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CTEPEOCMNELM®IYHAA CUHTE3 TN NATEHTHUW W NCT

CTEPEOI3SOMEPIB
KaTtepnHa KOTUK,

rOMIOBHUIA eKcnepT Biadiny hapMaLeBTUK/ YKPMaTeHTy,

M.Kunis

PO3rnsHYyTO OCO6AMBOCTI MAaTEHTHOrO 3aXUCTy CMONYK, WO MatoTb CTepeoLeHTpu. HaseaeHo
METOAM TEOPETUYHOIO PO3PaxyHKy CTePeOoXiMil NPOAYKTY cTepeocneumndivHol peakLji, 3anponoHo-
BaHO repenik MeToAiB AOCNIMKEHHS, HEOOXIAHNX 019 MiATBEPAYKEHHS OTPMIMAHHSA MNEBHOMO CTepeoi-

30Mepy Ta JOTPUMaHHSA YMOB MaTeHTO34aTHOCTI.

There has been considered special patent protection aspects of compounds having stercocenter.
Described the method of calculating the theoretical stereochemistry product by stereospecific reacti-
on and proposed list of research method required for the produce of specific stereocisomer and compli-

ance with the conditions of patentability.

aX/IMBOKO MPOGMEMOK MeAVLMHU Ta

papmMauii € nowyk BMCOKOE(EKTUB-

HMX Ta MaNOTOKCUYHUX NiKapPCbKNX
3acobiB, WO MalTb HeobXigHy 6ionoriyHy
AKTUBHICTb. OCKiNIbKW OTPUMaHHA OeAKNX
NiKapCbKMUX Cyb6CTaHLi 3 POCIMHHOT CUpO-
BUHW TMOB’si3aHe 3 pPAAOM CKNagHOCTeN,
Hanpukniaz, Manuii BMICT aKTUBHOI peyo-
BWHMU B CMPOBMHI abo cknagHicTb Ti BUAi-
NEeHHs, ToMy Binbw ePeKTUBHOK € PO3PO6-
Ka CNnoco6iB CUMHTE3Y LMX PEYOBUH XiMiu-
HUM wWwnsxom. Mpu UbOMY cnif, BpaxoByBa-
TV TOl hakT, WO Aeski CNOoayKn, sKi 3acTo-
COBYIOTb Y SAKOCTi NliKapCcbKux 3acobis,
0co6nMBO Ti, WO BOMOAIIOTL ONTUYHOM
aKTUBHICTIO, BaXKO BUAIUTU B YUCTOMY
BUrNAA4i, OCKiNbKN AyXe 4acTO OTPUMYHTb
CyMilWli pi3HMX eHaHTiomepiB, TO6TO paue-
MiYHY CyMmiW. ICHYIOTb BUNagKu, KOu
OOVH 3 CcTepeoi3oMepiB MNEBHOI CMONyKU
BO/IOAi€ Heob6XigHOK 6i0N0oriYyHoO aKTUB-
HICTI, a iHWWIA Mae 3HMXEHY aKTUBHICTb
abo B3arasni 1i no36aeneHW. B Takin cutya-
Ui noctae npobnema BMHaMOEHHA Criocoby
OTPMMaHHA KOHKPETHOro crepeoisomepa B
YNCTOMY BUT A, IKOMY NpUTamaHHa Hai-
OinblW BMpaXeHa Nikapcbka aKTUBHICTb
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Ta/abo HaliMeHLa TOKCUYHICTb.

OpaHie 3 NPUYMH Pi3HOT oi3ioNoriyHoil
aKTUBHOCTI CTepeoi3oMepiB /iKapCbKUX
3acobiB € pi3HMUA B iX MPOHUKHEHHI B
OpraHism ANHU YM TBapUHU. Bigomi cre-
peocneundiyHi TpaHCNOPTHI MeM6paHHi
cuctemu, npu Aii AKX KOHUeHTpayia L-
aMiHOKNCNOT B KAITUHI 3HA4YHO MigBuLLY-
€TbCA MOPIBHSAHO 3 HABKOJIULLHIM cepeno-
BULLEM, B TOl vac fAK D -amiHOKucnoTu
UMUMKW CUCTEMAMU He TPaHCNOPTYHTbCS.
Tak, Hanpwuknapg, niBoo6epTatoya copma
CapKoNi3nHy akTMBHa Npu NiKyBaHHI ges-
KNX BUAIB MyX/IMH, TOAI K NpaBoobepTai-
ya ¢opma HeakTmBHa [1, 2]. 3aranom,
BUABNEHHA (apMOKIHETUYHUX Ta hapmMo-
ANHaAMiYHUX 0CO6/IMBOCTEN OKpeMux cTe-
peoizomMepiB € NepcneKTUBHUM HarnpsiMom
YAOCKOHAaNEHHs BXe BiAOMUX JiKapCbKUX
3acobiB.

