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CUHTE3 2-3-®YPWUJI)-1H-BEH3UMHUJIA30JI0B
N3 2-OEHAIINJI-1H-BEH3MHUJIA30J10B

C-AnkuimpoBaHHEe TO AKTHBHOM MeETHJICHOBOW rpymme 2-¢enanmi-1H-0en3nmuna3onon
(eHammIOpOMUIaMH  TIPOTEKAaeT BBICOKOM3OMPATENFHO € 00pa30BaHHEM COOTBETCTBYIOLIHX
1,4-1MKEeTOHOB, KOTOpPBIEC MPU HATPEBAaHUU C COJSTHOW KHCIIOTOW HUKIU3YIOTCSA C 00pa3oBaHHEM
paHee HeU3BECTHHIX 2-(2,5-auapuin-3-¢ypuin)- 1 H-6eH3nMugazonos.

KiroueBble cioBa: 6eH3UMUA3071b], (heHaunnOpoMuasl, Gpypansl, C-aJKUIMPOBaHUE, CEIEK-
THUBHOCTb, IIMKJIOKOHICHCALHS.

2-(2-Oypuin)0eH3UMHIA30)T  00JIaaeT BBIPAKEHHOH MPOTUBOMHUKPOOHOM
aKTHUBHOCTBIO M MHTCHCHUBHO ITOJIBEPraeTCsl XUMUKAMHU CTPYKTYpPHOMY MOIUGH-
nupoBanuto [1-10]. Hamportus, ero cTpyKTypHBIE aHaNOTd C 3-(ypHIBHBIM
3aMECTUTENIEM M3BECTHBI MaJlo — ONMCAHBI TOJIBKO J1Ba COCAMHEHMS 3TOTO THIIA.
Tax, He3amemeHHbIH 2-(3-pypun)0eH3nMHUIa30I OBLT CHHTE3UPOBAH WCXOMS U3
(dypaH-3-kapOOHOBOUW KHCIOTHI W ee Mpou3BOAHBIX [11, 12] wmm u3 Qypan-
3-kapbanpaeruna [13]. Ero mnpousBojHOe, 3aMeNIEHHOE THUAPOKCHILHBIMU
IpynIamMu B MOJIOKEHHUAX 2 U 4 (GypaHOBOIO IMKJIA, HOIXYYEHO M3 MPOAYKTa
C-aunnupoBanus (2-0€H3UMHIA30JIMII)ALETOHUTPUIA  XJIOPALETHIIXJIOPHIIOM
[14]. Hemb3s HCKITIOYNTD, YTO BBISIBICHHIO MPAKTUYECKOHN ImoNe3HOCTH 2-(3-dy-
pHIT)OCH3UMHUAA30I0B OyAET CIIOCOOCTBOBATH PACIIUPEHHE CEPUHM MX NPElNCcTa-
BUTEJIEH U pa3paboTKa MpenapaTHBHO YOOOHBIX U JOCTATOYHO OOIIMX METOIOB
uX cMHTEe3a. XMMHUYECKasl 4acTh 3TOHM 3a/a4M pelaercst B HacTosmell padore Ha
OCHOBe mpeBpameHuii 2-dpenammn-1H-6em3sumunazonos la—d, xkoTopele yxe
3apeKOMEHIOBaNN ce0sl B KaueCcTBE YIOOHBIX PEareHTOB B CHHTE3€ HOBBIX
coeMHeHn ¢ OeH3UMUIA30IbHBIM (parMerToM [15, 16].

Hamu naiineno, uto coenuHenust la—d ankunupyroTcs MO akTUBHOW METH-
neHoBoi rpynme ¢denammoOpomunamu 2a—d ¢ obOpasoBanmeM 1,4-mHKeTO-
coenuHeHuil 3a—g. [lomydeHHBIE TPOLYKTHI MPH MOCIEIYIOMEM HAarPEeBaHUH C
COJISTHOM KHCJIOTOM JIETKO NPETEPIEBAIOT LUKIOKOHIACHCALMIO M JAlOT COJH
paHee Hen3BeCTHBIX 2-(3-¢hypnin)oeH3umunazonoB 4a—g (coequHeHue 4¢ Bbiie-
JICHO B BHJE JIy4llle KPUCTAIIM3YIOLIErocs THAPOOpOMIIA), U3 KOTOPBIX TOCIIE
00pabOTKH aMMHaKOM 00pa3yIoTCsl CBOOOTHBIE OCHOBaHHS Sa—g.

