1. MoxiaHi cevoBuHu chopmynu (1.0.0):
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i iX dhapmaueBTMYHO NPUNHATHI CONi Ta iHLWI NPOfiKapCbKi NOXiAHI, B AKi:

AosHauae A-NHC(=O)NH-A%, e A%e deHinom i A' € dreHinom a6o nipuannom, e KoxeH, HeoGOB'I3KOBO, 3aMiLLEHNIA
12602 R",

B 03Havae eneMeHT, He3anexxHo BUOpaHnii 3 rpynu, Ska BKIKOYAE HACTYMHI eNeMeHTH:
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ne cumBon "*" no3Havae Micle NpUMeAHaHHs 3aMicHVKa, NpeAcTaBneHoro KoxHoto 3 gopmyn (1.1.0), (1.1.2), (1.1.4),
(1.1.6),(1.1.13) i (1.1.14), po 3amicHuka "Y" y dpopmyni (1.0.0), i cumBon " —> " no3Hayae MicLe NPUELHAHHS 3aMiCHYKa,
npegctaeneHoro opmynamm (1.1.0), (1.1.2), (1.1.4), (1.1.6), (1.1.13) i (1.1.14), no 3amicHuxka "E" y bopmyni (1.0.0),
E o3Havae npoctuii 38'a3ok, -CH=CH- abo 3amicHvk cdopmynu (1.9.0)
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B sikin R'; 03Hauae BOJEHb Y BMMNaAKy, Konm R' 03Hauyae MoHOBaNEHTHUIA 3aMIiCHWK, i R', 03Havae NPOCTUIA 3B’A30K, KOS
R' o3Hauae AVBanNeHTHUI 3aMiCHUK,
X o3Hauae -O- abo -S(=0)q-,
Y o3Hauae -C(=0)-,
m € LiNnuM Y1CrioM, Lo He3anexHo Bubupatots 3 0, 11 2,
N € LinMm Yncnom, LWo HesanexHo subupatom 3 11 2,
p € Lin“m 4ncrnom, LWo He3anexHo Bubrpatots 3 112, 3a yM0oBMU, LLIO p NOBUHEH 03HavaTtu 1, sikwo B BubupatoTs 3
dopmyn (1.1.2), (1.1.6), (1.1.13) abo (1.1.14),
g € Uinum 41cnom, Lo He3anexHo sBubupatot 3 0 2,
R He3anexHo BUGMPaloTh 3 IPyNu, sika BKMlouae -Tetpasornin, -C(=0)OR®, -C(=0)(CH2)kC(=0)OR®, -C(=0)NH-S(=0):R°,
ne:
K € uinum umcnom, Wo HesanexHo snbupatotb 3 0, 11 2,
R’ HesanexHo BMOMpaloThb 3 rpynu, sika Bkntoyae BogeHb abo (C1-Ce)ankin,
R?i R® koxeH He3anexHo BUGUpPaIOTh 3 rpynu, sika BKIIIoYae BoAeHb, (C1-Ca)ankin, 3amituerni 0 a6o 1 pagukanom R™,
abo R%iR® pa3om yreoptotoTb (C3-C7) kapboumkrniyHe Kinbue, abo R?a6o R® pasom 3 R*i atomamm BYrreLo Ta a3orTy,
[0 AKVX BOHM BiAMOBIAHO NPUEQHAaHI, YTBOPIOKTb reTepoapunbHy abo reTepouuKninbHy rpyny,
R* o3Hauae BO[EHb,
R® 0sHavae BoaeHb abo (C+-Ca)arkin,
R o3Hayvae BogeHb,
R'® HesanexHo BuGMpatoTh 3 rpynu, sika Bktouae F, Cl, -OH, (C1-C4)ankin a6o (C1-Ca)ankokem,
R™ o3nauae deHin.
2. Cnonyka 3rigHo 3 n. 1, B AKi n 03Havae uine uicno 1, BHacnifok Yoro yTBOPHETLCS METUNEHOBUIA MiCTOK .
3. Cnonyka 3rigHo 3 n. 1, B AAKil 3ragaHuin KOMMNOHEHT A i 3rafaHnin MeTUINEHOBUIN MiCTOK, MPUEAHAHUIA A0 HBOTO,
YTBOPIOKOTb €MeMEHT, Lo BUOMpatoTb 3 rpynu, Aka Bknoyae 3-metokcn-4-(N'-deHinceyosnHa)deHinmeTtun-, 4-(N'-
deHinceyoBuHa)deHinmetun-, 4-(N'-(2-metnndeHin)cevoBmHa)deHinmeTun-, 4-(N'-(2-
MeToKcudeHin)cevoBuHa)dpeHinveTnn-, 3-metoken-4-(N'-(2-metnndeHin)ceyosmHa)peHinmetmn-, 4-(N'-(2-
nipuamn)ceyvosuHa)deHinmetnn-, 4-(N'-(2-dropdeHin)cevoBmHa)deHinmetnn-, 4-(N'-(2-
xnopdeHin)ceyosnHa)deHinmetTnn-, 4-(N'-(2-xnopdeHin)ceyosnHa)-3-meTokcnudeHinmeTnn-, 4-(N'-(4-



