HOBBIIl METOJ] CHHTE3A
7,14-TUTUIPOANBEH30][a,jJAKPUIMHOB

KaroueBnie caoBa: 7,14-gurunpoanOeH3o|q,j|lakpunHbl, OCHOBaHHS MaHHHXaA,
O-XUHOHMETU/IBI, peakiust Muxansi, KaCKaJHble PEaKIHH.

HHTepec k mubeH3akpuauHaM 00yCIIOBICH HAMINEM Y HUX Psiga HHTEPECHBIX
($hoTopu3NYECKUX CBOMCTB, B YaCTHOCTH JIOMHHECHEHTHbIX [1, 2]. Cpenu
9,10-1uruApOaKpUANHOB BBISABICHBI COCIMHEHUS C MPOTUBOPAKOBON aKTUBHOCTHIO
[3] u anraronuctsl peuentopa P2X4 [4]. B To ke BpeMs CyILIECTBYEeT BecbMa
OTPAaHUYCHHOE YHCIIO METOJOB IOJIYUYCHHUS apHiI3aMEIIEHHBIX TUTHIPOIAOCH3-
aKpUIUHOB, KOTOpPHIE OBUIM CHHTE3UPOBAHBI TPEXKOMIIOHEHTHOHN KOHJEHcaIuen
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N-¢penun-2-HapTrnamuna, OeH3anplaeruga U 2-Hadrona ¢ BeixomoMm 22% [5, 6]
yepe3 GpeHUIMpoBaHue akpuarHa GeHmuuTHeM [7], a Takxke u3 2-HadTHIaAMUHA U
apoMaTUYECKUX anbaeruaos [1, 8, 9].

MBpbI TIOKa3au, 4To MPU B3aUMOJICUCTBIH OCHOBaHUIT MaHHHUXA — MPOU3BOTHBIX
2-radrona la—g, ¢ 2-HaQTHIAMHUHOM B KHITAIIECH YKCYCHOW KHUCIIOTE C YMEpEH-
HbeIMU BbIxoaamu (20-50%) obpasyrotcs 7,14-muruapoaudeHsol a,j |akpuauHbl 2a—g.

Ar NMe, Ar
| HN
A, 64 Ar NH
—_— —_— = e
—Me,NH
OH
* 9@

B

— A NH, <—= Ar NH, —> —
OH 0, NH

Ar O

O

2a-¢g

~H,0

a Ar=Ph, b Ar = 4-MeOC¢Hy, ¢ Ar = 3-O,NC4¢H,, d Ar = 2-Tuenmui,
e Ar = 6en3o[ 1,3]auokcomn-5-ui, f Ar = 2-CIC¢H,, g Ar = 4-CIC¢Hy

[Ipenmnonaraemplii MEXaHU3M peaKIMK BKIIOYAET MPUCOEIUHEHHE TT0 MUXasto
HaTUIaMUHAa K TeHepupyeMomy in situ o-HadToxuHOHMeTHIY A. IlocKONBbKY
2-HaTHIAMUH SIBIAETCS aMOMIEHTHBIM HYKJIEO(HIOM, BO3MOXKHO TakKXke, 4TO
MIEpBON CTamuell sBIsieTcs aza-peakinuss Muxadsms, mpuBoadmas K 00pa3oBaHHIO
nponykra N-OeHsunupoBanus B, a 3areM OBICTpPO MpOTEKaeT MeperpymHIHupoBKa
lNopmana—Mapuuyca [10] ¢ mocnenyromedi muknoaeruaparanueid. OCHOBaHUS
ManHuxa (eHONBFHOTO psAlla B JaHHOE INpeBpaieHre He BCTymaroT. OCHOBHBIM
MOOOYHBIM TIPOIIECCOM, CHIDKAIOIIAM BBIXOIBI TENEBBIX 7,14-muruapoanOeH3o-
[a,jlakpuanHoB 2a—g, SBISETCS KOHKYPEHTHOE OOpa3OBaHWE CHUMMETPUYHBIX
14H-nnben30[a,jJkcanTeHOB U3 HAPTOJIBHBIX OCHOBaHUK MaHHuXa l1a—g B KHCIOi
cpene [11].

