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Koneris Anensuiiinoi nanaru MiHicTepcTBa EKOHOMIYHOTO PO3BUTKY 1 TOPTiBII1
VKkpainu, 3aTBep/pKeHa  PO3MOPSDKEHHSIM  TOJOBM  ANeNsliiHoi  majiaru
ITepeBesennieBa O.F0. Big 09.10.2017 Ne P/103-17 'y cknaai rojOBYHOUYOIO
[lIBens B.O. ta wuneniB konerii KomorimoBoi HO.FO., Korux K.O. posrmisHyna
samepedennst TAWJIJT ®APMACCET EJIEJICI mporu pimenns Minicrepcrsa
E€KOHOMIYHOTO PO3BUTKY 1 TOpPriBil YKpaiHu (mami — MiHEKOHOMPO3BUTKY) Bij
29.06.2017 mpo BigMOBY y BUAadi nateHTy Ha BuHaxin “Hykneosundocdopamigarn’
3a 3asaBKor0 Ne a 2012 12444,

[IpencraBauk  JlepaBHOro  MANPUEMCTBA  ““YKpPAiHCBKUA  1HCTUTYT
IHTENEKTyaJIbHO1 BIACHOCTI” (J1alll — 3aKjaj ekcreptusu) — TapHaBcbka H.M.
[IpencraBHuku anensgHra — bouapoB M.A., Onanacenko O.C., Manomnos T.B.

[Tpu po3misal 3anepedeHHst 10 yBaru OyJiv B3sITI Taki JOKYMEHTH:

3anepedeHHss  BX. Noe BKO/135-17  Bim  06.10.2017 mpotu  pimieHHs
MinekoHOMpO3BUTKY Bijx 29.06.2017 mpo BiAMOBY y BHaul NMaTE€HTy Ha BUHAXIJ
“Hyxkneosuadochopamigaru’ 3a 3asBkoro Ne a 2012 12444;

nonoBHEHHs 10 3anepeueHHs BX. Ne BKO/206-17 Big 01.12.2017;

Komii marepianiB 3asBku Ne a 2012 12444,

ApryMeHraiiisi CTOpin

3a pesyapraramu  KBadiQiKamifHOI eKCIEepTU3HM, TPOBEACHOT 3aKIaioM
EKCIIepTU3U 3 YpaxyBaHHSIM 3MIH 1 JIONATKOBUX MaTepiajiiB, MOJaHUX Yy 3B S3Ky 3
OJICP’KAaHHSIM 3asiBHUKOM TIOTIEPEHHLOTO BHCHOBKY KBalli(DiKaIifHOT eKCIepTHU3H
Bux. Ne 20070/3A/16 Bixm 27.09.2016, BCTaHOBJIICHO, IO 3asBICHUM BHHAX1J HE
BI/IMOBIZ]Ta€ YMOBAaM MaT€HTO3IaTHOCTI, BUBHAYEHUM JIJIi HbOTO YacTuHOIO 1 cTtarTi 7
3akony Ykpainu “IIpo oXxopoHy mpaB Ha BUHAXOAM 1 KOpUCHI Mojei” (1aii — 3aKoH):
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3a myHkTamu 1, 2, 7, 8, 12, 13, 17, 18, 22 ta 23 dopMmynn He Ma€ BUHAX1THUIIBKOTO
pIBHSL.

Excnieptuza npoBoauiiachk BiANOBIAHO 0 3aKOHY Ta BCTAHOBJICHMX Ha HOTO
ocHoBl [IpaBun posrisay 3asBKM Ha BHHAXIJ Ta 3asBKH Ha KOPHUCHY MOJIENb,
3aTBEp/DKEHUX Haka3oM MiHicTepcTBa OCBITH 1 Hayku Ykpainu Bim 05.03.2002
Ne 197 (mami — IlpaBuna posrnsany), 3 ypaxyBaHHsM [IpaBun ckiagaHHs 1 MOAaHHS
3asBKM Ha BHHAXiJl Ta 3asBKM HAa KOPHUCHY MOJIeJb, 3aTBEP/KEHUX HaKa3oM
MinictepcTBa ocBiTH 1 Hayku Ykpainu Big 22.01.2001 Ne 22 (mam — IIpaBuna
CKJIQJIaHHS ).

[Tig yac mMATOTOBKM BUCHOBKY JIO yBaru OyJiv B3SITi: IEPBUHHO MOJAaHUIN OMHUC
BUHaXoy Ha 125 apk., kpecieHHs Ha 24 apk. Big 30.10.2012 Ta 3mineHa ¢gopmyiia
BUHAXO0ay Ha 2 apk. Big 26.05.2017, mo Oynia HajgaHa pa3oM 13 BIANOBIAAIO anesHTa
Ha nonepeaHii BUCHOBOK ekcniepTu3u Bux. Ne 20070/3A/16 Big 27.09.2016.

Takoxx Oyno BpaxoBaHO: BIJMOBiAbL amejisHTa Ta JOJATKOBI MaTepiaiu BiJ
26.05.2017, mo Oynu HagiciaHl y BIAMOBIIb Ha IMOIMEPEIHIN BUCHOBOK €KCIIEPTHU3U
Bux. Ne 20070/3A/16 Bixg 27.09.2016 (mami — IlomepenHiii BUCHOBOK 4); BIAMOBIIHL
amesIsiHTa Ta A0JaTKoBI MaTepianu Bix 25.05.2016, mo Oynu HamiciaHl y BiATOBIIL
Ha TIoTIepeaHIN BUCHOBOK ekcreptusu Bux. Ne 20375/3A/15 Big 25.09.2015 (mami —
ITortepenuHiii BUCHOBOK 3); BIANOBIAb amlelssHTa Ta JOJATKOBI MaTepiaaud Bil
27.07.2015, mo Oynu HajiciaHi y BiAMOBIAb HA MOMEPEAHIM BUCHOBOK €KCIEPTU3H
Bux. Ne 10779/3A/15 Bim 25.05.2015 (mami — IlomepenHiii BUCHOBOK 2); BiANOBIAb
amensHTa Ta AoAaTtkoBl matepianu Big 27.03.2015, mo Oynu HajiciaHi y BiIIOBiAb
Ha TIOTIEPeIHIM BUCHOBOK ekcmepTtu3u Bux. Ne 1720/3A/15 Big 27.01.2015 (mami —
[TonepeHiii BUCHOBOK 1).

VY 3MiHEHIl popMyIIl y HE3aJIEKHUX MYHKTaX 3asBJICHO:

y myHKTI | — kpuctaniuny cnoiayky (S)-13omponui- 2-(((S)-(((2R,3R,4R,5R)-5-
(2,4-niokco-3,4-nuriapomnipumiani-1(2H)-11)-4-prop-3-rigpokcu-4-
MeTuITeTpariapodypan-2-in)merokcH )(penokcn )pochoprr)aMmino )IpoIaHoar,
npejacTaBiieHy GopMysnor Sp-4 13 IeBHUMHU 3HAYEHHSMH 1HTEHCUBHOCTEH IIKIB MPHU
KyTi Bigoutts 20 (+0,2°) Ha mudpakTorpami MOPOIIKOBOTO PEHTTEHOCTPYKTYPHOTO
anamizy (XRPD) (mani — ¢popma 6);

y yHKTI 2 — (papMaiieBTUUHY KOMITO3HIIIIO, SIKa MICTUTh KPUCTATIYHY CIIOIYKY
(S)-130mponin-2-(((S)-(((2R,3R,4R,5R)-5-(2,4-niokco-3,4-nurinponipumiaun- 1 (2H)-
11)-4-¢brop-3-rigpokcu-4-meTunrerpariapodpypan-2-i1)MeTokcH )((heHokcn)
dbocdopuir)amiHo) MPONAHOAT 32 MYHKTOM 1;

y MYHKT1 7 — KPUCTAJIIYHY CIONAYKY Sp-4 3a MyHKTOM | ISl 3aCTOCYBaHHS B
JiKyBaHHI 1H(EKIII1, 1[0 BUKJIMKaHa BipycoM renatutry C;

y MYHKTI 8 — KPUCTAIIYHY CIOAYKY Sp-4 3a MyHKTOM | JJIsl 3aCTOCYBaHHS B
KOMOIHalii 3 IHIIMM MPOTUBIPYCHUM 3aco00M [Jis JIIKyBaHH1 1H(eKuli, o
BUKJIMKaHA BipycoM renatuty C;

y TyHKT1 12 — 3aCTOCYBaHHS KPUCTAJIIYHOI CIONyKH Sp-4 3a myHkTamMu 1 abo 2
JUISL OTPUMAaHHS JIKapChbKOTO 3aco0y s JIiKyBaHHsA 1HQEKIi, 0 BUKJIMKaHA
Bipycom renatuty C;
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y TIyHKT1 13 — 3acTOCYBaHHS KpUCTAJIYHOI CIONYyKH Sp-4 3a myHKTamMu 1 abo 2
Ta 1HIIOTO MPOTUBIPYCHOrO 3aco0y HJii OTPUMAHHS JIIKAPCHKOTO 3acoly s
JiKyBaHHA 1HGEKIIT, 110 BUKJIMKaHA BipycoMm renatuty C;

y myHKTi 17 — cnoci0® nikyBaHHS JIOJIMHU, 1H(IKOBaHOI BipycoMm renatuty C,
7€ JIFOIMHI BBOJSITH €PEKTUBHY KUTBKICTh CIIOYKH Sp-4 3a MyHKTOM 1;

y TyHKTI 18 — crnoci0 nikyBaHHS JTIOJIMHU, 1H(IKOBaHOI BipycoMm renatuty C,
7€ JTIOJIUHI BBOASTH €(DEKTUBHY KUIBKICTh CHIONYKU Sp-4 3a myHKTOM 1, B KOMOiHAIIi1
3 IHILKUM [IPOTUBIPYCHUM 3aCO00M;

y OYHKTI 22 — Ta0yeTKa, sika MICTUTh KpUCTAIIYHUN Sp-4 32 MyHKTOM 1;

y TYHKTI 23 — 3acToCcyBaHHs TaOJETKHU 3a MyHKTOM 22 ISl JIIKyBaHHS BipyCHOI
iH(ekuii renatury C.

[Ipu npoBeaeHH]1 eKCNEPTU3U 3asBJIEHOT0 BUHAXOY Ha BIAMOBIAHICTH YMOBaM
MAaTEHTHO3JAaTHOCTI OyiM 3ajyuyeHl BIJOMOCTI 3 HACTYNMHHUX JOKYMEHTIB pIBHS
texHiku: WO 2008/121634 A2, 09.10.2008 (mani — D1); D2 - US 2007/042988 Al,
22.02.2007 (mami — D2); WO 2010/135569 A1, 25.11.2010 (mgami — D3); MICHAEL J.
SOFIA ET AL. Discovery of a beta-D-2'-Deoxy-2'"-alpha-fluoro-2'-beta-C-
methyluridine Nucleotide Prodrug (PSI-7977) for the Treatment of Hepatitis C Virus
// JOURNAL OF MEDICINAL CHEMISTRY. - vol. 53, no. 19. - 16 September
2010 (2010-09-16). — P.7202-7218 (nani — D4).

