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CUHTE3, NPOTUBOBOCHNAJIUTENIbHAA U AHAJNIbIETUYECKAA
AKTUBHOCTb COEAWHEHWUNA, MONYYAEMbIX PELIUKITU3ALIMEN
3-MMUHO-(3H)-®YPAHOHOB-2 NOA OEUCTBUEM
3AMELUEHHbIX TMOPA3UHOB

' Mepmckuit rocyapCTBEHHbIN YHUBEPCUTET,

2 HUKM BaKLUVMH u cbiBopoTok npu HIMO “Buomen”, MNepmb.

6-Apuin-4-(1,5-numernn-3-okco-2-penunn-2,3-nuruapo- 1 H-nupaszon-4-wnumuHo)- 1,4-auru -
po-2H-nupuna3un-3-ousl u 4-[2-apuii-1-(2,4-TUHUTPOGECHUIAMUHO)-2-0KCO- 1 ,2- TUTUAPOTINP-
poi-3-wnuaeHaMuHo - 1,5-aumeTnn-2-penun-1,2-inruaponupaso-3-oHbl  ObUIH  CHHTE3HPO-
BaHbl peuukmuzanuen 1,5-mumerwi-4-(5-apui-2-okcodypan-3-mmaeHamMuno)-2-henmi-1,2-
JIUTHAPOITUPA30JI-3-0HOB TI0/ ACHCTBUEM 3aMELICHHBIX THIpa3uHOB. CHHTE3HMPOBAaHHbBIE COE-
JIUHEHUS 00J1a1at0T cJ1a00i aHAJIbreTHYECKON M POTUBOBOCIAIUTEIBHON aKTHBHOCTBIO.

CoenuHeHHs, coliepKaiiue B CBOel CTpykType ¢par-
MeHT 3-umuHO-(3H)-dypaH-2-0Ha, MpeCTaBICHB HEMHO-
TOYMCIICHHBIMU puMepaMu ux nomydenus [ 1 — 3]. Xumu-
YECKHEe CBOMCTBA JIAHHOTO KJIACCA COCTUHEHHM MpaKTHIe-
CKHU HE U3Y4YEHBI, 10-BUJUMOMY, U3-32 OTCYTCTBUS HaJEXK-
HBIX METOIOB CHHTE3a JTHX BemlecTB. Panee Hamm ObLI
MIPEUIOKEH MPOCTON MyTh CHHTE3a psAaa N-3aMeleHHbIX
3-umunO-(3H)-pypan-2-0HOB, peakiueld BHYTPHUMOJICKY-
JSApHOW 1MKiM3auuu  N-3aMeleHHbIX — 4-apuil-2-aMu-
HO-4-0KCO-2-0yTE€HOBBIX KHCIIOT IOJ] IeHCTBUEM YKCYCHO-
ro auruppuna [4]. Coemmnenus | — 1,5-numernn-4-
(5-apwi-2-okcodypan-3-mwimaeHaMuHO )-2-hermi-1,2-1u-
TUIIPONUPa30i-3-0Hbl, ONMCaHHbIE B padote [4], UMEIOT B
CBOCU CTPYKTYpe JiBa TIeTepOLHMKINYEecKHX (parmenra.
OnuH (hparMeHT — NUPa3oNIbHBIN (4-aMUHOAHTUITUPUHO-
BbIif) — CTaOWJIBHBIN TeTEPOLMKII, TO3BOJIAIOLINA MPO-
THOZMPOBATh JIJIsl COAEPIKAIIMX €r0 COSIMHEHUN Haln4ne
MIPOTUBOBOCTIAJIUTEILHON U aHAJIBIETHUECKON aKTHUBHO-
ctu [5]. BTopoii — ¢ypaHOBBIil TaOUITBHBIN TeTEPOIHKIL,
Ha OCHOBE KOTOPOTO BO3MOYKHO MOCTPOCHUE IPYTUX reTe-
POLIMKINYECKUX cucTeM. [IpencTaBisiino HHTepec U3yInTh
MpeBpalieHre coeMHEHnH | B peakiusx ¢ 3aMeneHHbIMU
THIIPa3MHAMU C 1eNTbI0 MOAU(PHUKAIINU (DYPAHOBOTO ITHKIIA
Y CHHTE3a HOBBIX T€TEPOIMKINIESCKUX CUCTEM, COJIepKa-
IUX B CTPYKType 4-amuHOaHTUNIUPUH. Panee penmkimsa-
s (hypaHOBOTO IIUKIIA OblIa OCYIIECTBIICHA HA TIpUMEpE
MIPEBpaIIeHUs C THAPA3HHAMH OJIM3KHX IO CTPYKType
4,5-mu3amerneHHbIx Gypan-2,3-muoHoB [6, 7] U 3-MeTH-
nen-(3H)-¢pypan-2-onos [8].

