Ta NpoMineHrnikonto, K BapiaHT, Taki pigki npe-
napatu MOXyTb MICTUTW GapBHMKWM, CMaKOBi 3acobw,
caxapviH Ta/abo kapboKCUMETUNLENNOo3y SK 3ryLuy-
Bay, abo iHWi ekumnieHTK, Lo BigoMi dhaxiBusaMm.

CrnonykM BMHaxo4y MOXHa TaKoX BXuBaTU Yy
CMOMYYEeHHi 3 iHLIUMW CMoNyKamu, BUKOPUCTOBYBaHU-
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MU Ans NiKyBaHHSA BULLE3a3Ha4YeHNX CTaHiIB.

TepMmiH “mMeguyHa Tepanisa” BkMoYae npodinak-
TWUYHI, OiarHOCTUYHI Ta TepaneBTUYHI PEXMMU in Vivo
abo ex vivo gns noguHn abo iHLWoro ccasLs.

HacTtynHi npyknaam inlocTpyoTb BUHaXxIa.

BaranbHi cnocobu

Yci peakuii 3giicHIOBany y BUCYLUEHUX CKMSTHUX
nocyguHax B atMocdepi aproHy npu KiMHaTHIA Tem-
nepaTypi, AKWO He CKa3aHo iHLWe. YCi PO3YMHHUKKN Ta
peareHT! Ta PO34YMHHWKN BUKOPWUCTOBYBaNu sk OTpu-
myBanu. Cunikarens Mepck 60 (0,040-0,063mm) BK-
KOpucTOBYBanu AN npenapaTmBHOI XpomaTtorpadii
Ha cwunikareni. KonoHky Kromasil KR-100-5-C18
(250x20mm, Akzo Nobel) Ta cymiwi aueToHiT-
pun/Boga npu WBUAKOCTI MOTOKY 10 MI/XBUIIUH BUKO-
puctoByBanu Ansg npenapatusBHoi BEPX. Peakuii
BigcTexysanu npu 254 Hm aHanitudHoto BEPX, Buko-
pucToBytoun KonoHky Kromasil C-18 (150x4,6mm) Ta
rpagieHT(3 Bmictom 0,1% TpudnyopoLToBoi KMcnoTn)
Big 5 0o 100% aueToHiTpUNy y BOAi NpU LUBUAKOCTI
NOTOKY 1MM/XBUMWH. BUNApHOBAHHSA PO3YMHHMKIB 3AiM-
CHIOBanu nig 3HWKEHWM TUCKOM, BUKOPUCTOBYHOYM
POTOPHUIA BUMAPHUK NPW MakcuMarnbHin TemnepaTypi
40°C. lMpoaykTn cywmnu nig 3HWKEHUM TUCKOM Npu
40°C.

CnekTpu 'H-amp peectpyBanu Ha npunagi
Varian Inova-400 abo Unity-500+. LieHTpanbHui nik
PO34YMHHUKKY XIopodopM-ci3 (du 7,27MJ‘|H'1), anmeTu-
ncynbeokena-de (dy 2,50mnH™) abo metaHon-cL (du
3,35MJ‘|H'1) BMKOPWUCTOBYBaNW $K BHYTPILIHIN CTaH-
AapT. Mac-cnekTpu HM3LKOro po3dineHHs oTpumyBa-
nm Ha cuctemi Hewlett Packard 1100 PX-MC 3 ioHi-
3auinHolo kamepoto XIAT (ximiyHa ioHi3auis npwu
aTMocdepHOMY TUCKY).

Cwnikarenb Mepck 60 (0,040-0,063mMM) Bukopuc-
TOByBanu Ans npenapatuBHOI Xpomartorpadii Ha
cunikareni.  Kononky  Kromasil KR-100-5-C18
(250x20mm, Akzo Nobel) Ta cymiwi aueToHiT-
pun/soga npu WBUAKOCTI NOTOKY 10 MM/XBUNWH BUKO-
puctoByBann Aans npenapatusHoi BEPX. Peakuii
BiAcTexxyBanu npu 254HM aHanituyHoo BEPX, Buko-
pucTtoBytoun konoHky Kromasil C-18 (150x4,6mm) Ta
rpagieHT(3 BmicTom 0,1% TpudpnyopoLTOBOiI KUCNOTK)
Big 5 0o 100% aueToHiTpUny y BOAi NpU LUBUAKOCTI
noTtoky 1 MI/XBUIMH. BUMNAPIOBAHHA PO3YMHHUKIB
34incHIoBanuM nig 3HWKEHUM TUCKOM, BUKOPWUCTOBYHO-
YN POTOPHUI BUMAPHUK NpY MakKCUMarnbHiA Temnepa-
Typi 40°C. lMpoayKTn cywmnu nig 3HWKEHUM TUCKOM
npu 40°C.

Mpuknag 1

6-(BeHsunokcm)-4-[3-(rigppokcmmeTnnn)-2-
MeTUMaHiNiHO]-7-MeToKcm-3-xiHoniHKapbokcamig,

a) 1-(BeH3nnokcK)-2-MeToKeu-4-HiTpobeH3on

4-HiTporyansikonoBy cinb kanito, MmoHorigpat (25r,
111Mmonb) Ta kapboHaT wuesito (3,25r, 10mmonb)
BHOCUNW B ogHoropny konby Ha 500mn Ta gogasanmu
cyxuin  gumetundopmamia (200mn), GeHanbpomig,
(21,4r, 125mMmonb) gogaBany Kpannamy npu KiMHaT-
Hi TemnepaTypi nig asoToM Ta peakuiiHy Cymill ne-
pemillyBanu eHepriiHo npoTtarom npubnusHo 3 ro-
OVH. PO34MHHUK Ta Hagnuwok OeH3unbpomigy adani
BUAansanu nig sHwkeHuMm Tuckom. Bogy (200 mn) Ta
etaHon (100 mn) gogaBanu 4O CUPOro MpOAYKTYy Ta
KAN'ATUNW Nig 3BOPOTHMM XOMOAUIBHUKOM MPOTSIrOM
10-15 xBunuH. XKoBTyBaTi kpuctanu ¢ineTpyBanu 3
XOMNOAHOI CyMilli, nNpoMMBanu BOOOK Ta CyLIMnu,
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oTpumytoumn 29 r (100% Bmxomy) 3arosoBHOI CMOMYKMU.

'"H AMP (CDCls): & 7,85 (1H, dd); 7,77 (1H, d);
7,46-7,32 (5H, rn); 5,26 (2H, s); 3,97 (3H, s).

b) 4-(BeHaunokcwn)-3-meTtokciaHiniH.  Jo  1-
(BeH3unokcm)-2-meTokeu-4-HiTpobeHsony (26r,
100MMorb) y po3unHi y etaHoni (500mn) y ogHorop-
nin konbi Ha 2n gogaeanu kpannamu npotsrom 30
XBUINH PO34MH OMTIOHITY HaTpito y Boai (500mn), ne-
pemilyBaHHSA NpoAOBXYBanu Mnpu 30BHILWHIA Temne-
paTypi NpoTaAroM 2 roguH Ta nicns Uboro peakuiiHy
cymiw rpinu npu 70-80°C npoTtarom npubnusHo 4
roAvH, oxornogxysanu Ta nignyxysanu kapboHaTom
HaTpito. Ocap inbTpyBanu, npomvBanyM BOAOK Ta
cywwunu. MNMoegHaHi BoAHi ha3n ekcTparyBanu etuna-
uetaToMm. [NoegHaHi opraHiyHi ¢a3n npomuBanu Bo-
poto, cywmnu 6e3BogHMM cynbdartom HaTpito, inbT-
pyBanu Ta BuMapwoBanM  gocyxa. 3anuok
noeaHyBanu 3 BiaginbTPoOBaHUM 0CaZioM, OTPUMYOYN
9,3r (41% Buxo4y) NpoaykKTy.

'H AMP (OMCO-d6): §7,42-7,24 (5H, m); 6,67
(1H, d); 6,27 (1H, d); 6,02 (1H, dd); 4,86 (2H, s); 4,68
(2H,s); 3,67 (3H, s).

c) Oietnn
MeTOKCiaHiniHo)MeTuneHmanoHat

Cywmiw  4-(BeHsunokecm)-3-meTokciaHinivy  (9,3r,
40mmonb) Ta gieTnneTokcumeTuneHManoHaty (9,65r,
45mmone) rpinu npu 120°C npotarom 1-1,5 roavHm,
YTBOPEHMWI €TaHOmN BUAANAMMW Nig 3HWKEHUM TUCKOM,
oTpumytoun 16r (100% BUXOAY) 3aronoBHOI CMOMNYKWU.

'H AMP (CDCls): & 11,0 (1H, d); 8,43 (1H, d);
7,45-7,29 (5H, m); 6,87 (1H, d); 6,67 (1H.d); 6,64 (1H,
dd); 5,14 (2H, s); 4,31 (2H, q); 25 (2H, q); 3,91 (3H,
s); 1,39 (3H, t); 1,32 (3H, t).

d) Emmn  6-6eH3nnokcu-4-xnop-7-MeToKcu-3-
xiHoniHkapbokcunar

Cymiw aietun 2-(4-(6eH3unokcm-3-
MeToKciaHiniHo)meTuneHmanoHaty (16r, 40mmonb),
Tonyon (100mn) Ta okcuxnopuay docdopy (25mn)
rpini nig 3BOPOTHUM XONOAWIBLHMKOM Mif, a30TOM
npoTarom 5 roguH. MMicns OXONOMKEHHA PO34YMH BU-
naptoBanv ansi BUAaneHHs po3YnHHMKIB Ta HaAMMLLKY
okcuxnopuay docdopy. 3anuwiok obpobnsanu Boa-
HAUM pPO34YMHOM TifpokapOoHaTy HaTpilo, BOAOK Ta
TPOXW €TaHOMOM, rpinu Mia 3BOPOTHUM XONOAWMbHU-
KOM MPOTArOM KifbKOX XBUIUH. [icna OXONOMXeHHs
ocag inbTpyBanu, NpoMuMBanu Tpudi BOAOK Ta Cy-
wunu y Bakyymi npu 50°C, otpumytoumn 12r (81% Bu-
XOAly) 3aronoBHOI CMOSYKM.

'H AMP (OMCO-d6): & 8,97 (1H, s); 7,68 (1H, s);
7,55 (2H, bd); 7,53 (1H, s); 7,46-7,35 (3H, m); 5,34
(2H, s); 4,40 (2H, q); 4,00 (3H, s); 1,37 (3H, t).

2~(4-6eH3unnokcm-3-

€) 6-(beHaunnokcn)-4-xnop-7-meTokcmn-3-
XiHoniHkap6oHoBa KMcnoTa
Etun 6-(BbeHaunnokcn)-4-xnop-7-meTokcun-3-

xiHoniHkap6okcunat (11,9r, 32Mmonb) po3unHANn y
cymiwi TeTparigpodypaHy Ta metaHony (300mn) npu
cniBBigHowweHHi 1:1. BoaHui rigpokeung HaTtpito (2,0M,
65mn, 130mmonb) godaBanu Ta CyMill nepemillyBa-
M Npu KiMHaTHIN TemnepaTypi NPOTAroM 2 rOAMH.
OpraHiyHi PO34YMHHMKM BMOANANN POTOPHUM BUMNapto-
BaHHA Ta YTBOPEHMWI PO34MH po3baBnany Lie BOAO
(200mn) oxonomxyBanu Ha nbodi Ta nigkvcroBanm
8o pH 2-3 rigpoxnopraHoOK KUCMOTOK MpU eHeprin-
HOoMy nepewmiwysaHHi. Ocag BiadinLTpoByBanu, npo-
MMBanu ABiYi BOOON, OBidi eTaHONoOM Ta eTepoM Ta
nig kKiHeub cywunu y Bakyymi npu 50°C npoTsarom
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HoOYi, oTpumytoun 6Ginun TBepaur npoaykt, 11,0r
(100% Buxopay).

'H ampP (OMCO-d6): & 13,66 (1H, bs); 8,97 (1H,
s); 7,68 (1H, s); 7,54 (2H, bd); 7,52 (1H, s); 7,46-7,34
(3H, rn); 5,34 (2H, s); 4,00 (3H, s).

f) 6-(BeHsunnokcm)-4-xnop-7-mMeToKken-3-
XiHoniHkapbokcamig
Cymiww 6-BeHaunokcn-4-xnop-7-MeTokcu-3-

xiHoniHkap6oHoBoi kncnotu (11,0r, 32mMmonb), TioHin-
xnopugy (30mn) ta Tonyony (100 mn) kun'sTunu nig
3BOPOTHUM XOFMOAMUIIBHUKOM MNPOTSIroM 2 roguH nig
a3oToMm.

Micna oxonomxeHHst ToNyon Ta HaAMMLIOK TiOHi-
nxnopuay BuAansnM poTOPHUM BUMAPIOBaHHAM Ta
3anvwok cycneHayBanu B aueToHi (250mn) Ta yTBO-
peHy CyCMeHsilo OXOonoaXyBanu Ha nboAsHiA OaHi.
BogHun awmiak (25%, 20mn) pogasanv MOCTYMOBO,
TpuMmatoum Temnepatypy Hwkde 10°C. MNepemiwyBaH-
HS1 NPOJOBXyBanNu NPOTAromM 3 roguH Ta aueToH Aani
BMAANANM POTOPHUM BMNApOBaHHSA. 3amnulioK Ccy-
cneHgysanu y Bogi (200mn) Ta nepemillysanv npoTs-
roM OAHOI FOAWHW, BiAMINbTPOBYBanNW, nNpomMuBanu
ABiYi BOOO0, ABIYi €TaHONOM Ta eTepoM Ta nif KiHeub
cywmnu y Bakyymi npu 50°C npoTarom Houi, oTpumMy-
toun Binysatunm TBepaui npoaykt, 10,4r (95% Buxo-
Ay).

'"H AMP (OMCO-d6): 5 8,65 (1H, s); 8,10 (1H, s);
7,83 (1H, s); 7,59 (1H, s); 7,54 (2H, bd); 7,50 (1H, s);
7,46-7,34 (3H, T); 5,33 (2H, s); 3,98 (3H, s).

) 6-beHaunokcn-4-3-(rigpokcnmeTnn-2-
METMWIaHINIHO)-7-MeToKcK-3-XiHoniHkapbo-kcamig,.

Cymiww 6-BeHaunokcn-4-xnop-7-MeTokcu-3-
xiHoniHkapbokcamigy (1,72r, 5mmonsb), 3-amiHo-2-
mMeTun6eHsunosoro cnvpty (0,82r, 6MMOnb), OUTOBOT
kucnotu (1,2mn) y aumetundopmamigi (20mn) rpinu
npu 100°C npoTsarom ABoX roguH. licns oxonogkex-
HS peakuiiHy CymilWl BWNMBanu Ha cymiw nig-soaa
(500mn) Ta nignyxysanu go pH 9 posbasneHum rig-
pokcMaOM HaTpito. YTBOpeHuU ocaj BiadinsTpoByBa-
nn, NpomMuBany BOAO, CYLUUMM Ha MOBITPi, NPOMU-
Banu Agivyi eTepoM Ta Jani cywwunu y Bakyymi npu
50°C, oTtpumytoum 2,15r (97% Buxopy) 3arofioBHOI
cnonyku sik 6inuii TBepani matepian.

'H AMP (CDCls): & 10,82 (1H, s); 8,87 (1H, s);
8,26 (1H, s); 7,59 (1H, s); 7,37-7,20 (5H, m); 7,14-
7,04 (3H, m); 6,73 (1H, s); 6,65 (1H, d); 5,22 (1H, t);
4,61 (2H, d); 4,50 (2H, s); 3,91 (3H, s); 2,20 (3H, s).

Mpuknag 2

6-Tinpokcu-4-3-(rigpokcMeTUn-2-MeTUnaHiniHo)-
7-MmeToKcu-3-xiHoniHkapbokcamig

Cymiw 6-BbeHaunokcun-4-3-(rigpokcnmeTun-2-
METMUMaHINiHo)-7-MeToKcK-3-XiHoniHkapbokcamigy
(2,1r, 4,7mmonb) Ta 10% nanagito Ha Byrinni(0,44r) y
meTtaHoni (50mn), anmeTtundopmamiai (40mn), etm-
nauertarti (40mn) Ta ourosin kucnoTi (0,5mn) rigpysa-
nu npu atmocdepHomy Tucky npu 25°C. [icna 24
roovH peakuiiHy cymiw inbTpyBanu 4epes Lap
OpoyHMinNepuTy, kM aani npomvBanu AuMeTundo-
pmamigom. lNoegHaHi inbTpaTh nignyxysanu BoA-
HUM amiakoM Ta PO3YMHHMKN BUAAMNSANM Nig 3HWKEHUM
TMCKOM. 3anuwok cycnengysanu y metaHoni (10mn),
GinbTpyBanu Ta NPOMUBaNM MeTaHONOM Ta eTepom,
cywmnu y BakyyMmi npu 50°C npoTarom Houi, OTpumy-
toun 1,1r (66% BuxoAy) 3arornioBHOI CMOMYKM SIK XKOB-
T TBEPOUIN NPOJYKT.

'H AMP (OMCO-d6): 5 10,43 (1H, s); 9,53 (1H,
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s); 8,85 (1H, s); 8,27 (1H, s); 7,60 (1H, s); 7,27 (1H,
s); 7,08 (1H, d); 6,95 (1H, t); 6,7S (1H, s); 6,40 (1H,
d); 5,13 (1H, t); 4,57 (2H, d); 3,92 (3H, s); 2,29 (3H,

S).

Mpuknag 3

4-(3-FgpokcMmMeTun-2-meTunaHiniHo)-7-MeToKCu-
6-[3-(4-mopdoniHin)nponokcu]-3-xiHoniHkapbokcamia

Cymiww 6-rigpokcu-4-(3-rigpokcumeTun-2-
METMWIaHiNiHo)-7-MeToKcK-3-XiHoniHkapbokcamigy
(0,071r, 0,20mmonb), 4-(3-xnopnponin)mopdoniHy
(0,036r, 0,22mmonb), kapboHaTy wuesio (0,13r,
0,40mmonb) Ta aumetundopmamigy (2,5mn) rpinu
npy 100°C npoTtarom ABox roguH. licna oxonomxeH-
HS peakuiiHy CyMmill BUNMBanu y BOAY Ta TpWYi eKCT-
paryBanv AMXIIOPMETAHOM, PO3YMHHUKM BUAANSNN
nig 3HWKEHMM TUCKOM Ta 3anuLLIoK XpomaTorpadysa-
M Ha cwunikareni, BWKOPWUCTOBYKOYM AMXIIOpMe-
TaH/meTaHon/amiak (200:10:1) sk entoeHT.

®pakuii 3 BMiCTOM NpoaykTy (cnabko 3abpyaHeHi)
noegHyBanu Ta BunaproBanu. 3anviiok po3Tvpanu 3
entoeHToMm, oTpumytoun 40mr (38% Buxogy) 3aronos-
HOI cnonyku gk Ginuii TBEpAMIA NPOLYKT.

'H AMP (CDCls): & 10,91 (1H, s); 8,76 (1H, s);
7,26 (1H, s); 7,16 (1H, dd); 7,14 (1H, t); 7,04 (1H, dd);
6,74 (1H, s); 6,15 (2H, bs); 4,69 (2H, bs); 3,95 (3H,
s); 3,79 (4H, bt); 3,54 (2H, bt); 3,49 (1H, s); 2,46 (4H,
m); 2,32 (2H, m); 2,30 (3H, s); 1,63 (2H, qv).

Mpuknag 4

4-(3-rigpoKCUMeTUN-2-MeTUNaHiInNiHO-7-MeTOKCH-
6-(2-meToKCieToKCK)-3-XiHoNiHKapbokcamia ~ OTpUMy-
Banu cnocobom, onucaHuM y npuknagi 3

'"H AMP (OAMCO-d6): 5 10,81 (1H, s); 8,87 (1H,
s); 8,26 (1H, s); 7,59 (1H, s); 7,25 (1H, s); 7,19 (1H,
d); 7,07 (1H, t); 6,67 (1H, d); 6,65 (1H, s); 5,15 (1H, t);
4,56 (2H, d); 3,89 (3H, s); 3,47 (2H, bt); 3,40 (2H, bt);
3,20 (3H, s); 2,26 (3H, s).

Mpuknag 5

4-(3-IgpokcMmMeTun-2-MeTUnaHiniHoJ-7-MeToKCu-
6-oKkTUnokcu-3-xiHoniHkapbokcamig oTpumyBanm cno-
cobowm, onncaHnm y npuknagi 3

'"H AMP (OMCO-d6): 5 10,89 (1H, s); 8,86 (1H,
s); 8,25 (1H, s); 7,58 (1H, s); 7,22 (1H, s); 7,18 (1H,
d); 7,07 (1H, t); 6,70 (1H, d); 6,65 (1H, s); 5,14 (1H, t);
4,55 (2H, d); 3,88 (3H, s); 3,32 (2H, bt); 2,24 (3H, s);
1,45 (2H, m); 1,33-1,15 (10H, m); 0,87 (3H, t).

Mpuknag 6

4-(3-rigpoKCMMeTUN-2-MeTUNaHIniHo)-7-MeTOKCU-
6-[2-(4-mopdroniHin)eTokcu]-3-xiHoniHkapbokcamig
OTpUMyBanu cnocobom, onucaHum y npuknagi 3

'"H AMP (OMCO-d6): 5510,86 (1H, s); 8,87 (1H,
s); 8,26 (1H, brs); 7,59 (1H, brs); 7,24 (1H, s); 7,18
(1H, d); 7,07 (1H, t); 6,68 (1H, d); 6,67 (1H, s); 5,15
(1H, t); 4,55 (2H, d); 3,88 (3H, s); 3,54 (4H, T1); 3,45
(2H, brt); 2,43 (2H, t); 2,30 (4H, 1); 2,24 (3H, s).

Mpuknag 7

4-(3-rigpoKCMMeTUN-2-MeTUNaHINiHO)-7-MeTOKCU-
6-[2-(1-ninepuauHin)eTokcn]-3-xiHoniHkapbokcamig
OTpUMyBanu cnocobom, onucaHum y npuknagi 3

'"H AMP (OMCO-d6): 5 10,84 (1H, s); 8,86 (1H,
s); 8,25 (1H, brs); 7,57 (1H, brs); 7,22 (1H, s); 7,17
(1H, d); 7,05 (1H, t); 6,67 (1H, d); 6,65 (1H, s); 5,13
(1H, brs); 4,54 (2H, s); 3,86 (3H, s); 3,41 (2H, brt);
2,39 (2H, t); 2,25 (4H, T); 2,23 (3H, s); 1,45 (4H, m);
1,35 (2H, m).

Mpuknag 8

4-(3-rigpOKCUMETUN-2-METUNAHIMIHO)-7-METOKCK-
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6-[2-(1-niponiamHin)eTokcu]-3-xiHoniHkapbokcamia
OTpUMyBanu cnocobom, onucaHum y npuknagi 3

'H AMP (OMCO-d6): 5 10,83 (1H, s); 8,87 (1H,
s); 8,26 (1H, brs); 7,58 (1H, brs); 7,24 (1H, s); 7,18
(1H, d); 7,06 (1H, t); 6,67 (1H, s); 6,66 (1H, d); 5,16
(1H, brt); 4,55 (2H, d); 3,88 (3H, s); 3,44 (2H, brt);
2,51 (2H, m); 2,35 (4H, m); 2,26 (3H, s); 1,65 (4H, m).

Mpuknag 9

6-[2-(anmeTnnamiHo)etokcu]-4-(3-
(rinpokCcMMeTUN-2-MeTUNaHiniHo)-7-MeToKCuK-3-
xiHoniHkapbokcamig oTpumyBanu crnocobom, onvca-
HUM y npuknagi 3

'"H AMP (OMCO-d6): 5 10,87 (1H, B); 8,88 (1H,
s); 8,27 (1H, brs); 7,60 (1H, brs); 7,26 (1H, s); 7,19
(1H, d); 7,08 (1H, t); 6,69 (1H, d); 6,68 (1H, s); 5,14
(1H, brs); 4,56 (2H, s); 3,89 (3H, s); 3,51 (2H, brt);
2,62 (2H, brt); 2,26 (6H, s); 2,25 (3H, s).

