UKJIOTPAHC®OPMALMS
6-IITAHOITAPPOJIO[1,2-a]TMPASHHUEBBLIX COJIEN

KuiroueBsie ciioBa: 6-unanomnupponol 1,2-a]nupasus, HykieohuibHas HHKIOTpaHCHOp-Marys.

BogmiieueHne pasnUYHBIX SK30IUKINYECKAX TPYII B TPOIECC IHKIOTPaHC-(POpMaIK a30JI0a3MHOB
W3BECTHO HAa MHOTOYHMCIICHHBIX TMPUMEpPax TeTePO-IUKIMYECKUX CHCTEM, COJACPXKAIINX MMHUPUIAUHOBOC H
nupumMuIHOBoe sapa [1]. Ha mpumepe manonsydeHHOH B HYKICO(QWIBHBIX TEPErpyHIUAPOBKaX CHCTEME
nuppoio[ 1,2-ajmupazuHa  HEOXHIAHHO OOHapyXeHa W WCCIIeJOBaHa HEW3BECT-Has paHee [BOHHas
MEPEerpyNIHPOBKA C YYaCTUEM HUTPHIBLHOU TPYIIIHI B MO-TIOXKCHHUH 6.

IMIpu warpeBanum comei 1ab co cOUpPTOBEIM  pPacTBOPOM  METHJIAMHHA  MOAYYEHBI -
METHJIAMUHONIPOU3BOIHbIE THPPoJIo[ 1,2-a]mupasuHoB 2a,b, KoTo-pbie MOryT 00pa3oBaThCs TOJIBKO B
pe3yabTaTe IBYX MOCICIOBATEIBLHO MPOTE-KAIIUX MIEPETPYIITHPOBOK.
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MexaHu3M OOHaApyKEHHOW HUKIOTpaHc(hopMaliy BKIIOYAET PACKpPBITHE HYKJICO(QUIOM MHPa3HHOBOTO
KoJIblla C OO0pa30oBaHMEM HHTepMenuaTta A, €H-aMHHOBBIH KOMIIOHEHT KOTOpPOTO aTaKyeT yJaJleHHBIH
ANEeKTPOPHUIBHBIA TEHTP HUTpWIbHOU Tpynnbl. [lomydeHHBIN TakuMm 00pa3oM NHUKIHYeCKUil amunuH B
COJIEP)KHUT BCE HEOOXOMMBbIE CTPYKTYPHBIE (PparMeHThI IS MOCIEAYIONISH aMUAMHOBOM TIeperpynmupoBKHy,
NPUBOJAIIEH K 6-anmi-1-MeTriiamuaonup-posto| 1,2-a]nupasunam 2a,b.

Bsaumoseiicteue mMertunuoanaa 1-usonpornmi-6-nmanonupposo| 1,2-alnu-pasunust (1¢) co CnupTOBBIM
pacTBOpOM METWIIaMUHA MPUBOJUT K 00pa3oBa-HUIO JIBYX COEIMHEHWN 3 u 4, SBIAIONMXCS MPOAYKTaMU
KOHKYPHPYIOLIUX MEPErPyIIHPOBOK.

Coenunenne 3 — MPOLYKT MNEPETPYyNIUPOBKU C YIaCTHEM HHUTPWIBHOM TPYH-TbI, a coequHeHHe 4 —
M30MPONWIBHOM Tpynmsl [2].
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BapeupoBanue temmneparypsl IPOBEICHHS PEaKIMU MPAKTUYECKH HE BIHMSET HA CyMMAapHBIH BBIXO[, HO
WU3MEHSET COOTHOIICHUE NPOAYKTOB peakiuu. Ilpu Oosee Huskoiu temmeparype (70 °C) mpeoOnamaer
MPOAYKT IHKIN3ANUW 10 HUTpwiIbHOU Tpymme 3.5:1 (3:4), mpu OGomee Boicokoit (140 °C) cooTHomeHHUe
IPOAYKTOB CTAHOBUTCS SKBUMOIISIpHBIM. CyMMmapHbiit Beixo coctaBmi 30 (mpu 70 °C) u 28% (mpu 140 °C).