Hamu Obiio ycranoBieno, uro 1,5-gumernn-4-(5-
apui-2-okcodypan-3-minaeHaMUHO )-2-(heHu- 1,2-nuru;i-
pomnupasoin-3-oHsl la — 1 pearupyroTr ¢ MeTHI-, 3TUII-, (e-
HWI-, 2,4-TUHATPOGEHIITHIPA3UHAME TIPU SKBUMOJISIP-
HOM COOTHOILIGHUH PEareHTOB B Cpelle MHEPTHOTO ampo-
TOHHOTO PACTBOPUTEINS MPH KOMHATHOW TeMmIieparype ¢
oOpazoBanueM 6-apui-4-(1,5-aumerunin-3-okco-2-heHu-
2,3-muruapo- 1 H-nmupazon-4-unumuno)- 1,4-aurunpo-2H-
nupuaasul-3-oHoB Ila — H.

Coenuuenus 1la — H — OecIBETHBIC KPUCTAJUTHICCKUE
BEIIECTBA, IIOJIy4eHHbIE ¢  BbIxogamum 24 —92 %
(cm. Tabm. 1). B cnekrpax SIMP 'H coemunenuii Ila — M
OTCYTCTBYET CHHIJIET METHHOBOTO mpotona C*H-rpyrist
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(hypaHOBOTO IMKJIa UCXOAHOTO coenurenus I mpu 7,70 —
7,79 M.A. M TIOABISETCS CHUHIVIET METHHOBOTO MPOTOHA
C°H nupugasuHoBOro IuKiaa B oomacta 6,40 — 6,54 m..,
currner NH-rpymnmsl B o6nactu 7,64 — 7,94 m.1., a Takxke
cuUTrHaIBI IPOoTOHOB 3aMectuteneit R. B MK-crexkrpax co-
enuHeHui 11 npucyTcTByeT ABE NOJI0CH NOIVIOIEHUS JIaK-
TaMHBIX KapOOHMJIBHBIX TPYIIT TETCPOIMKIOB B o0macTu
1690 — 1672 cm~! m 1653 — 1638 cm~! u mcueszaer mono-
ca TIOTIOMICHWsS JIAKTOHHOTO KapOoHWIa B 00JacTH
1785 - 1780 cm !, xapakrephas JUId COEIUHEHHH I
(cMm. Tabm. 2).

ObpazoBanue coenuuenuit 1 mpoucxoaut, BEposTHO, B
pe3yabrare JCHHKIN3anul (ypaHOBOTO LUKIA BCIEICT-
Bue paspeiBa cBs3u O-C? mocie arakd MepBUYHON aMu-
HOTpPYMIBI TrapasuHa Ha arom C? (ypaHoHa ¢ o6pa3oBa-
HUEM npomexyTouHoro unrepmenuara (M). Iocnennwuii,
M0-BUJMMOMY, LUKIIM3YETCS B pe3ylibTaTe aTaKkd BTOPUY-
Hoil amuHorpynnsl — NHR Ha atom ymiepoma rpymnmsl
C*=0 c oTHIEIIIEHHEM BOIBI.

Tab6numa 1
Boixoanl u Temneparypsl miasiaenus coequnenni 11 n 111

Ne Brixon, % t..» °C (pacTBOpUTEID)
Ila 86 137 — 138 (Tomyomn)

116 84 211 — 212 (tomyomn)

1B 88 220 — 221 (Tomyou)

IIr 82 236 — 237 (Tomryom)

1In 78 234 — 244 (Tomyou)

Ile 92 174 — 175 (Tomyoun)

1k 78 190 — 191 (Tomyom)

113 88 152 — 153 (Tomyomn)

In 74 189 — 190 (Tomyour)

1Ix 76 198 — 199 (Tomyom)

1l 64 287 — 289 (aunoxcaH)

IIm 29 199 — 201 (aueToHuTpMI)
Uk 24 198 — 199 (aneTonnTpmI)
Ila 50 271 — 272 (aueToHUTPHII)
1116 49 291 — 292 (Tomyou)

111 56 293 — 294 (Tomryom)

1r 61 306 — 307 (Tomyomn)

I 54 310 — 312 (Tomyou)
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CnekTpajbHble XapakTepucTuku coequnennii 11 n 111

Tabnuma 2

CoennHeHune

UK-cnextp, v, cM -1

SMP 'H, 8, m.x.

