1. Cnonyka copmynm
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il npomegvkameHT, N-oKCnMamM, Coni NPUEQHAHHS, YeTBEPTUHHI aMiHW, MeTaniyHi Komnnekcn abo CTepeoxiMiyHO i30MepHi
¢opmu, fe

-a'=a’*a’=a’ sBnse co6oto GiBaneHTHUN pagvkan chopmynu

-CHGH-CHGH - (a-1);

-N=CH-CH=CH- (a-2);

-CH=N-CH=CH- (a-3);

-CH=CH-N=CH-  (a-4) abo

-CH=CH-CH=N- (a-5);

e KoXeH aToM BOAHI0 y paaukanax(a-1), (a-2), (a-3), (a-4) 1a (a-5) moxe 6yt 3amiHeHnin, npu noTpebi, rano, Ci.eankinom,
HiTpO, amiHo, rigpokcn, Ci.eankinokcn, noniranoCi.eankinom, kapbokcunom, amiHoCi.earkinom, MoHo- abo pfi(Ca-
sankin)amiHoC1.earkinom, C1.eankinokcmkapboHinom, rigpokciC1sarnkinom abo pagvkanom ¢opmynm

BN

ne =Z¢e=0, =CH-C(=O)-NR53R5b, =CHp3, =CH-C+.sankinom, =N-OH a6o =N-O-C1.¢arnkirnom;
Q € pagukanom gopmynu

apwun,
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(b-4) - (b-6)

ne Alk aBnsie coboto Cr.eankaHaiin;

Y' siBnsie co6oto GiBaneHTHUI pagukan dopmynn —NR* a6o CH(NR?R?)-;

X' aBnsie coboro NR?, S, S(=0), S(=0)2, O, CHz, C(=0), C(=CH>), CH(OH), CH(CH3), CH(OCH3), CH(SCHy3), CH(NRsaRSb),
CH2-NR* a6o NR*-CHy;

X2 aBnse coboto npsiMuii 38’30k, CHz, C(=0), NR*, Cisankin-NR* NR*-C1.sankin;

te?2,3,4 abo 5;

ue1l,2,3,4a605;

ve 2 abo 3;i

Oe KoxeH atom BogHo y Alk Ta kapboumknax i reTepourknax, Wo BM3HaveHi y pagukanax (b-3), (b-4), (b-5) Ta (b-6), moxe
Oymn, npu noTtpebi, 3amiHEHWIA Ha R3; 3a ymoBu, WO komm R™ siBnsie coboto rigpokcn abo Ciearkinokcu, R™ He moxe
3aMiHIOBaTW aTOM BOAHHO Y a-MOSOXEHHI BiAHOCHO aToMa a3orTy;,

G aBnsie coboto NpsiMuin 38’830k abo C1-1pankaHAiin, Wwo 3amiweHwuin, npyu noTpebi, ogHUM, ABOMa abo TpboMa 3amicHUKaMu,
KOTpi BUOMpatoTbea i3 rigpoken, Ci.eankinokcu, apunCi.eankinoken, Ci.eankintio, apunCi.eankinTio, apunkap6boHiny, HO(-
CH2-CH2-O)n, C1.eankinoken(-CH2-CH2-O)n-, apunCisankinokcu(-CH>-CH2-O)n-, amiHo, MoHo- abo gi(Ci.sarkin)amiHo, Ci-
6aJIKiNOKCYKapOOoHiNnamiHo Ta apuny;