OOHapyxeHHass [MKIOTpaHCQOPMAIMsl OTHOCHUTCS K HEH3BECTHOMY paHee CTPYKTYpHOMY THITY,
MOCKOJIBKY COJICPKUT JIBE TIOCIIEAOBATEIbHO MPOTEKAIO-IHE MEPEerpylnmupOBKH, B PE3ylbTaTe KOTOPBIX
CHaJaja MpOHMCXOTUT OOMEH JBYX aTOMOB yIJIepoja IHPa3WHOBOTO S/Ipa HAa JBa HK30LUKINYECKHX aToMa

yriepoaa, 3aTeM obomeH OUKINYCCKOT'O aToOMa a3oTa Ha 3K30HI/IKHI/I‘-ICCKI/II71, COrjIaCHO p€aKkuuun I[I/IMpOTa.

Crnextpsr SIMP *H u *C saperncrpuposanst Ha crekrpomerpe Bruker Avance-400 (400 MI'tr) B CDCly ipu remmeparype 28 °C,
BHyTpeHHu# crangapt TMC. Macc-criektpsl DY 3anwmcansl Ha npubope Kratos MS-30 npu suepruu nonusanuu 70 5B npu 210 °C.
KOHTpOJIb 32 XOIOM peakiuil 1 YUCTOTOM coenuuenuit ocymectsisuics TCX Ha mnacrurkax Silufol B cucremax Genson, GeHzon—
JTWiIaneTar, 1:1, npossieHue B mapax noja.

IleperpynnupoBka coueii 1 (o6uras metoauka). Cmeck 1 MMOJIb 4eTBepTHUHOI comn la—c u 5-6 M 40% crupToBOro pactBopa
METHJIaMHHA HarpeBaroT 2 4 B 3anasHHON cTeksiHHOM ammmyite npu 70—-80 °C. B peakunoHHy0 cMech JOOABIISIOT HECKOJIBKO Karlelb
BOJIbI, YIIApUBAIOT JIOCYXa, OCTATOK JIEIJISIT HA XpoMaTorpaduieckoil KojoHKe, B cucTeMe OeH3oa—a Thunanerart, 2:1. B cinydae conu 1e
peaxkiuio npoBoast rmpu 70 (2 4) u mpu 140 °C (1 u 30 mun). ITo 3T0it MeTOAMKE MONTyUYeHBI coeanHenus 2a,b, 3 u 4.

6-Bemsoni-1-mernaavunonuppo.o[1,2-ajmupazun (2a). Beixox 40%, 1. ror. 108-110 °C. Crekrp SIMP 'H, &, m. a. (J, I'n):
3.09 (3H, m, J = 4.3, NHCH,); 5.28 (1H, ym. ¢, NH); 8.62 (1H, &, Jg7 = 4.5, H-8); 7.19 (1H, =, J;4 = 4.5, H-7); 7.50 (3H, M, m-C¢Hs,
H-3); 7.60 (1H, m, p-CeHs); 7.84 (2H, m, p-CgHs); 9.00 (1H, 1. 1, J = 4.1, J4 53 = 4.9, H-4). Criexrp SIMP °C, &, m. z1.: 28.11 (NHCH;
); 100.12 (Cg); 110.21 (C7)); 123.78 (C(g)); 124.19 (Cg)); 125.12 (Cygy)); 128.28 (2C, m-CgHs); 129.04 (2C, 0-CgHs); 129.17 (p-
CeHs); 131.58 (C(4)); 139.87 (ipso-CeHs); 151.02 (C(y)); 186.03 (C=0). Macc-cnextp, Mz (lor, %): 257 [M]" (100), 228 (49), 169
(35), 111 (37). Haitneno, %: C 71.60; H 4.99; N 16.73. Cy5H13N30. Beruucneno, %: C 71.71; H5.17; N 16.73.

