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MIIK6CO7F 13/00
3amimedi 3,5-nuxinop-2-K-penunanTpaniioBoi KUCIOTH, 110
MPOSIBIISIIOTH MPOTHU3AMAJIbHY Ta aHANTETUYHY aKTUBHICTD. JlaHuil BUHAX1]
BIIHOCUTHCS JO XIMI1KO-(hapMalleBTUYHOI TPOMHUCIOBOCTI, 30KpeMa 10 CUHTE3Y

HOBUX XIMIYHHUX CIIOJYK 3arajibHOi (hOPMYIIN:

s B

ne: Xol: R -2-COOH; Ne2: R =3-COOH,
SK1 TPOSIBIISIFOTH TPOTHU3AMNANIbHY Ta aHAJITETUYHY aKTHUBHICTD.

[Tomyx HOBUX MpOTH3aNaIbHUX Ta aHAITETHYHHUX 3aCO0IB € aKTyaJIbHOIO
npoOJIEMOI0 Cy4acHOI MEAUIMHU. B SKOCTI CHOJIYK MOPIBHSHHA 32 XIMIYHOIO
OyZ10BOIO Ta 32 (papMaKOIOTTYHO AKTHUBHICTIO BUKOPUCTOBYBAJIM BOJBTAPEH Ta
aHanerid (MamkoBckuit M.JI. JlekapcTBeHHble cpencTBa. -M.: Menuuuna,
1997. -T.1. -C. 161, 172). 3a nporoTun BuOpaHuil kajaieBa ciib 4-XJI0p-5-HITPO-
2-M-(3,4-numetundenun)-antpaniiora kuciora (MKHM C 07 C 10154, A 61 K
31/195, Ne1392851).

3anpononoBaHi cnoiyku Nel ta No2 y nekinbka pa3iB MEPEBUILYIOTH 3a
3a3HaYC€HUMH BUJIaMH aKTHUBHICTh BOJITAPEH, aHAIBIIH Ta MPOTOTHUIL, KPIM TOTO,
OMMCaH1 CIIOJIYKH 3HAYHO MEHIII TOKCUYH1 BIJOBITHUX CIOJIYK.

B ocHOBY BHMHaxo/ly TOCTaHOBJIEHO 3aBJAaHHS [0 CTBOPEHHIO HOBUX XIMi-
YHUX CIIOJIYK, 110 MPOSBIISIIOTH BUCOKY MPOTHU3AMNANbHY Ta aHAJITETUYHY aKTHB-
HicTh. PedoBHHH, sKi1 3asABASIOTHCS, YTBOpPEHI B3aemojuieo 2,3,5-
TPUXJIOPOEH30MHOI KUCIIOTH, a TaAKOX 2- Ta 3-aMiHOOEH30MHOT KUCIIOTH Y cepe-
JOBUII AiMETUI(HOpPMaAMUTY .

BcTanoBieHe 3aBaHHsl BUPIIIYETHCS IIUIIXOM CUHTE3y HOBUX XIMIYHUX

CHoNyK - 3,5-nuxiuop-2-1Y-(2'-kapbokcudenmn)-antpanyioBoi kuciotu (Nel) ta



2

3,5-guxnop-2->113'-kapbokcudennn>antpaniioBoi kuciaotu (Ne2). Otpumani
CIOJIYKH - KOPUYHEBOI'O KOJBOPY IMOPOIIKH, MOraHO PO3UYMHHI y BOAL, J00pe
po3unHH1 y etanoui, JIMCO, IM®A. Crpykrypa crnoiayk Nel Ta Ne2 miaTBep-
JDKEHA 3a IOIIOMOIOK0 €JIEMEHTHOr0 aHalizy Ta 14- crieKTpocKomii.

BuHaxig UIFOCTPY€EThCSI HACTYITHUM MPHUKJIIAI0M:
[Mpukmnan 1: cymim 2,25 1 (0,01 mons) 2,3,5-tpuxiopoensoitnoi ta 1,37 r (0,01
MOJIb) 2-aMiHOO€eH30MHOoi kucnot, 1,38 r (0,01 mMosb) 6e3BOIHEBOrO MOTAILY Y

50 ma IM®A B npucyTHOCTI MiIHOT'O OPOUIKY TPitOTh Mpu Temrepatypi 160 -

(o]
170 C npoTsirom 6 ToMH, a MOTIM PeaKUIHHY CyMilll BUJIMBAIOTH Y BOAY 1 Mij-
KucioTh 10% po3unHOM XxstopucToBOAOpPOAHO! KucioTu. Ocaa 10 BUIIAB

BiIQUIBTPOBYIOTH, MPOMHUBAIOTH BOJIOIO, CYIIATh.

Nel Buxig 2,59 r 88%. T. Tommnenns 222-223°C
CuHyC1,111, M.m. 294,14

Po3paxoBano: C, %57,17, H,% 3,08, M% 4 J6
3HaNIeHO: C, % 57,12, H,% 3.02, K% 4.70

14~ criexp y KBr, v = 3325 (ug), 1720, 1699 (00),

1599 (uc X 1293 (uc.aX 703 (uc ) .
Rf: 0,33 (eranon-rekcaw, 1:2), 0,24 (anetoH-x710podopm-Tekcan, 1:1:4).

Cnomyka No2 oTpruMaHa aHaIOT14HO.