Takas cxema cuHTe3a He Obla oueBHAHOM. Tak, paHee ObUIO MOKa3aHO, YTO
HalpaBJICHUE PEakUuy aluuianpoBanus 2-penanuin-1H-6en3umunaszona 1a 3aBu-
CHT OT NPHUPOJBI ALMIMPYIOIIET0 PeareHTa: ¢ OCH30MIXJIOPHIOM MPOUCXOIUT
IUOCH30WINPOBAHUE C YYacTHEM aToMa a30Ta OEH3MMHIA30JbHOTO KOJbLA H
aToMa KHuciopona QeHamwibHOTO (pparmenta [17], a ¢ aneTaHTHAPUAOM —
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1a Ar=Ph, b Ar=4-MeOC¢H,, ¢ Ar = 3,4,5-(MeO);C¢H,, d Ar = 4-BrC¢H,; 2 a Ar' = Ph,
b Ar' = 3,4-(Me0),C¢Hs, ¢ Ar' = 4-CIC¢H,, d Ar' = 3-O,NC¢H,; 3-5 a Ar = Ar' = Ph,
b Ar = 4-MeOCgH,, Ar' = Ph, ¢ Ar = 3,4,5-(MeO);C¢H,, Ar' = Ph, d Ar = 4-BrC¢Hy, Ar' = Ph,
e Ar=Ph, Ar' =3,4-(Me0),CgHs, f Ar = Ph, Ar' =4-CIC¢H,, g Ar = Ph, Ar' =3-O,NC¢H,;
4a,b,dgX=ClLcX=Br

MOHOALIETHJIMPOBAaHUE [0 AaKTUBHOW MeTwieHoBoil rpynme [18]. M30upa-
TENBHOCTH ke C-aNKUIMpoBaHus (GEeHaIUIOpPOMUIaMH, KaK HAMH YCTaHOBIICHO,
3aBHCUT OT YCIIOBHM peakUuyd M YMEHBIIAETCS C TOBBIIIEHHEM 3JIEKTPOHO-
AKIENTOPHBIX CBOMCTB apHIIBHBIX 3aMeCTHTENel Ar H Ar' B HCXOIHBIX pearcH-
Tax. Tak, Mpu B3aUMOAECHCTBUU coelvHEeHNH 1a U 2a B KUIIAIIEM alleTOHE Haj
MoTaleM (B yCIOBHUSX, TUMMYHBIX AJISI aJIKUIIMPOBAHUSI OPOMKETOHAMH ) HAPSILy
C LIeTIeBBIM TUKETOHOM 3a oOpasyercs M mpoAyKT N-aJKHUIUpOBaHUS 6, KOTO-
pBIH yZIanoch BBIAENUTh M KOTOPBIA, KaK HaMHU HalJeHO, CYIIECTBYET B pac-
TBOpE B PaBHOBECHH C TayTOMepHOU (opmoii 6'. Peakuusi cTaHOBHUTCS BBICOKO-
n30HMpaTenbHON NpU €€ MPOBEIECHHHM B BOJHO-aLETOHOBOM PacTBOPE THIPOK-
cuna kanus (6osiee CHIIBHOTO OCHOBAHHMSA).
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Lenesble mpoaykTsl 3 B OONBIIMHCTBE NMPHMEPOB BBINEISIOTCS U3 peak-
LIMOHHOHM cMecu ¢ BBICOKUMH Bbixonamu (77-85%) 6e3 mpumecH MpoIyKTOB
N-ankuupoBaHus ¥ HE HYXKIAIOTCS B OYHCTKE. MCKITIOUeHUeM SIBISICTCS aTKH-
JTMpoBaHue coenuHeHus 1d, coaepikaliero B UCIONb3yeMoil cepun peareHToB 1
Haubosee INEeKTPOHO-AKIENITOPHBIA apuiIbHBIA 3aMecTuTensb (Ar =4-BrCgqH,).
CootBeTcTByrommii mpoaykKT 3d BhIMamaeT W3 PEAKIUOHHOM CMECH BMECTE
C IPUMECBI0O M30MEPHOTo MpoaykTa N-amkuiupoBanus (nauHsie SIMP 'H)
c obmuM BbIXogOM 91% W mocime OYMCTKH KpHCTaUIM3alMeil Mody4aercs
B UHIUBUIYAILHOM COCTOSSHUHM C BhIxoaoM 63%. B3aumonelictBrue coequHeHNS
la ¢ m-HuTpodeHanmnOpomMuaom 2d Jierko maeT YUCThIH MpoAyKT C-ajKuiu-
poBaHus 3g ¢ yAOBIETBOPUTEIHHBIM BEIX010M (50%), 4TO, BEpOSITHO, 00YCIIOB-
JICHO HELIEJNIEBbIM PacX0J0BAaHHEM BBICOKOPEAKIIMOHHOCIIOCOOHOTO OpPOMKETOHA
Ha B3aUMOJICHCTBUE CO LIEJIOYBIO.