R' asnsie coboto GiUUKNiYHNIA reTepoumKn, WO BMOMpaeTbCa i3 XiHOMiHINY, XiHOkcaniHiny, 6eH3odypaHiny, 6eH30TieHiny,
6eHsimigasoniny, 6eHsokcadoniny, 6eHaTiazoniny, nipugonipuamny, HadpmpuauHiny, 1H-imigaso[4,5-blnipuanHiny, 3H-
imigaso[4,5-blnipngvHiny, imigaso[1,2-alnipnavniny, 2,3-gurigpo-1,4-giokemHol[2,3-bInipngnny abo pagukana opmynm
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i 3a3HayveHi GiLVKNiYHI reTepoUMKIM MOXYTb OyTV 3aMilleHi, npu noTpebi, y Oyab-aKkomy i3 BOX AaHMX UuMkniB 1 abo, ge ue
MOXIMBO, BiNbLLUOO KiNbKiCTIO, Takot K 2, 3 abo 4, 3amiCHWKKIB, Lo BUOMpatoTbCS i3 rano, rigpokcu, amiHo, LiaHo, kapbokeu,
Cieankiny, Cieankinokcn, Cieankintio, CieankinokciCiearkiny, apuny, apunCieankiny, apnnCi.eankinokcum, rigpokciCi.
eankiny, MoHo- abo f(Ciearnkin)amiHo, ™oHo- abo pgi(Ciearnkin)amiHoCieankiny, noniranoCieankiny, Cai-
sankinkap6oHinamino, C1.6ankin-SO2-NR>-, apun-SO-NR®-, Cy.sankinokcukapGoniny, -C(=0)-NR*R*, HO(-CH2-CH2-O)x-,
rano(-CHx-CH2-O)s-, C1sankinokcn(-CH2-CH2-O)s-, apunCi.eankinokcn(-CH>-CH2-O)n- Ta MoHO- abo ai (Ci-eankin)amiHo(-
CH2-CH2-O);

KOXHe n €, He3anexHo, 1, 2, 3 abo 4;

KOXXHEe m €, He3anexHo, 1 abo 2;

KOXHe p e:é He3anexHo, 1 abo 2;

kokHa R® saBnsie coboto, HesanexHo, BoAeHb, dopmin, CiearkinkapboHin, MeTkapOoHin, niponignHin, ninepnguHin,
romoninepuamHin, Ca7unknoarnkin, samilleHunmn N(R6)z abo Ci-1oankin, samilleHunn N(Re)z i, npu noTpebi, apyrmm, TpeTiM abo
YeTBEPTUM 3aMiCHVKOM, LLO BUBMPAETLCA i3 amiHo, rigpokev, Carumkrnoarnkiny, CzsankaHgiiny, ninepuavHiny, MoHo- abo A
(C1-eankin)amiHo, C1.sankinokcukapboHinamiHo, apuny Ta apuokcu;

R® aBnse co6oto BOAeHb, rigpokcu, Ciearnkin, Cisankinoken, apunCi.sankin abo apunCi-sankinokcu;

R* aBnsie co6oto BoAeHb, Ci.sankin abo apunCi.earnkin;

koxHa i3 rpyn R%, R°®, R% 1a R™ ¢, HesanexHo, BogHem a6o C1.earnkinom; a6o

R*1a R® a6o R* ta R® YTBOPIOKOTL pa3oM GiBaneHTHUI pagvkan dopmynu -(CH2)s-, Ae s aopiHioe 4 abo 5;

R® aBnse coboto BoAeHb, Ci.4arkin, gopmin, rigpokciCi.sarnkin, Ci.sankinkap6oHin abo C1.sankinokcmkapoboHis;

apun sensie coboto ceHin abo deHin, 3amiweHnn 1 abo GiINbLIOK KiNbKiCTIO, Takow sk 2, 3 abo 4, 3amiCHMKIB, LIO
BMbMpatoTbes i3 rano, rigpokcu, Ci.eankiny, rigpokciCi.sankiny, noniranoC1.eankiny ta C1.sankinokcu;

leT siBNsie coboto nipuann, NipuMigunHin, nipasvHin, NipugasvHin.

2. Cnonyka 3an. 1, sika Bigpi3HAETbLCA TUM, LLIO -a'=a’-a’=a* ¢ paavkanom cdopmynu (a-1), (a-2) abo (a-3).

3. Cnonyka 3an. 1 a6o 2, sika BiapisHAETLC TUM, WO Q € paaukanoM dopmynu (b-5), ae vaopisHioe 2 Y' e -NR%.

4. Cnonyka 3a byab-akum 3 nn. 1-3, sika BiApPi3HSAETLCSA TUM, LLO R? aBnsie co6oto C1.10anKin, 3amilleHnn NHR®.

5. Cnonyka 3a 6yab-skum 3 nn. 1-4, ska Bigpi3HaeTbcsd MM, Wo G ABnse coboto npamuin 38’930k abo Ci.jpankaHgiin,
3amiweHui, npu noTpebi, ogHMMm, ABoMa abo TpbOMa 3amiCHMKaMu, WO BMbMpatoTbes i3 rigpoken, Ci.earnkinokcu, apunCi.
sankinokcu, HO(-CH2-CHz-O)n-, C 1.sankinokcu(-CH2-CHz-O)s-, apmunCi.eankinoken(-CH2-CHo-O)-.

