[Ipunoxenue
K penreHnio depepanbHON CITyKOBI 110 HHTEIUICKTYaIbHOK
COOCTBEHHOCTH

3AK/IIOYEHUE
KOJUIErHH NAJIATHI 110 NATEHTHBIM CIIOpaM
10 pe3yJIbTaTaM PacCMOTpeHHs [X BO3paskeHHs [ 3asBJICHUSA

Kosneruss B mopsiike, yCTaHOBJIIGHHOM NYHKTOM 3 ctaThbu 1248 wyactu
yerBepror ['paxkmanckoro kozekca Poccuiickont ®epepanuu, BBEICHHOW B
nectBue ¢ 01 suBaps 2008 r. denepanbHbiM 3akoHOM OT 18 nexabpst 2006 r.
Ne 231-®3, B penakuuu denepanbHoro 3akoHa oT 12.03.2014 Ne 35-d3 «O
BHECEHUU W3MEHEHHMII B 4YacTHU MEPBYIO, BTOPYID U YETBEPTYIO [ 'pakmaHCKOro
konekca Poccuiickon @enepaunu W OTACHBHBIC 3aKOHOJATEIIBHBIE  AKTHI
Poccuiickon ®epepanun» u IlpaBuimamMu  paccMOTpeHUsT UM pa3pelICHUs
dbenepaabHBIM  OPTAaHOM  UCIOJIHUTEIBHOM BJIACTM TIO0  HWHTEJUICKTYyaJIbHOMN
COOCTBEHHOCTH CIIOPOB B QJMUHUCTPATUBHOM TMOPSIKE, YTBEPKICHHBIMU
npukazoM MUHUCTEpCTBA HayKd U BbIcIIero oOpa3zoBaHus Poccuiickoi
OQenepanun 1 MUHHCTEPCTBA  SKOHOMHUYECKOTO  pa3BUTUS  Poccuiickoit
®enepanuu ot 30.04.2020 1. Ne 644/261, 3apeructpupoBaHHbIM B MUHHCTEPCTBE
toctuiuu Poccuiickoit @enepanun 25.08.2020 No 59454 (nanee — IIpasuna I1I1C),
paccMmoTpena Bozpaxkenre OOIIecTBO ¢ orpaHudeHHON 0TBEeTCTBEHHOCTHIO «IICK
«Dapmay, PO (manee — nuio, nmojasiiee Bo3paxenue), nocrynusiiee 21.06.2022,
IIPOTHUB JecTBUA HA Tepputopun Poccuiickon denepannu €Bpa3uiickoro naTeHTa
Ha uzo0perenue EA Ne 012666, pu 3TOM yCTaHOBJICHO CIEIYIONIEE.

EBpasuiickuii  matrenr EA Ne012666 w©a rpynmy uzoOpeTeHuit
«OnTtuueckoe pasnenenue (1l-OeH3min-4-MeTHINUNIEPUIUH-3-UI)METHIIAMUHA |
€ro TpUMEHEHUE /I TOJYYCHHUS TPOU3BOMHBIX MHUPPOJO0 2,3-MUPUMHUINHA B
KauyecTBe MHITUOMTOPOB MPOTEHMHKHWHA3bD» (Jajee — OcrnapuBaeMblil MATEHT),
BeIJaH 1O 3asBke EA Ne 200600575, ¢ nmarout momaum 29.05.2002, c
KOHBEHIHOHHBbIMH TipuoputeTamu ot 31.05.2001 u 06.12.2001, ycraHOBIEHHBIMU

1o jate nojadu 3asgBok US 60/294,775 n US 60/341,048 cOOTBETCTBEHHO.



JlelicTBue ocriapuBaemMoro IareHTa IpoJIeHO Ha TeppuTtopun Poccuiickoi
Odeneparuu 10 29.05.2027 B oTHomeHUH TyHKTOB 16 u 17 dopmynsl (cMm.
bromerenp Ne 10 EAIIB «M300peTeHust eBpas3uiicKue 3asiBKM M €BPA3UNCKHE
NaTeHThD», omyonukoBaHo 30.10.2013).

EBpazuiickuii matent EA Ne 012666 BwrimaH Ha uMSs [IOAV3EP
I[MPOAAKTC HHK., CIIIA (manee — nateHTOOONAnaTenb) W JEHUCTBYET, Kak
yKa3aHO BbIIIE, B OTHOLIEHWHU NYHKTOB 16 u 17 dopmynsl B chemyrolien
peAaKIuu:

«16. dapmaiieBTUYECKasi KOMITO3UIIUS, UHTHOUPYIOIIAsi MPOTEUHKUHA3Y
wim kuHazy 3 Janus (JAK3) y wmiekonuTaromux, BKJIIOYas 4eOBEKa,
MpeAHa3HAYeHHass [Js JIEYEHUS WM MPEeAoTBpallleHuss 3a00JIeBaHUS WIIU
COCTOSIHUSI, BBIOPAHHOTO U3 OTTOPKEHHUSI OpPraHOB TMIPU TpaHCIUIAHTAIWU,
KCEHOTPAHCIUIAHTALIMM, BOJYAHKHM OOBIKHOBEHHOM, pPACCETHHOTO CKJIEepOo3a,
PEBMATOMIHOTO apTpUTa, Mcopuasa, Auadera Tuna [ u ocnokHEeHH, CBA3aHHBIX C
IMabeToM, paka, aCTMbI, aTOITUYECKOTO JIEpMaTUTa, ayTOUMMYHHBIX HapyIlIeHUN
IIUTOBUJIHOM  JKEJie3bl, SI3BEHHBIX KOJUTOB, Oone3Hu Kpona, O0one3Hu
Anbureitmepa, JeHKeMUU U IPYruX ayTOMMMYHHBIX 3a00J€BaHUM, BKIIIOYAIOLIAs
3¢ deKTUBHOE AT TAKMX HapylIeHHH uin coctosiHui konmmuectBo 3-{(3R,4R)-4-
MeTun-3-[metun-(7H-muppoino[2,3-d |mupumuauH-4-11)aMIHO [TATICPUAMHILT | -3-
OKCOTIPOMTMOHUTpUIZIA WU ero ¢dapMaleBTUYECKH TNPUEMIIEMONM COJMH U
dapmaneBTHYECKU MPUEMIIEMBI HOCUTEb.

17. dapmarieBTrueckas kommosuius, Bkimodaronias 3-{(3R,4R)-4-metunn-
3-[metun-(7H-mupposno[ 2,3-dmupumu iuH-4-11)aMIHO [TATICPUANHIT | -3-
OKCOTIPONTMOHUTPUIT WM  €ro  (apMalleBTUYECKA MPUEMIIEMYIO COJIb U
dbapMaleBTUYECKU PUEMIIEMbIN HOCUTEh.

[IpotuB penctBus Ha Teppuropun Poccuiickoii denepannu eBpa3uicKoro
nateHTa EA Ne 012666 B coorBercTBUU ¢ myHKTOM | cratbu 13 EBpasuiickoi
ITareatHot KonBenmuu ot 09.09.1994, parudunupoBanHor Poccuiickoit

Oenepanuein @eaepaibHbiM 3aKOHOM OT 01.06.1995 Ne 85-D3 u BcTynuBiIeH B



cuny st Poccuiickoit @enepanuu ¢ 27.09.1995 (nanee — KonBeH1us), U MyHKTa
I ITpaBuna 54 IlaTeHTHOW WMHCTPYKIUU K EBpa3suiicKOW MAaTEHTHOW KOHBEHIIUH,
YTBEPXKAEHHOW  AJIMUHHUCTPAaTUBHBIM  COBETOM  EBpa3suiickodl  NaTEHTHOM
opraHuzallid Ha BTOpoM (mepBoM ouepeaHoMm) 3aceganuu 01.12.1995 ¢
U3MEHECHUSIMU UM JONOJIHEHUSIMH, YTBEPKACHHBIMM Ha  JE€BSATHAILIATOM
(4eThIpHAILIATOM OYEPEAHOM) 3acenann AqMuHucTpatuBHoro copeta EAITO 13-
15 wos6ps 2007 1., nBaamath MmepBoM (IIECTOM BHEOYEPEAHOM) 3aceJaHuU
AnmunuctpatuBHoro cosera EAITO 30-31 mapra 2009 r., nBaauath TpEeTbeM
(cemHaAaTOM OYEpeIHOM) 3acenannu AnmuHucTpaTuBHOTO coBeta EAITIO 8-10
HOs1Opss 2010 r., ABaAnaTh IIECTOM (JIEBATHAIATOM OYEPETHOM) 3aceaHuu
AnmunuctpatuBHoro coseta EAITO 20-22 nHosiOps 2012 r., nBaamnaTh ceIbMOM
(mBammaToM odepeaHOM) 3acedaHuu AaMuHUCTpaTHBHOTO coBeta EAIIO 6-8
HOs10ps 2013 1., ABagaTh BOCKMOM (JBAALATH MEPBOM OYEPETHOM) 3aceIaHUU
AnmvunuctpatuBHoro copeta EAIIO 11-13 nHosiOps 2014 1., Tpuamnate BTOpPOM
(IBaamaTh TPEThEM OYEPETHOM) 3acenaHuu AaMuHUCTpaTUBHOTO coBeta EAIIO
1-3 Hos06pst 2016 r., TpuauaTeh TpeTbeM (ABaALATH YETBEPTOM OYEPETHOM)
3aceqanun 6-7 centaOps 2017 r., Tpuaumarh YeTBEPTOM (IBAJLIATh ISITOM
ouepenHoM) 3acenanuu 22 — 23 oktsa6ps 2018 r., TpuanaTh mecToM (IBaalaTh
ceabMoM ouepeaHom) 3acenanuu 10 — 11 centa0ps 2020 r., TpuauaTh ceabMOM
(necarom BHeouepeaHOM) 3acemaHuu 12 ampenss 2021 1., COpOKOBOM
(n1BeHamiatoM BHeouyepeaHoMm) 3acedanun 11 — 12 ampems 2022 r. (mamee —
NercTByOIIas [TatenTHas UHCTPYKIIUS), MOCTYTHIIO BO3pAXKCHHUE,
MOTHUBHPOBAaHHOE  HECOOTBETCTBHEM  TPYIIbI  U300pPETCHHA  yCIOBUAM
MAaTEHTOCIIOCOOHOCTH  «IIPOMBIIIJIEHHAs] ~ TPUMEHUMOCTBY»,  «HOBHM3Ha» U
«M300peTaTeIbCKUIl ypOBEHb», a TaKXke HaIuuus B ¢Gopmylsie H300peTeHUs
MIPU3HAKOB, OTCYTCTBOBABIIMX B MaTepualiax 3asiBKU Ha JaTy €€ MOJIauHu.

K Bo3paxkeHn10 IPUIOKEHbI CIAEAYIONUE MaTeprualibl (KOMUHN):

- 3asBKa Ha Bblgauy eBpaszuiickoro matreHta EA 200200506 Al, nara

nyonukanuu 26.12.2002 (nanee — [1]);



- mybOmukamus MexayHapoaHou 3asBku WO  99/65908 Al, nara
nyomukarmu 23.12.1999 (manee — [2]);

- mateHTHBIA MOKyMeHT US 6235927 B1l, mara myOmmkaruu 22.05.2001
(manee — [3]);

- nyOmukanus MexayHapoanoi 3asBku WO 01/30763 Al, narta
nyoukaruu 03.05.2001 (nanee — [4]);

- nyOonukamus MexayHapomaHoi 3asBku WO  01/42246 A2, nara
nyomukanuun 14.06.2001 (nanee — [5]);

- 3asBKa Ha BblIauy eBponerckoro nareHra EP 0514540 Al, nara
nyonukaiuu 25.11.1992 (nanee — [6]);

- craths Miiller, Christa E., et al. "Chiral pyrrolo [2, 3-d] pyrimidine and
pyrimido [4, 5-b] indole derivatives: structure— activity relationships of potent,
highly stereoselective Al-adenosine receptor antagonists.” Journal of medicinal
chemistry, 1996, 39(13): 2482-2491 (nanee — [7]);

- B. M. Iloramnos, Ctepeoxumusi: Yue6.mocobue ajis By30B, 2-¢ u3l., M.:
Xumus, 1988 (B kauecTBe cripaBouHoi gutepaTypsl Cl) (nanee — [8]);

- O. Unuen u ap., OcHOBBI opraHnveckoi crepeoxumuu, M.: BTHOM.
Jlaboparopus 3uanwuii, 2007 (B kauecTBe crpaBouHOM nuTeparypbl C2) (mamee —
[9D);

- benukos B.I'., "®apmaneBTuueckass Xumus'", B JIByX 4YacTAX, 4acTh [
"oOmas ¢gapmareBTdeckas xumus', 2-oe u3ganue, M.: Beicias mkoia, 1993, (B
KadyecTBe crpaBovHOM Jiuteparypsl C3) (namee — [10]);

- XapkeBuu J[.A., "®apmakosiorus", 4-e uzganue, M.: Meaununa, 1993 (B
KadyecTBe cripaBoyHOU yutepatypsl C4) (manee — [11]).

CnemyeT OTMETHTh, UTO Bo3paxeHue, nmomanHoe 21.06.2022, t.e. mocie
OKOHYaHUs OCHOBHOTO cpoka aeiicTBus natenta (30.05.2022), coaepxkano 10BOIbI
O HECOOTBETCTBHM YIOMSHYTBHIM BBIIIE YCIOBHUSM TATEHTOCIIOCOOHOCTH BCEX
HE3aBUCUMBIX MYHKTOB (hOPMYJIBI TPYIIIBI H300pETEHUMN, C KOTOPOW COCTOSIIACH

BhIaya nareHTta EA Ne 012666.



B xonme paccMOTpeHUs BO3paKE€HUS, B BUAY OTCYTCTBUS MOJTBEPKICHUS
3aMHTEPECOBAHHOCTH, MIPEAYCMOTPEHHOM MMYHKTOM 2 cTathu 1398 nmeicTByromiero
Konekca, numom, momaBmmM BO3paKeHWE, OBUIO YTOYHEHO, YTO JIOBOBI
BO3pPaKEHUsI KAaCAIOTCS HE3aBUCHMBIX IMYHKTOB 16 M 17, B OTHOLIEHUH KOTOPBIX
CPOK JIEMCTBHSI OCIIapUBAaEMOro MareHTa Ha Tepputopun Poccuiickoit dbenepanuu
npomieH a0 29.05.2027. Marepuanbl, yTOYHSIOIIAE JOBOJBI BO3PaXEHUS,
NPEACTABICHbl JIMIIOM, I[OJABIIMM BO3PaXXECHHE, HA 3aCECJaHUHM KOJUIETHH,
coctosiBmieMcs: 13.09.2022 (He comepkaT yTOYHEHHUH B OTHOIICHUHU JIOBOJIOB O
MPABOMEPHOCTU YCTAHOBIICHUS IPUOPUTETA).

CyThb [10BOJIOB BO3pa)K€HHUSI M YTOUHEHUN B OTHOIICHUU HE3aBHCUMBIX
MyHKTOB 16 1 17 CBOOUTCS K CIEAYIOLIEMY.

[To MHEHUIO JNHIla, TTOJABIIETO BO3paXKEHUE, IO OCHApUBAEMOMY MATEHTY
YCTAaHOBJIEH NPHOPHUTET M0 jaaTe nojauu 3asBku US 60/294,775 ot 31.05.2001 u
US 60/341,048 ot 06.12.2001. ITpu stom 3asBka US 60/294,775 ot 31.05.2001 ne
COJIEPKUT CBEJICHUN 00 M300pETEHUSX, 3aABICHHBIX B MyHKTax 14-24 dhopmysibi
ocrmapuBaeMoro mareHTa. B myHktax 14-24 mpeacTtaBieHbl KOHKPETHBIC
DHAHTUOMEpPHBIE (OPMBI COSAMHEHWH, HE yIOMHHAmoMmuecs B 3asBke US
60/294,775.

B oTOli CBsI3M, O MHEHUIO JIMIlA, MOJIABIIETO BO3PAXKEHUE, MPUOPUTET
nyHktaM 14-22 (opmynbsl I0KeH OBITh YCTAHOBJIEH IO JaTe MOJayd 3asBKU
US 60/341,048 ot 06.12.2001.

B BO3paxkeHHM O0TMEUYEHO, YTO M300pETEeHHE MO OCMapUBAEMOMY MATEHTY
HE  COOTBETCTBYET  YCJIOBHIO  IAaTEHTOCIOCOOHOCTH  «IIPOMBIIIUICHHAS
MPUMEHUMOCThY» Ha OCHOBaHUH, B YACTHOCTH, CJIEAYIOIIETO:

[To MHEHUIO NHIla, MTOJAABIIET0 BO3PAXKECHHUE, Ha3HAYEHHUE U BO3MOXKHOCTH
peanu3anui  W300pETEHUsT JTOJDKHBI OBITH TOJTBEPHKIACHBI HEMOCPEICTBEHHO
MaTepuagaMy 3asBKU.

[Ipu 3TOM OTMEYEHO, YTO MATEPHUalbl 3asBKM HE COJEPKAT CBEACHUI,

MOATBEPKIAIONINX, YTO COSAUHEHUS UPpoo [2,3-d] mupuMuauHa, B 4aCTHOCTH



3-{(3R,4R)-4-metnn-3-[metun-(7H-mmuppono[ 2,3-d jmupumu ua-4-

WJT)aMHUHO |TUTIEPUANHIII | -3-OKCONPOITMOHUTPUII,  SIBIISIIOTCSL  MHTHOUTOpaMu
NPOTEMHKWHA3, TakuX Kak ¢epment kuHaza 3 Janus (JAK3)) um wmoryr
HCIIOJIh30BaTHCA B TEPAIMU B KAY€CTBE MMMYHOCYTIIIPECCHBHBIX CPEICTB.