HuknokoHAeH AN JUKETOCOSIUHEHUH Trma 3 ¢ 3aMbIkaHueM (pypaHOBOTO
KoJiblia 1o cxeme peakuuu [laans—KHoppa nporekaeT npu HarpeBaHUM B CMECH
COJITHOM M YKCYCHOM KHCJIOT C BOJOW B 00OBEeMHBIX OTHOmeHUs X 1 : 1.5 : 1 m
3aBepmiaercs 3a 1 4, HE OCIOXHSACH MOOOYHBIMHU TpoleccaMu (HampuMep,
LIUKIJIOKOHACHCAIIMEeN ¢ yyacTHeM OeH3MMHIa30JIbHOTO aroma a3oTa). LleneBbie
coenuHeHnuss 4 W 5 ynanoch BBUICIHTH C BBIXOJAaMH, B OCHOBHOM IIPEBBI-
maromuMu 90%. Crenyer OTMETHUTh, YTO MHHEpajbHas KHCIIOTa HWIPaeT
CYIIECTBEHHYIO POJIb B peakund. Kak HaMu yCTaHOBJIEHO, NPH HarpeBaHUH
coeliHeHUs1 32 B CMECH YKCYCHOW KHCJIOTBI M BOZABI MPOUCXOJHUT HE IHKIIH-
3alus, a Ie3aluIupoBanue ¢ oopasoBanueM 2-(B-0enzomnatun)- 1 H-0eH3umu -
azona 7. DTHM MpeBpallcHUEM TTOATBEPKIACTCS IPOBEICHHOE HaMH C-aJIKIITH-
poBaHue, TeM 0oJee, 4To MPOAYKT 7 — COCAMHEHHE YKe ONMCAaHHOE (TTOTyueHO
KOHJICHCAIUEH [3-OCH30MIIIPOITMOHOBOM KUCIOTHI ¢ 0-(peHuIeHauaMuHoM [19]).
CTpocHHE COENMHEHUS Sa TakKe IOATBEPKIACTCS XUMHUYECKHM IpeBpa-
IIEHUEM — METWIMPOBAHUEM MO OCH3MMUAA30JbHOMY aTOMy a3oTa ¢ 00paso-
BaHHEM COOTBETCTBYIOIETO ITPOU3BOTHOTO §.
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CocTaB ¥ CTPOCHHE CHHTE3UPOBAHHBIX COCTHHEHHUI MOITBEPIKIAOTCS JaH-
1
HBIMH DJIEMEHTHOTO aHanu3a (tabin. 1) u cnextpoB AIMP "H (tatmn. 2).
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Tabnuma 1