[Tix yac nmepeBipku (GOpMYIM BUHAXOAY 13 BpaxyBaHHSIM ONUCY BUHAXOJdy Ha
BIIMOBIAHICTh BHUMOTaM, BU3HaueHWM dYactuHamu 4, 7, 8 crarti 12 3akony,
BIJIIOBIJTHO 10 TyHKTY 6.4 IIpaBui1 po3riisily BCTAHOBJIEHO HACTYIIHE.

BignoBigno o nyskty 7.2.5 IlpaBui ckiajaHHs He3ale€XHI IMYHKTH, SK
MpaBUiIO, HE MOBHHHI MICTUTH IOCWJIaHb Ha 1HIII MyHKTA (OPMYJIH, OJHAK TakKi
MOCHUJIAaHHS JOIMYCKAIOTHCS, SKIIO BOHH JAl0OTh 3MOTY BUKIIACTH JAaHUN HE3aJICKHHMI
MyHKT 0€3 MOBTOPEHHS B HbOMY IOBHICTIO 3MICTY 1HIIMX MYHKTIB. OCKIJIbKHA MYHKTH
12 ta 13 nmepenbayaroTh 3aCTOCYBaHHS KPUCTATIYHOT CIIOIYKU Sp-4 32 MyHKTOM 1, TO
NOCWJIaHHS Ha TMYyHKT 2, II0 CTOCYEThCS (apMaleBTUYHOI KOMIIO3UIli, €
HEKOPEKTHUM 3 OrJisiy Ha MyHKT 7.2.5 [IpaBun ckinagaHHs.

VY myHKTI 22 poIOBE TOHATTA HE XapaKTEPHU3ye MPU3HAYECHHS OO0’ €KTa, IO
BKazye Ha HemoTpumanHs myHKTy 7.3.1 IlpaBun ckmamanus. Kpim Toro, Take
dbopmyIOBaHHS TYHKTY 22 miepeadayae MOMIMPEHHS MOCSATaHb Ha TaOJIETKH Oy/ib-
SKOTO TIPU3HAUEHHS, 1[0 MICTATh 3a3HAYCHY KPHUCTAIIUHY CIONYKY Sp-4 3a IyHKTOM
l, mo € HeoOrpyHTOBaHUM, OCKUIBKM MaTepiaid 3asBKH CTOCYIOThCSA JIMIIE
dapmareBTHIHUX KOMITO3HITIH, 30KpeMa, Y ¢hopMi TaOJIETOK IS JTIKyBaHHS BIpyCHOI
iH¢ekuii rematuty C. 3a3HaueHe Mopyurye BUMOTH YacThHU § ctarti 12 3akony,
BIJIMOBIJTHO 710 SIKOi (popMyJsia BUHAXOAY MOBHHHA 0a3yBaTUCS HA OMUCI Ta BUpaXaTH
WOT0 CYTh.

[lepeBipka BUHAXIAHUIBKOI'O PIBHS BHHAXOMY 3TIJHO 3 YaCTHHOK 7 cTaTTi 7
3aKoHy Ta BIJMOBIAHO 10 MYHKTY 6.5.3 [IpaBui po3riisiny mokasana HacTyIHE.

3riJIHO 13 OITMCOM TEXHIYHUM Pe3yJIbTaT BUHAXOAY MOJIATae B OTPUMAaHHI HOBHX
crnoyk — HykjieosuadochopoaminaTie, mnpeacTtaBieHux dopmyiow 4, Ta ix
BIJIMOBITHUX JllacTEpeoMepiB Ha OCHOBI ocdopy, mpeacTaBieHux Gopmynamu Sp-4,
cepell IKMX € KpUCTaIiuHi popMu crioryku Sp-4.
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[Ilomo pi3HUX KpUCTATIYHUX (POPM CTIOTYKH 4, TO B OITUCI HABEJCHO JIaH1 11010
KYTiB BIIOUTTSI U1 PI3HUX KPUCTATIYHUX (PopM, TX TemmepaTypu IUIaBICHHS, Y TOMY
gucai jis popmu 6. [lpu ibomy, 3a pukitagom 21 “JlociimkeHHs KpucTtaizarii Sp-
4” ¢dopma 6 Oyira oTpuMaHa camMe MPH JTOCTIIHKEHHI 3IaTHOI 0 KpHUcTajizari
cnonyku Sp-4. 3okpema, ¢opma 1 meperBoproBasiaca Ha Gopmy 6 mpu 30epiransi
TOHKOAMCTIEPCHOTO MOPOIIKY (hopmu 1 y BIZKPUTIN MOCYIMHI B YMOBaX 30BHIITHBOTO
cepenoBuia. AGO y albTepHAaTUBHOMY BUTAAKY GopMy | MOXKHa CyCHeHAyBaTH y
BOJI IpU KIMHATHIN TemMmeparypi i yepe3 KijdbKa TrOJMH MEPETBOPUTH Ha (opmy 6
(eeKTUBHICTH IILOTO MPOIIECY MOKHA MOKPAIIUTH 32 PaXyHOK HarpiBaHHS BOJIN),
TaKOX B OIHKCI BKA3y€ThCSA, IO MOBTOPHE PO3UYMHEHHS (GopMuU 6 y OpraHIIHOMY
PO3YMHHUKY MPU3BOJNTH 10 YTBOPEHHS GopMu 1, HABITh MPHU J0JaBaHHI 3aTPaBHHUX
KpuctaiiB popmu 6.

Sk 3a3HauUanoCs y TOIMEpeaHiX BUCHOBKAX EKCIEPTH3W 3arajbHOBIIOMO, IO
noiMopdi3M JTIKAPCBKUX PEYOBUH € OAHUM 3 (apmarieBTUUHUX (PaKTOpiB, IO
BU3HAYae ix GapmakoTepaneBTUUHY €(EKTUBHICTb, BIITAK CKPUHIHT Ta JOCIIIKCHHS
nomiMoppHUX Moaudikaiiii O010JOT1YHO-aKTUBHOI PEYOBHHHM € BaXXKJIMBOI Ta
3arajJbHOMPUUHATOI (a2 HaTemep W OOOB’SI3KOBOIO) CTAJI€l0 MPHU PO3poOIll HOBUX
JTikapchbkuX 3aco0iB. CTaHZApTHUMH METOJAMH IS aHaJI3y Ta CTaHIapTh3alli
noiMophHUX Monudikalliid € peHTreHIBChKI, CIIEKTpalibHI Ta TepMiuHi. [Ipu mpomy,
IUI TOCHIJDKEHHS Ta OTPUMaHHS MOJIIMOp(QIB 3aCTOCOBYIOTh Ta BUIPOOOBYIOTH pi3HI
METOJUKH, SKI BKIIOYAIOTh  Taki eTamu, $SK NOApIOHEHHS, BIUIUB BOJOTH,
30BHIIIHBOTO CEPEAOBHINA, PO3UYUHCHHS PEYOBUHH Y TIOJSIPHOMY PO3IUHHHUKY
(HAMTIPOCTIINM 3 SKUX € Boja) 3 a00 06e3 HarpiBaHHs, KpUCTATI3allis 3 PO3UUHY (IHB.
Hanpuknad, Bacunbkun J[.A. —  @®apmakoTepaneBThuueckas 3PQGEKTUBHOCTb
JICKapCTBEHHBIX  BEIIECTB BO B3aUMOCBS3M C HMX MNOJIUMOPHU3MOM  Kak
dbapmaneBTrueckuM pakropom. Coobuienue 1. / JI. A. Bacunbkus [u ap.] // BecTHux
Cankrt-IlerepOyprckoro ynupepcutera. — 2010. — Cep.11, Beimm.1. — C.166-174).
OTxe TpOBECHHs 3arajbHOBIJIOMHX B JaHIA raiay3l METOJIB Ta CIIOCOOIB MOXe
OYIKYBaHO MPU3BOJUTH JI0 30UIBIICHHS KIJIBKOCTI MOAMMIKAIIN 3a3HAYEHOT CIIOTYKH.
Taki mii € 3araJIbHOMPUIUHATAMH Ta OYEBUIAHUMHU ISl cepeaHboro (axiBis B I
rajiysi, Ik ¥ € OYEBUIAHOI MOKIIMUBICTh BHJIUIEHHS HOBHX KPUCTAMIYHUX (opM,
OTPUMAHUX TIiJ] Yac JOCIIKEHHS CIOJYK, MO0 SIKUX BIJOMO MPO iX moiiMopdi3m,
Ta JOCHII>)KEHHS 1 BCTAHOBJIEHHS 1X BJIACTUBOCTEH.

Takox y monepenHix JOKYMEHTAX 3a3Hauyajocs, U0 3 PiBHSA TEXHIKH, a caMe 3
nokymeHTiB D1-D4, BiZoMOI0 € CojyKa, 10 aHAJIOTI4HA A0 3asBJICHOI, Ta MA€ TaKy
camy OlOJIOTIYHY aKTHUBHICTb, 1 BHUKOPHUCTOBY€ThCSA Ui JiKyBaHHS rematuty C.
3o0kpemMa, ¢apmalneBTUYHA KOMIO3UIS AJ1s JIIKYBaHHA/a00 MPO(LIaKTUKHA BIPYCHOTO
3axBOproBaHH (Bipyc renatuty C), M0 MICTUTh KPUCTAIIUHY CHOJIYKY 32 (POPMYIIOI0
Sp-4 Ta papmaneBTHUHO MPUNUHATHUIN HOCIM Bigoma 3 D1, sk i 3acTocyBaHHS M€l
KPUCTAJIIYHOI CTIOJYKH SIK OKPEMO, Tak 1 B KOMOiHAIlil 3 BIJOMHUMHU 3 PIBHS TEXHIKH
OyJIb-IKUMH TIPOTHBIPYCHUMH 3aco0aMM, HANpukiaj, iHriditopamu mporeasu NS3
BI'C, NS5A BI'C; y D2 ta D4 Takox po3kpuTi (papmaieBTH4YHI KOMIO3UIIii, 110
MICTATh KPUCTAIIYHY CHONYKY 3a hopmyioro Sp-4 Ta (hapManeBTHUHO TPUHHATHUI
HOCil, a y D3 ommcano cnonyky 3aranbHOi (opmymu Sp-4, ska Moxe OyTu
MPE/ICTaBIICHA Y KPUCTaNIUHIi (opMmi, Ta 3a3HAYCHO MPO BU3HAYEHHS KPUCTATIYHOT
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CTPYKTYpPH CHOJYKH 3a JIOMOMOTOI0 MOPOIIKOBOTO PEHTTEHOCTPYKTYPHOTO aHAIi3y
(XRPD).

AmeNssHT HaJaB KOMEHTapli Ha 3aXWCT  “BHUHAXIAHUIBKOTO  PIBHS
MPEICTABICHUX Yy 3MiHEHI (opMysi BUHAXOAy 00 €KTIB, IO OyJiHM MpOaHai30BaHi
I1]T 9ac MirOTOBKU IIbOTO BUCHOBKY.