6. Cnonyka 3an. 1, Aka Bigpi3HAETLCA TUM, LLIO BUOMpPAETLCS i3:
(+)-N-[1-(2-amiHoeTnn)-4-ninepnavHin]-4-wetnn-1-[1-(8-xiHoniHin)eTnn}-1H-6eH3imigazon-2-amiHy MoHorigpary;
(+)-N-[1-(2-amiHO-3-veTunoyTun)-4-ninepuauHinl-1-(2-6pomo-5,6,7,8-teTparigpo-8-xiHoniHin)-1H-6eHsimigason-2-amiHy
Tpurigpoxnopwa Tpurigpary;

(+)-N-[1-(2-amiHO-3-meTnnbyTnn)-4-ninepuavHinl-1-[(2-eTokcieTokcn)-8-xiHoniHinme Tn}-4-metmn-1H-6eHsiMigazon-2-aminy;
(+)-N-[1-(2-amiHO-3-meTnnbyTnn)-4-ninepnawHinl-1-(2-xnopo-5,6,7,8-te Tparigpo-5-xiHokcaniHin)-1H-6eH3imigazon-2-amiHy
Tpurigpoxnopua Tpurigpary;
(+)-N-[1-(2-amiHO-3-meTunoytun)-4-ninepnauHin]-1-[(1-metmn-1H-6eH3imigazon-4-in)metnn]-1H-6eHsimigazon-2-aminy;
(+)-N-[1-(2-amiHO-3-meTnnbytnn)-4-ninepnavHin]-1-(eTokcn-8-xiHoniHinveTnn)-1H-6eHsimigason-2-aminy;
(+)-N-[1-(2-amiHO-3-meTnnbytnn)-4-ninepnavHinl-4-wetmn-1-(5,6,7,8-tetparigpo-5-xiHokcaniHin)-1H-6eHsimigason-2-aminy;
(£)-N-[1-(2-amiHoeTnn)-4-ninepnavHinl-7-metmn-3-(8-xiHoniHinMeTnn)-3H-imigaso[4,5-bnipnanH-2-amivy TeTparigpoxnopuz
Tpurigpary;,
(+)-N-[1-(2-amiHO-3-meTnnOyTUn)-4-ninepnavHinl-7-vetmn-3-(8-xiHoniHinmeTun)-3H-imigaso[4,5-bnipnavH-2-aminy
TeTpariapoxnopua MoHorigpaTy;
(+)-N-[1-(2-amiHO-3-meTnnbytnn)-4-ninepnauHinl-1-(8-xiHoniHinmeTnn)-1H-imigaso[4,5-clnipuanmH-2-amivy  Tpurigpoxnopua
aurigpary,

N-[1-(2-2|\//|iHoeTmn)-4-r|inepV|py|Hin]—4-MeTVln-1 -(8-xiHoniHinmeTnn)-1H-6eH3imigason-2-amiHy;
N-[1-(8-xiHoniHinmeTnn)-1H-6eH3imiaazon-2-in]-1,3-nponaHAaiamiHy TpUrigpoXIopuA MoHoriaparTy;
(+)-N-[1-(2-amiHoeTnn)-4-ninepnavHin}-1-[(2-eTokcieTokcn)-8-xiHoniHinme™mn]-1H-6eH3imigason-2-amiHy ~ Tpurigpoxnopua
Aurigpary,

(+)-N-[1-(2-amiHO-3-meTnnbytnn)-4-ninepnawHinl-1-(8-xiHoniHinmeTnn)-1H-imigaso[4,5-blnipnauH-2-aminy  Tpurigpoxnopuza
avrigpary,