B UK cnekrtpax coeauHeHuit 2a—g TPUCYTCTBYET HHTEHCHUBHAs I10JIOCa
norsiomenus ¢z NH B oOmactu 3379-3418 em L, [Iporonsr 14-CH u NH B
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ciektpax SIMP 'H mposBisioTcs B BHAE CHHITICTHBIX CHTHANIOB B HHTEPBAIax
6.61-7.04 1 9.47-9.71 m. 1. cootBeTcTBeHHO. B criexkpax SIMP °C (8 IMCO-do)
atom C-14 pesonupyer B obnactu 33.9-38.7 m. n. B cmnekrpax DEPT wuucmo
POTOHOB, HENOCPEJICTBEHHO CBS3AHHBIX C aroMamu ~C, cornacyercs ¢
MIPUBEIEHHBIMU CTPYKTYPAMH.

Takum oOpa3zoMm, HaMU TIPEIJIOKEH HOBBIM METOJ MONydeHus 7,14-muruapo-
IuOeH30[a,j|akpuIMHOB M TIOKa3aHa MPUHIMIHAATBHAS BO3MOXHOCTH MOJyUYEHUS
TeTePOLMKIIOB, HE COAEP)KAlINX KHUCIIOpOJA, W3 OCHOBaHWH MawnHuxa Hadra-
JIMHOBOMW CepuH.

UK criexTpsl 3apeructpupoBanbl Ha ciekrpoMeTpe Shimadzu IRAffinity-1 B Tabmerkax
KBr. Cnextpst IMP 'H, C (400 u 100 MI'm cooTBeTcTBeHHO), a Takke DEPT
3apeructpupoBassl Ha crektpomerpe JEOL INM-ECX400 8 CDCl; (coemunenue 1f) u B
JIMCO-d¢ (ocranpHBIE coequHEHUs), BHyTpeHHUI cranmapt TMC. DieMeHTHBIH aHaIn3
BhIosTHeH Ha aBTomatnieckomM CHNS-anammsarope Euro Vector EA-3000. Temnepatypst
TUTaBJICHUSL OTPENeIeHbl KamuUIIpHBIM MeToroM Ha mpubope IITII-M. TonkocnoiiHas
xpomarorpadus mposeaeHa Ha miactuHax Silufol UV-254, npossnerne B YO cBere wim
napax nojna. Vicxonnsle coeuHeHus 1a—e,g moyryueHsl 110 U3BECTHBIM MeToauKaM [12—-14].

1-[(2-Xnopdenna)(numeruiamuno)merui]-2-aagrou (1f). Cmecs 4.77 r (33 MMoIb)
2-nadrona, 4.65 r (33 mmoinb) 2-xsopOenzanbaeruaa u 6 miu (40 mmous) 33% BogHOTO
pactBopa Me,NH B 15 mn EtOH Bbliep:kuBaroT npu KOMHATHOW TeMIlepaType B TeUEHUE
4 cyr, a 3areM 3 4 mpu —20 °C. BemaBmmuii 0cafiok OT(QHUIBTPOBBHIBAIOT, MPOMBIBAIOT
xonmomHeIM MeOH wu  mepekpucrammmszoBeiBator n3 EtOH. Bexon 6.28 1 (61%).
Becusernrie kpuctamtsl. T. . 140-142 °C. UK crmektp, v, cM 't 3200-2400 (OH), 1620,
1599, 1522, 1468, 1441, 1429, 1412, 1377, 1342, 1310, 1269, 1240, 1190, 1157, 1036, 999,
951, 831, 752, 706. Criextp AMP 'H, 8, m. z1. (J, T'm): 2.27 (3H, ¢) 1 2.59 (3H, ¢, N(CHa),);
5.79 (1H, ¢, CHNMey,); 7.09-7.15 (2H, m, H Ar); 7.17 (1H, n, J = 8.9, H Ar); 7.23 (1H, n.
o n,J=80,J=69,J=1.1, H Ar); 7.36-7.41 (2H, m, H Ar); 7.65-7.71 (3H, M, H Ar);
7.83 (1H, 1, J = 8.7, H Ar); 14.02 (1H, ym. ¢, OH). Cnextp SIMP °C, 8, m. 11.: 40.9 (CH);
45.5 (CHs;); 66.9 (CH); 115.9 (C); 120.2 (CH); 121.4 (CH); 122.7 (CH); 126.8 (CH); 128.2
(CH); 128.7 (C); 128.8 (CH); 129.4 (CH); 129.6 (CH); 129.8 (CH); 130.8 (CH); 132.7 (C);
134.3 (C); 137.7 (C); 156.5 (C). Haiineno, %: C 73.09; H 5.87; N 4.54. C,9H3CINO.
Brruucneno, %: C 73.19; H 5.82; N 4.49.