[lo ™MHeHMIO JMIIa, TOAABIIETO BO3PAXKEHHE, B ONUCAHUU K
OCTIapUBaeMOMY TIATEHTY MPHUBEICHBI TOJIBKO OOIUE TUIIOTETHICCKUE TIPUHITAIIHI
OLICHKM BO3MOXKHOTO BIIMAHMS coeAuHeHui Ha Janus kunHazy 3 (JAK3). Mexny
TEM B ONHCAHUHM HE TPEACTABICHbl HU KOHKPETHBIE CTPYKTYpPbl HCIIBITAHHBIX
COCIMHEHUW, HU PE3YyJIbTaT MUCHbITAaHUW. JIMip JeKknapaTUBHO YKa3aHO, 4TO
onpenensuii ypoBeHb ¢ochopunupoBanuss u 3HadeHuss [C50, HO HM ypoBHHU
dbochopunupoBanusa, ©HU 3HadeHus I[C50 He packpeIThl B  ONHCAHUU
OCTIapUBAEMOTO TTATCHTA.

[Ipu 3TOM B BO3paKEHHH CO CCBHUIKOW Ha CIpaBouHyr juteparypy [10]
(c.41-42) otrmeuyeHo, YTO pa3pabOTKa JICKAPCTBCHHOIO Ipemnapara JoJDKHA
BKJIFOYATh, TOMHMO 3aMbICJIa CO3JaHUs JIEKAPCTBEHHOI'O Tpernapara, ero CUHTE3,
otbop, B  pe3ydbTare KOTOPOTO  BEIIECTBA, OTJIMYAMOIIAECS  CBOSH
HECTaOMITBbHOCTHIO, HEBO3MOXKHOCTHIO MJTM YPE3MEPHON TPYIAOEMKOCTBIO CHHTE3A,
HE TMOJBEPraroTcs MabHEUIIEMYy HCCIeOBaHuI0, Aaynee (HapMaKoJIOTUYECKUN
CKPUHUHT, KIIMHAYECKYIO MPOBEPKY | T.]I.

CornmacHo  wucrounuky wuHbpopmammu  [11]  (c.41-42)  cBoiicTBa
JIEKAPCTBEHHBIX CPEJICTB B 3HAUUTEIHLHON CTETICHH OOYCIIOBIICHBI UX XUMUYECKUM
CTpOeHHEeM, HanmuuueM (YHKIHOHAIBLHO aKTHBHBIX TPYMNIHUPOBOK, (HOpMOH U
pa3MepoM MOJIEKYJ, TPH STOM BBISICHEHHWE 3aBHCHUMOCTH MEXKIY XUMHUYECKOU
CTPYKTYPOH BEIIECTB M WX OMOJOTHYECKOW AaKTHBHOCTBIO SIBIIICTCS OIHUM U3
HanOoJiee BYKHBIX HAIIPaBJICHUH B CO3aHMM HOBBIX IPEIIapaToB.

A w3 wucrounuka wuHbopmarmu [9] (c.143-148), wusBecTHO, dYTO

OHAaHTHOMCpPHas Q)opMa BJIUSCT HA 6I/IOJ'IOFI/I‘ICCKyIO AKTUBHOCTBH COCIUMHCHUA.



Takum 00pa3oM, MO MHEHHUIO JMIA, MOJABIIETO BO3PAXKEHUE, CTaUS
OLICHKM AaKTUBHOCTH HEOOXOAMMa JHJisi YCTAHOBIIEHUS TOro, oOJajaeTr Ju
COEIMHEHNE KAaKUMU-JINO0 TeparieBTUYECKUMHU CBOMCTBAMU WJIU HET.

Kpome TOro, B BO3paKXEHMH OTMEYEHO, YTO HA3HAYEHHUE COECAWHECHUU
nupposo[2,3-djmupumuanna  (papMaleBTHUESCKUX KOMITO3UIIMH Ha WX OCHOBE)
3aKJIF0YAETCS B UCITOJIBb30BAHUM UX B T€PANMU KAK UMMYHOJICIPECCUBHBIX ar€HTOB

n

OpU  KOHKPETHBIX COCTOSHUSIX WM 3a00J€BaHMSIX, a HMEHHO 'mpu
TPAHCIJIAHTALIUM OPraHOB, KCEHOTPAHCIUIAHTAI[MM, BOJYAHKE, pACCEIHHOM
CKJIEpO3€, PEBMAaTOUIHOM apTpUTe, Icopuase, auadbere I TMma M OCIOKHEHUAX
npu aualere, pake, acTMe, aTONMYEeCKOM JIepMaTUTe, ayTOMMMYHHBIX
TUPEOUJIHBIX PACCTPOMCTBAX, HECMEUU(PUUECKOM SI3BEHHOM KOJUTE, OOJE3HU
Kpona, Oone3nn AunblreiiMepa, JeHKEeMHHM W JIPYIrMX ayTOMMMYHHBIX
3a0o0JieBaHusAX "

Bmecte ¢ TeMmM, MO MHEHUIO JMIA, MOAABUIETO BO3paXEHHE, TaKue
CBEICHMS JTOJKHBI OBLIM OBITh PACKpbITBI MMEHHO B MaTepuanax 3asBKH s
MIPU3HAHUSA COOTBETCTBHS IIPEMJIOKEHHBIX M300peTeHUI YCJIOBHIO
MaTEHTOCIOCOOHOCTH «ITPOMBIIIIEHHAS] IPUMEHUMOCTB.

OnHako HE NPEJCTaBICHO HUKAKUX JIOCTOBEPHBIX HAHHBIX O BIMSIHHUU
coemunennii  3-{(3R,4R)-4-metni-3-[Merni-(7H-mupposno[2,3-d jnupumuaun-4-
WJT)aMHUHO |TUTIepUANH-1-11 } -3-0KCONMPONTMOHUTPUIIA U JIFOOBIX €ro cojeil Ha
ATHOINATOTE€HE3 HU OJHOTO M3 YKa3aHHbBIX COCTOSHUM WM 3a00JIeBaHUM.

Takum 00pa3oM, B BO3paKEHUU CHAEJIaH BBIBOJA O TOM, YTO B OMNHCAHUM K
OCTIapMBAaEMOMY  MATEHTy  HE  COAEPXKHUTCS  CBEACHHM,  OOBEKTHUBHO
NOATBEPKAAIOIIUX PEeATU3alMI0 Ha3HAYeHUS] M300pETEHUSAMH [0 HE3aBHCHUMbBIM
nyHkTaM 16-17 ¢hopmynsl ociapuaemoro nateHTa. COOTBETCTBEHHO, IO MHEHUIO
JuIa, TOJABIIET0 BO3paKEHUE, HEJb3s ClieiaTh BBIBOJ O TOM, YTO HM300peTEHUs
corjacHo ¢opMmyse OCHapuBaeMOro NaTEHTa MOTYT OBbITh HCIOJIb30BaHbl B
MPOMBINIJIEHHOCTH, CEIbCKOM XO3SIICTBE, 3/[paBOOXPAHEHUH U APYTUX 00JaCTIX

YEJIOBEYECKOU JICATEITHLHOCTH.



B oTHOIIEHNN HECOOTBETCTBUS pAacCMaTPUBAEMOM TPYIIbI M300pETeHUIA
YCIIOBUIO MAaTEHTOCIIOCOOHOCTH "HOBHU3HA" B BO3pAKEHUU OTMEUEHO CIIETYyIOIIee.

[lo wMHeHHMIO JHIa, TOJABIIETO BO3PAXKEHUE, HW300pETEHUs 10
HE3aBHCUMBIM TyHKTam 16-17 ¢opmynsl ocmapuBaeMoro mnaTeHTa He
COOTBETCTBYIOT YCJOBHUIO MaTEHTOCIIOCOOHOCTH «HOBH3HA» IO OTHOIICHHUIO K
(apMareBTHYECKON KOMITO3UIINHY, H3BECTHOU U3 3asaBKH [1].

ITo 3agBke [1] ycraHOBJIeH KOHBEHUMOHHBIN mpuoputeT ot 10.12.1999
cornacHo aate mojauu 3asBku US 60/170,179. Jlata MexayHapOIHON Ioaadu
sasBkd [1] — 23.11.2000. Takum oOpa3om, MO MHCHHIO JIMIA, ITOJABIIETO
BO3pAKEHWE, MW Jara I[OoJayd, MW Jara [pPUOPUTETa  MPEIIECTBYET
COOTBETCTBYIOIIUM JIaTaM OCHapUBAEMOro MaTeHTa.

3asBka [l] oTHOcuUTCA K COENMHEHMSIM Tuppono[2,3-djnupumMuanna,
KOTOpBIE SIBJSIOTCSI MHTUOMTOpAaMU MPOTEUMHKWHA3, TAKUX Kak (pepMeHTHas Janus
kuHaza 3 (JAK3). bonee konkperHo, u3 3asBku [1] (m.20 dopmynsi, c.10
omucanus, npumep 14) wusBectHo coeaunenue 3-{(4-mermn-3-[merna-(7H-
nuppoiio|2,3-d|mupumuann-4-ui)aMuHo |nmunepuanH-1-mm § -3-
OKCOTIPOITUMOHUTPUI.

[Ipu sTOM B BO3paKEHMH OTMEYEHO, YTO coriacHo 3asBke [1] (c.7-8
onucaHus): "COEAMHEHUS MO HTOMY H300pPETEHHMIO BKIIOUAIOT B ce0s Bce
KOH(OPMAITMOHHBIE U30MEPHI (HAMIpUMED, IUC- U TpaHC- u3oMephl). CoennHeHus
O HacTosAUleMY M300pETEeHHI0 HMEIOT aCUMMETPUYECKHE LEHTPbl M,
CJIEI0BATENBHO, CYIIECTBYIOT B PA3JIMYHBIX SHAHTHOMEPHBIX U AUACTEPEOMEPHBIX
dbopmax. DTO H300pETEHHE OTHOCHUTCS K TPUMEHCHHIO BCEX ONTHYCCKHUX
MU30MEPOB U CTEPEOU30MEPOB COCAMHEHUI MO HACTOAIIEMY H300PETEHHIO U UX
cMmecel 1 BceM (apMaleBTUYECKUM KOMIIO3UIUSM U CIIOc00aM JIeUeHUs1, KOTOPbIe
MOTYT MpPHUMEHSTh WM COAepkaTb HUX. B 3TOM oTHOmIEeHHH wu300peTeHne
BKJIOUaeT B ceds kak E, Tak u Z kondurypauun. Coegunenust popmyinst [ MoryT
TaK)K€ CYIIECTBOBaTb Kak TayTOMEphl. OTO H300peTeHHuEe OTHOCUTCS K

MIPUMEHEHUIO BCEX TAKUX TAYTOMEPOB U UX CMECEH' .



Takum oOpa3om, 3asiBka [l] oTHOcuUTCS K JIOOBIM  BO3MOXKHBIM
HSHAHTUOMEPHBIM (POpMaM COEAUHEHUS, SBISIOMIETOCS AKTHUBHBIM KOMITIOHEHTOM
KOMITO3HMIIMA TI0O HE3aBUCUMBIM TyHKTaM 16-17 dopmynsl. [lo mMHEeHHIO nwuia,
MOJIABIIIETO BO3pPaKEHUE, KaK MUHUMYM, B 3asBKe [1] packpbiBaeTcsi cMech BCEX
BO3MOKHBIX YHAHTHOMEPOB.

Kpome TOro, B BO3pak€HHMM OTMEUEHO, 4TO B 3asBke [1] (cMm. mm.3-5
dbopmynel, ¢.11-12 onucanus) onucaHa papmareBTHUYECKass KOMIIO3UIMS TS (a)
JICUCHUS] WM TPEIYNPEKICHUSI pACcCTPOMCTBA UM COCTOSHUS, BBIOPAaHHOTO W3
OTTOP>KEHMSI ~ TpaHCIUIaHTaTa OpraHa, KCEHOTPAHCIUIAHTALIMHM,  BOJYaHKH,
PAcCessHHOTO CKJIEpO3a, PEeBMATOMIHOIO apTpuTa, rncopuasa, auabdera | tuma u
OCJIO)KHEHMI auabera, paka, acTMbl, aTOIMMUYECKOrO JI€pMaTUTa, ayTOMMMYHHBIX
pPAcCTpPOMCTB IIUTOBUIHOM JKEJe3bl, HECHEUU(PUUECKOro S3BEHHOIO KOJMTA,
6one3nn Kpona, 6one3nu Amblreiimepa, JEeHKEeMHH U JPYTUX ayTOMMMYHHBIX
3a0oneBanui, wian (0) HMHrUOMpOBaHUS MPOTEHMHKWHA3, B YacTHOCTH, Janus
Kunazer 3 (JAK3), y MIIEKONMTAIONIETO, BKJIIOYAas 4YEJIOBEKa, COJEpKalas
KOJIMYECTBO COEJMHEHMS, PACKPBITOro B 3asBKe [1], win ero ¢apmManeBTUYECKU
MPUEMIIEMON COJIU, OTAEIBHO WM B KOMOMHAIMU C OJHUM UJK 00Jiee YeM OJJHUM
JNOTIOJIHUTENIbHBIM ~ ar€HTOM, KOTOPBIM  MOIYJIMPYET HMMMYHHYIO CHCTEMY
MJIEKOMUTAIOIIEr0, WM C MPOTUBOBOCHAIMTENIbHBIMU areHTamMu, 3(QQeKTUuBHOE
IPU TaKUX PACCTPOMCTBAX WJIM COCTOSHMSIX, U (DapMalleBTHUECKH MPUEMIIEMbIT
HOCHTEIIb.

B oTHOmIEHNM HECOOTBETCTBHS PacCMaTPUBAEMOM TpymHIbl U300peTeHUI
YCJIIOBHIO TIATEHTOCTIOCOOHOCTH "M300peTaTeNbCKuii YpOBEHB" B BO3pPAKCHUHU
OTMEUYEHO CJIeIyIOLIEe.

N3 3asBku [2] (mm.7-12 dopmynsi, ¢.10 crpoka 39 — c.12 crpoka 7)
M3BECTHBI  (apMarleBTUYECKUEC  KOMMO3WIMU Il (a)  JIeYeHUs WU
NpeAyNnpekIeHUs] 3a00JICBaHUS WM COCTOSIHHS, BBIOPAaHHBIX W3 TPYMIIHI,
BKJIIOYAIOIIEH  OTTOpPKEHHWE  TPAHCIUIAHTUPOBAHHOTO  OpraHa,  BOJIYAHKY,

pacCessHHBIN CKJIEp03, PEBMATOMJIHBIN apTpUT, Ticopuas, auadber Tuma | u



OCIIO)KHEHUSI OT aAuabeTa, pak, acTMy, aTONMUYECKHI JepMaTHT, ayTOUMMYHHbBIE
HapyUIEHUsl IIMTOBUJIHOM >KeJe3bl, SI3BEHHBIM KOJMUT, OoJsie3Hb Kpona, 0one3Hb
AnbrreiiMepa, Jeiiko3 W JApyrue ayTOMMMYHHbIE 3a0oneBaHus, wiud g (0)
MHTHOMPOBAaHUSA NPOTEMHTUPO3UHKMHA3 Wi Janus-kuHazel 3 (JAK3) vy
MJIEKOIIUTAIOIIETr0, BKJIIOYas YE€JIOBEKa, BKIIOYAIONIEH KOJUYECTBO COCTUHEHUS
dopmynsl I unm ero (apManeBTHUYECKH MpueMIeMOr comr, 3PGHEeKTHBHOE MPHU
TaKMX 3a00JICBaHUSX WM COCTOSIHUSIX, OJHOTO WM B KoMmOuHauuu ¢ T-
KJIETOYHBIMU ~ UMMYHOJICTIPECCAHTAMU  HJIK €  MPOTUBOBOCHATUTEIILHBIMU
cpeacTBaMu U (papMareBTUIECKH MPUEMIIEMBIN HOCUTEb.

[Tpu 3TOM B BO3pa)K€HHHM OTMEYEHO, YTO B COOTBETCTBUU CO CTPYKTYpOil
coequHeHMH o01er opmyibl | B 3asBke [2] ¥ onMcaHueM 3HAYCHHI PaJMKAJIOB B
ee cTpykrype (cMm. dopmymy, c.1-3, 6-7 ommcaHus) crenuaIdcTaMd B JaHHOU
o0jacTh OYEBUAHBIM 00pa3oM MOKET OBITh MOJYYEHO [0 MEHBIIEH Mepe

COEIMHEHHE CIIEAYIOIIEH CTPYKTYPHI:

N"/-\\/

[Ipu 3TOM cOIJIaCHO CBEACHUSIM, COAEpKAIIUMCS B 3asdBKe [2] (c.9 cTpoku
23-25) '"coemMHEHHMS 10  HACTOSAIIEMY M300pETEHHIO  BKJIIOYAIOT  BCE
KOH(OpPMAIMOHHBIE HM30MEPHl (HAMpUMep, LHUC- W TPAHC-U30MEPhbI) U BCE
ONTUYECKUE H30MEpPbl CoeauHEHH ¢opmynsl | (Hampumep, HAHTUOMEPHI U
JIUACTEPEOMEpPBI), a TaKXKE pPALEMUYECKUE, TUACTEPEOMEpPHbIE M JIpyrue CMecu
TaKuX U30MepoB."

Takum oOpa3om, 10 MHEHUIO JIUIA, TOAABILIETO BO3paXEHHUE, KOHKPETHAs

OHAaHTHOMCpPHas (bOpMa BBINICYKA3aHHOTO COCAMHCHUA TAKKC CICAYCT M3 3asABKH

[2].



[Ipy >TOM B BO3paXEHUU YKA3aHO, YTO AKTUBHOE COEIMHEHHE B
KOMITO3UIIMSIX TI0 HE3aBUCUMBIM TyHKTaM 16-17 ¢opmynbl ocnapuBaemMoro
MATEHTa OTJIMYAETCS OT COEAUHEHUS, BXOJAIIET0 B KOMIO3ULHUIO ONMUCAHHYIO B
3asiBKe [2] ToabKO TeM, uTo C3-ankuInunepuanHuI B mooxeHuu RS (cM. ob1iryro
CTPYKTYpHYIO opmyity |) COAEpKUT OKCO-TPYIITY U HUTPUI (T.€. IIHAHO-TPYIIILY).