izonponindeHin)cevoBuHa)dpeHinveTnn- i 4-(N'-(o-tonyin)cevosuHa)nipug-5-nnveTnn-.
4. Cnonyka 3rigHo 3 n. 1, B ki B € enemeHTOM, W0 BMOMpatoThb 3 rpynu, aka Bkiodae dopmynm (1.1.2)i (1.1.6):

(1.1.6)

ne cumeon ™" i cumBon "—> " MatoTb BKka3aHi BULLIE 3HAYEHHS, | Ae X 03Ha4ae kmceHb abo cipky.
5. Cnonyka 3rigHo 3 n. 1, B AKih O4WH i3 R2i R® o3Havae BOZEHb, a iHLWWI € i306yTMNOM.
6. Crnonyka 3rigHo 3 n. 1, B Akin R o3Hayae COOH.
7. Cnonyka 3rigHo 3 n. 1, sika asnse coboto:
3-(3-iz06ymmn-2-okco4-{[4-(3-o-Toninypeino)deHinjauetmn}ininepasuH-1-n)macnsHy KUcnoTy,
3-[3-(3-meTnn-1-{2-[4-(3-0-Toninypeino)deHinlauemnamiHo}oytun)izokcazon-54n]nponioHoBy KMCMOTY,
[2-(3-meTnn-1-{2-[4-(3-0-Toninypeino)deHin]aueTmnamino}oymn)-4,5-aurigpookca3on-5-njouToBy KUCMOTY,
(3-6eH3nn-2-okco-4-{[4-(3-0-Toninypeigo)dpeHinjayeTun}ninepasmH-1-in)nponioHoBY KUCMOTY,
3-6eH30[1,3]miokcon-5-in-3-(3-i306yTnn-2-okco-4-{[4-(3-o-Toninypeino)deHinlauetmn}-ninepasvH-1-in)nponioHoBy
Kucnory,
3-[56-(2-kapbokcieTnn)-3-(3-metun-1-{2-[4-(3-o-Toninypeino)deHinjaueTmnamiHo}oyrnn)-4,5-gurigpoisokcason-5-
inJnponioHoOBY KUCNOTY,
3-[3-(3-meTnn-1-{2-[4-(3-0-Toninypeino)deHinjauemnamiHo}oymmn)-4,5-gurigpoisokcazon-5-njnponioHoBY KMCMOTY,
[2-(3-meTnn-1-{2-[4-(3-0-Toninypeino)deHin]aueTmnamiHo}oyTmn)okcason-5-injnponioHoBY KMCNOTY,
3-[3-(1-{2-[4-(3-0-Toninypeigo)dpeHinlaueTmnamiHo}oytnn)izokcason-5-injiponioHoBY KUCNOTY,
[3-(3-meTnn-1-{2-[4-(3-nipnanH-2-inypeino)deHinjauetmnamiHo}oytun)isokcazon-5-n]nponioHoBy KUCMOTY,
[2-(3-meTnn-1-{2-[4-(3-nipngnH-2-inypeino)deHinlauemnamiHo}6yTnn)Tiazon-5-4n]nponioHoBy KMCMOTY,
4-[3-(3-meTun-1-{2-[4-(3-0-Toninypeigo)dpeHinlaueTmnamiHo}oytnn)iaokcaszon-5-nlMacnaHy Kucnory,
-(3-memn-1-{2-[4-(3-o-Toninypeino)deHin]aueTunamiHo}oytun)Ttiazon-5-injnponioHoBy KMCNOTY,
3-metnn-1-(2-{4-[3-(@-memnnipnamH-3-in)ypeigoldeHintaue TunamiHo oytmnjisokcazon-5-in}nponioHoBy KUCMOTY,
1-(2-{4-[3-(2-xnopcbeHin)ypeigo]deHintauetmnamiHo)-3-meTmnoyrun]riazon-5-in}nponioHoBy KMCMOTY,
1-(2-{4-[3-(2-meTOKCNpeHIN)ypeigo]ldeHintaueTmnamiHo )-3-meTmnbyTun]riazon-5-in}nponioHoBy KNCMOTY,
1-{2-{4-[3-(2-bTOpdeHin)ypeino]deHintaueTmnamiio)-3-meTmnoymmnitiazon-5-injnponioHoBy KUCNOTY,
3-metnn-1-{2-[4-(3-o-Toninypeigo)deHinlauetmnamiio}bytun)isokcazon-5-njakpunosy KMCNoTy,