JIE

3285 (N-H), 1678, 1653 (C=0), 1640, 1610 (C=C,
C=N)

116 3280 (N-H), 1678, 1653 (C=0), 1640, 1608 (C=C,
C=N)

Is 3262 (N-H), 1690, 1653 (C=0), 1609 (C=C, C=N)

Ir 3285 (N-H), 1674, 1652 (C=0), 1640, 1603 (C=C,
C=N)

1lx 3272 (N-H), 1680, 1649, 1605 (C=0), (C=C, C=N)

Ile 3250 (N-H), 1680, 1648, 1607 (C=0), (C=C, C=N)

Ix 3270 (N-H), 1676, 1638 (C=0), 1607, 1568 (C=C,
C=N)

13 3270 (N-H), 1679, 1640, 1610 (C=0, C=C, C=N)

IIn 3280 (N-H), 1678, 1642 (C=0), 1608 (C=C, C=N)

Ik 3283 (N-H), 1672 (C=0), 1637 (C=0), 1601 (C=N,
C=C)

I 3275 (N-H), 1670, 1642 (C=0), 1600 (C=N, C=C)

M 3453 (N-H), 1651 (C=0), 1609, 1593 (C=N, C=C)

11 3457 (N-H), 1674, 1638 (C=0), 1610 (C=N, C=C)

Illa 1701, 1681 (C=0), 1609, 1589, 1562 (C=N, C=C)

1116 1697, 1670 (C=0), 1612, 1593 (C=N, C=C)

Ils 1697, 1674 (C=0), 1605, 1593, 1538 (C=N, C=C)

IIr 1697, 1674 (C=0), 1612, 1593 (C=N, C=C)

Ilin 1701, 1674 (C=0), 1610, 1593 (C=N, C=C)

2,27 (¢, 3H, C-CH,), 3,15 (¢, 3H, N-CH,), 3,79 (¢, 3H, N-CH3), 6,46 (c, 1H,
CH), 7,5 (10H, Ar), 7,84 (c, 1H, NH)

2,25 (¢, 3H, C-CHj), 2,36 (¢, 3H, C-CHy), 3,17 (c, 3H, N-CH;), 3,8 (c, 3H,
N-CH,), 6,42 (c, 1H, CH), 7,35 (M, 9H, Ar), 7,64 (c, 1H, NH)

2,27 (¢, 3H, C-CH,), 3,15 (¢, 3H, N-CH3), 3,79 (¢, 3H, N-CH3), 3,82 (c, 3H,
0-CH,), 6,41 (c, 1H, CH), 7,45 (v, 9H, Ar), 7,64 (c, 1H, NH)

2,27 (¢, 3H, C-CHj), 3,22 (¢, 3H, N-CH,), 3,8 (¢, 3H, N-CH,), 6,44 (c, 1H,
CH), 7,5 (m, 9H, Ar), 7,73 (c, 1H, NH)

2,24 (c, 3H, C-CH;), 3,18 (c, 3H, N-CH,), 3,8 (¢, 3H, N-CH,), 6,42 (c, 1H,
CH), 7.45 (m, 9H, Ar), 7,74 (c, 1H, NH)

1,40 (1, 3H, C-CH3), 2,24 (¢, 3H, C-CH,), 3,15 (c, 3H, N-CHy), 4,24 (x, 2H,
CH,), 6,44 (c, 1H, CH), 7.5 (m, 10H, Ar), 7,84 (c, 1H, NH)

1,45 (1, 3H, C-CHy), 2,24 (¢, 3H, C-CH,), 2,37 (¢, 3H, C-CH3), 3,17 (c, 3H,
N-CHy), 4,24 (x, 2H, CH,), 6,40 (c, IH, CH), 7.4 (v, 9H, Ar), 7,65 (c, 1H,
NH)