XapaKTepnchm CHHTE3UPOBAHHBIX COBI[P[HCHI/Iﬁ

C 5 Haiineno. % B
ocau- pyTTO- Brruucneno, % T. .. °C BIXOL,
HEHHUE dhopmyna ’ %
C H N
3a C,3HgN,0, 77.88 5.03 7.82 210.5-212 85
77.95 5.1 7.90
3b Cy4HyoN,O5 74.77 5.32 7.08 200-201.5 75
74.98 5.24 7.29
3¢ Cy6Hy4N, 05 70.12 5.35 6.18 221.5-223 81
70.26 5.44 3
3d Cy3H,,BrN,0, 63.57 4.06 6.32 225-227.5 63
63.76 3.95 6.47
3e C,5H»,N,0, 72.33 5.47 6.57 210-211.5 77
72.45 5.35 6.76
3f Cy3H,,CIN,0O, 70.88 4.28 7.06 208-209.5 79
71.04 441 7.20
3g Cy3H7N504 69.03 4.18 10.37 206.5-208 50
69.17 4.29 10.52
4a Cy3H,7CIN,O 73.95 4.55 7.42 232-234 94
74.09 4.60 7.51
4b C,4H;9CIN,O, 71.38 4.49 6.72 226.5-228 91
71.55 4.75 6.95
4c C26H23BTN204 61.38 ﬂ m 219-221 57
61.55 4.57 5.52
4d C,3H,cBrCIN,O 61.12 3.45 6.14 271.5-273 91
61.15 3.57 6.20
4e Cy5H,CIN,O4 69.29 493 6.58 214-215.5 96
69.36 4.89 6.47
4f Cy3H,cCLLN,O 67.69 3.81 6.72 226.5-228 93
67.83 3.96 6.88
4g Cy3H 6CIN;04 66.02 3.93 9.95 223-224.5 76
66.11 3.86 10.06
5a Cy3H;6N,O 82.04 4.58 8.27 215-217 95
82.12 4.79 8.33
5b Cy4H sN,0, 78.58 4.83 7.52 228-229.5 96
78.67 4.95 7.65
5¢ C,6Hp,N,0, 73.18 5.12 6.45 225.5-227 96
73.23 5.20 6.57
5d Cy3H,sBrN,O 66.47 3.72 6.58 271.5-273 91
66.52 3.64 6.75
5e C,5HyoN,04 75.60 5.12 7.02 215-216.5 92
75.74 5.08 7.07
5f Cy3H;5CIN,O 74.37 4.14 7.43 187.5-189 93
74.49 4.08 7.55
5¢g Cy3H 5N;04 72.48 3.94 10.97 259-260.5 91
72.43 3.96 11.02
6 Cy3H 5N,0, 77.82 5.05 7.86 138.5-140 7
77.95 5.12 7.90
7 C6H14N,O 76.69 5.56 11.08 219-220.5 86
76.78 5.64 11.19 (229 [17])
8 Co4H sN,O 82.18 5.07 7.86 153.5-155 85
82.26 5.18 7.99
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Tabnuma 2
Crextpbl SIMP "H cHHTe3MPOBAHHBIX COeIHHeHMil

Co-
enu-
HEHHU

XuMmu4ecKkue CIBUTH, O, M. 1. (J, I'1)

2

3a

3b

3¢

3d

3e

3f

3g

4a

4b

4c

3.75 (IH, . 1, JH(A)-H(B) = 185, JH-H(A) = 40, HA), 423 (IH, . 1, JH(A)-H(B) = 185,
JH»H(B) = 100, HB), 5.64 (IH, a. 1, JH-H(B) = 100, JH»H(A) = 40, CH), 7.07-7.16 (2H,
M, H-5,6); 7.46-7.57 (6H, m, H-4,7 + 4 Hpy-m); 7.62 11 7.67 (2 x 1H, sa 1, J = 7.5,
2 Hpy-m); 8.03  8.10 (2 x 2H, nBa n, J = 8.0, 4 Hp,-0); 12.56 (1H, ¢, NH*)

3.67 (1H, 1. 1, Juay-um) = 18.5, Junn) = 4.0, Hy); 3.81 3H, ¢, H;CO); 4.24 (1H, 1.
, JH(A)-H(B) = 185, JH-H(B) = 100, HB): 5.58 (IH, . O, JH-H(B) = 100, JH-H(A) = 40,
CH); 7.03 (2H, 1, J = 7.5, 2 Har-m); 7.04-7.15 (2H, m, H-5,6); 7.44 (1H, 1, J = 7.5,
H-7); 7.50 (1H, r, J = 7.5, H-4); 7.51 (2H, 1, J = 8.0, 2 Hp,-m); 7.66 (1H, 1, J = 7.5,
Hpp-p); 8.02 1 8.08 (2 x 2H, nBa 1, J = 8.0, 2 Ha-0 u 2 Hpy-0); 12.54 (1H, ¢, NH)

3.70 (1H, . o, JH(A)-H(B) = 185, JH-H(A) = 40, HA), 3.71 (3H, C, H3C0-p), 3.85 (6H, C,
H3C0-m), 4.24 (1H, . O, JH(A)-H(B) = 185, JH-H(B) = 100, HB)a 5.65 (1H, . O,