Llinkom 3p0o3ymino, wwo thapmaLeBTUYHi
KOMNaHii, fiKi 3aimaloTbcs 6e3nepepBHUM
MOLWYKOM, OTPMMAaHHAM Ta AO0CAIAXKEHHAM
Ha 6i0NOriyYHY i KMAIHIYHY aKTUBHICTb HOBUX
nikapcbKnUx 3aco6iB, 3auikaBneHi B 36epe-
XXEHHI BflacHMX HabyTKiB y BUIA4I NaTeH-
THOro 3axucty. OcHOBHa npob6nema, 3
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AKOK CTUKalTbCA KOMMaHiil, Wo npoBoO-
OATb  pi WOMaHIT Hi BOOCKOHa/IeHHA Ta
MoaundiKaLito BXe BiAOMUX 3 PiBHA TEXHIKU
(Bxe ony6nikoBaHMX cTaTel abo 3anaTeH-
TOBaHWX BUHaxXoAiB Ta T. iH.) XiMiYHNX crno-
NyK i3 6i0N10riYHO aKTUBHICTIO, MNOJsIrae B
TOMY, WO NoAaHi Ha po3rnsg ekcnepTusu
3adaBKM Ha BUHaXig OyXe 4acTO BU3HAKOTbCA
TakMMu, WO He BiAMoBigalTb OAHIM abo
KiZIbKOM yMOBaM NaTteHTo34aTHoCTi. B uomy
npuunHa?

Mepw 3a BCce HeOOGXiAHO 3BEPHYTU yBary
Ha Te, WO 3a gopmynow Mapkywa ab6o
MOJIEKY/IAPHOIO (hOpMYysIO0 CTepeoizoMmepu
iAEHTUYHI, | BigpI3HAIOTLCA NMWe MNPOCTOo-
pOBOIO OpieHTaLuielo 3amMiCHUKIB 6ins
XipanbHOro aroma cnonyku. [pu ubomy
cnig 3ayBaXxuTu, WO cTepeoizomepu abo
KOH(dipMaLiliHi i3oMepn MOBUHHI 6yTK
came fiacTepeomepamu, a He eHaHTiomepa-
MW, OCKifIbKW OCTaHHi € A3epKanbHUMU
BiAOOPaXEHHAMN OAUH OJHOro i MakwTb
OJHaKOBi TemnepaTtypu MaBfeHHs, pPO3-
YMHHICTb Ta iHWI (Pi3nyHiI BNacTnBOCTI, ToAj
AK [AOiacTepeoMepn He € A3epKanbHUMU
BigoOpaXeHHAMM | Bigpi3HATLCA 3a
gisnyHMmMn BnactmsoctTamMu [2, 3]. Taka
BiAMIHHICTb Hagae iM HOBUX (hi3NKO-XiMiu-
HMX Ta 6ionoriyHMX BNacTUBOCTEN, LWO
MoXe O6yTW BMKOPUCTAHO AK 6Ge3nepeyHnii
apryMeHT Npuv AOBeAeHHI NaTeHTo34aTHOCTI
[aHOoro BMHaxonay.

Hai6inbw npobnemMHUMn 3 ornsgy Ha
naTeHTo34arHOCTb € BMHaxoAu, 06’€KTOM
naTeHTyBaHHA SIKUX € CNoci6 OTpUMaHHS
ONTUYHOAKTUBHOIT CMONYKU. ALKe Ayxe
yacTo BCi CcTagii CMHTe3y TaKkoi CMOMyKM,
0co6/1MBO KONKM Bigoma i payemiyHa cymill,
B MOBHIN abo B NepeBaxHii Mipi cnisnaga-
I0Tb 3 BXE BiJOMWM METOAOM OTPUMAHHS i
BIAPI3HAOTLCA NMWE OCTaHHbLOK CTagdiero
BUAINEHHS KOHKPETHOro cTepeoizomepa.
Yepes ne MoOXamBa HEBIAMOBIAHICTbL yMO-
BaM MaTeHTO34aTHOCTI. Hanpuvkniag, BUHa-
XigHNLbKOMY PIBHIO, a B AeAKNX BUNagKax i
YMOBi HOBU3HW.