1,43 (1, 3H, C-CHy), 2,25 (c, 3H, C-CH,), 3,16 (c, 3H, N-CH,), 3,82 (c, 3H,
0-CH,), 4,24 (x, 2H, CH,), 6,44 (c, IH, CH), 7,4 (, 9H, Ar), 7,75 (c, 1H,
NH)

1,40 (1, 3H, C-CHy), 2,25 (¢, 3H, C-CHy), 3,16 (c, 3H, N-CHj), 4,24 (x, 2H,
CH,), 6,44 (c, I1H, CH), 7.5 (m, 9H, Ar), 7,75 (c, 1H, NH)

1,45 (1, 3H, C-CHy), 2,25 (¢, 3H, C-CHy), 3,16 (c, 3H, N-CHj), 4,25 (x, 2H,
CH,), 6,43 (c, IH, CH), 7.5 (m, 9H, Ar), 7,68 (c, 1H, NH)

2,27 (c, 3H, C-CH,), 3,19 (¢, 3H, N-CHy), 6,54 (c, 1H, CH), 7,5 (v, 16H, Ar),
7,94 (c, 1H, NH)

2,12 (c, 3H, C-CH3), 2,39 (c, 3H, C-CH,), 3,11 (c, 3H, N-CH3), 7,81 (c, 1H,
CH), 7.8 (M, 12H, Ar), 9,89 (c, IH, NH)

2,15 (¢, 3H, C-CH,), 3,19 (¢, 3H, N-CH3), 6,31 (c, 1H, CH), 7,4 (m, 13H, Ar),
14,35 (c, 1H, NH)

2,15 (¢, 3H, C-CH,), 2,41 (¢, 3H, C-CH,), 3,12 (c, 3H, N-CH3), 6,22 (c, 1H,
CH), 7,3 (m, 12H, Ar), 14,45 (c, 1H, NH)

2,15 (¢, 3H, C-CH,), 3,21 (c, 3H, N-CH,), 3,82 (c, 3H, O-CHy), 6,19 (c, 1H,
CH), 7,3 (m, 12H, Ar), 14,42 (c, 1H, NH)

2,19 (¢, 3H, C-CH;), 3,23 (¢, 3H, N-CH3), 6,32 (c, 1H, CH), 7,4 (m, 12H, Ar),
14,42 (c, 1H, NH)

2,19 (¢, 3H, C-CHj), 3,23 (¢, 3H, N-CH,), 6,30 (c, 1H, CH), 7,45 (m, 12H,
Ar), 14,42 (c, 1H, NH)

[Tpu B3anmogneticTBuu (ypanonos 10, B ¢ 2,4-gunuTpO-
(henunruapazuHoM coearHeHus [Im, H BBIJICNICHBI C BBIXO-
namu 29,24 % coorBerctBeHHo. Coenunenus Il B peak-
K GypaHoHOB la, T, 1 ¢ 2,4-TUHUTPODCHUITHIPA3HHOM
TaKke obpasyrorcs, cyas mo paHabM TCX, HO B MHHOp-
HBIX KonmdecTBaX. OCHOBHBIMH MPOAYKTAMH PEAKIIHU SIB-
astercst  4-[2-apui-1-(2,4-muHNTpod eHIIIaMIHO )-2-0KCO-
1,2- muruaponuppon-3-winaeHaMuHO |- 1,5-numetnn-2-de-
HuI-1,2-purunponupason-3-ounst la — 1.

Coenunenns [l — okpaleHHble B TEMHO-KPACHBIHA
LBET KPUCTAJUIMYECKHUE BEILIECTBA, MOJYYEHHBIE C BBIXO-
namu 49 — 61 % (cm. Tadm. 1). B crekrpax SIMP 'H coe-
nuaeHui III oTCyTCTBYET CHMHIVIET METMHOBOIO MPOTOHA
C*H-rpymimsl  (pypaHOBOTO IMKJIA HCXOJHOTO COEHMHE-
Hus [ ipu 7,70 — 7,79 M., ¥ IOSIBIISIETCST CHHTIIET METUHO-
Boro mporoHa C*H mHppONOHOBOTO NHKIA  TIPH
6,19 —-6,32 m.1.,, cuarmer mnporona NH-rpymnmer npu
14,35 — 14,45 m.7., a Takke 3 my0iieTa MpoTOHOB B o0ac-
™ 8,2 — 9,1 M.II., XapaKTepHBIX I 2,4-THHATPO(DESHUITb-
Horo 3amecturens. B UK-cnekrpax coennnenwuii [11 mpu-
CYTCTBYET JBE MOJOCHI MOIVIOMIEHHUS JIAaKTaMHBIX KapOo-
HUJIBHBIX TPYII TeTeporukioB B oomactu 1701 — 1697 u
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1681 — 1670 cm~ !, 1 mcuesaer mosoca MOIIOLIEHUS JIAK-
TOHHOIO KapOOHMJIA, XapaKTepHas Uil COoeluHEeHHH |
(cm. Taom. 1).

