1. 3acrocyBanHs aHTaronicta peuentopa CB1 y BUpoOHMITBI KOMIO3MLii s JiKyBaHHS (iOpo3y
MCYIHKH.

2. 3actocyBaHHA 3a 1. 1, sike Bigpi3HsETbCs THM, 10 aHTaroHicT penentopa CB1 sBisie coboro
cneun¢iyHui aHTaroHicT peuenrtopa CB1.

3. 3actocyBaHHs 3a 1. 1 abo 2, ske BiAPi3HAETbCA TUM, IO AHTArOHICT SIBJILE€ COOOIO CIOMYKY
dbopmymu |l abo oxHy 3 i papManeBTUIHO MPUWHATHUX COJIEH, 1€ U2, J3, Ua, J5 1 Js TA Wo, W3, Wa,
Ws 1 Wg € OJHAKOBUMH a00 PI3HUMU 1 HE3aJIEKHO SBIISIOTH COO0I0 BOJACHB, aTOM XJIOpPY abo OGpomy,
(C1-Cg)ankin, (Cq1-Cg)ankokcu, TpudropmeTnst abo HITPOrpyImy Ta §s HEOOOB'SI3KOBO SBIISIE COOOIO
¢eninbHy rpymy; R4 sBisie co6oro BogeHb a06o (Ci-Cs)ankin; X sBisie co00r0 mpsMuil 3B'a30K abo
rpyny -(CH2)x-N(R3)-, ne Rs sBasie coboro BoaeHp abo (Ci-Cs)ankin ta x gopiBaioe 0 abo 1; R
sBisie  coboro: rpyny -NRiR,;, me R; ta R, Hesanmexno sBisiore cobow (Cp-Ceg)-ankin,
HeapoMaTudHUl (C3-C1s5)KapOOIUKIIYHUNA paguKai, M0 HEOOOB'S3KOBO € 3aMilIeHHUM, BKa3aHi
3aMICHUKM HE SIBJISIOTH C00010 3amimeHuil kapOoHim; rpymy amino(Ci-Cg)ankin, ae amiHo
HeoOoB's3koB0o  au3amimieHnii (Ci-Csz)ankinom; mukmoankia(Ci-Cz)ankiia, e MUKIOANKLT SBJISE
coboro C3-Cip; deHin, HezamimeHu ab0 MoHo3aMilIeHnid abo mosizamimeHnuid raisoreHom, (Ci-
Cs)ankinom abo (Ci-Cs)ankokeu; penin(Ci-Cs)ankin; audenin(Ci-Cs)ankin, HadTWI;, aHTpaleH1T;
HACUYCHHUN 5-8-uJieHHWI TeTepOlUKIIYHUA paJuKan, He3amimeHud a6o 3amimenuit (Ci-
Cj)ankiiom, rimpokcuioMm abo OeH3wioM; l-aJjaMaHTHIMETHI; apOMATHYHUI TeTepOLHUKI,
He3aMilneHuii abo MoHO3aMmilneHuit, abo mosizamimenuii ramoreHoM, (Ci-Cs)ankinom a6o (Ci-
Cs)ankokcw; (Ci-Cs)ankin, 3aMilleHUH apoMaTHYHHM TETEPOIMKIOM, He3aMilleHHHd abo
MOHO3aMiIeHui, abo momzamitnennii ragoreHoM, (Ci-Cs)ankizom ado (Ci-Cs)ankoken; abo me Ry
sIBJIsiE COO0I0 BOJICHB Ta Ry € TakuM, sSIK BU3HA4Y€HO BHIIE; a00 me R; Ta Ry yTBOpIOIOTH HacHYeHUH
5-8-usieHHHMI TETEPOIUKIIIYHUA paJuKal 3 aTOMOM a30Ty, J0 SKOTO BOHHU NPHUEIHAHI, MPUIOMY
BKa3aHUI TeTePOIMKIIYHUN pauKai He sIBIsie COO0I0 MOPQOIiH, KO0 Wa, W3, Wi, Ws, W, J2, U3,
04, U5 1 g BCi SBISIIOTH COOOKO BOJACHB, Tpyna R, € Takoro, K BU3HAYEHO BHIIE, SKIIO X SIBIISIE
co60t0 -(CH2)x-N(R3)-; rpyma Rs, skmo X sBisie coboro mpsimuii 3B's30K, Rs sBasie coboro (Ci-
Cy)ankin, a (Cs-Cip)uukioankin, Hesamimenuii a6o samimiennii (Cp-Cs)ankimom; denin(Ci-