Mpuknag 10

6-[2-(anumeTnnamiHo)-2-okcoeTokcm]-4-(3-
ripOKCUMETUN-2-METUNAHINIHO)-7-METOKCU- 3-
XiHoniHkapbokcamig oTpumyBanu crnocobom, onuca-
HUM y npuknagi 3

'"H AMP (OMCO-d6): 5 10,81 (1H, s); 8,89 (1H,
s); 8,28 (1H, brs); 7,60 (1H, brs); 7,27 (1H, s); 7,17
(1H, d); 7,03 (1H, t); 6,58 (1H, d); 6,48 (1H, s); 5,18
(1H, brt); 4,57 (2H, d), 4,23 (2H, brs); 3,91 (3H, s);
2,74 (3H, s); 2,66 (3H, s); 2,22 (3H, s).

Mpuknag 11

6-(2-amiHO-2-0KCOeTOKCM)-4-(3-rigpokcMmeTnn-2-
MeTUMaHiNiHo)-7-MeToKcK-3-xiHoniHkapbokcamig
OTpMMyBanm crnocobom, onucaHnm y npuknagi 3

'"H AMP (OMCO-d6): & 10,71 (1H, s); 8,88 (1H,
s); 8,26 (1H, brs); 7,59 (1H, brs); 7,27 (1H, s); 7,26
(1H, S); 7,18 (1H, d); 7,05 (1H, s); 7,03 (1H, t); 6,62
(1H, s); 6,58 (1H, d); 5,11 (1H, t); 4,57 (2H, d); 3,91
(3H, s); 3,85 (2H, s); 2,26 (3H, s).

Mpuknag 12

4-(2-ETnnaHiniHo)-6-meToken-7-[3-(4-
MopdoniHin)nponokcu]-3-xiHoniHkapbokcamipg,

a)4-xnop-7-rigpokcu-6-MeTokcn-3-
XiHoniHkapbokcamia.

Cymiww 7-BeHannokcun-4-xnop-6-meTokemn-3-
xiHoniHkap6okcamigy (1,0r, 2,9MMmonb), oTpUMaHOro
aHanoriyHo cnocoby, onucaHomy Yy npuknagi 1 Ta
TioaHizony (1,75mn, 14,1mmons) y TFA (15mn) kun's-
TUNU Nig 3BOPOTHUM XOMNOAMIIBHUKOM MpPOTArom 3
roavH. [icns OXONOAXeHHS PO3YMHHWKA BuAANanm
nig 3HWKEHUM TUCKOM Ta 3amnuLIOK BUIMBaNu y Boay
Ta nignyxyeanu BoaHuUM amiakom. Ocap inbTpyBa-
N1, NnpoMmMBanu BOAOK Ta cywmnu, otpumyroum 0,52r
(72% Bunxoay) 3aronoBHOI CNOMYKW.

b) 4-(2-ETnnaniniHo)-6-meTokeu-7-[3-(4-
MopdoniHin)nponokcu]-3-xiHoniHkapbokcamig.

CymiLu 4-xnop-7-rigpokcu-6-meTokcun-3-
xiHoniHkapbokcamigy  (0,056r, 0,22mMmonb),  2-
etnnaHinivy (32mkn, 0,26Mmornb) Ta OLTOBY KUCMOTY
(10mkn) y eTaHoni (5Mn) rpinv nig 3BOPOTHUM XOIO-
AVNBHUKOM NPOTArom 4 roguH. PO34YvMHHUKM BuAaans-
N1 Nig 3HWKEHUM TUCKOM Ta 3aruLLOK Xpomartorpa-
dyBanu Ha cunikarerni, BAKOPUCTOBYHOUN METaHON SiK
entoeHT. lMpoaykT posunHanu y AMCO (5wmn), gona-
Bann mopdoniHonponinxnopug (0,018r, 0,11mmonb)
Ta Cs,CO3 (0,090r, 0,28MMonb) Ta CyMill rpinu npu
100°C npoTtsirom 20 roguH. Nicnss oxXonogKeHHs cy-
Mill BUNuBanu y Bogy Ta BOAHI dasu ekcTparyBanu
MeTUNEHXNopMAOM. 3anuwok xpomaTtorpadysanu Ha
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cunikareni, BMKOPUCTOBYHOYM MeTUNeHxro-
pua/metaHon (9/1-1/1) sk entoeHT, oTpumyroun 9mr
(9% Buxopy) 3aronoBHOT CMOMYKW.

'H AMP (CDCls): & 11,05 (1H, s); 8,96 (1H, s);
7,35 (1H, s); 7,32 (1H, dd); 7,12 (2H, m); 6,91 (1H,
dd); 6,74 (1H, s); 4,22 (2H, m); 3,68 (4H, m); 3,25
(3H, s); 2,80 (2H, m); 2,52 (2H, q); 2,44 (4H, m); 2,0S
(2H, m); 1,30 (3H, 1).

3aronosHi cnonyku npuknagis 13-15 otpumysanu
cnocobom, aHamnoriyHum crnocoby, onvcaHomy y npu-
knagi 12.

Mpuknag 13

6-MeTokcu-4-[2-(MeTuncynbdaHin)aHiniHo]-7-[3-
(4-mopdoninin)nponokcm]-3-xiHoniHkapbokcamia,.

'H AMP (CDCls): & 10,76 (1H, s); 8,89 (1H, s);
7,34 (1H, s); 7,32 (1H, d); 7,11 (1H, dd); 7,02 (1H,
dd); 6,79 (1H, d);6,75 (1H, s);4,21 (2H, t); 3,72 (4H, t);
3,39 (3H, s); 2,55-2,42 (6H, m); 2,49 (3H, s); 2,10-
2,02 (2H, m).

Mpuknag 14

4-[3-{TigpokcnmeTnn)-2-mMmeTnnaHiniHol-6-
MeTOoKcH-7-[3-(4-mopdponiHin)nponokcu]-3-
XiHoniHkapbokcamig,.

'H AMP (CDCl3): & 10,81 (1H, s); 8,79 (1H, s);
7,26 (1H, s); 7,20 (1H, d); 7,16 (1H, dd); 6,84 (1H, d);
6,69 (1H, s); 4,74 (2H, s); 4,15 (2H, t); 3,68 (4H, t);
3,29 (33H, s); 2,48 (2H, t); 2,42 (4H, m); 2,32 (3H, s);
2,01 (2H, 7).

Mpuknag 15

4-(1H-iHgon-4-inamiHo)-6-meTokcun-7-[3-(4-
MopdoniHin)nponokcu]-3-xiHoniHkapbokcamig,.

'H AMP (CDsOD): & 8,82 (1H, s); 7,37 (1H, d);
7,23 (1H, d); 7,15 (1H, s); 7,14 (1H, t); 6,92 (1H, s);
6,88 (1H, d); 6,21 (1H, d); 4,21 (2H, t); 3,78 (4H, t);
2,98 (3H, s); 2,98-2,88 (6H, T); 2,18 (2H, 7).

Mpuknag 16

MeTtun 4-{[3-(amiHokapboHiIn)-6-meToKCK-4-(2-
TONyianHO)-7-XiHoniHinJokcn}byTaHoar.

CyMiw  7-rigpokcu-6-meTokeu-4-(2-tonyiamHo)-3-
xiHoniHkap6okcamigy (0,026r, 0,080mmons), OMCO
(2,5mn), KoCO3 (0,017r, 0,12mmonb), Ta meTun 4-
xnopbyTtaHoaty (0,011r, 0,080mMmonb) kun'aTunu nig,
3BOPOTHUM XOMNOAUIIBHUKOM NPOTSAroM 2 roguH. Pea-
KUiNHY cymiw pinbTpyBanu, BunaptoBanu Ta Xpoma-
TorpadpyBanu Ha cunikarerni, OTPUMYYN 3arorioBHY
CMOIyKYy.

'H- AMP (OMCO-d6): & 10,72 (1H, s); 8,85 (1H,
s); 8,25 (1H, brs); 7,58 (1H, brs); 7,28 (1H, d); 7,22
(1H, s); 7,10-6,97 (2H, m); 6,68 (1H, d); 6,67 (1H, s);
4,10 (2H, t); 3,57 (3H, s); 3,26 (3H, s); 3,28 (3H, s);
2,05-1,93 (4H, 1). XIAT-MC m/z: 424,1 [MH+]

Mpuknag 17

4-(2-ETnnaHiniHo)-7-(3-rigpokcunponokcm)-6-
MeTOKCK-3-XiHoniHkapbokcamia.

Cywmiw  4-(2-eTunaHiniHo)-7-rigpokcu-6-meToKen-
3-xiHoniHkapbokcamigy (0,12r, 0,35mmons), OMCO
(15mn), Cs2COs; (0,34r, 1,0mmone), Ta 1,3-
AnbpomnponaHy nepemiwysanu npu 100°C npotarom
2 roguH. PeakuiiHy cymiw BunvBanu y Hacu4eHun
BOOHMWI PO34uMH rigpokapboHaTy HaTpito Ta ekcTpary-
Banu guxnopmeTtaHom. PevoBuH xpomartorpadysanu,
oTpumytoum 3aronoBHy cnonyky (0,012r, 9%).

'H AMP (CDCls): 5 10,82 (1H, s); 8,83 (1H, s);
7,34-7,26 (2H; m); 7,09 (1H, m); 6,83 (1H, dd); 6,70
(1H, s); 4,60 (2H, t); 3,93 (2H, t); 3,2S (3H, s); 2,77
(2H, q); 2,12 (2H, m); 1,22(3H, t).XIAT-MCm/z: 396,1
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[MH+]

Mpuknag 18

6-MeTokcu-7-[2-(4-mopdponiHin)eTokcu]-4-(2-
TOnNyianHo)-3-xiHoniHkapGokcaMia.

3aronoBHy crnonyky oTpyMyBanu cnocobom, onu-
caHuM y npuknagi 12.

'H AMP (CDCls): & 10,60 (1H, s); 8,72 (1H, s);
7,28-7,26 (2H, m); 7,07 (1H, m); 6,89 (1H, m); 6,75
(1H, s); 4,28 (2H, t); 3,72 (4H, t); 3,32 (3H, s); 2,88
(3H, t); 2,58 (4H, t); 2,36 (3H, s). XIAT-MC m/z: 437,2
[MH+]'

Mpuknag 19

4-(2-ETtnnaniniHo)-6-meToken-7-(2-
MeTOKCieTokew)-3-xiHoniHkapbokcamia,.

Cymiw  4-(2-eTunaHiniHo)-7-rigpoKcu-6-meToKen-
3-xiHoniHkapbokcamigy (0,22r, 0,6 mmonb), AumeTu-
ncopmamigy (15mn), Cs,CO;3 (0,64r, 1,98mmoneb), Ta
2-6pomeTnnmeTuneTepy nepemiwysanu npu 100°C
npoTarom 2 roguH. PeakuiiHy cymill BunaptoBanu T1a
XpomaTtorpadysanu, OTPUMYIOHYN 3arofioBHY CMOMyKy
(0,045r, 18%).

'H AMP (CDCls): & 10,70 (1H, s); 8,72 (1H, s);
7,30 (1H, dd); 7,26 (1H, s); 7,08 (1H, m); 6,85 (1H,
dd); 6,74 (1H, s); 4,28 (2H, t); 3,83 (2H, t); 3,45 (3H,
s); 3,30 (3H, s); 2,80 (2H, q); 1,30 (3H, t). XIAT-MC
m/z: 396,1 [MH+]

Mpuknag 20

4-(2-ETtvnaniniHo)-6-meTtoken-7-[3-(1H-1,2,4-
Tpuason-1-in)nponokcu]-3-xiHoniHkapbokcamig,

a) Etun 3-(1H-1,2,4-tpuason-1-in)nponaHoat. fo
posumHy 1H-1,2,4-tpnasony (5r, 72,4mmonsb), EtOH
(36mn) Ta Na (1,66r, 72,4mmonb) AogaBanu kpanng-
Mu eTun-3-6pomnponioHat (9,9mn, 79,6mMons). Pea-
KUiNHY CyMill nepemillyBanu nNpoTAroM Houi, (inbT-
pyBanu, BunapitoBanu Ao 50mMn Ta neperaHsnu,
oTpumytoumn 3aronosHy cnonyky (3,3r 30%) sk 6inun
TBEPAUA NPOAYKT.

'H AMP (IMCO-d6): & 8,43 (1H, s); 7,90 (1H, s);
4,30 (2H, t); 3,94 (2H, q); 2,78 (2H, t); 1,05(3H, t).

b)3-(1H-1,2,4-Tpnason-1-in)-1-nponaHonn.

0o posunHy etun  3-(1H-1,2,4-tpuason-1-
in)nponaHoaty (2,95r, 17,5mmonb) B etepi (90mn),
poaasanu LiAlH4 (0,66r, 17,5Mmons). MNicna kun'aTin-
HS Nig 3BOPOTHUM XOMOAMITbHUKOM MpoTsrom 60 ro-
avH, popasanu 10mn cymiwi 50%-meTaHon-BoAa.
Peakuiviny cymiw dinsTpyBanu Ta insTp npomusanm
100mn meTtaHony Ta Agidi 100mn rapayoi Boaw. lMicna
BMNapHOBaHHSA 3arofloBHUMA NPOAYKT OTpumanu nicns
OYUCTKUN, BUKOPUCTOBYIOUM NpenapatusHy BEPX.

'"H AMP (CDCls): 5 8,42 (1H, s); 7,98 (1H, s);
4,35 (2H, t); 3,47 (2H, t); 2,09 (2H, q).

c) 1-(3-xmopnponin)-i H-1,2,4-tpnason. 3-(1H-
1,2,4-tpnason-1-in)-1-nponaHon (0,160 r, 1,3 Mmonb)
KAN'STUNW Nig 3BOPOTHUM XOMNOAUIBHUKOM Y TIOHINX-
nopugi (3mn) npotaroMm 2 rogvH. PeakuiiHy cymill
BUMNapoBany oTpMMyouKn 3aronoBHUn npoaykt. XIAT-
MC m/z: 146,1 [MH+]

d) 4-(2-EtunaniniHo)-6-meTtokcu-7-[3-(1H-1,2,4-
Tpuason-1-in)nponokcu]-3-xiHoniHkapbokcamia.

3aronoBHWIn NPOAYKT OTpUMyBanu crnocobom,
onucaHum y npuknagi 17

'"H AMP (CDCls): & 10,71 (1H, s); 8,70 (1H, s);
8,07 (1H, s); 7,94 (1H, s); 7,34-7,29 (1H, m); 7,20
(1H, s); 7,16-7,05 (2H, m); 6,90-6,85 (1H, m); 6,76
(1H, s); 4,44 (2H, t); 4,28 (2H, t); 3,62 (3H, s); 2,80
(2H, q); 2,46 (2H, m); 1,30 (3H, t). XIAT-MC m/z:
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Mpuknag 21

4-(2-ETnnaHiniHo)-6-meTokcu-7-[4-(4-
MopdoniHin)6yTokecu]-3-xiHoniHkapbokcamia.

4-(2-ETvnaHiniHo)-7-rigpokcun-6-meTokemn-3-

xiHoniHkapbokcamig (0,064r, 0,19Mmonb) po34MHANN
y OMCO (4mn), popaBanu 1-6pom-4-xnopOyTaH
(22mn, 0,19mmonb) Ta CspCOs. (0,18r, 0,55mmonb)
Ta CyMill nepemillyBanu npu 30BHILLHIN TeMnepaTypi
npotsirom 3 fi6. Cymiw BunuBanu y Bogy Ta ekcTpa-
rysanv MetuneHxnopugom. 3anuiiok XxpomaTorpa-
dyBanu Ha cwunikareni, BUKOPUCTOBYIOYN eTunave-
TaTt/mMeTaHon (1:0—>1:1) sik entoeHT. YTBOpeHe macno
posuvHanu y OME, popasann mopdoniH (25mkn,
0,29mMonb) Ta kaTaniTmyHy Kinbkicte Kl, cymiw rpinu
nig 3BOPOTHUM XOnogunbHWKOM npoTarom 4 fi6. Mic-
N5 OXONOAXEHHS CyMill BUNMBanu y Boay Ta ekcTpa-
rysanu metuneHxnopuaom. Cvpuin NpoaykT oyvwani
npenapatmeHoo BEPX, oTtpumytoun 20mr (22% Bu-
XOAly) 3arorioBHOI CMOyKU.

'H AMP (CDCls): & 11,31 (1H, s); 9,02 (1H, s);
7,40 (1H, s); 7,34 (1H, d); 7,22-7,11 (2H, m); 6,95
(1H, d); 6,73 (1H, s); 4,18 (2H, t); 3,72 (4H, m); 3,29
(3H, s); 2,79 (2H, q); 2,5-2,40 (6H, m); 1,93 (2H, m);
1,69 (2H, m); 1,28 (3H, t).

Mpuknag 22

a)7-(3-xnopnponokcu)-4-[3-(rigpokcumeTun)-2-
MeTunaHiniHo]-6-meTokcK-3-xiHoniHkapbokcamis,.

7-Tippokcun-4-[3-(rippokcnmeTnn)-2-

MeTUnaHiniHoJ-6-meTokcu-3-xiHoniHkapbokcamig,
(0,90mr, 2,54MMonb) po3yMHANK y AumeTundopma-
Migi (10mn), gpogasanu 1-6pom-4-xnop6ytaH (0,28mn,
2,79vmonb) Ta Cs,CO3 (1,71, 5,2mMmonb) Ta cymil
nepeMillyBanu npuv 30BHILLHIN TemnepaTypi NpoTarom
3 pi6. Cymiw BunuBanu y BoAy Ta ekcTparyBanv me-
TUNEHXNopMAoOM. 3anuwok xpomartorpadysany Ha
cunikareni, BWKOPUCTOBYIOUM eTunauetaT/meTaHon
(1:0-5:1) Ak entoeHT, oTpumytoumn 550mr (50% Buxo-
Ay) 3arofioBHOI CMOMYKMK.

'H AMP (OMCO-d6): 5 10,85 (1H, s); 8,83 (1H,
s); 8,22 (1H, s, br); 7,30 (1H, s, br); 7,22 (1H, s); 7,10
(1H, d); 7,02 (1H, t); 6,65 (1H, d); 6,62 (1H, s); 5,18
(1H, m); 4,58 (2H, d); 4,21 (2H, t); 3,78 (2H, 1); 3,22
(3H, s); 2,23 (3H, s); 2,23-2,19 (2H, m).

Mpuknag 23a. 23b

7-{3-[(unc)-2,6-OumeTnnmopdoniHin]nponokcu}-
4-[3-(rigpokcumeTnn)-2-meTnnaHiniHol-6-metokcu-3-
XiHoniHkap6okcamig, Ta 7-{3-[(TpaHc)-2,6-
OvnmeTtnnmopdoninin]nponokcu}-4-[3-
(rippokcMmeTnn)-2-MeTunaHiniHoJ-6-meTokcmn-3-
xiHoniHkapbokcamig,.

7-(3-xnopnponokcu)-4-[3-(rigpokcumeTun)-2-
MeTunaHiniHo]-6-meTokcK-3-xiHoniHkapbokcamip,
(50mr, 0,12mmonb) posunHanu y AME (3mn), goaa-
Banu 2,6-gumetunmopdoniH (25vkn, 0,29Mmonb) Ta
KaTanitTnyHy kinekicte Kl, cymiw rpinu nig 38OpoTHUM
XONoANNbHUKOM npoTsrom 4 fi6. MNicns oxonogkeHHs
cymiw pinbTpyBanu Ta CUpUA NPOAYKT ouuvLianmu
npenapatmeHoo BEPX, oTtpumytoun 14mr (23% Bu-
xopy) umc-cnonykm Ta 8mr (13% Buxody) TpaHc-
CNOMyKM.

7-{3-[(unc)-2,6-gumeTnnmopdoniHinjnponokcu}-
4-[3-(rigpokcumeTnn)-2-meTnnaHiniHol-6-meTokcu-3-
xiHoniHkapbokcamia:

'"H AMP (CDsOD): & 8,89 (1H, B); 7,24 (1H, d);
7,20 (1H, B); 7,18 (1H, t); 6,95 (1H, d); 6,79 (1H, s);
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4,68 (2H, s); 4,20 (2H, t); 3,75-3,65 (2H, m); 3,29 (3H,
s); 3,0 (2H, d); 2,78 (2H, t); 2,38 (3H, s); 2,16 (2H, T1);
1,95 (2H, mT); 1,18 (6H, d).

7-{3-[(TpaHc)-2,6-
anmeTmnmMmopdoniHinjnponokcn}-4-[3-
(rippokcmmeTnn)-2-MeTunaHiniHo]-6-meTokcu-3-
XiHoniHKapbokcamia:

'"H AMP CDsOD, npu 55°C: & 8,82 (1H, s); 7,52
(1H, d); 7,35 (1H, t); 7,29 (1H, s); 7,18 (1H, d); 6,85
(1H, s); 4,78 (2H, s); 4,30 (2H, t); 4,18 (2H, m); 3,35
(3H, s); 3,21 (4H, m); 2,93 (2H, mT); 2,34 (2H, m);
2,35 (3H, s); 1,35 (6H, d).

3aronosHi cnonyku npuknagy 24-26 otpumysanu
cnocobom, aHanoriyHum cnocoby, onMcaHoMy y npu-
knagi 23.

Mpuknag 24

4-[3-(TigpokcnmeTnn)-2-MeTUNaHiniHol-6-
mMeTokcu-7-[3-(1-ninepuauHin)nponokcu]-3-
XiHoniHkapbokcamia.

'H AMP (CDsOD): & 8,82 (1H, s); 7,34 (1H, d);
7,25 (1H, s); 7,18 (1H, t); 6,89 (1H, d); 6,85 (1H, s);
4,75 (2H, s); 4,22 (2H, t); 3,35 (3H, s); 3,20-3,05 (6H,
m); 2,40 (3H, s); 2,28 (2H, m); 1,85 (4H, m);1,64(2H,
m).

Mpuknag 25

7-{3-[(2-EToKCieTn)amiHo]nponokcu}-4-[3-
(rinpokcMmMeTnn)-2-MeTunaHiniHo]-6-meTokcu-3-
XiHoniHkapbokcamig,.

'H AMP (CD3OD): & 8,82 (1 H, s); 7,30 (1 H, d);
7,25 (1 H,s); 7,18 (1 H, t); 6,89 (1 H, d); 6.S2 (1H, s);
4,76 (2H, s); 4,22 (2H, t); 3,59 (2H, t); 3,53 (2H, q);
3,35 (3H, s); 2,89 (2H, t); 2,83 (2H, t); 2,40 (3H, s);
2,12 (2H, m); 1,18 (3H,1).

Mpuknag 26

4-[3-(FppokcumeTnn)-2-MmeTnnaHiniHol-6-
MeToKcu-7-[3-(4-TiomopdoniHin)nponokcu]-3-
XiHoniHkapbokcamig,.

'H AMP (CDs;OD): & 8,81 (1H, s); 7,31 (1H, d);
7,22 (1H, s); 7,18 (1H, t); 6,86 (1H, d); 6,80 (1H, s);
4,75 (2H, s); 4,20 (2H, t); 3,38 (3H, s); 3,08 (2H, m);
2,80-2,60 (8H, m); 2,39 (3H, s); 2,08 (2H, m).

Mpuknag 27:

6-[3-(dumeTunamiHo)nponokcul-4-(2-
€TunaHiniHo)-7-meTokcu-3-xiHoniHkapbokcamig

a) 6-(benannokcn)-4-(2-eTunaHiniHo)-7-mMeToKCH-
3-xiHoniHkapbokcamig,.

