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[UKJIN3ALINA
N-(1-XJIOP-2,2,2-TPUT AJIOTEHD THJIAIEH)-O-METHUJIYPETAHOB
C 5-AMHHO-3-METHWJIN30KCA30JIOM
U 3-AMHHO-5-METHJIN30KCA30JI0M

N-(1-Xn0p-2,2,2-TpuranoreHsTrimaeH)-O-MeTHTypeTanbl  TUKIN3YIOTCI € 5-aMHHO-3-Me-
THJIM30KCA30JI0M U 3-aMUHO-5-METHIM30KCa30JI0M C 00pa30BaHHEM, COOTBETCTBEHHO, O-TpHTa-
JIoreHMeTHIm30Kca3ono[5,4-d|mupumunun-4(SH)-onoB u  2-tpuranorenmernin-4H-u3okcasoino-
[2,3-a]-1,3,5-Tpua3un-4-oHOB.

KioueBbie cioBa: 5- u 3-aMuHOM30Kca3oibl, N-(M30kca3zoimn)-N'-MeTOKCHKapOOHHII-
aMHUJIUHBI, 6-TPUTAIOTCHMETHIN30KCca30710[5,4-d |\nupumunua-4(5SH)-oHb1, 2-TpHraqoreHMEeTHII-
4H-u3o0kcazono(2,3-al-1,3,5-rpuazun-4-oner, N-(1-x70p-2,2,2-TpUTanoreH3TuiuaeH )-O-MeTri-
YpeTaHbl, IUKIH3ALIHS.

Panee [1, 2] mbr mokazamm, uto N-(1-xm0p-2,2,2-TpHUranoreH3TiimaeH)-0-
MeTiTypeTansl 1a,b sBisoTcst yIoOHBIMU CHHTE3-0JIOKaMU T KOHCTPYHPOBAHHS
TPHUTAIOT€HMETHIICOIEPKAIINX KOHIECHCHPOBAHHBIX MUPUMHUAMHOBBIX CHCTEM.
B uvactHOCTH, peakuueit yperanoB 1 ¢ apuiaMUHAMU MOJYy4YEHBI 2-TPUTaloTreH-
METHIXHHA30JI0HBI-4 [1], a ¢ 2-amMrHOTHO(MEHAMH — 2-TPUTAIOT€HMETHII-3,4-1T1-
ruapoTueHo|2,3-d|mupumunana-4-oubl [2]. [Ipomomkas HadaTele UCCIICIOBAHMS
C IENBI0 aHHETUPOBAHUS HM30KCA30JbHOTO IMKIA, MBI M3YYHIN B3aUMOJEH-
cTBUE yperaHoB la,b ¢ 5-amuHO-3-MeTmnm30KcazonoM (2a) um 3-aMuHO-5-Me-
THITU30KCa30J10M (2b).

MpI Hauw, uyTo coeauHeHus la,b B msarkux ycnosusx (Oenson, 20 °C) B
MPUCYTCTBUH TPHUITHIAMHUHA CEJIEKTUBHO WMHUIAOWIMPYIOT aMUHOHM30KCa301 2a
¢ obpazoBanreM N-(5-m30kca30imi)-N'-MeTOKCHKapOOHUITPHUT aJI0TeHAI[ETAMH -
muroB 3ab, B SIMP 'H crextpax KoTOpbIx mMerorcs cuurierst rpymm CH;O
(3.83 m 3.73 M. 1. coorBeTcTBeHHO) M C(4)—H mTpOTOHOB M30KCa30I5HOTO ITHKIA
(6.13 m 6.03 m.n. coorBercTBeHHO). CoemuHeHus 3a,b — TepMuYecKw Majo
YCTOWYHBBIE BEIIECTBA M MPH KHUIISTYEHUH B TONyOJe B TEYEHHE 3 U MOJABEpra-
IOTCSl IWKIU3AIUN B TPUTAIOT€HMETIIIIIPON3BOAHBIE M30KCa301o[5,4-d|nupu-
munuH-4(5H)-0HOB 4a,b, KOTOpast, 0YEBHIIHO, OCYIIECTBIISICTCS 32 CUET BHYTPHU-
MOJIEKYJIIPHOTO B3aWMOJIEHCTBHSI METOKCHKAPOOHWIEHON TPYMITBI ypeTaHOBO-
ro (hparMeHTa u T-3JIeKTPOHON30bITOuHOTO HeHTpa C(4) N30KCa30IBHOTO SApa.