Po3rnaHemo npuknag KOHKPETHOI
3a8BKU: B MNOAAHIN Ha po3rnsg, eKcrnepTusun
dopmyni BUHaxoAy 3asBneHo cnocib oaep-
XXaHHA cnonykn cdopmynu VI, Wwo npossnse
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aHanbreinyHi BNacTUBOCTI Ta € MNOXigHO
MopQiHy Vi.

Cnocib oTpumaHHs cnonyku VI Bknto-
Yyae HacTynHi cTagji:

1 B3aemogia cnonykm | (TebainH) 3i
cnonykow 11 3a MexaHi3aMoOM peakuii
Ainbca-Anbaepa i3 OTPUMAHHAM CrOJyKU
I11;

2. BigHOBNeHHsA cnonykm |l go cno-
nykm 1V,

3.  B3aemogis cnonykn |V 3 marHiiop-
raHiyHow cnonykotw (peakTms [piHbspa) 3
olepPXXaHHAM CrosyKu V;

4. rigponi3 cnonyku V, B pe3ynbtaTi
AKOro OTPUMYIOTb O4iKyBaHy cnonyky VI, wo
Ma€e cTepeoueHTp nNpu 19 atomi Byrneuyto |4].

AK 3ayBaxye 3afaBHMWK, pe3ynbTaTom
npoBeaeHoOro cnHTesdy € S-isomep i3 BUXO-
AomM 0o 99%. To6To 3a TBEPAXEHHSIM 3asB-
HMKa Biabynacb cTepeocenekTMBHa peakuis.

3 piBHS TEXHIKM BiAOMi JOKYMEHTU, LLUO
4acTKOBO ab0 MOBHICTIO PO3KpPUBalOTh BKa-
3aHWA cnocié oTpUMaHHSA CX0XKUX abo iaeH-
TUYHUX cnonyk. Harbinbwy yBary BUKNWU-
Kae nateHTHuUn pokymeHT CLUA [5j, B
AKOMY PO3KPUTO MalXe iAeHTUYHWI crno-
ci6 OTpMMaHHS CMONYKM, CXOXOi A0 TiEl,
WO po3KpuTa B MNogaHin 3asBui, MNPO AKYy
rwnocs Buuwe, i BigPI3HAETLCA NULIE TUM,
WO OAWH i3 3aMiCHUKIB Npu XipaslbHOMY
aToMi € LMK/IONPOMiZIOM, a He H-MPONiJIoM.
LlikaBo Te, WO pe3ynbTaTOM MNPOBEAEHOIr0
CMHTEe3y € nepeBaXHa KiNnbKicTb R-i3omepa
[aHOT CMOJTYKW.

AKMM YMHOM MOX/MBO PO3B’A3aTU TO
annemy? OCKIZIbKM eKcnepT He MOoXe Bif-
TBOpPUTM B nabopaToOpHMX ymoOBax 3asBfe-
HWUIA cnoci6 oTpumaHHsa cnonyku VI, i B TON
e yac He Mae NepeKoHNMBUX A0Kas3iB Woao0
Toro, wo 6yB NnpoBefAeHN i cTepeoceneKkTns-
HWIA CNHTE3, a HasiBHI AOKYMEHTU cBigyaTb
npo pi3HWIA pe3ynbTaT NPOBEeAEHOro CUHTe-
3y, TO EAVHNM BMXOLOM 3a/MLIAETHCA 3BEP-
HYTUCA OO TEOPETUYHOro MeToAy BCTAHOB-
NEeHHA KOHirypauii cTepeoueHTpy OuiKy-
BaHOI CMOJIyKMU.

