HOBBI METOJl CHHTE3A
2-APNII-3,4-TUTUIPOUMUIA30[4,5-b)|MHAOJIOB

KiroueBnle cioBa: a3uj HATpPHsl, 3-apOWIMHIONGL, 3,4-TUrHIpouMuIa3o[4,5-b]-
HWHIOJEI, ToudochopHas KICI0Ta, aMUHUpOBaHue, peakius [lmuara.

Nmupnas3onsl  SBISIOTCS OOIIMPHBIM KJIACCOM TETEPOLMKINYECKHX COCIH-
HEHUM, 00JaJaroIIUX BBICOKOW OMOJOTHYECKON akTUBHOCTHIO [1, 2]: kapauo-
BaCKyJISIpHOW, TPOTHUBOOITYXO0JIEBOHM, MNPOTHBOIPUOKOBOW, aHTUTE€IbLMHHTHOM,
aHaJIbI€TUYECKONM M MPOTHBOBOCHAIUTENBHONH. DTO B MOJHONH MeEpe OTHOCHUTCS
K MH0710[2,3 [uMHIIa3071aM, TPOSBISIONIMM BBICOKYIO MPOTUBOIPUOKOBYIO W TPO-
THUBOBOCHATUTEIBHYIO aKTUBHOCTH [3, 4]. OCHOBHBIM METOJOM CHHTE3a TaKHX
COEIMHEHUH SBNIETCA B3aUMOJIEHCTBHE U3aTHHA C albJETUAAMH B NPUCYTCTBUHU
arerata aMmMoHus [3, 4].

B nacrosimieit pabote Mbl IpeiaraeM Ipyroi crncod crHTe3a TaKUX COSAMHEHHI
U3 T0CTynHbIX 3-apomnnHaonos la—d peakuueit llIMuara ¢ mocaeayromyM 3€KT-
podMIBHEIM aMUHMPOBAHWEM apEHOB pa3pabOTaHHOW B Hallel J1abOpaTOPHU CHUCTeE-
MOM peareHToB: a3un Hatpus B monudochopHoit kuciote (IIPK, PPA) [5-7].

Okazanoch, 4To HarpeBanue keToHoB la—d ¢ asumom HaTpus B [IOK mpu 70—
80 °C B TeueHue 1 4 mpuBOAMT K aMunaMm 2a—d, najbHelllee HarpeBaHUE peak-
nuoHHo cmecu mpu 110-120 °C B Teuenne 4 u npaér 2-apun-3,4-1uruzpo-
nMuaa3o[4,5-buanoms 3a—d ¢ Beixogamu 42—51%.

o _ _
A
Ar I T N Ar
NaN,, PPA N NaN,, PPA Q(
N\, e TA Of_"% A N\ _NH
N 70-80°C, 1 4 N 110-120°C, 4 4
N
la-d i N H
- H 3a-d

2a-d
aAr= Ph, b Ar= 3-C1C6H4, cAr= 4-C1C6H4, dAr= 4-02NC6H4
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Takass mocienoBaTeNbHOCTh CTaAMM IOATBEPHKIAETCS BO3MOMKHOCTBIO BbIJIE-
JICHUS TPOMEXKYTOUHBIX aMU0B 2a—d.

Taxum o0pa3zoM, Ha OCHOBeE IocienoBaTenbHOCTU peakius Ilmunra — npsmoe
aNeKTpodmiIbHOe aMuHUpoBaHue asujgoM Harpus B [IDK paspabGoran HOBEIA
METOJ, AaHHEJIMPOBAHUSI UMHJIA30IbHOTO LIMKJIA K MHJIOJIAM.

Cnektpsl SIMP 'H 3apeructpupoBansl Ha npubope Bruker DRX-500 (500 MI'i)
B JIMCO-dg, BHyTpennmii craugapr TMC. Temnepatypsl miiaBjieHus ONpeeseHbl Ha IpU-
6ope IITII-M ¢upmsr Xumnadopripudop. KonTposs 3a nmpoTekaHueM peakiuidi ¥ YUCTOTON
CHUHTE3MPOBAaHHBIX COeAWHEHUH ocymmecTBnu MeronoM TCX mHa miactuHax Silufol
UV-254, smoent EtOAc. B pabore mcnonszoBam [IOK ¢ 87% coxmepxanmem P,Os,
MOJIyYEHHYIO 10 MeTouKe [8].