1-Metunamuno-6-renonnmupposo[1,2-almupasun (2b). Bexox 35%, T. . 140-142 °C. Crextp SIMP 'H, §, m. 1. (J, Tn):
3.18 (3H, 1, J = 4.1, NHCHjy); 5.34 (1H, ym. ¢, NH); 6.69 (1H, 1, Jg7 = 4.4, H-8); 7.19 (1H, 1. 1, Jg s = 5.0, Iz, = 3.7, B'-C4H3S);
7.45 (1H, 1, Jyp = 5.0, a'-C4H3S); 7.52 (1H, 1, J75 = 4.4, H-7); 7.68 (1H, 1, J34 = 4.9, H-3); 7.82 (1H, x, Jg 3 = 3.7, B-C4H3S); 8.85
(IH, 1, 353 = 4.9, H-4). Crextp SIMP *C, 5, m. 1.: 28.26 (NHCH,); 101.56 (Cg)); 112.05 (C7)); 121.95 (C(3)); 124.11 (Cyg)); 124.93
(Csa); 127.75 (B-C4H3S); 128.58 (a'-C4H3S); 132.27 (B-C4H3S); 132.38 (C4); 144.33 (a-C4H;S); 150.91 (C(y); 176.82 (C=0).
Macc-criektp, M/Z (loy, %): 251 [M]* (94), 223 (83), 146 (24), 117 (45). Haiineno, %: C 60.50; H 4.20; N 16.29. C;3H;;N3OS.
Brruucneno, %: C 60.70; H 4.28; N 16.29.

6-U306yTipni-1-merniamunonupposo[1,2-almupasun (3). T. . 100-102 °C. Crextp SIMP *H, 8, m. x. (J, T): 1.33 (6H, x,
J = 6.8, CH(CHs),); 3.22 (3H, 1, J = 4.9, NHCHj3); 3.50 (1H, M, CH(CH3),); 5.45 (1H, yur. ¢, NH); 6.67 (1H, x, Jg7 = 4.5, H-8); 7.43
(1H, 1, 375 = 4.5, H-7); 7.51 (1H, 1, J34 = 5.0, H-3); 9.06 (1H, 1, J45 = 5.0, H-4). Cnextp SIMP B¢, 8, M. 1.:19.72 (CH(CHy),); 28.03
195.64 (C=0). Macc-ciexktp, Mz (1o, %): 217 [M]* (67), 174 (100), 145 (23), 119 (18). Haiineno, %: C 66.27; H 6.89; N 19.28.
C1,H15N30. Beraucieno, %: C 66.35; H 6.91; N 19.34.

7,7-Oumerna-6-mernaamMmuno-3-uuano-5,6,7,8-rerparuaponnmgonusunon-1 (4). T. mi 78-80 °C. Cuexrp SIMP lH, S, M. I
(J, Tm): 1.32, 1.43 (mo 3H, ob6a c, 7-(CHj),, 7-(CHs)p); 2.61 (3H, ¢, 6-NHCHj3); 3.13 (1H, x. 1, Jg 52 = 5.6, Jg 50 = 3.7, H-6); 4.29 (1H,
. 1, JSa,Sb =13.5, ‘]53,6 =5.6, Ha'S), 4.49 (lH, a. 1, ‘]Sb,Sa =13.5, ‘]5b,6 =3, Hb-5), 6.92 (IH, I, ‘]2,1 =43, H'2), 7.02 (1H, I, lez =43,
H-l) Cl'[eKTp SMP 13C, S, M. a.: 19.16, 22.59 (7-(CH3)a, 7-(CH3)b); 35.27 (6'NHQH3), 43.78 (C(5)); 45.92 (C(7)); 64.05 (C(e)); 106.85
(C(); 112.31 (CN); 113.48 (C(y); 119.70 (C(y); 132.20 (C(gy); 191.38 (C=0). Macc-cnextp, M/z (lop, %): 217 [M]" (17), 98 (100).
Hatineno, %: C 66.20; H 6.70; N 19.20. C1,H5N30. Boraucneno, %: C 66.35; H 6.91; N 19.34.
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