Ob6paszoBanue coequHenuit [ mpoucxomuT, BEpOsSITHO,
BCJIEJICTBHE IIUKIIN3ALIUN HHTEPMEIaTa B pe3yiibTaTe ara-
k4 anmupoBaHHoi amuHorpynnsl — NHCO Ha atom yr-
nepopa rpymbsl C*+=0, conpoBoKIArONIEHCS OTIIETIIEHH-
€M BOJIbI, YTO MOXET OBITH O0OBICHEHO HATUYHNEM Ipu BTO-
PUYHOM aTtoMe a30Ta 2,4-THHUTPO(PEHUIFHOTO 3aMECTH-
Tesst, 00JaaloNIero CHUIIBHBIMU 3JIEKTPOHOAKIICTITOPHBI-
MH CBOMCTBAMH.

3KcnepuMeHmaﬂbHaﬂ Xumuveckas 4acniv

HK-cnekTps! 3amucansl Ha npudope PCM-1201 (Poc-
cusi), UR-20 (I'JIP) B macte B Ba3eTMHOBOM MacJjie U B Ta0-
nerkax KBr. Cnexrpel SIMP 'H 3amucanbl Ha mpubope
Bruker DRX500 (SF =500,13 MI'm) 8 DMSO-d,, BHYT-
pennuii crangapt — I'MJIC. XuMudeckyro 4UCTOTY coe-
JMHCHUH W TPOTEKaHHWE PEaKIUu KOHTPOJIUPOBAIH METO-
nom TCX na mractunax “Silufol 254UV” B cucteme adup
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C6H5 (a), 4-CH3C6H4 (6), 4-CH3OC6H4 (B), 4-C1C6H4 (F), 4-BI'C6H4 (H)

II: R= CH3, Ar= C6H5 (a), 4-CH3C6H4 (6), 4-CH3OC6H4 (B), 4-C1C6H4 (T), 4-BI'C6H4 (Z[), R= C2H4, Ar= C6H5 (e), 4-CH3C6H4 ()K), 4-CH3OC6H4 (3), 4-

C1C6H4 (I/I), 4-BI'C6H4 (K), R= C6H5, Ar=

— Oenszon — arieroH, 10:9:1. /laHHBIE 27IEMEHTHOTO aHa-
JM3a YAOBJIETBOPSIOT BHIYUCICHHBIM 3HAYSHUSM.

4-(1,5-Inmetnia-3-okco-2-penni-2,3-guruapo-1H-
NMpa3oi-4-uauMHuH0)-1,6-MeTnI-6-pennii-1,4-nurua-
po- 2H-nupugasun-3-on (Ila).

K pacteopy 3,591 (0,01 moinp) dypanona Ia B 10 mu
6e3BoaHOrO TONTyoua npubasistor 0,46 r (0,01 Moib) Me-
THITHAPA3MHA, BBIIABIINA OCAJOK OT(IIBTPOBBHIBAIOT.
Brixon coemmuenust [1a 3,3 r (86 %).

Coenunenus 116 — k moryueHbl aHAIOTHYHO.

4-(1,5-Inmetnia-3-okco-2-penna-2,3-guruapo-1H-
nupa3zon-4-uiaumMmuHo)-1,6-nudennn-1,4-gpurugpo-2H-
nupugaasu-3-on (IL).

Pacteop 3,591 (0,01 monb) ¢ypanona la u 1,08 T
(0,01 momp) ermnruapasraa B 10 Mt 6€3BOHOTO TOITYO-
Jla HarpeBaroT B TeUEHHUe 3 4, yNaJsoT PacTBOPUTENb U
MePEKPUCTAIUIN30BBIBAIOT U3 AMOKCaHa. Bvixon coenune-
Hus 1l 2,8 T (64 %).