(£)-N-[1-[1-(amiHomeTnn)-2-meTunnponin]-4-ninepuauHin}-1-[(2-eTokcietokcn )-8-xiHoniHinMe TMn]-1H-6eHsimigason-2-aminy;
(+)-N-[1-(2-amiHoeTnn)-4-ninepnavHin]-3-(2-xiHoniHinveTnn)-3H-imigaso[4,5-blnipnanH-2-aminy Tpurigpoxnopua Tpurigpary;
(+)-N-[1-(2-amiHO-3-meTnnbyTnn)-4-ninepnavHinl-1-(1-isoxiHoniHinmeTnn)-1H-6eH3imigason-2-amiHy Tpurigpoxnopua
Tpurigpary;



N-[1-(2-amiHoeTun)-4-ninepnamtinl-1-(5,6,7,8-teTpariapo-5-xiHokcanixin)-1H-0eHsimigason-2-aminy Tpurigpoxmnopua
Tpurigpary;

(£)-N-[1-(2-amiH0-3-meTnnbytnn)-4-ninepnavHinl-3-(xiHoniHinme™n)-3H-imigaso[4,5-b]nipynanH-2-aminy;
(+)-N-[1-(2-amiHO-3-meTnnbyTnn)-4-ninepnavHinl-4-vetnn-1-(8-xiHoniHinmeTnn)-1H-6eH3imigason-2-amiHy;
(+)-N-[1-(2-amiHoeT1n)-4-ninepnauHin]-1-(2-xnopo-5,6,7,8-TeTparigpo-5-xiHokcaniHin)-4-metmn-1H-6eH3iMigazon-2-amiHy
Tpurigpoxnopwug Tpurigpary;
(+)-N-[1-(2-amiHoeTnn)-4-ninepnawHinl-1-(5,6,7,8-teTparigpo-2,3-aumeTnn-5-xiHokcaninin)-1H-6eHsimigason-2-aminy
Tpurigpoxnopwa Tpurigpary;

(+)-N-[1-(2-amiHO-3-meTnnbytnn)-4-ninepnavHinl-1-[(2-eTokcie Tokcn )-8-xiHoniHinmeTMn}-1H-6eH3imMigazon-2-aminy;
(+)-N-[1-(2-amiHO-3-meTnbyTtun)-4-ninepnawHin-1-(3-xnopo-5,6,7,8-teTparigpo-5-xiHokcaniHin)-1H-6eH3imigason-2-amiHy
Tpurigpoxnopua MoHorigpary;
(+)-N-[1-(2-amiHoeTnn)-4-ninepnauHin]-1-(3-xnopo-5,6,7,8-teTparigpo-5-xiHokcaniHin)-4-memmn-1H-6eH3imigazon-2-amiHy
Tpurigpoxnopua gurigpary;,

(+)-N-[1-(2-amiHoeTnn)-4-ninepnauHin]-1-[(2-e TokcieTokcn )-8-xiHoniHinme Tun]-4-meTMn-1H-6eH3iMigason-2-amiHy
MoHoriapary;

(+)-N-[1-(2-amiHO-3-meTunoytun)-4-ninepuauHin}-3-(8-xiHoniHinmeTMn)-3H-imigaso[4,5-c]nipuonH-2-amiHy  Tpurigpoxnopua
TeTparigpary;,

(£)-N-[1-(2-amiHoeTnn)-4-ninepnavHinj-3-(8-xiHoniHinmeTnn)-3H-iMigaso[4,5-b]nipnanH-2-aminy;
(+)-N-[1-(2-amiHO-3-meTnnbyTun)-4-ninepnavHinl-4-vetnn-1-[(1-metmn-1H-6eH3imigaszon-4-in)meTun]-1H-6eH3imigazon-2-
aminy;
(+)-N-[1-(2-amiH0-3-meTnnbyTnn)-4-ninepnawHinl-1-(2-xnopo-5,6,7,8-teTparigpo-5-xiHokcaniHin)-<4-metnn-1H-6eH3imigason-
2-aMiHy;

iX npomemkameHTiB, N-oKcMaiB, COnen NpuegHaHHs, YeTBEPTUHHMX aMiHiB, MeTaniYHMX KOMMNIEKCIB Ta CTePEOoXiMi4HO
isomepHux hopm.