Ona Takux uinei icHye Tak 3BaHe Mpa-
Buno Kpama, wo 6a3yeTbcsa Ha yABAEHHI
npo KoHdopMmaLito KapO6OHiIIbHUX CAOMYK
Ta npupody 3aMmiCHWKIB, WO 3HaxoAaTbes
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npu XipanbHOMY aTOMi Byrfeut, i gae
3MOry nepegbayaTy CTepeoxiMilo NpPoAyKTYy
peakLiii, WO YyTBOPIETLCA B Binbliii Kifb-
KOCTi. Ane uad Mmoaenb Mae NeBHi HeOosiKu,
TOMY B fAaHWii 4Yac 3acTOCOBYKTb Oifnbl
HOBi, YyAOCKOHasneHi Mogeni, Hanpuknag,
Mmogens enkiHa-AHa. [laHa mModenb Hagae
MOXX/IMBICTb NepenbdaynTn cTepeocenekTne-
HIiCTb peakuii HykneoginbHOro npueaHaH-
HS A0 KapOOoHINbHOT rpynun, WO 3HaXOAUTb-
ca 6ina  xipanbHoro aroma. [lpasuno
denkiHa-AHa 3acHOBaHe Ha MPUNYLEHHI,
WO ataka Hykneodina no KapO6OHinbHil
rpyni Bia6yBaeTbca 360Ky HaliMeHL 06’eM-
HOro 3aMicHUKa.

Ans HaBepeHoOro BAaHi cTaTi BUNagKy
Kpawe BWKOpUCTAaTW caMe  Mpaswusio
denkiHa-AHa.

Ans Toro, wob6 po3paxyBatu MNMOBIp-
HWIA MexaHi3M peakuii yTBOPEHHS CcTepeo-
ueHTpa npu 19 atomi Byrfeut 3asBneHol
CNOJIYKU, WO HafacTb MOX/MBICTb Npunyc-
TUTW YTBOPEHHSA AKOro cTepeoizomepy 6yae
nepeBaxHUM, HeobXigHO nepw 3a Bce
BM3HAYNTU BIAHOCHI pPO3MipM 3aMiCHUKIB
cnonyku IV npu 7 atomi Byrnewo

V.
Tako)XX Heob6XigHO BpaxyBaTu Te, LUO:

aTaka Hykneodiina BigbyBaeTbca 3
60Ky HaliMeHLLOro 3a 06’eMOM 3aMiCHUKA;

peakuis MK peakTmBoM [piw.spa
Ta Kapb6OHiNbHOW rpynokw BiabyBaeTbCA
yepe3 YTBOPEHHS KBa3ilWeCTUYeHHOro
LuKny;

PO34YMHHUK, B IKOMY Bif06yBa€eTbCsA
peakuis 3a ydyacTio peaktuBa [piHbsApa, a
TaKoOX Moro cknag (mMaetbcA Ha yBasi, WO
CH3MgHal B Et20 mae Burnsg Mg (CH3)2
+ MgHal2);

HasBHICTb MpW cycigHbOMY Xipasnb-
HOMY LEeHTpi (6 aTomM BYyrneL) MeTOKCUr-
pynu, wWo mMoxe 6YyTU CXUNbHOKW A0 YTBO-
PEHHA KOMMeKca i3 peareHToMm.

BpaxyBaBLiu BCi BUL,EBUKNAAEHI
YMOBM MOX/NBO 3pO6GUTM BUCHOBOK, LWIO
TEOPETUYHO B AaHiii cTepeocneumndivHii
peakuii 6yage yTBOpHOBATUCb MNepeBaXKHa
KinbKicTb R-i3omepy cnonyku VI, ocKinbkKu
YTBOPEHHS TaKOro i3oMepy € eHepreTuyHo
OiNnbWw BUriQHOK peakuieto.

