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2-(3-cyano-4,5,6,7-tetrahydrobenzo[b]thiophen-2-ylamino)-4-oxo0-4-phenylbut-2-enoates, RUSSIAN CHEMICAL

BULLETIN, 2022, Vol. 71, No. 3, pp. 538-542.
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(54) OBTAINING 6-(4-BROMOPHENYL)-6-OXO-1-(PHENYLIMINO)-2-CYANO-4-((3-CYANO-4,5,6,7-
TETRAHYDROBENZO[b]JTHIOPHEN-2-YL)AMINO)-1-ETOXYHEXA-2,4-DIENE-3-OLATE POTASSIUM

WITH ANALGESIC ACTIVITY

(57) Abstract:

FIELD: organic chemistry.

SUBSTANCE: invention relates to 6-(4-
bromophenyl)-6-oxo-1-(phenylimino)-2-cyano-4-((3-
cyano-4,5,6,7-tetrahydrobenzo[b ]Jthiophen-2-yl)amino)
-1-ethoxyhexa-2,4-dien-3-olate of potassium formula
1.
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EFFECT: pronounced analgesic activity and low
toxicity of a new compound that can be used in
medicine as a medicinal product with analgesic
properties.
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M3006peTeHrne OTHOCUTCS K 00JIaCTH OPraHUIECKOM XMMHUM, K HOBBIM OHMOJIOTHYECKU
AKTUBHBIM BEIIECTBAM KJIACCa 3aMENIEHHBIX 2-aMUHO-4-apuil-4-0KCOOYTaHOBBIX KUCIIOT, a
UMEHHO K 6-(4-6poMdenut)-6-okco-1-(heHuTumMuno)-2-muano-4-((3-nmmano-4,5,6,7-
TeTparuapooeH30[b]TrnodeH-2-1um)aMuHO)- 1 -aToKcurekca-2,4-ueH-3-onaty kaius 1, Gopmyibr:
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KOTOprfI O6J'I3,Z[3€T AHAJIbIE€TUYECKONW aKTUBHOCTBIO, UTO MO3BOJISIET OPCAIOJIIOXKUTD €Iro
HCITOJIB30BAHUC B MCIUIIUHC B KAYCCTBC JICKAPCTBCHHOT'O CPCACTBA C AHAJIbI'CTUYCCKUMU

CBOVICTBaMH.

AHAJIOTOM IO CTPYKTYPE 3asBIISIEMOMY COSAMHEHMIO SIBIISIETCS OCH3MITOBBIM 3up 2-((3-
MaHo-4,5,6,7-teTparuapoben3o[b]TnodeH-2-un)aMuHo )-4-0Kco-4-heHUI0y T-2-eHOBOM
KHUCJIOTHI 2, 00JIa1a0INi aHaJIbreTUYECKOM aKTUBHOCTBIO [Russian Chemical Bulletin, 2022,

Vol.71, No. 3, pp.538-542] hbopmyibl:
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HpI/IBeI[eHbI JAHHBIC IO AaHAJIBI€TUYECKON AKTUBHOCTU:

JlaTeHTHBIN Neprojl
CoegrHeHMe 0O0OpPOHUTETBEHOTO
JI 50 MI/KT
pedekca, uepe3 2 yaca B
c
2 >1500 22,17

DTaJI0HOM CpaBHEHUS ObLI BBIOpAaH OpTOhEH POPMYIIHL:

o]
cl H ONa

N

Cl

KOTOPBIN IIUPOKO IMIPUMEHSETCS B JIeUeOHOM MPAKTHKE U SBIISICTCS aMUHOIIPOU3BOIHBIM
amubaTUIECKOM KUCIIOTHI M aHAJIOTrOM ITo AekicTBrio [Mamkosckuit M. 1. JIekapcTBeHHBIE
cpeacTBa.- 15-e uzm., mepepab., uctp. u goir. - M.: OOO «Hogas BomHa», 2005.- c. 170].
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3anaueit UIB0OOPETEHMUS SIBJISIETCS TTOUCK B PSITY TPOU3BOIHBIX 3aMEIIEHHBIX 2-aMUHO-4-
apuii-4-0KCOOYTaHOBBIX KUCIIOT BELIECTB C BIPAKEHHBIM aHAJIbI€TUUECKUM JEHCTBUEM U
HU3KOW TOKCUYHOCTBIO.