IMony4yenne 7,14-qurnapoandensola,jlakpuannos 2a—g (obmas meronuka). PactBop
I r (7 mmomnp) 2-HadTHramMuHa U 7 MMONB OcHOBaHWS ManHuxa la—g B 15 M AcOH
KHIITAT B TeueHWe 6 4 B aTMocdepe aproHa. BemaBmmii mpu OXmaXICHWH OCAIOK
OT(IIBTPOBEIBAIOT U MepeKpucTaLIN30BhBatoT U3 AcOH mmu EtOH.

14-®ennn-7,14-quruapoandensola,jlakpuaun (2a). Bexox 50%. Caermo-xEnToie
kpucramnbl. T. . 234236 °C (AcOH) (1. . 230 °C [9]). MK crektp, v, cM ': 3395
(NH), 1620, 1582, 1524, 1470, 1400, 1261, 826, 802, 745, 694. Cnextp AMP 'H, §, m. 1.
(/, Tm): 6.66 (1H, c, 14-CH); 6.89 (1H, 1, J= 7.3, H-4 Ph); 7.05 (2H, 1, J= 7.6, H Ar); 7.25
(2H, T,J=17.3,H Ar); 7.31 (2H, n, J=8.7, H Ar); 7.48 2H, 1, /= 7.6, H Ar); 7.55 (2H, n,
J=7.6,HAr); 7.71 2H, n, J=8.7,H Ar); 7.75 2H, n, J= 8.0, H Ar); 8.51 (2H, n, J=8.5,
H Ar); 9.52 (1H, ¢, NH). Crextp IMP "°C, 8, m. x.: 38.7 (14-CH); 114.0 (C); 117.7 (CH);
122.8 (CH); 123.0 (CH); 126.3 (CH); 127.1 (CH); 128.0 (CH); 128.5 (CH); 128.6 (CH);
129.0 (CH); 129.9 (C); 132.2 (C); 136.8 (C); 147.9 (C). Haitneno, %: C 90.66; H 5.33;
N 4.01. C,;H9N. Beruucneno, %: C 90.72; H 5.36; N 3.92.

