KOHKYPEHTHAXI EHAMWHOBAA PELUKI/IN3ALIUA

KnroueBsie ciioBa: mupposno| 1,2-a]nupasunsl, HykieopuiabHas eperpynipoBKa.

Tpudropanerunmuppoio| 1,2-a]mupazuHb CITIOCOOHBI TIpeTepIieBaTh HYKJIEO- (huTbHBIE
MUKIOTpaHc(hopMaIii ¢ BOBJICUEHHEM KapOOHWIBHOTO aToMma TpHU-(TOpAleTHIHLHONW TPYIIIBI B IPOIECC
oOpa3zoBanus HOBOro uukia [1]. B nanHoii paboTe u3ydeHa pequKIn3anus coiei nuppono|1,2-a]nupa3uHoBs,
CoIepKalluX BMECTO TPUPTOPALETHIBHON TPYNNBl AlMIBHYI0O C O-METWIBHBIM M (-METHJIEe-HOBBIM
(dbparMeHTOM.

B pesynprare  B3aMMOACHCTBUS ~ METWIMOAMAOB  6-ametwi-l-¢penmn- (la) wu  6-anermn-1-
n3onponwinuppodio| 1,2-ajnupasunus (1b) co cmnuproBeiM pacTBopoM MeTHIamMuHA OBUIO OOHAPYKEHO
obpaszoBanue 3-6enzomi- (2a) u 3-u300yTHPUI-8-METHIAMUHOMHIOIU3UHOB (2D) — mpomykToB nukm3amm
C yJacTHeM alleTHILHOU TPYIIIIHL.
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BzanmopeiicTBue coreit 6-aneTin-1-3tunmuppodno[ 1,2-amupasuna (1o u 1-meTHi-6-
nporuoHuInupposiof 1,2-ajmupasunaus  (1d) co COUPTOBBIM  pacTBO-POM  METHJIAMHHA MPUBOAUT K
00pa30BaHMI0 CMECU U30MEPHBIX 3-alni-8-Me-THIaMUHOWHIOIU3UHOB 3, 4.

PackpeiTie HYKJICODHIOM MUPA3HHOBOTO sijipa coequHennii 1¢,d mpuBOIUT K 00pa30BaHHIO OHOTO H
TOTO K€ AIUKIMYECKOT0 MHTepMearaTa A, KOTOPBIH COAEPKUT JBA EHAMHHOBBIX KOMIIOHEHTa, CIIOCOOHBIX
y4acTBOBaTh B JaJibHEH-med nukiu3anuu. COOTHOUICHHE MPOIYKTOB OOHAPYKEHHOW IMeperpyImu-poBKU
OTIpeJieIIsIeTCs COOTHOIIEHHEM CKOpOCTel B3anMmojieiicTBus ¢pparmenta ocHoBanus [udda ¢ ognoit (a) nim
npyroii (b) eHaMUHOBO# YacThiO HHTEP-MeIrara A.

BHe 3aBHCMMOCTHM OT TOrO, Kakas HMCXOJIHAas COJb yYacTBYeT B pEaKIMU, a TAKKE OT BPEMEHU H
temneparypsl (ot 1 1 30 mun npu 140 °C, mo 1 mec npu 25 °C) mpoBeaeHUsl mporecca, COOTHOIIEHHE
npoayKTOB peakimu (001wt Beixo 31%) octaercs mocTossHHBIM U paBHbiM 2.5 : 1 (3 @ 4). U30bITOK coeau-
HeHus 3 (myTh a), BUAUMO, OOBSCHSAETCS OONBIIEH PEaKIMOHHOW CHOCO0-HOCTBIO 3aMEIIEHHOTO
€HAMHUHOBOTO (PparMeHTa HHTepMeIuaTa A 1o CpaBHE-HUIO C HE3aMEICHHBIM.
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B ciyuae peuuknmsaruu coneit le,f 3apukcupoBaHo oOpazoBaHHE TOJIBKO 3-aleTHII-8-METHIAMHHO-T-

dennnungonusuna (5).
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[lony4yeHHBIH pe3ysibTaT MOKHO OOBSICHHTH TE€M, YTO, IIOCKOJIBKY B 00pa-30BaBIIEMCS ALMKINYECKOM
MHTEPMEINaTe peakUUOHHAs CIOCOOHOCTb METH-JICHOBOM TIpyMIbl OCH3WJIBHOTO  3aMECTHTEINS
3HAYUTENFHO BHIIIIE METHJIHLHON, IUKIN3ALMs MHTEPMEINaTa MPOTEKaeT TOJIBKO C y9acTHEM OEH3MIBHOM
TPYIIIIBIL.

Crextper IMP 'H saperucrtpuposasst Ha cnextpomerpe Bruker Avance-400 (400 MI'm) B CDCl; mpu temmeparype 28 °C,

BHyTpeHHu# cranmapt TMC. Macc-ciektpsl 3anucanbl Ha npubdope Kratos MS-30 npu sueprun monnsauuu 3Y 70 3B. Konrtposs
3a MPOXOJK/ICHHEM PEaKIMil ¥ YHCTOTOW MONYYEHHBIX COeqUHEeHHH ocyiecTsisuics npu nomounm TCX na ruactuakax Silufol B
cucTeMax 0eH30J1, OeH30I—-3TUIANETaT, 1:1, IposiBIeHNe B Tapax Hoja.