No2 Buxin 2,32 T 79%. T. romnenns 169-172°C
CyHiC1KA4 M.m. 294,14

Po3paxoBaHo: C, % 57,17, H,% 3,08, N,%4.76
3HalIeHO: C, % 57,10, H,% 3,04, N,%4,71

14- criextp y KBr, v -': 3328 (0y), 1720, 1699 (0=),
1599 (4g,yc), 1293 (uc.n), 703 (Oc-CL).
Rf: 0,41 (eranon-rexcas, 1:2), 0,70 (aueron-xnopodopm-rekcan, 1:2:2).
[puknan 2: BuBueHHs npoTU3anaibHOi aKTHBHOCTI MIPOBOJUIOCS 38 METOI0K0

KappareHinoBoro HaOpsky. (Sxkosnesa JI.B., 3ynanen M.A. Ucnonb3o-



BaHUE MOJIENIM KappareHMHOBOTO OTEKa y MBIIIEH MPU MOUCKE NPOTUBOBOCHA-
mutenbHbIX cpencts // len. B YkpHUMHTU 07.07.87. -Ne1908. -Vk. 87).

Pe3ynbraTil BUBUEHHS MPOTHU3ANaJIbHOI aKTUBHOCTI Ta TOKCUYHOCTI 3,5-
nuxyop-2-M-(2'-kapbokcudenun)-antpanisioBoi kucnotu (Nel), 3,5-nuxiop-2-

No(3'-kapOokcudenun)-aHTpannoBoi KUcI0TH (Ne2), mpoTOTUIly Ta BOJIbTAPEHY
onucani y Tadmuii Nel.

Tabmuus Nel.
[IpoTu3ananbHa akKTUBHICTh 1 TOKCUYHICTB cIOTyK Nel, No2

MPOTOTUITY Ta BOJIBTAPEHY.

Crionyka JIESO, mr/kr | JUlso, wr/kr | TI[=1a50/1Es0 | Binmocmuit TI
110 BOJILTApEHY
Nel 184 >2500 >135.9 >3,02
Ne2 227 >2500 >1101 >2.,45
[TpoToTumn 11,3 1070 94,7 211
BonbTapen 8,0 360 45,0 1

Sk BunHo 3a nanumu tadnui Nel, cionyku Nel ta Ne2 maroTh BUpakeHY
AHTUEKCYJIaTUBHY [Ii10, a MO MIHUPOYUHI TEPANEBTUYHOIO €PEKTy NEPEBUILYIOTh
BoJbTapeH y 3,02 ta 2,45 pas3u. [lo TOKCUYHOCTI CIIOJIYKU MalOTh HUXKY1 TTOKa3-
HUKHU B MOPIBHSHHI IO MPOTOTHUITY OUIBII HIXK y 2 pa3u, a B NOPIBHAHHI 3 BOJIb-
TapeHOM OUIBII HIXK Y 6,9 pa3u.

[Tpuknan 3: BuBUeHHS aHAJITETUYHOT aKTUBHOCTI MPOBOAMIIOCA 32 METO-
JIOI0 «OLITOBUX Kopuel» y 011nx abopaTopHux 1rypis Macoro 150-180 r. Kopuu
OyJu BHU3BaHI BHYTPIIIHHOOPIOMIMHHUM BBeIEeHHSIM po3uuny 0,75% oiToBoi
kuciotu y 1031 1 M Ha 100 r macu Tina TBapuHu. CHIOJIYKH BBOJUIIUCS Y 1031
0,02 JIJ150 ** 30 xBuiuH 10 BefeHHs ApaTiBHUKA. [TiIpaxyHOK KiIbKOCTI KOP-
yell mpoBOAUIIM Yepe3 15 XBUIIUH MICIs BBEICHHS PO3YHUHY OIITOBOI KHUCIOTH

rpotsrom 30 XBUIIUH.



Pe3ynbTaTv BUBUEHHS aHAJIT€TUYHOT aKTUBHOCTI T4 TOKCUYHOCTI 3,5-
nuxyop-2-M-(2'-kapbokcudenun)-antpaniyioBoi kuciaotu (Nel), 3,5-guxiop-2-

M-(3'-kapOokcudeHnus)-anTpaHiaoBoi KUCIOTH (Ne2), mpoToTUNy Ta aHANBIIHY
onucani y Tadmui No2.
TaOmuirst No2.
AHanreTM4Ha akTUBHICTB 1 TOKCHYHICTB criorykK Nel, No2

MPOTOTHUITY Ta AaHAIBTIHY.

Crionyka TIEs(b ™ TUTso> "< TI=ULs0/Es0 | giocrmii T1
110 aHATBTIHY
Nel 29,7 >2500 84,2 >3,9
No2 43,4 >2500 57,6 >2,6
[Tporotun AHaNTEeTUYHY aKTUBHICTh HE MIPOSIBIISIE
AHapria 55 1197 21,8 1

Sk BunHO 3a nanumu tadnuil Ne2, cnonyku Nel ta Ne2 mo aHanreTHyH1d
111 MepeBUILYIOTh aHANBIH y 3,9 Ta 2,6 pa3u, a 10 TOKCHYHOCTI OUTBII HIK Yy 2

pasu. [IporoTun noaiOHy aKTUBHICTh HE MA€ 30BCIM.
TaKUM YMHOM, 3asBICHI CIIONYKH 3,5-1uxinop-2-M-(2'-kap6okcuderun)-

anTpanuioBa kuciota (Nel), 3,5-guxnop-2-K-(3'-kapOokcudenu )-aHTpaHiioBa
kucioTa (Ne2) BUSBISIIOTECA MAJOTOKCUYHUMU CIIOJIYKaMH, SIK1 MalOTh BHCOKY
MPOTHU3ANAJIbHY Ta AHAJITETUYHY aKTUBHICTb.

3asBJEHI CIOJIYKHM MOXYTh 3HAMUTH 3aCTOCYBAaHHA y MEIMYHIN MpPaKTHUII
MpU JIKYBaHHI 3aMajbHUX MPOIECIB PI3HOI €TIONOrIi, a TAKOX CEPEeIHbOI CHIH

00JILOBUX CUHAPOMIB.