[TocraBneHHas 3a/1aua JOCTUTAETCS TIOJTyueHUEM 6-(4-0pombeHnn)-6-0kco- 1-((heHUITUMMUHO)
-2-nuano-4-((3-uuano-4,5,6,7-rerparuapooen3o[b|tuodeH-2-ur)aMuHo)- 1 -aTokcurekca-2,4-
JMeH-3-0J1aT Kausl 1, KOTOpbIH 00JIaAat0T aHAIBI€TUUECKOM aKTUBHOCTBIO.

3asBisieMoe coelMHeHue | CUHTe3UpyIoT B3aumoaecrsueM Hurpuia (E)-2-((5-(4-
opombenunn)-2-okcodpypan-3(2H)-unuaen)amuno)-4,5,6,7-teTparuapooenso [b]tuodeH-3-
KapOOHOBOM KUCITOTHI ¢ 3THIT| N-(heHUI-2-IMaHOAeTUMUIATOM U TPET-OYTOKCHIOM KaJUS.
Peakuus nporekaet B 6e3BoAHOM 1,4-TMOKCAaHE MPU NEpeEMENIMBAHUU U TeMiiepaType 25°C
B T€UEHHUE CYTOK, C MOCJIEIYIOIINM BBIJACIIEHUEM LIEJIEBOT0 MPOAYKTA U3BECTHBIMU METOAAMU
O CXeMe:
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1

[Tpumep 1: I[Tonyuenue coenqunenus 1: k pactBopy 413 mr (1.0 mmoss) mutpuna (E)-2-((5-
(4-6pomdenwnn)-2-okcodypan-3(2H)-unmuaen)amuno)-4,5,6,7-rerparuapoodens3o[b]trnoden-3-
KapOoHOBOM KUCIOTHI B 20 M1 6e3BogHOrO 1,4-mrokcana mpubdapistoT 188 mr (1.0 MMOITh)
ot N-penmn-2-nmanoaneTumuaaToM u 112 mr (1.0 MMOJITb) TpeT-OyTOKCHIA KAJIHSL.
[TonyyeHHy0 peakIMOHHYIO MACCy MHTEHCUBHO NIEPEMEIIMBAIOT IIPU KOMHATHOM TEMIIEPATYPE
24 4. O6pazoBaBIIMICS OCATOK OTHUIBTPOBBIBAIOT, IPOMBIBAIOT HA GUIBTPE 1,4-IHMOKCAHOM
u cymat. Beixos 249 mr (39%), KOpMUHEBOE KPUCTATUIMYECKOE BENIeCTBO, T.IU. 117.4-118.2°C
(mmokcana). Cnextp SAMP 1H (AMCO-dg), d, m. 1.: 1.06 T (3H, CH3), 1.83 m (4H, 2CH,),

2.62 m (2H, CH,), 2.77 m (2H, CH)»), 3.87 k8 (2H, OCH,), 6.47 ¢ (1H, C=CH), 7.27 m (2H,
HaPOM), 7.41 m (2H, HapOM), 7.80 m (3H, HaPOM), 8.01 m (2H, HapOM), 14.01 ¢ (1H, NH).
Harnineno, %: C 56.30; H 3.77; N 8.79; S 5.04. C5yH4BrKN4O3S. Boruucieno, %: C 56.34; H

3.78; N 8.76; S 5.01.
ITpumep 2. Octpyro TokcuuHOCTH (JI 150, MI/MIT) coequHeHust 1 onpenesnsiy o MeEToLy

I''H. Ilepmmna [ITepmmn I'.H. MeToas! sxkcniepumenTanbHoi xumuorepanuu // M., C. 100,
109-117 (1971)]. Coeaunenue 1 BBOAWIM BHYTPUOPIOIIMHHO OEJIBIM MbIIlIaM Maccoi 16-18
T B BUJIE B3BECU B 2% KpaxMaIbHOW CIIM3U U HAOJIIOAa/I1 33 TTIOBEJIEHUEM U THOEIIbIO dKUBOTHBIX
B Teuenue 10 cyrok. s uccnenyemoro coenunenus 1 JI/15y cocraBmsier >1500 Mr/kr.

