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CUHTE3 U NMPOTUBOBOCNAJIUTENIbHAA AKTUBHOCTb
3AMELUEHHbIX MOHOAMMAOOB, AUMAMXAOOB U 3PUPOAMULOOB
N-OKCANUITAHTPAHUITOBOW KUCNOTbI

[Mepmckas rocynapcTBeHHas hapmaLleBTUYECKasi akageMust

C uenbio U3bICKaHUS HOBBIX MPOTHUBOBOCIAIUTEIbHBIX
CPEACTB B PsAy MPOU3BOJHBIX AHTPAHHMIJIOBOM KHCIOTHI
yepez mnpomexytounsiii 4H-3,1-6enzokcasun-4-on (II)
MOJTyYEHBbl MPOU3BOJIHbIE N-OKCaJIMJIAHTPAHUIIOBOM KHC-
sotel [I1—-V:
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Va-B.R=—N O (a); CH,CH,0OH (6); CH,CH=CH, ().

MOHO3THIIOBBIH 3(PHUP OKCATMITAHTPAHUIOBON KHCIIO-
1ol (I), mOJTy4eHHBIH MyTeM KOHJEHCAlUN aHTPAHUIOBON
KHCJIOTBI ¢ JU3THIIOKcanaroM [1], nelicTBUEM YKCYCHOTO
aHruApuIa IpeBpamieH B 2-kapostokcu-4H-3,1-0en3okca-
3uH-4-oH (II) mo n3BecTHOl MeToauke [2].

Cunre3 sdupoamuznoB Illa—r ocymecTBieH myTem
KOHJeHcaluu coenHeHus 11 ¢ SKBUMONEKYIAPHBIM KOJIH-
YECTBOM COOTBETCTBYIOILETO aMHMHA B CpeJle ATaHOoJIa IIpU
18 — 20 °C. Konnencarus II ¢ 2 mons amuna mpu 80 °C
MPUBOAMT K Auamugam [Va — B.

B psize ciydaeB KumsiueHUE CIMPTOBOTO pacTBOpa coe-
quHeHus 11 ¢ S5KBUMONEKYISIpHBIM KOJTMYECTBOM COOTBET-
CTBYIOIIECTO aMHHA MPUBOIUT K MOHOamujaMm N-okcaiu-
JAHTPAHUIIOBOW KUCIOTHI (Va — B).

[Tonmy4yeHHbIE COCAMHEHUS MTPECTABIISIOT COO0M Oeltbie
WM JKENITOBATble MEJIKOKPUCTANIMUECKHUE BEIIEeCTBa, HE
pacTBOpHUMBIE B BOJIE, PACTBOPUMBIE B ATAHOJIE (33 UCKIIIO-
yenueM 116 u Va), pacTBopuMble B TUMETHI(POPMaMUIE
u B qumetmicyibdokcuae. CBoicTBa coeauneHuit 1 —V
MPUBE/ICHEI B Ta0. 1, 2.
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UK-cnexkTppl CUHTE3UPOBAHHBIX COEIUHEHUH PErucT-
pupoBanu Ha criekrpomerpe UR-20 (I'IP) B Buae B3Becu
B BazenuHOBOM Macie, [IMP-cnekTpel — Ha criekTpomer-
pe PA-2310 (pabdouas gactora 60 ['11), BHyTpeHHUH CTaH-
napt — rekcameTwiauciiokcad (IMJIC). Y®-criekrpsl
CHUMaJH Ha criektpodoromerpe CD-26 B 3TaHOIE.

AiumniamMu N-3TOKCHOKCAJIMJIAHTPAHWIOBOH KHC-
aotsl (IIIB). K pacteopy 1,1 1 (5 mmous) 11 B 10 mit sTa-
Hona no6asistot pacteop 0,3 r (5 MMomb) auIaMuHa B
5 Mu1 aTaHona, BelepkuBatoT npu 18 — 20 °C 30 muH, BbI-
JEUBIIMNACS 0CaZ0K OT(HUIBTPOBBIBAIOT U TIEPEKPUCTAI-
JIN30BBIBAIOT U3 3TaHona. Beixox 71 %.

Coenunenus Illa, 6, r mosry4eHbI aHATIOTUYHO.

InkiaorekcuaaMu N-IHUKJIOTeKCHUIOKCAMOUJIAHT-
panuiioBoii kucjaotel (IVa). K pacsopy 1,1 1 (5 mmonb)
II B 10 mu1 aTanona nobasisitot pacteop 1,0 r (10 MMos)
[UKJIOTEKCHIIAMHHA B 5 MJI 9TaHoMNa, KATATAT 30 MUH, OX-
JKIAIOT, BBIICIUBINUICS 0CaJOK OT(WIBTPOBBIBAIOT U
MEepPeKPUCTAITH30BBIBAIOT U3 50 % 3Tanona. Beixox 44 %.

