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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 2-luaHo-4-[1,6-1uokco-6-(4-metundennn)- 1 -aTokcu-4-(3-nuano-4,5,6,7-
TeTparuapooeH3o[b]tnoden-2-un)amuHo Jrexca-2,4-1ueH-3-o1aTy Kajaus, popMyJIbL:

//N
o
S NH O
o |
CN Me
QOFEt

1

KOTOPBIN 00J1aaeT aHATBIeTUYECKON aKTUBHOCTBIO, UTO TTO3BOJISIET ITPEATIONOKUTH €T0
WCIIOJIb30BaHUE B MEMIMHE B KAUECTBE JICKAPCTBEHHOT'O CPEACTBA C aHAIbIeTUYECKMMH
CBOMCTBAMM.

AHAJIOTOM IO CTPYKTYPE 3asIBIIIEMOMY COSAMHEHUIO SIBJISIETCS OEH3MITOBBIN 3up 2-((3-
mmaHo-4,5,6,7-rerparuapooen3o[b]trnoden-2-uin)aMuHo)-4-0kco-4-heHUIOy T-2-eHOBOM
KUCIIOTHI 2, 001agatoluil aHaJIbreTUYeCKOM aKTUBHOCTHIO [Russian Chemical Bulletin, 2022,
Vol.71, No. 3, pp. 538-542] popmysr:

//N
7]
S

NH O
O
(0]

2

HpI/IBCI[CHLI JAHHBIE 10 AHAJIBI€TUYECKOW AKTUBHOCTU:

JlaTeHTHRIA IEPHO
JIM 50 MI/KT PHOA
Coejunenue 00OPOHUTEIILHOTO
pediekca, yepes 2 qaca B
c
2 >1500 22.17

DTaj0HOM CpaBHEHHUs OBbLT BEIOpaH OopTOdeH, (hOPMYJIbL:

0

Cl ONa

T
N

Cl

KOTOPBIN HIMPOKO MPUMEHSETCS B JICUEOHON MPAKTUKE U SIBJISIETCS aMUHOIIPOU3BOIHBIM
anmubaTUUeCKOM KUCIOTHI M aHAJIOroM 1o AerictBuio [Mamkosckuit M. /1. JlekapcTBeHHbIE
cpeacTsa.- 15-e uza., nepepad., ucop. u goi. - M.: OOO «Hogas BosiHa», 2005.- c. 170].

3agaueit UI30OPETEHUS SIBISETCS MTOUCK BEILIECTB B PsIy 3aMEIIEHHBIX TPOU3BOIHBIX 2-

Crp.: 4



10

5

20

25

30

35

40

45

RU 2798429 C1

aMUHO-4-apuiT-4-0KCOOYTAaHOBBIX KUCIIOT C BBIPAXKEHHBIM aHAJIBIETUYECKUM JICUCTBUEM U
HU3KOW TOKCUYHOCTBIO.

ITocraBneHHas 3aja4a JOCTUTAETCS MOJTyYeHUEM 2-IMaHo-4-[1,6-1M0KCO-6-(4-MeTHI
benun)-1-3Tokcu-4-(3-nmmano-4,5,6,7-rerparugpodenso[b]tnoden-2-mr)amMmmuno Jrekca-2,4-
JIMeH-3-0J1aTa KaJiusi, KOTOPBIA 001a/1aeT aHAIbIeTUUECKON aKTUBHOCTBIO.

3asBisieMoe COeAMHEHME | CHHTE3UPYIOT B3auMoAecTBUEM HUTpua 2-[(5-(4-meTuit peHm)
-2-okcodypan-3(2H)-unmuaeH)amuno]-4,5,6,7-TeTparuapooenso[6]tnoden-3-kapOoHOBON
KHUCIIOTHI C 3TUJIOBBIM 3(DMPOM IIMAHOYKCYCHOM KMCIIOTBI M TPETOYTUIIATOM KaJjIus B cpefie
abcomoTHOTO aMokcaHa rpu S0°C ¢ mociaeayomyM BblIEIEHUEM LETIEBOT0 MPOIYKTA
WM3BECTHBIMHU METO/IAMHU I10 CXEME:

N
Lol
EtO 5T NH 0
., . o . KO "
/ +BuOK o |
o =0 CN CN Me
Me OEt

ITpumep 1. ITonyuenue coequuenus 1: k pacrBopy 3,48 1 (0,01 Mmosb) HuTpuna 2-[(5-(4-
MeTuiheHun)-2-okcodpypan-3(2H-unmuaen)amuno]-4,5,6,7-terparugpooen3o[b]tuoden-3-
KapOOHOBOM KUCIOTHI B 25 M1 6€3BOAHOr0 AUoKcaHa npubasisu 1,13 r (0,01 Morib)
3TUIIOBOTO 3(Upa MUAHOYKCYCHOM KUCIOTHI, K MOJIyUYeHHOM cMecu qobasuiu 1,12 1 (0,01
MoJb) t-BuOK, moyueHHbIH pacTBop HarpeBaiu 10 S0°C v BbIAEpKUBAIIM B TeueHUe 60 MUH,
BBITIABIIHI 0CA/I0K OT(UIBTPOBBIBAIIN U MIEPEK PUCTAILIM30BBIBAIIM U3 IMoKcaHa. Beixon 4,09

r (82%), 1.11. 289-290°C (muxiaopmetan). Criektp AMP ! (DMSO-dg), 8, m. 1.: 1.05 T (3,
CH3CH,0, Jyy=7.2T'n), 1.77 m (4H, 2CH,), 2.37 m (3H, CH3), 2.51 m (2H, CH>), 2.59 m (2H,
CH,), 3.88 k8 (2H, CH3CH,0, Jyp=7.2 I'n), 5.89 ¢ (1H, C=CH), 7.29 m (2H, Hypoy), 7-83 M