3aronoBHy cnonyky oTpumysanu cnocobom, onu-
caHum y npuknagi 1g XIAT-MC m/z: 428 [MH+]

b) 4-(2-ETnnaHiniHo)-6-riapokcun-7-mMmeTokcmn-3-
XiHoniHkapbokcamig

3aronoBHy crnomnyky oTpumyBsanu cnocobom, onu-
caHuM Yy npuknagi 2

'H AMP (OMCO-d6): 5 10,52 (1H, s); 9,54 (1H,
brs); 8,86 (1H, s); 8,29 (1H, brs); 7,62 (1H, brs); 7,28
(1H, s); 7,28 (1H, m); 6,98 (2H, m); 6,76 (1H, s); 6,45
(1H, m); 3,92 (3H, s); 2,75 (2H, q); 1,29 (3H, t). XIAT-
MC m/z: 338 [MH+]

c) 6-[3-(dvmeTnnamiHo)nponokcu]-4-(2-
€TWnaHiniHo)-7-meTokcu-3-xiHoniHkapbokcamig

MpuwenneHuin o nonimepy TpudeHindocdiH
(0,15r, 0,44mmonb) Ta 3-gumeTunamiHo-1-nponaHon
(26mkn, 0,22mMmonb) cycneHAyBanu Ta PO3YMHANN Y
aNxXnopmeTaHi Ta TeTparigpodypaHi npu -15°C Ta
nepemiwysanu npotarom 30 xsunuH. DEAD (70mkn,
0,44 mmonb) gogasanu kpannsmu npu -15°C. 4-(2-
ETunaHiniHo)-6-rigpokcu-7-meTokeu-3-
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xiHoniHkapbokcamig (50mr, 0,15mMmonb) cycneHayBa-
nn y TeTparigpodypaHi Ta gani gogasanu O peak-
LifHOT cymiwi. PeakuinHy cymiw nepemiwysanu npo-
TArOM HOYi, Jaruu TemnepaTypi 3pocTu NpubnmusHo
no 10°C. lMonimep BiadineTpoByBanu Ta QinbTpat
KOHUEeHTpyBanu y Bakyymi. [1pogykT ouvwianu, BUKo-
pucToByouM npenapaTtnBHy BEPX, otpumytoun 15mr
(24%) 6innx kpucTanis.

'"H AMP (CD30OD): & 8,79 (1H, s); 7,37 (1H, m);
7,22 (1H, s); 7,15 (2H, m); 6,84 (1H, m); 6,78 (1H, s);
3,95 (3H, s); 3,42 (2H, t); 2,79 (2H, q); 2,35 (2H, t);
2,23 (6H, s); 1,74 (2H, m);1,29(3H, t) XIAT-MC m/z:
423 [MH+].

3aronosHi cnonyku npuknaais 28-33 otpumysanu
crnocobom, aHanoriyHm cnocoby, onMcaHoMy y npu-
knagi 27

Mpuknag 28

4-(2-eTnamiHo)-6-[3-(1H-imigason-1-
in)nponokcu]-7-meTokcu-3-xiHomniHkapbokcamig,

'H AMP (CDsOD): & 8,80 (1H, s); 7,54 (1H, s);
7,29 (1H, m); 7,24 (1H, s); 7,06 (3H, m); 6,98 (1H, s);
6,80 (1H, m); 6,71 (1H, s); 3,99 (3H, s); 3,28 (2H, m);
2,75 (2H, q); 2,04 (2H, m); 1,27(3H, t) XIAT-MC m/z:
446 [MH+]

Mpuknag 29

4-(2-ETnnaHiniHo)-7-meTokcu-6-(3-
TieHinmMeTokcK)-3-xiHoniHkapbokcamig

'H AMP (CDsOD): & 8,80 (1H, s); 7,37 (2H, m);
7,24 (1H, s),- 7,16 (2H, m); 7,06 (1H, m); 6,91 (1H,
m); 6,87 (1H, s); 6,83 (1H, m); 4,53 (2H, s); 3,97 (3H,
s); 2,76 (2H, q); 1,29 (3H, t); XIAT-MC m/z: 434
[MH+]

Mpwuknag 30

6-[2-(dnmeTunamiHo)eTokcu]-4-(2-eTrnaHiniHo)-
7-MeToKcK-3-xiHoniHkapbokcamig,

'H AMP (CDsOD): & 8,80 (1H, s); 7,37 (1H, m);
7,22 (1H, s); 7,15 (2H, m); 6,84 (1H, m); 6,78 (1H, m);
3,95 (3H, s); 3,50 (2H, brt); 2,80 (2H, q); 2,57 (2H, t);
2,24 (6H, s); 1,30 (3H, t). XIAT-MC m/z: 409.[MH+]

Mpuknag 31

6-(3-AmiHonponokcu)-4-(2-eTunaHiniHo)-7-
MeTOKCU-3-XiHoMiHKapbokcamig

CronyKy CUMHTE3yBanu sik BuLLE, BUKOPUCTOBYHO-
4n Boc-amiHo-3axuweHun cnmpt. lNicnsa sigdinetpo-
ByBaHHSA MOniMepy Ta BUMNapltoBaHHHA, 3anuLLIOK PO3-
ynHAnuM y  guxnopmetani ta TFA  (50:50) Ta
nepemillyBanu npu KimHaTHin TemnepaTypi NpoTAroMm
30 xBunMH. PO34MHHMK BuMaploBanuM Ta MNpPOOYKT
oyuwanu npenapatmeHoo BEPX.

'"H AMP (CDsOD): & 8.S2 (1H, B); 7,38 (1H, m);
7,23 (1H, s); 7,16 (2H, m); 6,86 (1H, m); 6,80 (1H, s);
3,97 (3H:. s); 3,48 (2H, brt); 2,81 (2H, q); 2,71 (2H, 1);
1,74 (2H, m); 1,31 (3H, t). XIAT-MC m/z: 395 [MH+]

Mpuknag 32

4-(2-ETnnaHiniHo)-7-meTokcun-6-[2-
(meTunamiHo)eTokcu]-3-xiHoniHkapbokcamipg,

'"H AMP (CDsOD): & 8,80 (1H, s); 7,36 (1H, m);
7,23 (1H, B); 7,15 (2H, m); 6,84 (1H, m); 6,80 (1H, s);
3,97 (3H, s); 3,50 (2H, brt); 2,79 (2H, q); 2,75 (2H, t);
2,37 (3H, s); 1,29 (3H, t). XIAT-MC m/z: 395 [MH+]

Mpuknag 33

6-(2-AmiHoeToKCK)-4-(2-eTUNaHINIHO)-7-MeToKCH-
3-xiHoniHkapbokcamig

'H AMP (CDsOD): & 8,80 (1H, s); 7,36 (1H, brd);
7,23 (1H, s); 7,14 (2H, m); 6,84 (1H, brd); 6,78 (1H,
s); 3,96 (3H, s); 3,41 (2H, brt); 2,79 (4H, m); 1,29 (3H,
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t). XIAT-MC m/z: 381 [MH+]

Mpuknag 34

7-[3-(AnmeTnnamiHo)nponokcu]-4-(2-
eTunaHiniHo)-6-meTokcu-3-xiHoniHkapbokcamig

a) 4-(2-EtunaHxiniHo)-7-6eH3nnokcu-6-meTokcu-3-
XiHoniHkapbokcamig

3aronoBHy Cnonyky OTpMMyBanu K OMUCAHO Yy
npvknagi 27a, novYMHaw4m 3 7-6eH3nnokcu-4-xnop-6-
MeTOKcK-3-XiHoniHkapbokcamigy, LWo oTpumyBanu
aHanoriyHo cnocoby, onucaHomy y npuknagi 1. Buxig
4,4 1 (89%) CBITNO-KOPUYHEBOIO MOPOLLIKY.

'H AMP (OIMCO-d6): & 11,85 (1H, brs); 8,98 (1H,
s); 8,47 (1H, brs); 7,84 (1H, brs); 7,52-7,33 (7H, m);
7,29-7,17 (2H, m); 6,99 (1H, brd); 6,75 (1H, s); 5,26
(2H, s); 3,24 (3H, s); 2,70(2H, q);1,20(3H, t). XIAT-
MC m/z: 428 [MH+]

b) 4-(2-ETnnaHiniHo)-7-riapokcun-6-meTokcmn-3-
XiHoniHkap6okcamig

3aronoBHy CMonyKky oTpMMyBanu, sik ONMcaHo Yy
npuknagi 27b

Buxig 0,3r (90%) »oBTOro macna, Lo Kpuctani-
3yBasiocs Yepes Kifbka roguH.

'H AMP (CDsOD): & 8,70 (1H, s); 7,39 (1H, m);
7,19 (2H, m); 7,00 (1H, s); 6,94 (1H, m); 6,73 (1H, s);
2,78 (2H, q); 1,29 (3H, t). XIAT-MC m/z: 338 [MH+]

c) 7-[3-(dnmeTnnamiHo)nponokcu]-4-(2-
eTunaHiniHo)-6-meTokcu-3-xiHoniHkapbokcamig

3aronoBHy Crnonyky oTpuMMyBanu, sik OMUCaHoO Yy
npuknagai 27c.

'H AMP (CDsOD): & 8,78 (1H, s); 7,35 (1H, m);
7,19 (1H, s); 7,13 (2H, m); 6,83 (1H, m); 6,77 (1H, s);
4,15 (2H, t); 3,28 (3H, s); 2,79 (2H, q); 2,57 (2H, t);
2,29 (6H, s); 2,05 (2H, m);1,28(3H, t). XIAT-MC m/z:
423 [MH]

BaronosHi cnonyku npuknaais 35-37 otpumyBanu
cnocobom, aHanoriyHum cnoco®y, onucaHomy y npu-
knagi 34

Mpuknag 35

4-(2-ETvnaHiniHo)-6-meTokeun-7-{3-[metun(4-
nipuaunHin)amiHo]lnponokcu}-3-xiHoniHkapbokcamia

'H AMP (CDsOD): 5 8,78 (1H, s); 7,93 (2H, brm);
7,37 (1H, m); 7,16 (2H, m); 7,13 (1H, s); 6,84 (1H, m);
6,79 (1H, s); 6,67 (2H, brd); 4,12 (2H, t); 3,65 (2H, t);
3,33 (3H, s); 3,01 (3H, s); 2,80 (2H, q); 2,13 (2H, m);
1,31 (3H, t). XIAT-MC m/z: 486 [MH+]

Mpuknag 36

4-(2-ETvnaHiniHo)-6-meTokeun-7-{2-[metun(4-
nipuaunHin)amiHoletokcu}-3-xiHoniHkapbokcamia

'H AMP (CDCls): 5 11,11 (1H, s); 8,88 (1H, s);
8,20 (2H, brs); 7,33 (1H, d); 7,32 (1H, s); 7,15 (2H,
m); 6,90 (1H, d); 6,75 (1H, d); 6,74 (1H, s); 4,36 (2H,
t); 3,94 (2H, t); 3,23 (3H, s); 3,19 (3H, s); 2,78 (2H, q);
1,29 (3H, t). XIAT-MC m/z: 472 [MH+]

Mpuknag 37

4-(2-ETnnaHiniHo)-6-meTokcun-7-[2-
(meTnnamiHo)eTokcu]-3-xiHoniHkapbokcamia

'"H AMP (CDsOD): & 8,80 (1H, s); 7,37 (1H, m);
7,23 (1H, s); 7,15 (2H, m); 6,86 (1H, m); 6,80 (1H, s);
4,24 (2H, t); 3,30 (3H, s); 3,04 (2H, t); 2,80 (2H, q);
2,47 (3H, s); 1,29 (3H, t). XIAT-MC m/z: 395 [MH+]

Mpuknag 38

4-(2-ETnnaHiniHo)-6-meTokeu-7-[2-(1-
ninepasuHin)etokcu]-3-xiHoniHkapbokcamig

Tpudbeningocdin (0,12r, 0,44mmonb) Ta 1-(2-
rigpokcieTun)ninepasunH (25mkn, 0,22mMmonb) po3yn-
Hanm y CH.CI, Ta TetparigpodypaHi npu -15°C Ta



33

nepemiwysanu npotarom 30 xBunuH. DEAD (70mkn,
0,44mmonb) pgopgasanu kpannsmu npu -15°C. 4-(2-
€TunaHiniHo)-7-rignpokcu-6-meTokcu-3-

xiHoniHkapbokcamig (0,50r, 0,15mMmonb) cycneHaysa-
nn y TeTparigpodypaHi Ta gani gogasanu OO peak-
LiNHOI cymiwi. PeakuinHy cymilwl nepemiwyBanv npo-
TAFOM HOYi, Aaryn TemnepaTypi 3pocTu nNpubnmnsHo
0o 10°C. PO34YnMHHUK BUOANANM Nif 3HWKEHUM TUCKOM
Ta NPOAYKT oyumLiany, BUKOPUCTOBYOUM npenapaTus-
Hy BEPX, oTpumytoumn 34mr (24%) nposoporo macna.

'"H AMP (CDsOD): & 8,80 (1H, s); 7,36 (1H, m);
7,21 (1H, s); 7,13 (2H, m); 6,83 (1H, m); 6,77 (1H, s);
4,28 (2H, t); 3,28 (3H, s); 2,86 (6H, m); 2,79 (2H, q);
2,62 (4H, brs); 1,29 (3H, t). XIAT-MC m/z: 450 [MH+]

3aronosHi cnonyku npuknagis 39-41 otpumysanu
cnocobom, aHanoriyHMm crnocoby, onucaHomy y npu-
knagi 38

Mpuknag 39

4-(2-ETnnaniniHo)-7-[3-(1H-imigason-1-
in)nponokcu]-6-meTokcu-3-xiHoniHkapbokcamig

'H AMP (CDsOD): & 8,79 (1H, s); 7,64 (1H, s);
7,37 (1H, m); 7,15 (3H, m); 6,95 (1H, s); 6,84 (1H, m);
6,79 (1H, s); 4,26 (2H, t); 4,06 (2H, t); 3,31 (3H, s);
2,80 (2H, q); 2,32 (2H, m); 1,29 (3H, t). XIAT-MC m/z:
446 [MH+].

Mpuknag 40

4-(2-ETnnaniniHo)-7-[2-(1H-imigason-1-
in)eTokcu]-6-meTokcu-3-xiHoniHkapbokcamin

'H AMP (CDsOD): & 8,78 (1H, s); 7,75 (1H, s);
7,36 (1H, m); 7,25 (1H, s); 7,17 (1H, s); 7,13 (2H, m);
6,93 (1H, s); 6,83 (1H, m); 6,78 (1H, s); 4,48 (2H, t);
4,36 (2H, t); 3,29 (3H, s);2,78(2H, q);1,28(3H,t). XIAT-
MC m/z: 432 [MH+]

Mpuknag 41

7-(3-AmiHonponokcu)-4-(2-eTunaHiniHo)-6-
MeToKcu-3-xiHoniHkapbokcamig

CronyKy CuMHTE3yBanu ik BuLLE, BUKOPUCTOBYIO-
4 Boc-amiHo-3axuwenun cnupt. [Micns sigdinbTpo-
ByBaHHSA MOniMepy Ta BUMNapltoBaHHHA, 3anULIOK PO3-
ynHanm y CH2Cl, Ta TFA (50:50) Ta nepemiwyBanm
npy KiMHaTHIN TemnepaTypi npotsarom 30 XBWUMWH.
Po3unHHMK BMNaptoBanu Ta NPOAYyKT ouuwianu npe-
napatunsHoto BEPX.

H AMP (CDs;OD): & 8,79 (1H, s); 7,36 (1H, m);
7,20 (1H, s); 7,13 (2H, m); 6,83 (1H, m); 6,77 (1H, s);
4,21 (2H, t); 3,28 (3H, s); 2,88 (2H, t); 2,79 (2H, q);
2,03 (2H, m); 1,29 (3H, t). XIAT-MC m/z: 395 [MHI

Mpuknag 42

7-Tinpokcun-4-[3-(rippokcumeTnn)-2-
MeTunaHiniHo]-6-meTokcK-3-xiHoniHkapbokcamipg,

3aronoBHy crnosnyky oTpuMyBanu crnocobom, onu-
caHuM y npuknagi 34b.

'H AMP (OMCO-d6): 5 10,86 (1H, s); 8,81 (1H,
s); 8,21 (1H, brs); 7,54 (1H, brs); 7,18 (1H, d); 7,12
(1H, s); 7,08 (1H, t); 6,69 (1H, d); 6,65 (1H, s); 5,14
(1H, brs); 4,56 (2H, s); 3,25 (3H, s); 2,25 (3H, s) XI-
AT-MC m/z: 354 [MH+]

Mpuknag 43

6-{[3-(1H-imipason-1-in)nponinjamiHo}-7-
MeToKcu-4-(2-TonyianHo)-3-xiHoniHkapbokcamig,

a) ETtun 4-xnop-6-6pom-7-MeTokcu-3-
xiHoniHkap6bokeunat

3aronoBHy Cronyky oTpUMyBanu SK OMUCaHO Mo
cyTi Burke, et al. J. Med. Chem, 36(1993)425-432.

b) Etun 6-6pom-7-meTokcu-4-(2-TonyiamHo)-3-
XiHoniHkap6okcunat
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Etun 6-6poM-4-xrnop-7-MeToKCH-3-
xiHoniHkap6okcunat (0,90r, 2,6mmonb), O-TOMnyiguH
(0,30mn, 2,9mmonb) Ta AcOH (1mn) po3unHsnu y
EtOH (50mn) Ta kun'atunu nig 3BOPOTHUM XONOAUIb-
HUKOM NpoTAroM 4 roauH. Micns oxonoaXeHHs cyMill
HeWTpanisyBanu BOAHMM aMmiakoM Ta ocap BiadinbT-
posyBanu, otpumytoun 870mr (80%) 3eneHoro nopo-
LLIKY.

'"H AMP (OMCO-d6): 8 9,84 (1H, s); 8,94 (1H, s);
7,89 (1H, s); 7,41 (1H, s); 7,36 (1H, brd); 7,16 (2H,
m); 6,94 (1H, brd); 4,15 (2H, q); 3,99 (3H, s); 2,28
(3H, s); 1,26 (3H, t).

C) 6-{[3-(1H-imigason-1-in)nponinjamiHo}-7-
MeTOKcK-4-(2-TonyignHo)-3-xiHoniHkapbokcamig,

Cymiw 6-6pomxiHoniHy (0,25mMmonb), Pda(dba)s
(0,005mmonb), BINAP  (0,015mmonb), Cs,COs3
(0,33mmorb) Ta 1-(3-amiHonponin)-imigason
(0,29mmonb) nepemiwysanu npy 90°C npoTAroMm Houi
nig asotoM. [licns OXOMOMKEHHs CyMmilW ouuwianu
drnew-xpomarorpacpieto Ha KOMoHUi 3 cunikarenem.
EntotoBaHHa CHyCIl, Ta pgani CH.Cl,/MeOH (10:1)
aann 110mr (100%) xoBTOro macna, sike MiICTUIO
Tpoxu 3abpyaHeHHs docdiHom. XIAT-MC rn/z: 460
[MH+]

Cupuii etunoBui ectep rigponisyeann y Me-
OH/5M NaOH (1:1) npu kiMHaTHIn TemMnepaTypi npo-
TArom Houi. lMicnsa KoOHUeHTpYBaHHS y BakyyMi 3anui-
KoBy BOAHy a3y nigkucnoBanm 2M HCI Ta
npommusanu auvxnopmeTtaHom. BogHy dpasy HenTpani-
dyBanm 5M kapboHaTom HaTpilo Ta ekcTparyBanu
xnopocopmoM. KOHLEHTpYBaHHS y BakyyMmi pgano
25mr (25%) xostoro macna. XIAT-MC m/z: 432
[MH+]

Cupy «kucnoty (0,025r, 0,06mmonb) Ta GDI
(0,020r, 0,1MMonb) po3dMHANKN y AuMeTundopmamigi
Ta nepemiwysanu npu 60°C npotarom 1 rognHu. Cy-
Mil oxonomxkyBanu Ha 6aHi EtOH/cyxuin nig Ta Hacu-
yyBanu rasysatum NHs, i gani nepewmiwysanu npu
KiMHaTHI TemnepaTtypi npotsarom 45 xsunuH. Cymiw
po36aBnsAny xrnopogopmMoM, NPOMUBANN HACUYEHUM
BOOHUM PO34YMHOM rigpokapboHaTy HaTpilo Ta BOAOH
Ta KOHUeHTpyBanu y Bakyymi. Ounctka npenapatms-
Hoto BEPX gana nicnga BuganeHHs Tpudnyopauertary
15mr (60%) Ginoro TBepAOro NPOAyKTY.

'H AMP (CDsOD): 5 8,67 (1H, s); 7,56 (1H, s, y);
7,27 (1H, brd); 7,13 (1H, s); 7,02 (1H, s, y); 6,97 (1H,
s, y); 6,95 (2H, m); 6,68 (1H, brd); 6,28 (1H, s); 3,99
(3H, s); 3,90 (2H, t); 2,67 (2H, t); 2,36 (3H, s); 1,68
(2H, m) XIAT-MC m/z: 431 [MH+]

3aronoBHi cnonyku npuknaais 44-46 otpumysanu
cnocobom, aHanoriyHum crnocoby, onvcaHomy y npu-
knagi 43.

Mpuknag 44

7-MeTokcu-6-[(2-meTokcieTun)amiHol-4-(2-
TonyignHo)-3-xiHoniHkapbokcamig

'H AMP (CDsOD): & 8,66 (1H, s); 7,31 (1H, m);
7,11 (1H, s); 7,10 (2H, m); 6,81 (1H, m); 6,34 (1H, s);
4,00 (3H, s); 3,27 (3H, s); 3,24 (2H, 1); 2,77 (2H, t);
2,35 (3H, s). XIAT-MC m/z: 381 [MH+].

Mpuknag 45

7-meTokeu-6-{[2-(4-mopdoniHin)eTunlamiHo}-4-
(2-TonyignHo)-3-xiHoniHkapGokcamig,

'H AMP (OIMCO-d6): 6 10,41 (1H, s); 8,74 (1H,
s); 8,23 (1H, brs); 7,56 (1H, brs); 7,25 (1H, d); 7,17
(1H, s); 6,96 (2H, m); 6,50 (1H, s); 6,22 (1H, d); 5,43
(1H, t); 3,95 (3H, s); 3,42 (4H, brt); 2,71 (2H, q); 2,33
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(3H, s); 2,19 (6H, T). XIAT-MC m/z: 436 [MH-K)
Mpuknag 46
7-MeTokcu-6-{[3-(4-mopdoniHin)nponinjamiHo}-4-

(2-TonyigunHo)-3-xiHoniHkapbokcamig,

'H AMP (CDsOD): & 8,65 (1H, s); 7,27 (1H, brd);
7,11 (1H, s); 7,03 (2H, m); 6,72 (1H, brd); 6,32 (1H,
s); 3,99 (3H, s); 3,69 (4H, t); 2,68 (2H, t); 2,39 (4H,
brm); 2,37 (3H, s); 2,27 (2H, t); 1,49(2H, T). XIAT-MC
m/z: 450 [MH+]

Mpuknag 47

6-MeTokcu-7-{[2-(4-mopdoniHin)eTunlamiHo}-4-

(2-TonyignHo)-3-xiHoniHkapbokcamig,

a) Etun 4-xnop-7-6pom-6-meToKCeK-3-
xiHoniHkapbokcunar

3aronoBHy cronyky oTpuMyBanu, sik No CyTi onu-
caHo Burke, et al. J. Med. Chem, 36(1993)425-432.

b) Etun 7-6pom-6-meTokcu-4-(2-TonyiamHo)-3-
XiHoniHkap6okcunat

3aronoBHy crnonyky oTpyMyBanu crnocobom, onu-
caHuM y npuknagi 43d

'H AMP (OIMCO-d6): & 9,83 (1H, 3); 8,87 (1H, 3);
8,15 (1H, 3); 7,38 (1H, m); 7,17 (2H, m); 7,09 (1H, 3);
6,98 (1H, m); 4,17 (2H, q); 3,45 (3H, 3); 2,30 (3H, 3);
1,28 (3H, t)

c) 6-Metokcu-7-{[2-(4-mopdoniHin)eTunlamiHo}-
4-(2-TonyigunHo)-3-xiHoniHkapbokcamig

3aronoBHy crnonyky oTpumyBanu crnocobom, onu-
caHuM y npuknagi 43c

'H AMP (CDsOD): & 8,68 (1H, 3); 7,28 (1H, brd);
7,06 (2H, m); 6,81 (1H, brd); 6,73 (1H, 3); 6,60 (1H,
3); 3,67 (4H, brt); 3,34 (2H, t); 3,33 (3H, 3); 2,65 (2H,
t); 2,49 (4H, brt); 2,31 (3H, 3). XIAT-MC m/z: 436
[MH+]

B3aronosHi cnonyku npuknaais 48-51 otpumyBanu
cnocobom, aHamnoriyHum crnocoby, onucaHomy y npu-
knagi 47

Mpuknag 48

6-MeTokcu-7-[(2-meToKcieTun)amiHol-4-(2-

TONyianHO)-3-xiHoniHkapbokcamig
'H AMP (CDCls): & 10,50 (1H, 3); S.73 (1H, 3);

7,25 (1H, brd); 7,04 (2H, m); 6,88 (1H, 3); 6,87 (1H,

brd); 6,63 (1H, 3); 5,06 (1H, brt); 3,66 (2H, t); 3,42

(2H, q); 3,39 (3H, 3); 3,34 (3H, 3); 2,37 (3H, s) XIAT-

MC m/z: 381 [MH+].

