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(57) Abstract:

FIELD: analgesic activity drugs.

SUBSTANCE: invention relates to 2-(2-(4-
nitrobenzoyl)hydrazono)-4-oxo-4-(thiophen-2-yl)
butanoic acid of formula 1, which has analgesic activity.

EFFECT: analgesic activity exhibited by the
compound of formula 1.
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M3006peTeHrne OTHOCUTCS K 00JIaCTH OPraHUIECKOM XMMHUM, K HOBBIM OHMOJIOTHYECKU
AKTHUBHBIM BEILIECTBAM KJI1ACCa 3aMENICHHBIX 2-aMUHO-4-AMOKCOOYTAaHOBBIX KUCIOT, @ UIMEHHO
K 2-(2-(4-HUTPpOOEH30MIT)TUIPa30HO)-4-0KCO-4-(THOheH-2-1T) OyTaHOBOM KUCIOTE 1 GOPMYJIBI:

Kortopas obnanaer aHaabreTMHUeCKONH aKTUBHOCTBIO, YTO MMO3BOJISIET MPEANOIOKUTD €€
WCIIOJIb30BAHUE B MEUIIMHE B KAUYECTBE JICKAPCTBEHHBIX CPEACTB C AHAJIBI€TUYECKUMU
CBOMCTBAMHU.

AHAJIOTOM TI0 CTPYKTYPE 3asBIISIEMOMY COEAMHEHUIO SIBJISIETCS ATUIIOBBIN 3up 2-[(1,4-
JIMOKCO-1-((5-O6poMIMPUIUH-2-UIT)aMUHO )-4-heHun0yT-2-eH-2-uin)aMuHo-4,5,6,7-
TeTparuapooeH3o[b]tnoden-3-kapOboHOBOM KUCIOTHI 2, 00J1a/TaI0MINN aHATBT € TUYECKOM
akTUBHOCTBIO [maT. RU 2501795 C1 Poc. ®enepanus. Ne2012141788/04; 3assin. 01.10.12;
omy6i1. 20.12.13, bron. Ne35] dhopmyiib

Ir‘&' "
HpI/IBCI[CHBI JAHHBIC 11O AHAJIBI€TUYECKON AKTUBHOCTU:

JIaTeHTHBLIH TIEPHON

Coe JHHeHHE 00 OpPOHHTEILHOIO
T MIVKT
peduiexca, depes 2 Haca B
c
2 >1500 224

DTaJIOHOM CpaBHEHMS OBbLIT BEIOpaH OpTOodheH (DOPMYIIBI:

KOTOPBIN IIUPOKO IMIPUMEHSETCS B JICUeOHON MPAKTUKE U SBIISICTCS aMUHOIIPOU3BOHBIM
amubaTUIECKOM KUCITOTHI M aHAJIOTOM 1o AekicTBrio [MamkoBckuit M. 1. JIekapcTBeHHBIE
cpeacTsa. - 15-e u3a., mepepad., ucnp. u goi. - M.: OOO «Hogas BonHa», 2005. - ¢. 170].

3aayeit 1300peTEHUS SIBIISIETCS] IIOUCK BEIIECTB B PSIY 3aMEIIEHHBIX TPOU3BO/IHBIX 2-
aMUHO-4-THOKCOOYTaHOBBIX KUCIIOT C BRIPAa)KEHHBIM aHAJTBIETUUECKUM JICHCTBUEM U HU3KOMN
TOKCUYHOCTBIO.

ITocraBneHnHas 3aj1aua JOCTUTaeTCs MoJIydeHUueM 2-(2-(4-HUTPOOEH30MIT)TUAPA30HO)-4-
O0KCO-4-(THodheH-2-11)0yTaHOBOM KUCIIOTHI, KOTOpas 00j1a1aeT aHAJIbI€TUUEeCKOM
aKTUBHOCTBIO.

3asBisieMoe CoeIMHEHUE | CUHTE3UPYIOT B3aUMOACHCTBUEM 2,4- THOKCO-4-(THOhEH-2-11)
OyT-2-eHOBOW KUCIIOTBI C TUAPA3UAOM I-HUTPOOEH30MHON KUCIOTHI B U30IIPOIMIOBOM CIIUPTE
nipu 85°C ¥ UHTEHCUBHOM MEPEMENTMBAHUYU B TEUEHHUE Yaca ¢ MOCIEAYIOIIMM BblIIeJIEeHUEM
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OEJICBOIo MpOoAYKTA U3BCCTHBIMU MECTOAAMM I10 CXCMCE:

At ot

[Tpumep nomyuenus coequnaenus 1: cmech 1,98 1 (0,01 Mmoib) 2,4-1mokco-4-(Taoden-2-u)
OyT-2-eHOBOM KHCIOTHI U 1,81 1 (0,01 MoIB) THApa3uaa M-HUTPO OEH30MHOM KUCIOTHI
pacTBopsiiv B 30 MJT M30IPONUIIOBOTO CIUPTA, MOJIYUYEHHbIN pacTBOp Harpesaiu 10 85°C
MIPU UHTEHCUBHOM TE€PEMENTMBAHNY U BBIICPKUBAIU MPU JJAHHOW TeMIIepaType B TEUCHUE
yaca. Cmech oxnaxaaoT g0 0°C, BbINABIIMIA 0CaI0K OTHUIHTPOBBIBAIOT U
MEePEKPUCTAIITUZOBBIBAIOT U3 3TaHOoa. Bbixona 3.07 r (85%), T.1u1. 148-150°C (3tanomn). CriekTp

SIMP 'H, (400 MTw, AMCO-dg), J’ M.1.: 4.55 yurc (2H, CHy), 7.26-7.30 m (1H, Hypown),
8.02-8.07 M (4H, Hpow)» 8.29-8.38 M (2H, Hypoy), 11.61 ¢ (1H, NH). Haiineno, %: C 49.89;
H 3.05; N 11.64. C{5H{{N30¢S. Beruncineno, %: C 49.86; H 3.07; N 11.63.

