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(57) Abstract:

FIELD: chemistry.

SUBSTANCE: invention relates to the field of
organic chemistry, specifically to benzyl ester 2-((3-
cyano-4,5,6,7-tetrahydrobenzo[b]thiophen-2-yl)amino)
-4-(4-methoxyphenyl)-4- oxobut-2-enoic acid of the
following formula, which has a pronounced analgesic
activity and low toxicity.

EFFECT: new compound with pronounced analgesic
activity and low toxicity.
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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
MMEHHO K OeH3uoBoMy 3¢upy 2-((3-umano-4,5,6,7-terparuapooeH3o[b]tnodeH-2-ua)aMuHo)
-4-(4-meTokcudeHnn)-4-0kco0yT-2-eHOBOM KUCIOTHI, (POPMYJIBIL:

//N
&
SNHO
N
O
1

0%\)‘\@\
OMe

KOTOpLIfI O6J'IaI[a€T AHAJIbI€TUYECKOM aKTUBHOCTBIO, UTO MO3BOJISIET IpEAIIOIOXUTD €TI0
HCITOJIb30BAHUEC B MCIUIIMHEC B KAYCCTBC JICKAPCTBCHHBIX CPEACTB C AHAJIBI'CTUICCKUMU

CBOICTBAMH.

AHAJIOTOM IO CTPYKTYPE 3asIBIIIEMOMY COETMHEHUIO SIBJIsIeTCSl OEH3MHOBBIN 3hup 2-((3-
1maHo-4,5,6,7-rerparuapo0oen3o[b]trnoden-2-uia)aMuHo)-4-0kco-4-heHUIOy T-2-eHOBOM
KUCIOTHI 2, 001agarouil aHajJIbreTHIeCKoi akTUBHOCTBIO [Russian Chemical Bulletin, 2022,

Vol. 71, No. 3, pp. 538-542] dopmysr:

//N

HpI/IBeI[eHbI JAHHBIC 10 AHAJIBIETUYECKOM AKTUBHOCTH:

JlaTenTHBIA 1IEPHOI
Coejiiienue T sy Mr/ir O00OPOHUTEIILHOLO
pediekca, uepes 2 yaca B
C
2 >1500 22,17

DTajI0HOM CpaBHEHUS ObLI BBIOpAH OpTOhEH (POPMYIIHL:

(¢
Cl I-II ONa
CC
Cl

KOTOPBIN MIUPOKO IMIPUMEHSETCS B JIeUeOHON MPAKTHKE U SIBIISICTCS AaMUHOIIPOU3BOHBIM
amubaTUIECKOM KUCIIOTHI M aHAJIOTOM 1o AeticTBuro [MamkoBckuit M. 1. JIekapcTBeHHBIE
cpeacTBa.- 15-e uzn., mepepab., ucop. u goi. - M.: OOO «Hoas BonHa», 2005. - ¢. 170].

3aayeit 1300peTEHUs SIBIISIETCS] IOUCK BEIIECTB B PSIY 3aMEIIEHHBIX TPOU3BO/IHBIX 2-
aMUHO-4-apuil-4-0KCOOYTAaHOBBIX KUCIIOT C BEIPAXKEHHBIM aHAJTBIETUUECKUM JICHCTBUEM M

HU3KOU TOKCUYHOCTBIO.

[TocraBneHHas 3a/1a4a JOCTUTAETCS TTOTYyYeHUEM OeH3UII0BOT0 3¢upa 2-((3-mmano-4,5,6,7-
TeTparuapooeH3o[b]tnoden-2-uim)aMuHo )-4-(4-MeToKcUeHUIT)-4-0KCOOYT-2-eHOBOM KUCITIOTHI,
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KOTOPBIN 00J1aaeT aHATbI€TUIECKOM aKTUBHOCTBIO.

3asiBiisieMoe coeIMHeHrE | CUHTE3UPYIOT IO ONMMCAHHOM paHee MeTo ke [Russian Chemical
Bulletin, 2022, Vol. 71, No. 3, pp. 538-542] B3aumoieiicTBueM HUTpuna 2-[(5-(4-MeToKCU(pEHUIT)
-2-okcodypan-3(2H)-unmuaeH)amuuo]-4,5,6,7-reTparunpooenso[b]tuoden-3-kapOboHoBok
KHUCIIOTBI ¢ OCH3UIOBBIM CIIMPTOM B TOJIyOJIE€ C JOOABIEHUEM OJTHOTO SKBUBAJIEHTA
TPUATHUIIAMUHA ITPU TEMIIEpATyPE KUIIEHUS TOJIyOJIa ¢ MOCIEAYIOIIMM BbIJIEJIEHUEM LIEJIEBOTO
MPOIYKTA U3BECTHBIMU METOIAMU T10 CXEME:

-
4
OH
¥ ©/\ - Q/S NH 0
ONQ\
(6]
OMe OM

1
ITpumep 1. Ilonyuenue coenunenus 1: k cycnensuu 3,64 r (0,01 mons) HuTpuna 2-[(5-(4-
MeTokcudennn)-2-okcodypan-3(2H)-unnnen)amuno]-4,5,6,7-rerparuapooden3o[b]trnoden-3-
KapOOHOBOM KUCIOTHI B 30 MJT a0COIIOTHOTO Toryojia mpubasisioT 3,24 r (0,03 MoJib)
6ensuoBoro cnupta v 1,01 T (0,01 MOIB) TPUITUIIAMUHA, BBIICP)KUBAIOT IIPU TEMIIEPATYPE
kuneHus Toiyoia 1 yac. Cmech oxnaxaaroT 10 0°C, BeIIaBIIMNA 0CaI0K OTHUIBTPOBBIBAIOT
Y [IEPEKPUCTAIUIM30BBIBAIOT. Bbixon 2.55 1 (54%), T.11. 136.1-136.7°C (u3 Tonnyona). Cnextp