Mpuknag 49

7-{[3-(1H-imiga3on-1-in)nponinjamiHo}-6-

MeToKcK-4-(2-TonyianHo)-3-xiHoniHkapGokcamig,

'H AMP (CDCls): & 10,93 (1H, brs); 8,93 (1H, 3);
7,51 (1H, 3); 7,27 (1H, brd); 7,09 (2H, m); 7,06 (1H,
s); 6,93 (1H, brd); 6,91 (1H, 3); 6,90 (1H, 3); 6,62 (1H,
3); 4,81 (1H, brt); 4,06 (2H, t); 3,32 (3H, 3); 3,25 (2H,
m); 2,35 (3H, 3); 2,16 (2H, m). XIAT-MC m/z: 431
[MH+]

Mpuknag 50

7-[(1-BeHsun-4-ninepnauHin)amiHo]-6-meTokcmn-4-

(2-TonyignHo)-3-xiHoniHkapbokcamig,

'"H AMP (CD;OD): 5 8,68 (1H, 3); 7,32 (6H, m);
7,09 (2H, m); 6,85 (1H, brd); 6,78 (1H, s); 6,65 (1H,
3); 3,59 (2H, 3); 3,49 (1H, m); 3,35 (3H, 3); 2,93 (2H,
brd); 2,34 (3H, 3); 2,28 (2H, brt); 2,08 (2H, brd); 1,60
(2H, 7). XIAT-MC m/z: 496 [MH+]

Mpuknag 51

6-MeTokcn-6-{[3-(4-mopdoniHin)nponinjamiHo}-4-

(2-TonyigunHo)-3-xiHoniHkapbokcamig,

'H AMP (CDsOD): & 8,67 (1H, 3); 7,31 (1H, brd);
7,11 (2H, T); 6,89 (1H, 3); 6,70 (1H, 3);
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6,61 (1H, 3); 4,84 (3H, 3); 3,33 (3H, 3); 3,30 (2H,
t); 2,49 (2H, t); 2,46 (4H, brt); 2,32 (3H, 3);1,87(2H,
m). XIAT-MC m/z: 450 [MH+]

Mpuknag 52

4-[3-(FppokcumeTnn)-2-MeTunaHiniHol-6,7-
anmeTokcu-3-xiHoniHkapbokcamia

a) Etun 6,7-oumeTokcu-4-xnop-3-
XiHoniHkap6okcunart

3aronoBHy crnonyky oTpuMyBanu, sk no CyTi onu-
caHo Burke, et al. J. Med. Chem,. 36 (1993) 425-432.

b) 6,7-AnmeTokcn-4-xnop-3-xiHoniHkapbokcamia

CymiLu etun 6,7-oumeToKkcmn-4-xnop-3-
xiHoniHkap6okcunarty (3,0r, 10,2MMornb) po3unHann y
40mn metaHony Ta NaOH(BoaH) (20mn, 5M). Cymiw
rpinn go 100°C npotarom 4 roguH. [Micna oxorno-
[PKEHHA MeTaHon BunaptoBann. BoaHui posynH nia-
kucntosanu 2M HCI go pH 2-3. binuii ocag ueHTpu-
dyryBanu Ta gani gekaHTysanu. Lle nosToproBanmu
ABidi. TBepoun NpoayKkT CyLWWnW Y BaKyyMi NPOTArom
Houi. TBepaun NPOAYKT PO34MHANM y 50Mn TioHinx-
nopuay Ta rpinu nig 3BOPOTHUM XONOAMITBHUKOM MNpO-
Tarom 3 roguH. lNMicns 0Xonoa)keHHs HaanULLIOK TiOHi-
nxnopuay BWAansnM poTOPHUM BUMAPIOBAHHAM Ta
3aMu1LLIOK CycreHayBanu B aueToHi, yTBOPEHY CycreH-
3il0  oxorogXyBanu Ha nboAsHin 6ani. apokemg,
amoHilo (Mn) godasanw, TpuMMarudM TemnepaTypy
Hxk4e 0°C. CycneHsito nepemiwysanu npoTsirom 30
XBUNWH Ta YTBOPEHY CYCMeHsilo BiadinsTpoByBanu,
npomMmnBanu BOAOKO Ta CYLUMNN Ha NOBITPi.

'H AMP (OMCO-d6): & 8,66 (1H, s); 8,12 (1H,
brs); 7,87 (1H, br s); 7,46 (2H, d); 3,98 (3H, s); 3,97
(3H, s).

c) 4-[3-(TigpokcnmeTnn)-2-MeTnnaHiniHol-6,7-
AnmeTokcK-3-xiHoniHkapbokcamis,.

Cymiw 4-xnop-6,7-oUMeTOKCH-3-
xiHoniHkap6okcamigy (0,15 r, 0,56 mMonb), 3-amiHo-
2-metunbensunosoro cnmpty (0,1r, 0,73mmonsk), ou-
ToBoi kucnotn (0,2mn) y EtOH (10mn) kun'atunu nig
3BOPOTHUM XONOAUITbHUKOM NPOTAroM 4 roguH. lNicna
oxonompkeHHss pH posogunu go 9 BogHum NHa.
YTBOpeHun ocap BiadineTpoByBanu Ta npomuBanu
xonogHum EtOH Ta cywwunm y Bakyymi npu 40°C,
oTpumytoumn 0,1r (49% Bunxoay) 3aronoBHOT CMONYKK.

'H AMP (OMCO-d6): 5 10,84 (1H, s); 8,83 (1H,
s); 8,25 (1H, s); 7,56 (1H, s); 7,21 (1H, s); 7,17 (1H,
d); 7,05 (1H, t); 6,17 (1H, d); 6,15 (1H, s); 5,12 (1H,
brs); 4,52 (2H, s); 3,87 (3H, s); 3,21 (3H, s); 2,23 (3H,
s). XIAT-MC m/z: 368,2 [MH+]

3aronoBHi cnonyku npuknagis 53-56 otpumysanu
cnocobom, aHanoriyHMm crnocoby, onvcaHomy y npu-
Knagi 52.

Mpuknag 53

4-(2-bpomaHiniHo)-6,7-gumeTokcmn-3-
XiHoniHKkapbokcamig,.

'H AMP (CDCls): & 10,28 (1H, s); 8,80 (1H, s);
7,63 (1H, d); 7,34 (1H, s); 7,21 (1H, s); 7,10 (1H, t);
7,05 (1H, t); 6,90 (1H, t); 6,75 (1H, s); 6,72 (1H, s);
4,0 (3H, s); 3,4S (3H, s). XIAT-MC m/z: 402,1, 404,1
[MH+]

Mpuknag 54

4-(4-Tippokcn-2-MeTunaHiniHo)-6,7-aumMeTokcun-3-
XiHoniHkapbokcamia.

'"H AMP (OIMCO-d6): & 10,81 (1H, s); 9,30 (1H,
s); 8,79 (1H, d); 8,18 (1H, brs); 7,45 (1H, brs); 7,19
(1H, s); 6,75-6,50 (4H, m); 3,84 (3H, s); 3,26 (3H, s);
2,32 (3H, s). XIAT-MC m/z: 354,1 [MH+]
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Mpuknag 55

6,7-OumeTokcmn-4-(2-meToKciaHiniHO)-3-
XiHoniHkapbokcamia.

'H AMP (OMCO-d6): 3 10,41 (1H, s); 8,87 (1H,
s); 8,13 (1H, s); 7,57 (1H, brs); 7,28 (1H, s); 7,09 (1H,
dd); 7,03 (1H, dt); 6,83-6,78 (2H, m); 6,65 (1H, brd);
3,91 (3H, s); 3,83 (3H, s). XIAT-MC m/z: 354,1 [MH+]

Mpuknag 56

4-(4-®Pnyop-2-MeTunaHiniHo)-6,7-aumeTokcu-3-
XiHoniHkapbokcamia.

'H AMP (OMCO-d6): 5 10,91 (1H, brs); 8,83 (1H,
s); 8,22 (1H, brs); 7,61 (1H, brs); 7,26 (1H, s); 7,23-
6,93 (5H, m); 7,03 (1H, dt); 3,89 (3H, s); 3,37 (3H, s);
2,28 (3H, s). XIAT-MC m/z: 356,2 [MH+]

Mpuknag 57

4-[(1-ETnn-1H-nipason-5-in)amiHo]-6,7-
anmeTokcu-3-xiHoniHkapbokcamia

Cymiw 4-xnop-6,7-oMMeToKCH-3-
xiHoniHkap6okcamigy (0,046r, 0,17mMMonb), 1-eTun-5-
amiHonipasony (0,030r, 0,27MMonb) Ta OUTOBOI KuUC-
notn (40mkn) y gmmetundopmamig (0,8mn), rpinu
npu 100°C npotdarom 7,5 roguH. Oumetnndopmamis
BMUMApOBanu nig 3HWKEHNUM TUCKOM Ta 3amnuLLIOK po3-
YuHanu y cymiwi MeCN Ta Bogwm (1:7) 3 Bmictom 0,1%
TpudnyopoutoBoi kucnotu. [lpenapatmsHa BEPX,
BMKOpPUCTOBYOUN rpagieHT(3 BmictoM 0,1% Tpudnyo-
pouToBoi kucrnotn) 10—-40% MeCN y Bogi sik entoeH-
Ty Aanu, nicrns BMNaploBaHHS 3arofioBHy Cromnyky siK
Cinb TpndnyopouToBoi Kncnotu. MNpogykr cycneHgy-
Banu y BOOAHOMY HacM4eHOMY PO34uHi rigpokapboHa-
Ty HaTpito Ta abcopbyBanun Ha KOpoTKin konoHui SPE
[ISOLUTE™ C18 (EC)] nonepeaHb0 KOHAMLINOBAHO
NOCINiZOBHO METaHONOM Ta BOAOoH. KONMOHKY eKCTeH-
CMBHO MPOMMBAnNu BoAOK A0 HenTpansHoro pH ento-
eHTy. [poaykT gani entooBanyM MeTaHONoM, PO34MH-
HUK BUMaplBanM Ta 3anuwok KpucTaniysanu 3
eTaHony, OTPWUMYIYM 3aronoBHy cnonyky (19wr,
32%2.

H AMP (OMCO-d6): & 11,09 (1H, bs); 8,88 (1H,
s); 8,34 (1H, bs); 7,71 (1H, bs); 7,42 (1H, d, J 1,4I"w);
7,27 (1H, s); 6,67 (1H, s); 5,87 (1H, bs); 4,02 (2H, q,
J7,2 Tu); 3,90 (3H, s); 3,46 (3H, s); 3,12 (3H. s) Ta
1,29 (3H, t, J 7,2 Tu). XIAT-MC m/z: 342,1 [MH+]

Mpuknag 58

4-(3-AmiHOKapOOoHIn-2-mMeTUNaHiniHo)-6,7-
anmeTokcu-3-xiHoniHkapbokcamia

CymiLu 4-xnop-6,7-gumeTokcn-3-
xiHoniHkapbokcamigy (0,046r, 0,17MMornb), 3-amiHo-
2-meTunbensamigy (0,036r, 0,24mmonb) Ta OUTOBOI
kucnotu (40 p,1) y aumetundopmamigi (0,8mn) rpinu
npy 100°C npotarom 18 roauH. licnsi OXONOMKEeHHs
peakuiiHy cymiw po3basnsnu sBogoto (20mn) Ta nia-
nyxysann 1M NaOH. Ocapg BigoinsTpoByBanu, npo-
MUBanu BOAOK Ta CYLUWMU, OTPUMYKUM 3arosfioBHY
cnonyky (41mr, 61%).

'"H AMP (OMCO-d6): & 10,76 (1H, s); 8,90 (1H,
s); 8,30 (1H, bs); 7,75 (1H, bs); 7,64 (1H, bs); 7,44
(1H, bs); 7,28 (1H, s); 7,13-7,06 (2H, m); 6,75-6,45
(1H, m); 6,67 (1H, s); 3,90 (3H, s); 3,33 (33H, s) Ta
2,36 (3H, s). XIAT-MC m/z: 3 81,1 [MH+]

Mpuknag 59

6,7-dnmeTokcun
xiHoniHkapbokcamig

CymiLu 4-xnop-6,7-gumeTokcn-3-
xiHoniHkapbokcamigy (0,046r, 0,17mmonb), 2,3-
anmeTtunanininy (20mkrn, 0,22MMOrb) Ta OLTOBOI KUC-

4-(2,3-aMMeTunaHiniHo)-3-
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notn (40mkn) y ammetundopmamiai (0,8mn) rpinu
npu 100°C npotsarom 3,5 roamH. Micns 0xXxonomkeHHst
peakuiiHy cymiw po3basnanu sogoto (15Mn) Ta nia-
nyxysann 1M NaOH. Ocag 36upanu oinbTpadieto,
npomMuBany BoAOK Ta CyLUUMM, OTPUMYKOYN 3arornoB-
Hy crionyky (48mr, 79%).

'H AMP (OMCO-d6): 5 10,87 (1H, s); 8,87 (1H,
s); 8,26 (1H, bs); 7,58 (1H, bs); 7,24 (1H, s); 7,02-
6,96 (1H, m); 6,98 (1H, s); 6,68 (1H, s); 6,66-6,60
(1H, m); 3,88 (3H; s); 3,25 (3H, s); 2,31 (3H, s) Ta
2,23 (3H, s).

Mpuknag 60

6,7-AnmeTokcn-4-(5,6,7,8-TeTparigpo-1-
HacpTaniHinamiHo)-3-xiHoniHkapbokcamig

CymiL 4-xnop-6,7-AumeTokcm-3-
xiHoniHkap6okcamigy (0,090r, 0,34mmonsb), 5,6,7,8-
TeTparigpoHacdTunamidy (0,062r, 0,42mmonb) Ta ou-
ToBOI kncnotu (80mkn) y gumetundopmamigi (1,6mn)
rpinn npn 100°C npotsarom 3,5 roguH. lMicnsa oxono-
OXEHHSA peakuinHy cymiw posbasnanu sogoto (20mn)
Ta nignyxyesanm 1M NaOH. Ocag oinsTpyBanu, npo-
MUBanu BOAOI Ta CYLUMMW, OTPMMYKYM 3arosnioBHY
cronyky (62mr, 48%).

'"H AMP (OMCO-d6): 5 10,66 (1H, s); 8,86 (1H,
s); 8,26, 1H, bs); 7,59, (1H, bs); 7,25 (1H, s); 6,98
(1H, t, J7, 7T'u); 6,86 (1H, d, J7, 4l'y); 6,70 (1H, s);
6,53 (1H, d, J7, 6l'y); 3,89 (3H, s); 3,29 (3H, s); 2,76
(1H, bt, J6 T'u); 2,70(1H, bt, J 6I"u); 1,86-1,77 (1H, m)
T1a 1,77-1,69(1 H, m). XIAT-MCm/z: 378,1 [MH+].

Mpuvknag 61

4-(4-Kapbokcum-2-meTunaHiniHo)-6,7-aMmeToKkeu-
3-xiHoniHkapbokcamig

Cymiww 4-xnop-6,7-ouMeToKCu-3-
xiHoniHkap6okcamigy (0,046r, 0,17mMmonb), 3-amiHo-
2-meTunbeHsonHoi kucnoTu (0,035r, 0,23mmornb) Ta
ourosoi kucnotn (40mkn) y AMCO (0,8mn) nepemi-
wysanu npu 100°C npotsarom 5 roguH. lNMicna oxono-
OXEHHA peakuiHy CyMmill npoMuBanun Kinbka pasis
aietmnosumMm etepoM. MacnsaHUCTUN 3anuLLIOK po34un-
HAnuW y BoAi Ta nignyxxyeanu 1M NaOH Ta gani cna6-
KO nigkvcnoBanu ouTtoBok kucnotow. Cymiw 3anu-
wanu npu 5°C nNpoTsiroMm Hoyi Ta YTBOPEHW ocaj
36upanu inbTpauielo, NpoMMBany BoAOK Ta CyLUu-
nn, OTPUMYIOYK 3aronoBHy cnonyky (35wr, 50%).

'H AMP (OMCO-d6): 5 12,9 (1H, b); 10,74 (1H,
s); 8,89 (1H, s); 8,28 (1H, bs); 7,63 (1H, bs); 7,45
(1H, d, J7, 6lu); 7,28 (1H, s); 7,13 (1H, t, J 7,8Iu);
6,84 (1H, t, J 7,9 T'u); 3,90 (3H, s); 3,07 (3H, s) Ta
2,50 (3H, s). XIAT-MC m/z: 382,1 [MH+]

Mpuknag 62

4-(1H-iHaon-4-inamiHo)-6,7-aumeTokcu-3-
XiHoniHkap6okcamig

CymiLu 4-xnop-6,7-gumeTokcu-3-
xiHoniHkap6okcamigy (0,90r, 0,34mmonb), 4-amiHo-
iHgony (0,039r, 0,23mMmonb), auetaTty HaTpito (0,020r,
0,23mMMonb) Ta ouTOBOI KMcnoTh (40mkn) y anmeTu-
ncopmamigi (0,8mn) rpinn npu 100°C npotsrom 4,5
roavH. Micns oxonomkeHHs peakuinHy cymiw po3ba-
Bnanu Bogoto (20mn) Ta nignyxyesann 1M NaOH.
Ocap Buainanu ueHTpudyryBaHHsIM, pecycneHayBa-
nv y BOAi Ta ueHTpudyrysanu 3HoB. Lie nosToptoBa-
nv Agivi Ta TBEpAWMM martepian Cywwnu, OTPUMYKYM
3aronoBHy cnonyky (27wvr, 43%).

'H AMP (OMCO-d6): & 11,20 (1H, s); 11,10 (1H,
s); 8,91 (1H, s); 8,27 (1H, bs); 7,60 (1H, bs); 7,27
(1H, m); 7,24 (1H, s); 7,17 (1H, d, J 8,1 T'u); 6,99 (1H,
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t, J 7,8 T'y); 6,87 (1H, s); 6,50 (1H, d, J 7,5 T'u); 6,21
(1H, m); 3,88 (3H, s) Ta 3,08 (3H, s). XIAT-MC m/z:
363,1 [MH+]

Mpuknag 63

4-(3-xnop-2-MeTunaHiniHo)-6,7-aMMeTokcu-3-
xiHoniHkapbokcamig

CymiLu 4-xnop-6,7-gumeTokcn-3-
xiHoniHkap6okcamigy (0,046r, 0,17mmonb), 3-xnop-2-
MeTunaHininy (25mkn, 0,21MMornb) Ta oUTOBOI K1CIO-
™ (40mkn) y gumeTtundopmamigi (0,8 mn) rpinv npu
100°C npotsrom 4,5 roguH. Micnsa oxonoaxeHHs pea-
KUiiHYy cymil po3basnanu Bogoto (15mn) Ta nignyxy-
Bann 1M NaOH. Ocap 36upanu oinbTpauieto, npo-
MUBanu BOAOK Ta CYLUWMMW, OTPMMYKYM 3aronoBHY
crnonyky (51mr, 79%).

'"H AMP (OMCO-d6): 5 10,65 (1H, s); 8,89 (1H,
s); 8,29 (1H, bs); 7,65 (1H, bs); 7,30 (1H, s); 7,17
(1H,d, J 7,8 T'w); 7,01 (1H, t, J 8,0 l'y); 6,71 (1H, s);
6,63 (1H, d, J 7,9 'u); 3,91 (3H, s); 3,38 (3H, s) Ta
2,40 (3H, s).

Mpuknag 64

4-[2-(AmiHokapOOHin)aHiniHoi-6,7-gumeTokcu-3-
xiHoniHKapbokcamig

Cymiww 4-xnop-6,7-guMeToKCu-3-
xiHoniHkap6okcamigy (0,046r, 0,17mMmornb), 2-amiHo-
6eHzamigy (0,029r, 0,21MMonb) Ta OLTOBOI KUCMOTH
(40mkn) y gumetundopmamigi (0,8mn) rpinu npu
100°C npoTtsrom 6 roauH. icna OXonomKeHHs peak-
LinHY Ccymill BunapioBanu. 3anuwoK PO3YUHANN Y
cymiwi MeCN Ta Bogu (1:3) 3 Bmictom 0,1% Tpudny-
OpOLTOBOI KACMOTU Ta MYTHUI PO34nH iNbTpyBanm
yepes wap CKNsaHOI TKaHuHW. [NpenapatnBHa BEPX,
BMKOPUCTOBYOUM rpagieHT (3 BMictom 0,1 % Tpudpny-
opouToBoi kucnotn) 10-40% MeCN y Bogi sk ento-
€HT Janu nicrs BMnNaploBaHHS, 3arofloBHY CMOMyKy K
Cinb TpndnyopouToBoi kKnucnotu. MNpogykt cycneHgy-
Banu y BOAHOMY HacM4eHOMY pO34uHi rigpokapboHa-
Ty HaTpilo agcopbyBanu Ha KOPOTKiN KOmoHui SPE
[ISOLUTE™ C18 (EC)] nonepeaHb0 KOHAWLIMOHOBA-
HOO MOCMIAOBHO METAHONOM Ta Aani BoAok. KonoHky
€KCTEHCVBHO MpoMMBanyM BOZOK [0 HEWTparbHOro
pH entoeHTy. MNpoaykT Aani entooBanM MeTaHOMOM.
Micns BUNaploBaHHSA 3anuWLIOK KpucTanisyBanu 3 eta-
HOMy, OTPUMYIOYM 3aronoBHY Cnonyky (26 mr, 41%).

'H AMP (OMCO-d6): 5 10,87 (1H, s); 8,79 (1H,
s); 8,07 (1H, bd, J 7,5 T'u); 7,66 (1H, dd, J 7,7 Ta 1,2
Mu); 7,47 (1H, bd, J5,6 T'u); 7,34 (1H, s); 7,20 (1H, dt,
J 7,7 ta1,2Tlu); 695 (1H, s); 6,92 (1H, d, J 7,4 Tw);
6,52 (1H, d, J 8,1 I'u); 3,93 (3H, s) Ta 3,50 (3H, s).
XIAT-MC m/z: 367,0 [MH+]

Mpuknag 65

4-(3-Igpokcun-2-meTnnaHiniHo)-6,7-anmeTokcn-3-
XiHoniHkap6okcamig

Cymiw 4-xnop-6,7-ouMeToKCH-3-
xiHoniHkapbokcamigy (0,046r, 0,17mmonb), 3-amiHo-
2-metundpeHon (0,032r, 0,26mmonb) Ta OUTOBOI KUC-
notn (40mkn) y ammetundopmamigi (0,8mn) rpinu
npn 100°C npotarom 1,5 roawH. licna oxonomkeHHs
cymiw posbaenanu sopot (15mn) Ta nignyxysanu
HacM4YeHUM pO34MHOM rigpokapboHaTy HaTpito. 3aro-
TNOBHY CMOMyKy, fKka NOBINbHO ocagyXyBanacs, Biadi-
neTpoByBanu Ta cywmnnu, otpumyodn 34mr (55%).