Cs)ankin, He3aMinieHuid abo 3amimeHuii ragorenoM ado (Ci-Cs)ankisom; mukimoankiin(Cy-Cs)ankin,
ne mukinoankin sise codor C3-Cip 1 € Hesamimenum abo 3aminienum (Ci-Cs)ankinom; ado 2-
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4. 3actocyBaHHS 32 OyIb-KUM 3 NI 1-3, sike BiAPi3HAE€TbCA TUM, IO AHTATOHICT sBiIsL€ co00r0 N-
ninepuanH-3-Tipazonkapookcamia abo ofHy 3 Horo GpapMareBTUYHO NPUHHIATHAX COJIEH.
5. 3acTtocyBaHHs 3a OyaAb-IKUM 3 III. 1-3, sike BiAPI3HAETHCSA THUM, 1[0 aHTAroOHICT sBsie coboro N-
ninepuanHo-5-(4-6pomdenin)-1-(2,4-nuxnopdenin)-4-etumipa3on-3-kapookcamiy abo OmHY 3
fioro (hapMareBTHYHO IPUHHATHUX COJICH.
6. 3acrocyBaHHs 3a OyAb-KUM 3 TII. 1-3, sike BiAPi3HAETHCA THM, IO AHTATOHICT sBiIsI€ co00r0 N-
ninepuanHo-5-(4-xmopdenin)-1-(2,4-muxaopdenin)-4-meTrimipazon-3-kapookcamina  abo ogHy 3
fioro (hapMareBTHYHO NPUHHATHUX COJICH.
7. 3actocyBaHHs 3a Oyab-skuM 3 mi. 1-6, sxe BiapisHsieTbes Tum, mo peuentop CB1 Bubpanwmii 3
TPYIIH, sIKa CKIIAJTAETHCS 3:
a) OijKa, IKUH Ma€ MOCIIJOBHICTh aMiHOKHCIIOT, 1m0 BKaodae SEQ ID NO:1 a6o wactuny SEQ ID
NO:1, skuii BukoHye Oiojoriuny (yHkuito crnomydeHoro 3 G OUIKOM KIITHHHOTO peLenTopa,
3naTHul 3B'a3yBatHcs 3 THC 1 mepeTBoproBaTy KIITUHHUI CUTHAT,
b) Ginka, kUil Ma€e TOCITIIOBHICTh aMiHOKHCIIOT, 1110 BkiItouae SEQ ID NO:2 a6o wactuny SEQ 1D
NO:2, sxuii BuKoHye Oioyoriuny (yHKII0 cromydeHoro 3 G OUTKOM KIITHHHOTO PeIenTopa,
3natHui 3B's3yBaTucs 3 THC 1 mepeTBoproBaTH KJIITUHHUN CUTHAT,
C) azjens Oinka, skuii Mae mocmiaoBHICTh amiHokucaor SEQ ID NO:1 a6o SEQ ID NO:2, skwmii
BUKOHY€ OioyoriyHy (QyHKLi0 croixydeHoro 3 G OUTKOM KIITHHHOTO pelenTopa, 3AaTHHH
3B's3yBaTHcs 3 THC 1 mepeTBoproBaTH KJIITUHHUI CUTHA,
d) Ginka, sxuii Mae mociigoBHicTs aminokuciaor SEQ ID NO:1 i3 3amimenusm ¢eHinananiny Ha
neiiuH B monoxeHHi 200; Ta/abo 3aMimieHHSM 130JIeMIIMHY Ha BalliH B ToJiokeHHI 216; Ta/abo
3aMiIIEeHHSM BaTiHy Ha aJlaHiH B TIOJOXKEHHI 246;
e) Oinka, sikuit Mae mocninoBHicTh amiHOKkuCIOoT SEQ ID NO:2 i3 3amimeHHsIM ¢eHinanaHiny Ha
JEeHIMH B mojiokeHH1 139; Tta/abo 3amimieHHsAM 130JIeHIIMHY Ha BajliH B IMOJIOXKEHHI 155; Ta/abo
3aMillleHHsM BaTiHy Ha allaHiH B MOoJoXeHHi 185; Ta
f) Oinka, sxuit BKIroyae mociaigoBaocti aminokucaor SEQ ID NO:3, SEQ ID NO:4, SEQ ID NO:5,
SEQ ID NO:6, SEQ ID NO:7, SEQ ID NO:8 ta SEQ ID NO:9 a60 mociiJoBHOCTI aMiHOKHCIIOT, Ha