1-(2-{4-[3-(2,6-gnxnopdeHin)ypeigo]deHintaueTmnamiHo )-3-meTmnoytmn]tia3on-5-in}ponioHoBY KUCIOTY,
1-{2-{4-[3-(2,6-oumeTnndpeHin)ypeigo]deHintaueTunamiHo)-3-metmnbytnn]tiazon-5-injnponioHoBy KUCOTY,
-(2-{4-[3-(2-xnop-6-meTUNdeHIn)ypeino]deHin}aueTnamito )-3-MmeTMNGYyTUN]TIia30oNn-5-in}ponioHoBY KMCMOTY,
2-(3-meTnn-{2-[4-(3-cpeHinypeino)dpeHin]aueTmnamiHo}oymmn)tiazon-5-in]nponioHoBY KNCIOTY,
-rigpokcn-3-[2-(3-metnn-1-{2-[4-(3-o-Toninypeigo)deHinlauemnamiHo}bytun)tiazon-5-4n]nponioHoBy KUCMOTY,
3-{3-[1-(2-{4-[3-(2-xnopdeHin)ypeino]deHin}taueTnnamiHo)-3-meTMnbyTMN]isokcazon-5-in}nponioHoBy KMCNOTY,
3-[2-(1-{2-[4-(3-0-Toninypeino)deHinlauemnamiio}byT-3-eHin)Tiazon-5-injnponioHoBy KMCMNOTY,
3-{3-[1-(2-{4-[3-(2-xnopdeHin)ypeingo]deHintaueTmnamiHo)-3-metmnoytunlisokcason-5-in}-3-0kconponioHOBOT KMCIOTH
eTunoBui ectep,
3-[2-(1-{2-[4-(3-0-Toninypeino)deHinlauetmnamiHo}byTun)tiazon-5-injnponioHoBYy KUCMOTY,
N-{1-[5-(3-meTaHcynbdoHinamiHo-3-okconponin)Tiazon-2-nj-3-metnnbymmn}-2-[4-(3-o-Toninypeigo)deHinjauetamia,
2-{4-[3-(2-xnopdeHin)ypeino]deHin}-N-{1-[5-(3-meTaHcynbdoHinamiHo-3-okconponin)tiadon-2-n]-3-
metunbyTtuniauetamig,
3-[2-({2-[4-(3-0-Toninypeino)deHinlaueTnnamiHo}meTMN)Tiazon-5-injnponioHoBY kKMCMNOTY,
3-{2-[(2-{4-[3-(2-xnopdpeHin)ypeino]deHrintauetunamiHo )M etun]riason-5-injnponioHoBy KMCNOTY,
3-[2-(1-{[4-(3-0-Toninypeino)deHinjaueTvn}niponignH-2-in)tiazon-5-injnponioHoBy KNCMOTY.
8. Cnonyka cpopmynu (1.0.0) 3rigHo 3 n. 1 ANSA BUKOPUCTaHHA SK MEeAUKaMEHTY.
9. PapmaueBTUYHA KOMMO3ULis, WO MicTUTb cnonyky dopmynu (1.0.0) 3rigHo 3 n. 1 pa3om 3 hapmaueBTUYHO
NPUAHATHUM HOCIEM
10. dapmavueBTMYHa KOMMO3ULiA 3rigHO 3 N. 9, Aka 4O4ATKOBO MiCTUTL OAMH abo Aekinbka TepaneBTUYHUX areHTiB.
11. dapmaueBTMYHa KoMno3uuia 3rigHo 3 n. 10, B ki 3ragaHnin ogvH abo Aekinbka TepaneBTUYHMX areHTiB BUbMpatoTb
3 rpynu, sika BKIYaEe NpoTm3anarnbHi KOpTMKOCTEPOiaun, HECTEPOIQHI NpoTM3anankHi areHTu, BpoHxoannaTtopu,
npoTMacMaTUyHi areHTun, iMyHOCynpecopu, iMyHOCTUMYNATOPKW, aHTuMeTaboniTi, NpoTUNncopiasHi 3acoom i
npoTuaiabeTMyHi 3acoom.
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12. dapmMaueBTMYHA KOMNO3ULIS 3rigHO 3 N. 11, B AKi 3ragaHnin TepaneBTUYHMIA areHT BUbUpatoTh 3 rpynu, Ska BKIoYae
TeodhiniH, cynb pacanasuH, amiHocaniuunaTtm, yuknocnopuH, FK-506, panamiumH, knodgocdamin, metoTpekcaT 1a
iHTepcepoHu.