'H AMP (OMCO-d6): & 10,77 (1H, s); 9,49 (1H,
s); 8,86 (1H, s); 8,25 (1H, bs); 7,58 (1H, bs); 7,24
(1H, s); 6,88 (1H, t, J 8,0 I'u); 6,76 (1H, s); 6,61 (1H,
d, J 8,0 l'u); 6,23 (1H, d, J 7,9 T'y); 3,89 (3H, s); 3,30
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(3H, s) Ta 2,11 (3H s). XIAT-MC m/z: 354,1 [MH+]
Mpuknag 66
6,7-OnmeTokcun-4-(3-MeTOKCK-2-MeTUNaHINIHO)-3-

xiHoniHkapbokcamig

Cymiw 4-xnop-6,7-AumeToKcn-3-
XiHoniHkapbokcamigy  (0,046r, 0,17mmonb),  3-
METOKCU-

2-meTunaHininy (0,036r, 0,26mMmonb) Ta OUTOBOI
kucnotn (40/J.1) y anmeTtundopmamigi (0,8mn) rpinu
npu 100°C npotsarom 2,5 roguH. licna oxonogXeHHs
cymiw posbaensanu sogot (15mn) Ta nignyxysanu
HaCM4YeHNM pO34MHOM rigpokapboHaTy HaTpito. YTBO-
peHun nunkui ocap 3bupanu Ta KpucTtanidysanu 3
CyMili MeTaHonN-Bo4a, OTPUMYIOYM 3arofioBHY CMosny-
Ky (45mr, 70%).

'H AMP (OMCO-d6): 5 10,76 (1H, s); 8,87 (1H,
s); 8,26 (1H, bs); 7,60 (1H, bs); 7,25 (1H, s); 7,05
(1H, t, J 8,2 Tu);. 6,77 (1H, d, J 8,2 T'u); 6,72 (1H, s);
6,36 (1H, d, J 8,0 I'u); (3,89 (3H, s); 3,81 (3H s); 3,29
(8H, s) Ta 2,16 (3H, s). XIAT-MC m/z: 368,1 [MH+]

Mpuknag 67

6,7-AnmeTokcn-4-[(1-metun-1H-iHgon-4-
in)amiHo]-3-xiHoniHkapbokcamipg,

Cymiww 4-xnop-6,7-ouMeTOoKCHU-3-
xiHoniHkap6okcamigy (0,028r, 0,10mmonb), rigpoxno-
puay 4-amiHo-1-metuningony (0,026r, 0,14mmornb) Ta
auetaTty Hatpito (0,013r, 0,16Mmonb) y anmeTundo-
pmamigi (0,6mn) rpinu npn 100°C npoTsirom 8 roavH.
Micns oxonomkeHHA cymiw po3basBnanu Bodow Ta
nignyxyBanu HacM4YeHNMM PO34YMHOM rigpokapboHaTy
HaTpito. Jlnnkmin ocap 3bupanu Ta kpucTanidysanu 3
MeTaHomMy-BoAu, OTPUMYKYM  3arorfioBHY  CrIOMyKy
(24wmr, 60%).

'H AMP (OMCO-d6): 5 11,07 (1H, s); 8,91 (1H,
s); 8,28 (1H, bs); 7,61 (1H, bs); 7,27 (1H, d J 3,2 T'u);
7,26 (1H, s); 7,20 (1H, d, J 8,2 T'y); 7,05 (1H, t, J 7,9
My); 6,50 (1H, d J 7,4 T'y); 6,23 (1H, d J 3,1 T'y); 3,98
(3H, s); 3,79 (3H, s) Ta 3,12 (3H, s). XIAT-MC m/z:
377,1 [MH+]

Mpuknag 68

6,7-OunmeTokcun-4-[(1-okco-2,3-gurinpo-1H-iHaeH-
4-in)amiHo]-3-xiHoniHkapbokcamig

Cymiw 4-xnop-6,7-ouMeTOKCH-3-
xiHoniHkap6okcamigy (0,046r, 0,17mMmonb), 4-amiHo-
1-iHaaHoHy (0,036r, 0,24MMOMnb) Ta OLTOBOI KMCNOTH
(40 p,1) y aummetundopmamiagi (0,6mn) rpinn npm
100°C npotsrom 1 rogmH 45 xBunuH. llicna oxono-
OXEHHs cyMmiw po3baBnsnu BOOOK Ta MianyxXysanu
HacM4YeHUM po34MHOM rigpokapboHaty Hatpito. Ocag
36upanu inbTpauielo, NpomMMBanM BoOAOK Ta CyLUu-
nn, OTPUMYIOYK 3aronoBHy cnonyky (59mr, 90%).

'H AMP (OMCO-d6): 5 10,60 (1H, s); 8,92 (1H,
s); 8,30 (1H, bs); 7,67 (1H, bs); 7,36 (1H, s); 7,32-
7,25 (2H, m); 6,89 (1H, dd, J 6,6 Ta 2,0 I'w); 6,87 (1H
s); 3,94 (3H, s); 3,42 (3H, s); 3,06-2,95 (2H, m) Ta
2,74-2,67 (2H, m). XIAT-MC m/z: 378,1 [MH+]

Mpuknag 69

4-[1-Tippokcm-2,3-gurinpo-1H-iHaeH-4-in)amiHo-
6,7-OMMeToKCuK-3-XiHoniHkapbokcamig

6,7-AnmeTokcn-4-[(1-okco-2,3-gurigpo-1H-iHaeH-
4-in)amiHo]-3-xiHoniHkapbokcamig (0,062r,
16,4MMOMnb) PO3YMHANM y cymiwi meTaHony (7mn),
TeTparigpodypany (4 mn) Ta Boam (3mn). Boporigpug
HaTpito goaasanu nopuismu (3x5mr) npotarom 5 xeu-
NuH. Micna 20 XxBUNKH peakuinHy cymilw nigkucnosa-
NV OLITOBOIO KMCMOTOW Ta Adani NiagnyxyBanu Hacude-
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HUM BOAHWM TifpokapOoHaT HaTpilo Ta BUMaproBanu.
3anuLwok po3noainanyu Mk BOAOK Ta eTuraleTaToMm.
OpraHivHy a3y npomMvBanu ABidi BO4OK Ta BUNapto-
Banu. 3anuvLIoK po3yMHSNM y MeTaHoni Ta Aogasanu
BOAy. 3aronoBHy CroOMyKy, sika MOBIMbHO OCaKyBa-
nacs, BiAdiNbTpoBYBanM Ta CyWUNW, OTPUMYHYM
40wmr (64%)

'H AMP (OMCO-d6): 5 10,68 (1H, s); 8,82 (1H,
s); 8,20 (1H, bs); 7,55 (1H, bs); 7,22 (1H, s); 7,07
(1H, t, J 7,5 Tu); 7,04 (1H, t, J 7,4 Tu); 6,75 (1H, s);
6,63 (1H, d, J 7,5 T'y); 5,20 (1H, d, J 5,7 I'u); 5,01
(1H, g, J 6,2 T'y); 3,85 (3H, s); 3,26 (s, nepekpuBaHHA
3 curHanom Bonoru); 2,72-2,63 (1H, m); 2,50-2,36 (m,
nepekpmBaHHA 3 CUIHamoMm po34MHHUKKY); 2,30-2,20
(1H, m) Ta 1,76-1,65 (1H, m).

Mpuknag 70

4-(4-Kapbokcu-2-meTunaHiniHo)-6,7-aMmeToKkcu-
3-xiHoniHkapbokcamig

Cymiw 4-xnop-6,7-oMMeTOKCH-3-
XiHoniHkapbokcamigy (0,046r, 0,17mMmonb), 4-amiHo-
2-meTunbensonHoi kucnotn (0,036r, 0,24mmons) Ta
outoBoi kucnotn (40mMkn) y AgumeTtundopmamigi
(0,8mn) rpinn npn 100°C npotsrom 12 roguH. Micns
OXONOMXEHHs cymiw po3baBnsnu sogoto (15mn) Ta
nigny>xyBanu HacM4YeHUM PO34YMHOM rigpokapboHaTy
HaTpito Ta gani cnabko nigkucnioBanM OLTOBOK KUC-
nototo. Ocap BigdinsTpoByBanu Ta cycneHgyBanm y
HarpiTomy meTtaHoni. licns oxonomkeHHs ocan Bia-
inbTpPOBYBanu Ta CyLUWMKW, OTPUMYIKOYM 3arofioBHY
crnonyky (31mr, 47%).

'H AMP (OMCO-d6): & 12,59 (1H, bs); 10,52 (1H,
s); 8,93 (1H, s); 8,34 (1 H, bs); 7,58 (1 H, d, /1,4 Tu);
7,73 (1H, s); 7,60 (1H, dd, J 8,4 Ta 1,9 'u); 7,36 (1H,
s); 6,75 (1H, s); 6,53 (1H, d J 8,4 T'u); 3,94 (3H, s);
3,42 (3H, s) Ta 2,41 (3H, s). XIAT-MC m/z: 382,1
[MH+]

Mpuknag 71

6,7-OnmeTokcn-4-(4-meTokcmkapOoHin-2-
MeTuWraHiniHo)-3-xiHoniHkapbokcamig

CymiLu 4-xnop-6,7-AnMeToKcK-3-
xiHoniHkapbokcawmigy (0,046r, 0,35mMmonb), meTun 4-
aMiHO-2-MeTUNOeH30MHOoI KMCcnoTu (0,076r,
0,46mmonb) Ta ouToBoi kucrnotn (100mkn) y aumeTun-
ndpopmamigi (0,8mn) rpinu npn 100°C npotsrom 9
roavH. [licna oxonogXeHHs Cymil noegHyBann 3
ABOMa MNoAibHUMKU peakuinHUMKU cymillammn (NoYnHa-
toum 3 92 Ta 46mr 4-xnop-6,7-gumeTokcu-3-
xiHoniHkapbokcamigy BignosigHO) Ta po3baenanu
Bogot. Cymiw nianyxyBanM HacUYEHUM PO3YMHOM
rigpokapboHaTy HaTpilo Ta nunkvi ocag 36upanu,
npomMuBanu BOAOK Ta NepekpuctanisoByBanu 3 Me-
TaHony, oTpumyloun 3aronoBHy cnonyky (130mr,
47%2.

H AMP (OMCO-d6): 6 10,49 (1H, s); 8,94 (1H,
s); 8,35 (1H, bs); 7,88 (1H, d, J 1,4 T'u); 7,62 (1H, dd,
J 8,212 2,0 lu); 7,37 (1H, s); 6,53 (1H, d , J=8,4 T'u);
3,94 (3H, s); 3,80 (3H, s); 3,43 (3H, s) Ta 2,43 (3H, s).
XIAT-MC m/z: 395,9 [MH+]

Mpuknag 72

4-(4-rigpokcMmMeTun-2-meTunaHiniHo)-6,7-
anmeTokcu-3-xiHoniHkapbokcamia

6,7-OnmeTokcmn-4-(4-meTokcmkapOoHin-2-
MeTUnaHiniHo)-3-xiHoniHkapbokcamig (0,080r,
0,20mmonb) posumHaAnNKn y TeTparigpodypaHi (25mn,
cywmnu monekynsipHumm cutamm 4 A). Boporigpva
niTito (0,15mr, 6,8mmonb) gogasanu. Cymiw nepemi-

76142 42

lwyBanu npotArom 24 roguH Ta Jogasanv AOoAaTKo-
Bui Boporigpug nitito (0,050r, 2,2mmonb). PeakuinHy
cymiw nepemiwysanu we 25 roguH Ta gani sBunveanmu
y oxonoaxeHy cymiwi ogu (20Mn) Ta oUTOBOI KUCMO-
1 (0,5mn). OutoBy kucnoty (2mn) gogasanu Ta Ccy-
MilW BuMNapioBanu nig 3HWKEHMM TUCKOM. 3anuiok
cycrneHayBanv y Bogi, inbTpyBanu ta ocag npomu-
Banu BOAOK Ta NepekpucTanisoByBanu 3 BOAHOIO
MeTaHosy, OTPMMYIONM 3arofioBHY Cronyky (32wmr,
43%}.

H AMP (OMCO-d6): & 11,54 (1 H, s); 8,94 (1H,
s); 8,46 (1H, bs); 7,86 (1H, s); 7,69 (1H, bs); 7,31
(1H,d, J 1,3 Tu); 7,16 (1H, dd, J 8,1 Ta 1,4 T'w); 7,04
(1H,3H, s) Ta 2,23 (3H, s). XIAT-MC m/z: 368,1
[MH+]

Mpuknag 73

6,7-OumeTokcun-4-(2-nponinaxiniHo)-3-
XiHoniHkap6okcamig

Cymiw 4-xnop-6,7-guMeToKCH-3-
xiHoniHkapbokcamigy — (0,062r,  0,23mmonb)  2-
nponinawinivy  (0,038r, 0,28mmonb), 2-GyTaHony
(2mn), gumeTtundopmamigy (2 mn) Ta oUTOBOI KMCMO-
™ (8,2mkn) rpinu npotarom Hodi npu 100°C. Micna
OXOMMOKEHHSI PO3YMH 3MeHLLyBanu 3a o6'emom BU-
naptoBaHHAM. 3anuwIoK po3ynHANM y Bogdi (3mn) Ta
06pobnsnu BogHMM amiakoMm. TBepawi NpPoAaykT BiA-
¢inbTpoByBany NpomMuBany BOOOK CYLUMMN Ha MOBi-
Tpi npotarom 0,5 roguH, NpomMyBanu 3HOB renTaHoM
Ta cywunu y BakyymHin wadi npu 50C, oTpumyoum
)KOBTO-KOPUYHEBUA TBEpauy npoaykt, 35 mr (41%)
3aronosHoi crionykun. XIAT-PX/MC m/z 366,1 (MH™):

'"H AMP (OMCO-d6) 5 10,95 (1H, s); 8,88 (1H, s);
8,28 (1H, brs); 7,62 (1H, brs); 7,29 (1H, m); 7,24 (1H,
s); 7,05 (2H, m); 6,68 (1H, m); 6,63 (1H, s); 3,88 (3H,
s); 3,21 (3H, s); 2,67 (2H, t); 1,65 (2H, T); 0,93 (3H,
1).

3aronoBHi cnonykn npuknaais 74-86 otpumysanmu
cnocobom, aHanoriyHMm cnocoby, onMcaHoMy y npu-
knagi 73

Mpuknan 74

4-(2-13onponinaHiniHo)-6,7-aumeTokcu-3-
XiHoniHkap6okcamig

'"H AMP (OMCO-d6) 5 11,07 (1H, s); 8,87 (1H, s);
8,28 (1H, brs); 7,58 (1H, brs); 7,40 (1H, d); 7,23 (1H,
s); 7,13 (1H, t); 7,07 (1H, t); 6,68 (1H. d); 6,59 (1H, s);
3,88 (3H, s); 3,35 (1H, m); 3,18 (3H, s); 1,27 (6H, d).
XIAT-MC m/z: 366,1 [MH+]

Mpuknag 75

4-[2-(BTOp-ByTMN)aHiniHo]-6,7-anmeToKCK-3-
XiHoniHkap6okcamig

'H AMP (OMCO-d6): 5 11,08 (1H, s); 8,87 (1H,
s); 8,2S (1H, brs); 7,59 (1H, brs); 7,34 (1H, d); 7,22
(1H, s); 7,13 (1H, t); 7,07 (1H, t); 6,68 (1H, d); 6,61
(1H, s); 3,86 (3H, s); 3,17 (3H, s); 3,13 (1H, m); 1,65
(2H, m); 1,21 (3H, d); 0,80 (3H, t). XIAT-MC m/z:
380,2 [MH']

Mpuknag 76

6,7-OumeTokcun-4-[3-(MeTokcMMeTHn)-2-
MeTunaHiniHo]-3-xiHoniHkapbokcamipg,

'H AMP (OMCO-d6) 5 10,82 (1H, s); 8,86 (1H, s);
8,25 (1H, brs); 7,58 (1H, brs); 7,22 (1H, s); 7,08 (2H,
T); 6,71 (1H, d); 6,64 (1H, s); 4,45 (2H, s); 3,86 (3H,
s); 3,22 (3H, s); 2,25 (3H, s). XIAT-MC m/z: 382,1
[MH+]

Mpuknag 77

4-[3-(i30-byToKCUMETUN)-2-METUNAHINIHO]-6,7-
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anmeTokcun-3-xiHoniHkapbokcamia

"H AMP (OMCO-d6) 5 10,83 (1H, s); 8,83 (1H, s);
8,23 (1H, br s); 7,58 (1H, br s); 7,22 (1H, s); 7,08 (2H,
T); 6,72 (1H, d); 6,62 (1H, s); 4,48 (2H, s); 3,86 (3H,
s);. 3,22 (3H, s); 3,19 (2H, d); 2,25 (3H, s); 1,80 (1H;
T); 0,84 (6H, d). XIAT-MC m/z: 424,1 [MH+]

Mpuknag 78

4-[3-(uiaHOMeTnN)-2-MeTnNaHiniHo)-6,7-
anmeTokcu-3-xiHoniHkapbokcamia

'H AMP (OMCO-d6) 5 10,76 (1H, s); 8,86 (1H, s);
8,25 (1H, brs); 7,60 (1H; brs); 7,24 (1H, s); 7,12 (2H,
T): 6,71 (1H, d); 6,61 (1H, s); 4,07 (2H, s); 3,87 (3H,
s); 3,22 (3H, s); 2,30 (3H, s). XIAT-PX/MC m/z 377,1
[MH+]

Mpuknag 79

4-{3-[(eTinamiHO)MeTWN]-2-MeTUNaHiniHo}-6,7-
anmeTokcu-3-xiHoniHkapbokcamia

3aronoBHi CrMonyky OTpuUMyBanu, MOYMHauYM 3
TpeT-6yTun 3-amiHo-2-
mMeTunbeHsun(etun)kapbamaty, 3HATTA 3axuCTy, BU-
kopucTtoBytoun TFA, nae 3aronoBHy Cronyky.

'H AMP (CDCls) 5 10,68 (1H, s); 8,75 (1H, s);
7,23 (1H, s); 7,13 (1H, d); 7,05 (1H, t); 6,83 (1H, d);
6,72 (1H, s); 6,25 (2H, brs); 3,95 (3H, s); 3,82 (2H, s);
3,31 (3H, s); 2,73 (2H, q); 2,35 (3H, s); 0,64 (3H, t).
XIAT-MC m/z: 395,1 [MH+]

Mpuknag 80

4-{3-[2-(eTnamiHo)-2-okcoeTunn]-2-
MeTunaHiniHo}-6,7-anMmeTokcu-3-xiHoniHkapbokcamig

'H AMP (OMCO-d6) 5 10,86 (1H, s); 8,85 (1H, s);
8,23 (1H, brs); 7,94 (1H, m); 7,56 (1H, brs); 7,21 (1H,
s): 7,01 (1H, d); 6,66 (1H, m); 6,62 (1H, s); 3,86 (3H,
s); 3,49 (2H, s); 3,21 (3H, s); 3,05 (2H, m); 2,25 (3H,
s); 1,00 (3H, t). XIAT-MC m/z: 423,3 [MH+]

Mpuknag 81

Etun 2-(3-{[3-(amiHokap6oHin)-6,7-gumeTokcu-4-
XIHOJ'IIHIJ'I]aMIHO} -2-meTundpeHin)-auetar

'H AMP (OMCO-d6) 5 10,87 (1H, s); 8,86 (1H, s);
8,26 (1H, brs); 7,56 (1H, brs); 7,22 (1H, s); 7,04 (2H,
m): 6,72 (1H, m); 6,16 (1H, s); 4,06 (2H, q); 3,86 (3H,
s); 3,76 (2H, s); 3,23 (3H, s); 2,20 (3H, s); 1,15 (3H,
t). XIAT-MC m/z: 424,1 [MH+]

Mpuknag 82

4-[3-(2-AMmiHO-2-0KCOETUN)-2-MEeTUNaHINiHO]-6,7-
AMMETOKCH- -3-xiHoniHkapbokcamig,

'H AMP (OMCO-d6) 5 10,83 (1H, s); 8,83 (1H, s);
8,24 (1H, brs); 7,56 (1H, brs); 7,38 (1H, brs); 7,21
(1H, s) 7,08 (2H, m); 6,89 (1H, brs); 6,66 (1H, m);
6,62 (1H, s); 3,86 (3H, s); 3,50 (2H, s); 3,22 (3H, s);
2,26 (3H, s). XIAT-MC m/z: 395,1 [MH+]

Mpuknag 83

4-[3-(2-TppokcieTnn)-2-meTunaHiniHoj-6,7-
AVMETOKCH- -3-xiHoniHkapbokcamig,

'H AMP (OMCO-d6) 5 10,82 (1H, s); 8,82 (1H, s)
8,23 (1H, brs); 7,56 (1H, brs); 7,22 (1H, s); 7,0,1 (2H
m); 6,62 (2H, m); 4,66 (1H, t); 3,86 (3H, s); 3,55 (2H,
q); 3,21 (3H, s); 2,82 (2H, t); 2,27 (3H, s). XIAT-MC
m/z: 382,1 [MH+]

Mpuknag 84

4-(3-{2-[(2-TigpokcieTnn)amiHo]-2-okcoeTnn}-2-
MeTUnaHiniHo)-6,7-gumeTokcu-3-xiHoniHkapbokcamia

'H AMP (OMCO-d6) 5 10,83 (1H, s); 8,82 (1H, s);
8,25 (1H, brs); 7,95,(1H, m); 7,58 (1H, brs); 7,21(1H,
s); 7,03 (2H, m): 6,68 (1H, m); 6,62 (1H, s); 4,65 (1H,
t); 3,86 (3H, s); 3,54 (2H, s); 3,39 (2H, m); 3,23 (3H,
s); 3,12 (2H, m); 2,26 (3H, s). XIAT-MC m/z: 439,1
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Mpuknag 85
TpeT-bytun 3-{[3-(amiHOKkap6oHiIn)-6,7-

OUMETOKCU-4-XiHONiHiN]amiHo}-2-MeTUnGeH3un-
kapbamaT

'H AMP (OMCO-d6) 5 10,83 (1H, s); 8,84 (1H, s);
8,22 (1H, brs); 7,55 (1H, brs); 7,32(1 H, m); 722 (1H
s) 7,08 (2H, m): 6,66 (1H, d); 6,60 (1H, s); 4,15 (2H
d); 3,85 (3H, s); 3-.21 (3H, s) 2,25 (3H, s); 1,39 (9H
s). XIAT-MC m/z: 467,2 [MH+]

Mpuknag 86

4-[3-(AmiHOMeTWN)-2-MeTUNaHiniHol-6,7-
anmeTokcu-3-xiHoniHkapbokcamia

TpeT-6yTun 3-{[3-(amiHokapboHiIn)-6,7-
AVMeToKcu4-xiHoniHin]amiHo}-2-meTunbeHann-
kapbamat (0,12mr, 0,25MMOnb) PO3YMHANM Yy OUXIIO-
pmeTaHi (5mn), oxonompKyBanu Ha nboAi Ta AofaBanu
TFA (3mn). Micns 2 roguH nepemillyBaHHs Npu Kim-
HaTHI TemnepaTypi Cymiw BunaproBanu, OTPUMYyoYn
Macrno, ke PO3YUHANW Yy AUXIopMeTaHi /BogHOMY
po3uuHi kapboHaTy HaTpito. BogHy a3y ekcTparysa-
nv guxnopmeTtaHoM (x6). EkcTpaktn npommusanu pos-
cornom, cywwunu 6e3sogHuM cynbdaTtoM HaTpilo Ta
BMMaptoBanu. 3anuwok ouuwanu xpomatorpadieto
(anxnopmeTtan/MeOH/NH3), oTpumyloun 3aronoBHy
cnonyKy 54wmr, (59%) sk Ginuin NOPOLLIOK.