JH-H(B) = 100, JH-H(A) = 40, CH), 7.15 (ZH, M, H-5,6), 7.42 (2H, C, 2 HAr)> 7.45-7.57
(4H, m, H-4,7 + 2 Hpp-m); 7.67 (1H, 1, J = 7.0, Hpy-p); 8.04 (2H, 1, J = 8.0, 2 Hpy-0);
12.58 (1H, ¢, NH)

3.77 (1H, a. 1, JH(A)-H(B) = 185, JH-H(A) = 40, HA), 4.23 (IH, . 1, JH(A)-H(B) = 185,
JH-H(B) = 100, HB), 5.60 (IH, a. 1, JH-H(B) = 100, JH-H(A) = 40, CH), 7.06-7.17 (2H,
M, H-5,6); 7.47-7.51 (2H, m, H-4,7); 7.55 2H, 1, J = 8.0, Hpp-m); 7.67 (1H, T,
J=7.0, Hpep): 7.74 QH, 1, J = 8.0, 2 Ha-m); 8.03 (4H, 11, J = 8.0, 2 Hp-0 + 2 Hppo);
12.56 (1H, c, NH)

3.71 (IH, . 1, JH(A)»H(B) = 185, JH»H(A) = 40, HA), 3.79 u 3.85 (2 X 3H, JBa C,
2 H3CO), 4.19 (lH, a. 1, JH(A)—H(B) = 185, JH-H(B) = 100, HB), 5.60 (lH, a. 1,

JH»H(B) = 100, JH»H(A) = 40, CH), 7.09 (lH, A, J=1.5, HAr-S); 7.14 (ZH, M, H-5,6),
7.45-7.48 (3H, m, H-4,7 + Hy,-2); 7.52 (2H, 1, J = 8.0, Hpyem); 7.61 (1H, 1, J = 7.0,
Hpy-p); 7.72 (1H, 1, J = 7.5, Hp-6); 8.08 (2H, 1, J = 8.0, 2 Hpy-0); 12.55 (1H, ¢, NH)

3.73 (IH, A. 0, JH(A)»H(B) = 185, JH»H(A) = 40, HA), 422 (lH, . 1, JH(A)—H(B) = 185,
JH»H(B) = 100, HB); 5.62 (lH, a. 1, JH-H(B) = 100, JH-H(A) = 40, CH), 7.12 (ZH, M,
H-5.,6); 7.48 (2H, m, H-4,7); 7.52 (H, 1, J = 8.0, Hpy-m); 7.61-7.63 (3H, m,

Hppp +2 Hy-m); 8.05 1 8.09 (2 x 2H, nBa 1, J = 8.5 uJ = 7.0, 2 Hp-0 1 2 Hpy-0);
12.57 (1H, ¢, NH)

3.86 (1H, . 1, Jua)nm) = 18.5, Junn) = 4.0, Hy); 4.30 (1H, 1. 1, Jyayne) = 18.5,
June) = 10.0, Hg); 5.67 (1H, a. 1, Jyne) = 10.0, Jypnn) = 4.0, CH); 7.10-7.15 (2H,
M, H-5,6); 7.34-7.49 (2H, m, H-4,7); 7.52 (2H, 1, J = 8.0, Hpy-m); 7.62 (1H, ™,
Hpp-p); 7.85 (1H, T, J = 7.0, Hp,~5); 8.10 (2H, 1, J = 8.0, Hpy-0); 8.47 1 8.49 (2 x 1H,
mBa 1, J = 8.0, Hy~4 1 Hp-6); 8.72 (1H, ¢, Hp-2); 12.59 (1H, ¢, NH)

742 (1H, 1, J = 7.5, Hypp-p); 7.47-7.50 (TH, M, H-5,6 + 2 Hs py-m + 3 Hawpp-p,-m);
7.67 (1H, ¢, H-4"); 7.75-7.80 (2H, m, H-4,7); 7.57-7.89 (4H, M, 4 Hpy-0)

3.83 (3H, ¢, H;CO); 7.08 (2H, 1, J = 7.5, 2 Hu-m); 7.40 (1H, 1, J = 7.5, Hpp-p);
7.48-7.54 (4H, m, H-5.6 + 2 Hpy-m); 7.62 (1H, ¢, H-4"); 7.75-7.77 (2H, m, H-4,7);
7.83 (2H, 1, J = 7.5, 2 Hy-0); 7.88 (2H, 1, J = 7.5, 2 Hpy-0)