ATEeNsIHT HamoJsrae, mo HOoBa KpucTamiuyHa ¢opma 6 croiayku Sp-4 BoJojie
HEOUIKyBAaHUMHU Ta Hemepen0auyBaHUMH KOPHUCHUMH BIACTUBOCTSIMU, 1 110 BUHAXIJ
OyB cOpsMOBaHUI caMe Ha OTpPUMaHHS KpucTaiaiuHoi Gopmu 6 cromyku Sp-4, sika
Ma€ TepeBard y MOPIBHSIHHI 3 BIIOMHUMH paHille KPUCTATIYHUMH (popMamu, 1 110
TEeXHIYHUHN pe3yJbTaT BUHAXOAY HOJsrae y ¢pakTi OTpUMaHHS KpUCTalidHOi popmu 6.
ATENSHT HAroJIONIye, 1o KpucTatiydi GopMu crioiyku Sp-4 00roBoprOIOTHCS BCIOIU
M0 TEKCTY OIHCY, SIKUW PO3KPHBAE Pi3HI KpHUCTaIidHi GOpMHU, ONMHUCYE iX CHHTE3,
XapaKTePUCTUKH 1 T.M., MPHUKIAAW, TPEJCTABICHI B OMHCI, JETAIBHO OMUCYIOThH
OTPUMAHHS 1 XapaKTePUCTUKH pI3HUX KpUcTamuHuXx ¢opMm. OTxke, SK BKa3ye
amneJsiHT, BUXOJSIYM 3 BIJOMOCTEH, MPEJICTABICHUX B MEPBUHHUX Marepiajax JaHoi
3asBKH, (axiBellb B JIaHIM rajgy3i TEXHIKH pO3yMi€, 10 HA JOJATOK JI0 OTPUMAaHHS
HOBUX (ocdopoamifaTiB, OTpUMaHHs KpUCTaIiuHUX GopMm PocdopoamingaTiB TakoxK
€ METOI0 BHHAXOJy, HaBITh SKIIO II¢ HE BKAa3aHO B SIBHOMY BUTJIAI. TakoX ameiasHT
CTBEpJUKy€E, IO 3asBicHa Qopma 6 3abe3reuye OTpPUMaHHS HECIIOIIBAaHOTO
TEXHIYHOT'O Pe3yJIbTaTy, OCKUJIbKM BOHAa Ma€ BUCOKY O10JIOTIYHY aKTHBHICTH (SIK Y
BijiloMoro Sp-4), 1 BOHa Ma€ BUCOKY TeMIEpaTypy IUIaBICHHS, 3a0e3Meuyrouu 3a
pPaxyHOK IIbOTO OUIBII BUCOKY CTaOUIBHICTh, HIK y paHillie BiTIOMHUX (HOPM.

Kpim Toro, anmensHT cTBepIKyeE, mo hopma 6 HE € O9IKYBaHOIO, 1 TTOCHIIAETHCS
Ha JpKepenia, A€ 3a3HA4Ya€eThCs, M0 “MOXIUBICTh MOJIMOP(DI3MY iCHYE Jis Oy Ib-sIKOi
KOHKPETHOT CHOJyKH, aje YMOBHM, HEOOXIAHI MJii OTPpUMaHHS € HEBIJIOMHUX
noyiiMop(iB Hi B SIKOMY pa3l HE € OYEBUAHUMHU ... KpiM TOro, Mu mpakTUYHO HIYOTO
HE 3HAEMO IOJO BJIACTHBOCTEH, SKI OyIyTh OUIKYBAaTHCS y OyAb-KUX HOBHUX
noiMopdiB, SKi MOXYTh OyTH OTpUMaHi” Ta, IO “HE3BAYKAIOUM HA OUIBII HIXK
CTOJIITHI JOCIIJKEHHS, GyHAAMEHTAIbHUN MEXaH13M 1 MOJIEKYJIAPHI BIACTUBOCTI, SIKI
BElyTh JO PI3SHOMAHITHUX KpUCTAIYHUX (OpM, 1, KOHKPETHO, HYyKJIealis
noniMmophHux (HopM, HE € SICHUMHU 1 3po3yMinumMu ... HaBiTh B BuUMangkax, e
ICHyBaHHSI KpHUCTalTi4HOi ¢dopmu mnepeadaueHo, OyJI0 BaXKKO TOYHO OIHHUTH
CTaOUIBHICTh 1O BIJHOILIEHHIO J0 1HIIKUX ynakoBok kpuctaiis” (Joel Bernstein, 2002,
Polymorphism in Molecular Crystals Tta Morissette, 2003, High - throughput
crystallization: polymorphs,salts, co-crystal and solvates of phamiaceuticaj solids).

3 ypaxyBaHHSIM BHKJIQJE€HOTO MOXKHA CTBEPIKYBAaTH, IO OJCp>KaHHS IIIe
OJIHI€T KpHUCTaIYHOI (POPMHU BiIOMOI 3 PIBHS TEXHIKM CIOJIYKH, 3 ypaxXyBaHHAM
3IaTHOCTI LI€i CMOJYKH J0 YTBOPEHHS Pi3HUX (OPM 13 BHECEHHSIM HE3HAUYHHUX 3MIH
JI0 CIIOCO0y OTpUMAaHHS/BUAICHHS, a00 MiJ Yac JOCHIIKEHHS 3JaTHOCTI CIOIYKH 10
KpHUCTati3alii, 30KkpeMa y J1abopaToOpHUX YMOBAX, HE € HEOUIKyBaHUM. Y TOM ke Yac
nepeadavyyBaHUM € Te€, 110 BJIACTHBOCTI ITi€i (hOpMHU CHOJYKH OYyIyTh BIIPI3HATHUCS
BiJl BIJIOMUX HaTerep iHIuX GopM (K Bigomo, pizHi nojaiMopdHi Gopmu, ane oaHO1
JIKApChKOI PEYOBUH XapaKTEPHU3YIOTHCA PI3HOK CTAOUIBHICTIO, PO3YHHHICTIO,
TeMIlepaTypaMu IJIaBJeHHsI Ta (azoBoro mepexomay, Tomlo). Bigrak, camo mo cobi
BU3HAYCHHS (DI3MKO-XIMIYHUX BJIACTHBOCTEM TaKUX KpUCTaIIyHUX QopM Ta
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BCTAHOBJICHHS, 1110 BOHHU BIJIPI3HIIOTHCS BiJ TaKUX Yy BIIOMUX (OPM Ta, 30Kpema €
OUIbII TEePEeBAXHUMH, HE TMOTpeOye BUHAXIIHMUIIBKUX 3YCHIIb, 4 € PYTHHHOIO
pOLETYPOIO.

VY BIANOBIAI amensHT 3a3Hadvae€, 10 BIJOMO, IO TEMIEPATypH IJIaBICHHS
XIMIYHUX PEUOBHH BiJOOpakarOTh iX TEPMOCTIHKICTh a00 XIMIUHY CTiHKiCTh. OTxke
¢axiBIo y ramxysi BiIOMO MPO MepeBaru peyoBUH 13 OUTBIIT BUCOKOIO TEMIIEPATYPOIO
maBiieHHs. Takok, aneNstHT 3a3Havae, 1o 3 PiBHS TEXHIKH B1JIOMO, IO moiiMopd 3
OUTBII BHCOKOIO TEMIIEPATypOIO0 TIUIABJICHHS JJii MOHOTPOMIYHO OB’ SI3aHUX
noniMopdiB € HalicTaOumpHIIIMM (HaBeAeHe mocmianHs Ha Hzein-Hsin Tung et al.
Crystallization of Organic Compounds, 2009, pg. 51). Biarak, Bubip kpuctamigyHux
dbopM IS MOJANBIIOTO BUKOPUCTAHHS OUYEBHUIHO 0a3yeThCsl TaKOXX W Ha BIIOMHUX
KOPUCHHUX TepeBarax BiJ iX (I3MKO-XIMIYHUX MapameTpiB. Xodya Marepiaiu 3asiBKU
BKa3yloThb Ha MEBHI (PI3UKO-XIMIYHI BJIACTUBOCTI (popMuU 6 Ta MOXKIUBICTH Il
oJlepKaHHs, aje He MICTATh JAHMX, L0 CTOCYIOThCS CHEelUpIYHUX OCOOIMBOCTEM
oJlepKaHHSI Ta BUKOpUCTaHHA came ¢opmu 6, IO [alOTh 3MOTY BCTaHOBHUTH
HEOYiKyBaH1 TmepeBaru Bia (i3MKO-XIMIYHUX TapaMeTpiB ¢opmu 6, Ta/abo 1momao ii
HOBOI Ta/ab0 HEOYiKyBaHOi O10JIOTIYHOI aKTWBHOCTI, TepeBar (apMaleBTUUYHUX
KOMIIO3HIIIHA 13 HEI0, y TOMY YHCJIi TaOJIETOK, TOIIO. Y BIAMOBI/I alelIsSHT HAaBOIUTH
MOPIBHSHHS 100 CTabUIBHOCTI Ta BosiorocTiiikocti opmu 1 ta popmu 6. OnHak ix
BCTAHOBJICHHSI € PYTMHHOIO MPOLEAYPOI0 IMPHU JIOCHIIKEHI NoJiMOppHUX (opm, a
HASBHICTh PI3HUX MoAU(DIKAIil € OUiKyBaHUM 3 OTJISAY Ha 3AaTHICTh CHOJYKH JI0
noMopdi3My, BIiATaK BCTAHOBICHHS TNPUTAMAHHUX [UII  KOXHOI  (opmu
BJIACTUBOCTEH He mependavae 3alydeHHs JOAATKOBUX BHHAXIAHHUIIBKUX 3yCUJb. Y
OMUCI Ta BIAMOBIAAX aNeIHT KOHCTATYeE, 1110 ¢opma 6 BIAPIZHIETHCS BiJl BITOMUX 3a
(b13UKO-XIMIYHUMH TapaMeTpaMu, aje BIJIOMOCTEH, 1110 BKa3ylOTh Ha B3a€MO3B’ 30K
IMX TapaMmeTpiB 3 il IHIIMMU HEOYIKYBAHMMM BJIACTHUBOCTSIMH, y TOMY YHCHI 13
BKQ3aHOIO AameJIsIHTOM BHCOKOIO O10JIOTIYHOIO aKTHBHICTIO, HE HaBOJIUTh W
EKCTparojtoe Ha popmy 6 AaHi 11 CIOIYKH Sp-4 3arajiom.