80 % romosoriyHi BKa3aHMM, BKa3aHUH OULIOK BUKOHYeE Oiojoriuny ¢yHKI0 cromydeHoro 3 G
OUTKOM KIIITHHHOTO perenTtopa, 3naTHuii 3B'a3yBatucs 3 THC 1 mepeTBOproBaTH KIITHHHUIN CUTHAI.
8. 3acTrocyBaHHs 3a Oyb-SKHUM 3 M. 1-7, ke Bigpi3HsieTbest TUM, 1m0 pernentop CB1 sBisie coboro
010K, sSKUK Mae romosorito Ha piBHi amiHokucioT 3 SEQ ID NO:1 monaiimenmie 45 %, skuii
BUKOHY€ OioJIoriyHy (QyHKLI0 croiaydeHoro 3 G OUIKOM KIITHHHOTO pelenTopa, 3AaTHHH
3B's3yBarucs 3 THC i nmepeTBOproBaTH KIITHHHUN CUTHAIL.

9. 3acTocyBaHHs 3a M. 8, sSIKe BiIPiI3HAETHCA THM, 110 TOMOJIOTISI CTAHOBUTH IoHarmMeHie 60 %,
nepeBaxHo 70 %, Guibm nepeBaxHo 80 %, HaBiTh OuTbLI epeBaXHO 90 % 1 OLIBII epeBaXkKHO 95
%.

10. 3actocyBaHHS 3a Oyab-akuM 3 L. 1-9, ske Biapi3Hsi€eTbCsI TUM, IO JOOOBA J103a AaHTArOHICTA
petienitopa CB1 cranoButs Bix 0,01 mr 1o 500 mr, nepeBaxHo Big 1mr go 100 mr.

11. Croci6 nikyBaHHs (iOpo3y MEYiHKM y cCaBls, SKUA BiAPi3HSAE€TbCA THUM, L0 BKIIOYAE
BBEJICHHS TEPANEBTUYHO €(PEKTUBHOI KUIBKOCTI IIOHAMEHIIIe OTHOTO aHTaronicra peuentopa CB1
CCaBIIEBI, 110 TOTPeOy€E BOTO.