3-Aumi-8-meruiiamuHonHxoM3uHLI 28,0, 3, 4, 5 (06mmas meromuka). Cmecs 1 MMob wetBeptuuHoit conmu la—f u 5-6 mir 40%



CIIMPTOBOTO PAacTBOpa METWJIAMHMHA HArpeBaroT 2 4 B 3amasHHON crerstHHOH ammyine rnpu 70-80 °C. B peakiuonnyio cmech
OOABISIIOT HECKOJIBKO Kalleslb BOBI, yIMApUBAaIOT J0CYyXa, K OCTAaTKy A00aBisatoT 50 Ml BOABI M KUIATAT 2—3 9, 3KCTPa-TUPYIOT
STUJAIETATOM, SKCTPAaKT CYIIAT CHTaMM 3 A, ymapuBaloT M AenaT Ha XpoMaTorpau-ueckoil KONOHKe ¢ CuIMKareneM 35/60 B
6eH3o0Ie.

3-Benson1-8-mermnavunonnxommsnn (2a). T. wr 80-82 °C (u3 rexcana). Crextp SIMP 'H, &, m. x. (J, T'm): 3.01 (3H, c,
NHCHg;); 4.00 (1H, yur. ¢, NH) 6.34 (1H, 1, J;6= 7.2, H-7); 6.44 (1H, 1, J;, = 4.5, H-1); 6.90 (1H, 1, J = 7.2, H-6); 7.23 (1H, 1, J,1 =
4.5, H-2); 7.50 (3H, M, p,m-CgHs); 7.84 (2H, M, 0-CgHs); 9.30 (1H, 1, Js6 = 7.2, H-5); Macc cnextp, M/z (o, %): 250 [M]" (43), 167
(57), 149 (100). Haiineno, %: C 76.74; H 5.55; N 11.12. C,4H14N,0. Berancieno, %: C 76.80; H 5.60; N 11.20. Berxox 15%.

8-Merunamuno-3-u306yrupumungoamsun (2b). T. mr. 136-138 °C. Crexrp AMP *H, &, m. 1. (J, I'm): 1.28 (6H, 1, J = 6.8,
CH(CHa),); 3.01 (3H, ¢, NHCH3); 3.45 (M, CH(CHs3),); 3.89 (1H, ym. ¢, NH); 6.23 (1H, 1, J;6= 7.5, H-7); 6.41 (1H, 1, J;, = 4.5, H-
1); 6.82 (1H, 1, J = 7.5, H-6); 7.48 (1H, 1, J,; = 4.5, H-2); 9.45 (1H, &, J5¢ = 7.5, H-5). Macc cnektp, M/Z (1o, %): 216 [M]" (78),
173 (100), 145 (36). Haiineno, %: C 71.98; H 7.25; N 12.88. C;3H¢N,0. Beruaucneno, %: C 72.22; H 7.40; N 12.96. Beixox 12%.

3-Anermi-8-mernnamuno-7-mermmnagommsun (3). T. mr. 124-125 °C. Crexrp SIMP *H, §, m. 1. (J, Tm): 2.31 (3H, ¢, 7-CHy);
2.55 (3H, ¢, C(O)CHs); 3.10 (3H, ¢, NHCH,); 3.98 (1H, ymr. ¢, NH); 6.58 (1H, g, J12 = 4.6, H-1); 6.68 (1H, 1, Js5 = 7.1, H-6); 7.45
(1H, 1, J21 = 4.6, H-2); 9.49 (1H, 1, Js6 = 7.1, H-5). Macc cniektp, M/Z (1o, %): 202 [M]* (100), 187 (75), 159 (70). Haiineno, %: C
71.39; H 7.09; N 13.99. C1,H14N,0. Brrumcneno, %: C 71.28; H 6.93; N 13.86.

8-Mernaamuno-3-nponmonmmnngonmun (4). T. mr. 141-142 °C. Crmextp SIMP 'H, &, m. 1. (J, Tm): 1.28 (3H, 1, J = 7.2,
CH,CHj3); 2.95 (2H, x, J = 7.2, CH,CH3); 2.99 (3H, ¢, NHCH,); 4.00 (1H, ym. ¢, NH); 6.20 (1H, 1, J;6= 7.6, H-7); 6.39 (1H, 1, J1, =
4.6, H-1); 6.79 (1H, 1, J = 7.6, H-6); 7.44 (1H, 1, J,1 = 4.6, H-2); 9.38 (1H, 1, Js6 = 7.5, H-5). Macc criektp, M/Z lyy, %): 202 [M]*
(83), 173 (100), 145 (55). Haitneno, %: C 71.35; H 7.09; N 13.65. C;,H4N,0. Brruucieno, %: C 71.28; H 6.93; N 13.86.

3-Anerni-8-mernaamuno-7-penummnnomusun (5). Macno. Criextp AMP H, 8, m. 1. (J, Tw): 2.59 (3H, ¢, C(O)CHy); 2.95 (3H,
¢, NHCH,); 3.95 (1H, yur. ¢, NH); 6.71 (1H, g, J;, = 4.5, H-1); 6.77 (1H, 1, Js 5 = 7.0, H-6); 7.44-7.50 (6H, M, CsHs, H-2); 9.53 (1H,
1, Js6 = 7.0, H-5). Macc criektp, M/Z (lor, %): 264 [M]" (100), 249 (14), 221 (24), 206 (15). Haiineno, %: C 77.36; H 6.00; N 10.43.
C17H16N,0O. Berancneno, %: C 77.27; H 6.06; N 10.60. Beixon 45-47%.

CIINCOK JITUTEPATYVYPDI

1. B.U. Tepenun, A. C. Usanos, XI'C, 1701 (2005). [Chem. Heterocycl. Comp., 41, 1435 (2005)].

B. W. Tepenun, A. C. UBaHOB

Mockosckuii 2ocyoapcmeenblil YHUgepcumem um. Tocmynuno 14.06.2006
M. B. Jlomonocosa, Mockea 119899, Poccus
e-mail: vter@org.chem.msu.ru

XI'C. -2006. - Ne 8. — C. 1270


mailto:vter@org.chem.msu.ru

