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(57) Pedpepar:

1. OOG'ekt BuHaxogy: depym(ll)-2-(5-(dbeHokcumeTnn)-4-penin-1,2,4-tpuason-3-inTio)aueraTr, LWo
BUSIBNSIE aKTONPOTEKTOPHY aKTUBHICTb.

2. lanysb 3acTtocyBaHHs: Papmalia, meguunHa Ta BeTepuHapis.

3. Cytb BuHaxopy: depym(ll)-2-(5-(dpeHokcnmeTun)-4-cdbeHin-1,2,4-tpnason-3-intio)auetar MiCTUTb
npy N4-atomi agpa 1,2,4-Tpnasony @eHinbHU 3aMiCHUK, B MONOXeHHI 5 aapa 1,2,4-Tpuasony
MICTUTb (DEHOKCUMETUIMNBHUIN paaukarn, a TakoX Ma€e B CBOEMY CKrafi ABOBaNeHTHUA aToM Cyrnbdypy.
4. TexHiyHUN pe3ynbTaT: 3abe3neyyroTbCs BUCOKI MOKAa3HMKN aKTOMPOTEKTOPHOI aKTUBHOCTI, BMCOKA
PO3YMHHICTb, CTINKICTb Npu 36epiraHHi, HeCckNagHa MeToAuka OTPMMaHHS, AOCTYMHICTb peakTuBIB ANS
CUHTE3Y.
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BuHaxig cTtocyeTtbcs bapmadii, MeauMuMHM Ta BeTepuHapii Ta Moxe OyTu BUKOPUCTaAHUR Y
CTBOPEHHI HOBUX BiONOriYHO aKTUBHMX CMOMYK, @ TaKoX OpMUriHanbHUX NiKapCbkuUX 3acobiB y psai
noxigHux 1,2,4-tpuasony, siki 3anobiratoTb BTOMJIFOBAHOCTI, CTUMYIIOTL i3MYHY npaues3gaTHICTb i
KoedilieHT KOPUCHOI Aii 6e3 36inbLIEHHSA CNOXUBAHHSA KACHIO | TENNONPOAYKLi.

[Ona nigBuweHHa isnyHOT | po3yMOBOI LiSNbHOCTI NMIOAMHM Y 3BUYANHUX Ta eKcTpeMarnbHUX
YMOBaxX BWMKOPWUCTOBYIOTb PidHi MpenapaTu POCIAMHHOMO i TBAPMHHOIO MOXOKEHHS, MPOTE BOHW He
MaloTb AOCTaTHIO hapmakonoriyHy akTUBHICTb | BUCOKY epeKTMBHICTb. Kpim Toro, ix no3mTuBHa 4id Ha
disnyHy npauesgaTtHICTb NIOAUHU NPOSBASETLCS NULLE Yepes Kiflbka TUXKHIB MiCNs NoYaTKy BXMBaHHS,
LLIO HE3PYYHO B TUX BMNagKax, KoNn BUHUKAE HEOBXIAHICTb WBMAKO YCYHYTH abo nonepeanTn isnyHy
BTOMY, sIka BMHUKAE B NPOLIECI BUKOHAHHS 3aBAaHHS, @ CUHTETMYHI NnpenapaTty MalTb HU3KY NOBIYHNX
ain.

Mpenapatn-noxigHi  1,2,4-TpMasony, WO BUABNSAIOTb aKTOMNPOTEKTOPHY aKTUBHICTb, MOXYTb
3aCTOCOBYBATUCb Y CNOPTUBHIN MeanUumHi Ans dapMakoKopeKLii FiNOKCUYHNX CTaHiB, siKi BUHUKaOTb
Npw iIHTEHCUBHMX (PISUYHUX HABAHTAXEHHAX B MiArOTOBYMIA | 3MaranbHUiA Nepioav.

[o cnucky HambinblWw akTUMBHUX CUHTETUYHUX aKTOMPOTEKTOPIB BXOASATb npenapaTu-noxigHi
OeHsimigasony (bemitun, eTomep3on) i NoxiaHi agamaHTaHy (bpomaHTaH). 3 uux npenaparTis B YKpaiHi
3apeecTpoBaHUA TiNbkM OemMiTun, a B3arani B KMiHIYHY MpPaKTUKy YBIAWNW MOKM nuwe 6emitun i
OpomaHTaH (oCTaHHil HelofaBHO 6yB 3a60POHEHNI SIK AONIHFOBUI Npenapar).