SIMP 'H (CDCl3, 8, m.i1.): 1.79-1.86 M (4H, CH,), 2.53-2.59 m (4H, CH,), 3.90 ¢ (3H, OCH3),
5.28 M (2H, CHy), 6.74 ¢ (1H, C=CH), 6.96-6.99 M (2H, H,poy0), 7.31-7.34 M (2H, H,pon),

7.36-7.39 M (3H, Hypoy), 7:95-7.99 M (2H, Hypoy,), 12.11 ¢ (1H, NH). Criextp SIMP '*C (CDCly),

O, M. 1.:21.92,22.98,24.31,24.44, 55.46,68.21,102.84, 113.61, 113.94, 126.95, 128.52, 128.62,
128.64, 130.11, 130.67, 130.97, 133.94, 134.50, 147.03, 149.88, 162.85, 163.55, 190.38. Haiineno
(%): C, 68.63; H, 5.12; N, 5.93; S, 6.78. C57H»4N»O4S. Beruucneno (%): C, 68.61; H, 5.14; N,

5.95; S, 6.77.

[Toyyennoe coequnenue 1 mpeacTaBisieT coOO KpaCHOE KPUCTAIITIUIECKOE BEIIEeCTBO,
pactBopumoe B JIMCO, Toiyosne, aeToHe, He pACTBOPUMOE B BOJE U T'€KCAHE.

[Tpumep 2. Octpyro TokcuaHocThb (JI 150, MIr/MiT) coetuHeHus 1 onpeaessuid 0 METOAY

€

I'.H. Ilepmmna [Ilepmmn I'. H. Metoas! axcniepuMmeHTanbHoM xumuoTtepanuu // M., C. 100,
109-117 (1971)]. CoenrineHre 1 BBOAWIM BHYTPUOPIOIIMHHO OEJIbIM MbIIIaM Maccoi 16-18
T B BUJIE B3BECH B 2% KpaxMaJIbHOM CIIM3U U HAOJTI01aJIM 32 TOBEACHUEM U THUOEIbIO dKUBOTHBIX
B Teuenue 10 cytok. [ist uccnenyemoro coenunenus 1 JI/15q cocrabisier >1500 Mr/kr.

CormacHo ki1accupuKaIyi TOKCUIHOCTH IIPErapaToB COSAMHEHHE | OTHOCUTCS K V KjIaccy
MPAKTHUYECKU HETOKCUUHBIX npenapatoB [M3mepos H.@., Canouxwuit 1.B., Cugopos K.K.
ITapamMeTpbl TOKCUKOMETPUM MTPOMBIIIJIEHHBIX SI/I0B IIPU OJTHOKPATHOM BO3/IEHCTBUU:
Cnpasounuk. M., 1977. - c. 196].

[Tpumep 3. AHATbreTHYECKY0 aKTUBHOCTD COETMHEHUS |1 M3ydasim Ha OECTIOPOTHBIX MBIIIIaX
(camkax) maccoi 18-22 r ¢ moMOIIIbIO TeCTa «ropsyas 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].

Hccnenyemoe coeiuHeHUE BBOIUIIM BHYTPUOPIOIIMHHO B BUJIE 2% KpaxMaabHOM CIIM3U B
no3e 50 mr/kr 3a 0,5 4 10 mOMeIleHUsI )KUBOTHBIX Ha HArpeTyro 10 53,5°C MeTaIM4ecKyIo

Crp.: 4
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miactTuHKy. [TokazaTenem 00J1€BOM UyBCTBUTEILHOCTH CITYKHIIA JTUTEIILHOCTD ITPeObIBAHUS
JKUBOTHOT'O Ha FOqueﬁ INTACTUHKE 10 MOMCHTA O6J'II/I3BIBaHI/I$I 3aJHUX JIAIIOK, I/I3Mep$ICMa${
B cekyHaax. D deKT cpaBHUBAIIN ¢ OpTOheHOM. Pe3yabTaThl HCIIBITAHKMN IIPEACTABICHBI B
TadIMmIE:
Tabmuia
AHanpreTH4YecKas ak THBHOCTE ¥ OCTPasi TOKCHYHOCTh CO€JIMHEHUH 1,2.

Coeu- Jlo3a, JI/Iso | JlaTeHTHBIH TIepHo OOOPOHUTENHHOTO
HEHHUSI MI/KT MTI/KT pedrekca, ¢
2 Jaca
1 50 >1500 24,71
2 50 - 22,17
Kounr- i ) 10,0
poIb
Oproden | 10[E]Is] 74 26,2

Kax BugHO 13 Tabnuipl, 3asBisieMoe COeIMHEHUE | TPOSIBIISIET BHIPAKEHHYIO
AHAJIbI€TUYECKYIO AKTUBHOCTD U B IBAALATH pa3 MEHEE TOKCUYHO, YEM ITpenapaT CPABHEHUS
- oproden. CienoBaTeabHO, 3asBJISIEMOE COSAUHEHHE | MOXKET HAMTU TPUMEHEHUE B
MEIMLMHCKON MPAKTUKE B KAYECTBE AHAJIBIETUUECKOT O JIEKAPCTBEHHOT'O CPE/ICTBA.

(57) ®opmyna nuzoopeTeHus
bensunoseiii a¢up 2-((3-mmano-4,5,6,7-rerparuapoden3o[b]tnodeH-2-uia)aMuHo )-4-(4-
METOKCU(DEHMIT)-4-0KCOOYT-2-€HOBOM KUCTTOTHI

OMe

oOtaaronui aHaIbreTUYECKOM AaKTUBHOCTBIO.

Crp.: 5
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