[Tocunarounch Ha ¢parMeHTH OINKCY amlesSHT Y BIAMOBIII CTBEPIKYE, IO
“(haxiBiieBl B AaHi ramy3l TEXHIKUA SCHO, MO Sp-4 y Oyab-skii GopMi, BKIIOYAIOUYH
KpucTainiudy ¢opMmy, BKazaHy B MyHKTI 1, Moke OyTH TpPEICTaBICHO Y CKJaji
npernapary y BUDISAI TaOJETKU BUKOPUCTOBYBAHOI it JIIKyBaHHsS 1H(EKIII,
BUKJIMKaHOI BipycoM rematuty C. ... B omucl OpUBEAEHI JOCTAaTHI BIAOMOCTI PO
AKTUBHICTh BUIXIJIHOI CHOJNYKH ... 3asgBHUK NPOCUTHh NPHUUHATH 110 yBard, IO
BUKOPUCTAaHHSA TepMiHy “Sp-4” mepemdadae, 1m0 BiH OXOIUTIOE 1 WOTO KpUCTaTidHi
dbopmu, gk 3a3Ha4YeHO BHIE. KpiM TOTO, €PEKTUBHICTh JIKAPCHKOI PEUOBUHHU, TIEPII
3a BCE, BUBHAYAETHCSI aKTUBHOKO CIIOIYKOIO. Y IIbOMY KOHTEKCTI CJIiJl BU3HATH, IO,
HE3Ba)KAI0UM Ha Te, 110 3asBJIeHa (popMa BIAPIZHAETHCS 1 € KPAIIOK 3a 1HIII BiAOMI
dbopMu B 4yacTHUHI CTAOUIBHOCTI 1 TIFPOCKOMIYHOCTI, BOHU BCl € OJIHIEIO 1 TIEIO XK
XIMIYHOIO CIIOJIYKOIO, 1, OTXKe, Oy/b-sKl JaHl, sIKi MATPUMYIOTh CIIOJIYKY B IIUIOMY,
HIATBEP/KYIOTh MPOMUCIIOBY MPUIATHICTh 3asiBieHoi (opmu™. Takox anensHT
BiJI3HAYa€, 10 3asBJIeHa CHoJiyka, codocOyBip, € CXBaJICHOI JIIKAPCHKOIO
PEYOBHHOIO, TpejcTaBieHo0 Ha dapmaneBtuyHomy puHKy CIIIA B yuchi 3aco6iB
st mikyBaHHS rematuty C, 1 BOHA TaKOX 3rajye€Tbcsi B HAYKOBIA 1 TeXHIYHIN
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mitepatypi sk PSI-7977 a6o GS-7977, a Takox iHpOpMye, IO KOMEPIIHHUN
npenapat cohocOyBIp € KpucTaaigyHor Gopmoro 6.

[TepBuHHI MaTepiany 3asBKH MICTATh BIJIOMOCTI 111010 010J10T1YHOI aKTUBHOCTI
BIJIHOCHO BILTMBY Ha Bipyc remaruty C crnonyku 4 Ta nBox ii i3oopm: Rp-4 ta Sp-4
JUINE 3arajioM, sKi BiJAIMOBIJAIOTh TaKUM BIJOMOCTSM 3 PIiBHS TEXHIKH (IUB.
Hanpukiaaa D1). Takoxx mnepBUHHI MaTepiaid 3asBKH MICTSITh BIJIOMOCTI IIOJIO
MOPIBHSHHA 010J0T1YHOI aKTUBHOCTI CHONYKW 4 Ta NBOX ii 130¢opm: Rp-4 ta Sp-4,
NPUAUIAIOYM YBary pi3HMII y akTUBHOCTI crnoiyku 4 Ta ii R- 1 S- ¢opm, ane nHe
BIIMIHHOCTAM MK (OpMOIO 6 Ta OyIb-SKMMHU IHIIMMH MOTIMOPGHUMHE (opMamHu.
OTxe y wMarepianax 3asBKM BIJACYTHI OKpemi naHi 11l (Gopmu 6 CTOCOBHO
B3a€MO3B’SI3KY 11 BJIACTUBOCTEH 13 HOBUM Ta/a00 HEOYIKYBAHHM PpE3YyJIbTaTOM,
HABMaKW, amneJisiHT HEOJAHOPa30BO Y BIAMOBIAAX TMOCHUJIAETHCA Ha Yy3arajibHEHI
B1JIOMOCTI 111010 BJIACTUBOCTEM BCIX CMOJYK Sp-4 Ta eKCTpamnosiroe ix Ha popmy 6 6e3
0e31ocepeIHbOro JOBEACHHS. 3a3HaueHE HE Jla€ MOXKJIMBOCTI CTBEPJUKYBATH, IO
BIIMIHHOCTI y (P13MKO-XIMIYHUX TTapaMeTpax GpopMu 6, ki O4IKYBaHO BIJIPI3HIIOTHCS
BiJl 1HIIUX KpHUCTaTidyHUX (popMm cronyku 4, HagawTh (GopMi 6 OyJb-SKUX IHIIUX
HEOYIKyBaHUX HOBHUX BJIACTUBOCTEH.

bepyun 10 yBaru BUKIIajieHe BUIIE Ta BiJJOMOCTI, pO3KPUTI B JOKYMeHTax D1-
JTYMKH, II0 € OYEBHUIHUM, 1[0 MPOBEICHHS 3arajibHOBIIOMUX B JIaHIM raay3i METOIB
Ta CIOCO0IB MOXe MPU3BOJIUTHU J0 30UIBIIECHHS KUIBKOCTI MOAM]IKAIIN 3a3HAYCHOT
CIIOJIyKH 3 TIEBHOIO O10JIOTIYHOIO aKTUBHICTIO, 1 MOJAIBIINN BUOIP 1 3aCTOCYBaHHS
Takux Moaudikamiii TpW BCTAHOBIEHHI BIAMOBIAHOI O10JOTIYHOI AKTUBHOCTI 13
HalOUIbII KOPUCHUMHU e(eKTaMu € OuiKyBaHUM i axiBusd. Takoxk, HEMOMKIMBO
CTBEP/KYBaTH, 110 OJEpPXkaHHS 1€ OAHIET KpUCTaNI4HOI (OpPMH BIAOMOI 3 PIBHS
TEXHIKH CIIONYKH, 3 YpaxyBaHHSAM 3[aTHOCTI CHOJYKHM A0 momimopdizmy, 13
BHECEHHSIM 3MIH JIO CIIOCO0Y OTpUMAaHHS/BUIIJICHHS, € HeoUiKyBaHUM. KpiM Toro, 3
OTJISITy Ha PIBEHb TEXHIKM MOXXHA BBaXKaTH OYIKYBAaHUM M 3aCTOCYBaHHSI HaWOIIbII
cTab1IpHO1 TToTiMOp¢HOT (hOPMHU BiIOMOI pEUOBUHH MPU CTBOPEHHI (hapMaIleBTUUHUX
KOMITO3HITIH.

3 ypaxyBaHHSM BHKJIAJCHOTO BHIIE Ta 3 OIJISAy Ha BIJIOMOCTI 3 JOKYMCHTIB
piBHs TexHiku D1-D2 excriepTuza poOUTh OCTATOUYHUN BUCHOBOK, 1110 BUHAXO/H, K1
3asBJICHI Y HE3AJIC)KHUX MyHKTaX | Ta y He3aJexHUX myHkrax 2, 7, 8, 12, 13, 17, 18,
22 Ta 23, mo0 IPYHTYIOThCS Ha MyHKTI 1, € oueBMAHUMH I (axiBIs, L0 JA€
MIJICTABM BBaXKaTH iX TaKUMH, IO HE BIANOBIJAIOTH YMOBI MAaTEHTO3JATHOCTI
“BUHAaX1THUILKUI PIBEHb .

3a pesynbTaTaMu KBamiQiKalllifHOI €KCIePTU3W BCTAHOBJIEHO, IO 3asBJICHUN
BHHAaXI1J HE BIJIMOBIAa€ yMOBaM MAaTE€HTO3/JaTHOCTI BUHAXO/1Y, BU3HAUYCHUM JJIsI HHOTO
gacTuHOIO 1 cTtaTTi 7 3aKoHy, a caMe: 3a myHkTamu 1, 2, 7, 8, 12, 13, 17, 18, 22 ta 23
dbopMysM BHUHAXOJy BIH HE Ma€ BHUHAXIJHUIBKOTO piBHSA (yacThHa 7 cTarTi 7
3akoHy).

Ha miacraBi BUCHOBKY 3akiany ekcriepTusu 29.06.2017 MiHEKOHOMPO3BUTKY
OPUIHATO  pIlIEHHSs TpO  BIIMOBY Yy  BHJA4yl TaTeHTY Ha  BHUHAXIJ
“Hyxneosuadochopaminatu’” 3a 3asBkoro Ne a 2012 12444.
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Anemsutr — TAWIIJT ®APMACCET EJIEJICI samepedye HpOTH pillieHHS
Minexkonompo3BuTKy Bim 29.06.2017 3a 3asBkoro Nea 2012 12444 ta HaABOIUTH
HACTYTHI JI0BOJIH.

TBepmKEeHHS eKCTIEPTU3H “OT>KE TIPOBENICHHS 3arajlbHOBIIOMUX B JaHIN ramysi
METO/IB Ta CIOCOOIB MOXE OYIKYyBaHO NPU3BOAUTH 10 30UIBIIEHHS KIUIBKOCTI
MoaudiKamiii 3a3HAYEHOI CIOJNYKH  HIYUM HE OOTPYHTOBAaHO 1 HE MOXKE
BUKOPUCTOBYBATHUCH ISl OOTPYHTYBAHHS PIIIICHHS TIPO BiIMOBY.

[To mepiie, BOHO BHYTPILIIHBO CyMEPEWINBE, IO APYre — CYNEePeUnTh 3HAHHSIM 3
PIBHSI TE€XHIKH, 1 MO-TPETE, MPU3BOJIUTH 10 BUCHOBKIB, SIKI Cylepedarh 3J0POBOMY
IJTy3/y 1 IPaKTULl Y KpPIATEHTY.

Posmmproroun o6csr Ail Ta AOBOASIYM 10 aOCyply Iied apryMeHT Ha Horo
OCHOBI ~MOXHa CTBEpJUKYBaTH, 110 OyJb-fKl pe3yJbTaTH  3aCTOCYBaHHS
3arajJbHOBIIOMUX B OyAb-SKId Tally3l METOAIB 1 CHOCOOIB € OYIKyBaHUMH,
BIJIMOBIAHO, BIIKPHUTTS, 3pO0JICH] 3a JIOTIOMOT'OF0 TAKUX METO/IIB — BC1 € OUEBUIHUMU
1 “a priori” HEMaTeHTO3AaTHUMHU (B TOMY YHCII OUIBIIICTh HAYKOBHX PE3YJbTATIB,
OTPUMAHHUX, 3BUYANHO, 32 JOMOMOIOI0 BXE€ BIJIOMHUX Yy BIAMOBIIHHUX Taly3sx
METO/I1B). 3BUYAIHO, 1110 TaKe TBEPKEHHSI €KCIIEPTU3U € TTOMUIKOBHUM.