Opnako, MO MHEHMIO JIMIA, MOJIABIIETO BO3pa)keHUE, U3 3asiBKU [2] ¢
OYEBUIHOCTBHIO CIIEIYET BO3MOKHOCTH BKIJIIOUEHUS B (C3-alKWIMUIECPUIVHUI B
nojoxeHnd RS mmeHHo Takux rpynn. CoriiacHo omucanuio K 3asBke [2] R5
MokeT ObITh TpencTasiieH (C3-C10)uknoankuioM, riae UMKIOANKUIbHAS TPYIa
HEeo0s3aTeIbHO 3aMEeIlleHa OT OJHOIO J0 MSATH 3aMECTUTENISIMU, BHIOPAaHHBIMHU U3
rmuanorpynmel, (Cl-C6)anmna, wutpo, nuaHo(Cl-C6)ankuna, wHuTpo(Cl-C6)
aJKuia.

Urto KacaeTcsi BIMSAHUS OTJIMYHUTENBHBIX MPU3HAKOB HAa TEXHUYECKUU
pe3yJIbTaT, TO B BO3PAXKEHUH OTMEYEHO, UTO KaK yKazaHO Ha c.12-13 onmcanus
OCIIapUBaeMoOro MaTreHra, coequHeHus: Gopmynbl | qomKHBI MHrMOUpOBaTH Janus
KHHa3y 3 U, CIeJoBaTeNbHO, TOJKHBI ObITh () ()DEKTUBHBI B JIEUEHUH PACCTPONCTB
WJIM COCTOSIHUM, XapakTepu3yembix Janus kuHazou 3 (JAK3).

OpHako HE MNpUBENEHBI HH KOHKPETHBIE CTPYKTYpPhl HCIBITAHHBIX
COCIMHEHUW, HU Pe3yJIbTAaT HUCIHbITaHUN. WHBIMU ClIOBaMH, MO MHEHHUIO JIMIIA,
NOJIABIIETO BO3PAXKEHME, HENIb3sl CUHUTATh, 4YTO YKa3aHHBIM TEXHUYECKUN
pe3ynbTaT MOATBEPKIECH B ONMCAHUH OCIIAPUBAEMOI0 NIATEHTA.

BMmecte ¢ TeM B BO3pakEHHMM OTMEUEHO, 4YTO COTJIACHO 3asiBKe [2]
(pedepar, c.1, 11, 25) mpomsBomubie nupposo[2,3-d|mupuMugnHA SBISIOTCS
UHTHOUTOpaMHU MPOTEUMH-TUPO3UH-KMHA3, B ToM uucie JAK3. Takum o0Opaszom,
JOCTH)KEHHE YKAa3aHHOTO B OCHAapUBa€MOM NATEHTE TEXHUYECKOro pe3yJibTara
obecrieuynBaeTCs MPU3HAKaMH, M3BECTHBIMU U3 3asBKH [2].

B oOTHOLIEHWM KOHKPETHOW HHAHTUOMEPHOM (POPMBI COEAMHEHUS,
BXOJSIIIETO B (papMalleBTUYECKYI0 KOMITO3UIUIO B BO3PAKEHUHU OTMEUYEHO, YTO

MCTO/JIbI IIOJYYCHUS KOHKPCTHOTO SHAHTHOMCpPA IHUPOKO HM3BCCTHBI M3 YPOBHIA



TEXHHUKHU (CM., Hampumep, uctounuk mHpopmammu [8] (¢.28-32, 40-80, 86-105,
128-136). B nomonHeHHe OTMEYEHO, YTO B HCTOYHHMKE HH(popmaruu [7] (cm.
pedepar, c.2488-2489) Takke OmMUCaHO TMOJyUYECHHE KPHUCTAUIMYECKUX (opm
Pa3IMYHBIX YHAHTUOMEPOB MPOU3BOAHBIX MHPPOio[2,3-d|nupumuauna. Kpome
TOTO, CIOCOOBI KPHCTAIM3AIMM TaKUX POM3BOJIHBIX PACKpPHITHI B 3asBke [6]
(c.20-21, IIpouenypa B).

[Ipy »TOM 1O MHEHUIO JIMIA, TOAABIIETO BO3PAXKEHUE, KaKOWU-THMOO0
TeXHUYECKUH pe3ysbTaT, 00ecIeurnBaeMblil 3asBJICHHOW SYHAHTHOMEPHOU (opMOit
3-{(4-metnn-3-[metni-(7H-mmupposno[2,3-d JnupuMu guH-4- 11 )aMIHO |TUTICPUTTH-
1-un}-3-0KCOMPONMUOHUTPHIIA, HE TMIOKa3aH B MaTepualiax OCMapuBaeMoOro
nateHta. Bce npencraBieHHbIE B ONMUCAHUU K OCIIAPUBAEMOMY MATEHTY CBEJCHUS
KAaCcaroTCs TOJBKO PA3ACIICHUS] PALEMUYECKONM CMECH Pa3JIMYHBbIX HPOU3BOJIHBIX
nuppono[2,3-d[nupumuauna. [lockonabky Kakas-mub0 OleHKa aKTUBHOCTHU
UMEHHO TaKoi (POPMBI TI0 CPaBHEHHIO C APYTrUMHU dHaHTHOMepamH 3-{(4-meTni-3-
[MeTun-(7H-mupposno| 2,3-d[nupumugun-4-un)amuHo [nunepuauH-1-mmn } -3-
OKCOTIPONTMOHUTPUJIA B OCHApPUBAEMOM TNATEHTE HE MPOBOAWIACH, TO HE
MPEJCTABIACTCS BO3MOXHBIM CUMTaTh, YTO DJHAHTHOMEpHas ¢opma sBIsSETCS
CYIIIECTBEHHBIM TPU3HAKOM (hapMaIeBTUYECKON KOMIIO3UIIUU IO HE3aBUCHUMbBIM
nyHktam 16-17 Gpopmysl.

Wcrounuku wuHpopmarmu [3]-[5] mnpeacraBaeHbl B BO3PaKCHHH B
OTHOIIEHUU JOBOJIOB M0 WHBIM HE3aBUCHUMBIM MYHKTaM (hOPMYJIbl, KOTOpbIC, KaK
M3JI0KEHO BBILIE HE OCMIAPUBAIOTCS.

[TarerTOOOMaMATENh, O3HAKOMJICHHBIM C MaTepHallaMH BO3PaKCHHS B
YCTAHOBJICHHOM TOpsAJIKE, B KoppecnoHiaeHuuu, noctynuBmend 19.08.2022,
MpeACTaBWI OT3bIB HAa BO3PAXKCHUE B OTHOIICHUM HE3aBHUCHMBIX MYyHKTOB 16-17
dbopMyIIBl OCTTApUBAEMOTO TTATEHTA.

K 0T3BIBY NpHII0KEHBI CIEAYIONINE MaTepUabl (KOTTHH):

- oTBeT 3asBUTENA OT 1 cenTsiOps 2008 Ha 16 1. (manee — [12];



- craths Prevention of Organ Allograft Rejection by a Specific Janus
Kinase 3 Inhibitor, Science, Vol. 302, October 31, 2003 (nanee — [13];

- cratess Warren J. Leonard et Al. JAKS AND STATS: Biological
Implications, Annu. Rev.Immunol. 1998.16:293-322 (nanee — [14];

- crarba Joseph B. Bolen, et al. "Leukocyte Protein Tyrosine Kinases:
potential Targets for Drug Delivery"”, Annu. Rev.Immunol. 15:371-404 (1997)
(manee — [15];

- Iexaapanus okropa Mapka Dasapaa ®nanarana (fganee — [16];

- ctatbs Jiang et Al. Examining the Chirality, Conformation and Selective
Kinase Inhibition of 3-((3R,4R)-4-methyl-3-(methyl(7H-pyrrolo[2,3-d]pyrimidin-
4-yl)amino)piperidin-I-yl)-3-oxopropanenitrile (CP-690,550); J. Med. Chem.
2008, 51, 8012-8018 (manee — [17];

- ctathst Mark E. Flanagan et. AL, Discovery of CP-690,550: A Potent and
Selective Janus Kinase (JAK) Inhibitor for the Treatment of Autoimmune
Diseases and Organ Transplant Rejection, J. Med. Chem. 2010, 53, 8468-8484
(manee — [18];

- nexnapanus gokropa Dxeiimca Kiapka (nanee — [19].

[To MHEHHUIO TTATEHTOOOMAAATEINs, JIOBOJBI BO3PAKEHUS O TOM, YTO 3asiBKA
US 60/294,775 ot 31.05.2001 ©He coaepXuT cBeaeHU 00 W300peTeHMUSIX,
3asBJICHHBIX B TNyHKTax 14-24 dopmynsl, He 00OCHOBaHBI. B 3TOi CBSI3M HET
OCHOBaHMWI moyaraTh, 4to mnpuoputrer oT 31.05.2001 Op1 ycTaHOBIEH
HenpaBoMepHo. Kpome TOro, mareHToo0Jsiafatrellb OTMEYaeT, 4YTO JOBOJABI B
OTHOHICHHWHN YCTAHOBJICHHA IIPUOPHUTCTA I/1306peTeHI/I$I HC HUMCIOT 3HAUYCHHUA OJIA
OLICHKM TMAaTeHTOCIOCOOHOCTH H300peTeHuit mo mnyHkTam 16 u 17 Qopmysbl
IMNaTeHTa C Y4YCTOM IMPOTHUBOIIOCTABJICHHBIX HCTOYHHUKOB.

CYTB JOBOI0OB HaTeHTOO6J'IaI[aT €I B OTHOICHUU COOTBCTCTBUA
U300peTeHnid MO HEe3aBUCUMbIM MyHKTam 16-17 ¢opMynsl ocrnapuBaeMoro
mareéHra YCJIOBHIO HaTeHTOCHOCO6HOCTI/I «IIPOMBIINUICHHAA IIPUMCHHUMOCTDBL»

CBOAMTCS K CIEAYIOLEMY.



CoenuHenue, BXOJsIIee B cOCTaB (hapMalleBTHUECKONW KOMIO3UIUH TI0
nyHkram 16 u 17 dopmynsl ocnapuBaemoro marenta 3-{(3R,4R)-4-meruni-3-
[MeTmit-(7H-tmuppoio[2,3-d]mupumuanH-4-11)aMUHO | TATTepUIHH-1-11 } -3-
OKCOIIPOITHOHUTPHI (TO(PAIMTUHUO), OTHOCHTCS K COCTUHEHUSAM rmupposio [2,3-d]
NUPUMUINHA, U, CIIEOBATEIbHO, HET OCHOBAHUM MoJjarath, YTO OHO HE 00JsaaeT
uarnoupyromeii  JAK3  akTHBHOCTBIO  COEOMHEHMI  IIMPOKOro  Kjacca
nuppotio[2,3-d]mupumMuuHa, K ~ KOTOPOMY OH  NPUHAUICKHT, MW Ubs
UHTHOUpYIOIIas TAPO3UH-KWHA3bl aKTUBHOCTh U3BECTHA.

[Ipu 3TOM B OT3BIBE OTMEYEHO, YTO JO3UPOBKU COECIUHEHUS M METOAMKA
KOHTPOJISI aKTHBHOCTU COEJIMHEHUH IN Vitro, HA OCHOBAaHUW KOTOPOW OCYIIECTBICH
BBIOOp COEIMHEHM, TPUBEJEHA Ha C.13 onucaHus K ociapuBaeMOMY MATEHTY.

Coeaunenue ToGauUTHHUO COTJACHO OCHAPUBAEMOMY MATEHTY SIBIIAETCS
cTepeocnenn(puueckuM H30MEpOM (SHAHTHOMEPOM), U TaKKe OyIeT HpOsBIATH
uHruoupyronyro JAK3 akTUBHOCTB B ciy4ae, €Clu Takash aKTUBHOCTH IpHUCYyIIa
yKa3aHHOMY COEJIMHEHUIO B (opMe paliemara.

Panemar COCJIMHCHUS 3- (4-metnn-3-[mernn-(7H-upposno[2,3-
dmupumMuanH-4-WIT)aMHHO |TATIEPUIH-1-101)-3-OKCOTPONMOHUTPUII  PACKPBIT B
npumepe 14 3asBku CIIA Ne09/732669, copepkanue KOTOpOW BKIIOUEHO B
00bEeM JaHHOTO H300peTEeHHs] B KadyecTBE CChUIKM (CM. c¢. 1 omucaHus K
OCIlapuBaeMOMY IMaTEHTY).

Kpome Toro, mareHTOoOOJMaAaTENh OTMEYAET, YTO HA CTAJUU SKCIEPTHU3BI
M0 CYIIECTBY 3asiBKU, MO KOTOPOM OBbUI BBbIJAH OCMApUBAeMbIN MATEHT,
nateHToo0maaarens B otBeTe [12] oT 1 centsopst 2008, 9ToOBI CHATH COMHEHUS
AKCIEPTU3bl B TOM, YTO MPEAJIOKEHHOE COSCTUHEHUE MPOSBISIET HHTUOUPYIOILYIO
JAK3 akTtuBHOCTH, TpeAcTaBwil cTaThio [13], B KOTOpOMl HE3aBHCHUMBIC
UCCIIeIOBaHMs OATBepAnan uHrubupytouryto JAK3 aktuBHOCTH coenuHeHus 3-
(4-metmin-3-[metmi-(7H-tiuppoio [2,3 -d] mupuMuanH-4-U1 )aMUHO| TATICPUTH-
1 -un)-3-okconmpornmonutpun (CP-690550) u 3¢pdeKTUBHOCT, TpPUMEHEHUS

JAaHHOI'O COCIMHCHHA B Ka4CCTBC MMMYHOCYIIpCCCAaHTa MJId JICUCHUA WA



MpPEAOTBpAICHUsT 3a00JIEBaHMSI WM COCTOSHUSA, TPEACTABIIIONIETO COOOM
OTTOPKEHHUE OPraHOB IPHU TPAHCIUIAHTALMH WM KCEHOTPAHCIIAHTALMM, a TaKkKe
IIEJIOTO Psi/la AayTOMMMYHHBIX 3a00JI€BaHUT.

Bmecte ¢ TeM mareHToOoOnadaTeNb OTMEYAeT, YTO B OCHapUBAEMOM
nateHte (c.1) takxke ykazaHo, uro 3R, 4R sHanTHOMEp Oymer siBisieTcst Ooliee
MPEANOYTUTEBLHBIM YEM palleMaT BBUJlY €0 YUCTOTHI ISl MCIOJIb30BAHUS B
KAu€eCTBE JIEKAPCTBEHHBIX CPEJICTB.

Kpome ToOro, cymecrtBoBaBlIME€ Ha Jary HIPUOPUTETA HCCIEAOBAHUSA
TAUPO3UHKWHA3 M, B YAaCTHOCTH, KuHAa3bl JAK3 W MEXaHU3MOB MOIYJSLIHHA
MMMYHHOH aKTUBHOCTH (CM., Hampumep, cTatbio [14] wmmm crateio [15])
MOATBEPKIAAIOT HAJIMYME B3aUMOCBS3M MEXJY aKTUBHOCTbIO B OTHOIICHUU
MPOTEMHKNUHA3 W 3a00JICBaHUSIMU, YKa3aHHBIMH B (opMyse oOcCmapuBaeMoro
nateHra. JlaHHble CBENEHUS TMO3BOJIWIM MPUUTH K BBHIBOAY O TOM, YTO
uHruonpoBanve kuHaspl JAK3 npu noMomm coeauHEHHs TOMAUUTHUHHO IO
ocrlapuBaeMOMY  MAaTEeHTy  OOyClaBIMBAaE€T  BO3MOXKHOCTh  MPUMEHEHUS
COJCpKAIIUX  €ro  KOMIO3UIIMM B KauyecTBE  HMMYHOJCIPECCAHTOB
(MMMYHOCYTIIPECCAHTOB), B YaCTHOCTH JUIsl JICUCHUST WIIM MPEAYNPEKICHUS TaKUX
3a007€BaHU W COCTOSIHMM, KaKk TMpWU  TPAHCIUIAHTAIMd  OPTaHOB,
KCEHOTPAHCIUIAHTAIlMM, BOJYAHKE, PACCEIHHOM CKJIEpO3e, PEBMAaTOUIHOM
apTpute, rcopuase, nuadere | Thma W OCJIOKHEHUSX Mpu auadere, pake, acTMe,
aTONMUYECKOM  JIEpMATUTE, AayTOMMMYHHBIX THUPEOUIHBIX  PacCTPOMCTBAX,
HecnenudUUecKkoM sI3BEHHOM KoiuTe, Oosiesnu Kpona, Oosne3nu Anblreimepa,
JEHKEMHH U IPYTUX ayTOUMMYHHBIX 3a00JICBaHUSIX.

Takum o0pa3oMm, MO MHEHHUIO MaTEeHTOOOJAJaTessl, MaTepualbl 3asBKU
COJIEpKaT HMCUEPIIBIBAIOIINE CBEJACHUS O BO3MOXKHOCTU peajiu3allid Ha3HAYEHUS
M300pETEeHHS TI0 OCTIApUBAEMOMY TIATEHTY.

CyTh [110BOJIOB maTeHTOOOJIafaTesis B  OTHOIIEHUHM COOTBETCTBUS
M300peTeHU TI0 HE3aBUCHUMBIM TIyHKTaM 16-17 ¢dopmynsl ocmapruBaemMoro

maTeHTa yCJIOBHIO MMaTEHTOCITIOCOOHOCTH «HOBH3HA CBOJUTCH K CIICAYIOIICMY.



[TaTeHTOOOMAMaTEH YTBEPIKIAACT, UTO 3asBKa [1] HE pacKpbhIBacT MPsAMO U
HEJBYCMBICIIEHHO COEJUHEHUE, KOTOPOE OTHOCUTCSA K XHPAJbHOMY COCIMHEHUIO
toparutuanOy, TO ecth  3-{(3R,4R)-4-meTmi-3-[meTwi-(7H-mupporo[2,3-
dmupumMuanH-4-1IT)aMIHO |TATIeepUANH-1-11 } -3-0KCOPOITMOHUTPHII, €ro
dapmaneBTUYECKUE TMPUEMJIEMbIE COJM WM COJepKalllue HX KOMIIO3UIINH,
pPacKpbIThIE B HE3aBUCUMBIX ITyHKTaX 16-17 ¢opmMyIbl ocriapuBaemMoro mnaTeHTa.

