PEAKIHS 1,2-TUTAJTOAPEHOB
C 3THJI-2-(MMHIA 30U INH-2-UJIATEH)ALIETATOM.
HOBBIIl METOJ CUHTE3A 2,3-TATHAPO-1H-UMHJA30[1,2-a]-
WHJI0JIOB M UX A3AAHAJIOTOB

KaioueBble ciioBa: 1,2—HI/IFaJ'IOElp€HI)I, HUHAOJIBI, UKIIAYECKHAH CHIMAMUH, IUKJIN3alus.

®parMeHT 2-aMMHOMHJI0JIa, B KOTOPOM JBa aToMa a30Ta BXOJAT B COCTaB
TPETbEro LUKJIAa, KOHIAEHCHPOBAHHOTO C WHJOJIBHON CHCTEMOH, NPHCYTCTBYET
B CTPYKTypax MHOTHX MPUPOJHBIX U JIEKapCTBEHHBIX BelecTs [1-3].

Mpsl mpejularaeM HOBBIH METOJ CHHTE3a TaKUX KOHAEHCHPOBAHHBIX CHCTEM,
OCHOBaHHBIA Ha peakiuu 1,2-muranorennnoB 1 u Sa,b ¢ HUKIMYECKUM €HIU-
amMuHOM 2. I'anoreH, HaxoAAMMKCA B aKTUBUPOBAHHOM IIOJIOKEHUH, 3aMeEIaeTCs
0-yTJIEPOAHBIM aTOMOM eHAuaMmuHa [4—6]. Ha craguu nuknu3anuu Apyrod atom
rajoreHa, HaxoJfIIUHCAd B HEaKTUBHUPOBAaHHOM IOJIOKEHUH, 3aMeELaeTcs IpHU
karanuze noaunom meau(l) [7-10].

O,N
__DMF___ HN/>
—_—
\[ T75°C, 204

CO,Et
EtO,C
3
ON 2
Cul, L-nposu, Cs,CO, _ 2 N NH
DMSO, xoMmH. T., 6 4
4 CO,Et
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NI DMF
| + 2
= 80°C, 154
MeS N Cl MeS
S5a,b
Cul, L-nponmH, Cs,CO N™ X N/\l
VY3 )|\ p: NH
nokcas, 85 °C, 6 4 =
a MeS N

57aR=HbR=Cl

Peaknun enauamuna 2 ¢ ranoreHuaamu 1, Sa,b npoTekaror riaako u ¢ xopo-
MAMH BbIXoAaMu. l{ukim3anuio coequHeHns 6a MPOBOAMIN MO METOJY, OTHCaH-
Homy B pabote [11] (85 °C, nuokcan). IIpu aToM coennHeHne 7a ObUTO BEIIEICHO
C BBICOKUM BBIXOJIOM. BBIX0[ coefHeHns 4 B TeX K€ yCIOBHIX OKa3ajucs HU3KUM.
3amena nuokcaHa Ha JIMCO mno3Bonuia CHU3UTh TEMIEPATypy PEaklUUd U 3Ha-

YUTCJIBHO ITIOBBICUTBH BbIXOJ COCAMHCHUA 4 COGI{I/IHeHI/IC 7b TAaK>XKEC nonyqann
B JIMCO.

Criexrpst SIMP 'H u "°C 3ammcanst va npuope Bruker DPX-300 (300 1 75 MI'it coot-
BeTcTBeHHO) B [IMCO-dg, BHyTpeHHHI CTaHIAPT — OCTATOYHBIE CHUTHAJIIBI PAaCTBOPHUTEIS
(2.50 M. 1. mns snep 'H u 39.7 M. 1. mas sep 13C). DJIeMeHTHBIA aHajIu3 MPOBEAEH Ha
CHN-ananm3atope HP-185B. TemnepaTypsl maBiieHHs ONpeAeieHbl Ha mpubdope Stuart
SMP30 Melting Point Apparatus. Macc-CIeKTp BBICOKOTO pa3pelIeHUs] 3aperuCTPUPOBAH
Ha nipubdope Bruker micrOTOF, nonun3zanus 3JeKTpopacbUIeHUEM.