Cnig 3as3Ha4MTK, WO 3acTOCyBaHHSA BUMLLEBKa3aHUX 3acobiB MoXe Mpu3BecTn [0 HebaxaHux
nobiuHnx edekTiB, Taknx sk HygoTa, OGntoBaHHSA, HEMPUEMHI BigdyTTS B oOnacTi WyHKa, FOfloBHUN
Oinb, rinepemia obnunyus.

Hanbinbw 6nu3bkMM aHanoroMm 3a XiMiYHOK CTPYKTYPOK Ta aKTUBHICTIO OO PEeYOBUHW, LWO
3a9BnseTbecs, € |Ho3mH (Inosine), Wo BUSABMSE aKTOMPOTEKTOPHY akTuBHiICTL (Mawkosckun M.[.
JlexapctBeHHble cpeacTia. - Xlll.: TopcuHr, 1998. - T. 2. - 592 c. (c. 173-174)) i mae dpopmyny:
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[aHa pe4oBUHa xo4a i Mae akTONPOTEKTOPHY Ait0, ofHaK il BeNnunMHa HeJoCcTaTHbLO BUcoka. Kpim
TOro, AaHui npenapat 0OMexXeHO 3aCTOCOBYHOTb ANA NiKyBaHHSA OCib, XBOPWMX Ha NaTororii HAPOK.
[MpoToTUNOM Ans peyvoBUHK, WO 3aaBNAeTbcd, € 3-(dpeHokcumeTun)-5-(nponinTio)-1H-1,2,4-
TpMasorn, WO BUABNSAE akTonpoTeKTOpHY akTmeHicTb (MaTt. YkpaiHu Ne88008; 3assn. 07.10.2013;
Ony6n. 25.02.2014, Bron. Ne4.) i mae cdopmyny:
N—NH
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CyTTeBi 03HaKM NPOTOTUMY | BUHAxXoAy, mo 3biratoTbCs, € Taki:

* HaaBHiCTb agpa 1,2,4-Tpuasony;

* HasIBHICTb B NOMOXeHHI 5 agpa 1,2,4-Tpuasony eHOKCUMETUNBHOIO pagukany;

* HasIBHICTb B 060X MOJeKynax pe4yoB/H OBOBANIEHTHOrO aTtoMy cynbdypy;

* MOSEKYNM JaHUX PeYOBUH MICTATb aTOMU BYrNeLto, WO MatoTb CTYMiHb OKUCHEHHS -3, -2 i -1.

Ane npoToTuN y NOPIBHAHHI 3i CNONYKO, IO 3aABNSAETHCS, MPOSBNAE MEHLLY aKTONPOTEKTOPHY
aito. TakMMm 4YMHOM, MPOTOTUM MEHLW akTMBHO MiABULLYE CTINKICTb oOpraHiamy [o @isnyHux
HaBaHTaxeHb. KpiMm Toro, mpoToTMn He PO34YMHHWUIA Yy BoAi Ta noTpebye 30epiraHHa B 0COGNMBUX
ymoBax (Y LWifbHO 3aKpUTUX KOHTEWHepax, OCKiNbKM peYoBMHaA FrpOCKOMivHa).

B ocHoBy BMHaxody MOCTaBMEHO 3agady CTBOPEHHS HOBMX OIONOriYHO akTMBHMX CMOMYK, LLO
MOXYTb 3HaWTW CBOE 3aCTOCYBaHHS SK Ail04i PeYOBMHW OpUriHanbHUX NiKapCbKMx 3acobiB B psAagy
1,2,4-Tpmasony i NposiBASOTb aKTOMPOTEKTOPHY aKTUBHICTb, 3HAYHO BULLLY 3@ NMOKa3HWUKK BXe BigOMMX
aKTOMpPOTEKTOPHMX Npenaparis.
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MoctaBneHa 3agaya BupiwyetTbed TuM, wWo depym(ll)-2-(5-(deHokcnmeTtun)-4-ceHin-1,2,4-
Tpuason-3-intio)auetat Mictute npu Ng-atomi ggpa  1,2,4-Tpuasdony @eHINbHUN 3aMIiCHUK, B
nonoxeHHi 5 agpa 1,2,4-tpnasony MiCTUTb (PEHOKCUMETUIBbHUI pagukan, a TakoX Mae B CBOEMY
cKnagi ABoBaneHTHUN aTtoM cynbdypy i Mae popmyny:

Cronyky, WO 3asBNsETbCS, OTPUMYIOTb LUMSAXOM B3aeMopii HaTtpin-2-((5-(dbeHokcnumeTnn)-4-
deHin-1,2,4-tpnason-3-in)Tio)aueTtaTty Ta BOAHOro po3unHy FeSO,.