[Ipu 3TOM maTeHTOOONAAaTEIh OTMEUYAET, 4T0 B mpumMepe 14 3asBku [1]
HET HUKAaKUX yKa3aHHWH Ha TO, YTO ATO COEIMHEHHE nMeeT Heoboxoaumyro 3R, 4R
crepeoxumuto. Coenunenune B mnpumepe 14 3aaBku [1] mpencraBisieT coOoi
PaLEMUYECKYIO CMECh YETBIPEX CTEPEOU30MEPOB, U B 3asBKE [ || HET KOHKPETHBIX
(OpMYIHPOBOK, YKa3bIBAIOUIUX CIECLHUAIUCTY B TaHHOW O00JIACTU TEXHUKHU Ha €ro
crepeoxumuieckn ynucToid 3R ,4R-uzomep.

B nmnoarBepxkaeHue CBOMX JIOBOJOB MNATEHTOOONAAaTeNb MPUBOIUT
nexinapauio [16] mokxTopa Mapka DnBapaa diaHarana, KOTOpBIH y4acTBOBAN B
Hay4yHbIX pa3paboTkax TodauuTHHHOA, B KOTOPOH TOBOPUTCS O TOM, 4YTO
coeauHeHue no npumepy 14 B 3asaBke [1] mpeacrtaBiser coOOM paleMHYECKYIO
CMECh U3 4X CTEpEON30MEPOB.

B oT3piBEe 0TMEUEHO, UTO B 3asBKe [1] KoHKpeTHBIN 3asBieHHBbIN 3R,4R
sHanTHoMep 3-{(3R,4R)-4-metnn-3-[metun-(7H-mupposio [2,3-d] mupumuaun-4-
WI)aMUHO| TUnepuanH-1-un }-3-oKkconmponuoHUTPUa (TOParUTUHUO) TOTyUEH,
UCClIe[IoBaH W omnucaH He Obul. He ObUTM MOdydeHBl TakKe M KOMIIO3UILIUH,
cojeprKalre TaHHbld KOHKpeTHbIN 3R,4R sHaHnTHOMED.

[TaTreHTOoOOMAMaTENh TaKXke oOpalmiaeT BHHMaHHe Ha crathio [17], B
KOTOPOM 00CykAatoTcs acleKThl XupaiabHocTu Todanutuauoa (CP-690,550) u ero
CTEPEOXMMHUYECKNX H30MEpOB, U Ha crpaHune 8012 BO BBEOEHHWH TOBOPUTCA:
«CTpYKTypa OblTa OOHapykeHa KaK 3aMEIIEHHBIN TUIePUANH, CBSI3aHHBIM C
Jlea3arypuHOBBIM SpPOM... VIHTepecHO, 4YTO B NEPBOHAYAILHOM OTYETE HE

YKa3bIBaJIaACh CTCPCOXUMHUA B IMOJIOKCHHAX 3u4 3aMCIICHHOI'O ITHIICpHUIHHA.



CooOmieHnss B MAaTeHTHOM JuTeparype 2-4 W MNOCHEAYIIIHX pyKonucsax 5,6
0003HaYaIOT CTPYKTYPY Kak 23HAHTHOUYUCTHIN (3R.4R) ananory.

[Ipu 3TOM, MO MHEHUIO TTaTeHTOOONanarens, HU ctaths [17] ot 2008 r., HU
CCBUIKU 2-6 B HEll HE ObUTM OMyOJIMKOBaHBI 0 JAThl IPUOPUTETA OCIIAPHUBAEMOTO
naTeHTa. JTo €llle OJIHO J0Ka3aTeIbCTBO, MOJATBEPKAAIONICE, YTO CIECIMAIUCT HE
mor 3HaTh O (3R,4R) crepeoxumun Todarutuanba (CP-690,550) Ha maty
IPUOPUTETA U300PETEHUN 110 OCTIAPUBAEMOMY HTATEHTY.

bonee Toro, mareHToOONamaTENb YTBEPKOAET, UYTO M3BECTHOCTh
COCIMHEHHSI B PALEMHYECKOM CMECH HE MOXKET MOPOYUTh HOBU3HY OJHOTO
KOHKPETHOTro »HaHTHOMepa. [lpu s3ToM pazneneHue (pacuiemieHue) panemara u
BBIJICJICHHE OJHOTO KOHKPETHOIO 3HAHTHOMEpA HE MPEJICTABISECTCS OYEBUIAHOU U
npoctoil 3amaucii. Ha 3To ykaswiBaetrcs B mcTouHmke uH(popmarmu [8] (c. 42),
IPUBEJICHHOM B BO3PaXXCHUH.

[TaTenTooOnanarens Takke MPUBOAUT cTaThio [18], B koTOpoit Ha c. 8474
OTMEYEHO, YTO pa3[eiICHUE DSHAHTHOMEPOB H3 HMHTEPECYIOUIEr0 COCIUHEHUS,
packpeiToro B npumepe 14 3asaBku [1], HE ymamoch OCYIIECTBUTH, TOTJa Kak
COEIMHEHHE-TIPEAIIECTBEHHUK JaHHOTO COEIMHEHHS HEOXHUJIAHHO OKa3aJloCh
BO3MOXHBIM pa3/IeuTh Ha OTJEIbHBIE SHAHTUOMEPHI, YTO M OBUIO CAEIaHO B
OCMapyuBaeMOM MAaTeHTE [JIsi TOro 4YToObl MOJY4YHTh KOHKpeTHbIM 3R, 4R
SHAHTHOMEP MHTEPECYomero coeauneHus (cMm. ¢. 8478 crareu [18], rae aBTOpHI
cceutatoress Ha omnucanue 3asBkd WO 02/096909, cooTBETCTBYIOIICH 3asBKE
EA200301193, u3 xotopoii Obli1a BeieneHa HacTosas 3asBka EA200600575, o
KOTOPOU BbIIaH OCHapUBAEMBbI MTATEHT).

Takum oOpa3oM, 1O MHEHUIO MaTeHTOOOJIagaTeNs, JaHHas CTaThs
JIOTIOJIHUTENIPHO ~ TMOATBEPXKIAET  HEU3BECTHOCTh  KoHKpeTHoro 3R, 4R
sHaHTHOMEpa TodarMTUHUOA U3 3asBKH [1] U BO3MOXKHOCTH €T0 BBIICICHUS U3
paleMUYecKol CMecH Jake MpU H3BECTHOCTH CaMOro COCIUWHEHUS B BUJE

paleMAYECKON CMECH.



CyTp J0BOJOB MAaTEHTOOONAAaTeNsi B OTHOIIEHHMH COOTBETCTBHUSA
U300peTeHUd 1O HEe3aBUCUMbIM MyHKTaM 16-17 dopMynsl ocrapuBaeMoro
MaTEHTa YCJIOBUIO MAaTEHTOCIIOCOOHOCTU «U300pETATENbCKUI YPOBEHBY» CBOJUTCS
K CIIEYIOLIEMY.

Coemunenne  3-(4-metmi-3-[metun-(7H-mupposo[2,3-d]|mupumuun-4-
wi)amMuHo lunepuana-1-un}-  3-OKCONPONMMOHUTPHII 7O JaThl TMPUOPUTETA
U300pEeTEeHUsI TI0 OCIIApUBAEMOMY MATEHTY B YPOBHE TEXHUKH PACKPBITO HE OBLIO.
Takum oOpa3oMm, B OClapuBaeMOM [IaT€HTE penajiach 3ajavya paclIdupeHust
apceHalla TEXHUYECKUX CPEACTB M OOeCleyuBajach BO3MOXHOCTb IOJYYEHUS
JAHHOTO COEIWHEHUsS B BHJE YUCTOTO 3HAHTHOMEpA, U COJEpXKallled €ro
(apManeBTUYECKOM KOMITO3ULIMK, KOTOpas SBIISAETCS MPEANOYTUTEIBbHON s
HCIIOJIb30BaHUS B JIEKAPCTBEHHOM CPEJICTBE.

B oT3bIBE OTMEUYEHO, YTO TOBOABI BO3PAKEHHUS, B 4aCTU 3amecTuTens RS
IPYNIBl COCIWHEHUH, PACKPBITBIX B 3asiBKe [2] OmMMOOYHBI W (PAKTHUICCKH
CKOMOMHUPOBAaHbI PA3IMYHBIE BO3MOXKHBIE 3aMecTUTeN y RS mpou3BoJIbLHBIM
o0pa3oM, 4YTO SIBHO HCKaXaeT COEAMHEHHS, KOTOpble B JEHCTBUTEIBHOCTU
OIHCaHBbI B 3asBKe [2].

Opnako, MO MHEHHUIO MAaTEHTOOOJanaTeNs, Jake Takas MpPOU3BOJIbHAS U
MpOTUBOpEYAIllasi BCEM 3aKOHAM XHMHHM KOMOWHAIUs HE MO3BOJUT MPUUTH K
3aMecTUTeN0 RS, KOTOphIi Obl IpencTaBisyl cOO0W MUMIEPUANHIII, 3aMEICHHBIHN
JIBYMSI 3aMECTUTEISIMU (METUJIOM W TMPOMWJIOM, 3aMEUIEHHBIM OKCO TPYIION U
HUTPO-TPYIIO) KaK B COCIMHEHUHU MO HE3aBHUCHUMBIM MyHKTam 16-17 dhopmyssi
OCIapuBaeMoOro NaTeHTa.

[TaTeHTOOOMaAATENH TAKKE OTMEUYAET, YTO B 3asiBKE [2] HE pacKpbITa U HE
npeanojaraeTcsd Takas CJO0XHas CTPYKTypa 3aMECTUTENs MUIEPUAMHWIBHOTO
KOJIbIIa, cOJeprKalias KapOOKCUIbHYIO TPYMILY, HEMOCPEICTBEHHO COECTUHEHHYIO

4yepe3 aToM yriepoja ¢ HIUaHO-TPYIION Ha KOHIIE.



BmecTte ¢ TeM B OT3bIBE OTMEYEHO, YTO CpPEAU MPUMEPOB KOHKPETHBIX
COCIMHEHUI, MPUBEICHHBIX B 3asBKe [2], HET HU OAHOTO coenuHeHus, rae RS
npecTaBisiuia 061 COOO0M 3aMeIIeHHBIN WIH He3aMeIIEHHbIA MTUICPUTUHIIL

[Ipu »sTOoM mareHTOOONAmATENlb OTMEYAET, YTO MOCKOJBKY CaMo
COCIUHCHHE 3-(4-metun-3-metun-(7H-mupposo[ 2,3—d|nupumuaun-4-
WJ1)aMUHO [aniepuanH-1-1i1} - 3-0KCONPONMMOHUTPHIT HE CIETYET SIBHBIM 00pa3oM
U3 3asBKH [2], TO HENB3s TaKXKe CAeTaTh U BBIBOJ O TOM, YTO KOHKPETHBIN ero 3R,
4R cTepeonszoMep WM KOMIO3UIMS, COJAEpIKaIlasi TaHHBIA CTEPEOU30MED, SIBHBIM
o0pa3oM cienyeT U3 3TOro J0KyMEHTA.

[lo MHEHMIO MAaTeHTOOOAAATENs, HU OJIMH M3 UCTOYHUKOB MH(MOpMAIUU
[6]-[8] He packpsiBaeT OYEBHIHOCTH BBIACICHUS KOHKpeTHOro 3R,4R
YHAHTHOMEpa KOHKPETHOTo coeamHeHus 3-(4-merwi-3-[mernn-(7H-muppono[2,3-
d]mupumMuInH-4-1T)aMHHO |TATIEPUINH-1-11 } -3-0KCONMPONMMOHUTPHI.  VICTOYHHMKH
uHpopmanuu [6]-[7] oOmUCBHIBAIOT CHHTE3 COCAMHCHHH COBEPIICHHO WHOM
CTpyKTyphl. Ha HeoueBHIHOCTH BBIOOpA pa3AESAIOLIEro areHTa Ul pa3JesieHus
(pacieruieHus) SHAHTHOMEPOB YKa3bIBaeTCs U B MCTOUHUKE MHPopmanuu [8] (c.
51).

B kauecTBe mpeuMyIIECTB COEAMHEHHUS, BXOJALIET0 B KOMIIO3MIIMU IO
HE3aBUCUMBIM MyHKTaMm 16-17 ¢opmynbl ocmapuBaeMoro mateHTa HaJ APYyTUMH
U3BECTHBIMU paHee ITPOU3BOJHBIMHU nupposio[2,3-dmupumMuanHaAME
naTeHToo01aaTeNb OTMEYaeT, YTO CaMO COEIUHEHHE OE30THOCHUTENIBHO K €ro
CTEPEOXUMUYECKOMN CTPYKTYPBI POSIBIISIET HEOKUJIAHHO BBICOKYIO
UHTHOMPYIONIYI0 aKTHUBHOCTh. JlaHHble cBemenus [12] ObuTH TpeaCcTaBICHBI
naTeHToOOMalaTesIeM Ha CTaJMM SKCHEPTU3bl IO CYIIECTBY M colepKarcs B
MaTepHasiax 3asgBKd, IO KOTOPOU ObUI BbIJJAH OCTIAPUBAEMbIN TATEHT.

Tak B crarbe [13] mpuBOAsATCA AaHHBIE, KOTOPBHIE MOKA3bIBAIOT BBICOKYIO
unruoupyronyro JAK3 kuHa3y akTHUBHOCTh COEIMHEHHUS MO OCHapUBAEMOMY

IMaTCHTY 110 CPABHCHUIO C IPYI'UM U3BCCTHBIM COCANHCHHUCM.



[TaTenToOOMaMaTeNls  JOMOJHUTENILHO TpuiaraeT aekmapanuio [19]
nokrtopa Jlxeiimca Knapka, koTopast Oblia TIpe/icTaBlieHa MaTeHToo0 a1aTesieM B
X0JIe PAacCMOTPEHHUS BO3paXCHHS NPOTHUB BhIIaun EBpomeiickoro mareHrta, B
KOTOpPOM TMOKa3aHbl CPAaBHUTEJIbHBIE OWOJOTUYECKUE JaHHBIC [JIsi COCAUHEHUS
npumepa 14 (CP-681560) u3 3asBku [1], mpeacTaBisiONIero pareMUYecKyro
cmech, U 3R, 4R sHaHTHOMEpa COEIMHEHUs COTJIACHO OCIMAapUBAEMOMY IATEHTY
(Todanerunnba) B ¢opme ero (apmaneBTHUECKH TPUEMIIEMOM COJMU -
MoHouuTpata. Ilo pesynbTaTam aHaiM3a YCTAHOBJIEHO, 4YTO MOHOIUTPAT
ToalMTHHUOA IO OCTIApUBAEMOMY TIATEHTY B 5-6 pa3 O6oiiee 3P eKTUBEH.

Takum o00pa3omM, maTeHTOOONanaTeNh OTMEYaeT, YTO TOMAIUTHHHO B
dopme ero 3R, 4R sHaHTHOMEpa 00JalaeT HEOKUAAHHBIMUA U YJIYYIICHHBIMU B
Ka4eCTBEHHOM M KOJWYECTBEHHOM OTHOIICHUW CBOMCTBAMH, MO CPaBHEHUIO C
YPOBHEM TEXHUKH.

JIunom, mogaBmIMM BO3pakKeHUE, HA 3aCEAAHUM KOJIJIETHH, COCTOSIBIIEMCS
13.09.2022, 6611 npeAcTaBiIeH OTBET HAa OT3BIB MaTEHTOOOaAaTelNs, B KOTOPOM, B
TOM YHKCIIE, OTMEUYEHO CIIEAYIOIIEE.

Jlutio, mopgaBiiee BO3pakeHUE, MOTYEPKUBACT, YTO HUKAKUX CBEIACHUM,
OOBEKTHBHO TOATBEPKIAIONINX AKTUBHOCTh TOdanuTuHuOa 1o myHKTam 16-17
dbopmynbl ocriapuBaeMoro mnareHta kak uHruoutopa JAK3, Hu B onucanuu
ocrmapuBaeMoro natenra, Hu B 3asiBke US Ne(09/732669 He npencTaBieHo.

[Tpu sTom B mpumepe 14 3asBxku US Ne09/732669, Ha KOTOpPYIO CChIIAETCs
MaTeHTO00Ia1aTeNlb B CBOEM OT3bIBE U Ha C.1 omucaHusi OCliapuBaeMoro naTeHTa,
yKa3aHo Juib rnonydeHue 3-{4-metun-3 - [mermn-(7H-tmupposno [2,3-d] mupumu
IUH-4-un)aMuHO | nunepuaAnH-1 -ui } -3 -OKCONPONMUOHUTPUIIA.

Bwmecte ¢ Tem craths [13], Ha KOTOPYIO CChIIAETCs MATEHTOO0JIa1aTelb B
CBOEM OT3bIBe, KacaeTcst aktuBHOCTH coeaunenuss CP-690,550 (3-{(3R, 4R)-4-
meTT-3-[ MeTrii( 7H-upposio[ 2,3-d jmupumu auH-4-1i1 ) aMHHO |TUIepuAuH-1- 11 } -
3-OKCOIPOIIAHHUTPHUI), OIMyOJMKOBaHA TIOCIE JaThl TMPUOPHUTETA TPYMIIHI

M300pEeTeHHI MO0 OCMapuBaeMOMYy IMATEHTYy. A 10 MHEHHIO JIMIA, TO0JIaBIIIETO



BO3paXEHUE, TAKUE CBEACHHS JOJDKHBI ObUIM OBITH PACKPHITHI B MaTepHaiax
3as1BKM JI0 1aThl IPUOPUTETA.

Yro xacaercs cratbu [14] u cratbu [15], To, MO MHEHUIO JIHIIA, TIOJIABIIETO
BO3paXEHWE, JaHHBIE CTaThbM KAacarTCSd TOJNBKO OOMMX CBEACHUH O
¢byukuuonupoBanun pepmenta JAK3. Ilpu »ToM B HHX HE NpenCTaBICHBI
ceeaeanss o  Bmusaun  3-{(3R,4R)-4-metnn-3-[metnn-(7H-mmuppo:no[2,3-
d]mupumuauH-4-11)aMUHO |TUIEPUANHU | -3-0KCONIPONTMOHUEpHIa, KaK U KaKuX-
00 MHBIX COeTUHEHUM muppoJIo [2,3-d] mupumuanHa, Ha akTUBHOCTH JAK3.