B UK cnekrpax coenuneHuit 4a,b comepkaTcsi NOJIOCH! MOMVIOMICHUS TPYIII
C=0 B obmactu 1700-1705 u N-H B o6mactu 3170-3180 cm'. B cmekrpax
SIMP 'H nporonst N-H (HKCHpPYIOTCS B BH/Ie YIIHPEHHBIX CHHITIETOB B IHAMA-
30He 11-12 M. 1. CpaBHEHHUE 3TUX JAaHHBIX CO CIEKTPAIbHBIMHU XapaKTEPUCTHU-
kamu 3,4-muruapotueHo|2,3-d|nupuMuanH-4-0HOB [2] TIO3BOJISET TMPUITUCATH
BewiecTBaM 4a,b 4,5-qurunpoctpykrypy. [IpeanokeHHblii HAMU METOJ UX CHUH-
Te3a MPHUHIUITHAILHO OTJINYAeTCs OT ONHMCAaHHBIX B JMTepatype [3—6], B KOTO-
pPBIX IS JOCTPOHKH MUPUMHUIAMHOBOTO IIMKIIA HWCHOIB3YIOTCS OM(YHKIHO-
HaJNbHBIE S-aMUHO-4-popmui(kapOamMonII, THOKapOAMOWIT)H30KCA30ITbL.
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1aHal=F,bHal=Cl; 3,4 a, c Hal =F; b, d Hal = Cl

BsaumogeiictBue N-stmnuaenyperaHoB la,b ¢ 3-ammHousokxcazonoMm 2b
MpY KOMHATHOH TeMmmepaType MpOTeKaeT aHAJIOTUYHO peakluy ¢ aMHHOM 2a U
MPUBOJUT K amuanHaMm 3c¢,d, KOTopble MPU HarpeBaHUM B KUIIAILIEM O-KCHUJIOJE
TaKe CKIIOHHBI K 00pa30BaHUIO IUKIMYECKUX NPONYKTOB. OHAKO, B OTJINYME
oT amMuanHOB 3a,b, MecTOM aTaku KapOOHMJIBHOW TPYIIBI SBISETCS HE aTOM
yIieposa, a aToM a30Ta M30KCA30JIbHOTO KOJbLIA, YTO M CIYXKUT MPUYHHOU
obpazoBanus 2-tpuraioreamermin-4H-u3zokcazono[2,3-al-1,3,5-rpuasun-4-oHoB
4c,d. Curnans C(8)H npoToros B cnekrpax IMP 'H B pactBope CDCl; mposis-
nsitotest ipu 6.70 (4¢) u 6.62 M. 1. (4d), a B pactBope IMCO — nipu 7.18 (4¢)
u 7.12 m. 1. (4d) u He ucye3aroT NpU AOOABICHUHM BOIBI, YTO MOATBEPKAACT
HaJIM4yie TPUAa3HHOBOU CTPYKTYpBI.

CoenvHenus 4¢,d ABIAIOTCS MPEACTABUTEISIMA MaJOU3YYEHHON KOHJEHCH-
pPOBaHHOM cucTeMbl U30Kca3oino[2,3-al-1,3,5-tpuasuna. B autepatype [7] ume-
I0TCSl CBEJICHHS O CHHTE3€ C HU3KHMH BBIXOJAMH TOJBKO H30KCa3oio[2,3-al-
1,3,5-Tpua3un-2,4-1MOHOB NIPU B3aUMOJICHCTBUU 3-aMHHOM30KCa30J1a ¢ (peHwm-
i GeHOKCUKapOOHMIM30HaHATaAMHU.
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XapaKTepHCTI/IKI/I CHHTE3UPOBAHHBIX coeIMHEeHU I

Tabnuma 1

Haiineno, %
Coenu- Bpyrro- Beorunciieno, % T. ., °C Boixon, %
HeHHe tdhopmyna
Hal N
3a* CgHgF3N;04 22.52 17.04 71
22.69 16.73
3b CsHsCL3N;05 35.59 14.17 135-136 78
35.39 13.98 (6en3zom)
3c CsHsF3N;04 22.41 16.59 69-70 94
22.69 16.73 (6enzon—
rekcas, 3:1)
3d CsHgCL3N;04 35.64 13.75 168-169 92
35.39 13.98 (2-npomanoun)
4a C;H4F3N;0, 25.80 19.05 191-192 69
26.01 19.18 (6enzom)
4b C;H4CL3N;0, 39.32 15.87 168-169 73
39.61 15.65 (6en3ou)
4c C;H4F3N;0, 26.33 19.43 140-141 46
26.01 19.18 (6enzom)
4d C;H4CL3N;0, 39.44 15.92 215-216 53
39.61 15.65 (6ensou)
* Bsizkoe Macio, OYHIIEHHOE MEPE0CaKICHUEM TeKCAHOM U3 TUITHUIIOBOTO d(Hpa.
Tabnuma 2
CrneKTpaJjibHbIe XapaKTePUCTHKH coequHeHuii 3a—d, 4a—d
UK cnekrp,
Coenu- v, em’! 1 " Coektp SIMP
Herie Coextp SIMP 'H, §, m. 1. F 8. M. 1.
NH CcO
3a 3165 1775 2.33 (3H, ¢, CH3); 3.83 (3H, ¢, O CHy); 69.7
6.13 (1H, ¢, C(4)H); 8.60 (1H, ¢, NH)
3b 3150 1760 2.31 (3H, ¢, CH3); 3.73 (3H, ¢, O CHa);
6.03 (1H, ¢, C(4)H); 7.68 (1H, ¢, NH)
3c 3180 1765 2.46 (3H, c, CH3); 3.84 (3H, ¢, O CHy); 68.7
6.17 (1H, ¢, C(4)H); 9.36 (1H, ¢, NH)
3d 3195 1755 2.43 (3H, ¢, CH3); 3.68 (3H, ¢, O CHa);
6.02 (1H, ¢, C(4)H), 8.38 (1H, ¢, NH)
4a 3170 1700 2.53 (3H, ¢, CH3); 11.33 (1H, ¢, NH) 69.2
4b 3180 1705 2.52 (3H, ¢, CH;); 11.65 (1H, ¢, NH)
4c 1755 2.70 (3H, ¢, CH3); 7.18 (1H, ¢, C(8)H); 71.1
[2.75 (3H, ¢, CH3); 6.70 (1H, ¢, C(8)H)]
4d 1750 2.70 (3H, ¢, CH3); 7.12 (1H, ¢, C(8)H);
[2.73 (3H, ¢, CH3); 6.62 (1H, ¢, C(8)H)]