Mpuknapg

[o posuuHy 0,02 monb Hatpin-2-((5-(dpeHokcumeTnn)-4-denin-1,2,4-tpuason-3-in)Tio)auerarty B
30 mn Boam npu HarpiBaHHi gogatotb 0,01 monb FeSO,; YTBOpeHun ocag KOPUYHEBOrO KOMbOPY
BiAINbTPOBYIOTE Ta MPOMUBAIOTE ETAHOIIOM.

Buxig cknapae 6,69 r (91 % B pospaxyHky Ha HaTtpin-2-((5-(deHokcumeTtnn)-4-deHin-1,2,4-
Tpuason-3-in)tio)aueTtar). KopudHeBa kpuctaniyHa pevosumHa 3 Tnn. 188-190 °C nerkoposdmHHa y
BOAi, MOMIPHO PO34MHHA B OpPraHivHUX PO3YMHHUKaX.

3HangeHo, %: C-55,22, H-3,71, N- 11,33, S - 8,99. C3,H,5FeNgO¢S..

BupaxysaHo, %: C - 55,44, H - 3,83, N-11,41, S - 8,71.

B MNMP-cnekTpi BusiBNEHi konmBaHHS npoToHiB: 13,52 (1H,C,N1); 7,07-7,92 (4H,m,CeHy); 4,01
(2H,c,S-CHy); 3,85 (3H,c,-O-CHy); 3,52-4,07 (4H,M,C4H(NO); 3,63 (1H,c,CH,-OH); 4,24 (2H,T,CH,-
OH,); 3,53(2H,T,NH3-CHy); 6,96(2H,T,NH3-CH,).

KinbkicHe BU3HaYeHHS CNOMNyKW, WO 3asBSETLCS, NPOBOAUMN CNEKTPOPOTOMETPUYHUM METOLAOM.
MeToauka nposegeHHs ekcnepumeHty: 2,50 mn 1 % (abo 1,00 mn 2,5 %) posunny cepym(ll)-2-(5-
(dbeHokcumeTnn)-4-penin-1,2,4-tpunason-3-intio)auetaty BMmiwyloTe B MipHy konby Ha 100,0 wmn,
AOBOASATbL BOAOK OUCTUMNBOBaHOK [0 MO3HA4kW, nepemiwyoTs. 2,00 M O4epXaHoro po3ynHy
BMIiLLYIOTb B MipHy konby emHicTio 25,00 mn, OOBOASTbL BOAOK OMCTMIBOBAHOK A0 MO3HAYKM,
nepemiwyoTb. BUMIpIOIOTE ONTUYHY TYCTUMHY Npu 275 HM Ha d)OHI KOMNEHCAUINHOro Po34unHy (Boam
ANCTUNbOBaHoOT). Bu3HadeHHA npoBOAATb MeToAoM CcTaHaapTy. B AkoCTi po3umHy NOpiBHAHHS
Bukopuctosysanu 2,00 mn 0,025 % posdnHy MopdoniHin-2-(5-(4-nipugun)-4-(2-meTtokcudeHrin)-1,2,4-
Tpuason-3-inTio)-aueTaTty. Po3paxyHok BiACOTKOBOro BMICTY NPOBOASATL 3a (DOPMYIOH:

A-Cy-100-25

C% :—,

ae

A - oNTWYHa rycTUHa JOCHIgKYBAHOMO PO3UNHY,

Ap - ONTMYHA FYCTUHA PO3UYUHY NOPIBHAHHSA,

Co - KOHUEHTpauia po3unHy nopiBHsaHHS (0,002 /100 mn),

p - HaBaXxka, Mn,

¢ - TOBLUUHA LLapy, CM.