Bmecrte ¢ Tem, Mo MHEHMIO JIMIIA, MOJABIIETO BO3PAXKEHUE, ACKIIapalus
[16] mpusHaeT TOT (akT, 4TO CMECh CTEPEOM3OMEPOB, PACKphITas B mpumepe 14
3asgBKU [1], BKJIIOYAeT pacKpBHITHII B HE3aBUCHUMBIX MyHKTax 16, 17 dopmymsl
CTEPEOU30MED.

B oTHomieHus noBoma mMmareHTOOONadaTeNs O TOM, 4YTO «paslielieHue
(pacuieruieHue) paneMara W BBIICICHUE OJHOTO KOHKPETHOTO SHAHTHOMEpA He
NPEACTABISIECTCS OYEBUIHON M MPOCTOM 3alaueii», JIUIO, MMOJABIIEE BO3PAXKEHHUE,
OTMEYAeT, YTO COIIACHO OMHCAHUIO K OCIapUBAEMOMY MATEHTY aBTOpaMH ObLIU
WCTIOJB30BaHbl  CTAHJAPTHBIE W XOPOIIO M3BECTHBIE CIOCOOBI pa3jeicHus
paleMHYeCcKOl CMecH IyTEM BBEACHUS 3aTPABKU - BUHHOW KHUCIIOTHI WM €€ COJIH
(taptpara) (cM. [8], ¢.50-51).

B cBow ouepenpr, Ha 3acegaHuu Kosuieruu, cocrospiieMmcs 05.10.2022,
naTeHTooOMaiaTesIeM ObUIM TIPEJICTABICHBI JOTMOJHEHUS K OT3bIBY, JOBOJIbBI
KOTOPBIX IO CYIIECTBY MOBTOPSIOT JJOBObI OT3hIBA.

Bmecte ¢ TemM B JOMOMHEHUSX MATEHTOOOJAMATENh TOSCHIET, YTO
Ha3HAYCHUEM H300pETeHUN MO OCMapuUBA€MOMY MATEHTY SBISETCA MOJIyYEHUE
KOHKPETHOTO CTepEeOrM30Mepa HOBOT'O, HEU3BECTHOT'O paHEE COSAMHEHUSI, KOTOPHIN
SBJISICTCS] TIPEANIOYTUTEIBLHBIM JIJIS1 M3TOTOBJICHUS JICKAPCTBEHHOTO Tpernapara, U
noyyyeHue (apMarieBTUUECKON KOMIIO3UIIMHM, WHTHOUpYIOUIEed SHYC KHUHA3y 3
(JAK3), comepxareii maHHBIA cTepeou3zoMep. TakuM oOpa3oM, B HACTOSIIEM

I/1306peTeHI/II/I pemacTCAa 3aJa4a paCllupCHUA apCCHaIa TCXHUYCCKUX CPCIACTB.



Kpome ToOro, mareHTooOnamaTens MPHUBOIUT MOSICHEHHA O Croco0ax
pa3elieHHs palleMUYECKUX CMECEN.

B xkoppecnonpenuuu, nocrynuBmen 21.10.2022 nunom, nmogaBmumMm
BO3paXKEHUE, IPEACTABIEHBI JOMOJHUTEIbHBIC MATEPUAIIBI K BO3PAKEHUIO.

3asBka [5] omyOnukoBaHa 14.06.2001 u BKJIIOYEHA JIMIIOM, IOJABIIUM
BO3paXEHUE, B YPOBEHb TEXHUKH JIJIS I[EJI€H OIIEHKH COOTBETCTBHS M300peTEHUN
0 HE3aBUCUMBIM  MyHKTam 16, 17  ycloBUIO MHaTEeHTOCHOCOOHOCTH
"n300peTaTenbCKuid ypOBEHB" .

B cooTBeTcTBUM ¢ TOSICHEHUSMH, [0 MHEHHUIO JIMIA, MOAABIIETO
BO3paXEHUE, I H300PETEHHM COTVIACHO HE3aBUCUMBIM TyHKTam 16 u 17
dbopMyJibl OCIIApPUBAEMOTO MAaTeHTa JACUCTBYET TOIbKO mpuoputeT oT 06.12.2001,
MMOCKOJIBKY TPHU3HAKU, XapaKTEPHU3YIOIIUE YMOMSHYThIE M300pPETEHUSI PACKPBITHI
uckmounteabHo B 3asBke US  60/341,048 ot 06.12.2001. Ilpu sToM B
npuoputetHoil 3asBke US 60/294,775 ot 31.05.2001 Takue mnpu3HAKU HE
PACKPBITHI.

B xoppecnonaennmu, noctynumeid 16.11.2022 marenToobnanaTenem,
MPEJCTABIICHbl MOSICHEHUS] B OTHOIIIEHWH BO3MOKHOCTU BKJIIOUEHHUSI B YPOBEHb
TEXHUKA JJIs T1eJied OLEHKH COOTBETCTBUS TPYNNbl H300pETEHUH 110
OCMAapUBa€MOMY TMATEHTy YCJIOBHUIO MMAaTEHTOCIMOCOOHOCTH «U300peTaTeNbCKUI
yYPOBEHb) 3asiBKH [5].

B nosicHEeHHsIX OTMEYEHO, 4TO JIOBOJ JMIA, MOJAABUIETO BO3pa)KEHUE, O
TOM, YTO JJIsl U300pPETEeHUI MO HE3aBUCUMBIM MyHKTaM 16 u 17 He MOXET ObITh
YCTaHOBJICH TPHOPUTET MO MepBod mpuoputetHor 3asBke US 60/294,775 ot
31.05.2001, a mnpuopuTeT MOXKET OBbITh YCTAHOBJIEH TOJIBKO TIO BTOPOH
npuoputeTHoit 3asiBke US 60/341,048 ot 06.12.2001, HenpaBomMepeH, HOCUT SIBHO
TOJIOCJIOBHBIN XapaKTep U HUKAK HE MOTBEPKICH.

Bmecte ¢ Tem, mareHtooOnajaTesnb OTMEYAaeT, YTO B Clydae €eciu
npuopuTeT yctaHoieH mo 3asBke US 60/341,048 ot 06.12.2001, To 3asBka [5] HE

MOJKET OBITH BKJIIOYCHA B YPOBCHb TCXHUKHU IJIs1 OLICHKH MaTEHTOCIIOCOOHOCTH



M300peTeHHUs 1O  OCMAapUBaEMOMY  TMAaTEHTy, MOCKOJbKY  MPOTUBOPEUYUT
JEWCTBOBABIINUM MIPABOBBIM HOPMaM.

B wactHOCTH, MaTeHTOOO aMaTeNIb OTMEUAET, YTO 3asBUTEIIEM MATCHTHOU
myonuKaruu [S] SBISIETCS TO K€ JIMIO, YTO M MPaBOO00IaaaTeNh OCIapuBaEMOTO
natenta, kommanus Ildaiizep Ilpomaktc MHK., a aBTOphl H300peTeHUs [5]
®maaran Mapk OnBapn u ManuxoB Maiikn J[xoH TakXe SBISIIOTCS aBTOpaMU
M300peTeHus Mo ocrapuBaeMoMy mnateHty. [Ipu stom myOnmkamnus 3asBku [5]
coctosnacs14.06.2001, T.e. He paHee ueM 3a IecTh MecsieB 10 aatel 06.12.2001.

Ha 3acemanum kxoimeruu, cocrosBmeMmcs 21.12.2022, nuiioM, momaBIIuM
BO3paXKEHUE, OBUIM TPEACTABIICHBI JIOMOJHEHHUS K BO3PAXKEHHUIO, B KOTOPBIX
OTMEYEHO CIIEIYIOIIEE.

B cBsi3u ¢ TeM, uTo 3asBKa [S5] onmyOJMMKOBaHA MEHee, YeM 3a 6 MecsIeB J0
JaThl TpUOpUTETa U300peTeHuN corjacHo mnyHkTam 16 u 17 dopmyssl
OCIIapuBaEMOro MaTeHTa, ObUIO MOCTABJICHO IMOJ COMHEHHUE, YTO MEXIYHapOoaHAas
3asBKa, MMOJJAHHASI TEM K€ 3asBUTEJIEM U C YKa3aHUEM TEX K€ aBTOPOB, B KOTOPOU
nata MyOJWKallMu TPEAIIeCTBYeT JlaT€ NPUOPUTETa €BPA3HIICKON 3asBKH,
MOJIeXKAIle OIleHKEe MAaTeHTOCIOCOOHOCTH, HA MeHee yeM 6 MecsleB, YeM JlaTa
IPUOPUTETAa OCHApPUBAEMOT0 TATEHTa, MOXET OBITh BKJIIOYEHA B YPOBEHB
TEXHUKHU.

B cBs3u ¢ dem, JIUIOM, MOJABIIUM BO3Pa)KEHUE, JNOMOJHUTEIHHO ObLIa
BbIssBIIcHA (CM. CKpuHIIOTHI W3 Espacenet (manee — [20]) um 3amporieHa B
[TarentHoM BenomctBe ['oHmypaca Oonee panHsAs mNyOauKaius 3asBKA Ha
mzobperernie HN 2000000265 A «ITUPPOJIO[2,3-i[[TIMPUMUINHOBBIE
COEMHEHMS» Toro ke maTeHTHOTO CeMENCTBA, YTO U 3asiBKa [S] (3asBJIICHHBIM
npuoputer US 17017999 ot 10.12.1999), cM. xonuto cTpaHuilsl bromnerens
INongypaca ot 11.04.2001 r. (manee — [21]).

W3 3akoHomatenbctBa I[ommgypaca (cMm. ccbuiky:  https://wipolex-

res.wipo.int/edocs/lexdocs/laws/es/hn/to) derxko cnemyer, uyro 11.04.2001 r. B




odpunmansHoM OromieTeHe 3asBka Ha u3oOperenne HN 2000000265 A Obuia
ommy0JIMKOBaHa B 00beME KPATKOTO U3JI0KEHUS U300pETEHUS.

Takum 00pa3oM, MO0 MHEHHIO JIMIIA, TIOJABIIET0 BO3paKEHUE, MyOIUKaIIHS
B brommerene [21] moarBepxaaeT naty myonukamuu 3assBku HN 2000000265 A u
AT OCHOBaHUSA JIOOOMY TpEThEMYy JIMIy C OSTOM JaThl O3HAKOMHUTHCA C
MaTepuajaMl 10 3ampocy B BEIOMCTBE, CIIEAOBATEIbHO, CUYUTACTCA
00111eTOCTYITHOM.

JIOTIOTHUTENBHO JIMIIO, TMOJABIIEE BO3pPAXKEHUE, COOOIIAET, 4YTO UM B
BenomctBo ['onmypaca HampaBiieH 3ampoc Ha MPEACTaBICHUE 3aBEPEHHON KOIHU
matepuanon 3asBk HN 2000000265 A B nmoiHOM 0O0beMe.

Bmecte ¢ TeM K JIOMOJHEHUSM TPHIOKEHBI KOMHUU CIEAYIOIIUX
MaTEepUajoB:

- CKPHMHIIOTHI CTpaHHMIIbI ouimanbHoro caiita Espacenet (manee — [20]);

- peneBaHTHbIe 4YacTu cTpaHulbl bromnerens PecnyOmuku [onapypac -
Terycuranema, M.I1.O., onyonukoBanHoro 11 ampemns 2001 r. va 1 1. (manee —
[21]);

- 3aKOH O MPOMBINIIEHHOW coOcTBeHHOCTH ['oHypaca, crpanuusl: 1, 14,
22,57,77 na 5 1. (nanee — [22]);

- CKPHUHIIOT CTpaHuibl odunuansHoro caiita WIPO https://wipolex-

res.wipo.int7edocs/lexdocs/laws/es/hri/hn002es.pdf (nanee — [23]);

- npuopuTeTHBIN HokymMeHT US 60/294,775 (nanee — [24]);

- mpuopuTeTHbIi tokymeHT US 60/341,048 (nanee — [25]).

B nmomosHUTENBHBIX MaTepuanax, MOCTYMUBIIUX OT JIMIA, TMOJABIIETO
Bo3paxkenue, 06.02.2023 ormeueno, uro onucanue 3asBku HN 2000000265 A
UJICHTHYHO OIMCAHWIO 3asBKU [5] W ONMUCAHUIO TPUOPUTETHOW 3assBKM US
60/170,179 ([12) u oHM MOTYT OBITH MCIOJIB30BAHBI ISl OIEHKH COOTBETCTBUS
M300pEeTeHUI MO HE3aBUCUMBIM MyHKTaM 16, 17 dopMmysnsl ocnapuBaeMoro

YCJIOBHIO TATEHTOCTIOCOOHOCTH «M300peTaTeNhCKON YPOBEHDY.



Ot mnareHTOOONAnmaTENsl, HA 3aC€JAaHUU KOJUIETHMH, COCTOSIBILIEMCS
10.02.2023, nocTynuin COOTBETCTBYIOIIUE MOSICHEHHS, B KOTOPBIX OTMEUEHO, UTO
brosmmerens [11] HE comepKHWT CBEICHUH O IWyOJHMKAIlMK OIHCAHHS 3asSBKH
HN 2000000265 A, ¢ koTOpbIM JIFO00€ JHII0O MOXKET O3HAKOMHTHCS. JIWIIOM,
MOJaBIIMM  BO3paKEHHWE, HE  NPEACTABICHO  KAaKUX-TMOO  CBENICHMIA,
MOATBEPKIAIONINX, YTO TIOJHOE OMKUCAHUE 3asBKHU OBLIO OOIIETOCTYITHO 0 JaTh
11.04. 2001 rona, niu Kakou-1100 UHOM JATHI.

[Ipy »TOM OOIIENOCTYNIHBIMUA CBEACHUSIMU, KOTOPHIE MOTYT OBITh
OTHECEHBI K YPOBHIO TEXHHUKH, SBJISIOTCS cojepikaimecs B Orouierene [11]
ceenenus o 3asBke HN2000000265A, omyOnuMkoBaHHbIE B 00BbEME KPaTKOTO
pedepara. Kpome TOro, oTCyTCTBYIOT J10Ka3aTelIbCTBA TOTO, YTO 3asBKa B 00beMe
BCETO OIMCAHUsS SBJSJIACh OOIIECIOCTYITHOM Ha OMNpEeNeNIeHHYI0 AaTy sl ee
BKJIFOUECHHUSI B YPOBEHb TEXHUKH.

bonee Toro, mo MHEHHIO mMaTeHTOOOJaAaTEeNsl, MaTepuUabl 3asiBKH,
KOTOpbIe MOTYT ObITh 3ampoiieHbl B [latenTHom BemnomctBe ['onaypaca o0biM
JIULIOM, HE SIBIISIIOTCS OONIEAOCTYIHBIMU CBEACHUSMH, a HAJIUYWE MyOJHKAIUU
cBeneHuil o 3asBke B bromnerene [11] B oObeMe pedepaTta HE MOXKET
CBUJIETEIHCTBOBATh O TOM, YTO JIaHHAs 3asBKa HE Obljla OTO3BaHA, TOTJA KaK B
cilyyae, eclid 3asBKa Obljla MpU3HaHA 0TO3BaHHOM, MMOTYyUYE€HHE MaTEpUAIOB 3asBKU
0 3aMpOCy TPETHUX JIUIl HEBO3MOXHO.

BwmecTe ¢ Tem, oT nmareHToo0IaAaTeNs MOCTYMIINA TOTIOJHEHUS K OT3bIBY B
KOTOPBIX OTMEUEHO, YTO TMPU3HAKH, XAPAKTEPUBYIOIIME U300pETEeHUs MO
HE3aBUCUMBIM TyHKTaM 16 u 17 dopmynasl ocnapuBaeMoOro maTeHTa YETKO
OOHApY)KUBAIOTCS B MPHUOPUTETHOHN 3asiBKe [24], MO KOTOpOH MpaBOMEPHO, IO
MHEHHIO MaTeHToo0MaaaTeNs ycraHoBiaeH npuoputet ot 31.05.2001.

B nononHenumsx mnarteHTOOONIamaTeNeM TPHUBEIACH MOAPOOHBIA aHAIN3
YIOMSIHYTBIX MIPHU3HAKOB.

W3yunB wMarepuanbl Jejda W 3aciyllaB YYacTHHKOB PacCMOTPEHUS

BO3paXXCHU, KOJUICTHUA YCTAHOBUIIA CIICAYIOLICC.



C yueroM parbl MexayHapoaHod momadn (29.05.2002) 3asBku, Ha
OCHOBaHMM KOTOpPOM ObUT BBIJAH OCHApUBAEMbId MATEHT, MpaBoBas 0Oaza s
OLICHKH TMAaTEHTOCIIOCOOHOCTH TPYHIbl M300pETEHHI MO YKa3aHHOMY IaTEHTY
BKIIOYaeT ynomsaHyTyro Konsennuto u [lareHTHyro mHCTpyKumio k EBpasuiickon
NATEHTHOM  KOHBEHLIMM,  YTBEPKICHHYIO  AJIMUHUCTPAaTUBHBIM  COBETOM
EBpa3uiickoli MaTeHTHOM oOpraHu3alMd Ha BTOPOM (IIEPBOM  OYEPEIHOM)
3acenanuu 1 nexkabpst 1995 1. ¢ U3MEHEHUSIMU U JJOTIOJTHEHUSIMU, YTBEPKI€HHBIMU
HAa MIECTOM (YETBEPTOM OYEPETHOM) 3acelaHuu AJIMUHHUCTPATUBHOTO COBETA
EAIIO 25-26 nos0ps 1997 roga, oquHHAaA11aTOM (BOCEMOM OU€PEIHOM ) 3aCEIaHUU
15-19 oxTs6ps 2001 roga (nanee - [lareHTHAs UHCTPYKIUSA).

B cootrBeTcTBUM co crarbert 6 KonBeHunn EBpa3niickoe BEJOMCTBO BBIAAET
€Bpa3MiiCKUN TAaTeHT Ha HW300pEeTeHHE, KOTOPOE SABIAETCS HOBBIM, HMEET
U300peTaTeIbCKU YPOBEHD U MPOMBIIIUIEHHO TPUMEHUMO.