7. Cnonyka 3a 6yab-akum 3 nn. 1-6, aka BiAPI3HAETLCA TUM, LLO BUKOPUCTOBYETLCA AK MEAMKaMEHT.

8. BukopucTaHHa cnonyku 3a Oyab-skum 3 nn. 1-6, ong BMpoOHMUTBA MeaMkamMeHTy AN nikyBaHHs abo 3anobiraHHs
pecnipaTopHin CUHUMTIAnNbHIN BipyCHIN iHdeKuii.

9. dapmaueBTMYHA KOMMO3MLisA, WO MICTUTb (hapMauUeBTUYHO MPUIRHATHUIM HOCIA | IK aKTUBHUI IHIPEMiEHT TepaneBTUYHO
eeKTMBHY KiNbKiCTb cnonyku 3a 6yab-akum 3 nn. 1-6.

10. Cnoci6 opepxaHHA KomMno3uuii 3a n.9, SKuiA BigpI3HAETbCA TVM, WO dapMaueBTUYHO MPUIHATHUA HOGIA peTerbHO
3MiLLy0Tb 3 TepaneBTUYHO e(PEKTUBHOLO KiNbKiCTIO cnonyku 3a 6yab-sAkum 3 nn. 1-6.

11. MpomixHa cnonyka dopmynum
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ae R1, G 1a -a'=a%a’=a*- Bu3HaveHi sk B 1. 1, P aBnsie coboto 3axucHy rpyny, i Q4 Bu3HaveHa sk Q 3a n. 1, ane He mae R
a6o R® zamichuka.
12. MNMpomikHa cnonyka dopmynu
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pe R', G 1a -a'=a*a’=a™ BusnaueHi sik B n. 1, i (0=)Qs3 siBNsie coBot0 kKapGOHINLHY NoXiAHY Q, 3a3HaueHa Q BU3HAYeHa 3a
n. 1, 3a ymoBu, IO BOHA He Mae NRZR* a60 NR? samicHvKa.
13. MpomikHa cnonyka dopmynu

Rl

|
(0=)G,
I XXy

ne R1, Q 1a -a'=a*a’*=a*- BusHaveni sk B . 1, i (O=)G. saBnsie coboto kapboHinbHY NoxiaHy G, 3a3HaveHa G BM3HayeHa 3a
n. 1.

14. Cnocib ogepxaHHa cnonyku 3a n. 1, Sk BiAPi3HAETHCA TUM, LLO BKITHOYAE

a) peakuito npomikHoi cnonyku dopmynu (lla) abo (lib) 3 npomikHoto cnonykoto dopmynu (1)



pe R', G, Q 1a -a'=a*a’=a’ Bu3naueni sk B n. 1, i W1 siBnsie coboto npuaaTHy rpyny, WO Bi4LWenoeTbCsl, Y MPUCYTHOCTI
npugaTHOI OCHOBY Ta y NpMAaTHOMY iIHEPTHOMY LLOAO peakLii PO3UMHHUKY;
b) aenpoTekTyBaHHA NPoMbKHOT cnonyku copmynu (1V)
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(Iv)

ne R, G ra -a'=a%a’=a*- BusnaueHi sik B 1. 1, H-Q1 Bn3HaueHa sk Q 3a n.1, 3a ymoBM, LIO R? a6o NPUHaMMHI 0auH
3amichuk R® € BogHeM, i P € 3aX1CHOI0 rpynoto;

C) 4enpoTeKkTyBaHHSA Ta BiAHOBNEHHS NPOMDKHOT cnonyku copmynu (IV-a)
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(IV-a)
(I-a)

ne R G Ta -a'=a%a’=a*- BusnaueHi sk B n. 1, H-Qs Bu3HaueHa sk Q 3a n. 1, 3a ymoBu, WO R? a6o NPUHaMMHI 0auH