'H AMP (CDCl3) & 10,83 (1H, s);8,82 (1H, s);
8,11 (1H, brs); 7,55 (1H, brs); 7,22 (1H, s); 7,16 (1H,
d); 7,05 (1H, m); 6,65 (2H, m); 3,86 (3H, s); 3,75 (2H,
s); 3,22 (3H, s); 2,27 (3H, s). XIAT-MC m/z: 353,1
[MH+]

IHTepMegiaTW. BUKOPUCTaHI SK BUXiAHI MaTepianu
y npuknagax 87-179

Hadptmn
XiHoniHkapbokcunar.

3aronoBHy crnonyky oTpMMyBanu, sik no cyTi onu-
caHo Burke, et al. J. Med. Chem, 36(1993)425-432

7 MeTtokcm-4-xnop-3-xiHoniHkapbokcamig,

'"H AMP (IMCO-d6): & 8,80 (1H, s); 8,19 (1H, s);
8 15 (1H, br s); 7,90 (1H, brs); 7,50 (1H, d); 7,46 (1H,

dd); 3,96 (3H, s).

ETun 4-xnop-3-xiHoniHkap6okcunaTt

3aronoBHy crnonyky oTpMMyBanu, sik no cyTi onu-
caHo Burke, et al. J. Med. Chem, 36(1993)425-432.

4-xnop-3-xiHoniHkapbokcamia

'"H AMP (OIMCO-d6): & 8,8 (1H, s); 8,30 (1H, d);
8,19 (1H, brs); 8,13 (1H, d); 7,96 (1H, brs); 7,93 (1H
t); 7,83 (1H, t).

ETun 6,7-gnxnop-4-xnop-3-xiHoniHkapbokcunar

3aronoBHy crnomnyky oTpMMyBanu, sik no cyTi onu-
caHo Burke, et al. J. Med. Chem, 36(1993)425-432.

6,7-Aunxnop-4-xnop-3-xiHoniHkapbokcamig

'"H AMP (OMCO-d6): & 8,94 (1H, s); 8,47 (2H, d);
8,27 (1H, brs); 8,06 (1H, brs).

Hadptun
XiHomniHkapbokcunar.

3aronoBHy crnomnyky OTpMMyBanu, sik no cyTi onu-
caHo Burke, et al. J. Med. Chem, 36(1993)425-432.

6-MeTokcu-4-xnop-3-xiHoniHkapbokcamig

'H AMP (OMCO-d6): d 8,70 (1H, s); 8,17 (1H,
brs); 8,04 (1H, d)- 7,92 (1H, brs); 7,56 (1H, dd); 7,52
(1H, d); 3,97 (3H, s).

Mpuknag 87

4-(4-dnyop-2-meTunaHiniHo)-6-meTokcn-3-
xiHoniHKapbokcamig

Cymiw  4-cpnyop-2-meTtunaninidy (0,025mmons),

7-meToKcu-4-xnop-3-

6-meTokCcK-4-xnop-3-
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6-MeToKCcU-4-xnop-3-xiHoniHkapbokcamigy
(0,025mmonb), 50mkn cymiwi 20% outoBa Kucno-
Ta/ETtaHon Ta 250MKkn eTaHony KUMN'ATAMKW nig 3BOpoT-
HUM XOnoAunbHUKOM NpoTAroMm 4 roauH. lNicna oxo-
NOMXEHHSI 00 KIMHATHOI TemnepaTypu pPO3YUMHHUK
BUOANSANM Y BakyyMmi

XIAT-MC m/z: 326 [MH+]

3aronosHi cnonyku npuknagis 88-179 otpumyBa-
nn cnocobom, aHanoriyHum crnocoby, onvcaHomy Yy
npuknagi 87.

Mpuknag 88

4-(4-Bbpom-2-meTunaHiniHo)-6-meTokcu-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 388 [MH+]

Mpuknag 89

4-(4-xnop-2-MeTurnaHiniHo)-6-MeTokeu-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 342 [MH+]

Mpuknag 90

4-(2,4-AnmeTnnaHiniHo)-6-meTokcu-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 322 [MH+]

Mpuknag 91

6-MeTokcu-4-(4-MeToKCU-2-MeTUnNaHiniHo)-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 338 [MH+]

Mpuknag 92

4-(4-Tippokcn-2-meTunaHiniHo)-6-meToken-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 324 [MH+].

Mpuknag 93

4-(2-bpomaHiniHo)-6-meTokcu-3-
xiHoniHkapbokcamig

XIAT-MC m/z: 374 [MH+]

Mpuknag 94

4-(2,4-AnmeToKCiaHiniHo)-6-MmeToKCH-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 354 [MH+]

Mpuknag 95

6-MeTokcu-4-(2-meToKCiaHiniHo)-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 324 [MH+]

Mpuknag 96

4-(2-ETokciaHiniHo)-6-meToKkcu-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 338 [MH+]

Mpuknag 97

4-(2-ETnnaHiniHo)-6-meToKkcu-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 322 [MH+].

Mpuknag 98

6-MeTokcu-4-(2-TonyignHo)-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 308 [MH+]

Mpuknag 99

6-MeTokcu-4-[2-(MeTnncynbdaHin)aHiniHo]-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 340 [MH+]

Mpwuknag 100

4-(4-Bpom-2-MeTunaHiniHo)-6,7-gMMeToKCuK-3-
xiHoniHkapbokcamig

XIAT-MC m/z: 417 [MH+]

Mpuknag 101

4-(4-xnop-2-MeTUNaHiniHo)-6,7-4MMeToKCH-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 372 [MH+]
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Mpuknag 102
4-(2.4-OnmeTnnaHiniHo)-6.7-gumeToKcun-3-

XiHoniHkap6okcamig

XIAT-MC m/z: 352 [MH+]
Mpuknag 103
6,7-AumeToKcn-4-(4-MEeTOKCU-2-METUNAHINIHO)-3-

XiHoniHkapbokcamig

XIAT-MC m/z: 368 [MH+]
Mpuknag 104
4-(2-bpoM-4-meTunaHiniHo)-6,7-AMMeToKcu-3-

XiHoniHkap6okcamig

XIAT-MC m/z: 417 [MH+]
Mpuknag 105
4-(2-bpom-4-cbriyopaHiniHo)-6,7-aumeToken-3-

XiHoniHKkapbokcamig

XIAT-MC m/z: 421 [MH+]
Mpuknag 106
4-(2,4-OnmeToKCiaHiniHO)-6,7-auMeTOKCK-3-

XiHoniHkap6okcamig

XIAT-MC m/z: 384 [MH+]
Mpuknag 107
4-(4-dnyop-2-MeTUNaHinNiHo)-7-MeToKCK-3-

XiHoniHkapbokcamig

XIAT-MC m/z: 326 [MH+]
Mpuknag 108
4-(4-BpoM-2-MeTuUNaHiniHo)-7-MeToKcu-3-

XiHoniHkap6okcamig

XIAT-MC m/z: 388 [MH+]
Mpuknag 109
4-(4-xrop-2-MeTUIaHiniHo)-7-MeToKeK-3-

XiHoniHKkapbokcamig

XIAT-MC m/z: 342 [MH+].
Mpwuknag 110
4-(2,4-AvmeTunaHiniHo)-7-MmeTokcu-3-

XiHoniHkap6okcamig

XIAT-MC m/z: 322 [MH+]
Mpuknag 111
7-MeTokcu-4-(4-MeToKen-2-MeTunaHiniHo)-3-

XiHoniHKapbokcamig

XIAT-MC m/z: 338 [MH+]
Mpuknag 112
4-(4-Tippokcn-2-MeTunaHiniHo)-7-MeTokeu-3-

XiHoniHkap6okcamig

XIAT-MC m/z: 324 [MH+]
Mpuknag 113
4-(2-bpomaHiniHo)-7-meTokeu-3-

XiHoniHKapbokcamig

XIAT-MC m/z: 374 [MH+]
Mpuknag 114
4-(2-bpoM-4-meTunaHiniHo)-7-meToKcu-3-

XiHoniHkap6okcamig

XIAT-MC m/z: 388 [MH+]
Mpuknag 115
4-(2-Bbpom-4-cbryopaHiniHo)-7-meTokcmn-3-

XiHoniHKapbokcamig

XIAT-MC m/z: 390 [MH+]
Mpuknag 116
4-(2,4-OnmeToKCiaHiniHo)-7-MeToKCK-3-

XiHoniHkap6okcamig

XIAT-MC m/z: 354 [MH+]
Mpuknag 117
6,7-Ounxnop-4-(4-meToKCU-2-MeTUNaHiniHo)-3-

xiHoniHKapbokcamig

XIAT-MC tn/z: 376 [MH+]
Mpuknag 118
6,7-Ounxnop-4-(2,4-AMMeTOoKCiaHiniHo)-3-
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xiHoniHkapbokcamig

XIAT-MC m/z: 392 [MH+]

Mpuknag 119

4-(2-ETnnaHiniHo)-3-xiHoniHkapbokcamig

XIAT-MC m/z: 292 [MH+]

Mpuknag 120

4-(2-TonyiguHo)-3-xiHoniHkapbokcamia

XIAT-MC m/z: 278 [MH+]

Mpuknag 121

4-[2-(MeTuncynbdaHin)aniniHo]-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 310 [MH+]

Mpuknag 122

4-(2-EToKCiaHiniHO)-6,7-anmeToKcK-3-
XiHoniHKapbokcamig

XIAT-MC m/z: 368 [MH+]

Mpuknag 123

4-[2-(TigpokcmeTnn)aHiniHol-6,7-oumeTokcmn-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 354 [MH+]

Mpuknag 124

4-(2-ETvnaHiniHo)-6,7-gumeTokcmn-3-
xiHoniHKapbokcamig

XIAT PX/MC m/z: 352 [MH+]

Mpuknag 125

6,7-OumeTokcmn-4-(2-TonyigmHo)-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 338 [MH+]

Mpuknag 126

6,7-OnmeTokcmn-4-[2-(meTuncynbsdaHin)aHiniHo)-
3-xiHoniHkapbokcamig,

XIAT-MC m/z: 370 [MH+]

Mpuknag 127

4-(2,4-AnbpomaHiniHo)-6,7-gumeTokcu-3-
XiHoniHkapbokcamig

XIAT-MC m/z 481 [MH+]

Mpuknag 128

7-MeTokcu-4-(2-meTokCiaHiniHo)-3-
xiHoniHkapbokcamig

XIAT-MC m/z: 324 [MH+]

Mpuknag 129

4-(2-ETOKCiaHiniHO)-7-meToKCK-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 338 [MH+]

Mpuknag 130

4-[2-(AmiHokapOOHin)aHiniHoJ-7-meTokcmn-3-
xiHoniHkapbokcamig

XIAT-MC m/z: 337 [MH+].

Mpuknag 131

4-(2-ETnnaHiniHo)-7-meTokcu-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 322 [MH+]

Mpuknag 132

7-meToKCu-4-(2-TonyignHo)-3-
xiHoniHkapbokcamig

XIAT-MC m/z: 308 [MH+]

Mpuknag 133

7-MeTokcu-4-[2-(MeTuncynbdaHin)aHiniHo]-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 340 [MH+]

Mpuknag 134

6,7-Onxnop-4-(2-meTokciaHiniHo)-3-
xiHoniHkapbokcamig

XIAT-MC m/z: 361 [MH+]

Mpuknag 135

6,7-Ounxnop-4-(2-eTunaHiniHo)-3-
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xiHoniHkapbokcamig

XIAT-MC m/z: 360 [MH+]

Mpuknag 136

6,7-Aunxnop-4-[2-(MmeTuncynbgaHin)aHiniHo]-3-
xiHoniHkapbokcamig

XIAT-MC m/z: 378 [MH+]

Mpuknag 137

4-(2,5-OnmeTnnaHiniHo)-6,7-gumeTokcmn-3-
XiHoniHKkapbokcamia.

XIAT-MC m/z: 352 [MH+]

Mpuknag 138

4-(5-®nyop-2-meTunaHiniHo)-6,7-AumeToken-3-
XiHoniHKkap6okcamig,.

XIAT-MC m/z; 356 [MH+]

Mpuknag 139

4-(5-xrop-2-MeTunaHiniHo)-6,7-gumeTokcmn-3-
XiHoniHKkapbokcamia.

XIAT-MC m/z: 372 [MH+]

Mpuknag 140

4-(3-Pnyop-2-meTunaHiniHo)-6,7-aumeTokeu-3-
XiHoniHKkap6okcamig,.

XIAT-MC m/z: 356 [MH+]

Mpuknag 141

4-(4-Tippokcu-2,5-anmeTnnaHinido)-6,7-
ANMETOKCK-3-XiHoniHKapbokcamig.

XIAT-MC m/z: 368 [MH+]

Mpuknag 142

4-(2-Tippokcn-4-meTunaHiniHo)-6,7-aumMeTokcun-3-
XiHoniHKkap6okcamig,.

XIAT-MC m/z: 354 [MH+]

Mpuknag 143

4-AHiniHo-6,7-anmeToKcK-3-xiHoniHkapbokcamig,

XIAT-MC m/z: 324 [MH+]

Mpuknag 144

4-(4-xnop-2-cnyopaHiniHo)-6,7-dumeTokcun-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 375 [MH+]

Mpuknag 145

4-(2-®nyopaHiniHo)-6,7-gumeTokcmn-3-
XiHoniHKapbokcamig

XIAT-MC m/z: 341 [MH+]

Mpuknag 146

4-(2,6-AndnyopaHiniHo)-6,7-gumeTokcun-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 359 [MH+]

Mpuknag 147

4-(3-BpomaHiniHo)-6,7-aumeTokcn-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 401, 403 [MH+]

Mpuknag 148

4-(3-dnyopaHiniHo)-6,7-anmeTokcn-3-
XiHoniHkap6okcamig XIAT-MC m/z: 341 [MH+] Mpwuk-
nag 149

6,7-AumeTokcn-4-(4-MeToKCiaHiniHo)-3-
XiHoniHKapbokcamig

XIAT-MC m/z: 337 [MH+]

Mpuknag 150

4-(3-xnopaHiniHo)-6,7-gumeToKcu-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 357 [MH+]

Mpuknag 151

4-(2-xnopaHiniHo)-6,7-gumeToKcun-3-
xiHoniHKapbokcamig

XIAT-MC m/z: 357[MH+]

Mpuknag 152

4-[3-(AueTunamiHo)aHiniHo]-6,7-aMmMeToKcu-3-
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XiHoniHKapbokcamig,

XIAT-MC m/z: 380 [MH+]

Mpuknag 153

4-(2,5-AndnyopaHiniHo)-6,7-gumeTokcun-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 359 [MH+]

Mpuknag 154

4-(1H-Inpon-5-inamiHo)-6,7-gumeTokcn-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 363 [MH+]

Mpuknag 155

4-(1H-Inpason-5-inamiHo)-6,7-aumeToKken-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 364 [MH+]

Mpuknag 156

4-(1H-Inpa3on-6-inamiHo)-6,7-anmeToKeu-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 364 [MH+]

Mpuknag 157

4-(2,4-OndnyopaHiniHo)-6,7-gnumeTokcmn-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 359 [MH+]

Mpuknag 158

4-(2-®nyop-4-meTunaHiniHo)-6,7-auMeTokcu-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 356 [MH+]

Mpuknag 159

4-(2,4-pnxnopaHiniHo)-6,7-AMMeToKCen-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 391, 393 [MH+]

Mpuknag 160

4-(2,5-OnxnopaHiniHo)-6,7-aMmeTokcn-3-
xiHoniHkapbokcamig

XIAT-MC m/z: 391, 393 [MH+]

Mpuknag 161

4-[2-(2-TppokcieTun)aHiniHol-6,7-4MMeToKCu-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 368 [MH+]

Mpuknag 162

4-(3-xnop-4-cnyopaHiniHo)-6,7-gumMeTokcu-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 375 [MH+]

Mpuknag 163

6,7-AnmeTokcn-4-[3-(MeTuncynbdaHin)aHiniHo]-
3-xiHoniHkapbokcamig,

XIAT-MC m/z: 370 [MH+]

Mpuknag 164

6,7-OnmeTokcmn-4-(2-meToKen-5-meTunaHiniHo)-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 368 [MH+]

Mpuknag 165

4-[4-(OnmeTnnamiHo)aHiniHo]-6,7-gumeTokcmn-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 367 [MH+]

Mpuknag 166

6,7-OnmeTokcmn-4-[4-(meTuncynbdaHin)aHiniHo)-
3-xiHoniHkapbokcamig

XIAT-MC m/z: 370 [MH+]

Mpuknag 167

4-[4-(2-TgpokcieTnn)aHiniHo]-6,7-4MMeToKcu-3-
xiHoniHkapbokcamig

XIAT-MC m/z: 368 [MH+]

Mpuknag 168

4-(3-Tigpokcun-4-meToKCiaHiniHo)-6,7-auMeToKCU-
3-xiHoniHkapbokcamig

XIAT-MC m/z: 370 [MH+]
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Mpuknag 169

4-(2,3-pgnxnopaHiniHo)-6,7-aMmeToKcn-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 391 [MH+]

Mpuknag 170

6,7-AnmeTokcn-4-(2,3,4-TpudhnyopaHiniHo)-3-
XiHoniHkapbokcamig

XIAT-MC m/z: 378 [MH+]

Mpuknag 171

6,7-OumeTokcun-4-(3-TonyigmHo)-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 338 [MH+].

Mpuknag 172

4-(2-Tigpokcn-4-meTunaHiniHo)-6,7-aumMeTokcun-3-
XiHoniHKkapbokcamig

XIAT-MC m/z: 354 [MH*]

Mpuknag 173

4-(2-®nyop-4-rigpokciaHiniHo)-6,7-anMeTokcu-3-
XiHoniHkap6okcamig XIAT-MC m/z: 358 [MH+]

Mpuknag 174

4-[2-(TigpokcumeTnn)-4-meTnnamiHol-6,7-
anmeTokcu-3-xiHoniHkapbokcamia

XIAT-MC m/z: 368 [MH+]

Mpuknag 175

4-(2-xnop-4-cnyopaHiniHo)-6,7-anMeToKcu-3-
XiHoniHkap6okcamig

XIAT-MC m/z: 375 [MH+]

Mpuknag 176

4-(2-Pnyop-5-meTunaHiniHo)-6,7-aumeTokeu-3-
XiHoniHKapbokcamig

XIAT-MC m/z: 356 [MH+]

Mpuknag 177

4-[(2-UiaHodeHin)amiHo]-6,7-AMMETOKCUXIHOTMIH-
3-kapbokcamig

XIAT-MC m/z: 349 [MH+]

Mpuknag 178

4-[(2,5-AndnyopdeHrin)amiHol-6,7-
OMMETOKCUXiHONMIH-3-kapbokcamia

XIAT-MC m/z: 360 [MH+]

Mpuknag 179

4-(1H-iHgon-5-inamiHo)-6,7-AMMETOKCUXIHONMIH-3-
kapbokcamig

XIAT-MC m/z: 363 [MH+].

Mpwuknag 180

6,7-Onxnop-4-(2-meTunaHiniHo)-3-
XiHomniHKkapBokcamig,.

6,7-Ounxnop-4-(2-meTunaHiniHo)-3-
XiHoniHKapbokcamig,.

Cymiw  eTtun-6,7-amxnop-4-(2-MmeTunaxiniHo)-3-
xiHoniHkap6okcunaty (0,050r, mmonb) Ta NH4CI rpinu
y nocyauHi nig Tuckom 3 NHsz-Hacu4yeHnm metaHonom
npotsirom 5 pgi6. Cymiw BunaproBanu Ta 3anuiok
nepekpucTanizoByBanu 3 eTaHony.

'"H AMP (OMCO-d6): & 10,9 (1H, B); 9,0 (1H, s);
8,3 (1H, brs); 8,1 (1H, s); 7,7 (1H, brs); 7,6 (1H, s);
7,6 (1H, dd); 7,2 (2H, m); 6,6 (1H, dd); 2,27 (3H, s).

Mpuknag 181

4-(2,3-Avrigpo-1H-iHaeH-1-inamiHo)-6,7-
OumeTtokeu-3-xiHoniHkapbokcamig

Cymiw 4-xnop-6,7-AumeToKcn-3-
XiHoniHkapbokcamigy  (0,066r,  0,25mmons), 1-
amiHoiHaaHy (0,66wmr, 0,50mmoneb), 2-6ytaHony (2mn),
anveTtundopmamigy (2mn) rpinu npotarom 48 roguH
npu 100°C. MNicns OXONOMKEHHST PO3YMH 3MEHLLYBanu
3a 00'eMOM BuNaploBaHHAM. 3anuLIOK PO3YMHSNN Y
BoAi (3mn) Ta 06pobnanu BogHUM amiakom. TBepaun
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NPOAYKT BiAdiNbLTpoBYBanu, nNpomMmBann BOAOK, CY-
wunn Ha nositpi npotsarom 0,5 roguH, npomuBanu
3HOB renTaHoOM Ta CyLWnuW. 3anuLIoK ouYnLanu Xpo-
mMaTtorpadgieto Ha cunikareni (guxnopmetan/MeOH),
oTpumytoun 63wmr, (70%) 3arornoBHOi cnonyku sik 6Gi-
N TBEPAMIA MaTepian.

'H AMP (OMCO-d6): & 8,74 (1H, d); 8,63 (1H, s);
8,05 (1H, brs); 7,55 (1H, s); 7,35 (1H, brs); 7,30-7,1-4
(5H, m); 5,46 (1H, q); 3,89 (3H, s); 3.S3 (3H, s); 2,99-
2,91 (1H, m); 2,88-2,76 (1H, m); 2,62-2,52 (1H, m);
1,02-0,91 (1H, m). XIAT-MC m/z: 364,1 [MH+]

3aronosHi crnonyku npuknagis 182-183 otpumy-
Banu cnocobom, aHanoriyHum crnocoby, onmcaHomy y
npuknaai 181.

Mpuknag 182

6,7-AnmeTokcn-4-{[2-
(TpndbnyopmeTunn)6eH3unn]amiHo}-3-
XiHoniHkapbokcamig

'H AMP (OMCO-d6): 5 8,91 (1H, t); 8,59 (1H, s);
7,98 (1H, brs); 7,75 (2H, T); 7,68 (1H, t); 7,51 (1H, t);
7,34 (1H, brs); 7,25 (1H, s); 7,21 (1H, s); 4,91 (2H, d)
3,88 (3H, s); 3,51 (3H, s). XIAT-MC m/z: 406,1 [MH+]

Mpuknag 183

6,7-OumeTokcun-4-[(1-cpeHinetTun)amiHo]-3-
XiHoniHkapbokcamig

'"H AMP (OMCO-d6): 5 9,40 (1H, d); 8,66 (1H, s);
8,06 (1H, brs); 7,43-7,35 (2H, T); 7,30 (2H, t); 7,18-
7,22 (2H, 1); 7,14 (1H, s); 5,18 (1H, T); 3,83 (3H, s);
3,45 (3H, s); 1,52 (3H, d). XIAT-MC m/z: 352,1 [MH+].