[Ilomo TBEepMKEHHS EKCIEPTH3H, IO HOB1 BJIACTUBOCTI HOBOI KPHCTAJIIYHOI
dbopmu mependadyBaHo OyIyTh BIAPI3HATHUCS BijJ BIJOMHX HaTerep, 3 HUM MOKHA
MOTOJIUTUCST HACTUIbKM, HACKUIBKA €KCIepTh3a HE PO3MOBCIOKYE BKa3aHy
“nepen0avyBaHICTh” 10 TBEPDKEHHS MPO OYEBHJHICTb BUHAXOAY. TyT HEOOXITHO
TaKOK 3al€PEYUTH IIPOTH BUKOPUCTAHHS CIOBOCHOJIYYEHHs “pyTHMHHA Ipouexypa’,
KOJIM MOBa e mpo JOCHIKEHHS (I3UKO-XIMIYHUX BJIACTUBOCTEH HOBUX
KpUCTaTYHUX (OpM, TOMY IO, SK BKa3aHO BHUIIE, HOBI BJIACTUBOCTI MOXYTb
noTpedyBaTu caMe HOBUX MPOILEeAyp (HOBOI'O 3aCTOCYBaHHS CTapUX, TOIIO).

HeoOxigHo migkpecautu, mo ¢opma 6 Mae MOMIMIICHI BIACTUBOCTI — SIK 1€
BUKJIQJICHO B 3asBIll Ta B apryMeHTax arejsiHTa, MOJaHuX IiJ Yac JIJI0BOJICTBA 3a
3asiBKOIO: (hopMa 6 Mae OiIbin BHCOKY Temmeparypy rwiasnenss (120,7°C, Ginbimae
aix 93,9°C), mo Bupaxaerbcs y BHuIiil craGimpHOCTi, 3a dopmy 1; 3rigHO 3
BiAMOBiAIr0 amensaTa Big 26.05.2017 ta 1ogaTKOBUMHU JaHUMH, TIPEACTABICHUMH 3
Hero, ¢popMa 1 mepexxkuBae (i3UYHI 3MIHU MICIsS BUTPUMKUA HaBITh MPOTSATOM JHS B
BIIKDUTOMY KOHTEHEpi, Ha BiAMIHY BiAg ¢opMu 6, sika JEMOHCTPYE CTIHKICTh
IpoTAroM Bcboro BumpoOyBaHoro mnepiogy (30 nHiB); ¢opma 6 pPO3UHUHSETHCS
mBuALIe, HK popma 1 (BiagnoBias anensHra Big 25.05.2016).

HenpuitHaTHUMHE € ynCeTbHI TBEPIKCHHS €KCIIEPTU3H, 10 CyIepevaTh MyHKTY
6.5.3.4 IlpaBun po3rissy, Ipo OYEBUIHICTH BIIOMOCTEH, 0 OyIM PO3KPUTI MEPIITHiA
pa3 came B Marepiajax JAaHoi 3asBkU. Te, mo OyJo HEBIIOME, HE MOXe OyTu
OYCBHIHHUM.

HeoueBuaHICTh JaHOTO BUHAXOY MIATBEPAKYETHCS TaKOXK THUM (DAKTOM, IIO 3
natu  myOmikamii  3asBku  PCT/US2008/058183  (myOmikamis W0O2008121634,
09.10.2008), mo po3kpuBae Ccrnoiayky Sp-4, 10 AaTH TOJIaHHS JIaHOI 3asBKHU
(mixHapoana ¢aza 3assku PCT/US2011/030725, 31.03.2011) HiIXTO HEe BIJIKpHB
dbopmy 6, THM OLIbIIe HE CTaB ii MPOMOHYBATH HA PUHKY, XO4Uad 32 TBEPKEHHSIMHU
EKCIIepTU3H, 1i ICHYBaHHS € OYEBHJHHMM, SK OUYEBHJIHMMH (Tak camo, 3a
TBEPDKCHHSIMU E€KCIIEPTU3H) € 1i BIACTUBOCTI.
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HeoueBuaHICT, AaHOTO BWHAXOJy BHU3HAHO HMU3KOK IOPUCAMKINN, 1€ 3a
noAiOHUMHU (popMyJlaMH BUHAXOY, SIKI 3aXUIIA0Th (hOpMY 6, Y BIJIIOBIIHUX 3asBKax
MPUUHATI PIIICHHS TPO BUJAuyy TaTeHTIB: AdpuKaHChbKa perioHajgbHa OpraHizaris
iHTenekTyanbHoi BiaacHocTi (ARIPO), ABcrpanis, Kanaga, €Bpasilicbka maTeHTHa
opranizamisi (EAPO), €sponeiicbka natentHa opranizaiis (EPO), Snonis, Kopes,
Hosa 3enannis, [Tanama, TaiiBans, CIIIA Ta [liBnenna Adpuka.

JlokyMeHTH, Ha sKI TOcHJajacs eKCIepTU3a MpH aHalli3l BUHAXITHUIILKOTO
PiBHSI TaHOT 3asBKH, 30Kpe€Ma y OCTATOYHOMY BHCHOBKY, HE MOXYTh BPaxXOBYBaTHUCS
MIPU OIIHIII BUHAX1AHUIBKOTO PiBHS, TOMY 110 JOKyYMEHT D4 He HanexuTh 10 piBHS
TEXHIKHM 3T1IHO 3 4acTUHOWO 4 crarTi 7 3akoHy, D3 He MO)e BpaxOBYBaTHUCS NpU
OI[IHIII BUHAX1AHUIILKOTO PIBHS JIaHOI 3asBKU BIJIMOBIAHO 0 YacTWH 5 Ta 7 ctarti 7
3akoHy, a nokymeHtd D1 Ta D2 B3arani He pO3KpUBaIOTh aHi OTPUMAHHS Hi
BHUBYEHHSI KOJAHOI 3 KPUCTAIIYHUX (POPM CIIOITYKH 332 BUHAXOJIOM.

VYpaxoBytoun HaBeJEHl JOBOJM, AalelsHT NPOCUTh CKacyBaTHU PpIIICHHS
MinexkoHoMpo3BHUTKY Bif 29.06.2017 mpo BiIMOBY y BHjaadl MAaTEHTY Ha BUHAXIJ
“Hyxkneosuadochopamigaru” 3a 3asBkoro Ne a 2012 12444 ta noBepHyTH 3asBKy Ha
KBTI PiKaIIHY €KCTIePTHU3Y.

Koneris AmnensmiiiHoi manaTy BUBYMJIA 1 MpOaHANi3yBalla apryMEHTAIIII0
CTOpIH, L0 MICTUTHCSA B MaTeplaiax CIpaBU Ta sIKy OyJIO HaBEIEHO i 4ac PO3IIIsiLy
3arepeyeHHs B anesiuiiHOMY 3aclJaHHI.

Kepyrounce mynkrom 17.3.13 Pernamenty AmnensiuiiiHoi nmanatu Jlep»aBHOi
CIIyOM 1HTEJIEKTyaJIbHOI BJIACHOCTI YKpaiHW, MpHU PO3IJISAl 3alepeueHHs KOJeris
AnensuiiHoOI MajaTy nepepipuia OOrpyHTOBAHICTh pillieHHS MiHEKOHOMPO3BUTKY, Y
MeXaxX JOBOJIIB 3alepedcHHs, KepyIouyuch 3akoHOM, [IpaBuiamMu CkiIagaHHs Ta
[IpaBunamu po3risay.

Koneris AnensiiitHoi manaTu 3a3Havae Take.

BianoBigHo 10 3a3HadeHoro B mMarepianax 3asBku Ne a 2012 12444 3asBieHum
BUHAXO0JOM € Hykieo3uadochopaminaty 1 iX 3aCTOCYBaHHS SIK areHTIB IS
JKyBaHHS BIPYCHHUX 3aXBOPIOBaHb, 30kpeMa iHdekiii renatuty C y ccaBIliB.

B nporieci kBamidikaiiiHoi eKcepTu3u JaHoi 3aaBKU OyJI0 HaIICTIaHO YOTUPH
JOKYMEHTH oa0 HEB1AMOBITHOCTI 3as1BJICHOTO BUHAXOIY yMOBaMm
MaTEHTO3JaTHOCTI, B SKUX JETAIbHO OOTPYHTOBYBAJIACHh IO3WIIS EKCIIEPTHU3U Ta
BKAa3yBaJUCh MIJCTaBU, 3 ypaxXyBaHHAM SKUX Oyl MPUUHATI 3a3HAa4€HI BUCHOBKH.
OTpumaHni BIANOBII amensHTa Ta 3MiHEeH1 (POpMyJIM BUHAXOMY, 1 SIK HACHIIOK, 3MiHA
00’€KTiB BUHAXO/y B HUX, IPUHMAIIHCS JI0 YBaru Ta peTeJIbHO BUBYAJIHUCH.

[TepBunHO MOgaHa opMysia BUHAXOAY CTOCYBayacs crnoiayku dopmynu 4 Ta ii
crepeoizoMepiB S,-4 1 R,-4, Ta OCKINBKH 111 00’€KTH BKE BiIOMI 3 PIBHS TE€XHIKH, TO
ameJIsTHT 30CEPEIMB CBOIO YBary Ha nojiiMmoppHux ¢opmax OJTHOTO 31 CTEPE0130MEPIB,
a came noaimMopdax S,-4.

dopmysia BUHAXOAY, MICIAS PO3TIALY KO Oylao TPUHHATO OCTATOYHUM
BHCHOBOK TIPO HEBIAMOBIJHICTh 3asBJICHOTO BHHAXOJy YMOBI IAaT€HTO3/IaTHOCTI
BUHAX1JHUILKHUI PIBEHb, CTOCYBaIacs TaKUX 00’ €KTIB BUHAXOY:



10 [IponoBxeHHsa nomarka

- kpuctaniyHa croyka (S)-13omponin 2-(((S)-(((2R,3R,4R,5R)-5-(2,4-niokco-
3,4-muriaponipumiani-1(2H)-11)-4-prop-3-rigpokcu-4-merunrterpariapodypan-2-
um)MeToken )(peHoken)pocdopuir)aMiHo)ponaHoaT, 1Mo IpeAcTaBieHa (HOPMYIIOr0
Sp-4 (nani popma 6 cionyku dpopmynu S,-4);

- (hapmarieBTHYHA KOMIIO3UIIIS, IO MICTUTh 3a3HAaYEHY CIOIYKY;

- 3acTOCYBaHHA (opMHU 6 croayku popmynu S,-4 Ui OTpPUMaHHA J1KapChKOTO
3aco0y (okpeMo abo B cki1aii KOMOIHAIIIT 3 1HIIUM 3ac000M) /IS TKyBaHHS 1HDEKITi,
10 BUKJIMKaHa BipycoM remnatuty C;

- cnoci0 JIKyBaHHS JIFOAMHM, 1H(PIKOBaHOI BipycoMm renatutry C, eQpeKTUBHOIO
KIJBKICTIO (hopMHU 6 crOMyKH S,-4 (OKpeMO 4M B KOMOIHALIT 3 IHIIMM IPOTUBIPYCHUM
npenapaTom);

- TabjeTka, o MICTUTh GopMy 6 crnomyku S,-4, Ta 3aCTOCYBaHHS TaKoi
Ta0JeTKH.