CornacHo  crarbe 10  KoHBeHHMM  00bEM  NpPaBOBOM  OXpaHbl,
NPEeOCTaBIsIEMON  €Bpa3WiiCKUM  TAaTEeHTOM,  ompenensercs  (hopMmyloin
M300peTEeHHUS.

CornacHo cratee 13 mynkra 1 KonBeHuuu o000 crnop, Kacarouuics
JNEUCTBUTEIIBHOCTH €BPA3UMCKOIO IATEHTa B KOHKPETHOM JloroBapuBaromemcs
rOCylapCTBE  pa3peniaeTcs  HalMOHAJBHBIMU  CyIaMH  WIM  JPYTUMU
KOMIIETEHTHBIMA OpraHaMy »3TOT0 TOCYJapCcTBa HAa OCHOBAaHUU HACTOSLIEH
KouBenunu wu IlarenTtHOM wuHCTpykKuuu. PemeHne wumeer cuily JulIb Ha
TeppUTOpUHU /[0roBapmBarOIIErOCs roCcyaapCTBa.

ComnacHo nyHkTy | npaBuna 3 [laTeHTHOW MHCTPYKIIMM B COOTBETCTBHU CO
cratbell 6 KOHBEHIIMM €Bpa3uilCKUil MaTeHT BhIAACTCA HA U300pETEHHUE, KOTOPOE
SBJSIETCS HOBBIM, HWMEET U300peTaTeIbCKUi YpPOBEHb U  IPOMBIIIJIEHHO
MIPUMEHUMO.

N300peTeHre nNpU3HAETCS HOBBIM, €CIM OHO HE SBISIETCS YacTblO
MPEAIIECTBYIOIIETO YPOBHS TEXHUKHU.

O6T>€KTBI, SBJBIFOIIUECA YAaCThbIO MPCAIICCTBYIOMICTIO YPOBHA TCXHUKH, IJIA



OTIpEJICIICHHS] HOBU3HBI H300PETEHUS MOTYT YUYUTBIBATHCS JIUIITH OTACIBHO.

[IpeqmecTByrOmNi YpOBEHb TEXHUKH BKIIFOUAE€T BCE CBEJCHUS, CTABLIUE
OOIIeIOCTYTHBIMA B MHPE JO JIaThl MOJAYU €BPA3UNCKOW 3aiBKH, a €CIU
WCHPOIIEH IPUOPUTET, - 10 JAThI €€ MPUOPUTETA.

JIist 1ienieid mpoBEPKU HOBU3HBI M300pETEHUS MPEIIISCTBYIONIMN YPOBEHb
TEXHUKHU BKJIIOUAET TAKXKE COJIEpKaHUE JIFOOOM 3asiBKM Ha BbIJady €BPa3HiICKOTO
naTeHTa B TOM pelakiuu, B KOTOpOW oHa OblIa MojaHa Ha JaTy €€ Mojadyu, Mpu
YCIOBHM, 4YTO 3Ta 3asBKa WIM BBIJAHHBIM 110 HEHM €BPAa3UUCKUM IaTeHT
BIOCJICICTBUU OyIyT OMYyOJIMKOBAaHbI B YCTAHOBJIEHHOM IMOPSAKE W 4YTO Jara
[IOaY TaKOW 3asiBKM WJIM, €CJIM HCIPOLIEH IPUOPUTET, Jara €€ MNPUOPUTETa
MPEAIIECTBYET COOTBETCTBYIOIIEH J1aTe, YKa3aHHOM B ab3aile TPeTheM HACTOSAIETO
MTYHKTA.

Conepxanue MEXAYHAPOAHOW 3asiBKM BKIIIOUAETCS B IPEIUIECTBYIOIIHIA
YPOBEHb TEXHHMKH C JATHI €€ MOAAYM WUJIU C JAThl PUOPUTETA, €CIIU OH UCIPOUIECH,
B Cily4ae BbInojiHeHus: TpeboBanuii npasuia 71(1) [lareHTHON HHCTPYKIIHUH.

ComtacHo nyHkTy 2 npasuna 47 IlaTeHTHOW WMHCTPYKIMH NPU TPOBEPKE
COOTBETCTBUSI H300pPETEHHSI YCJIOBHIO MAaTEHTOCIOCOOHOCTH «IIPOMBIIIJICHHAS
IIPUMEHUMOCTD)» YCTAHABIIMBAIOTCS: HAJMYME B Marepuasax €Bpa3UiCKON 3asBKU
yKa3aHUs Ha Ha3HAYEHUE 3asBJIEHHOTO H300pETeHHUs; HajIudyue B MaTepuaiax
€BpPa3MIICKOM 3asBKM WJIM HCTOYHMKAX HMHGPOPMAIMU, OTHOCSIIMXCA K
PEAIECTBYIOIIEMY YPOBHIO TEXHUKHM, CBEICHUM O CpEACTBAX M METoAax,
HCTIOIb30BaHUE KOTOPBIX MO3BOJISIET OCYIIECTBUTH M300pETEHUE B TOM BUJIE, KaK
OHO OXapaKTEPHU30BaHO B popmysie n300peTeHUSI.

IIpy mnpoBepke COOTBETCTBHS 3asBJICHHOTO HM300PETEHUS  YCIOBUIO
MaTEHTOCIIOCOOHOCTH '"HOBM3HA'" YCTAaHABIMBACTCS, SIBISETCS JIM 3asBICHHOE
M300pETEHHE YaCThIO MPEIIECTBYIONIETO YPOBHS TEXHUKH.

N3o0pereHne He NPU3HAETCS COOTBETCTBYIOIIUM YCIOBUSM HOBHU3HBI, €CITU
B TIPEJIIIIECCTBYIOIIEM YPOBHE TEXHUKH BBISBICHBI CBEACHHS 00 0OBEKTE, KOTOPHIN

HUMCCT TCXHHUYCCKHC IIPHU3HAKHM, HICHTHUYHBLIC BCCM TCXHHYCCKHM IIPpHU3HAKAM



M300peTeHMS, CONIEPKALIUMCS B HE3aBUCUMOM ITyHKTE (POPMYIBI H300PETECHUS.

[Ipy mpoBepke COOTBETCTBUSI 3asBICHHOTO H300pPETEHUS YCIOBHUIO
MaTEHTOCIOCOOHOCTH «M300pETaTeNbCKU YPOBEHBY OINPEAEISIETCS, ABIAETCA JIN
3asgBIIEHHOE M300pETeHHE OYEBHUJHBIM ISl  CHEIHAINCTA, HUCXOAS U3
MPEALIECTBYIOIIETO YPOBHS TEXHUKH.

[IpoBepka  COOTBETCTBHS  3asBICHHOIO  HM300pETEHUS  YCIOBHSM
MaTeHTOCIOCOOHOCTH IPOMBIIIJIEHHON IIPUMEHHUMOCTH, HOBH3HBI U
U300peTaTeIbCKOTO YPOBHS OCYILECTBIACTCS HAa JaTy IMOJaud €Bpa3uiicKon
3asBKH, a IIPU UCIIPAIIMBaHUM IPUOPUTETA - HA J1aTy npuopurera. Ecinu 3asBuTens
OTKa3aJiCcd OT IpaBa HAa MPUOPUTET WJIM OHO OBUIO YTPAau€HO B CBA3U C
HECOOIIOICHUEM YCJIOBUH, MpeIyCMOTpeHHbIX npaBwiamu 6 unu 36 IlarenTHoi
MHCTPYKI[MU, NPOBEPKA COOTBETCTBUS 3aABJICHHOTO HW300pETEHUS YCIOBUSIM
NaTeHTOCIOCOOHOCTH OCYIIECTBIISAETCS Ha 1aTy OJauu €Bpa3HiCKOM 3asBKHU.

CormmacHo nyHkty 3 mpaBwia 12 IlaTeHTHOM WHCTPYKUMH TOJKOBaHUE
(opMynbl H300pETEHUS 3aKIIOYAETCS] HE TOIBKO B MPEOJOJICHUHN €€ HESICHBIX WIIU
HEOIPEACIECHHBIX IIOJOKEHW, HO W B YCTAHOBJIEHWH €€ TOJHOIO U
NEUCTBUTEIBHOTO CONEPKAHUA.

C uenbio TonkoBaHUs MojokeHUii KonBeHunu u [1aTeHTHOW MHCTPYKUIHUH
ucnonb3yrores llpaBunma cocraBneHus, MOJa4M W PACCMOTPEHHS €BPA3HUCKHUX
3a5BOK B EBpa3suiiCKOM NareHTHOM BEIOMCTBE, YTBEPXKICHHBIE IPUKA30M
EBpaswuiickoro marenTHoro BemomcTBa 18 mas 1998 No22 u omyOnuKoBaHHbBIEC B
bronnerene EBpaszuiickoro nateHTHOTO BegoMcTBa No3 ot 25 uronsa 1998 r. (nanee
— IlpaBuna EA), nelictByromme Ha gary (29.05.2002) nomauu 3asBKUA, Ha
OCHOBAHHMH KOTOPO1 ObLT BBIJIAH OCIIAPUBAEMBIH MMATEHT.

['pynna n3o0peTeHuil 1Mo ocrnapuBaeMOMy MaTeHTy JEHCTBYEeT B 0ObeMe
COBOKYITHOCTH MPHU3HAKOB, COACPKAIIMXCA B HE3aBUCUMBIX NyHKTax 16 u 17
(bopMyIIbl, TPUBEIECHHBIX BHIIIIE.

HesaBucumbie mynktel 16 u 17 Qopmynsl ocnapuBaeMoro maTeHTa

OTHOCATCA K (I)apMaLIeBTI/ILIeCKI/IM KOMITIO3UIIUAM, COACPIKAILKMM B Ka4CCTBC



OMOJIOTHYECKHM aKTUBHOTO BEIIECTBA CTEPEOXMMHYECKH YHUCTOE COCIUHEHHUE: 3-
{(3R,4R)-4-metnn-3-[metun-(7H-mupposno[2,3-d jnupumuaun-4-

WJT)aMUHO |TATICPUIAH- 1-11 } -3-0KCONTpOmMOHUTpri  (1asiee — TodaruTHHUO)
WM eT0 (hapMaIeBTUUECKU IPUEMIIEMYIO COJTb.

AHanu3 JOBOJOB CTOPOH O MPAaBOMEPHOCTH YCTAHOBJICHUS MPUOPUTETA
M300pETeHUI M0 HE3aBUCUMBIM MyHKTaM 16 m 17 Qopmyisl ocmapruBaeMoro
mareHta mo gare nomadu 3asBku US 60/294,775 or 31.05.2001 mnokazan
cleyroniee.

CrnemyeT comacuTbCs C JIOBOJIOM MareHTtooOnazareiass O TOM, YTO
PU3HAKH, XapaKTepU3yIollue N300peTeHUs 10 He3aBUCUMbBIM ITyHKTaM 16 u 17
dbopMyibl OCIapuBaeMoro IMaTeHTa, B YacTH COEAUHEHUs] TO(ALMTUHUO,
PacKpBITBl B MPUOPUTETHOM 3asiBKe [24], MO KOTOpPOH yCTaHOBIIEH HauOoiee
pannuii npuoputet ot 31.05.2001.

B uactHOCTH, puoputeTHas 3asiBka [24] (c.l omucaHus) OTHOCUTCS K
«crmocobaM OCYIIECTBICHHS Pa3esieHus] XUPAIbHBIX COJEH U3 palleMHUYeCKUX
cMecell SHAaHTHUOMEpPOB U, B YAaCTHOCTH, NPEAIICCTBEHHUKOB JYHAHTHOMEPOB,
UCIIOJb3yeMbIX TPH TMOJNYYCHHH COeIMHEHUH mupposo[2,3-d]nupumuauna,
KOTOPBIE SIBJISIOTCS MHTUOUTOPAMU TPOTEUHKUHA3ZY.

[Ipu »o1OoM coenuHeHre TOGAUUTUHUO TONAMANAET TOJ  OOIIYIO
CTpykTypHYy0 (opmyiay I (cM., Hampumep, ¢. 2-4 mepeBoma ommcanus [24])
COCJIMHEHUI PACKPBITBHIX B MPHOPUTETHOM 3asBKe [24], MOCKONIbKY TOhAIUTHHUAO

npenacrasiset coooi 3R, 4R sHanTHOMEp coenuuenus Gopmynsl (1)

R' R?

~ 3
P

B CJIy4dac Korjia:

rae R1 npencrasisier co0oil rpymnimy GopMybl



Rs
. P
RA, ACHy),
riae y paBso 0,
R4 npencrasnser coboit O-ankwmi (B yactHocTH, O-MeTni(c.5)),
R5 mpeacraBmser coborr  (C2-C9)reTepornukioankuia, KOTOPBIH

IOpeCTaBiIsieT Cco0OM MUNEPUAMHUIIBHYIO TPYMIy, 3aMELIEHHYI JIByMs

rpynnamu: Cl - ankuinoMm (MeTusioMm (c.5)) u rpynmoit hopMyIsl
K e m\(rrm‘h\n/(‘ 1)'\{‘
[

rae a paBHo 0;

b paBHoO 1;

X sBisieTcst KapOOHUIIOM;

c, e, fu g xaxnpIit paen 0;

d paBHo 1;

R9, R10 kaxxap1ii mpeacTaBisieT BOJOPO/I;

R12 nmpeacrapnser coboil 1iuaHo.

CoenuHenusi, cormacHo 3asBke [24] (c.6 mepeBoma) BKIIIOYAIOT BCE
KOH(OPMAITMOHHBIE H30MEPHI (HANpUMEpP, ILHC- U TPAHC-U30MEPHI), HMEIOT
IEHTPHl ACCHUMETPHH M TIO3TOMY SIBIISTFOTCS XUPAIbHBIMA W CYIICCTBYIOT B
Pa3TUYHBIX YHAHTHOMEPHBIX U JUACTEPEOMEPHBIX (opMax.

[lpu stoM B mnpuoputeTHOM 3asBke [24] (c.6-8) mpuBeneH cnocod
nosydeHus 3R, 4R sHaTHOMEpPOB coeauHeHuit o601miet GpopmMyibl I, B KOTOpyIO,
KaK OTMEUYEHO BBIIIE BXOAUT TOPAITUTUHUO.

B yactHocTM B omumcanuu 3asBku [24] (c.7 mepeBoma) yka3zaHO, YTO
«...aTeHTHI paznenieHus ABIAOTCS d(PdekTuBHbIME 1711 obecriedeHus: 3R, 4R

SHAHTUOMEpA...».



B omucannu 3asBku [24] CO cchUTKOW Ha cXemy peakiuu | Kelaemblit
3R,4R-ctepeonzomep coenuHeHus GopMynbl | TMOIy4aroT ¢ HUCIOIB30BaHHEM
COOTBETCTBYIOIIETO MpeIecTBEHHUKA co cTepeoxumueii 3R,4R.

[IpuoputetHas 3asBka [24] (c.4 mnepeBoma) TakkKe paCKpbIBAET U
(dapmalleBTUUECKH MpUEMIIEMbIE COJIU COeqUuHEHUN GopMmynbl | «..n300peTeHue
TaK)K€ OTHOCUTCS K TMOIYYCHHIO CTepeocnerupuiecKkux QapMareBTHUECKH
MPUEMIIEMbIX KUCIOTHO-aI/IUTUBHBIX COJIei coequHeHuit Gopmysl [..».

Kpome Toro, cnemyer OTMETHTh, YTO B 3asBke [24] pacKphITHI
KOMNO3UIUKU (c.25-27), Ha3HAU€HHE KOTOPBIX COOTBETCTBYET, YKa3aHHOMY B
HE3aBUCHMOM ITyHKTe 16 ¢dopMynbl ocrapuBaeMoOro mareHTa. (CM., Harpumep,
c.1, 14-15 nepeBona [24]).

Takum oOpa3oM, Bce HEOOXOAMMBIE CBEJCHHUS, a MUMEHHO IPU3HAKH,
COOTBETCTBYIOLIME  TPU3HAKAM,  XapaKTEpU3YIOIIMM  HM300peTeHHus 1O
HE3aBUCUMBIM IyHKTaM 16, 17 dhopmynbl ocnapuBaeMoro nareHTa pacKkpbIThl B
HPUOPUTETHOM 3asiBKe [24].

Ha ocHOBaHMM U3JIOXKEHHOTO HEOOXOAMMO KOHCTATUPOBATh, YTO
MPUOPUTET OCHAPUBAEMOTO MATEHTA OBl MPABOMEPHO YCTAHOBIIEH, B TOM YHCIIE,
o 3asBke [24] or 31.05.2001.

B cooTBeTcTBUMU C HOpMaMHM 3aKOHOJAATEIBCTBA MPOBEPKA COOTBETCTBUS
3asiBIEHHOTO HW300pETeHMs] YCJIOBUSM NaT€HTOCHOCOOHOCTU MPOMBILIUIEHHOM
IPUMEHUMOCTH, HOBU3HBI M H300pETaTeNbCKOTO YPOBHS OCYILECTBISETCS Ha
JaTy Mojayu €Bpa3uiCKON 3asBKH, a IPHU UCIpaIlIMBAaHUU NPUOPUTETA - HA JIaTy
npuoputera (cM. myHKT 2 [IpaBwmna 47 IlareHTHON MHCTPYKIIMH, ITpaBoBas 0a3a
PUBE/ICHA BBILIE).

AHanmuM3  JOBOJOB CTOPOH, KAaCalOLIMXCS OLEHKH COOTBETCTBUS
M300peTeHHs o OCHapUBAEMOMY  YCJIIOBHIO NaTeHTOCIOCOOHOCTH
«MPOMBILIIEHHAS TPUMEHUMOCTBY, IOKa3al CIeAyIolIee.

[IpuBnekass ¢ LENBbIO TOJIKOBAaHWUS MOJOXKEHUU [laTeHTHOW MHCTpyKIMH

yKazaHHble B mpaBoBod 0Oaze IlpaBmma EA, HeoOXoaWMO YTOYHHTH, YTO B



COOTBETCTBHUM C IyHKTOM 4.3. yHOMSHYTBIX TpPaBWI, CJIEAYeT, YTO «B
cootBeTcTBUM ¢ mnpasBwioM 3(1) HWHcTpykuum wu3o0peTeHUE  SBISETCA
IPOMBIIUICHHO MPUMEHUMBIM, €CIM OHO MOXET OBbITh HCIOJb30BAHO B
MPOMBIIIJICHHOCTH, CEIbCKOM XO3WCTBE, 3PABOOXPAHEHUH U APYTUX O0IACTAX
YeJI0BEYECKOU JIeATETbHOCTH.