4-[1-(2,4-JunutpodeHnIaMuHo)-2-0Kco-5-(4-MeTUJI-
(ennn)-1,2-qurugponuppoii-3-wimaeHamunol-1,5-nqu-
MeTHJI-2-penni-1,2-quruaponupason-3-oxu (1110),
4-(1,5-mumeTni-3-okco-2-penna-2,3-muruapo-1H-nu-
pa3oa-4-mimmMuHo)-1-(2,4-1nHuTpodeHnN)-6-(4-MeTHII-
(pennn)-1,4-qurugpo-2H-nupunasun-3-on (Ilm).

Pacteop 3,731 (0,01 monb) ¢ypanona 16 m 1,98 T
(0,01 momp) 2,4-nuHUTpOdeHMATHAPasuHa B 10 Mir Ge3-
BOJIHOTO TOJIyOjla HarpeBaloT B TeUeHHE 3 4, BBINABIIMN
OCTaTOK OT(UIBTPOBBIBAIOT. Beixonm coenuHenus 116
2,71 (49 %). @unbsrpar ynapuparoT U NEpEeKpUCTAIIU30-
BBIBAIOT U3 alleTOHUTpPUIIA, oTy4ast coeaunenue [Im. Bei-
xon coenuuenust [Im 1,6 T (29 %).

Coenunenus Illa, B — 1 u 110 momyueHsI aHAIOTHYHO.

DxcnepumenmanbHas hapmaxkoioSutecKas uacmy

IIpoTuBOBOCIIATUTENBHOE AEHCTBHE U3ydalld HA MOJIE-
JH OCTPOTO BOCIIAJHTEIBHOTO OTEKa, BBI3BAHHOTO CYO-
wiantapasiM BBegeHueM 0,1 ma 1 % BogHOro pacrsopa
KapparcHHHA B 33/IHIOIO JIaITy ONBIX OeCHOPOTHBIX KPBIC
oboero nosa maccoit 170 — 200 1 [9]. O6beM cTOIbI H3Me-
pAIM OHKOMETPUYECKH JI0 U Yepe3 2 U 4 4 mocje BBeJe-
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C6H5 (J'I), R= 2,4-(N02)2C6H3, Ar= 4-CH3C6H4 (M), 4-CH3OC6H4 (H)

Hus KappareHuHa. O IpOTHBOBOCHAIUTEIILHOM JIeHCTBUN
CYIWJIM TIO CTEIIeHU TOPMOXEHHUsl oTeka (B %) B cpaBHe-
HUU ¢ KoHTpoJieM (2 % kpaxmaibHas ciu3b). CoequHeHne
BBOJIWJIA BHYTPHUOPIOIIMHHO B 7103€ 50 MI/KT B BUJIE B3Be-
cH B 2 % KpaxMaJbHOW ciu3u 3a | 9 10 BBeneHus ¢ioro-
TeHHOro areHTa. KakIioe COCTUHEHWE WCIBITHIBAN Ha

Tabnuma 3

AHaJibreTH4YecKasi akKTHBHOCTDb MCCJIEIOBAHHBIX COeIMHEHUIT

Bpems HacTyIuIeHHs 000pOHHTENBEHOTO pediiekca, ¢,
II0CJI€ BBEJICHUSA COCIMHCHHUS Yepe3

Coenunenue
30 MuH 60 MuH 120 MuH
116 14,5 + 1,28 18,2+ 1,93 14,3+ 1,97
»<0,001 <05 p<0,1
s 10,7+ 1,23 122 +2,1 10,5 + 1,38
p <0,05 p>0,25 <05
lr 16,5 + 1,08 15,5+0,92 13,2+ 1,54
»<0,001 p>0,002 p>0,1
Ile 12,5+ 1,99 12,8 £ 1,76 13,7+ 1,47
p <0,05 p>0,1 p>0,05
Ik 13,5+ 1,74 16,0 £+ 1,46 16,0 + 1,49
p>0,01 <001 <001
113 10,2 + 1,81 11,2+ 1,74 14,2+ 1,74
p<0,25 <05 p>0,02
[n 18,0 + 4,27 15,3 £2,36 15,7+ 1,41
»<0,001 p>0,05 <001
1Ix — — —
[Mla 15,7+ 1,47 13,8 £2,05 21,7+1,38
p<0,001 p<0,01 »<0,001
1116 9,6 +1,88 10,0 £ 1,14 8,6 £1,07
p>0,25 p<0,5 p<0,5
Is 7,9+1,02 10,0 + 1,20 9,5+0,52
p<0,5 p<0,5 p<0,5
MlIr 9,7+1,58 13,0+ 1,82 13,8 + 1,55
p<0,25 p>0,1 p>0,05
M 11,7+ 0,88 10,0 + 1,59 12,8 + 1,64
p>0,01 p<0,5 p<0,25
AHanbrun 13,1 +£0,9 12,8+ 1,9 16,3 +3.,0
p<0,01 p <0,05 p<0,1
Konrpoib (2 % 7,5+0,72 9,5+1,23 10,0 + 1,00
KpaxmMajbHas
CJIN3b)