14-(4-Metokcudpennn)-7,14-nuruaponudenso|a,jlakpuaun  (2b). Bexon 20%.
XKeénrsie kpuctamisl. T. mr. 259-262 °C (AcOH). MK cnextp, v, cM : 3397 (NH), 1634,
1620, 1605, 1585, 1526, 1508, 1477, 1470, 1402, 1265, 1252, 1180, 1030, 837, 808, 748.
Cnextp SIMP 'H, 8, m. . (J, T'm): 3.50 (3H, ¢, OCH3); 6.61 (1H, c, 14-CH); 6.61 (2H, 1,
J=8.7,H Ar); 725 2H, T, J= 7.3, H Ar); 7.30 (2H, n, /= 8.9, H Ar); 7.44 2H, n, J= 8.7,
H Ar); 747 2H, T, J= 7.3, H Ar); 7.70 2H, n, J = 8.7, H Ar); 7.75 (2H, n, J= 7.6, H Ar);
8.50 (2H, 1, J= 8.7, H Ar); 9.47 (1H, ¢, NH). Criextp SIMP "°C, 8, m. 11.: 37.9 (14-CH); 55.3
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(OCHj;); 114.0 (CH); 114.3 (C); 117.7 (CH); 122.8 (CH); 122.9 (CH); 127.0 (CH); 128.3
(CH); 128.9 (CH); 130.0 (C); 132.2 (C); 136.7 (C); 140.3 (C); 157.7 (C-0). Haiineno, %:
C 86.70; H 5.51; N 3.52. C,3H,;NO. Boruucneno, %: C 86.79; H 5.46; N 3.61.
14-(3-Hutpodennn)-7,14-nurugpoaudensola,jlakpuann  (2¢). Bexoxg 29%. Kup-
NUYHO-KpacHble Kpuctamwiel. T. mi. 274-276 °C (AM®A-H,0) (1. man. 270 °C [9]).
UK crektp, v, cM 't 3397 (NH), 1622, 1587, 1530 (NO,), 1520, 1483, 1470, 1404, 1348
(NO,), 1275, 822, 806, 741. Cuextp IMP 'H, &, m. a. (J, I'n): 6.91 (1H, ¢, 14-CH); 7.27
(2H, 1,J=17.8, H Ar); 7.35-7.41 3H, m, H Ar); 751 QH, n. n. 0, J=8.2,J=6.9,J=1.2,
H Ar); 7.74-7.77 (SH, m, H Ar); 8.12 (1H, n, /= 7.8, H Ar); 8.36 (1H, n. n, J=2.1,J= 1.8,
H-2"); 8.60 (2H, 1, J = 8.5, H Ar); 9.67 (1H, ¢, NH). Cnextp IMP “C, §, m. 1.: 38.3
(14-CH); 113.1 (C); 117.8 (CH); 121.6 (CH); 122.3 (CH); 122.5 (CH); 123.3 (CH); 127.4
(CH); 129.1 (2CH); 130.0 (CH, C); 132.1 (C); 134.1 (CH); 137.0 (C); 148.5 (C); 149.8 (C).
Haiineno, %: C 80.48; H 4.47; N 7.07. Cy;H 3N,O,. Brruucieno, %: C 80.58; H4.51; N 6.96.
14-(2-Tuenni)-7,14-quruapoaudenso|a,jlakpuaun (2d). Boexon 40%. Kpucrammist
kpemoBoro mngera. T. mr 204205 °C (AcOH). UK crektp, v, cM ': 3379 (NH), 3059
(CH Ar), 1634, 1620, 1597, 1584, 1526, 1464, 1396, 1341, 1279, 1263, 1236, 1225, 1180,
1146, 1040, 1028, 962, 816, 750, 704. Cnextp SIMP 'H, 8, m. 1. (J, I'n): 6.65 (1H, 1. 1,
J=15.0,J= 3.7, H-4 tnoden); 6.93 (1H, n. n, J = 3.7, J= 0.9, H tvoden); 6.99 (1H, x. x,
J=5.0,J=0.9, H tnoden), 7.04 (1H, ¢, 14-CH); 7.27-7.31 (4H, m, H Ar); 7.51 2H, 1. n. n,
J=8.2,J=73,J=14,HAr);7.74 2H, n, J=8.7,H Ar); 7.79 (2H, n, J= 7.3, H Ar); 8.52
(2H, 1, J=8.7, H Ar); 9.60 (1H, ¢, NH). Criextp SIMP "°C, §, M. 1.: 33.9 (14-CH); 113.0 (C);
117.6 (CH); 122.7 (CH); 123.1 (CH); 124.1 (CH); 124.5 (CH); 126.4 (CH); 127.2 (CH);
128.7 (CH); 129.0 (CH); 129.9 (C); 132.1 (C); 136.8 (C); 150.7 (C). Haiineno, %: C 82.52;
H 4.68; N 3.95; S 8.85. C,sH7NS. Boruucneno, %: C 82.61; H4.71; N 3.85; S 8.82.
14-(ben3o[1,3]auokcou-5-uia)-7,14-qurugpoaudensola,jlakpuaun (2¢). Beixox 48%.