12. Cnoci6 3a n. 11, sxuii Bigpi3HsieTbest TuM, 10 aHTaroHict peuentopa CBI1 sBisie coboro
cnionyky dopmynu |l abo oany 3 ii papmaneBTHUHO NPUIAHATHUX COJICH, i€ U2, O3, 4, O5 | Js TA Wo,
W3, Wy, W5 1 Wg € OTHAKOBUMH 200 PI3HUMH 1 HE3aJIEKHO SBISIOTH COOO00 BOJIEHB, ATOM XJIOPY a00
opomy, (C1-Cg)ankiin, (Ci-Cz)ankokceu, Tpudtopmernn abo HITPOrpyIy Ta §s HEOOOB'SI3KOBO SIBIISIE
coboro (denutpHy Tpymy; R4 sBase coboro BoaeHb abo (Ci-Ciz)ankin, X sBisie cOO00 MPSIMHI
3B's130k a0o rpymny -(CH2)x-N(Rs)-, ne Rs sBisie coboro Bogens abo (Ci-Cs)ankin ta X gopiBHI0€ 0
abo 1; R sBnse cobor: rpymy -NRjRy, 1e R; ta R; HesanexHo sBisitorh 06010 (C1-Cg)-ankis;
HeapomaTuaHui (C3-Ci5)KapOOIMKIIIYHAN paguKall, HeOOOB'SI3KOBO 3aMIIIEHUN, MPUIOMY BKa3aHi
3aMICHUKH HE SIBJISSIOTH CO0010 3amimieHuil kapOoHi, amiHO(Ci-Cs)ankispHy TpyIy, A€ aMiHO
HeoOoB's13koBo  au3amimienuit (Ci-Cz)ankinom; 1ukinoankin(Ci-Cg)ankin, ae IMUKIOATKIT SBIsIE
coboro C3-Cip; denin, He3aMileHUH a00 MOHO3aMilIeHUH, a0o moiizamimeHuii ragoreHoM, (Ci-
Cs)ankimom abo (Ci-Cs)ankoken; denin(Ci-Cz)ankin; audenin(Cq-Cs)ankin; HadTHI; aHTpaIeH1T;
HacUYeHUW 5-8-uJeHHUN TEeTEpONMKIIIYHUNA paguKkall, He3amineHud abo 3amimenuit (Ci-
Cy)ankinom, rigpokcuiaoM abo OeHszunom; l-aJaMaHTUIMETHI; apPOMATHYHUNA TEeTEPOIMKII,
HesaMimeHuit abo MoHo3aMileHui, abo momizamimennii ranoreHoMm, (Ci-Cs)ankinom ado (Ci-
Cs)ankoken; (Ci-Cgz)anmkin, 3amilieHHid apoOMaTHYHUM —TETEPOIUKIOM, He3aMilleHWH abo
MOHO3aMIIeHnu, abo momizamimenuit ragoreHoM, (Ci-Cs)ankizom abo (Ci-Cs)ankoken; ado me R
sBJIsiE COO0I0 BOJICHB Ta Ry € TakuM, sSIK BU3HA4YEeHO BHIIE; a0o me R; Ta Ry yTBOPIOIOTE HAaCHUYEHUH
5-8-uneHHH TETePOLMKIIYHUN paguKal 3 aTOMOM a30Ty, JO SKOTO BOHU TpPHUEIHAHI, BKa3aHUU
TeTePOIMKIIIYHUHN paJiMKall He sIBIIsi€ cO00I0 MOPQOITiH, SIKIIO Wo, W3, Wi, Ws, W, U2, 03, 04, 05 1 s
BC1 SIBIISIIOTH COOOIO0 BOJICHB; Tpyna Ry € Takoro, sK BU3HAYEHO BHIIE, SIKIO X SBISE COOOIO -

(CH2)x-N(R3)-; rpymy Rs, sixmmo X siBiiste co60r0 mpsimuii 3B's130K, Rs sBisie coboro (C1-Cs)ankin; a



(Cs-Cip)umkioankin, —Hesamimenud abo 3amimienuit  (Ci-Cs)ankinom;  denin(Cq-Cs)ankin,
HesamilneHuit abo 3amimenuit ramoreHoM abo (Ci-Cs)ankinmom; wukmoankin(Ci-Cs)ankia ge

uktoankin seise coboro C3-Cip 1 € Hesamimenum abo samimennii (Ci-Cs)ankinom; abo 2-
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13. Cmoci6 3a n. 11, sxuii BigpizHs€eTbes TuM, 1m0 aHTaroHict perentopa CB1 sBise coboro N-
ninepuanH-3-Tipazonkapookcamia abo ofHy 3 Horo GpapMareBTUIHO MPUHHITHUAX COJIEH.

14. Crnoci6 nikyBaHHs 3a 1. 11, skuil BiapiZHsieTbess TUM, 10 aHTaroHict perentopa CB1 sBise
coboro N-minepuauno-5-(4-6pomdenin)-1-(2,4-nuxnopdenin)-4-etunmipason-3-kapookcamin abo
OJHY 3 Horo apManeBTHYHO NPUHHATHUX COJICH.

15. Crnoci0 3a m. 11, skuii BiapizHseThess TUM, 10 aHTaroHicT penentopa CB1 sBuse coboro N-
ninepuanHo-5-(4-xmopdenin)-1-(2,4- muxaopdenin)-4-meTrimnipason-3-kapookcamiay  abo omHy 3
fioro (hapMareBTUYHO NPUHHATHUX COJICH.

16. Cnoci6 nikyBaHHs 3a Oyab-akuM 3 nmn. 11-15, skuii BiapisHsieTbes TuM, 1o 1000Ba 11032

anraronicta peuentopa CB1 cranosuts Big 0,01 mr 1o 500 mr, nepeBaxno Bix 1 mr 1o 100 mr.