ITHI0BKI 3up (2-6poM-4-HUTPOGEHIT)UMHIAZ0IHH-2-HIHIEHYKCYCHOH KUCJIOTHI
(3). Cmecy 0.37 T (1.7 mmomnb) coequaerus 1 u 0.34 T (2.2 MMmonb) eHnnaMuHa 2 B 2 MIT
cyxoro JIM®A mnepememmsaror npu 75 °C B Teuenne 20 4, BBUIMBAIOT B BOIY, OCaJOK
(UIBTPYIOT, BBICYIIMBAIOT ¥ OYMILAIOT XpoMarorpadudecku Ha cuimkaresne (amoeHt EtOAc).
Boixo 328 mr (54%), opamskeBbie KpucTaisy, T. i 208-210 °C (MeCN). Criekrp SIMP 'H,
o, m. 1. (J, I'm): 1.05 (3H, 1, J = 7.0, OCH,CHjs); 3.30-3.70 (4H, m, NCH,CH,N); 3.92 (2H, x,
J= 1.0, OCH,CH,); 6.05-6.74 (1H, ym. c, NH); 7.49 (1H, n, J = 8.0, H-6); 7.31-8.22 (1H,
yi. ¢, NH); 8.11 (1H, 1. 1, J=2.5, J=8.0, H-5); 8.37 (1H, 1, J= 2.5, H-3). Criextp SIMP "°C,
S, M. 1.: 15.7 (OCH,CH;); 43.0-45.0 (ym. ¢, NCH,CH,N); 58.3 (OCH,CH3,); 76.6 (C=C-NH);
123.0, 127.8, 129.3, 136.1, 146.5, 147.3 (C Ar); 163.0 (C=C-NH); 167.1 (C=0). Beraucneno,
miz: 356.02405 [M+H]". C,3H,4BrN;0,. Haitnero, m/z: 356.0229.

IOTWIoBbI  3¢pup  6-HUTPO-2,3-muruapo-(1H)-umunazo[1,2-alunnoma-9-kapooHoBoii
kuca0thI (4). Cyvecs 300 mr (0.84 Mmonb) coemmaenust 3, 780 mr (2.5 mmons) Cs,CO;, 18 Mr
(0.16 mmomp) L-nmpommaa 1 15 mr (0.08 mmoms) Cul B 2 Mt IMCO mepeMemmBaroT mpu
KOMHATHOM TeMmeparype B TeueHne 6 4. BrpumBaior B Bomy, akctparupyioT EtOAc,
OpraHuYeckyro (asy MpOMBIBAIOT BOMOH, cymar Hajg Na,SO, pacTBOPUTENb YIIAPHUBAIOT.
Boixoz 183 Mr (79%), sKénThie KpucTabl, T. mi. 248-250 °C (MeCN). Crextp IMP 'H, §, m.
. (J,T'm): 1.31 3H, 1, J = 7.0, OCH,CHs); 4.12 2H, 1, J = 8.0, 2-CH,); 4.23 (2H, k, J=7.0,
OCH,CHjy); 4.26 (2H, T, J = 8.0, 3-CH,); 7.65 (1H, 1, J = 8.0, H-8); 7.81 (1H, c, NH); 7.91
(1H, x. 1, J = 2.5, J = 8.0, H-7); 8.00 (1H, x, J = 2.5, H-5). Criextp SIMP "°C, 8, m. 1.: 15.5
(OCH,CH3,); 43.3, 50.1 (NCH,CH,N); 59.5 (OCH,CHj3); 83.3 (C-9); 105.0 (C-5); 117.7, 117.8
(C-7,8); 131.0 (C-8a); 138.4, 140.8 (C-4a,6); 161.0, 164.3 (C-9a, C=0). Haiineno, %: C 56.79;
H 4.86; N 15.15. C13H3N;304. Boruncineno, %: C 56.73; H 4.76; N 15.27.

IOTUIOBBIA  3QUP  HMHUAAZ0IUAHH-2-WIHIEH-(5-HO0A-2-MeTHICY/Ib(paAHMINNPH-
MHUIHH-4-WI)YKCYCHOI KHCJI0THI (6a). CMmech 0.86 T (3 mMmonp) mupumunuHa Sa [13]
n1.17 r (7.5 mmons) eaguamuna 2 B 5 M cyxoro IM®A mepememmsarot npu 80 °C
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B Te4eHHE 15 4, BBUIMBAIOT B BOAY, Oeible KpHCTAJUTBl (PUIIBTPYIOT M BBICYIIUBAIOT. BIxox
1.04 r (85%), T. mn. 179-181 °C (MeCN). Cnextp SIMP 'H, §, m. 1. (J, T'm): 1.11 (3H, T,
J=17.0, OCH,CH,); 2.45 (3H, c, SCHs); 3.53 (4H, c, NCH,CH,N); 3.97 (2H, k, J = 7.0,
OCH,CH;); 6.90-8.23 (2H, ym. ¢, 2NH); 8.67 (1H, ¢, H-6). Cuekrp SIMP B¢, 8, m. 1.
14.6, 15.4 (OCH,CH3;, SCH3); 43.8 (NCH,CH,N); 58.8 (OCH,CH3); 80.2 (C=C-NH); 95.9
(C-5); 163.5, 164.4, 167.1, 168.4, 170.1 (C=C—-NH, C-2,4,6, C=0). Haiineno, %: C 35.38;
H 3.52; N 13.79. C,H5IN4O,S. Brraucneno, %: C 35.48; H 3.72; N 13.79.

