XUMUS TETEPOILIMKIMYECKUX COEJUHEHUM. — 2012. — Ne7. — C. 1187—1210

IIMCBMA B PEJAKIIUIO

HEOXHUJAHHASA MUKJIN3ALNIAA N-APUJI-N-KAPBOKCHUITUJI-
B-AJIAHMHOB B TIPOU3BO/JIHBIE 5,6-IUT'UAPOYPALINJIA

KawueBble cinoBa: N-apwi3aMemi€Huble [-anaHuHbl, N,N-Iu3aMeniéHHbIE aMHHO-
KHUCIIOTBI, 5,6-TUTHIPOYpalnibl, 2-THO-S,6- IUTUAPOYPAITUIIBL.

1-3ameménnnie 5,6-IUrUAPOYPANMIBI 00TaAI0T ONPENEIEHHON OMOIOTHIECKOM
aKTUBHOCTBIO, B YaCTHOCTH MM TMPHUCYIIH IMPOTHUBOOMyXoJeBble [1], aHTHpeTpo-
BupycHbie [2, 3] cBoiictBa. IlpomsBoanbie 5,6-auruapoypannia HCHIOIB3YIOTCS
TaKkKe Kak aapeHoOnokumpyromue cpencrsa [4]. MssectHo, uro 1-apui-5,6-am-
TUAPOYPAIIMIBI U WX 2-THOAHAJIOTH TONyYaloT B3amMojeicTBreM N-apui-f3-aia-
HUHOB WM UX 3GHUPOB C MOUEBHHOI WM THOLMAHATAMM LIEJIOYHBIX METAJJIOB B
kucinoil cpeae [5—8]. Peakuurio, kak mpaBuio, NPOBOAST B KHILSIIEH YKCYCHOU
KUCJIOTE C MOCICAYIOUINM MOJKHUCICHHEM PEaKIMOHHOW CMECH COJISTHON KHCIIOTOH
U IUKIU3alMd TPOMEXYTOUYHBIX N-apui-N-kapOamowi(tTrnokapbamon)-3-ana-
HUHOB.

Mpl HanuM, 4to A CUHTEe3a 1-apui-5,0-AUrHApOypaluiIoB WIM HUX 2-THO-
aHaJIOTOB MOXKHO HCIIOJIb30BaTh N-apuii-N-KapOOKCHATHII-3-aJlaHHHBI.
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1-5 a Ar=4-FCH,, b Ar = 4-BrCH,, ¢ Ar=4-HOCH,, d Ar = 4-Et,;NC H,;
2,42-dX=0,3,5a-dX=5

Peaxium mpoBOIAT B TEX JK€ YCIOBUSX, UTO U MPHU CUHTE3E S5,6-TUTHAPOYpaIlH-
0B U3 N-apwi3aMem€HHBIX [3-aTaHMHOB. BeposTHO, BHadajge IPOUCXOIUT Je-
ankuinpoBanue N,N-nu3aMeI€HHbIX aMUHOKUCIOT 1a—d 1o N-apun3zaMeiéHHbIX
[-anaHuHOB, KOTOpBIC B NANBbHEHIIEM 00pa3yloT (THO)ypeuIoKuciaoTsl 2, 3 a—d,
JIETKO MHUKIN3YIONIHecs B Tpou3BojgHbie 4, 5 a—d mox BIUSHUEM COJISHOM
KHCIOTHI. [IpenMyIiecTBOM 3TOr0 METO/a SBISIETCS BO3MOXKHOCTh CHHTE3UPOBAThH
1-3ameménnbpie 5,6-TUTHAPOYPANMIBI U WX 2-THOAHAJIOTH HE TOJBKO W3 UHUCTHIX
N-apuim3aMemEHHBIX -aTaHMHOB, HO M U3 MX cMecel ¢ N-apuii-N-KapOOKCHUITHII-
[B-amanmHaMU, KOTOPHIE YacTO 00pa3yrOTCsS MPH B3aUMOJCHCTBHNA apOMaTHUECKUX
aMUHOB C aKpHJIOBOH KUCIOTOM.
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Crnexrpst SIMP 'H u "°C 3apeructprpoBans! Ha criekrpomerpe Varian Unity Inova (300 u
75 MI'm coorBerctBerHO) B JIMCO-dg, BHyTpeHHHUi1 cranmapt TMC. DneMeHTHBIN aHan3
BeinonHeH Ha npudope CE-440 (EAI Exeter Analytical, Inc.). Temmeparypsl 1uiaBieHus
onpenenensl Ha npubope APA I (Kleinfeld Labortechnik Gmbh).

1-Apuna-5,6-quruapoypanmnanl 4a—d (obmas meronmka). Cmece 10 Mmons N-apui-
N-xap6okcuyTi-f-ananuaa 1la—d, 0.90 r (15 mmonp) ModeBunHs! 1 15 M negstoit AcOH
KurATAT B Tedenue 20 g, mooasmsroT 40 v 10% HCI un xunsgrsat emé B Teyenue 30 MuH.
CMech OXJIaXIaroT, BBIACIUBIINECS KPUCTAIUIBI OT(QUIBTPOBBIBAIOT, IPOMBIBAIOT BOAOH H
KPUCTAJUIU3YIOT U3 COOTBETCTBYIOLIETO pacTBoputels. [ BeieneHus coennnenus 4d n3
PEaKLIMOHHOM CMECH >KUIKHE (paKUuHM OTTOHSIOT Ha POTALIMOHHOM HCIapUTENe, OCTaTOK
pactBopsror B 30 mi Bozsl, mobammaor 0.25 T NaOAc u mepeMenmBaOT B TEUCHHE
10 mua. OGpa3oBaBIIHecs KPUCTAIUIEI OT(GHUIBTPOBHIBAIOT, IPOMBIBAIOT BOAOH U KPHUCTAI-
3yt u3 MeOH.