11 puMedaHUuC:p— TOCTOBEPHOCTH 10 OTHOIIECHUIO K KOHTPOJIIO.




5 %uBOTHBIX. [Ipenaparom cpaBHEHHUS CIIy>Kuil OpTodheH
(10 mr/kr).

AHaIBreTHYECKYI0 aKTUBHOCTD OTIPECIIUTH Ha OecIo-
POIHBIX MbIIax 000ero moya maccoi 16 —22 r mo mero-
Juke “ropsyast miactuHka” [10]. Mccnenyemble BemecTBa
BBOJIMJIM BHYTPUOPIOIIKMHHO B 1103€ 50 MI/KI B BUJIE B3BE-
cu B 2 % kpaxmanpHOU ciu3u 3a 30 MUH 10 TOMEIIECHUS
JKUBOTHBIX Ha Topsdyro IuracTuHKy. [lokazaremem Goie-
BOW YyBCTBUTEIBHOCTH CIYKHJIA JUIUTCIBHOCTH MPEOBI-
BaHUS MbILIEH Ha ropsdel IMJIacTUHKE 10 HAaCTYIJICHUS
000opoHUTENBHOTO 3 (dekTa — OOIM3BIBAHKS 3aIHUX Jia-
nok. Kaxxzoe coeanHeHne UCHBbITHIBAIM Ha 6 dKUBOTHBIX.
IMpenaparomM CpaBHEHHs CIyKWJI aHaubruH (93 Mr/kr).
CraTtucTHUecKylo 00paboTKy MPOBOAMIN C HCIOJIB30Ba-
HueM f-xkpurepusi Cteionenta [11].

VceranosieHo, uto coequnenus 116 — k, coueraroniye B
CTPYKType MUPA30JIbHBIA W MUPUIA3UHOBBIA LUKJIBI, a
takke coenuHenus Illa, O, T, 1, UMerolUEe B CTPYKTYpE
[UPA30JIbHBIA M IUPPOJIBHBIA T€TEPOLUKIBI, B J03€
50 Mr/Kr BHYTPUOPIOIIMHHO TIPAKTHYECKU HE MPOSIBIISIIOT
NIPOTUBOBOCTIAJINTENBHON aKTUBHOCTH. BmecTe ¢ TeM, co-
emnHenus 110 —x u Illa oOka3pIBalOT aHAIBIETUYECKOE
nerctue (Tadm. 3).
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SYNTHESIS ANALGETIC AND ANTIINFLAMMATORY ACTIVITIES
OF THE COMPOUNDS OBTAINED BY RECYCLIZATION
OF 3-IMINO-3(H)-FURANONES-2 WITH SUBSTITUTED HYDRAZINES

A. E. Roubtsov', N. V. Kovylyaeva®, V. V. Zalesov'

! Perm State University
% Scientific Company “Biomed”, Perm

6-Aryl-4-(1,5-dimetyl-3-ox0-2-phenyl-2,3-dihydro-1H-pyrazol-4-ylimino)-1,4-dihydro-2H-pirydazine-3-ones and 4-[4-aryl-1-(2,4-dinitrophenylamino)-2-
oxo-1,2-dihydropyrol-3-ylidenamino]-1,5-dimetyl-2-phenyl-1,2-dihydropyrazol-3-ones were synthesized by recyclization of 1,5-dimetyl-4-(5-aryl-2-oxofu-
ran-3-ylidenamino)-2-phenyl-1,2-dihydropyrazol-3-ones with substituted hydrazines. Most compounds exhibit but not antiinflammatory analgetic activity.

16

Xumuko-papmanesTuueckuii xKypnaia. Tom 2005, Ne 1, 2005