Hoayuenue 2-apui-3,4-guruapoumunasol4,5-blungonos 3a—d (oOmas mMeTomuKa).
PactBopsitor 1 Mmons 3-apomnuuaona 1a—d u 0.26 r (4 mmons) NaNj B 2-3 1 [IOK. Peak-
IIUOHHYIO CMECh MHTEHCHBHO NepeMemuBaroT B TeueHue 1 1 npu 70-80 °C. 3a 310 Bpems
ketoHbl la—d meperpynmupoBBIBAIOTCS B aMuAbl 2a—d, KOTOpBIE TpPH HEOOXOIUMOCTH
MOTYT OBITh BBIJICJICHBI 00pa00TKOI PEaKIIMOHHOW CMECH BOJIOW U OTIEJICHUEM BBIIIABIIETO
ocanka [9]. 3atem Temmneparypy nosbimatoT g0 110-120 °C u mpoaomkaroT nepeMeiu-
BaHue B TeueHne 4 4. Ecnmm amma 2a—d 3a 5To BpeMms He IpopearupoBall MOTHOCTHIO,
nobasnsor eme 0.03 r (0.5 mMons) NaNsz. [To OKOHYaHWHU PEaKIUU CMECh BBUIMBAIOT B
30 Mt H,O, u skctparupytor npumecu EtOAc (3 x 50 mi). BomHblit pacTBOp KUISTST C
AKTUBUPOBAHHBIM YTJIEM, HEHTPATU3yIOT PAacTBOPOM aMMHaKa, MPOAYKT IKCTPArupyIOT
CHCIl; (3 x 50 My1), OpraHM4YecKkuil SKCTpPaKT CyllaT, YNapuBaKOT, OCTAaTOK OYHIIAIOT
nepexkpucramuzanuei u3 EtOH.

2-®enni-3,4-quruapoumunaso|4,5-blungon (3a). Bexox 0.110 r (47%), KpeMOBEIE
KpucTamel, T. 1. 120121 °C (1. . 120 °C [3]). Cnexrp SIMP 'H (IMCO-dy), 8, m. 1.:
7.20-7.70 (9H, m, H Ar); 8.14 (1H, ym. ¢, NH); 8.85 (1H, yu1. ¢, NH).

2-(3-Xaopgenun)-3,4-qurugpoumunaso(4,5-bjungon (3b). Bexox 0.115 v (43%),
KPEMOBBIE KPHCTAILIBL, T. I01. 154155 °C (1. mn. 155 °C [3]). Cnextp SIMP 'H aHanornuen
npuBeaEHHOMY B padote [3].

2-(4-Xaop¢enun)-3,4-qurugpoumunaso(4,5-bjlungon (3¢). Brexog 0.136 r (51%),
KPEMOBBIE KPHCTAIBI, T. 1. 112—114 °C (. . 112—114 °C [4]). Cnextp SIMP 'H anaro-
TMYeH MpUBEIEHHOMY B pabote [4].

2-(4-Hutpodennn)-3,4-quruapoumunaso|4,5-blungon (3d). Bexon 0.117 T (42%),
KpeMoBbIe KpHcTamisl, T. 1. 108—110 °C (1. mr. 108—110 °C [4]). Cnextp SIMP 'H ana-
JIOTHYCH MPUBEIEHHOMY B pabote [4].

Paboma evinonnena npu gurancosol nooddepicke Poccuiickoeo @omnoa
¢ynoamenmanvuvix ucciredosanuil (epanm 12-03-31646mon_a).

CINCOK JITUTEPATYPELI

1. S. Drabu, N. Kumar, S. Munirajan, Indian J. Heterocycl. Chem., 15, 195 (2005).

2. D. W. Robertson, E. E. Beedle, J. H. Krushi, G. D. Pollock, H. Wilson, V. L. Wyss,
J. S. Hayes, J. Med. Chem., 28, 717 (1985).

3. N. Kumar, S. Munirajan, S. Drabu, 4sian J. Chem., 19, 4124 (2007).

4. N. Kumar, P. K. Sharma, V. K. Garg, P. Singh, Curr. Res. Chem., 3, 114 (2011).

5. A. B. Akcenos, A. C. Jlsxouenko, H. 1I. Kapausanos, X/'C, 1091 (2009). [Chem.

Heterocycl. Compd., 45, 871 (2009).]

6. A. B. Akcenos, A. C. JlsxoBuenko, H. L. KapauBanos, 1. N. Jlesuna, XI'C, 591
(2010). [Chem. Heterocycl. Compd., 46, 468 (2010).]

7. A. B. Akcenos, H. A. Axcenos, O. H. Haneun, 0. U. CmymkeBuy, O030p. dicypH. no
xumuu, 1,350 (2011).

697



8. F. Uhlig, Angew. Chem., 66, 435, (1954).
9. H. M. IlpxeBanbckuii, H. C. CkBoproBa, 1. B. Marenos, XI'C, 1210 (2002). [Chem.
Heterocycl. Compd., 38, 1055 (2002).]

T. C. Pezlblcol, A.C. JIﬂXOBHeHKOl, H. A. AKcenonl, A. B. Akcenos'*

! Cegepo-Kaskasckuii pedepansubwlii yuusepcumen, Tocmynuno 10.02.2013
ya. Ilywkuna, 1a, Cmagponons 355009, Poccus
e-mail: alexaks05@rambler.ru

XI'C.-2013. — Ne. 4. - C. 696



