YKPAIHA

)

RS
o=

OEPXABHA CITYXBA
IHTENEKTYAJbHOI
BJTACHOCTI
YKPAIHU

a9 UA 194549 13U
(51) MK (2014.01)

CO07D 249/00

AG1K 31/41 (2006.01)

(12) ONMC OO NATEHTY HA KOPUCHY MOJIEJ1b

(21) Homep 3asBku: u 2014 02927 (72) BuHaxigHVK(M):

(22) [Lata nopanws sasen:  24.03.2014 Cawmentok KOpin FEHliaAWIOBVI‘l (UA),

(24) Data, 3 sKoi & wukHMU 25.11.2014 KannayweHko AHapin Mpuroposuy (UA)
npasa Ha KOPUCHY (73) BnacHuk(n): 5 5
MoAernb: 3ANOPI3bKUU OEPXXABHUUA MEOUYHUA

(46) My6nikauis sinomocTent 25.11.2014, Bron.Ne 22 YHIBEPCUTET,
npo BuAauy NaTeHTy: np. MasikoBcbkoro, 26, M. 3anopixoksi, 69035

(UA)V
Cawmentok KOpint Ml'eHHagioBnY,
oyn. WeBueHka, 42, k. 18, M. 3anopixoks,
69001 (UA),
KannayweHko AHpgpin Npuroposuny,
Byn. 3epHoBa, 30, kB. 6, M. 3anopixoxks, 69121
(UA)
(54) 3-(TEKCUNTIO)-5-(3,4,5-TPUMETOKCUDEHIN)-1H-1,2,4-TPUA30I, o nrposABNAE

XXAPO3HUXYIOYY AKTUBHICTb

(57) Pedpepar:

3-(lekcunTio)-5-(3,4,5-TpumeTokcudeHin)-1H-1,2,4-tpuason

H,C—O
HsC\ 7_BH\
o} V7 s
N
H,C—O

LLIO NPOSIBIIAE XAPO3HMKYHOUY aKTUBHICTb.
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KopucHa mogenb Hanexutbs Ao dapmadii, MeguumHn Ta BeTepuHapii i Moxe 6yTu BUKopUCTaHa y
CTBOPEHHI HOBUX BiONOriYHO aKTUBHMX CMOMYK, @ TaKoX OpUriHanbHUX NiKapcbkuxX 3acobiB y psagi
noxigHux 1,2,4-tpmnasony, siki NpOsIBASIOTb BUPAXKEHY XapO3HMXKYHYY Aito.

YKaposHwxkytodi BNacTUBOCTI BiJOMMX MiKapCbkux 3acobiB BUKOPUCTOBYHOTLCA NMPU MATOMOrYHUX
CTaHax, siKi CYnpOBOMXYIOTbCS FinepTepMietdo, NUXOMAaHKOK. ICHYe 3Ha4yHMI apceHan nikapcbKux
3aco0iB, ki MalOTb Xapo3HWXKYytodi BriacTMocTi. OcobnNmMBO BUAINAOTLCS HECTEPOIAHI NpoTU3anarnbHi
3acobu, SKi MaroTb KapO3HWXKYOYY, MPOTU3ananbHy, aHanreTU4Hy akTUBHICTb. Ane pu3unk nobivHMx
peakuin (racTtpo-, Hepo-, HEMPO-, renaTOTOKCUYHICTb, LUKIPHI MPOSIBK, FNEpYyTNMBICTE) 0BMEXYIOTb
KOMo naLieHTiB.

Ha cborogHi € pgaHi, npo Te, wo noxigHum 1,2,4-Tpnasony nputamaHHi npoTu3ananbHi Ta
aHanreTU4Hi BRacTMBOCTI, SKi BMAcTMBi HECTEpOigHMM npoTmM3ananbHUM 3acobam 3 BMPa3HO
XKapO3HMXKYIOYOK A€o, ane nepesara iX CKNagaeTbCsa B TOMY, LIO BOHW MakwTb HU3bKY rOCTPY
TOKCUYHICTb Ta MamXxe He Npu3BoaATb A0 NOBIYHOI Ail.

[o cnncky HambinbL NONYNAPHUX CUHTETUYHUX XapO3HWXKYHUMX 3acobiB HanexaTb NOoXigHi
caniuMnoBoi Kucnotu (caniyunart HaTpilo, aueTuncaniuunoBa  KucrnoTta, caniuunamig, MeTun
caniumnart), nipa3onoHy (aHTUNipWH, amigonipwH, aHaneriH, OyTagioH), aHiniHy (deHaueTuH,
napaueTtamon).