Mpuknag 184

4-(3-TigpokcumeTun-2-mMmeTnnaHiniHo)-3-
XiHoniHkap6okcamig

a) Hietun
inamiHo)MeTuneH]manoHat

Oietun  2-(eTtokcumeTtuneH)mvanoHaTt  (4,1mn,
20,3mmornb) 3,4-meTuneHaiokciaHiniH (2,77r,
20,2mmonb) nepemiwysanu nig asotom npu 120°C
npotsarom 2,5 rognH. PeakuiiHy cymill oxonomxysa-
v Ta gopasanu etanon. Ocag 36upanu dinbTpadieto
Ta nepekpucTanioByBanu 3 eTaHomny, OTPUMYYU
3aronosHy crnonyky (3,52 r, 56%)

'"H AMP (OMCO-d6): & 10,67 (1H, 4/13,9 Tu);
8,28 (1H, d, J 13,9 T'u); 7,12 (1H, d, J 2,2 I'y); 6,91
(1H, d, J 8,3 T'u); 6,81 (1H, dd, J 8,4 Ta 2,3 I'u); 6,04
(2H, s); 4,19 (2H, q, J 7,1 Tu); 4,10 (2H, q, J 1,1 Tu);
1,25 (3H,t, J 1,1 Tu); Ta 1,23 (3H, t, J 7,2 T'w).

2-[1,3-6eH3oaiokcon-5-

b) ETtun 4-xnop-6,7-meTuneniokcn-3-
xiHoniHkapbokcmunat
Lietnn 2-[1,3-6eH3opaiokcon-5-

inamiHo)meTuneH]manoHat (3,25r, 11,6mMmonb) pos-
YnHanu y POCI; (60mn) Ta rpinu nig 3BOPOTHUM XO-
NOAMNBHUKOM NpOTAroM 4,5 roguH, oXonomxysanu Ta
cniBBunNapioBanu Agidi 3 TOnyonom. 3anuuoK Ccy-
crneHagyBanu y nbOAsiIHOMY HacUYeHOMY PO34MHI rig-
pokapboHaTy HaTpito Ta ocag 306upanu ginbTpauieto,
npomMuBanu BOAOK Ta CyLUMMM, OTPUMYKOYM 3aroroB-
Hy cnonyky (3,01r, 95%).

'"H AMP (OMCO-d6): 5 8,92 (1H, s); 7,64 (1H, s);
7,49 (1H, s); 6,33 (2H, s); 4,40 (2H, q, J 7,1 Ty) Ta
1,36 (3H, t, J 7,1 T'u). XIAT-MC m/z: 279,9 [MH+]

C) 4-xnop-6,7-meTuneHaiokcu-3-
xiHoniHkap6oHoBa kucnota
Etun 4-xnop-6,7-meTuneHaiokcn-3-

xiHoniHkapbokcunat (1,54r, 5,5Mmonb) cycneHayBa-
nn y cymiwi etaHony (25 mn), TeTparigpodypaHy
(5Mn1) Ta BogHoro 2M NaOH (25mn) Ta nepemiwysa-
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NN NpY 30BHILWHIKA TemnepaTypi NPOTAroM 2 roguH.
Peakuiiny cymiw Hentpanidysanu 1M BogHoto HCI Ta
OpraHiyHi PO3YMHHMKM BUNaptoBann Mig 3HWKEHUM
TnckoM. Micns nigkucnernHsa go pH 2-3 1M HCI yTtBo-
peHu ocapg Buainanu ueHTpudyrysaHHaMm. Ocap
pecycrneHayBanu y Bodi Ta UeHTpudyryBanu 3HOB.
Lle nosToptoBanu ABidi, OTPMMYKOYM MNICRSA CYLLKW 3a-
ronosHy cnonyky (1,25r, 90%)

'"H AMP (OMCO-d6): & 13,71 (1H, bs); 8,93 (1H,
s); 7,63 (1H, s); 7,47 (1H, s) Ta 6,32 (2H, s).

d) 3-x1op-6,7-meTuneHgiokcn-3-
XiHoniHkap6okcamig,

4-xnop-6,7-meTuneHaiokeun-3-xiHoniHkapboHoBy
kucnoty (0,68r, 2,7mMMonb) cycneHayBanu y TiOHInXx-
nopugi (30mn) Ta cymiw rpinv nig 3BOPOTHUM XOrO-
OUnbHUKOM npoTtsarom 1 rogwH Ta gani cniseBunapto-
Banu 3 TofyonoMm. 3anuwoKk cycrneHaysanu |y
nboAstHoMy aueToHi (25mn) Ta o6pobnsnu oxorno-
AXEHUM NbOAOM Hacu4YeHWM BOOHUM PO34YMHOM amia-
Ky (28%, 2mn) nopuismu npu 0°C. PeakuinHy cymiw
nepewmiwysanu npu 0°C npotaroMm 2 xBUnvH Ta Aani
dinbTpyBanu. Teepann martepian npoMuBanu BOAOK
Ta Cywwunun, oTpUMYyKUM 3aronioBHy cronyky (501mr,
74%}.

H AMP (OMCO-d6): & 8,63 (1H, s); 8,10 (1H,
bs); 7,84 (1H, s); 7,56 (1H, s); 7,46 (1H, s) Ta
6,30(2H, s).

e)4-(3-MgpokcnmeTnn-2-meTmnaHiniHo)-3-
XiHoniHkap6okcamig,

CymiL 3-xnop-6,7-meTuneHaioken-3-
xiHomniHkap6okcamigy (106mr, 0,42mmonsk); 3-amiHO-2-
meTunbeHsunosoro cnupty (72mr, 0,52mMMmonb) Ta
outoBoi kucrnotn (100 mkn) y gumetundopmamigi
(2mn) rpinu npu 100°C npoTtsirom 6 roguH. lMicnsa oxo-
No[XeHHs cymiw po3baensnu Bogoto (20mn) Ta npo-
MuBanu ABivi eTunauetatom. BoaHy a3y nignyxy-
Barm 1M NaOH Tta yTtBOpeHun ocap 36upanu
inbTpauieo, NnpoMMBanu BOAOK Ta CyLUMMKW, OTPU-
MyouM 3aronosHy cnonyky (113mr, 75%).

'H AMP (OMCO-d6): & 10,47 (1H, s); 8,86 (1H,
s); 8,30 (1H, s); 7,64 (1H, s); 7,26 (1H, s); 7,13 (1H,
d, J7,3 T'u); 7,00 (1H, t, J 7,7 T'w); 6,66 (1H, s); 6,49
(1H, d, J 7,8 Tu); 6,11 (2H, s); 5,14 (1H, bs); 4,56
(2H, s) Ta 2,28 (3H, s). XIAT-MC m/z: 352,1 [MH+]

Mpuknag 185

9-(3-TgpokcumeTnn-2-mMmeTunaHiniHo)-2,3-
avrigpo[1,4]aiokcuHo[2,3g]xiHoniH-8-kapbokcamig

a) ETtun 9-xnop-2,3-
avrigpo[1,4]piokcuHol2,3g]xiHoniH-8-kapbokcunar

Oietun  2-(eTokcumeTuneH)manoHat  (4,1mn,
20,3mMmonb) Ta 2,3-gurinpo-1,4- 6eH304i0KCUH-6-aMiH
(2,48mn, 20,2mmonb) nepemillysanu nig asoTom npu
120°C npoTsarom 4 roguH Ta peakuiiHy cymiw gani
BMNaptoBanu nig 3HwkeHum Tuckom. Cupun gietnn 2-
[2,3-aurigpo-1,4-6eH304i0KCUH-6-
inamiHo)meTuneH]manoHat po3unHsaim y POCI; Ta
rpinv nig, 3BOPOTHUM XOMNOAWUNBHUKOM MpPOTAroMm 5
roguH Ta cymiw dani cnisevMnaptoBany 3 TOMYOMOM.
3anuLWoK PO3YMHSNN Yy METUNEHXIIOPUAI Ta NpoMu-
Ban® Hacv4yeHWM PO34MHOM rigpokapboHaTy HaTpito
Ta BOAOI0, Cylunnm cynbgaToM HaTpito, dinbTpyBanm
Ta BuMapoBanu. 3anuwIoK KpucTanisyBanum 3 meTa-
Hony-Boau, oTpumytoumn 3,5 r cuporo Npoaykry. MNepe-
KpucTanisauisa 3 MeTaHony-Boau Ta nig KiHeub 3 Me-
TaHony ganuv 3aronosHy cnonyky (1,14r, 19%).

'"H AMP (OIMCO-d6): & 8,93 (1H, s); 7,65 (1H, s);
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7,51 (1H, s); 4,49-4,42 (4H, T); 4,40 (2H, q J 7,1 Tw)
Ta 1,36 (3H, t J 7,1 'y). XIAT-MC m/z: 293,9 [MH+]

b) 9-xnop-2,3-gurigpo[1,4]aiokcmHo[1,3g]xiHOMiH-
8-kapboHOBa KucnoTa

Etun 9-xnop-2,3-
avrigpo[1,4]piokcuHo[2,3g]xiHoniH-8-kapbokeunar
(1,1r, 3,7mMMoOnb) po3unHANN y cymilli eTaHony (20mn)
Ta TeTparigpodypary (5mn). BogHun NaOH (2M, 20
M) goaasanu. licna nepemillyBaHHsi MpyU 30BHILLHIN
Temnepatypi NpoTarom 1 roguH 45 XBUNWH peakuinHy
cymiw nigkucniosanu 1M HCI. OpraHivHi po34nMHHMKM
BMMaptoBanu nig 3HWXEHUM TUCKOM Ta CUPUIA NPOAYKT
BUAINANN LeHTpudyryBaHHaM. [licna aekaHTyBaHHSA
ocag pecycneHgoyBanu y BOAiI i UeHTpudyrysanu
3HOB. Lle noBToptoBanu Agidi Ta ocag nig KiHeub Cy-
LLUXIIM, OTPUMYIOYM 3aronoBHy cnonyky (0,65r, 65%).

'H AMP (OMCO-d6): 5 13,78 (1H, bs); 8,94 (1H,
s); 7,66 (1H, s); 7,51 (1H, s) Ta 4,45 (4H, s).

c) 9-xnop-2,3-aurigpo[1,4]aiokcnHo[1,3g]xiHOMiH-
8-kapbokcamig9-xnop-2,3-
avrigpo[1,4]aiokcuHo[1,3g]xiHoniH-8-kapboHoBY  KuC-
noty (0,61r) y TioHinxnopuai (30mn) rpinu nig 3sopo-
THUM XONOAMITbHUKOM MPOTAroM 3 roAvH Ta peakuin-
Hy cymiWw Jdani cnisBuNaptoBanu 3  TOMYOSNOM.
3anuwok cycrneHayBanu |y fbOASHOMY — aLETOHi
(25mn) Ta 06pOONANN OXONOAXKEHUM NBbOAOM Hacw-
YEeHUM BOAHUM PO34MHOM amiaky (28%, 1,5mn) nop-
uismn npu 0°C. PeakuinHy cymiw nepemiwlysanu npu
0°C npoTtsrom 2 xsunvH Ta gani ginbtpyBanu. Teep-
AV matepian npomuBany BOAOK Ta CyLUMIWU, OTpu-
MyluM cnabko 3abpygHeHy 3arofioBHY  CMOMyKY
(435mr, 71%). 3 BogHoOro inbTpaTy ocazxysBaracs
JofaTkoBa 3aronoBHa cronyka (91mr), sika 6yna goc-
TaTHbO YMCTOIO A1 BUKOPUCTAHHSA 6€3 OUNCTKM.

'H AMP (OMCO-d6): d 8,64 (1H, s); 8,10 (1H,
bs); 7,85 (1H, bs); 7,58 (1H, s); 7,50 (1H, s) Ta 4,40
(4H, s). XIAT-MC m/z: 265,0 [MH+]

d) 9-(3-TgpokcumeTnn-2-MeTuUnaHiniHo)-2,3-
avrigpo[1,4]aiokcuHo[2,3g]xiHoniH-8-kapbokcamig

CymiLu 9-xnop-2,3-
avrigpo[1,4]giokcuHo[1,3g]xiHoniH-8-kapbokcaminy
(0,090r, 0,34mMMonb), 3-amiHO-2-MeTUNGEH3UNOBOro
cnvpty (0,058r, 0,45MMmonb) Ta OUTOBOI KUCROTH
(80mkn) y aummetundopmamigi (1,6mn) rpinu npu
100°C npotarom 3 roguH. lMicns 0XONomKeHHsT CymiLu
posbasnanu Bogoto Ta nmianyxysanu 1M NaOH. Me-
TaHoON gofaBanu Ta CyMill rpinv 4o 4acTKOBOro pos-
YMHEHHSA nunkoro ocagy. llicna oxonomkeHHA ocaj
36upanu inbTpauielo, NpoMMBany BoOAOK Ta CyLUu-
11, OTPMMYIOYM 3aronoBHy crnonyky (98wmr, 75%).

'H AMP (OMCO-d6): 5 10,78 (1H, s); 8,85 (1H,
s); 8,27 (1H, bs); 7,61 (1H, bs); 7,26 (1H, s); 7,17
(1H, d, J 7,4 Tw); 7,03 (1H, t, J 7,6 Tw); 6,79 (1H, s);
6,59 (1H,d J 7,9 Tw); 5,17 (1H, t, J 5,2 'u); 4,57 (2H,
d, J 5,2 Tu); 4,31 (2H, s); 4,21 (2H, s) Ta 2,27 (3H, s).
XIAT-MC m/z: 366,1 [MH+]

3aronosHi crnonyku npuknagis 186-195 otpumy-
Banu cnocoboM, aHanoriyHum crnocoby, onucaHomy y
npuknagi 3.

Mpuknag 186

4-[(2-eTundeHin)amiHo]-7-meTokeu-6-[2-
(nponinamiHo)eTokcu]xiHoniH-3-kapbokcamig,

XIAT-MC m/z: 423 [MH+]

Mpuknag 187

6-[2-(eTunamino)eTokcu]-4-[(2-eTundpeHin)amiHo]-
7-MeToKCcUxiHoNiH-3-kapbokcamifg,
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XIAT-MC m/z: 409 [MH+]

Mpuknag 188

6-[2-(i3onponinamiHo)eTokcu]-7-meTokcun-4-[(3-
METOKCU-2-MeTUNEHIn)amiHo]xiHoniH-3-kapbokcamig

XIAT-MC m/z: 439 [MH+]

Mpuknag 189
6-[2-(anmeTnnamiHo)etokcn]-4-{[2-eTnn-3-
(rinpokcmmeTnn)deHin]amiHo}-7-MeTOKCMXiHONMIH-3-

kapbokcamigy Gic(TpudnyopaveraT)

XIAT-MC m/z: 667 [MH+]

Mpuknag 190

6-[3-(aieTunamiHo)nponokcu]-4-{[3-
(nopokcumeTunn)-2-metundeHinjamiHo}-7-
METOKCUXiHOMiH-3-kapbokcamig

XIAT-MC m/z: 467 [MH+]

Mpuknag 191

4-{[2-eTun-3-(rigpokcnumeTun)deHinlamiHo}-7-
MeTOoKcK-6-[2-(MeTunai\niHo)eTokcu]xiHoniH-3-
kapbokcamig

XIAT-MC m/z: 425 [MH+]

Mpuknag 192

4-[(2-eTundeHin)amiHo]-7-meToken-6-[3-
(nipnanH-4-inamiHo)nponokcu]xiHomiH-3-
kapbokcamigy bic(TpudnyopaveraT)

XIAT-MC m/z: 700 [MH+]

Mpuknag 193

4-[(2-eTundpeHin)amiHo]-7-meTokeu-6-[3-[(2-
aMiHO-2-0KCOeTWIT)aMiHO]NPOMOKCH]-XiHOMiH-3-
kapbokcamig

XIAT-MC m/z: 680 [MH+]

Mpuknag 194
4-[(2-eTundeHin)amiHo]-7-meToken-6-[3-(1H-
nipason-3-inamiHo)nponokcu]xiHoniH-3-kapbokcamigy

Tpudnyopauetar

XIAT-MC m/z: 575 [MH+]

Mpuknag 195

4-[(2-eTundeHin)amiHo]-7-meToken-6-[3-
(nipnanH-2-inamiHo )nponokcu]xiHomiH-3-
kapbokcamigy bic(TpudnyopaueTar)

XIAT-MC m/z: 700 [MH+]

3aronoBHy cnonyky npuknagy 196 otpumysanmu
cnocobom, aHanoriyHMm crnocoby, onvcaHomy y npu-
knagi 12.

Mpuknag 196

Etun 4-[(3-(amiHokapboHin)-4-{[2-eTnn-3-
(rinpokcmmeTnn)deHinjamiHo}-6-MeTOKCMXiHONIH-7-
in)okcn]OyTaHoaty TpudpnyopaveTart

XIAT-MC m/z: 597 [MH+]

3aronosHi crnonyku npuknagis 197-218 otpumy-
Banu cnocobom, aHanoriyHMm cnocoby, onncaHomy y
npuknagi 23

Mpwuknag 197

7-[3-(aieTunamiHo)nponokcu]-6-meTokeu-4-[(2-
MeToKcudeHin)amiHo]xiHoniH-3-kapbokcamig,

XIAT-MC m/z: 453 [MH+]

Mpuknag 198

7-[3-(eTunamino)nponokcul-6-meTokeu-4-{[2-
(TpndbnyopmeTun)deHinjamiHo}xiHomniH-3-
kapbokcamig

XIAT-MC m/z: 463 [MH+]

Mpuknag 199

7-[3-(eTunamino)nponokcu]-4-[(2-
eTundeHin)amiHo]-6-meTokcuxiHoniH-3-kapbokcamig

XIAT-MC m/z: 423 [MH+]

Mpwuknag 200

4-[(2-eTundpeHin)amiHo]-7-[3-
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(isonponinamiHo)nponokcu]-6-mMeToOKCUXiHONMIH-3-
kapbokcamig

XIAT-MC m/z: 437 [MH+]

Mpuknag 201

7-[3-(eTunamiHo)nponokcul-4-{[2-eTnn-3-
(rinppokcmmeTnn)deHin]amiHo}-6-MeToKCMXiHONIH-3-
kapbokcamig

XIAT-MC m/z: 453 [MH+]

Mpuknag 202

4-{[2-eTun-3-(rigpokcumeTun)deHin]amiHo}-6-
MeTOKCH-7-[3-(nponinamiHo)nponoKCu]XiHOMiH-3-
kapbokcamig

XIAT-MC m/z: 467 [MH+]

Mpuknag 203

7-[3-(anmeTnnamino)nponokeu]-4-[(2-
eTnndeHin)amiHo]-6-MeToKcMxiHONMIH-3-kapbokcaminy
bic(TpudnyopaueTar)

XIAT-MC m/z: 651 [MH+]

Mpuknag 204

4-[(2-eTundeHin)amiHo]-6-meToken-7-(3-
niponiavH-1-innponokcm)xiHoniH-3-kapbokcamigy
Oic(TpudcpnyopaveTar)

XIAT-MC m/z: 677 [MH+]

Mpwuknag 205

7-[3-(pieTunamiHo)nponokcu]-4-[(2-
eTundeHin)amiHo]-6-mMeTokcuxiHoNiH-3-kapbokcamigy
Gic(TpudnyopaveTar)

XIAT-MC m/z: 679 [MH+]

Mpuknag 206

4-[(2-eTundpeHin)amiHo]-6-meToken-7-(3-
ninepunanH-1-innponokcm)xiHoniH-3-kapbokcamigy
bic(TpudnyopaueTar)

XIAT-MC m/z: 691 [MH+]

Mpuknag 207

7-[3-(ammeTunamiHo)nponokcu]-4-{[2-etun-3-
(rigpokcmmeTun)deHin]amiHo}-6-MeToKCUXiHOMIH-3-
kapbokcamigy bic(Tpudnyopaverar)

XIAT-MC m/z: 681 [MH+]

Mpuknag 208
7-[3-(pieTunamiHo)nponokcu]-4-{[2-eTun-3-
(rinpokcmmeTnn)deHin]amiHo}-6-MeToKCMXiHONIH-3-

kapbokcamigy Gic(TpudnyopaveraT)

XIAT-MC m/z: 709 [MH+]

Mpwuknag 209

7-{3-[(2-eToKCieTnn)amiHo]nponokcu}-4-[(2-
eTundeHin)amiHo]-6-meTokcMxiHonMiH-3-kapbokcamia.

XIAT-MC m/z: 467 [MH+]

Mpuknag 210

4-[(2-eTundeHin)amiHol-6-meToken-7-(3-
ninepunamH-1-innponokcu)xiHoniH-3-kapbokcamig.

XIAT-MC m/z: 463 [MH+]

Mpuknag 211

4-[(2-eTundeHin)amiHo]-6-meToken-7-(3-
TiomoponiH-4-innponokcu)xiHoniH-3-kapbokcamia

XIAT-MC m/z: 481 [MH+]

Mpuknag 212

4-{[3-(rinppokcumeTnn)-2-MeTundeHinlamiHo}-6-
MeToKcu-7-(3-niponignH-1-innponokcm)XiHoniH-3-
kapbokcamig

XIAT-MC m/z: 465 [MH+]

Mpuknag 213

7-[3-(1,1-piokenpoTiomopdoniH-4-in)nponokcu]-4-
[(2-eTundoeHin)amiHo]-6-MeTOKCUXIHOMIH-3-
kapbokcamig

XIAT-MCm/z:513[MH+]

Mpuknag 214
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4-{[2-eTun-3-(rigpokcumeTnn)deHinlamiHo}-6-
MeToKcK-7-(3-niponignH-1-innponokcu)XiHomMiH-3-
kapbokcamig

XIAT-MC m/z: 479 [MH+]

Mpuknag 215

4-{[2-eTun-3-(rigpokcnumeTnn)deHrin]amiHo}-6-
MeTOKCU-7-(3-ninepuanH-1-innponoKcu)XiHoMiH-3-
kapbokcamig

XIAT-MC m/z: 493 [MH+]

Mpuknag 216

4-{[3-(rippokcMmeTnn)-2-MeTuUndeHinlamiHo}-7-
[3-(3-rinpokcmninepunamnH-1-in)nponokcu]-6-
MeTOKCUXiHOMiH-3-kapbokcamia

XIAT-MC m/z: 495 [MH+]

Mpuknag 217

4-{[2-eTun-3-(rigpokcumeTnn)deHin]amiHo}-6-
meTtokcu-7-[3-(1H-1,2,4-Tpnaszon-1-
in)nponokcm]xiHoniH-3-kapbokcamigy
bic(TpndnyopaueTar)

XIAT-MC m/z: 705 [MH+]

Mpuknag 218

7-(3-asenaH-1-innponokcu)-4-[(2-
eTundeHin)amiHo]-6-meTokcuxiHoniH-3-kapbokcamizg

XIAT-MC m/z: 477[MH+]

3aronoBHi crnonyku npuknagis 219-222 otpumy-
Banu cnocobom, aHanoriyHum crnocoby, onucaHomy y
npuknagi 87.

Mpuknag 219

6,7-OnmeTokcn-4-{[2-
(meTunTio)deHin]amiHo}XiHONiH-3-
kapbokcamigyTpudnyopaueTart

XIAT-MC m/z: 484[MH+]

Mpuknag 220

6,7-aMmeTtokcn-4-[(4-meTokeu-2-
MeTundeHin)amiHo]xiHoniH-3-
kapbokcamigTpudnyopavetat

XIAT-MC m/z: 482[MH+]

Mpuknag 221

4-{[2-6pom-3-(rigpokcumeTun)deHin]amiHo}-6,7-
ONMETOKCUXiHONMIH-3-kapbokcamia

XIAT-MC m/z: 433[MH+]

Mpuknag 222

4-{[2-eTun-3-(rigpokcumeTnn)dpeHinlamiHo}-6,7-
ANMeToKcuXiHomMiH-3-kapbokcamia

XIAT-MC m/z: 382[MH+]

CvHTe3u aHiniHiB, BUKOPUCTaHMX BULLE

MeTun-2-meTun-3-HiTpo6eH3nnoBU eTep

o poaumHy Hatpito (0,10r, 4,3Mmonb) y MeTaHo-
ni (40mn) gopasanu 2-meTwn-3-HiTpobeHannxnopua
(0,50r, 2,7vmonb) Ta kaTaniTmyHy kinbkictb Lil nig
asotowm. [Micns nepebiry peakuii npn 40°C npoTsarom
HOYi, PO3YMHHMK BUMAPOBanNu Ta 3anuLioK ouuLLanm
xpomatorpadieto (rentaH/EtOAc), oTpumytoun 3aro-
nosHy cnonyky 450mr, (92%) sk xoBTe macno.