3amicHuk R® € BopgHeM, Qia(CH=CH) BusHaueHa sik Q1, 3a yMOBM, WO Qi BKIIOYAE HEHACUYEHWIT 3B'I30K, | P € 3aX1CHOIO
rpynoto;

d) nenpoTekTyBaHHA NPOMIKHOT cronyku copmynu (V)
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(l-a-1)

ne R', G 1a a =a> a =a* BuaHaueni sk B n. 1, i HaN-Qz BM3HaueHa sik Q 3a n. 1, 3a YMOBM, LIO o6|/|p,Ba R® samicHuku €
BoAHeM, abo R?1a R* € obuasa BogHEM;

€) AenpoTeKTyBaHHA NPOMPKHOT cnonykm dopmynu (V1)
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pe R' G1a -a -a a =a*- BusHaueHi sk B n. 1, i HoN-Qo BU3HaueHa sk Q 3a n. 1, 3a ymoBM, Wo obuaea R® samicHuku €
BOoAHEM, abo R*taR'e obuaea BogHeM, i P € 3axucHoto rpynoto;

f) nenpoTekTyBaHHSA NnpomikHOT cnonyku dopmynu (V1) abo (VIII)
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(Vil) (l-a-1-1)

pe R', G 1a -a'=a%a®=a" Buanaueni sik B n. 1, H-Q1-(OH) BusHaueHa sik Q 3a 1. 1, 3a ymosu, wo R? a6o npuHaimHi ognH R®
3aMiCHUK e BOAHEM, i 3@ ymoBM, WO Q BKmOHae rinpokeu cknagosy, HoN-Qo-(OH) Bu3HaveHa sk Q 3a n. 1, 3a ymoBu, LIO

o6ugea R® samicHuku € BogHem, aGo R? Ta R* € o6ugsa BogHeM, i 3a yMOBM, WO Q BKMOYAE rigpoKCH cknaaosy, i P e
3aXMCHOIO IPYMoL;

g) aMmiHyBaHHSA NPOMPKHOI cnonyku coopmynm (1X)
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ne R G T1a -a'=a%a® a BM3HaueHi sk B n. 1, i HoN-QsH BusHaueHa sk Q 3a n.1, 3a ymosu, WO on:uaa R® 3aMICHMKVI €
BogHeM, abo R? ta R* € o6uasa sogHew, i BYIIELIEBUI aTOM, CYMDKHUIA 3 a30TOM, LU0 Hece R® a6o R? ta R* 3amicHukm
MIiCTSITb NPUHaMHI OAMH BOAEHb, Y MPUCYTHOCTI NPMAATHOMO areHTa aMiHyBaHHS;

h) BigHOBNEHHs NpoMbkHOT cnonykun dopmynu (X)

R! R
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\ 21 \ al
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ne R1, G Ta -a'=a%a’=a’- BuaHaueHi sk B . 1, i HoN-CH2-Q4 BM3HauveHa sik Q 3a n. 1, 3a ymosu, wo Q sknovae —CH2-NH2
CKNnazoBy, Y NPUCYTHOCTI MpMAATHOIO BiAHOBMIOBANbHOMO areHTa;
i) BiQHOBMNEHHS NPOMPKHOT cnonyku dopmynu (X-a)

/R i:_CrGam(iﬂ—'OH R r—C 1-gdxinoken C - ankin
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N a‘(,a amiak /C 4 g KiQH N 71
(x a) (l-a-1-3-1)

pe G Tta -a —a 2 a%=a* BI/I3HaLIeHI gk B n. 1, HoN-CH2-Q4 BM3HauveHa sik Q 3a n.1, 3a ymoBM, LLI,O Q Bkntoyae —CH2-NH2

CKnanosy, i R BU3HaA4YeHa 4K R 3an.1,3a YMOBMU, LLO BOHa BKIllO4ae NPUHaNMHI OOVH 3aMiCHUK, yl'lpVICWHOCTI npunaoaTtHoro
BiAHOBMIOBANBLHOIO areHTa Ta NPMAAaTHOrO PO34YMHHUKA;

j) amiHyBaHHA npomikHOT cnonyku dopmynm (XI)
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1 1
ioj N N2 N N2
CHE—Qd‘—<\ I |3 — H:N-CHE_CHOH—CH2“Q4'_<\ I I3
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N 2’ 2t
XD (l-a-1-3-2)

pe R', G 1a -a'=a%a’=a*- BusHaueni sik B 1. 1, i HaN-CH-CHOH-CH2-Qs BU3HaueHa sik Q3an. 1, 3a yMoBY, Lo Q BkNtouae
CH2>-CHOH-CH2-NH2 cknagoBy, y NpuUCYTHOCTI NpMAATHOIO areHTa aMiHyBaHHS;
k) peakuito npoMikHoi cnonyku doopmynu (XIl) 3 MypaluMHO0 KMCNoTo, opMamigoM Ta amiakom