Cnig 3as3Ha4MTu, WO 3acTOCyBaHHSA BULLEBKa3aHUX 3acobiB MoXe Mpu3BecTun 0 HebaxaHux
nobiyHMx edbekTiB, TakuMxX Sk HydoTa, GroBaHHS, HEMPUEMHI BigyyTTa B obnacTi LiNyHKa, ronoBHWUN
6inb, ToLwo.

Hainbinbw 6nmM3bKMM aHanorom pPeyvYoBUHU, LIO 3aABMSETLCS, NO (PapMaKoMoriYHoOMy edekTy €
Mapauetamon (Paracetamol), wWo Mae BUCOKY Xapo3Hwxyloudy aktuBHicTb (Mawkosckun M.[.
JlekapctBeHHble cpeacTsa. - Xlll.: TopeuHr, 1998. - T. 1. - 163-164 c.), BiH LULMPOKO 3aCTOCOBYETLCS B
MeOuYHin npakTuui i mae popmyny:
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HaHun nikapcbkuin 3acib Mae >apo3HWXylouy Ailo, ofHaK, OaHWiA npenapart, NpoTunoKasaHwuin
XBOPWM, LLO MalTb BWCOKY YYTNMBICTb OO KOMMOHEHTIB Mapauetamony. TakoXx npoTunokasaHumn
AaHun npenapaT XBOPMM 3 NEYiHKOBOI i HUPKOBOKO HEAOCTAaTHICTHO.

MMpoTOTMNOM ANsi PeYoBMHU, O 3asBMSETbLCH, € KUCMoTa aueTuncaniyunoBa, WO BUABMSE
XaposHmxyBarnbHy akTuBHicTb (Mawwkosckuin M.[. JlekapcTBeHHble cpeacTaa. - Xlll.: TopcuHr, 1998. -
T.1.-592c. (C. 165-168)) i mae dpopmyny:

o) OH
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o)

CyTTeBi 03HaKKM NPOTOTUMY i KOPUCHOT Modeni, Wwo 36iralTbes, € Taki:

- NPUCYTHICTb B Moriekynax 060X Crnonyk LUECTUYSIEHHOrO LIMKIY 3 BUPaXEHUMU apoMaTUYHUMM
BNaCTUBOCTAMMY;

- MOMeKynu JaHuX pe4oBMH MICTATb aTOMU BYrneLo, WO MakTb CTYMiHb OKUCHEHHS -3, -2 i -1.

- MPUCYTHICTb kKapOOHINbHOI rpyny B 060X cronykax.

Ane npoToTUN Yy TMOPIBHAHHI 3i CMOMNYKOW, WO 3aaBNAETbCH, BUSABMNAE MEHLUI MOKa3HMKK
)KapO3HWKYOYOI aKTUBHOCTI.

B OCHOBY KOpPUCHOI MoOAeni MOCTaBneHO 3adayy CTBOPEHHS HOBOI ManOTOKCUYHOI Ta
BMCOKOE(EKTUBHOI CMOMYKHM, O MOXE 3HAWTU CBOE 3aCTOCYBaHHS SIK OpUriHanbHWUIN Mikapcbkuin 3acib
B pagy 5-(-meTokcndeHin)-1,2,4-TpuasoniB i Mae BUPaXeHyY XapO3HMXKYUY 4ito.

CwnHTe3oBaHa cnonyka BUAinsgeTbca TMM, Wo 3-(rekcuntio)-5-(3,4,5-TpumetokcndeHrin)-1H-1,2,4-
Tpuason B nonoxeHHi 5 aapa 1,2,4-tpnasony Mictutb 3,4,5-TpuMeTOoKCUdEHINbHUIA 3aMicHUK, npu Cs
aTomi agpa 1,2,4-Tpmasony Ta reKCUIbHUIN 3anuloK, BBEAEHHS SIKOrO B CTPYKTYpY TPMasonoBoro
LMKNY NiABULLLYE XXapO3HUXKYHOYY fito:
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Cnonyky, Lo 3a8BNSETbCH, OTPUMYIOTb B3aeMogieto 5-(3,4,5-TpumeTtokcudeHin)-1,2,4-tpmason-3-
TiOHY Ta po34MHOM BpoMreKkcaHy y CnMpTOBOMY CepefOBULL.