3.75 (3H, ¢, H;CO-p); 3.78 (6H, ¢, 2 H;CO-m); 7.31 (2H, ¢, 2 Hu-0); 7.43 (1H, 1,
J =175, Hpyp); 7.51-7.56 (4H, m, H-5,6 + 2 Hp-m); 7.61 (1H, ¢, H-4"); 7.77-7.79
(2H, m, H-4,7); 7.89 (2H, 1, J = 7.5, 2 Hpy-0)
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OKOHYAaHUC TAONHUIBI 2

1 2

4d | 7.43 (1H, 1, J = 7.5, Hpp-p): 7.51-7.55 (4H, m, H-5,6 + 2 Hpy-m); 7.69 (1H, c, H-4');
7.71 2H, n, J = 1.5, 2 Ha-m); 7.78-7.80 (2H, m, H-4,7); 7.85-7.89 (4H, m,
2 th-O +2 HAr-O)

4e | 3.65u3.75 (2 x 3H, mBa ¢, 2 H;CO); 7.09 (1H, 1, J = 9.0, H,,-5); 7.38 (1H, c,
Ha-2); 742 (1H, 1, J = 9.0, Hu-6); 7.46-7.53 (5H, M, H-5,6 + 3 Hpy-m,-p); 7.55
(1H, ¢, H-4"), 7.77-7.90 (2H, m, H-4,7); 7.85 (2H, 1, J = 8.0, 2 Hp-0)

4f | 7.50-7.54 (SH, m, H-5,6 + 3 Hpp-m,-p); 7.60 (QH, 1, J = 7.5, 2 Hu-m); 7.71 (1H, c,
H-4'); 7.78-7.80 (2H, M, H-4,7); 7.87-7.89 (4H, M, 2 Hpp-0 + 2 Hu-0)

4g | 7.51-7.54 (5H, m, H-5,6 + 3 Hp,-m,-p); 7.78-7.80 (2H, m, H-4,7); 7.82 (1H, m,
Ha-5); 7.91 (2H, 1, J = 7.5, 2 Hpy-0); 7.94 (1H, ¢, H-4'); 8.22 (1H, 1, J = 7.5,
Ho,-4); 8.30 (1H, 1, J = 7.5, Ha-6); 8.58 (1H, ¢, Hp-2)

5a | 7.22-7.24 (2H, m, H-5,6); 7.36-7.42 (2H, M, 2 Hp,p); 7.47-7.52 (SH, M,
4 Hpp-m + H-7); 7.55 (1H, ¢, H-4"); 7.61 (1H, m, H-4); 7.88 (2H, 1, J = 9.0,
2 Hypp-0); 8.26 (2H, 1, J = 9.0, 2 Hy pp-0); 12.74 (1H, ¢, NH¥)

5b | 3.81 3H, ¢, H;CO); 7.05 (2H, 1, J = 8.5, 2 Hy,-m); 7.21 (2H, m, H-5.,6); 7.36 (1H, 1,
J=17.5, Hpy-p): 7.49-7.50 (3H, M, 2 Hpp-m + H-7); 7.51 (1H, ¢, H-4"); 7.67 (1H, m, H-
4);7.84 (2H, 1, J = 7.5, 2 Hpy-0); 8.28 (2H, 11, J = 9.0, 2 Hy,-0); 12.66 (1H, ¢, NH)

Sc 3.73 (3H, c, H;CO-p); 3.88 (6H, c, 2 H;CO-m); 7.20-7.26 (2H, M, H-5,6); 7.39 (1H,
T, J=17.5, Hpp-p); 7.51-7.55 (3H, m, 2 Hpy-m + H-7); 7.59 (1H, ¢, H-4"); 7.64 (1H, m,
H-4); 7.88 (2H, 1, J = 7.5, 2 Hpy-0); 8.01 (2H, ¢, 2 Ha,-0); 12.72 (1H, c, NH)

5d 7.23 (2H, m, H-5,6); 7.39 (1H, 1, J = 7.5, Hpp-p); 7.50-7.53 (3H, ™, 2 Hpy-m + H-7);
7.57 (1H, c, H-4"); 7.68 (3H, n, J = 7.0, H-4 + 2 Hp,-m); 7.87 2H, n, J = 7.0,
2 Hpy-0); 8.31 2H, 1, J = 9.0, 2 Ha-0); 12.76 (1H, c, NH)