3rifHO MartepiadiB 3asBKM BKa3aHa BMIIE cHolyka (GopMmyiau S,-4 Bonoxie
BiacTuBicTIO mojiiMopdizmy (muB. [lpuxmax 21, ctop. 94 onucy BuUHaxony), TOOTO
3MaTHa 10 YTBOpeHHs mnoniMophHux ¢opm. OnucoM BUHAXOIY HPECTABICHO
OTPUMAaHHS IIECTH NoaiMOopdHUX (popM croiayku dpopmynu S,-4, 1 came popma 6 wmiei
CIOJIyKU € 00’ €KTOM BUHAxX01y (GOpMYIH BUHAXOTY.

SBuie noniMopdi3mMy NpuTaMaHHe OUTBIIOCTI G10JIOTIYHO AKTUBHUX XIMIYHHUX
cnonyk. KpiM TOro, BiJoMiCTh 31JaTHOCTI A0 YTBOPEHHS MOJIMOP(PHUX (POpPM MEBHOT
CIOJIyKH, HaJa€ MOXIJIMBICTh CHELIAJICTaM B JIaHIM Taily3l OYIKyBaTH 30UIbIIECHHS
KUTBKOCTI Takux (opMm. Tomy MpOBEACHHS ameIsTHTOM Cepii JOCIHiKEHb OTPUMAHUX
noniMoppHuX (opMm crnoayku Gopmynan S,-4, sKi BKIIOYAIOTh Pi3HI Moauikamii
(G13UYHKMX MEepeTBOpPEeHb (KpucTati3allisl, CyCleH/lyBaHHs, HarpiBaHHs/0XO0JIOIHKEHHS,
BUBYEHHSI BIUIMBY aTMOC(EpHOi BOJOrocTi) Ta BHOIp 3 HUX Ti€i (opmu, IO
BIJINOBIJIa€ ONTUMAIbHOMY Ha0Opy HEOOXITHUX (PI3MKO-XIMIYHHUX BIIACTUBOCTEH, €
3BUYAMHOI0 1 OYIKYBaHOIO TMPAKTHKOIO, SIKy BHKOPHCTOBYIOTh HAyKOBIl Ta
PO3POOHUKH JIIKAPCHKHUX 3aC001B.

ITpu nocnimxkeHH! momMopQizMy croiyku Gopmyin S,-4, aneasHrom Oyio
BUSIBJICHO IIICTh ToJiMophHUX hopm 1iei cnonyku. B npukiani 21 onucy BuHaxomy
PO3KpUTO criocoOu oTpuMaHHs 1ux Gopm. [lpu pomy anenssHTom Oys0 3ayBa)keHO,
0 OTpUMaHl KpuUCTamiuHi (opmu 2-5 miciss BHUCYHIyBaHHA YW (QiUIbTparii
nepexoauiu y dopmy 1. llogo dopmu 6, To ii oTpuManHs MoxJiuBe 3 Gpopmu 1 nipu
TPUMaHHI OCTaHHBOI Y BIAKPHUTIA MOCYIWHI MPOTArOM AEKIIBKOX THXKHIB a00 Npu
cycrienayBanHi popmu 1 y Bomi. OnHak, mpu nepekpucrtaiizamii gopma 6 Bce 0JHO
nepeTBoproBaiacs Ha ¢popmy 1.

Ha ocHOBi 3a3HaueHOr0 BUIIE, € MOXIIMBICTh CTBEpP/PKYBaTH, IO OTPUMAaHHS
dopmu 6 cioryku Gopmynn S,-4, He nepedayac po3poOKH OCOOIMBUX METOIUK Ta
cnoco0iB, a OT)KE HE BUMArae BUHAX1JHUIBKUX 3YCUJIb.

binbmr Toro, oueBuaHO, M0 HAHOLIBIT cTabUIBHUMU (OpMaMU y BiIHOIICHHI
BUJJICHHS Ta MOXJIMBOCTI MOJANBIIONO0 BUKOPUCTAHHS BHUSBWIUCH ¢dopma 1 Ta
dopma 6. Ha nym™mKy amensHTa, OCOOJIMBUM CBIIUYEHHSIM CTaOUTBHOCTI ¢opmu 6
BUCTYIIA€ 11 BUCOKA TEMIIEPATypa IJIaBICHHS.
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Orxe, anensHr oopas GpopMmy 6 crosyku Gopmynu S,-4 OCHOBHUM 00’ €KTOM
BUHAXO0J/ly, YUM 3HAB IMpPETEH31i EKCHEpPTU3U CTOCOBHO YMOBHM MaTEHTOJATHOCTI
HOBH3HA.

Tomy Oyno © mnepemnbadyBaHO, SKOW TIOJAIBIN JOCIIDKCHHS HWMOBIPHOI
MO>KJIMBOCTI 3aCTOCYBaHHS IIi€1 CIOMYKH 32 3asBICHUM TMPU3HAYCHHSIM, a CaMme
mikyBaHHsIM 1H(pekmii rematuty C, OynM TpoOBENEHI TaKUM YHHOM, II00
MPOJIEMOHCTPYBATH OCOOJMBI TepeBaru came Iiei mnomximMopduoi hopmu cromykwu.
HasBHicTh Takux mnepeBar HajaBajia 0 MOMJIMBICTH 3asBISTH MPO HEOUIKYBAHICTH
OTPUMAHOTO PEe3yJIbTaTy, 1 IK BUCHOBOK — BIJIMOBIIHICTh YMOBI MAaT€HTO3JaTHOCTI
BUHAXITHUIILKUI PIBEHB 3asBJIICHOTO BUHAXOAY SIK CEIEKTUBHOTO.

Onnak, OMUCOM BHUHAXOAy HE PO3KPUTO Ta HE HABEACHO KOJHUX MPHUKIIAIIB,
AK1 0 HajaBaau OyJb-sKl BIIOMOCTI PO 010JIOT1YHY aKTUBHICTh MOIIMOp(HOI popMu
6 cnonyku S,-4. Takox B1ACYTHI aH1 PO NOPIBHAHHSA BJIACTHBOCTEH Mmommopdy 6 3
BJIACTUBOCTSIMU BIJIOMUX 3 PIBHS TEXHIKM HYKJICO3HUIB, 10 OyJI0 O HEOOXITHUM ISt
BU3HAUCHHS Ta MIITBEPHKCHHS 11 IEpeBar y TeparneBTUYHOMY 3aCTOCYBaHHI.

OCKUJIbKM Takux TepeBar He BHUSIBICHO, TO HEMOXJIMBO 3aCTOCOBYBATH HOPMY
nyHKTy 6.5.3.3 IlpaBun po3rmsimy, A€ BKa3aHO, IO 1HAMWBIAyajdbHA CIIOJIyKa, SKa
mianazgae Mg 3araibHy CTPYKTYpHY (OpMyly TPyHH BiJOMHX CIOJYK, aje He
ONMHCaHa SK CHEIIaIbHO OJIEp’KaHa 1 JOCTI/DKeHa, 1 BUSABISIE TPU IIHOMY HOBI
HEBIJIOM1 Il Li€1 TPpynu CIOJYK BJIACTUBOCTI B KUIBKICHOMY 1 (200) SIKICHOMY
B1/IHOILICHH] € CEJICKTUBHUM BUHAXOJIOM, 1 BIJINMOBIAA€ YMOBI BUHAX1THUIILKOTO PI1BHSI.

CTOCOBHO 3ayBa)K€Hb ameysiHTa Opo TMOPYIIEHHS 3aKiIagoM eKCIEPTU3U
nyHKTIB [IpaBui po3risiay koseriss AnemnsiiitHo1 najgaTh 3a3Hayae HaCTyITHE.

Koseris BBakae HempaBOMIPHUMHU MPETEH31T MO0 MOPYIIEHHS MYyHKTY 6.6.5
[IpaBus1 po3risiy, OCKIIBKM KOXKEH 3 HaJICIaHUX €KCIEPTU30I0 IOKYMEHTIB MICTUB
apryMeHrailito, mo Oyjia MiIKpilieHa MOCWIaHHSAMH Ha HOpMHU 3akoHy, [IpaBun
ckinagaHHs Ta [IpaBui po3risimy, a TakoX MATEHTHY YW HEMATEHTHY JITEparypy 13
BIAMOBIAHUMU 010110TpadiYHUMU TAHUMHU.

CrocoBHo nyHkty 6.5.3.4 IlpaBun po3misigy, SKAW HAroJiomlye Ha
BIIMOBIAHOCTI BHHAXOJAy YMOBI TIATEHTO3/JAaTHOCTI BHHAXIIHHUIIBKHA PIBEHb,
HE3Ba)XAIOYM HAa yJaBaHy IMPOCTOTY 1 PO3KPUTTS B Marepiajax 3asBKU MEXaHI3MY
JOCSITHEHHSI 3a3HAYEHOTO TEXHIYHOTO PE3yJIbTaTy, SKIIO TaKe PO3KPUTTA CTaJo
B1JIOMUM H€ 3 PIBHS TEXHIKH, a JIUIIE 3 MaTeP1aJliB 3asBKU.

[To-nepiue, Ha OCHOBI BKa3aHOTO Ha cTop.1-45 onucy 3asBieHU BUHaX11 OyB
CIpsIMOBaHUH Ha CTBOPEHHS HYKJIeo3uAGochopaMiiaTiB, MPEACTABICHUX (GOPMYIIO0
4, R,-4 Ta S,-4, ne ocTaHHIN MOXKe MaTH pi3HI kpuctaniuHi popmu. ToOTO 3asBaeHU
BUHAXiJ HISKUM YUHOM HE HalpaBJICHUH Ha CTBOPEHHS CchemiaibHO (opMu 6
CIIONIyKH S,-4 a00 Oy1b-AKO01 MoIIMOpPHOT MOAN(IKaIL].

ITo-mpyre, AKIO aKIEHTyBaTH yBary Ha mojimMopdu crmomyku S,-4, TO 3
nokyMeHTiB piBHS TexHiku WO 2008/121634 A2, 09.10.2008 ta US 2007/042988
Al, 22.02.2007 Bigomi HykiaeosuadochopaminaTy, npeacrasieHi Gopmyioro 4, R -4
Ta Sp-4, y TOMy 4HCIl Yy KpHUCTaliyHii (opmi, 3a3Ha4eHa IX 3IaTHICTH [0
noniMopdizmMy, Ta 3ampONOHOBAHO IX 3aCTOCYBaHHS [JIsl JIIKYBaHHS BIPYCHHX
3aXBOPIOBaHb, 30Kpema rematury C.
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CtocoBHO MYHKTY 6.5.3.2 [TpaBun pO3TIsAy: BJIACTUBOCTI
Hykieosuadocdopaminaris, npenacrasieHux ¢opmynorw 4, R,-4 ta Sp;-4 1 ix
3aCTOCYBaHHS JUIsl JIIKyBaHHI BIpYCHHMX 3aXBOPIOBaHb BXKE BiJIOMa 3 PIBHS TEXHIKH,
OT)KE€ BUHAWJEHHs Ta JAOCIKEHHS (POopMH 6 MOBUHHO MOTHBYBATHUCS OTPUMAHHSIM
TaKHUX BJIACTUBOCTEH, sIKi Oe33alepeyHo JEMOHCTPYIOTh MepeBaru JJis 3aCTOCYBaHHs
B JjikyBaHHI renatuty C. 3B’s3Ky MK BJIACTHBOCTAMH (QopMu 6 Ta mepeBaramu ii
BUKOPHCTaHHA IOPIBHSAHO 31 crolykamu (opmynn 4, R,-4 Ta S,-4 npu nikyBaHHI
BIPYCHHUX 3aXBOPIOBaHb HE HABEEHO, SIK 1 MOKJIMBOCTI 3aCTOCYBaHHS J1aHOI CIIOIYKH
y OyIb-sIK1i 1HILINA ranxy3i IPOMHUCIOBOCTI.

