CIIAPOTHUA30JI0[4',2]- T THA30JIO[3,4-a]XHUHOKCAJTWHBI
HA OCHOBE 3-(0-BPOMITHJ)XMHOKCAJIMH-2-OHOB
M THOMOYEBHHBI

KuaroueBsbie ciioBa: 3-(0-GpOMITII)XHHOKCAINH-2-0HBI, CIIUPOTHA30JI0XUHOKCAINHBI, THA30-
110[3,4-2]XMHOKCATMHBI, THOMOYEBHHA.

Hamu oGuapysxeno, 4to 3-(a-OpomaTii)XuHOKCaIMH-2-0Hb1 1a,b [1] mpu
B3aUMOJICHCTBUM C THOMOYEBHMHOW O0OpasylOT CIMPOTHA30JOXMHOKCAIHHBI 23,b,
KOTOpBIE MMPHU KPATKOBPEMEHHOM HATPEBaHMH B YKCYCHOM aHTHJIpPHUJIE TpeBpa-
maroTcs B Trasono|3,4-a]xunokcamunst 3a,b [2]. O6pazosanue Trazono[3,4-a]-
XMHOKCAJTMHOBOM CHHUCTEMBI B MPUCYTCTBHHM YKCYCHOTO aHTHAPHIA, MMO-BHIH-
MOMY, IPOTEKAET Yepe3 OTKPHITO-IEMHYI0 H30THOYPEUAHYIO TayTOMEPHYIO
(hopMy 4, B KOTOPOIi JIETKO pearn3yeTcs BHYyTPUMOJIEKYIISIpHAs HyKIeo(uiIbHAS
aTaka atoMa a3oTa MMUPa3HHOBOTO IMKJIA HA aTOM YIJepoja H30THOYPEHIHOTO
(¢parMeHTa C BBIOPOCOM MOJICKYJIbI aMMHaKa B BHJE alleTaTa aMMOHHUS W3
MPOMEKYTOYHO 00pa30BaBIINXCS AMIBHBIX IPOU3BOIHBIX COCMHEHNUI 23,D.
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Cyns no ganueiM UK, SAMP 'H CIICKTPOB, CITUPOTHA30JI0XHUHOKCAIMHBI 2
TaKXKe MPENCTABISIFOT OO0 CMECH TayTOMEPOB, COOTHOIIIEHHE KOTOPHIX 3aBU-
CUT OT Tpupoisl 3amectutens R. Bce oHu mon jgelicTBUEeM YKCYCHOTO
aAHTUIpH/IA IPEBPALIAIOTCS B THA30J10[3,4-a|XMHOKCAIMHBI 3.

Coenuuenust 3 00pa3yroTCsi C XOPOUIMMH BBIXOJAMH TIPU IPOBEICHUH
peakuuu B OJAHOM peakTope 0e3 BBIICIICHUS MPOMEXYTOYHO OOpa3yIOIIMXCS
CNUPOTHA30JIOXUHOKCAINHOB 23,D.
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B monk3y o00pa3oBaHus CHIMPOTHA30JIOXWHOKCAIWHOB CBUAETENHCTBYIOT
CMeIleHne CUTHAJIOB OeH30o(parMeHTa XWHOKCATMHOBOM CHUCTEMEBI B CIIEKTpax
SAMP 'H B cubnble momst Ha ~1 M. 1. 1 NpUCyTCTBHE B crekrpax SIMP Bc
XapakTepHOro AJisi cupoaToMa curHana mnpu 89 m. 1. [3], a Ha oOpa3oBaHue
1-umuHOTHA30710[ 3,4-8 | XHHOKCAIMHOBOW CHCTEMBI YKa3bIBaeT IHArHOCTHUYE-
CKH IS a30J10[ ¢ |aHHETMPOBaHUS XMHOKCAIMHOB cUTHAN poToHa H-9 B crek-
tpe SIMP 'H, KOTOpbIii PE30HHPYET B OTHOCHTENIBHO c1aboM morne (9.9 M. 1) [2, 4]

10 CPABHCHHUIO C JPYTUMU apOMATUUCCKUMHU ITPOTOHAMU.

UK crekTpsl CHUManmu IJIsI MAcT MCCIEAYEeMBIX COEAMHEHHWH B Ba3eMHOBOM Macie Ha
criektpomerpe Bruker Vector-22 B muanazone uactor 400-3600 em L Cnektpsr SAMP 'H
coequHeHust 1b perucrpupoBanu Ha crnekrpomerpe Bruker WM-250 (250 MTI'1y), ocTaibHBIX
coenmHennit — Ha TpuGope Bruker-MSL-400 (400 MI'), crektpsr AMP *C — na mpuGope
Bruker-MSL-400 (100 MI'u) B IMCO-ds. TemriepaTypbl IUIABJICHUS ONMpPEACIISIA HA CTOJHKE
Boetius.