(2H, Hypoy), 14.08 ¢ (1H, NH). Criextp SIMP °C (DMSO-dg) &, M. 1.: 14.8, 21.8, 22.1, 23.1,

24.1,24.2,66.8,92.7,95.6,105.3, 110.3, 114.5, 121.3,127.6,128.4,129.0, 129.6,130.00,132.00, 1
36.1,142.4,150.9,167.2,181.8, 188.6. Haitneno, %: C, 60.08; H, 4.47;N, 8.45; S, 6.40.
Cy5H»pKN304S. Beruucieno, %: C, 60.10; H, 4.44; N, 8.41; S, 6.42.

ITosryueHHoOe coenrHenue 1 peacTaBiIsieT COOOM )KENTOE KPUCTAIIIMYECKOE BEILECTBO,
pactBopumoe B JIMCO, Tonyose, aueToHe, He paCTBOPUMOE B BOJIE U T'€KCaHe.
ITpumep 2. Octpyro TokcuuHOCTh (JI 150, MI/MIT) coeaquHenust 1 onmpenesnsaim o MeToLy

I'. H. Ilepumna [[Tepmun I'. H. Metoas! sxcniepumenTanbHoN xumuoTepanuu // M., C.100,
109-117 (1971)]. Coenunenue 1 BBOAWIN BHYTPUOPIOIIMHHO O€IbIM MbIIIIaM Maccol 16-18
T B BUJIE B3BECH B 2% KpaxMaJIbHOM CIIM3U M HAOJII0/1aJTH 3 ITOBEIEHUEM U THOEIbIO )KUBOTHBIX
B TeueHue 10 cyrok. s uccnenyemoro coenunenus 1 JI/15y cocrasiser > 1500 Mr/kr.

CornacHo knaccuukanyyi TOKCUYHOCTH IPENapaToB COeAMHEHHE 1 OTHOCUTCS K V KJ1accy
MPaKTUYECKU HETOKCUUHBIX IpernapaTtoB [M3mepos H.d., Canoukuit 1.B., Cugopos K.K.
ITapameTpbl TOKCHKOMETPHUM MIPOMBIIIJIEHHBIX SI0B IIPU OJJHOKPATHOM BO3/EUCTBHU:
CnpaBounuk. M., 1977. - ¢. 196].

[Tpumep 3. AHaIBreTMYECKYI0 aKTUBHOCTD COSAMHEHUS | M3yday Ha 6eCIOPOAHBIX MBIIIIAX
(camkax) maccor 18-22 r ¢ moMOIIIBIO TECTa «ropsAydas miacTuHka» [Radell Z.0., Selitto J.J.
A method for measurement of analgesic activity on inflamed tissue. // Arch. Intermat. Pharmacodun.
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Et ther. 1957. - Vol.11. - Ned4- S. 409 -419].
Hccnenyemoe coequHeHMe BBOIUIIM BHYTPUOPIOIIUMHHO B BUJIE 2% KpaxMabHOM CIIM3U B
no3e 50 mr/kr 3a 0,5 4 70 mOMeIeHUsI )KUBOTHBIX Ha HArpeTyro 10 53,5°C MeTaIM4ecKyIo
mactuHKy. [TokaszaTenem 00JIeBOM UyBCTBUTEILHOCTH CITYKUJIA JNTUTETLHOCTD MPeObIBAaHUS
YKUBOTHOTO Ha TOpsueH MJIaCTUHKE 10 MOMEHTA OOJIM3bIBAHUS 3aJHUX JIATIOK, U3MepsieMast
B cekyHaax. DpdexT cpaBHUBAIM C OpTOPeHOM. Pe3ynbTaThl UCIIBITAHMI TTPEACTABIICHBI B
TabIuIE:

Tabmuma
AHaJIbreTHYeCKas aKTUBHOCTDL U OCTpasi TOKCHIHOCTD COSIHHCHUM 1,2.

Coen- TTosa, Mlso JlaTeHTHBIIt TTepHo;T 0GOPOHUTETHHOTO
peduiekca, ¢
HEHUS MI/KT MI/KT
2 gaca
! 50 >1500 23,92
. 20 - 22,17
Konrt- ] ] -
POJIb
Oproden | 10[E 5] 74 26.2

Kax BugHO 13 Tabnuipl, 3asBisieMoe COeAMHEHUE | TPOSIBIISIET BBIPAKEHHYIO
AHAJTIETUYECKYIO aKTUBHOCTH U B JIBAIIATh pa3 MEHEEe TOKCUYHO, UeM ITpernapaT CpaBHEHUS
- optoden. CienoBaTenbHO, 3asBISIEMOE COCTUHEHNE | MOKET HAUTH TPUMEHEHHE B
MEIUIMHCKOM MTPAaKTUKE B KAYECTBE aHAJIBI€TUYECKOTO JIEKAPCTBEHHOT'O CPEJICTBA.

(57) ®opmyna uzoopeTeHus
2-Iluano-4-[1,6-m1oxco-6-(4-metundeHun)- 1-aTokcu-4-(3-imano-4,5,6,7-TeTparuipooeH30
[b]troden-2-un)aMuHO |rekca-2,4-1MeH-3-01aT KaJus:

OEL

06naz[afom1/1ﬁ AHAJIBI€TUYECKON AaKTUBHOCTBIO.
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