CormnacHo kinaccuukanyi TOKCUYHOCTH MIPENapaToB cCOeAUHEHHE 1 OTHOCUTCS K V Kilaccy
MpaKTUYECKU HeTOKCUYHbIX nipenapatoB [M3mepos H.@., Canoukwuii 1.B., Cugopos K.K.
[TapameTpbl TOKCHKOMETPUM MPOMBIILIEHHBIX SI0B IIPU OJJHOKPATHOM BO3/EUCTBUU:
Cnpasounuk. M, 1977. - c. 196].

[Tpumep 3. AHaTBreTMYECKYI0 aKTUBHOCTD COSAMHEHUS | M3ydany Ha OeCIOPOAHBIX MBIIIIAX
(camkax) maccor 18-22 r ¢ moMolIbIO TeCcTa «ropsAyvas rmiactuHka» [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].
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Uccnenyemoe coenrHeHre BBOWIIM BHYTPUOPIOLIMHHO B BUE 2% KpaxMalIbHOM CIIU3H B
no3e 50 mr/kr 3a 0,5 4 10 MOMEIIEHUs KUBOTHBIX Ha HArpeTyto 10 53,5°C MeTalIM4ecKyo
riacTUHKY. [Tokazarenem 601€BOI UyBCTBUTEIBHOCTH CIIYKUIIA JUIMTEIbHOCT TPEOBIBAHMS
KMBOTHOTI'O HA rOpsiuel IUIACTUHKE O MOMEHTA OOJIM3bIBAHUS 3aIHUX JIAIOK, U3MepseMast
B cekyHIax. DpdexT cpaBHUBAIM C OpTOPEeHOM. Pe3ynbTaThl UCIIBITAHUI MTPEACTABIIEHBI B
Ta0InLE:

Tabmvia

AHanbretTuueckasi akTHUBHOCTb U OCTpadsd TOKCUYHOCTb COeAWHEHWA 1.

JlaTeHTHbIH NTepUo] 0O0OPOHHUTENBHOTO
Coeau- Iosa, J1 050
pedutekca, ¢
HeHUs1 MTI/KT MTI/KT
2 yaca
1 50 >1500 22,60
2 50 >1500 22,17
KonTt-
- - 10,0
pO/b
Optoden | 10[Edse] 74 26,2

Kax BugHO 13 Tabnuipl, 3asBisieMoe COeAMHEHHE | TPOSIBIISIET BBIPAKEHHYIO
AHAJTBIETUYECKYIO aKTUBHOCTH U B JIBAIIATH pa3 MEHEe TOKCUYHO, YeM IpernapaT CpaBHEHUS
- optoden. CienoBaTenbHO, 3asIBISIEMOE COSTUHEHNE | MOKET HAUTH TPUMEHEHHE B
MEUIMHCKOM MPAaKTUKE B KAYECTBE AaHAJIBI€TUYECKOTO JIEKAPCTBEHHOI'O CPEJICTBA.

(57) ®opmyna nuzoopeTeHus
6-(4-bpombenu)-6-okco-1-(peHnTuMuHO)-2-1MaHo-4-((3-unano-4,5,6,7-reTparuipooeH30
[b]todeH-2-1n1)aMHHO)- 1 -3TOKCHrekca-2,4-11MeH-3-01aT Kaams GopMyJabl 1
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1
O6J'IaI[aIOLHI/Iﬁ AHAJIBI€TUYECKON AaKTUBHOCTBIO.
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