BinHOCHO 3ayBa)keHb amessiHTa PO BU3HAHHS BUHAXIJHULITBA y PE3YJIbTATIB
BU3HAUYEHHS (PI3UKO-XIMIYHUX BJIACTUBOCTEH OTPUMAHOI KPUCTAIIYHOI (opmH 1
HECIIPUUHATTS TEPMIHY “pyTHHHA mpoueaypa’.

Koneris AnensiiiiiHoi nmajnaTd BBa)kae, 1110 3aCTOCYBaHHS Iu(pakToMerpa i
OTPUMAaHHS TMOPOUIKOBOI AU(PpPAKTOrpaMu OYb-SKOi CHOJYKHA € TMPOIEAYPOIO, IO
nepen0ayae BUMIPIOBAHHS I1HTEHCHMBHOCTI 1 HampsiMy BHUIIPOMIHIOBaHHS, SIKe
nudparoBaHe Ha KpucrajgiyHoMmy o00’ekTi. Takuil aHami3 3acTOCOBYETHCS JUIS
BUPIIIEHHSI PI3HUX 3aBJaHb CTPYKTYpPHOTO aHamidy, 1 € 3BHUYAlHUM (THUIIOBUM,
PYTUHHUM) CHOCOOOM aHaji3y, IO TMOBCAKIEHHO BHUKOPHCTOBYETHCS, Ta HE Mae
OCHOB BHHAaX1/IHUIITBA BITHOCHO CIIOJYKHU.

Takox HeMae BUHAX1AHUIITBA B IIpolieci NiA00PY PO3UMHHUKIB JJIs1 OTPUMAaHHS
KPUCTAIIYHUX CIOJAYK, OCKUIBKM Takl il BXOJSTh JO CTaHJIapTHOrO Halbopy
nporenyp Oyab-sIKOTO CHeIliamicTa-XiMiKa.

3aranom, CIiJi HaroJOCUTH, 10 3aCTOCYBaHHS A0 OYyIb-sKOI CHOIYKH, B TOMY
qpcItl 1 opMu 6 CIIONYKH S,-4 CTaHJAPTU30BaHUX XIMIYHUX IPOLENYP Ta METOJUK, 3
METOK BU3HAY€HHS 11 (PI3UKO-XIMIYHUX BJIACTHUBOCTEH, € 000B’S3KOBUM B Cy4acHii
XIMIYHIN Ta papMalieBTUYHIN IPAKTHUIL, 1 116 TOBUHHO CIIPUHAMATHUCS anpiopi.

VY cBoeMy 3amepeyeHH1 amneysHT CTBEpIKYye, 1Mo ¢GopMa 6 He Mae HOBOI
010JI0T1YHOI aKTUBHOCTI IOPIBHSAHO 31 CIIONYKOIO S,-4, a CyTh BUHAXOAy IOJArac y
MiBUILEHH] CTaOUIBHOCTI CIONYKH S,-4 y TBepaid (a3l Ta OulbII HaAIHHOMY
30epekeHH1 He0OX1HOT KITbKOCTI aKTUBHOI PEYOBHHH Y JIIKAPCHKIKM GopMmi.

HeoOxinHo Harajgatu, 1m0 B OCHOBY BHHAaxojAy IIOCTaBJ€HE 3aBJaHHS
CTBOPEHHsI HOBUX HyKJeo3uadochopamigaTiB sIK areHTiB JKyBaHHS BIPYCHUX
3aXBOPIOBAHb, 1 @)X HISIK HE BUHANACHHS MaKCHUMaJIbHO TE€pMOCTAOUIbHOI (HOopMHU
HYKJ1€03uAPocPOopaMiIaTHOI CIIOITYKH 3 METOIO MOJOBKEHHS TEPMIHY BUKOPUCTAHHS
OTPUMAHOTI'0 MPOJYKTY (TEPMIHY IPHIATHOCTI JIIKIB).

Tema Oinbmioi crabiapbHOCTI GOpMU 6 HEOIHOPA30BO HATOJIOIIyBadacs, 1y
MpoLIeCt MONEPEAHBOrO A1IOBOACTBA alleJISTHTOM OYyJIO TPUBEAEHO: rpadiK IIBUAKOCTI
pPO3UMHEHHSI TaONETOK, sKi MicTATh ¢opMmy 1 Ta dopmy 6; Tabmuusg cTaOUTBHOCTI
TBEepAOoro crany gopmu 1 Tta popmu 6 y TppoX BuAaX yNakOBKH (BIIKpPUTI (IaKOHHU,
3aKpuUTI (PJIaKOHU 3 KPHIIKOK 0e3 ocylryBada Ta 3aKpuTi (JIAKOHM 3 KPHUIIKOK 3
OCYIIIlyBaueM); 3acBiUeHHsS cTaliapHOCTI ¢GopMu 6 HA OCHOBI TOro, IO ii
TeMmrepaTrypa IulaBieHHs jaopiBHIOE 124,5-126 °C mopiBHSHO 3 TeMIepaTyporo
riaBiaeHHs dopmu 1, mo € 94,3°C.

CTOCOBHO HaBEJECHUX AAHUX KOJIET1A ANEISLINHOI NajlaTh 3a3Hadae, 1[0 Takl
JaHl € HEJOCTaTHbO OOTPYHTOBAHMMHU 3 HACTYMHOI NMPUYUHU: BIJIOMO, IO BipycC
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renatuty C — iH(eKIiiHe 3aXBOPIOBaHHS, IO MOXE MAaTH TOCTPY Ta XPOHIUHY
dbopmu. OCKiIBKM B NEPEBaXKHIM KUIBKOCTI BUITQJIKIB JIaHA XBOpOoOa MEPEXOJUTh Y
XpOHIUYHY (opMy, TO TepeadavaeThCs, MO JIKyBaHHsA OyJe BKJIIOYATH TEpariio 3
BUKOPUCTAHHAM TIpenapariB  BUCOKOI  010J0CTYymHOCTi, aje 13 3/IaTHICTIO
MiATPUMYBATH BUCOKY KOHIIGHTPAIIIIO JIIKiB B OpraHi3Mi JOCUThH JIOBTUH MEPioj vacy.
B Toit wac sk JikyBaHHS TOCTpUX (OPM 3aXBOPIOBAHHS MOTPeOy€ IIBHIKOTO
PO3YHMHEHHS JIIKAPCHKOTO 3aco0y ISl JTOCATHEHHS MaKCHUMAaJbHOI KOHIICHTpAIlii B
KpOBI MALIEHTA B KOPOTKUH NEPIOJ Hacy.

3rifHo 3 nyHKToM 6.6.3 IlpaBun ckinagaHHs HEOOX1JHO OOIPYHTyBaTu
MPUYMHHO-HACTIAKOBUM 3B’ A30K MIXK O3HAKAMU BHHAXOJAy i OYIKYBaHUM TE€XHIYHUM
pe3ynbTaToM. TOOTO TBEpIKEHHS amejsHTa Mpo “TIOKPALIEHHS XapaKTEPUCTHK
B1JIOMHX BJIACTUBOCTEH”, a came Kpallly pO3UUHHICTh (GOpMH 6 MOPIBHIHO 3 (HOPMOIO
1, HeoOXximHO Oyn0 O MPEACTaBUTH Y B3a€EMO3B’A3KY 13 TEXHIYHUM PE3YJIbTATOM —
MO>KJIMBICTIO 3aCTOCYBaHHS IS JIIKYBaHHS BIPYCHHUX 3aXBOPIOBAHb.

OCKUIbKM JaHUX TPO BIUIMB IIBUJKOIO PO3YMHEHHS TabieTku ¢opmu 6 Ha
JIKYBaHHS TOCTPOi 4u XpoHIuHOiI opmu renatuty C abo HEOOX1THOCTI y HIBUJIKOMY
BHUBIJIbHCHHI aKTMBHOI PEYOBHMHU HE HABEJICHO, TO PO3POOKYy TabieTKu 3 hopmMoro 6
MOJXKJIMBO CHpUMMATH JUIIe K Moaudikaiio GopMu MpPOAYKTY, a HE SK MEepeBaru
BUHAXOJY.

BigmoBigHo, mani mpo cTabunpHICTE GopMU 6 Yy BIAKPUTHUX/3aKPUTHX
¢1akoHax: Ha OCHOBI HaBeJEHOI TaOMuUIll (IMB. BIANOBiAb anensHta Big 26.05.2017)
HasiBHA OJIHAKOBA BOJIOTOCTIWKICTH 000X (opm. Aje € 3a3HayeHHs, IO 3TITHO 3
pe3ynbTaTaMu PEHTTEHIBCHKOI mMopomKkoBoi audpaxitii dopma 1 3 mepmioro gHS
3HAXO/)KEHHSI Y BIJIKPUTIH €MHOCTI, 3MIHIOE 13UUHY (POPMY Ta OCMOIIOIOTHCS.

Pentrenorpamu, sxi O UIIOCTpYBaJM BKa3aHE aleassHTOM HE MPEACTaBJIEHI,
TOMY HEMAE€ MiJICTaB BBAXKATH 3a3HAYCHHUI BUCHOBOK HAOYHO JIOBEICHUM.

Tak camo 13 TBEpPKCHHSAM MPO MiABUIIEHY CTaOUIBHICTE (GOpMH 6 B 3B’SI3KY 13
il BUINOIO TeMIlepaTyporo IJaBieHHs. B Marepianax 3asiBKM HE PO3KPUTO BILIUB
MIEBHOT'0 3HAUYCHHS TeMIIepaTypH IJIABJIEHHS Ha MOJIETIeHHs (200 MOKpallleH1 YMOBH)
y JOCATHEHHI TEXHIYHOTO pe3yJbTaTy 3asBIICHOTO BHUHAXOAy. T00TO, SKMM YUHOM
OUTBbII BUCOKAa TemIeparypa IJiaBieHHs ¢opmu 6 Oyjae BIIMBaTHU Ha mepedir
3aXBOPIOBAHHS MPHU JIIKYBaHHI 13 3aCTOCYBaHHSM JIIKapChKoi OpMH, IO BMIIIIYE TaKy
dhopmy, 3aTUIITUIOCS HEBIJIOMUM.