Se | 3.81 13.88 (2 x 3H, 18a ¢, 2 Hy;CO); 7.09 (1H, 1, J = 9.0, Har-5); 7.19-7.24 (2H, m,
H-5,6); 7.36-7.49 (6H, M, 2 Har-0 + 3 Hpyem,p + H-4"; 7.52 (1H, 1, J = 7.5, H-7);
7.67 (1H, 1, J = 7.5, H-4); 8.25 2H, 1, J = 8.0, 2 Hpy-0); 12.70 (1H, ¢, NH)

5f | 7.19-7.25 (2H, m, H-5,6); 7.40 (1H, 1, J = 7.5, Hpy-p); 7.46-7.48 (2H, M, Hpy-m);
7.52 (1H, 1, J = 7.5, H-7); 7.57 2H, 1, J = 7.0, Hp-m); 7.57 (1H, ¢, H-4"); 7.68 (1H,
n,J =175, H-4); 7.88 (2H, 1, J = 7.5, 2 Har0); 8.24 2H, 1, J = 7.5, 2 Hpy0); 12.70
(1H, ¢, NH)

5¢ | 7.23 2H, m, H-5,6); 7.42 (1H, T, J = 7.5, Hpyp); 7.48-7.51 (2H, M, Hpy-m); 7.53 (1H,
M, H-7); 7.68 (1H, M, H-4); 7.78-7.81 (1H, M, Ha-5); 7.82 (1H, ¢, H-4"); 8.19 (1H,
J =175, Hy-4); 8.27-8.30 (3H, M, Hpy-0 + Ha-6); 8.57 (1H, ¢, Ha-2); 12.74 (1H, c,
NH)

6 4.71 (0.16H, ¢, CH,C-6"); 6.02 (0.16H, ¢, CH,N-6"); 6.12 (1.84H, ¢, CH,); 6.36
(0.92H, ¢, CH); 7.12-7.22 (2H, m, H-5,6); 7.42-7.55 (4H, m, H-4,7 + 2 Hp-m);
7.61-7.77 (4H, m, 2 Hpy-m + 2 Hpy-p); 7.92 1 8.03 (1.84H u 0.16H, nBa 1, J = 8.0,

2 Hpy-0 u 2 Hpp-0-6"); 8.11 u 8.16 (0.16H u 1.84H, aBa n, J = 8.0, 2 Hpp-0-6' u

2 Hpp-0); 12.25 (0.92H, ¢, NH)

7 | 3.18 @H, 1, J = 7.0, H,C-Het); 3.63 (2H, T, J = 7.0, H,C-CO); 7.09 (2H, m, H-5,6);
7.44 (2H, m, H-4,7); 7.52-7.55 (2H, M, 2 Hpp-m); 7.63-7.66 (1H, M, Hpy-p); 8.01 (2H,
1, J =17.5,2 Hpro); 12.23 (1H, ¢, NH)

8 | 3.64 3H, ¢, HsC-1); 7.28 (1H, T, J = 7.5, Hs.pyp); 7.31-7.35 (2H, M, H-5,6);
7.37-7.40 (3H, M, 2 Hypy-m + H-7); 7.44 (1H, c, H-4"); 7.49-7.52 (2H, m, Hy.py-m1);
7.61-7.65 (3H, M, 2 Hs.pp-0 + Hypyep); 7.71 (1H, 1, J = 8.5, H-4); 7.91 (2H, 1,

J= 75, HQV_Ph-O)