Po3umnHHICTb cnonykuy, Wo 3asBnseTbes, nposoaunu 3rigHo AdY n. 1.4. 3rigHo aaHoil knacudikauit
depym(Il)-2-(5-(dheHokcmmeTnn)-4-ceHin-1,2,4-tpnason-3-intio)auetar HanexuTb o
Nerkopo3yvmHHUX, a 3-(cbeHokcumeTun)-5-(nponinTio)-1H-1,2,4-Tpuason 4o AyXe Manopo34YUHHUX.

HocniopXeHHs akTONPOTEKTOPHOT aKTUBHOCTI CMOMYKM, L0 3a8BMAETLCS, NPOBeAEHE Ha rpyni Ginmx
HeniHinHMX wypie Baroto 200-260 r. lMpuM BUBYEHHI aKTOMPOTEKTOPHOI aKTUBHOCTI Hamu OyB
BMKOPUCTaAHWA MeTo MPUMYCOBOrO MfaBaHHA 3 HaBaHTaxeHHsM B 10 % Big Barm wypa.
HaBaHTaeHHA dikcyBanu y OCHOBM XBOCTa TBapWH. [1naBaHHA BMKOHYBanun 0O BUCHAXEHHS, sike
ikcyBanu nicnss 10-cekyHOHOro 3aHypeHHsi nabopaTopHuMx TBapuH nig Boay. Llypie 3aHyptoBanu
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NooAMHL B EMHICTb BENMKOrO pO3Mipy 3 BEMMYMHOK CrOK0 Boau, Wo nepesuitye 60 cMm. Temnepatypa

BoAM cknagana 24-26 °C. [JocnigXyBaHi CNONyku, a TakoX eTanoH MOPIBHSAHHS - IHO3MH - BBOAUNU

BHYTpilWHbOYepeBHO 3a 20 XBUNMH OO Mo4yaTKy 3aHypeHHsi TBapuH B Ao3i 100 mr/kr. Yac 3annuey

peecTpyBanu B cekyHAax. [nsi MOPIiBHSAHHS BMKOPUCTOBYBAN TaKOX KOHTPOSbHY rpyny TBapuH, SKi
5 OTPUMYBAIM BHYTPILLHbOYEPEBHO (i3ioNoriyHNA po3ynH 3a 20 XBUIMH 40 3aHYypeHHs, (Tabn.).

Tabnuus
Ne a/n PeuyoBmHa AKTOI‘IpOTeKTO&I)-Ia aKTMBHICTb,
1 |KoHtponb - NaCl 0,9 % 100,00
®epym(ll)-2-(5-(peHokcumeTnn)-4-denin-1,2,4-tpnason-3-
2 |7 141,55
inTio)aueTar
3 | 3-(dbeHokcumeTnn)-5-(nponinTio)-1H-1,2,4-tpmnason 129,15
4 | lHO3uH 122,93

3 pesynbTaTiB gocnigxeHHsa BugHo, wo depym(ll)-2-(5-(dbeHokcumeTnn)-4-derin-1,2,4-tpnason-

3-inTio)auetaTt Mae GinbLUi NOKA3HWUKM @HTUTINMOKCUYHOI aKTMBHOCTI Y NOPIBHSAHHI 3 3-(dheHokeumeTnn)-

10 5-(nponinTio)-1H-1,2,4-Tpnasonom Ta neHTokcudpiniHom. Kpim Toro, cnonyka, WO 3aABMSETbCH,
pO34YMHHa y BOAI, Ha BiAMIHY Big NpoTOTMNY, HE NOTpebye 0CO6MMBMX YMOB 36epiraHHs.

®OPMYJIA BUHAXOLOY

15  Pepym(ll)-2-(5-(peHokcmmeTun)-4-cpeHin-1,2,4-tpmuason-3-intio)auerart hopmMynu:

LLO BUABIIAE aKTOMNPOTEKTOPHY aKTUBHICTb.

Komm’'totepHa BepcTka A. KpyneBcbkuii

[epxaBHa cnyxba iHTeneKkTyanbHOi BNacHocTi YkpaiHu, Byn. Bacuna INunkiscekoro, 45, m. Kuie, MCI1, 03680, YkpaiHa

0N “YkpaiHCbKWM iIHCTUTYT iHTenekTyanbHoi BnacHocTi”, Byn. [nasyHoBa, 1, M. Knis — 42, 01601