1

1
/R 4 R
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\ Al 0 \N al
_ NSy I Sy
Cl'q“m"‘" _ﬁ—CHg_Ql \ | l3 s = H—C—Qy \ ‘ _ ;|13
0] N ad"}a N 34,

(XI1) L

ne R'. G ta -a'=a%a’=a*- susnaveHi sk B N. 1, i H-C(=0)-Q Bu3Ha4eHa sk Q3an. 1, 3a yMoBH, LLIO R2a6o NpUHaNMHi oguH
R® samicHuk € dopMinom;

I) amiHyBaHHSA npomikHOT cnonyku dopmynu (XII) wns xom peakuii 3 npomikHO cnonykoto copmynu (XIV)

R' 1
G/ " (R
k aL\
AMIHYBAHHSA = “
(0= )Qs—<\ ]: [3 + RE—NH, -~ RZ"‘—NH—HQS-<\ I T3
N R
(XTID) (AT

()

ne R1, G Ta -a'=a%a’=a* BusnHaueHi sk B N. 1,i R%Z.NH-HQs Bu3HaueHa sk Q 3rigHo 3 n. 1, 3a yMOBM, LLO R%e BiZMiHHOO
Bif BOAHIO | nogaHa R“ R* € BogHem, i ByrneLesuil atom, CyMmixkHUIA 3 a30ToM, WP Hece R Ta R* 3aMiCHUKM, HeCe TaKoxX
NPUHANMHI OOUH aTOM BOAHH0, Y MPUCYTHOCTI MpMAATHOIO BiAHOBMIOBASIbHOTO areHTa;

m) BiAHOBMEHHSA NPOMbKHOT cnonyku chopmynm (XV)
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(XV) (I-c-1)

ne R', G 1a -a'=a*a’=a*- Bu3naueHi sk B n. 1, i (R%)2N-[(C 1-sankin)CH2OH]-NH-HQs Bu3HaueHa HKQSI’ILI,HOSI‘I 1, 3a ymo0BMH,
o R2 € BigMiHHOW0 Big BoAHK i nogaHa Ci-ipankinom, 3amilleHum N(Re)z Ta TiApOKCK, i BYrmeLeBnin aTtom, WO Hece
rl,quKcm Hece Takox /iBa aTomu BOAHIO, i 33 ymoBu, Wo R" € BogHeM, i ByrneLeBuii aToM, CyMiXKHUIA 3 aTOMOM a30Ty, Lo

Hece R? ta R* 3amicHuWKiB, Hece TakoX NPWHAMMHI OZMH aTOM BOAHIO, 3@ AOMOMOrOK MPWUAATHOrO BiAHOBMIOBALHOMO
areHTa;

n) AenpoTekTyBaHHA NPOMiKHOI cnionyku dopmynu (XVI), (XVI-a) abo (XVI-b)
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(XVID) (I-d)
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(XVI-a) (I-d-1)
Py—
| 1 O\ O__.H
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(XVI-b) (I-d-2)

ne G 1a -a'=a%a’=a*- susnaueni sk B n. 1, i H-Q1 Bu3HaveHa sk Q 3a n. 1, 3a ymoBu, LIO R? a6o NpUHaAMMHI 0anH R
3aMiCHUK € BoOHEM, i R1a-(A-O-H)w, R1av-(A-O-H)2 Ta R1a”-(A-O-H)3 Bu3HaveHi sk R' 3a n. 1, 3a ymoBu, WO R 3aMilleHa
rinpokey, rigpokciCi.eankinom a6o HO(-CH2-CH2-O)n-, e w € uinum uncrnom Big 1 no 4, i P abo P1 € npuaaTHOO 3aXUCHO
rpynoto, 3a 4ONOMOro NPUAATHOT KUCTOTK;