KatepuHa KOTUK .
MTMNwa' nr
SfFewm

Mpn po3rnagi 3asaBkW, fiKa BUCTYyNae
npuKnagoMm, ekcrneptusa BUCNOBUAA CBOT
MipKyBaHHSi WOA0 cTepeocneyundiyHol
peakuii OTpMMaHHA KiHLEBOro MnpoaykKTy
Vi. 3asBHUK Yy BignoBigb Hagicnaes po3'sc-
HEHHSi CTOCOBHO TOrO, WO IiCHye 6ararto
npuknagis, Koau TrOA0BHMM 3 enimepis.
ofepXyBaHUX Yy peakuii npuegHaHHs, €
aHTU-®enKiHOBCbKNIA NpoAyKT. MpuunHun
OaHOro sBuULa MOXYTb Bigpi3HATUCA BIg,
€/IeKTPOHHNX B3aeEMOLi, KOMMJIEKCOYTBO-
PEHHS Ta nepeBaXKaHHS MOMAPHUX edeKTiB
Haf, CTEPUYHMMW B3AEMOAIAMU, OaHi Npu-
YMHW BKJ/OYaTh Oinbw cknagHiwi cre-
peoeneKTPOHHI B3aemogii, HiX Le nepeaba-
YeHO B OCHOBHIW mMopgeni dPenkiHa-AHa.
Kpim TOro, mogens denkiHa-AHa B 3Ha4Hil
Mipi cnpolye KOHopMmaLito CKnagHuUx
MONEeKy, Takmx AK cnonyku dopmynu VI.
Ha niaTBepmkeHHA OTpMMaHHA came S-i30-
Mepa 3asBHWK MOCUNAETbCA Ha HaseeHi
Aani AMP IH Ta 13C Ta gaHi gocnig)XeHHs
KpucTanis Cnoayku.

Ha ocHOBi BuKNageHoOro npuknagy
MOX/INBO 3POOBUTU HACTYMHI BUCHOBKMW:

AKW,O0 O6’€EKTOM BMHaxody € ne.-
HUI KOHKPETHWI cTepeoizomMep, 0co6/1BO
KO/ JaHa CrnoJsiyka Bxe Bigoma 3 piBHA Tex-
HiKW, Hanpuknag, y Burnagi iHworo cre-
peoisomepy ab6o axipasbHOI CHONYKH,
0060B’A3KOBO HEOOXigHO HagaBaTu B mMarte-
pianax 3asBKW pe3ynbtatu isnkKo-Ximiy-
HUX KOHCTaHT, AKi 6 niaTBepa)Xysanu oTpu-
MaHHs came LbOro crepeoizomepy. Takumu
OOCNIAXEHHAMN MOXYTb BUCTYNatm MeTo-
an gndpakuii peHTreHiBCbKMX MPOMEHIB i3
haszoBuM 3CcyBOM, MeTOoAM ONTUYHOTIO
NOPIBHAHHA, MeToA, Aucnepcii ONTUYHOrO
obepTaHHA Ta Take iHwWwe [3];

AKLWO 06’€EKTOM BMHaxody € cnocib
OTPUMaHHA MEeBHOro cTepeoi3oMepy, 0CO6-
NINBO KOMN BiJOMiI CNOCO6U ofgepXXaHHA axi-
panbHOT crnonykn abo pauemivyHol cymiuli,
TO OOGOB'AA3KOBMM € HaBeAEeHHsA BCiX cTagii
CUHTEe3y i3 BKJ/ILOYEHHSIM BCiX peareHTiB,
Wo npuiimalTb yyacTb B peakuisx. Taka
KOHKpeTuKa HeobxigHa 3agns Toro, uwob
BMKNACTW B MOBHIM Mipi 4iTKO i 0f4HO3HaYHO
BCi CYTTEBI O3HaKM 06'eKTa BUHaxody «CMno-
cié». Tob6TO (hopmMyna BMHaxody MNOBMHHA
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MICTUTW BCi CYTTEBI O3HaKM BUHaxogy, a
Oonuc BUHaxoay MOBUMHEH [0CTaTHbO ACHO
pO3KpuBaTu CyTb BUHaxony, TO6TO BAAHO-
My BUMaAKYy MexaHi3M XiMiYHUX nepeTsBo-
peHb, Ta MICTUTU TMEePeKoHNMBI [oKa3un
OTPUMaHHS 3asaB/IEHOro CcTepeoizoMepy
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Cnonykn y BuUrnaai BignoBigHUX ©i3nMKo-
XIMIYHMX KOHCTaHT.

I3 ypaxyBaHHSIM BUKNafleHUX YMOB
3asaBNeHNIA BUHaxig He 6yae BUKAMKATU
CYMHIBIiB WO0A40 BigMOBIAHOCTI ymMoOBam
naTeHTo34arHocTi.
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