Coenunenus 1V0, B moimydeHsl aHAIOTUYHO.

Anmunamng  N-0KCAJIMJIAHTPAHWIOBON KHCJIOTHI
(VB). K paceopy 1,1 r (5 mmozns) II B 10 Mt 3Tanona go-
Oapnsitor pactBop 0,3 r (5 MMOIb) alIMIIaMHHA B 5 M
9TaHoja, KUMATAT 30 MHH, OXJIaXXIalOT, BbIICIUBIIHIACS
0CaJloK OT(UIBTPOBBIBAIOT W IMEPEKPUCTAIUIU30BBIBAIOT
u3 3TaHoja. Beixox 46 %.

Coenunenusi Va, 0 oxy4eHbl aHAJIOTHYHO.

3KCl’l€puM€Hmaflea}l qbapmaszoeultecmﬂ uacmo

[IpoTuBOBOCHIANUTEIbHYI0 AKTUBHOCTh H3ydYald Ha
OecropoaHbIX OenbIx Kpbicax maccor 180 —220 r Ha mo-
JICTI KapparcHUHOBOTO OTeKa Jamnbl. Mccmemxyemsre coe-
JUHEHUS B 03¢ S0 Mr/kr [3] W mpemapar cpaBHEHHUS OPTO-
¢en B noze 10 mr/kr (E/l5,) BBOOMIN BHYTPHOPIOMIMHHO
(B/6) B Buze B3BeCH B 2 % KpaxMasbHOW ciu3u 3a 1 4 10
BBEJICHUS KappareHuHa. BenuuuHy BocnanuTeNbHOW pe-
aKIMY OIICHUBAJIN OHKOMETPHUYECKH 110 M3MEHEHHIO 00be-
Ma BOCIIAQJIEHHOW KOHEYHOCTH uepe3 4 4 1ocie BBEICHUs
0,1 ma 1 % BomHoro pactBopa kapparenuna [3]. Ha uc-
CJICIOBAHHE KAXKIOTO COCMHEHUS U KOHTPOIBHOTO OMBITA
HCITONIb30BAJIH 110 5 KUBOTHBIX.

VYV naubonee aktuBHOTrO coeauHenwus B ompeneneHa
OCTpasi TOKCHYHOCTh Ha OeJbIX MBIIIax Maccoi 17 —22r
MIPU OJJHOKPATHOM BHYTPHUOPIOIIMHHOM BBEIIEHHH COCIH-
HEHUsI C y4eTOM THOEITH )KUBOTHBIX B TeueHHe 24 4 [4].

Pe3ynbrarel onbITOB 00padaThiBaIk CTATUCTHYECKH [S].

Xumuko-papmanesruyeckuii :kypHaia. Tom 38, Ne 10, 2004



Tabnuma 1

DU3UKO-XUMHYECKHE KOHCTAHThbI, MIPOTUBOBOCHATUTE/IbHAA AKTUBHOCTb U OCTPAasi TOKCUYHOCTH 3aMEIIEHHBIX aMHU/10B N-auu.ﬂaHTpa-