13. Cnocib nikyBaHHsA abo npodinakTukK 3anarnbHUX, a yToiMyHHUX abo pecnipaTopHUX 3aXBOPOBaHb LUMSAXOM
iHriOyBaHHS KMiITUHHOT agresii i NoB’A3aHMX 3 Heto abo Takux, WO € ii HacnigkoM, NaToreHHUX NPoLEeciB, AKi 3rogoM
onocepeakoByloTbCcA aHTUreHom VLA-4, npu SKOMY BBOOATb CCaBL}o, WO NOTpebye Takoro nikyBaHHS, TepaneBTUYHO
edekTUBHY KinbkicTb cnonyku copmynu (1.0.0) 3rigHo 3 n. 1 abo dapmaLeBTUYHOT KOMNO3uLiT 3rigHo 3 1. 9.

14. Cnocib 3rigHo 3 N. 13, B IKOMY TaKMMU 3anarnbHUMK, ayToiMyHHUMK abo pecnipaToOpHUMM 3aXBOPHOBAHHAMU €
3axBOPIOBAHHS 3 IPYMNK, sika BKIOYAE acTMy, PO3CiSHUN CKNepo3, peBMaToIgHWUIA apTpUT, OCTe0apTpuT, 3anarbHi
3aXBOPIOBaHHSA KULLEYHVKY, NCopias, BIATOPrHEHHSA TpaHCcnnaHTaTa, aTepocknepos Ta iHLWi 3aXBOpoBaHHS, SKi
onocepeakoBaHi abo noe’sizaHi 3 VLA4.