[Ipy ycCTaHOBIEHHH COOTBETCTBUA H300PETEHUS ITOMY YCIOBHIO
NaTEeHTOCIOCOOHOCTH MPOBEPSETCS, BO-NIEPBBIX, HAJTMYMUE B Marepuasiax 3asiBKU
yKa3aHWs Ha Ha3HauyeHue oObeKTa (11 HOBBIX XUMUYECKHX COCIUHEHHUM -
BO3MOXXKHO€ WX TPUMEHEHHE), T.€. BO3MOXXHOCTH  BBIMIOJHEHUS WM
byHkuu(Iuit), XapakTepU3yIOMEH(IUX) OMpeleNeHHYI0  OOIEeCTBEHHYIO
MOTPEOHOCTH.

[TpoBepsieTcsi Takke, OMHMCAHBI JIM B Marepuanax 3asBKH CpEACTBa
(MarepuanbHBIE CPEACTBA, ONEpalMM), UCIOIb30BAaHUE KOTOPBIX MO3BOIMIO Ob
OCYLIECTBUTHh H300pETEHNE C peann3auel 3asaBICHHOTO Ha3HAYCHUS.

HNudopmarus 06 3TUX cpencTBaX MOXKET JINOO MOJHOCTBHIO COAEPKATHCS
B 3asBKe, JMOO OHM MOTYT OBITh HE PACKpPBHITHl B OMHCAHWU, HO JOJIKHO
cofiepaThcs yKa3aHWE Ha WX HCIONb30BaHHE BO B3aUMOJCHCTBHH C APYTUMHU
CPEICTBaMHM, XapaKTepU3YIOIIMMH H300peTEeHUE, a TaKKe CChUIKAa HAa MCTOYHUK
uH(popmalim, o0IIEeTOCTYIIHbIM Ha ATy MPUOPUTETAa U300pETEHHs, B KOTOPOM
3TH CpPEICTBA ONMCAHBI JOCTATOYHO MOAPOOHO Jii HUX BOCHPOU3BEIACHUS
cnenuanuctoM. Ilpu 3TOM y s3Kcmepra HE JOKHO BO3HHMKAaTb COMHEHMH B
BO3MOXKHOCTHU peann3aluu U300pEeTeHHUS.

HezaBucumpblii myHKT 16 ¢opMynbl ocriapuBaeMoro nNareHTa OTHOCUTCS K
obnmacti  (apMakoJIOrMd W  OpPraHUYEeCKOM XUMHUM, B YaCTHOCTH, K
(apMareBTHIeCKON KOMIO3HIINSI, UHTHOUPYIOIIEH TPOTeMHKUHA3Y WIIH KUHAa3y 3
Janus (JAK3) y muilekonuTaromux, BKJIIOYAs YEJIOBEKa, MPEAHA3HAYEHHYIO NS
JICYeHUs] WM TPEIOTBpalleHusl 3a00JIeBaHUs UM COCTOSHUS, BBRIOPAHHOTO W3
OTTOP>KEHUSI OPTAaHOB MPU TPAHCIUIAHTAIINH, KCECHOTPAHCIUIAHTAIINH, BOTYAHKH

OOBIKHOBEHHOM, pPAaCCESTHHOTO CKJIEp03a, PEBMATOMIAHOTO apTPUTa, ICOpHa3a,



nuabera Tuma | W OCHOKHEHMH, CBSI3aHHBIX C JAMA0ETOM, pakKa, acTMBI,
aTONMMYECKOTO JI€pMaTUTa, ayTOMMMYHHBIX HapyLIE€HUW IIUTOBUIIHOW IKEJE3HI,
SI3BEHHBIX KOJNHUTOB, Oonie3nu Kpona, Oone3nu Aubireiimepa, JEUKEMUU U
APYyTUX ayTOUMMYHHBIX 3a00JIeBaHUM, BKIIOUYAIONTYI0 3(()EKTUBHOE AJS TaKHX
HapyireHnid win cocrosguuii komumdectBo 3-{(3R,4R)-4-metnn-3-[mernn-(7H-
nupposo| 2,3-d|mupumMu auH-4-1i1)aMIHO |TATIEPUUHII | -3-0KCOTIPOITHOHUTPIIIA
wii  ero (apmaleBTUYECKU MpUEeMIIeMON cold U (papMaleBTHUECKU
IPUEMJIIEMBIN HOCUTEITD.

Cnenyer ywectb, 4yTOo comtacHO myHkTy 1.4.6.3 IlpaBun EA nma
M300pETeHMsI, OTHOCALIETOCs K CPEACTBY JUISl JIEUEHHUS, AMArHOCTHKH WIIU
MpOQUIAKTUKY 3a001€BaHUs JIOAECH WM KUBOTHBIX, IPUBOISATCS JTOCTOBEPHBIE
CBEICHUS, MOATBEPKIAIOIINE €r0 NPUTOJHOCTh JJISl JICUEHUS, TUATHOCTUKH WITU
NpO(PHUIAKTUKY YKa3aHHOTO 3a00JIeBaHMUSI.

[TockonbKy cpeacTBo ((papmalieBTUUECKasi KOMIIO3UIMsA) OCHOBAHO, Kak
yKa3blBa€T B CBOMX JOBOAAX NAT€HTOOO0JaJareib, HA HOBOM HE HU3BECTHOM W3
YPOBHSI TEXHUKH COEIUHEHUU, TO HEOOXOAMMO TaKXe Y4YEeCTh, UYTO CONIACHO
nyHkTy 1.4.6.3 TlpaBun EA st HOBOro COEIMHEHHS JTOJKEH OBbITh MPUBENIECH
Croco0, KOTOpPbIM OHO TOJYYEeHO U B Cilydae, €ClIUd COCJUHEHHE SIBISETCS
OMOJIOTMYECKHN aKTUBHBIM BEIIECTBOM MPUBOISATCS MOKA3aTeNN KOJIMYECTBEHHBIX
XapaKTepUCTUK aKTUBHOCTU W MIPU HEOOXOJUMOCTH M TOKCHYHOCTH, a B Clydae
HEOOXOAMMOCTHU — U30UPaTETbHOCTU JEHCTBUS U IpyTrUe MOoKa3aTelu.

Kpome Toro, B orHomeHun komno3uuuu NOyHKT 1.4.6.3 IlpaBunm EA
PACKpBIBAET, YTO JOJKHBI OBITH TPUBEACHBI PUMEPHI, B KOTOPHIX YKa3bIBAIOTCS
UHTPEIUEHThI, BXOASIIME COCTAB KOMIIO3ULIMU, WX XapPaKTEPUCTUKUA U
KOJIMYECTBEHHOE COOTHOIIEHHE. Takke JO/DKEH OBITh OIHUCaH croco0
MOJIy4EHHS] KOMITO3ULIUH.

C y4eTOM BBIIIEU3JI0KEHHOTO, MOKHO COMIACUTHCA C
naTeHToo0nagareseM B TOM, YTO OMUCaHWe (C.5 omucaHus) K OCHapUBAEMOMY

MMaTCHTY COJACPKUT YKA3aHUC Ha HA3ZHAYCHUC KOMHOBI/ILII/Iﬁ 110 HCE3aBHUCHMBIM



nyHkTam 16 u 17 popMyssl ociaprBaeMoro mareHTa.

Marepuanel 3asBKM, NpenOCTaBI€HHblE EBpa3uiiCKUM MaTE€HTHBIM
BEJJOMCTBOM JIJIs1 O3HAKOMJIEHHUS, 110 KOTOPOW OBbLI BBIJAH OCIIAPHBAEMBII MATEHT,
Takxe coaepkar (c.17) ykazaHue Ha3HauY€HUs KOMITO3ULHNA MO OCIIAPUBAEMOMY
NaTeHTY, KOTOPOE 3aKIII0YAeTCs B «MHTUOMpYIOIeH NMpoTenHKnHazy uin Kunazy
3 Janus (JAK3) y muekonuTaromumx, BKIOYAs Y€JI0BEKa, MPEAHA3HAYCHHON ISl
JICUCHUSI WM TIPENOTBpAIlleHUs 3a00JIeBaHUsI WM COCTOSIHUS, BBIOPAHHOTO M3
OTTOPKEHUSI OPraHoOB IMPU TPAHCIUIAHTALIMHU, KCEHOTPAHCIUIAHTAIIUU, BOJYAHKU
OOBIKHOBEHHOM, PACCESIHHOIO CKJIEp03a, PEBMAaTOMAHOIO apTpUTa, ICOpHA3a,
nuabera Tuna | W OCIOKHEHMH, CBSI3aHHBIX C JAuA0ETOM, paka, acTMBI,
aTOMMYECKOI0 J€pMaTHuTa, ayTOUMMYHHBIX HapyIIEHUW HIMTOBHJIHOM >KEJE3bl,
A3BEHHBIX KOJIUTOB, Oone3nu Kpona, Oone3Hu AublreiiMepa, JE€HKEMHH H
APYTUX ayTOUMMYHHBIX 3a00JI€BaHUII.

Takum o06pa3oM, COMIACHO OMUCAHUIO, (hapMalleBTHYECKash KOMITO3UIIUS
0 HE3aBUCUMOMY NYHKTYy 17 (opMyabl UMEET TOX€ Ha3HaYeHHWe, 4YTO U
KOMIIO3MIIUS IO HE3aBUCUMOMY IYHKTY 16 (hopMyIibl ociapuBaeMoro rnareHTa.

BmecTte ¢ TeM Takke MOXKHO COIVIACUTHCS C JOBOJIOM MareHToo0naaarens
O TOM, YTO OIIMCAaHHWE K OCHapHBAEMOMY IaTE€HTY COAEP>KUT MCUEPIBIBAIOLINE
CBEJICHUSI O CPEACTBAX W METO/aX, MO3BOJSIONIMX MOJY4YUTh TadaruTUHUO,
Jexaluil B OCHOBE (papMalieBTUYECKUX KOMIO3UIUM 10 HE3aBUCUMBIM ITYHKTaM
16, 17 ¢opmynsl ocapuBaeMoro nareHra. B wactHoctu Ha ¢. 13-16 mpuBeneHbl
npuMepsl 1, 2 u 6 cunresa meneBoro coeauHeHus B popme 3R, 4R sHanTHOMEpA
3-{(3R,4R)-4-MeTun-3-[metun-(7H-tmupposno|2,3-d Jnupumugun-4-
WJI1)aMHUHO [munepuann-1-un}-3-okconponuonutpuina. Ilpu  stom  meneBoe
coenuHeHue, npexacrapisomee 3R, 4R sHaHTHOMEp, CHHTE3UPYIOT U3
COCIMHEHUS TMPEAIIECTBEHHNKA, KOTOPOE MPEIBAapUTEIBHO OBLIO TMOJYYEHO
pasleNeHueM B IIpuMepe 2.

Taxoke MOXKHO COTJIACUTBHCS C JOBOAOM MAaTE€HTOOOJaAaTeNst O TOM, YTO

CIIcouaJIucCT B HaHHOﬁ obnactu TCXHHUKH, 06J1anaeT JOCTAaTOYHBIMH 3HAHUAMHU O



TOM, YTO KOMIIO3UIIMA MOTYT OBITh TIOJIYYCHBI OOBIYHBIM CIIOCOOOM C
UCIIOJIb30BAHUEM OJIHOTO WJIK OoJiee (hapMaleBTUYECKH MPUEMIIEMbIX HOCUTEIEH
KakK u370xeHo Ha c.11-12 onmcanus kK ocmapuBaeMoMy MATEHTY, XOTS MPUMEPOB
KOHKPETHBIX KOMIIO3UIIMH B PA3JIMYHBIX, YKa3aHHBIX B omucaHuu ¢GopMax B
ONMCaHUH HE MPEICTABICHO.

VYKka3aHHas B ONMCAaHUU 1034 aKTUBHBIX COCJUHEHUH 110 OCHApUBAEMOMY
NaTeHTY B KOMIO3UIIUSX JJIsl IEPOPaATIBLHOTO0, MAaPEHTEPATBHOTO WM OYKKaJIbHOTO
BBEICHUSI CPEOHEMY B3pOCIOMY YEJIOBEKY JUIsl JIEYEHUS COCTOSIHUM,
OTHOCSIIIIUXCSI K OIKCAHHBIM BbINIE€ (HAampuMep, PEBMATOMIHOMY apTPUTY)
NpEACTaBICHA B ONHCAHUU B JIOCTATOYHO IIMPOKOM JIMAMA30HE U COCTaBISET
0,1-1000 Mr akTUBHOTO HWHTPEAMEHTAa Ha EAUHUYHYIO /03y, KOTOpas MOXET
BBOJIUTHCS, HaIpUMeEP, OT 1 10 4 pa3 B AeHB.

OnnHako B mMarepuaiax 3asiBKH, MO KOTOPOW ObUI BBIJAH OCHApPUBAEMBIi
MaTeHT Ha JaTy MOoAayd, a TaKKe B ONUCAaHWU K OCHAapUBAEMOMY HATEHTY
OTCYTCTBYIOT CBEJICHMSI, MIO3BOJISIOIINE CIENaTh BBIBOA O TOM, YTO KOMIIO3UIIUU
M0 OCHapHBA€MOMY MATEHTY MOTYT OBITh MCIOJIb30BaHBI B 3[PAaBOOXPAaHEHUH,
T.6. HE NPHUBEACHbl CBEACHUS, OOBEKTUBHO MOATBEPKAAIOIINE pPEATU3ALUIO
Ha3HAYCHUS HU300PETCHMSIMU TI0 HE3aBUCHUMBIM IyHKTaMm 16-17 dopmynsl
OCIaprBaeMOro MareHTa.

MOXHO COITIaCUTBCS C JTOBOJOM JIMLA, MOAABLIET0 BO3PAKEHUE, YTO B
OMHCaHWUU K  OCMApMBaeMOMYy TMAaTeHTy TPHUBEACHBI  TOJIBKO  OOIIUE
TUMIOTETUYECKUE TMPUHIMIBI  OIEHKHM BO3MOXXHOTO BIIUSIHUSL COCIUHEHUUN
nupposo [2,3-d] nupumuanHa Ha Janus kuHazy 3 (JAK3).

[IpencraBnena MeTonuKa oOmpeaesneHus ypoBHS (GochopriiupoBaHUs U
3HayeHuss [C50, HO mpu 3TOM  pe3yiabTarTbl  ONpENEJCHUsT  YpPOBHS
dbochopumupoBanns wu 3HadeHus [C50 He packpeITbl B ONHCAHHH
OCIMapuUBaeMOro maTeHTa HHU sl TopaluTHHUOA, HU I KaKuX JIMOO HHBIX
MPEACTABUTENECH TPYINIbl COCIWHEHHUM, YINOMUHAIONIUXCS B ONHCAHUHU K

OCITapMBAEMOMY I1AaTEHTY.



[Ipu »3TOM cnemyer orMeTuTh, 4TOo B npuMmepe 14 3asBku US
Ne(09/732669, ormedueHHOl Ha c.l ommcaHus K OCIapMBacMOMY MaTeHTY B
KaueCTBE CCHUIKM, Ha KOTOPYIO TaKKe CCBhUIAeTCS MareHToo0Naaareib, B
KaueCTBE MCTOYHHMKA N0 JAaThl MPHOPUTETa W300pETEHUIl MO OCHapuBaEMOMY
HaTeHTY, TOATBEPKIAIOIIETO BO3MOXXHOCTh HCIONB30BaHMs painemara  3-{4-
MeTun-3 - [metuin-(7H-mupporno [2,3-d] mupumu quH-4-nn)amMuHO | umepuauH-1
-iJ1 } -3-OKCOMPOIMOHUTPUIIA, PACKPBITO JIUIIB €r0 MOJyYEHHUE.

OTHOCUTENBHO CBEIEHUA 00 M3YyYEHUHU AKTUBHOCTH COEIMHEHMUS
TadanuTUHUO, MPEACTABICHHBIX TATEHTOOOIaAaTeNIeM M0 3apPOoCy €BPa3UCKOTo
HMaTeHTHOTo BefoMmcTBa [12], ciiemyeT OTMETHTh, YTO JAHHBIC CBEIACHUS HE
SIBJISIIOTCSI JIOTIOJTHUTEIBHBIMUA MaTepuallaMi KakK TaKOBBIMU, a MPECTABIISIIOT
coboii crarpto [13], OmMyOJIMKOBaHHYIO IOCJIE JaThl MPHOPUTETA TPYIIIIHI
U300pETEHUI 110 OCIApUBAEMOMY MATEHTY.

Bwmecte ¢ Tem crarbu [14] u [15], npencraBieHHbie TaTeHTOOOIaAaTEIEM
KacaroTCs TOJIBKO OOIIMX CBeleHHM 0 ¢yHKImoHupoBanuu pepmenta JAK3 u He
orHocatcs k  Bimugauio  3-{(3R,4R)-4-metun-3-[metun-(7H-nuppono[2,3-
d|mupumuauH-4-11)aMAHO |TUTIEPUINHII | -3-OKCOTPOTTHOHUEPUIIA Ha
uHruoupoBanue Janus kunHasbl 3 (JAK3) |, kak ¥ BIAMSHHAS KaKUX-THOO WHBIX
coeAnuHeHu muppoio [2,3-d] nupumuuHa Ha akTUBHOCTH JAK3.