3-(o-BpomaTi)-1-3THaxuHokcaaun-2-on  (1b). K pactBopy 0.50 r (2.48 mMmoJb)
1,3-mudTHnxuHoKcanuH-2-oHa B 10 M quokcana npubasisitoT 0.13 mu (2.48 Mmorbp) 6poma mpu
10-12 °C Peaximonnyo cMmech nepeMemmBarioT 4 u npu Temmeparype 10-12 °C, Beimasmme
KPHUCTAIUTBI OT(MIBTPOBBIBAIOT, 00padatsiBaloT 5% BogubM pactBopoM NaHCO;, nmpombiBatoT
BOZOi. Bbixon 58%. T. mr. 87-89 °C (mmoxcan). UK crekrp (Basenus), v, cM = 463, 521, 561,
596, 667, 710, 761, 972, 1063, 1171, 1203, 1308, 1443, 1558, 1602, 1650. Cuexrp SIMP *H, 8, m.
a. (3, Tm): 1.40 (3H, 1, J = 7.2, CH;-CH-); 2.10 (3H, 1, J = 6.7, CHs—CHy,); 4.20-4.50 (2H, m,
NCH,); 5.73 (1H, k, J = 6.7, CHBr); 7.35 (1H, n, J=8.1, H-8); 7.36 (1H, . 1, J; = 8.0, J, = 6.7,
H-6 wiu H-7); 7.58 (1H, 1. n, J; = 8.4, J, = 7.8, J, = 1.27, H-6 wnu H-7); 7.91 (1H, . o, J = 8.0,
J=1.7, H-5). Haiineno, %: C 51.45; H 4.80; N 9.78. C1,H13BrN,O. Brruucneno, %: C 51.27;
H 4.66; N 9.96.

Cnupo-2-aMuHO-5-MeTHI-4,5-muruapocnupo(Tua3ono-4,2'-1,2,3,4-reTparuipoX HHOKCA-
sin)-3"-om (2a). K pactopy 0.30 r (1.25 mmouib) coeauHenus 1a B 10 M1 quokcana npuOaBIisiioT
0.14 r (1.84 MMOJIb) THOMOYEBHHBI. PeakIMOHHYIO cMech IEpPEMENINBAIOT 5 4 NMPU KOMHATHOMN
TeMIepaType M OCTaBISIOT Ha HOYb, 3aTeM oOpabaTeiBaloT 5% BOAHBIM PacTBOPOM
NaHCO;. O6pa3oBaBIunecss KpUCTaLIbI OT(HIBTPOBBIBAIOT, MPOMBIBAIOT BOAOW. Brixon 85%.
T. w1 183-185 °C. UK cnektp (Basenun), v, cM & 435, 709, 740, 822, 858, 972, 1148, 1184
1274, 1315, 1505, 1578, 1606, 1633, 1691, 2500-3445. Crextp SIMP 'H, &, m. 1. (J, T'm): 1.37
(3H, o, J=6.9, CH3—CH-); 4.89 (1H, x, J = 7.0, CH-S); 6.35 (1H, ¢, NH); 6.49 (2H, yur. ¢, NH,);
6.59-6.66 (1H, ™, H-6 wmu H-7); 6.71-6.79 (2H, m, H-7 nmu H-6,8); 6.89 (1H, 1, J = 6.9, H-5);
10.33 (1H, ¢, NH-C(O)-). Cuiextp SIMP °C {*H}, &, m. 1.: 14.88, 49.82, 89.03, 114.64, 114.85,
118.24, 122.63, 126.09, 133.89, 159.95, 165.51. Haiineno, %: C 53.44; H 4.76; N 22.80; S 12.78.
C11H1,N,4OS. Brruucneno, %: C 53.21; H4.87; N 22.56; S 12.91.

Cnupo-2-aMuHo-5-MeTI-4'-3TI1-4,5-quruapocnupo(tuasono-4,2°'-1,2,3,4-rerparugpo-
xuHoKcanuu)-3'-oH (2b) nomy4aroT aHaTOTHYHO coeanHeHHI0 2a u3 coequHenus 1b. Bexon
79%. T. 1. 170-173°C. UK crekrp (Bazemun), v, cM = 723, 993, 1140, 1173, 1256, 1308, 1350,
1403, 1508, 1582, 1657, 2600-3100, 3305, 3363. Cnexp SIMP *H, &, m. 1. (J, T): 1.39 (3H, T, J
=7.2, CH5CHy-); 2.10 (3H, 1, J = 6.7, CH;—CH); 4.24-4.47 (2H, m, CH,—CH,); 5.73 (1H, x, J =
6.7, CH-CHs); 7.36 (2H, m, H-6 nim H-7,8); 7.58 (1H, M, H-7 wiu H-6); 7.91 (1H, . 1, J; = 8.0,
J, = 1.7, H-5). SIMP C {*H}, &, m. 1.: 12.77, 14.74, 37.15, 49.86, 88.67, 109.76, 113.98, 115.51,
118.61, 122.84, 127.11, 135.12, 160.06, 164.34. Haiineno, %: C 56.38; H 5.75; N 20.40; S 11.53.
C13H16N4OS. Boruncneno, %: C 56.50; H 5.84; N 20.27; S 11.60.