Becupernbie kpuctamiel. T. w1 289-290 °C (IM®A-EtOH). UK cnektp, v, cM ': 3406
(NH), 1622, 1587, 1530, 1497, 1485, 1474, 1439, 1404, 1364, 1269, 1246, 1034, 922, 808,
746. Cnextp SIMP 'H, &, M. 1. (/, I'm): 5.74 (2H, ¢, OCH,0); 6.61 (1H, n, J = 8.0, H-7");
6.62 (1H, ¢, 14-CH); 7.08 (1H, x. n, J=8.0, J= 1.8, H-6"); 7.10 (1H, a1, J = 1.8, H-4"); 7.26
(2H, 1, J="7.1, H Ar); 733 2H, n, J = 8.9, H Ar); 750 QH, n. n. n, J = 8.2, J = 6.9,
J=1.4,HAr); 7.72 2H, n, J= 8.7, H Ar); 7.74 2H, n, J= 7.3, H Ar); 8.53 (2H, n, J=8.5,
H Ar); 9.52 (1H, ¢, NH). Criexrp SIMP C, 3, m. 1.: 38.3 (14-CH); 101.1 (OCH,0); 108.2 (CH);
108.5 (CH); 114.2 (C); 117.7 (CH); 120.9 (CH); 122.9 (CH); 123.0 (CH); 127.1 (CH); 128.5
(CH); 129.0 (CH); 130.0 (C); 132.2 (C); 136.7 (C); 142.1 (C); 145.7 (C); 147.6 (C).
Haiineno, %: C 83.64; H 4.80; N 3.58. CogH 9NO,. Beruncneno, %: C 83.77; H4.77; N 3.49.
14-2-Xnoppenni)-7,14-nuruaponudenso|a,jlakpuaun (2f). Brixon 39%. Csetio-
xénreie kpuctamisl, T. mn. 276-277 °C (IM®A). UK cnextp, v, cM ': 3404 (NH), 3040,
1634, 1622, 1599, 1585, 1528, 1481, 1470, 1439, 1422, 1404, 1344, 1265, 1238, 1148,
1032, 968, 825, 806, 764, 746, 723, 698. Crektp SIMP 'H, &, m. a. (J, T'n): 6.76 (1H, c,
14-CH); 6.92-7.01 (2H, m, H Ar); 7.23-7.29 (3H, m, H Ar); 7.36 (2H, n, J = 8.7, H Ar);
7.49-7.57 3H, m, H Ar); 7.74-7.78 (4H, m, H Ar); 8.56 (2H, 1, J= 8.5, H Ar); 9.71 (1H, c,
NH). Criektp IMP “C, 8, M. 1.: 36.3 (14-CH); 113.9 (C); 118.1 (CH); 122.4 (CH); 123.2
(CH); 127.2 (CH); 128.5 (C); 128.6 (CH); 128.9 (CH); 129.2 (CH); 129.7 (CH); 129.9 (C);
131.9 (CH); 132.3 (C); 137.1 (C); 146.5 (C). Haiineno, %: C 82.69; H 4.63; N 3.48.
C,7H;gCIN. Brruncneno, %: C 82.75; H4.63; N 3.57.
14-(4-Xnoppennin)-7,14-nuruaponudenso|a,jlakpuaun (2g). Bexon 25%. JKénrtsie
kpuctawisl. T. . 265-267 °C (AcOH). UK cmektp, v, em ' 3418 (NH), 1582, 1524, 1474,
1261, 1083, 826, 802, 745, 733, 447. Cnextp SIMP 'H, &, m. 1. (J, T'm): 6.69 (1H, c,
14-CH); 7.12 (2H, n, J = 8.5, H Ar); 7.26 2H, 1, J = 7.5, H Ar); 7.31 (2H, n, J = 8.5,
H Ar); 748 2H, 1, J=17.5, H Ar); 7.56 (2H, 1, J= 8.5, H Ar); 7.73 (2H, 1, J= 9.0, H Ar);
7.76 (2H, n, J = 8.0, H Ar); 850 2H, n, J = 8.5, H Ar); 9.55 (1H, ¢, NH). Cnektp
AMP BC, 8, m. a.: 38.1 (14-CH); 113.5 (C); 117.7 (CH); 122.7 (CH); 123.1 (CH); 127.2
(CH); 128.6 (CH); 128.7 (CH); 129.0 (CH); 129.7 (CH); 129.9 (CH); 131.0 (C); 132.1 (C);
136.8 (C); 146.8 (C). Haitneno, %: C 82.66; H 4.65; N 3.49. C,;HsCIN. Brraucneno, %:
C 82.75; H4.63; N 3.57.
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Paboma evinonnena npu ¢uuancosoii noddepoicke Munucmepcmea 00pazo-
sanusi u Hayku P®D @ pamxax npoekmuoi wacmu 20Cy0apCmeeHHo20 3a0aHus Ha
HAYYHO-UCCAEO08amenbckyio pabomy (4.1597.2014/K).
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