Uro KkacaeTcss NOSCHCHMH maTeHToOOJamarenss, 4YTo Ha3HaueHHUEM
M300pETeHU TI0 OCIApUBAEMOMY TMATEHTY SBISAETCS IMOJTYYEHUE KOHKPETHOTO
CTEpEOr30Mepa HOBOTO, HEM3BECTHOTO PaHEEe COEAMHEHMS, KOTOPBIA SIBISETCS
MPEANOYTUTENIbHBIM  JIJII  WU3TOTOBJIICHUSI JIEKAPCTBEHHOTO TMpemnapara, |
nojiyueHue (papMaleBTUUECKONM KOMIMO3MUIMU, MHTHOUpyrome Janus kuHazy 3
(JAK3), conmeprkalieit TaHHBIH CTEPEOU30MEp, T.€. PEIIAcTCs 3a7ada pacIIupeHUs
apceHasa TeXHUYECKUX CPEJCTB, TO HEOOXOUMO OTMETHUTh, YTO U300PETCHUSIMU
0 HE3aBUCHMMBIM NOyHKTamM 16, 17 SBIAIOTCS HE HOBBIE COCAUHEHHS, a
dapmarieBTHUECKME KOMIO3UIIMU, TPEAHA3HAYCHHBIE I WCIIOJIb30BAHUS B

JEUCHUH WU TPO(UIAKTUKH KOHKPETHO YKa3aHHBIX 3a00jeBaHUN WU



COCTOSIHUM, YTO HE MPOAESMOHCTPHUPOBAHO B OINUCAHUA K OCHAPHBACMOMY
HaTEHTY HE B OMBITAX IN VItr0, HU TeM OoJiee B YCIIOBUAX KHBOTO OpPraHU3MA.

B marepmanax 3asBKM W B ONHUCAHWHM K OCIIAPUBAEMOMY IIaTEHTy HE
MPUBEACHBI JTaHHBIE WCIBITAHUA W HE TIOKa3aHbl MPUMEPHI JICUCHUS WU
NpeloTBpaIlleHUus] 3a00JI€BaHUs WM COCTOSIHUSI, BHIOPAHHOTO U3 OTTOPKECHUS
OpPraHOB  TpHW  TPAHCIUIAHTAIlMH,  KCEHOTPAHCIUIAHTAIUHA,  BOJYAHKH
OOBIKHOBEHHOM, PACCESIHHOTO CKJIEp03a, PEBMATOMAHOIO apTpUTa, ICOpHa3a,
nuabera Tuna | WU OCHOXKHEHUH, CBSI3aHHBIX C JAMa0EeTOM, paka, acTMBbl,
aTOMMMYECKOTO JIEPMATHUTA, ayTOMMMYHHBIX HApYyIMICHWHA ITUTOBHIHON JKEJE3Hl,
S3BEHHBIX KOJUTOB, Oone3nn Kpona, Oone3nu AunblreiiMepa, JeHKeMHH U
JIpYTUX ayTOMMMYHHBIX 3200JI€BaHU.

B marepmanmax 3asBKHM, KaK Ha JaTy €€ IOJa4d, TaK U B ONHCAaHUHU
BBIJIAHHOTO MAaTEHTA, COACPIKATCS JUIIb JEKIapaTUBHBIC CBEICHUS, KaCaIOIIUecs
o0ImuX CTaHJAPTHBIX CIOCOOOB M CXEM BBEACHUS, a TAKXKE IMPEANOIaracMbpIx
3G (EKTUBHBIX 103 CPEICTBA, COMAEPXKAILETO COETUHEHUs o0IIei ¢GopMynsl B
KOTOPYIO BXOJUT TO(DALUTHUHHO.

Kak oTMedeHO BBIIIE, CBEICHUS, NPEACTABICHHBIE B  pasiaele
«buonornueckoe  WCCIENOBaHWE»  ONHUCAHHMS  OCHAPUBAEMOTO  IaTEHTa,
MMOKa3bIBAOT JIMIIb TPUEMBI TOATOTOBKH K HCCIEAOBAHHUSIM, KOTOPHIE
OCYIIECTBIISIIOTCST  BHe opranu3ma (in  vitro). [lpm a3ToM  pesynabrarhbl
UCCJICIOBAaHUMN HE TIPUBEICHBI.

[lenecoobpazHo 00paTuTh BHHUMAHWE Ha  OOIIEU3BECTHBIE  JUIS
CIEIMATIMCTOB JaHHOW O0JIACTM TEXHUKH 3HAHUS O TOM, YTO B OTJIMYHUE OT
UCCIIeOBaHUH 1In Vitro, UCCIEAOBAHUS In VIVO HEOOXOAUMBI, YTOOBI YBUIETh, KaK
OpraHu3M B IIEJIOM OyJIeT pearupoBaTh Ha KOHKPETHOE BEIICCTBO. Tak, B
HEKOTOPBIX CJIydasX HCCIEJOBaHUsA IIpemapara in Vitro MOTyT OBITh
MHOTO00CIIAIONIMMH, HO TIOCIIEAYIOIINE UCCAEAOBAHUS 1N VIVO HE MOKa3bIBAIOT
HUKaKOW 3(PGEeKTUBHOCTH (WU, C JPYrodl CTOPOHBI, OOHAPYKUBAIOT, YTO

mpernapar HeOe30IaceH) IPH HCIOJIB30BAaHUKM B paMKaX MHOTOUYHCIICHHBIX



MeTa0OJIMYECKUX MPOIIECCOB, KOTOPBIE IMTOCTOSTHHO MPOUCXOAT B OpTaHU3ME.

BMmecte ¢ TeM, CIieIUaIuCcTy U3BECTHO, YTO paboTas B YCIOBHX IN VItro,
CPEICTBO MOXKET HE paboTaTh B YCIOBHSX )KHBOTO opranm3ma (in vivo).

Hampumep, BO3MOXKHO, Tpemapar HE BCACHIBAETCS TMPU MPOXOKICHUHU
yepe3 KeNyldoK, MOATOMY OH Majio BIMSET Ha MalueHToB. B npyrux ciydasx,
JaXKe €CIM TpermapaT BBOAWTCS BHYTPUBEHHO, OH MOXET pa3pyliarbcs B
pe3yabpTare MpOAODKUTENBHBIX peakiuid opranu3ma. BakHO Takke OTMETUTb,
YTO UCCJIEIOBAHUS 1N VIVO CHadaljia POBOMASTCS HA KUBOTHBIX, HE SIBIISIOIIMXCS
JIONBMH, TAaKUX KaK MBIIH. OTH HWCCICAOBAHUSA JAIOT HCCIICAOBATEIISM
BO3MOXKHOCTb YBUJIETh, KaK JIEKAPCTBO JIEUCTBYET Ha (JOHE APYTUX MPOIECCOB B
OpraHu3Me.

[Ipr 3TOM BBISICHEHHE 3aBUCUMOCTH MEXIAY XUMHYECKOW CTPYKTYpOu
BEIIECTB M WX OMOJOTMYECKOW aKTHUBHOCTBIO SBJISIETCS OJHUM W3 HamOojee
BXHBIX HANpaBJICHUH B CO3JMaHMHM HOBBIX IIPEMapaToB, a COIMOCTABIICHUC
ONTUMAJIBHBIX CTPYKTYP JUIsl pa3HBIX TPYNI COCIUHEHUN C OJMHAKOBBIM THUIIOM
JEHUCTBUS HEOOXOAMMO JUTsl PEACTaBICHUS 00 OpraHU3AIMK TE€X PELENTOPOB, C
KOTOPBIMU B3aUMOJICHCTBYIOT TaHHBIC JICKAPCTBEHHBIC CPEACTRA.

W3BecTHas crienuanucTtaM JaHHOW OOJACTH TEXHUKH HEOOXOIUMOCTH
M3YYCHHUS aKTUBHOCTH HOBOTO XMMHUYECKOTO BEIECTBA MIPH JICUCHUHU, TEM OoJjice
TaKUX TSOKENbIX 3a00J€BaHUM, KOTOpbhIE YKa3aHbl IMAaTEHTOOONIAIaTeNeM,
noATBepKaaeTcs ncrounrkamu [10], [11].

C y4eToM BHIIIEH3JI0KEHHOTO, BAYKHO aKIICHTHPOBATh BHUMAHHUE HA TOM,
yro noaydennoe coequrenne 3-{(3R,4R)-4-metmn-3-[merni-(7H-muppono[2,3-
d]nupumMuuH-4-un)amuHo [nunepuauH-1-mm } -3-0Kco-mponuoOHUTpHIIA
IPEICTaBIICT COOOHW CTEPUOXMMHUYECKH YHCTYIO SHAHTHOMEPHYIO ¢GopMy, a
crienuagnucTaM B JaHHOWM OOJacTHM TEXHUKH IMUPOKO HW3BECTHO, YTO
SHAHTHOMEpHas ¢GopMa BIHSICT Ha OWOJOTHMYECKYH0 AKTHBHOCTb COCIWHCHUS
HETPEICKa3yeMbIM 00pa3oM.

Tak, crienuanucTy B JaHHOW 00JIaCTH U3BECTHO, YTO MEXAHU3M JICUCTBUS



AKTUBHBIX  BEIIECTB OOBIYHO  3aKIIOYAETCS B HMX COEIMHEHHH  CO
cnenuuUecKuMu  perentopamMu. Penentopbl MOXHO paccMaTpuBaTh —Kak
YYaCTKU KJIETOYHBIX MEMOpaH, CoJiepsKallie CI0KHbIE OPTaHMYECKHE MOJICKYIIbI,
YyBCTBUTEJIbHBIE K OIPENENIEHHBIM BemecTBaM. Kaxzawlid perentop oOmanaer
XapaKTEepHON MPOCTPAHCTBEHHOW CTPYKTYpOW y4acTKa, B3aUMOJACHCTBYIOLIETO C
OMONOrMYecKr  aKTUBHBIM  BEIIECTBOM, U  HUX  CTPYKTYpPBHl  JIOJDKHBI
COOTBETCTBOBATh JPYr JAPYry IO MPUHIMITY KIHOY-3aMOK. Y OOJBIIMHCTBA
JIEKAPCTBEHHBIX IPENapaToB CYIIECTBYET TECHAas B3aWMMOCBA3b  MEXIY
MIPOCTPAHCTBEHHOW CTPYKTYpOl M (hapMaKOIOTHYECKOM AKTUBHOCTBIO, T.€.
CTEpEOCHEeMPUIHOCTD 1EUCTBUS.

[Ipy o>TOM cnegyeT OTMETUTh, YTO MHOTHME CHHTETHYECKHUE
JIEKapCTBEHHbIE Mpernaparbl CYLIECTBYIOT B BHJE CMECH JBYX, a 4YacTo U
OONbIIEro 4YHClia MPOCTPAHCTBEHHBIX H30MEPOB, OTIMYAIOLIUXCA CBOUM
OHMOJIOTNYECKUM JIEMCTBHUEM.

CornacHo paexnapauuu [16]  nmokropa Mapka Onsapaa nanarana,
coeauHeHue mo npumepy 14 B 3asBke [1], U3 KOTOpPOro BIOCIEACTBUM ObLI
BbIIeJIeH TO(MAUMTUHUO, MPEACTABIAECT COOOM paLlEMHYECKYI0 CMeChb U3 4x
CTEPEOU30MEPOB.

[Ipy sToM HHM B Marepuanax 3asiBKH, [0 KOTOpPOMl ObUI BbLAAH
OCIapMBAaE€MbIil MMATEHT, HU ONHCAHHME K OCIApUBAEMOMY MAaTe€HTy, HH YPOBEHb
TEXHUKM Ha JaTy MPUOpPUTETa HU300peTEeHU MO OCHapuBa€MOMY MAaTEHTy He
PACKpBIBAIOT MCCIEOBAaHUNM HU OAHOTO M3 4X BO3MOXHBIX IHAHTHOMEPHBIX
dbopMm coenuHeHMs, 13 KoToporo BeiaeneH 3R, 4R snanTrnomep (Todanutnnud).

Bmecte ¢ Tem, 0OmIEM3BECTHO, 4YTO OCHOBHas (papMakoiornyeckas
AKTUBHOCTb PAllEMUYECKHX MpernaparoB OOBIYHO CBsI3aHA C JIEMCTBUEM JIMIIb
OHOTO JHaHTHOMepa. [Ipu 3ToM BTOpOU WM 00JagacT MEHEe BBIPAKEHHOUN
AKTUBHOCTBbIO,  WJIM  COBCEM  HEAaKTUBEH, WM  MPOABIAET  JIPyrue

dapmakonorudeckue 3hdexTsl. [Ipumeps! Tako TUCKpUMHUHAIIMN MPUBEICHBI B

usnanuu [9] (c.145-147).



N3meHeHne mpoCTpaHCTBEHHOTO PACIIONIOKEHHUSI OTHUX U T€X e TPy B
MOJICKYJIC MOKET UMETh CTOJIb YK€ 3HAYUTEIIbHBIC TTOCIICICTBHS, KAK ¥ NU3MCHCHHE
XUMUYECKOW TpHponbl ATuX Tpynm. CreaoBarenbHO, Ha CTaauu pa3pabOTKH
JIEKapCTBEHHBIX CPEICTB HEOOXOAMM aHallu3 TEpPaneBTUYECKOM aKTHUBHOCTH,
TOKCUYHOCTH, MeTabonu3Ma, (papMakOOMHAMHKA ©  (apMaKOKMHETHKA
WHIMBUYaIIbHBIX CTPEPEOU30MEPOB.

Takum oOpa3om, cTaaus OICHKA AaKTUBHOCTH HeoOXoauma JyIs
ycraHoBiaeHuss  Toro, obmamaer Jwm  3-{(3R,4R)-4-metmn-3-[meTmn-(7H-
nupposio[2,3-d|nupumuanH-4-uin)aMuHo [nunepuanH-1-um | -3-okco-
MIPOIMMOHUTPHUIT KAKUMH-TTHOO TEParieBTUICCKUMH CBOWCTBAMH WJTU HET.

[Ipu »TOM creayeT OTMETUTh, YTO B YpPOBHE TEXHUKA Ha JaTy
IPUOPUTETA TPYIIBI U300PETEHUM, KaK 3TO U3JIOKEHO BBIIIE, OTCYTCTBYIOT JIaXKe
cBeleHus, noarBepxkaaromue aktuBHOCTh 3-{(3R,4R)-4-metnn-3-[mernn-(7H-
nupposio[2,3-d|nupumuanH-4-11)aMuHO [nunepuana-1-umn | -3-okco-
MPONMMOHUTPHIIA B Ka4eCTBE MHTHOMTOpA MPOTECMHKWHA3, TaKMX Kak (pepMeHT
Janus Kinase 3 (JAK3).

Takum 00pa3oM, MOXKHO COTJIACHTHCS C JOBOJAMHU BO3PAKEHHUS O TOM,
YTO Marepuajbl 3asBKH HE COACPKAT CBEACHHWM, IOATBEPIKIAFOIINX
BO3MOXKHOCTb peajiu3alii 3asBJICHHOTr0 Ha3HaueHus (cM., Hampumep, m. 4.3
[IpaBun EA).

B COOTBETCTBHMM C W3JI0KEHHBIM HEOOXOAMMO KOHCTAaTHpPOBAaTh, YTO
dapmareBTHUECKME KOMITO3MIIMM 0 HE3aBUCHMBIM TyHKTaM 16-17 dhopmyibl
OCTIapUBAaEMOT0 TIATEHTa HE COOTBETCTBYIOT YCJIOBHIO MAaTEHTOCIOCOOHOCTU
TIPOMBINIJICHHAs TPUMEHUMOCTh» (cTarbsi 6 KonBeHiuu, myHKT 1 crtateu 3
[TaTeHTHON MHCTPYKIIUK).

BBuay caemaHHOTO BBINIE BBIBOJAA, AaHAJIW3 JIOBOJOB CTOPOH M
uctounukoB uHpopmanuu [1]-[8], [17]-[25], B uensix OLEHKH TPYIIIbI

M300peTeHn TI0 HE3aBUCHMBIM IyHKTam 16, 17 ¢opmyisl ocmapruBaeMoro



MaTeHTa Ha COOTBETCTBHE WX YCJIOBUSM NaT€HTOCIOCOOHOCTH «HOBU3HA» U
«1300peTaTeNIbCKUil YPOBEHBY, HE MPOBOIUJICS.

Bmecte ¢ Tem, menecooOpa3HO OTMETUTh, YTO B COOTBETCTBUU C
BBIBOJIOM, CJICJIAHHBIM B HACTOAIIEM 3aKJIIOUEHUU BBIIIE, O MPaBOMEPHOCTHU
YCTaHOBIICHUSI IPUOPUTETA TPYIIIBI H300pETEHUH 110 HE3aBUCUMBIM IMMyHKTaM 16,
17 ¢Gopmymnsl ocmaprBaeMoOro IMmaTeHTa, UCTOYHUK WHOOpMamuu [5] HE MOXKET
ObITb BKJIIOYEH B YPOBEHb TEXHUKH JUISI OILIEHKH MaTeHTOCHOCOOHOCTHU
U300pETEeHUI 0 OCMApUBAEMOMY IMATEHTY, MOCKOJIbKY MyOJIMKAIMs 3asBKU [5]
cocrosuacs14.06.2001, T.e. mocie nartel npuopurera 31.05.2001.

[Ipu >TOM B OTHONIEHWH MAaTEpUajJIOB 3asABKU IATEHTHOIO BEJIOMCTBA
[ongypac crnemyeT OTMETHTh, YTO BBUAY OTCYTCTBHSI JIOKa3aTelIbCTBAa TOTO, YTO
3asBka HN 2000000265 A B o0beme Bcero omucaHus SBIsUIach OOMIE0CTYTHON
Ha ONpEAENICHHYIO /ATy, OOIIEAOCTYIIHBIMU CBEACHUSIMH, KOTOPbIE MOTYT OBITh
OTHECEHBI K YPOBHIO TEXHHKH, SIBJISIOTCS TOJILKO CONIEpIKaIHecs] B OIONIETEHE
[21] cBemenust o 3asBke HN 2000000265 A, omyOiuMkoBaHHBIE B 0ObeMe
Kpartkoro pedepara.

VY4uuThIBas BBIIICU3IOKECHHOE, KOJJIETHS TMPHILIA K BHIBOAY O HAIWYUH

OCHOBAaHUU I NPUHATUSA POoCIaTEHTOM CIIEAYIOLIETO PELICHHUS:

YIOBJIETBOPUTH Bo3paxeHue, mnocrynupmee 21.06.2022, neiicrBue
eBpa3uiickoro mnareHra Ha wu3oOperenne Ne 012666 Ha TeppuTOopuUM

Poccuiickoit @egepanum NPU3HATH HeACHCTBUTEIbHBIM IOJHOCTHIO.