0) aMiHyBaHHS NpoMiKHOI crionyku dopmynu (XVII)
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(Xvill)

(xvi (--e)

ne R1, G, -a1=a2-a3=a4-, Ak, X1, R?Ta R* BU3HaueHi sk B 1. 1, y IpUCYTHOCTI NPUAAaTHOro areHTa aMiHyBaHHS;
p) amiHyBaHHsSI NPOMKHOI crnionyku dopmynu (XIX)
]
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H—C—C,-5 axin —NR* N | | 3 FQN—H — G\ i
N 4 N N2
4 (XX) . A
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pe R', G 1a -a'=a*a’=a’- Bu3raveHi sk B 0.1, i QeN-CH2-Crsankin-NR* Bu3HaueHa sk Q 3a n.1, 3a yMOBM, WO Y
BM3HayveHHi Q, X® € C2.4ankin-NR”, y npucyTHOCTi NnpuaaTHOro areHTa aMiHyBaHHS;
() AeNPOTEKTYBaHHSA NPoMibKHOT cnonyku dopmynu (XXI)
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(XXI) (I-q)

ne R', Q Ta -a'=a*a’=a* eusnaueHi sik B n. 1, i HO-G+ Bu3HauyeHa sik G 3a n. 1, 3a yMoBw, Wo G 3amilueHa rigpokcy abo

HO-(CH2-CH20-)n-;
r) BiAHOBMNEHHS NpoMiKHOIT cnonyku dopmynu (XXII)
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ne R1, Q Ta -a'=a%a’=a*- BuznaueHi sk B . 1, i H-G2-OH Bu3HaveHa sk G 3a n. 1, 3a ymoBu, wo G 3amillueHa rigpokcw, i
BYIMELEeBNN aToM, WO Hece TrigpOKCU3aMiCHUK, Hece TaKoX MpUHaWMHI OAMH BOAEHb, Y MPMUCYTHOCTI MpuaaTHOro
BiAHOBMIOBANLHOIO areHTa,

i, npn noTpebi, nepeTBOpeHHs cnonyk cdopmynm (I) ogHa B OAHY 3 BMKOPWUCTaAHHAM BiAOMMX 3 PiBHA TEXHiKM MeTodiB
TpaHcOpMYyBaHHS, i, KpiM Toro, npu noTpebi, nepeTBopeHHa cnonyk dopmMynu (1) y TepaneBTMYHO aKTUBHY HETOKCUYHY
KNCAY CiNnb NPUEAHAHHS WNAXOM 06pobku KMCnoTolo, abo y TepaneBTMYHO akTUBHY HETOKCUYHY OCHOBHY CifNlb NMPUEAHAHHS
wrsixom ob6pobky ocHoBot, abo, HaBnaku, NepeTBOPEHHS KUCMNOI CoMbOoBOi hopMU Y BiflbHY OCHOBY LUMSIXOM OBPOGKM
nyrom, abo NepeTBOPEHHS OCHOBHOI COMi MPUELHAHHS Y BiflbHY KUCMOTY LUAAXOM 06pobkM KncnoTtow; Ta, npu noTpebi,
OAEePXaHHS iX CTepeoXiMiYHO i30MepHUX POPM, MeTaniYHMX KOMNEKCiB, YeTBEPTUHHMX aMiHiB abo N-okcnaHunx dopm.

15. TpoaykT, Wo MiCTTL cnonyky 3a n. 1 Ta iHWy aHTUBIPYCHY CMOMYKY, Sk KOMGIHOBaHW npenapaT Ans O4HOYacHoro,
oKkpemoro abo NocnigoBHOMO 3aCToCyBaHHSA Y NikyBaHHi abo 3anobiraHHi BipyCHUM iHGEKLIAM.

16. ®apMmaueBTMYHA KOMMO3WLis, WO MiCTUTL hbapMaueBTUYHO NPUNHATHUI HOCIW | SK aKTUBHI iHrpeaieHTn cnomnyky 3a n. 1
Ta iHLWY aHTUBIPYCHY CMOMYKY.