HHJIOBBIX KHCJIOT

IIpupocT oTeka cTombl TNy, Mr/kr npa B/6

Coenunenue Beixon, % T.a, °C BpyTTo-popmyna 110 CPaBHEHUIO C
HCXOJHBIM 00beMOM, % BBEE/ICHUH MEIIIaM
1 75 182 -183 C1H;NO; 109,5 + 10,50
1I 69 122 -124 Cy;HgNO, 91,3 +9.,60
IIla 60 225-226 Cy7H»N,0, 98,4 £ 8,90
1116 43 133 - 135 C6H2oN,04 141,8 £ 10,20
118 71 119-121 Cy4H4N,O, 25,6 + 3,60 2000 (1695 —2360)
HIr 48 90 -92 Cy¢HsN;0y4 144,2 £9,70
IVa 44 208 —209 C,1HyoN;05 117,7 £ 10,10
I 35 156 — 158 Cy7H;N;0; 129,6 + 9,60
IVs 42 186 — 188 Cy3H7N;0; 49,9 £2.30
Va 26 120 - 122 C3H5N;05 101,8 + 6,80
Vo6 33 170 - 172 Cy;H;,N,05 113,9 + 7,80
VB 46 170 -171 C,H,N,04 111,4 +£8,70
KonTpoms 2 % KkpaxMasipHas CIIN3b 123,0
Oproden 55,2 + 7,60%* 74,0 (48,8 — 124,8)
* p <0,05 110 cpaBHEHHUIO C KOHTPOJIEM.
TaGunuma 2
Jannbie UK-, [IMP- 1 Y®-cnekTpoB no1y4eHHbIX COeJHHeHHit
(:;Z‘;'l UK-criextp, 8., cM ! MMP-criextp, (CD;),S0, 8, M.1. Y®-cnexrp(C,H;OH), 8., um, (Ig &)
1 3290, 1735, 1680, 1590, 1540, 1,3 (1, 3H, CHy); 4,33 (M, 2H, CH,); 7,00 — 8,77 234 (4,25) 274 (4,18) 302 (4,18)
1470, 1270 (M, 5H, Ar H, NHCO); 12,7 (c, 1H, OH)
Ila 3260, 1690, 1620, 1580, 1520, 1,23 (1, 3H, CH;3); 4,23 (M, 2H, CH,); 0,77 — 2,0 (M, 222 (4,98) 258 (4,66) 300 (4,41)
1450, 1280, 1180, 1040 11H, muknorekcun); 6,65 — 8,75 (m, SH, Ar H, NHCO);
12,36 (¢, 1H, CONH)
1116 3330, 1660, 1620, 1510, 1450, 1,47 (1, 9H, 3CHj;); 3,2 (M, 7H, 3CH,, CH);
1310, 1050 6,83 —9,23 — 8,75 (M, 5SH, Ar H, NHCO); 12,47
(c, 1H, CONH)
I8 3290, 1725, 1640, 1600, 1530, 1,3 (1, 3H, CHy); 3,77 — 4,63 (M, 4H, 2CH,); 5,2 (1, 2H, 222 (4,92) 258 (4,64) 300 (4,39)
1460, 1380, 1300, 1190 =CH,); 5,47 - 6,2 (1, 1H, =CH); 6,63 — 7,80 (M, Ar H);
12,8 (¢, 1H, CONH); 8,53 (c, 1H, CONH)
IVa 3340, 1650, 1570, 1450, 1370, 1,46 (M, 20H, 10CH,); 3,53 (1, 2H, 2CH); 6,93 — 9,23 230 (4,49) 266 (2,14) 296 (4,19)
1340, 1280, 1060 (M, 6H, Ar H, CONH); 12,30 (yur.c., 1H, NHCO)
IV6 3290, 3180, 1665, 1620, 1530, 3,5 (m, 16H, mopdonuin-2); 6,8 — 7,7 (M, Ar H); 10,46
1460, 1380, 1280, 1250, 1190, 1120  (ym.c., IH, CONH)
IVe 3460, 3320, 1670, 1580, 1520, 3,4 (m, 8H, 4CH,); 4,65 (1, 2H, 20H); 6,96 — 9,0 (M, 226 (4,68) 258 (4,31) 296 (4,16)
1450, 1300, 1230, 1080 6H, Ar H, 2CONH); 12,62 (yurc., IH, NHCO)
Va 3340, 3570, 1680, 1640, 1580, 3,3 (¢, 8H, 4CH,); 4,95 (1, 2H, =CH,); 5,58 (1, 1H,
1510, 1445, 1360, 1300, 1200, 1120 =CH); 6,62 — 9,13 (m, SH, Ar H, CONH); 12,2 (yur.c.,
1H, CONH); 14,17 (c, 1H, OH)
Vo 3520, 3350, 1670, 1630, 1580, 3,36 (c, 4H, 2CH,); 6,8 — 9,06 (M, SH, Ar H, CONH); 226 (4,22) 276 (4,02) -
1560, 1450, 1380, 1220, 1200, 1180 14,35 (c, 2H, 20H); 12,27 (ymr.c., 1H, NHCO)
Ve 3360, 1750, 1690, 1650, 1550, 3,67 (c, 2H, CH,); 6,8 — 9,06 (M, 5H, Ar H, CONH); 230 (4,57) 270 (4,37) -

1450, 1380, 1300, 1220, 1190 14,35 (c, 2H, 20H); 12,27 (yw. c., 1H, NHCO)

YCTaHOBIEHO, YTO CPElId CUHTE3MPOBAHHBIX BEIIECTB
OTYETIIMBOE TPOTHUBOBOCIIAIUTEIHHOE IEHCTBUE OKa3bIBa-
foT Jintib coeaurenus I u IVB (Tabi. 1).
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