1-AuernnnmuHo-3-MeTuTHa30/10[3,4-a] xunokcaaun-4(SH)-on (3a). A. K cmecu 0.20
(0.83 mmomnb) coemuurenust 1a B 20 ma TT'® mpubasnstor 0.15 1t (1.97 MMONB) THOMOYEBHHEI,
MEepPEeMEIIMBAOT 6 Y NPU KOMHATHON TeMIlepaType M OCTaBJSIOT Ha HOYb, 3aT€M NPHIMBAIOT
10 mn ykcycHoro aHruapuaa ¥ KMmsTaT 10 MuH. PeakunoHHYyI0 cMech OXJaXIaloT, BBIIABIINE
KPHUCTAIUIBI OTGMIBTPOBBIBAIOT, IpombIBatoT TI'D, 5% BoxubiM pactBopom NaHCO; u Bomoii.
Brixon 57%.

b. K 0.10 r (0.42 MMoib) coeilMHEHHs 2@ NPUWIMBAIOT 1 MJI yKCYCHOTO aHTHIPHUAA U KUIATAT
10 MuH. PeakuMOHHYIO CMECh OXJI@XKIAlOT, BBINABIIHE KPUCTAUIBI OT(UIBTPOBBIBAIOT,
npomsiaot i-PrOH. Beixox 87%. T. o >350 °C. K crextp (Basenum), v, cM - 462, 598, 654,
763, 800, 947, 979, 1023, 1105, 1145, 1167, 1237, 1276, 1309, 1332, 1426, 1447, 1498,
1580, 1618, 1693, 3062, 3144, 3201. Crextp SIMP *H, &, m. 1. (J, T'my): 2.34 (3H, ¢, CHz—C(O)-);

2.76 (3H, ¢, CH;-C-S); 7.17-7.24 (2H, m, H-6 nim H-7,8); 7.28-7.36 (1H, m, H-7 w1 H-6); 9.90
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(1H, 1, J = 8.3, H-9); 11.29 (1H, ¢, NH-C(0)-). Haiineno, %: C 56.15; H 3.98; N 15.48; S 11.85.
C13H11N30,S. Beraucieno, %: C 57.13; H 4.06; N 15.37; S 11.73.

1-AueTnanMuHO-3-MeTHII-5-3THIITHA3010[3,4-a]xuHoKcanun-4-ou  (3b). A. Tlomywaror
QHAJIOTMYHO COSIMHEHHIO 3a o MeToxy A u3 coenuueHust 1b. Beixox 62%.

b. TMony4aroT aHaloru4Ho coeauHeHuo 3a 1o Meroay b u3 coemunenus 2b. Boixox 68%.
T. mn. 221-223 °C. UK crektp (Basenun), v, oM 405, 458, 468, 489, 555, 573, 647, 666, 742,
755, 769, 864, 912, 944, 977, 1010, 1036, 1062, 1092, 1145, 1171, 1235, 1266, 1279, 1300, 1344,
1366, 1394, 1420, 1450, 1501, 1608, 1659, 1719. Cnektp SIMP H, 5, M. . (J, Tw): 1.27 (3H, T, J
= 6.9, CH,~CHs); 2.34 (3H, ¢, CH3;-C(O)-); 2.77 (3H, ¢, CH5;-C-S); 4.17 (2H, k, J = 6.9, CH,—
CHy); 7.28-7.34 (1H, m, H-6 wiu H-7); 7.43-7.47 (2H, m, H-7 wiu H-6,8); 10.08 (1H, 1, J = 8.3,
H-9). Haiineno, %:C 59.32; H 4.97; N 13.78; S 10.50. C15H5N30,S. Brruncneno, %: C 59.78; H
5.02; N 13.94; S 10.64.

Paboma ewvinonnena npu gurancosoti noddepoicke Poccuiickozo ¢honoa
@ynoamenmanvrvix ucciedosanuti (epanm Ne 03-03-32865) u IIpesuoenma
Poccutickoti @edepayuu (npocpamma noodepicKu 8eOVUUX HAVUHBIX UIKOIL,
epanm HIII 2030.2003.3).
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