ITonmyueHHoe coenuHenue 1 mpeacTaBiisieT coool 6e10e KPUCTAIIIIMYECKOE BEILECTBO,
pactBopumoe B JIMCO, TosnyoJie, alleToHe, He paCTBOPUMOE B BO/JI€ U T'€KCaHE.
Octpyto TokcuuHocTb (J1T50, Mr/min) coennuenust 1 onpenensum o Mmeroay I'.H. Ilepiuna

[MTepumu I'.H. MeTtoabl skciepumeHTaabHoM xumuotepanuu // M., C. 100, 109-117 (1971)].
Coenunenue 1 BBOIUIM BHYTPUOPIOIITMHHO O€JIbIM MBIIIaM Maccol 16-18 r B BUe B3BeCH B
2% KpaxMaJIbHOU CIIM3U U HAOJIIOIa)IN 34 MMOBEACHUEM U THOEIIBbIO )KUBOTHBIX B TeueHue 10
cytok. [iis uccnenyemoro coenunenus 1 JI/1sy cocraBnsier >1500 mMr/kr.

CormnacHo kinaccuukayyi TOKCUYHOCTH IPENapaToB coOeAUHEHHe 1 OTHOCUTCS K V Kilaccy
MpaKTUYECKU HeTOKcUYHbIX npenapatoB [M3mepos H.@D., Canoukwuii 1.B., Cugopos K.K.
[TapameTpbl TOKCUKOMETPUM MPOMBIILIEHHBIX SI0B IIPU OJJHOKPATHOM BO3/ECUCTBUU:
ChnpaBounuk. M., 1977. - c. 196].

AHaJTbreTUYECKYI0 AKTUBHOCTb COEIMHEHUS | M3ydasv Ha OECIOPOIHBIX MBIIIAX (CAMKaX)
Maccoi 18-22 r ¢ moMoIIIbIo TecTa «ropsiyas miactuika» [Radell Z.0., Selitto J.J. A method
for measurement of analgesic activity on inflamed tissue. // Arch. Intermat. Pharmacodun. Et ther.
1957. - Vol. 11. - Ne4 - S. 409-419].

Hccnenyemoe coeMHeHHE BBOWIIM BHYTPUOPIOIIMHHO B BUJIE€ 2% KpaxXMallbHOM CIIU3U B
no3e 50 mr/kr 3a 0,5 4 10 MOMEIIEHUS KUBOTHBIX Ha HArpeTyto 10 53,5°C MeTalIM4ecKyo
riactuHky. [TokaszaTtenem 60s1eBOM UyBCTBUTEILHOCTH CITYKUIIA JVTUTETLHOCTD MPEeObIBaAaHUS
KMBOTHOTI'O HA rOpsiuel IUIACTUHKE O MOMEHTA OOJIM3bIBAHUS 3aIHUX JIAMOK, U3MepseMast
B cekyHaax. DpdexT cpaBHUBAIM C OpTOPeHOM. Pe3ynbTaThl UCIIBITAHUI TTPEACTABIICHBI B
Ta0JIMIIE:
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Tabmmna

AHaTnkrTeTHUECKas aKTURHOCTH 1 OCTpas TOKCUIHOCTh COC/THHCHHAS 1.

Coenn- Tlosa, Ml JlaTeHTHEIH IepHO T 00CPOHUTETTEHOTO
HeHMS MIVKT T pediickea, ©
2 yaca
1 50 >1500 97.5
Kont-
= - 10,0
POTE
Oproden | 10[E]Ts] 74 26,2

Kax BugHO U3 Ta0uIIbL, 3aBIsI€EMOE COeIMHEHUE | MPOSIBIISIET BHIPAKEHHYIO
AHAJTBIETUUECKYIO AKTUBHOCTh U MEHEEe TOKCUUHO, YeM MpernapaT CpaBHEHUS - OPTOQEH.
CrnenoBaTenbHO, 3asIBIISIEMOE COEIMHEHUE | MOXKET HAWTH MPUMEHEHUE B MEIULMHCKOMN
MPaKTHUKE B KAUECTBE aHAIBIE€TUYECKOTO JIEKAPCTBEHHOT'O CPE/ICTBA.

(57) ®opmyna nuzobpeTeHus
2-(2-(4-HuTPOOEH30MIT)TUAPA30HO)-4-0KCO-4-(THO(heH-2-nT)0yTaHOBast Kuciortal:

P
oYY om
icH Em ,

obnamaromasi aHaJIbIeTUYECKOM AaKTUBHOCTBIO.
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