OTUA0BbI 3puUp HMHAAZOTUANH-2-WIHIEH-(5-H0A-2-MeTHICY/Ib()aHIIT-0-XT0p-
NMPUMUIUH-4-WI)YKCYCHOH KHCJI0ThI (6b) monyyaroT aHaJOTM4YHO COECOUHEHMIO 6a 13
nupumuanHa 5b [14]. Bemmasmie u3 Boasl kpuctainibl pactBopsitor B CHCl;, dunsrpyror
pacTBop uYepe3 LENUT, PacTBOPUTENb yrnapuBaioT. Beixon 84%, Oenble KpUCTAIBI, T. IUI.
176-179 °C (MeCN). Cnextp SIMP 'H, &, m. 1. (J, Tu): 1.11 (3H, T, J = 7.0, OCH,CH5);
2.46 (3H, c, SCHs); 3.51 (4H, ¢, NCH,CH,N); 3.96 (2H, x, J = 7.0, OCH,CH3); 6.90-8.10
(2H, ym. c, 2NH). Crmektp SIMP “C, &, m. x.: 14.6, 15.5 (OCH,CH;, SCH;); 43.8
(NCH,CH;N); 58.8 (OCH,CH3;); 81.9 (C=C-NH); 97.3 (C-5); 163.2, 164.0, 166.9, 170.4,
172.3 (C=C-NH, C-2,4,6, C=0). Haiineno, %: C 32.70; H 3.46; N 13.01. C;,H4CIIN,O,S.
Beruncneno, %: C 32.71; H 3.20; N 12.71.

ITHIOBLIA 3pup 2-meTmicyiabpanni-7,8-muruapo-6H-umugaso[1',2':1,5]nuppoJio-
[3,2-d|nupumuanH-9-kapooHOBOIT KHCI0THI (7a). CMech 406 mr (1.0 MMOITB) coeIMHCHNUS
6a, 980 mr (3.0 Mmoib) Cs,CO3, 23 mr (0.2 mmoinb) L-iponuaa u 19 mr (0.1 mmois) Cul B
10 mn 1,4-mmokcana nepememuBaioT npu 85°C B TedyeHue 6 4, BBUIMBAIOT B BOAY,
skctparupytor CH,Cl,, oprannveckyto ¢asy mnpombiBaloT BoJOH, cymar Hax Na,SO,
pactBopuTens ymapuaioT. Berxon 223 mr (80%), 6enble kpuctamisl, T. 1. 220-222 °C
(MeCN). Cnextp SIMP 'H, §, m. 1. (J, T'm): 1.28 (3H, 1, J = 7.0, OCH,CHs); 2.48 (3H, c,
SCH;); 4.08 (2H, T, J = 8.0, 7-CH,); 4.12-4.25 (4H, m, OCH,CH3;, 6-CH,); 7.97 (1H, c,
H-4); 8.19 (1H, ¢, NH). Cnektp SIMP °C, 8, m. a.: 14.6, 15.5 (OCH,CH;, SCH3); 43.6,
49.5 (NCH,CH,N); 59.3 (OCH,CHa;); 82.5 (C-9); 122.7 (C-4a); 134.0 (C-4); 155.6 (C-9a);
161.1, 162.3, 163.18 (C-2,8a, C=0). Haiigeno, %: C 51.79; H 5.00; N 20.16. C;,H4N,4O,S.
Brruucneno, %: C 51.78; H 5.07; N 20.13.

ITWIOBBII d3Qup 2-MeTHICYJIb(panmI-4-xa0p-7,8-muruapo-6 H-umugazo[1',2':1,5|nup-
poo[3,2-d|mupumMuauH-9-kap6oHoBoi KHCIOTHI (7b) MONMydaloT IO METOAMKE IOITY-
yeHust coeaunHeHus 4. [locie BEUIMBAHUS B BOJY OCaJIOK OT(QHIBTPOBBIBAIOT, PACTBOPSIOT
B ropsiueM 2-PrOH n ¢unbTpyror yepe3 menur, pacTBOpHUTENb ynapusaroT. Beixon 59%,
Gelble KpUCTAIBL, T. 1. 243-245 °C (MeCN). Crextp SIMP 'H, 3, m. . (J, T'w): 1.28 (3H,
T, J = 7.0, OCH,CHs); 2.51 (3H, c, SCH3); 4.07 (2H, T, J = 8.0, 7-CH,); 4.19 (2H, x, J = 7.0,
OCH,CH,); 4.35 (2H, 1, J = 8.0, 6-CH,); 8.19 (1H, ¢, NH). Criextp SIMP "°C, &, m. 1.: 14.7,
14.9 (OCH,CHj3;, SCH3); 44.9, 48.9 (NCH,CH,N); 59.9 (OCH,CHs,); 84.3 (C-9); 118.2 (C-4a);
137.1 (C-4); 156.0, 160.8, 163.6, 163.9 (C-2,8a,9a, C=0). Haiineno, %: C 46.12; H4.21; N
17.93. C1,H3CIN4O,S. Beraucneno, %: C 46.08; H4.19; N 17.91.
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