Orxe, koiyeris AMNEMALIMHOI MMajaTH BBaXkae, L0 Yy Marepiajax 3asiBKU
BIJICYTHI J1aHi, SIKI JIO3BOJISIIOTh BCTAHOBUTU MPUYMHHO-HACIIJKOBUM 3B’SI30K MIXK
(13MKO-XIMIYHUMH BJIACTUBOCTSAMHU (OpMU 6 Ta MOMIIMBICTIO X BUKOPHUCTAHHS IS
nikyBaHHs renatuty C.

CrocoBHO 3ayBaxkeHHsI amneisiHTa, 1o gokymeHT WO2010/135569 Al,
25.11.2010 Ta crartio MICHAEL J. SOFIA ET AL. Discovery of a beta-D-2'-Deoxy-
2'-alpha-fluoro-2'-beta-C-methyluridine Nucleotide Prodrug (PSI-7977) for the
Treatment of Hepatitis C Virus / JOURNAL OF MEDICINAL CHEMISTRY. - vol.
53, no. 19. - 16 September 2010 (2010-09-16). — P.7202-7218 He MOXXHA BIAHOCUTH
710 piBHSI TE€XHIKU, OCKUTBKM BOHU Oysu OmyOJiKOBaHI MICHs AaT MPIOPUTETIB JaHOT
3asBKH KOJIETis ANEISIIiHHOI IajjaTh 3a3Hava€e HACTYITHE.
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Hapezneni qokymeHTH 3rigHO 3 yacTuHaMu 4, 5 Ta 7 ctarTi 7 3aKOHY BXOJSTH
710 pIBHSI TEXHIKM Ta BPAaXOBYIOTHCA MPU aHAJI31 HOBU3HM 3asBJICHOIO BHHaxXoay. B
Ipolieci MPOBEACHHS €KCIEPTU3U BIJIOMOCTI 3 JAHUX JOKYMEHTIB Pa3oM 3 IHIIMMHU
Oynu migcraBoro s (GOpMYBaHHS TOIMEpEeAHIX BHUCHOBKIB. [lana iHdopmaris €
BXJIMBOIO JIJII PO3YMIHHS apryMEHTallli CTOpIH Ta TMOCTYIOBOTO 3BY>KCHHS
NaTEHTHUX JoMaraHp anensHra. [Ipu 1npoMy, 010 OCTaHHBOTO BapiaHTy (OPMYIH
BUHAXOJy, OCTATOUYHUN BHCHOBOK OYJIO 3p00JIEHO BXKE€ 3 ypaxyBaHHSIM JIOKYMEHTIB
piBas Texniku WO 2008/121634 A2, 09.10.2008 Tta US 2007/042988 Al,
22.02.2007, sxi mpaBOMIpHO OyJIM 3aCTOCOBaH1 JJII OLIHKM BUHAX1JHUIBKOIO PIBHS
3asIBJICHOTO BUHAXOJTY.

CTOCOBHO 3ayBakKCHHS IOJI0 HECMOAIBAHOTO BHHECEHHS OCTaTOYHOTO
BHCHOBKY TIPO HEBIAMOBIIHICTH 3asBJICHOIO0 BHHAXOJly YMOBaM MAaT€HTO3/aTHOCTI,
KoJieriss AmNeNsIiiiHOl MajaTh 3a3Hadae, Mo 3rigHo 3 myHkToM 6.8.1 IlpaBun
PO3IIIALY SIKIIO 3 ypaxXyBaHHAM 3MiH 1 IOAATKOBUX MaTtepiajiiB, HAJAHUX 3asiBHUKOM
y BIIMOBI/I HA MONEPEIHIN BUCHOBOK PO BIIMOBY, 3p00JICHO OCTAaTOUYHUN BUCHOBOK
Ipo HEBIANOBIAHICT, BHHaXoay (abo rpynmu BHUHAXOAiB) xoda O OnHIA 3 yMOB
MAaTEHTO3JaTHOCTI, TO MPUUMAETHCA PIIIEHHS TPO BIIMOBY y BHaadl MaTeHTy. B
OCTaTOYHOMY BHCHOBKY HaBOJSTHCS BIAMOBIIHI OOTPYHTYBaHHS.

Crhig 3ayBakWTH, IO aresiHT HEOJHOPA30BO 3MIHIOBAB 00 €KTH BHHAXOMY,
TOMY apryMEHTH EKCHEPTH3M KOXXHHUHU pa3 cTocyBanucs HOBOro o0’ekty. Ilomo
HOBOTO JOKYMEHTY PiBHSI TEXHIKH, TO 3asBa MPO HEMOXJIHMBICTh MPOKOMEHTYBATH
HOro amensiHTOM € MaHINyJISTUBHOIO, OCKIUIbKHM, IIICJsl 3a3HA4eHHS JaHOTO
JOKYMEHTY Yy TMOINEpEeIHbOMY BHUCHOBKY ekcreptu3u Big 27.09.2016, anensHt
HaJicaaB BiANMOBIAL Big 26.05.2017, ae HaBiB T1 KOMEHTap1, SIK1 BBa)KaB 3a HEOOX1IHI.

OTxe, OCTaTOUHUI BUCHOBOK MPUMHSTO BIANOBIIHO A0 NMyHKTY 6.8.1 [lpaBun
PO3TIISY.

Taxkum urHOM, KOJIETisI ATIeSAINHOT majaTH pOOUTh HACTYITHI BUCHOBKH.

3riIHO 13 TIEPBUHHUMHU MarepiajlaMHi 3asBKH BHHaxiJl OyB CIpsSMOBaHUN Ha
CTBOpPEHHS HOBHUX HYKJeo3uadochopamigaTie, npeacrapieHux ¢dopmyiowo 4, Rp-4
Ta Sp-4, Ik areHTIB JIKyBaHHs BIPYCHHUX 3aXBOPIOBaHb, a came renaTtuty C.

ATENsSHT HE TPOJAEMOHCTPYBAaB Ta HE JOBIB B3a€MO3B 3Ky MIXK (13HKO-
XIMIYHUMHU BIACTUBOCTSAMU (opmu 6 crnonyku dopmynn Sp-4 Ta 1i MOXKIMBUMHU
repeBaraMu y BUKOPUCTaHHI IPU JIIKYBaHHI BIDYCHUX 3aXBOPIOBAHb.

bionoriuna aktuBHiCTH Qopmu 6 crnonyku (opmynu Sp-4 3anumunacs He
PO3KPUTOIO, OTKE 3aCTOCYBaHHA JJIS Tepamii BH3HAYCHOTO 3aXBOPIOBAaHHS €
HEBU3HAYEHOIO.

B koHTekcTi mpencTaBlieHUX MarepiajiB 3asiBKM HEMOXJIMBO BH3HATH
BUHAX1AHUITBOM caMm (akt oTpumanHs (opmu 6 crnoayku Qopmynu Sp-4 Ta
BU3HAYEHHS 11 (P13MKO-XIMIYHUX BJIACTUBOCTEM.

Ha miacraBi BuKIIageHOro KoJeTiss ANENsIiiHOT majaTh BBa)Ka€ OCTATOYHHI
BUCHOBOK 3a pe3yjbTaTaMH KBami(iKaliifHOI €KCHEPTU3U TMPO HEBIAMOBIIHICTh
BUHAXOJy YMOBI BHWHaxiJHUIIBKOTO pIBHA OOIPYHTOBaHWUM, a  PIIICHHS
MinekonoMpo3BuTKy Big 29.06.2017 mpo BiAMOBY y BUJa4l MAaTEHTy HA BUHAXIJ
“Hyxneo3uadochopaminatu’ 3a 3asB8koro Ne a 2012 12444 npaBoMipHUM.



15 [IponoBxeHHsa nomarka

3a pe3ynbTaTaMu po3rIIsTy 32NEPETeHHs, KEPYIOTHCE 3akonom Ykpainu “IIpo
OXOpOHY TIpaB Ha BUHAXOJU 1 KOpUCHiI Mojem”’, PerimaMeHToM AmensiiiHoi manaTu
JlepxaBHOI CITy’>KOM 1HTENEKTyaJIbHOT BIACHOCTI YKpaiHW, 3aTBEPHKCHHM HaKa3oM
MinictepcTBa ocBiTH 1 Hayku Ykpainu Big 15.09.2003 Ne 622, xoneris AnensiidHol
naJiaTu

BUPpimma:

1. BizmoBuTH FAPIJ'[II[ OAPMACCET EJIEJICI y 3a10BOJIEHH1 3aNIepEUYEHHS.

2. Pimennss MinekoHOMpo3BUTKY Bif 29.06.2017 mpo BiIMOBY y BHIadl
nateHTy Ha BuHaxin ‘“Hykneosundochopaminatu™ 3a 3asBkoro Nea 2012 12444
3AJIMIIUTH YAHHHUM.

Pimmenns ©HaOupae dYMHHOCTI 3 JIaTMU WOro 3aTBEPKEHHS HAKa30M
MiHicTepcTBa EKOHOMIYHOTO PO3BUTKY 1 TOPTiBIl YKpaiHHU.
["'onoByrounit B. O. llIsens

Yenu Koserii K. O. Kotuk

IO. 10. KosxoriioBa



	Колегія Апеляційної палати Міністерства економічного розвитку і торгівлі України, затверджена розпорядженням голови Апеляційної палати Перевезенцева О.Ю. від 09.10.2017 № Р/103-17 у складі головуючого Швеця В.О. та членів колегії Колотілової Ю.Ю., Котик К.О. розглянула заперечення ГАЙЛІД ФАРМАССЕТ ЕЛЕЛСІ проти рішення Міністерства економічного розвитку і торгівлі України (далі – Мінекономрозвитку) від 29.06.2017 про відмову у видачі патенту на винахід “Нуклеозидфосфорамідати” за заявкою № а 2012 12444.
	Представник Державного підприємства “Український інститут інтелектуальної власності” (далі – заклад експертизи) – Тарнавська Н.М.
	Представники апелянта – Бочаров М.А., Опанасенко О.С., Манолов Т.В.
	При розгляді заперечення до уваги були взяті такі документи:
	заперечення вх. № ВКО/135-17 від 06.10.2017 проти рішення Мінекономрозвитку від 29.06.2017 про відмову у видачі патенту на винахід “Нуклеозидфосфорамідати” за заявкою № а 2012 12444;
	доповнення до заперечення вх. № ВКО/206-17 від 01.12.2017;
	копії матеріалів заявки № а 2012 12444. 
	Аргументація сторін
	За результатами кваліфікаційної експертизи, проведеної закладом експертизи з урахуванням змін і додаткових матеріалів, поданих у зв’язку з одержанням заявником попереднього висновку кваліфікаційної експертизи вих. № 20070/ЗА/16 від 27.09.2016, встановлено, що заявлений винахід не відповідає умовам патентоздатності, визначеним для нього частиною 1 статті 7 Закону України “Про охорону прав на винаходи і корисні моделі” (далі – Закон): за пунктами 1, 2, 7, 8, 12, 13, 17, 18, 22 та 23 формули не має винахідницького рівня.