* Crexrpst SIMP 'H n F canmami 8 CDCly (coemnuenus 3a—d) u JIMCO-dg (coenmaeHus
4a—d); nnsa coenuHeHuit 4¢,d B KBaJApaTHBIX CKOOKaxX NPHBEICHBI 3HAYCHUS, MOTYUYCHHBIC B
CDCl;.
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SKCIIEPUMEHTAJIbBHASI YACTb

UK cnekrpsl 3amucanbl Ha npubope UR-20; s coemunenns 3a B pactBope CH,Cl,, mst
coenuuennii 3b—d u 4a-d B Tabnerkax KBr. Cmextpsr SIMP 'H u F HU3MEPEHBl Ha
cnekrpomerpe Varian-Gemini (300 u 282 MI'1; coOoTBeTCTBEHHO), BHyTpeHHHE cTaHnapTel TMC
(*H) u CCLF (“°F).

N-(3-MeTuii-5-uzokca3zonnia)-N'-MeToKCHKApOOHIIITPUTadoreHaneraMmuanubl  (3a,b) u
N-(5-meTni1-3-u30Kca30/111)-N'-MeTokcHKapOoOHUITpUrajiorenaneramuaunbl  (3c,d) (tabm. 1, 2).
K pactBopy 5 mmonb N-atunujienyperana 1a,b B 15 mi 6eH3ona nprbaBsioT MpH MepeMeninBa-
HHUHY TIPH KOMHAaTHOW TeMIIepaType pacTBOp 5 MMOJIb aMHHOM30Kcasomna 2a,b u 0.5 r (5 Mmouns)
TpudTHIAMUHA B 15 M1 Genzona. [Toce 3 4 mepememmBaHust K peakKIMOHHONW CMECH TIPHOABIIIOT
10 mMn npmokcaHa, OT(QWIBTPOBBIBAIOT OCAJOK COJSHOKUCIOTO TPHUATHIIAMHHA, PAaCTBOPHUTEIH
BBINIAPHUBAIOT, OCATOK OUHUIIAIOT KPHCTALIH3AIMEH WM ePEOCAKICHHEM.

6-TpurasorenmeTn1-3-MeTuIU30KCca30:10(5,4-d|nupumuann-4(SH)-oun1 (4a,b) u 2-Tpu-
rajoreHmMeTu-7-metuia-4H-u3zokca3om0[2,3-a]-1,3,5-rpuasun-4-onnl (4¢,d) (tabdmn. 1, 2). Pac-
TBOp 3 MMoOJb coenuHenus 3a,b B 15 mi tonyona win amuauna 3¢,d B 15 Mt o-kcuitona Harpe-
BAaIOT NP TeMIepaType KUIIEHHs B TeueHue 3 4. PacTBOpUTENh yHAapUBAIOT, OCTATOK OYHMIIAIOT
KpHUCTaJIM3aLUEH.

CIIMNCOK JUTEPATVYPBI

—_

B. U. boiiko, M. B. Bosk, JI. . Camapaii, Vkp. xum. scypH., 61, 48 (1995).

2. M. B. Bosk, A. B. bompbyr, B. U. boiiko, B. B. Ilupoxenko, A. H. Uepsera,
A. A. TonmaueB, XI'C, 455 (2004).

3. T. Sakamo, H. Yamanaka, A. Shiozawa, W. Tanara, H. Miyazari, Chem. Pharm. Bull., 28,
1832 (1980).

4. C. B. Vicentini, A. C. Veronese, T. Poli, M. Guarneri, P. Giori, J. Heterocycl. Chem., 27,
1481 (1990).

5. C. 0. Kappe, R. Flammang, C. Wentrup, Heterocycles, 37, 1615 (1994).

A. Miyashita, K. Fujimoto, T. Okada, T. Higashino, Heterocycles, 42, 691 (1996).

7. M. M. El-Kerdawy, S. H. Bayomi, I. A. Shehata, R. A. Glennon, J. Heterocycl. Chem., 24,

501 (1987).

o

Hucmumym opeanuueckoii xumuu Tocmynuno 6 peoaxyuio 23.07.2001
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