'H AMP (CDCls): & 7,70 (1H, d); 7,58 (1H, d);
7,29 (1H, t); 4,49 (2H, s); 3,4373H, s); 2,42 (3H,s):

1306yTVN-2-MeTUN-3-HiTPOOEH3NNOBUI eTEP

Takun Xe cnocib, Ak Ana MeTun-2-meTtun-3-
HITPOGEH3NNOBOrO €eTepy BMKOPUCTOBYBanNu, OTpU-
MYIOYM 3aronoBHy crionyky 486mr, (81%) sk xoBTe
macrno.

'H AMP (CDCls): & 7,71 (1H, d); 7,58 (1H, d);
7,29 (1H, t); 4,52 (2H, s); 3,27 (2H, d); 2,42 (3H, s);
1,91 (1H, m); 0,93 (6H, d).

3-(MeTokcumeTUN)-2-MeTunaHiniH

Cymiw mMeTun-2-metun-3-HitpobeH3unoBoro eTe-
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py (0,19r, 1,05mmonb), Ta 5% Pd/C (70mr) y
EtOAC/EtOH 1:1 (14mn) rigpyBanu npu 1 atmocdepi
npoTsirom Houi. Cymiw dinbTpyBanu yepes GpoyHMi-
nepuT Ta iNbTPaT KOHLEHTpyBanu, OTPUMy4mn 3a-
rornosBHy cnonyky 125 mr (78%) sik xoBTe macno.

'H AMP (CDCls): & 6,99 (1H, t); 6,75 (1H, d);
6,66 (1H, d); 4,42 (2H, s); 3,60 (2H, brs); 3,37 (3H, s);
2,12 (3H, s)

3-(I306yTOKCUMETUN)-2-METUNAHIMIH

3aronoBHy CMonyky OTpUMyBanu TakuM Xe Crno-
cobom, sk Ansa 3-(MeToKCUMeTUN)-2-MeTUNaHiniHy.

'H AMP (CDCls): & 6,99 (1H, t); 6,76 (1H, d);
6,65 (1H, d); 4,46 (2H, s); 3,60 (2H, brs); 3,21 (2H, d);
2,13 (3H, s); 1,89 (1H, m); 0,91 (6H, d).

2-(3-AMiHO-2-MeTUNEeHIn)aueToHITpun

2-(2-MeTnn-3-HiTpodpeHin)aueToHiTpun (Askam,
V. et al. J. Chem. Soc. C (1969)1935-1936;) rinpysa-
nn Hag 5% nanagiem Ha akTMBoBaHOMY Byrinni 50mr
y EFOAC/EFOH 1:1 (14mn) npotarom 3 roguH. Cymiw
dinbTpyBanu Yepes 6poyHMiNepuT, Ta inbTpaT KOH-
LleHTpyBanu, OTPUMYIOYM 3arofioBHY CMonyky 77wr
(77%) SK Binnn NOPOLLIOK.

'H AMP (CDCls): & 7,03 (1H, t); 6,78 (1H, d);
6,68 (1H, d); 3,66 (2H, br s); 3,63 (2H, s); 2,22 (3H,
s).

N-(2-meTun-3-HiTpobeH3unn)-1-eTaHamiH

Cywmiw 2-meTtun-3-HiTpobeHannxnopugy (0,50r,
2,7MmMorb) Ta eTunamidy (2,76r, 61,2mmons) y TeTpa-
rinpodpypaHi (10mn)/MeOH (5mn) nepemiwysanu npu
30BHILLHIN TemnepaTypi npotarom 48 rogunH. Po3umH-
HWK 3MEHLUyBanu 3a 06'eMOM Ta 3aru1LLIOK PO3YMHANN
y EtOAc/BoaH. po3unH K>COs. BogHy dasy ekcrpary-
Bann EKOAc (x2). MoegHaHi opraHiyHi wapu npomum-
Banu poscosfiom, cywwunum 6e3BogHuM cynbdaTom
HaTpilo, Ta KOHLEHTpyBanu, OTPYMYIOYM 3arosfioBHY
cnonyky 0,46r (86%) sik xoBTe macno.

'H AMP (CDCls): & 7,65 (1H, d); 7,55 (1H, d);
7,27 (1H, d); 3,83 (2H, s); 2,72 (2H, q); 2,45 (3H, s);
1,15 (3H, t).

3-[(eTnnamiHO)MeTUN]-2-MeTUNaHIniH.

M-(2-meTunn-3-HiTpobeHann)-1-etaHamin (0,46,
2,3mmonb) rigpyBanu Hag 5% nanagiem Ha akTuBo-
BaHomy Byrinni 80mr y EtOAc/EtOH 1:1 (14mn) npo-
Tarom 4 rogunH. Cymiw dinsTpyBanu yepes 6poyHMmi-
neput, Ta inNbTpaT KOHLUEHTpyBanu, OTPUMYIOYM
3aronoBHy cnonyky 0,373r (97%) sk Gnigo-xoBTe
macrno.

'H AMP (CDCls): & 6,98 (1H, t); 6,74 (1H, d);
6,62 (1H, d); 3,74 (2H, s); 3,60 (2H, br s); 2,71 (2H,
q); 2,14 (3H, s); 1,13 (3H, t).

TpeT-bytun 3-amiHo-2-
mMeTunbeHsun(etun)kapbamat
Oo pPO3UnHY 3-[(eTunamiHo)meTUnN]-2-

MeTunadininy (0,32r, 1,95mMmonb) y TeTparigpodypa-
Hi (20mn), popasanu gi-TpeT-6yTnnamkapboHat 0,43r
(1,97mmonb). Micna 16 roavH nepemiwyBaHHA npu
30BHILLHIN TemnepaTyp, PO34YMHHUK BUMaptoBanu, Ta
3anvWoK oyuanu xpomMartorpagicto, OTPUMYHYN
3aronosHy cnonyky 0,51r (99%) sk 6e3bapsHe mac-
no.

'H AMP (CDCls): 5 6,97 (1H, s); 6,61 (2H, m);
4,42 (2H, br s); 3,60 (2H, brs); 3,12 (2H, br d); 2,08
(3H, s); 1,45 (9H, brs); 0,98 (3H, brs).

TpeT-byTun 2-amiHoGeH3unkapbamat

[O OXOonogXeHoro nboAOM PO34YMHY 2-aMiHO-
O6eHaunaminy (1,2r, 10mmonb) y TeTparigpodypaHi
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(70Omn) popaeanu Ai-TpeT-OyTungukapboHat (2,15r,
9,9vmornb). Micnga 18 roanH nepemillyBaHHSA Npy 30B-
HILWHIM TemnepaTypi pPO3YMHHWK 3MeHLyBanu 3a
ob'emom Ta ocag 36upanu cinbTpauieto, npomusanu
XONMoOHWM eTepoM (x2), rentaHoM (x2) Ta CyLuunu,
oTpuMytoumM 3aronoBHy crnonyky 1,9r (85%) sik 6nigo-
YKOBTU MOPOLLIOK.

'H AMP (CDCls): & 7,09 (1H, m); 7,02 (1H, m);
6,66 (1H, m); 4,76 (1H, br s); 4,25 (2H, d);4,21(2H,
brs);1,43(9H, s)

2-(3-AmMiHo-2-meTundeHin)-N-etunavetamia

Cymiw 2-(3-amiHO-2-MeTUNEHIN)ouToBOI K1CMOo-
T (0,32r, 1,78MmMonb) Ta TioHinxnopugy (2mn) kun's-
TUNW Nig 3BOPOTHWM XOMNOAMINBHUKOM npoTsarom 1,5
roauH. MNicns OXonomKeHHS HaAMULLOK TiOHINxXnopuay
BMAANANM BUnNaproBaHHaM. Cnigu TioHinxnopuady Bu-
4anany aseoTPOrHO NEPErOHKOI0 3 TOMNYOOM.

3anuwIoK pO3YMHANKM Yy CyxOMy eTunaueTari
(2mn1) Ta oxonomKyBanu Ha NbOASAHIA GaHi, eTunamin
(2mn) popaBanu Ta peakuis nepebirana npoTsirom
HOYi Mpu 30BHIWHIK TemnepaTypi. OpraHiyHui wap
npomMmBanu BOAOK, PO3COMOM, Cywnnu Ge3BoAHUM
cynbaToMm HaTpilo Ta BunapioBanu, oTpumyoun 6Bi-
NV NOPOLUOK, Akui rigpyBanu 3 5% nanagiem Ha
aktmsoBaHomy Byrinni (70mr) y EtOAC/EtOH 1:1 25mn
npotsirom 3 roamH. Cymiw cinbTpyBanu 4yepes 6poy-
HMINepuT Ta inNbTpaT KOHUEHTpyBanu, OTPUMYHO4U
Macno, dke gani oumwanm xpomaTtorpadieto Ha cuni-
kareni, (CH2Cl,/MeOH), otpumytoun 0,266r (78%)
3aronoBHOI cnonyku sk 6invi TBepavMn matepian.

'H AMP (CDCls): 5 6,99 (1H, m); 6,65 (1H, d);
6,61 (1H, d); 5,32 (1H, br s); 3,66 (2H, br s);3,55 (2H,
s); 3,20 (2H, m); 2,41 (3H, s); 1,05 (3H, 1).

2-(3-amiHo-2-meTundeHin)-N-(2-
rigpokcieTun)auetamia

Cymiw 2-(3-aMiHO-2-MeTUNMEHIN)oLToBOI KUCMO-
T (0,33r, 1,84mMmonb) Ta TioHinxnopuay (2mn) kun's-
TUNW Nig 3BOPOTHWM XOMOAMNBHUKOM npoTsarom 1,5
roauH. Micns OXonomKeHHs HaAMULLOK TiOHINxnopuay
BMAANANM BunaproBaHHaM. Cnigu TioHinxnopuagy Bu-
Aananu aseoTpOrHOK NEPEroHKOI0 3 TOMNYOOM.

3anuwIoK pO3YMHANKM Yy CyxXOMy eTunaueTari
(2mn) Ta oxonoaxyBanuM Ha nboAsHIN GaHi. 2-
AwmiHoeTaHon (2mn) gogaeanu Ta peakuisi nepebirana
NPOTArOM HOUYI NpU 30BHILWHIN TemnepaTtypi. OpraHiu-
HUA wap posbasnanu EtOAc (15mn), npomusanmu
BOAOK, PO3COMoM, cywunnu 6e3BogHuMM cynbdaTtom
HaTpilo Ta BMMNapioBanu, OTPUMYYN BinNvMin NOPOLLIOK,
AK rigpyBanu 3 5% nanagiem Ha akTMBOBaHOMY BYTif-
ni (70mr) y etaHoni (20mMn) npotarom Hodi. Cymil
dinbTpyBanu Yepes 6poyHMINepuT, Ta inbTpaT KOoH-
ueHTpysanu, oTpumytoun 0,28r (73%) 3aronosHOI
cnonyku sik 6inuii TBepani matepian.

"H AMP (OMCO-d6): & 7,69 (1H, m); 6,77 (1H, t);
6,49 (1H, d); 6,39 (1H, d); 4,70 (2H, brs); 4,62 (1H, t);
3,36 (2H, q); 3,34 (3H, s); 3,09 (2H, q); 1,93 (3H, s).
XIAT-MC m/z: 209,2 [MH+]

3-(AmiHOMEeTWN)-2-MeTUnaHiniH

Cywmiw 2-meTtnn-3-HiTpobeHannxnopuay (0,70r,
3,77mMons), asvay HaTtpito (1r, 15,4mMmonk), eTaHony
(10mn) Ta Boam (2mn) rpinu npu 45°C NpoTArom Houi.
Cymiw cpinbTpyBanu, inbTpaT KOHUEHTpyBanu Ta
3anvwok ouuwann xpomaTtorpadieto Ha cunikareni
(rentaH/EtOAC), OTpuMylO4M CMONyKy 2-meTun-3-
HiTpo6eH3unasng 0,35r, aky rigpyBanu 3 5% nanagi-
€M Ha aktuBoBaHoMmy Byrinni 80mr y EtOAC/EtOH 1:1
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(14mn), npoTsirom Houi. Cymiw inbTpyBanu yepes
OpoyHMinepuTt, Ta inbTpaT KOHLEHTpPYBanu, OTpu-
mytoun 0,23 1 (45%) 3aronoBHOi cnonyku sk Ginui
TBEPAU MaTepian.

'H AMP (OMCO-d6): & 6,79 (1H, t); 6,52 (2H, t);
4,67 (2H, br s); 3,59 (2H, s); 1,96 (3H,

TpeT-bytun 3-amiHo-2-metTunbeHsunkapbamar

o PO34YUNHY 3-[(eTunamino)meTnn]-2-
meTtunaHininy (0,21r, 1,54mmons) y TeTparigpodypa-
Hi  (20mn), pomaBanu Ai-TpeT-OyTUNnankapboHaT
(0,35r, 1,97mmons). Micnsa 18 roguH nepemillyBaHHS
Npun 30BHILLUHIM TeMnepaTypi PO34YMHHMK BUNapoBanu,
Ta 3anumLIoK o4vumLLanu XxpomaTorpadieto Ha cunikareni
(CHxCl2/Me0H), otpumytoun 0,51r (99%) 3aronoBHoi
cnonykun sk 6e3bapeHe macno.

'"H AMP (CDCls): & 6,99 (1H, t); 6,69 (1H, d);
6,64 (1H, d); 4,63 (1H, brs); 4,29 (2H, d); 3,63(2H,
brs);2,10 (3H, s); 1,45 (9H, s).

3-(2-HitpodbeHin)nponaHoBa kucnota

3aronoBHy crnomnyky oTpumyBanu MopaudikaLieto
cnocoby, onucaHoro Grab et al. Helv. Chim. Acta
206(1961)1736-1747.

lgpva Hatpilo (60% y napaciHoBomy macni,
1,0r, 25mMmonb) gogaBany OO PO3YMHY AieTunMaro-
Haty (3,2r, 20mmonb) y avmeTundopmamigi (20mn)
Ta cymiw nepemiwysanu, nNpoTAaroMm 3 XBUAMH. 1-
BpommeTun-2-HitpobeHson (4,3r, 20mmonk) paani
Aofasanu nopuismm nNpoTarom 5 xBunuH. PeakuinHy
CyMill nepemilwyBanu NpoTaroMm 3 roauH, posdasns-
N BOAOK, Ta eKcTparyBanu [ABiYi eTunauetaTom.
MoeaHaHi opraHiyHi a3y npommBanu BoAOK Ta BU-
naptoBanu. 3anuwok CycrneHagyBanu B OLTOBIN KuWC-
noti (40mn) Ta gopgasanu 7,5M HCI (10mn). Cymiw
KUN'ATUNW Mig 3BOPOTHUM XOMOAWIBHUKOM MPOTSAroM
19 roauH, oxonoaxyBanu Ta po3no4inanu Mix gietu-
NOBMM €TepoM Ta Hacu4YeHUM PO3YMHOM rigpokap6o-
HaTy Hatpito. OpraHiyHy asy npommsanv Hacuye-
HAM pO34MHOM rigpokapboHaTy HaTpito Ta paani
nigkmcrioBanu 3 2M HCI. Ocap 36upanu dinbTpaui-
€0 Ta Cywunu, OTPWMYKYM 3arofioBHY CMOMyKY
(2,22r, 77%).

"H AMP (CDCls): 8 7,97 (1H, dd, J 8,1 Ta 1,3 'w);
7,57 (1H, dt, J7,5 Ta 1,3 T'u); 7,47- 7,37 (2H, m); 3,24
(2H,t,J7,6 Ty); Ta 2,81 (2H,tJ 7,6 w).

4-Hitpo-1-iHaaHoH

3aronoBHy crnomnyky oTpMMyBanu, sik no cyTi onu-
caHo Grob et al. Helv. Chim. Acta 206(1961)1736-
1747.

3-(2-HitpodbeHin)nponaHoBy  kucnoty  (2,17r,
11,1mMmonb) y TioHinxnopwuai (30mn) rpinu nig 3Bopo-
THUM XOrnoaunbHUKOM npoTsrom 1,5 roguH Ta peak-
LifHy cymill Aani BunapoBanu. 3anuwok po3YnHANU
y ancynbdiai kapbony (15mn, neperananu Hag AlCls)
Ta pogaesanu 3 nepemiwysaHHam AICls  (3,2r,
24mmonb). Cymiw rpinu nig 3BOPOTHUM XONOAMITBHU-
KOM MpoTsaAroMm 4 roAuvH Ta PO3YMHHKUK Aarni Bunapto-
Banu, BMKOPUCTOBYIOYM CTPYM a30Ty MpPU 30BHILLHIN
Temnepatypi. [lo 3anuwKy gogasanu 3 nepemilly-
BaHHSA CyMill KOHUeHTpoBaHoi H,SO4 (5,3Mn) Ta nbo-
ay (33r), a notim Tonyon (25mn). Cymiw nepemiwy-
Banu OO PO3YMHEHHS yCbOro TBEpAOro marepiany Ta
opraHiyHy dasy Aani sigginanv. BogHy da3sy ekctpa-
rysanu Agidi 4ieTMnNoBMM eTepoM Ta NoefHaHi opraHi-
YHi gha3n npommBanu gasni HaCUY4eHUM PO3YMHOM rig-
pokapboHaTy HaTpilo, BOAOK Ta poO3COMoOM Ta nig
KiHeLb cyumnu 6e3BoaHUM cynbgaToM marHito ginb-
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TpyBanu Ta BunaptoBanu. 3anvwiok xpomaTorpady-
BayiM Ha KOMOHLUI 3 giokcuaom cunidito (2x18cm), Bu-
KopucToBytouM eTunauetaT-rentaH (1:3) sk entoeHT,
oTpumMytoun 3aronosHy crnonyky (0,8r, 40%).

‘H AMP (CDCls): 6 8,49 (1H, dd, J 8,0 Ta 1,1 'u);
8,10 (1H, d, J 7,5 'y, pani cnony4yeHo); 7,63 (1H, t, J
7,8 I'u, gani cnonyyeHo); 3,67 (2H, 1) Ta 2,82 (2H, m).

4-AMiHO-1-iHOaHOH

4-Hitpo-1-inaaHoH (0,84r, 4,75mMmonb) cycrneHay-
Banu y BOAHIW rigpoxnopugHivi kucnoti (9M, 40mn) Ta
pofasanu xnopua ctaHymy (3r, 15,8mMmons). Cymiw
nepemillyBanu npu 30BHiLLIHIK Temnepatypi. [icna 2
roavH oTpumanu nNpo3opui po3yunH. MNepemiwyBaHHA
npogoBXyBanu NpoTAarom 23 rofuH, nicns 4oro yTeo-
puBCs XKOBTUI ocag. PeakuiHy cymiw postaensanu
BOZOK Ta NpommBanu Agivi MeTuneHxnopvaom. Boa-
Hy dasy nignyxysanm 2M BogHum NaOH Ta ekctpa-
rysanu 4 pasu metuneHxnopuaom. loegHaHi opraHi-
YHi ha3n npommBanu BOLO, CYLUMNN CynbdaToMm
HaTpilo, GinbTpyBanu, BuNapioBanu Ta nig KiHeupb
Cylwnnu, OTPUMYKYM 3arofioBHy cnonyky (630wr,
90%2.

H AMP (CDCls): 6 7,28-7,18 (2H, m); 6,93 (1H,
d, J7,0 'w); 2,92 (2H, t, J5,6 'y, gani cnony4yeHo) Ta
2,71 (2H, t, J 5,5 'y, gani cnony4yeHo).

2-Bpom-3-amiHOGeH3MnoBUIA CnMpT

Cnonyka onucaHa y [Cladingboel, David E. et al.
J.Chem. Soc. Chem. Commun.; EN; 21; 1990; 1543-
1544.]

MeTun 3-HiTpo-2-BiHin6eH30aT

Cnonyka onucaHa y [Soderberg, Bjorn C. et al.
J.0rg.Chem. 1997; 62; 5838-5845],

MeTun 3-amiHo-2-eTnbeH3oat

Cymiw metun 3-HiTpo-2-BiHiNnGeH3oaty (1,1r,
5,31mmoneb), Ta 5% Pd/C (100mr) y EtOAC/EtOH 1:1
(50mn) rigpyBanu npu 3 aTMocdepax NpOTArOM HOMi.
Cymiw ginbTpyBanu vepes 6GpoyHMineput ta ginbT-
paT KOHLUEHTpyBanu, OTPMMYI4M 3arofioBHY CMOMyKy
0,93r (97%) sik 6e36apBHe macro.

'H AMP (CDCls): & 7,20 (1H, q); 7,05 (1H, t);
6,82 (1H, q); 3,88 (3H, s); 3,75 (2H, brs); 2,78 (2H,
);1,24(3H, t).

(3-AmiHO-2-eTUnNdeHiINn)MeTaHonN

0o po3unHy MeTun 3-amiHo-2-eTun6eHsoaty
(0,83r, 4,63mmonb), y TeTparigpodypaHi (40mn) go-
Aasanu anomorigpva nitito (0,9r, 23,7mmonb). Cymilu
rpinu npu 50°C npoTtsarom 5 roguH, oxonoaxysanu Ao
0°C Ta rigponizyBanu obepexHo Bofow. Kalluky ekcT-
parysanu EtOAc (x5).

EkcTpaktn npomwuBanu posconom, cywwnnu 6es-
BOAHMM cynbdaToM HaTpilo, Ta BunaptoBanu. 3anu-
WOK  ounwanu  xpomartorpadiiero  (amxrnopme-
TaH/MeOH), oTpumytoum 3aronoBHy cnonyky 0,63r
(89%) 5K BinNWIA NOPOLLIOK.

'H AMP (CDCls): & 7,05 (1H, t); 6,82 (1H, d);
6,70 (1H, d); 4,68 (2H, d); 3,71 (2H, br s); 2,68 (2H,q);
1,47 (1H,1); 1,23 (3H,1).

dapmakornorivHi pesynstatn HTRF-aHanisy JAK3

[ng aHanidy kiHasn JAK3 BMKOPWUCTOBYBanu KOH-
AeHcoBaHuWI Binok (aoMeH kiHasu Jak3 koHaeHcyBanu
3 rnyTaTioH-S-TpaHcdepasot, GST), koekcnpecoBa-
Hu y E.Coli 3 GroEL/S, Ta ounwanu adiHHOIO Xpo-
maTtorpadgieto Ha Glutanone Sepharose. ®epmeHT
po3baensotb y 10MM Tpuc-HCI, 150mM NaCl, 5%
MaHiTy, 2MM 2-mepkantoeTtaHony Ta 30% rniuepuHy.
CybcTpaTtoM y KiHasHin peakuii € 6ioTuHiNnoBaHwi
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nentug aetodocdopunauiiHoi ainsHkn JAK3 (Gio-
TMH-LPDKDYYWREPG), wWwo BukopucToByBanu npu
2mMkM. YmoBwu aHanidy Taki: JAK3, cnonyky Ta cy6-
cTparT iHkyOytoTb y 25MM ocHoBi Trizma, 5MM MaCly,
5MM MnCl;, 0,05% TritonX-100 Ta 2mMkM ATP npoTtsa-
rom 45 xBunvH npu kiMHaTHIn Temnepatypi. O6'em
peakuii 20mMkM. CTon-po3ynH AoAdarTb A0 KiHUEBOI
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koHueHTpauii EOTA 100mkM. Mig kiHeub AoAakTb
0,065mr/mn PT66-K Ta 10,42mMkM SA-XL665 y 50mM
lenec, 0,5M KF Ta 0,1% BSA (anbbymiH cupoBatku
koposu) [MnaHweTt 3uutytoTb Yy npunagi Discovery
nicns 60 xBUNuH iHKyGaUii.
Cnonyku npuknagie matotb IKso meHwe 25MkM.

Komn’totepHa BepcTtka H. JluceHko
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