1-(4-®T1opdennn)-5,6-nurnapoypauui (4a). Borxon 0.87 r (42%). benbie kpucTasisl,
1. 1. 238-239 °C (EtOH) (t. mn. 238-239 °C [6]). Cnexrp SIMP 'H aHanoruue npuse-
IEHHOMY B pabote [6].

1-(4-Bpomdennn)-5,6-nurugpoypauui (4b). Bexon 1.53 r (57%). Ceetno-kopuyHe-
BBl KPHUCTAILTBL, T. 1. 228-229 °C (MeOH). Cnextp SIMP 'H, 8, m. 1. (J, T'm): 2.70 (2H,
T, J = 6.6, 5-CH,); 3.78 (2H, 1, J = 6.6, 6-CH,); 7.30 (2H, &, J = 8.7, H-2',6"); 7.57 (2H, &,
J=28.7,H-3",5"; 10.44 (1H, c, NH). Haiineno, %: C 44.55; H 3.43; N 10.34. C,,H¢BrN,O..
Beruncneno, %: C 44.63; H3.37; N 10.41.

1-(4-I'napoxcudennn)-5,6-nurugpoypauuni (4¢). Boxon 1.18 r (57%). bensie kpuc-
Tambl, T. WL 265-266 °C (CH;COOH) (1. m1. 265-266 °C [8]). Cnextp SIMP 'H ama-
JIOTHYEH MpUBEIEHHOMY B padote [8].

1-(4-AudTrnamunogenu)-S,6-quruapoypauna (4d). Berxon 0.94 r (36 %). Csetino-
cepbie KpucTamsl, T. . 183—184 °C (MeOH). Cnextp SIMP 'H, 8, m. 1. (J, T'm): 1.08 (6H,
T, J = 6.9, 2CH;CHy); 2.67 (2H, 1, J = 6.7, 5-CH,); 3.32 (4H, k, J = 6.8, 2CH;CH,); 3.65
(2H, T, J = 6.7, 6-CHy); 6.63 (2H, 1, J = 9.0, H-3'.5"); 7.07 (2H, 1, J = 9.0, H-2',6"); 10.22
(1H, ¢, NH). Crextp SIMP °C, 8, m. 1.: 12.3 (2CH;CH,); 31.1 (C-5); 43.7 (C-6); 45.1
(2CH;CH,); 111.2 (C-3',5"); 126.7 (C-2,6"); 129.9 (C-1"); 145.7 (C-4"); 152.3 (2-C=0);
170.6 (4-C=0). Haiineno, %: C 64.42; H 7.41; N 15.95. C,4HoN;0,. Beraucneno, %: C 64.35;
H 7.33; N 16.08.

1-Apna-2-tuo-5,6-muruapoypaumiasl Sa—d (oOmas meroguka). [lomygaroT mo meto-
IMKe CHHTe3a coequHeHni 4a—d, HCIonb3ysl BMECTO MOYEBHHBI THONMaHat kanus. Coenn-
HeHne Sd BBIIEISIOT aHAIOTHYHO coequHeHNIo 4d.

2-Tuno-1-(4-propdenn)-5,6-auruapoypanui (5a). Beixon 0.94 1 (42%). bensie kpuc-
Tamnel, T. 1. 291-292 °C (EtOH) (1. . 291-292 °C [6]). Cnextp 'H SIMP ananoruden
npuBeAEHHOMY B pabote [6].

1-(4-Bpomdenni)-2-tno-5,6-ruruapoypauua (5b). Beixon 0.88 r (31%). benbie kpuc-
Tasl, T. 1. 234-235 °C (MeOH). Cnexrp SAMP 'H, 8, m. 1. (/, Tm): 2.81 2H, T, J = 7.0,
5-CH,); 3.90 (2H, T, J = 6.8, 6-CH,); 7.34 (2H, n, J = 8.7, H-2,6"); 7.64 (2H, n, J = 8.7,
H-3'5"); 11.33 (1H, ¢, NH). Cnextp SIMP "*C, 8, m. a.: 30.3 (C-5); 48.5 (C-6); 120.2 (C-
4"; 129.4 (C-2%,6"); 131.9 (C-3',5"); 144.2 (C-1"); 166.9 (C=0); 179.4 (C=S). Haiineno, %:
C42.21; H 3.09; N 9.91. C;,HoBrN,OS. Beraucneno, %: C 42.12; H 3.18; N 9.82.

1-(4-I'mapoxcudennn)-2-tuo-5,6-qurugpoypauui (5¢). Berxon 1.62 r (73%). bensie
KpucTamiel, T. i 309-311 °C (IMCO) (1. mr. 309-311 °C [8]). Cnextp SIMP 'H ana-
JIOTHYEH MpUBEIEHHOMY B padote [8].

1-(4-AudTrnamuHopeHn)-2-Tuo-5,6-muruapoypanua (5d). Bexon 0.64 r (23%).
JKénteie kpucTamsl, T. wi. 206-207 °C (MeOH). Cnektp SIMP 'H, &, M. 1. (J, T'n): 1.09
(3H, T, J = 6.9, 2CH3CH,); 2.76 (2H, T, J = 6.9, 5-CH,); 3.34 (4H, x, J = 6.9, 2CH;CH,);
3.83 2H, T, J = 6.9, 6-CH,); 6.63 (2H, 1, J = 8.9, H-3,5"); 7.07 (2H, &, J = 8.9, H-2',6");
11.10 (1H, ¢, NH). Haiineno, %: C 60.72; H 6.81; N 15.07. C,4H9N;OS. Boruucneno, %:
C 60.62; H 6.90; N 15.15.
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