Mpuknag.

[o po3unHy, yTBOpEHOro HarpiBaHHaM cymiwi 2,67 r (0,01 monb) 5-(3,4,5-TpuMeTOKCUdEHIN)-
1,2,4-tpnason-3-tioHy i 30 mn metaHony gogatotb 0,4 r (0,01 monb) BOQHOMO PO3YMHY HATPIlO
rinpokemay Ta 1,2 mn 1-6pomrekcaHy. PeakuinHy cymiw kmn'atate 4 roguHu. BunapoByloTb,
nepeKkpucTani3oByoTb 3 eTaHony. Buxig cknagae 92,7 %. XKoBTa kpucTtaniyHa peyoBuHa 3 T, 148-
150 °C, mano po34yuHHa y BOAi, PO34MHHA B OpraHiyHUX pO34YMHHUKAX.

3HaﬁﬂeH0, % C 58,11, H 7,23, N 11,70, S 9,22 C17H25N303S.

BupaxysaHo, % C 58,09; H 7,17; N 11,96; S 9,12.

B I4-cnekTpi cnonyku, Wo 3asaBASeTLCH, HasiBHi cMyry nornmHaHnHsa -C=N-rpynu y uukni npu 1470
oM™, -C-S-rpynu npu 675 cM ™, apomaTiuHoi rpynu npu 1563 cm™.

JocnigpKeHHs KapOo3HWMXKYUOI akTUBHOCTI CMOMYKM, WO 3asBMSETbCH, NpoBeAeHe Ha rpyni Ginmx
HeniHinHmMx wypie Baroto 200-260 r. EkcnepuMmeHTanbHy FfnUXOMaHKy BiOTBOPHOBANM LUSASXOM
BBeAEeHHS 2,4-aiHiTpodeHony (2,4-OH®) (pos'eqHyBay okmcHoro choccpopuntoBaHHsi) B Jo3i 20 Mr/kr.

HocnigpxysaHy pevoBuHy Beoaunun vepes 0,5 roguHu (Tos) nicna BBeaeHHs 2,4-[H®, dikcysanu
pekTaneHy TemnepaTtypy Tina npotsrom 1 roguHu (T3). MoyaTtkoBy pektanbHy TemnepaTypy (To)
peecTpyBanun 4o BHYTPILLIHbOYEPEBUHHOI iH'ekuii 2,4-AH®.

Ak eTanoHHMIA nNpenapaT MOPIBHAHHA BMKOPMUCTOBYBaANW aueTtuncaniuunoBy kucnoty B Aosi 100
Mmr/kr (Tabn.).

Tabnuug
Ne 3/n PeyoBMHa BHWKEHHS T;omnepaTypm,
1 |KoHTtponb - NaCl 0,9 % 100,00
2 | 3-(rekcnntio)-5-(3,4,5-TpumeTtokcudpeHin)-1H-1,2 4-tpmuason 7,07
3 |AueTnncaniymnosa kucnoTa (acnipuH) 3,03

Cnonyka Wwo 3asBnseTbes (Tabn.), NposiBMIa Kapo3HUXKYIOYY aKTUBHICTb, 3HUXYIOUYM TeMnepaTtypy
Ha 7,07 % y NOpiBHSAHHI 3 KOHTPONBHOW TpyMno nabopaTopHMxX TBaApWH. TakoX BKaszaHa peyvoBMHa
nepesuLLYyE NOKa3HWKN eTarnoHy NopiBHAHHS acnipnHy Ha 4,04 %.
®OPMYJIA KOPUCHOI MOJENI

3-(FekcunTio)-5-(3,4,5-TpumeTokcudpeHin)-1H-1,2,4-tpnason
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LLIO NMPOSIBIIAIE KAPO3HWKYIOUY aKTUBHICTb.

Komn’'totepHa BepcTka [. LLieBepyH

[HepxaBHa cnyxba iHTeneKTyanbHOi BMacHocTi YKpaiHu, Byn. Ypuupekoro, 45, m. Kuie, MCI1, 03680, YkpaiHa

0N “YKpaiHCbKMI iIHCTUTYT NPOMMUCIIOBOI BriacHocTi”, Byn. [Na3yHoBa, 1, M. KuiB — 42, 01601