* TlomBepraercsi IeHTEPOOOMEHY.
1 o
B cnektpax SIMP 'H coenunenmii tunma 3 Haumbosiee JOKa3aTelbHBIMH
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B OTHOLICHWHM TpoBeAeHHOTo C-alKWIMpoBaHMs SIBISAIOTCS TpU IyOiera
IyOJIETOB B CHIIBHOMOJBHOW 00JaCTH, COOTBETCTBYIOLIME CUTHAJIAM TPOTOHOB
JUACTEPEOTONHOM METUJICHOBOW TpPYIIBI U COCEAHEM METUHOBOW T'PYIIIBI.
HampoTuB, B cmektpe mnpoaykra N-aJKHIMpPOBaHUS 6 WMEIOTCS COOTBET-
CTBYIOILIME €T0 CTPYKTYype CHHIJIETHBIE CHUTHANbI (PEHALMIBHON METHUIEHOBOU
(6.12 M. 1) ¥ BUHWIBHOH MeTHHOBOW rpynm (6.36 M. 1.), a Takke COOT-
BETCTBYIOIIME TayToMepy 6' CHHIJIETHBIE CHTHAJBl JBYX HE3KBHUBAJICHTHBIX
(dbeHanMIBPHBIX MeTHICHOBBIX Tpynn (4.71 u 6.02 M. a.). Ilo cooTHomIEeHHUIO
WHTETPaJbHBIX WHTCHCHUBHOCTEH ATHX CHUTHAJIOB COJEpKaHue Tayromepa 6'
cocraBisieT ~8%. IlpumepHO B Tex ke 00NACTAX M B TEX KE COOTHOIICHHUSIX
WHTETpaIbHBIX MHTEHCUBHOCTEH MpPOSBISAIOTCS B HEOUYHMIIEHHOM Mpoaykre 3d
HapsiAy C €ro CUTHaJlaMu (cM. Tabi. 2) U CHrHaJIBI IpuMecH IpoaykTa N-ajaKu-
mupoBanus (~11%), KoTopble HCYE3al0T MOCce OYUCTKU COeIMHEHHsS KpUCTall-
nu3anuen. CrekTpsl coenuuenuit tuna 4, 5, 7 u 8 He UMEIOT 0COOCHHOCTEH.
Tak, curHan H-4' ¢ypaHOBOro KoJjbllia IENEBBIX COJCH 4 MPOSBIACTCS IMPH
7.55-7.95, a ux ocHoBaHMi1 THa 5 — npu 7.36—7.82 M. 1., BIIOJIHE 3aKOHOMEPHO
C/BUTasiCh B CTOPOHY CJaOBIX IMOJIEH C yBENIMYCHHEM 3JIEKTPOHOAKIEITOPHBIX
CBOJCTB 3aMmecTHTENeH Ar i Ar'.

Taxum o6pazom, 2-peHanuin-1H-0eH3nMuaa305161 BBICOKOM30MPATENBHO al-
KIWJIHPYIOTCS 110 METHJICHOBOU TpyImie (heHanmiopoMuIaMid B BOJHO-alETOHO-
BOM pacTBOpPE TUIPOKCHUAA Kalus ¢ 00pa3oBaHHEM COOTBETCTBYIOMINX 1,4-mu-
KETOCOCIMHEHHH, KOTOPBIC SIBIISIOTCS TOCTATOYHO 3()()EKTUBHBIMH pearcHTaMu
B CUHTE3€ paHee HEeM3BECTHBIX 2-(2,5-muapui-3-ypuin)- 1 H-0eH3umuaazomos.

SKCHEPUMEHTAJIbHASI YACTb

KonTpons 3a X0moM peaknmii M YHUCTOTOH CHHTE3MPOBAHHBIX COEOMHEHHH IPOBOIMIN
merogoM TCX na mnactuakax Silufol UV-254 B cucreme pactBopureneit 6enzon—aranon, 9 : 1,
nposnenne B YO caere. Criextpsl SIMP 'H peructpuposanu Ha crekrpoMerpe Bruker Avance
DRX 500 (500 MI'm) B AMCO-d, cranmapr TMC. Ilepexn onpezneneHreM IEMEHTHOTO aHAIN3a
U CHEKTPaJbHBIMU HCCIENOBaHUAMU coeluHeHne 6 cymmmm 24 4 mpu 4045 °C, ocranbHbe
coequHeHus — 4-5 1 pu 125 °C.

2-(1H-Ben3umuaazoJ-2-uia)-1,4-nudennndyran-1,4-1uon (3a). K nepemermnBaemomy pac-
1BOpy 0.472 1 (2 Mmoub) coenuHenus 1a u 0.134 1 (2.4 MMOJIB) THUAPOKCH/IA KaJIHs B 2 MJI BOJIBI
u 4 mn auetona npu temneparype 4045 °C B teuenne 5 mus npubasisiior 0.440 r (2.2 MMoIb)
OpomkeroHa 2a. IlepememmBaror npu Toi e Temneparype 25-30 MHH U OCTaBISIOT OCTHIBAThH
10 15-20 °C. Ocanok oT¢UIBTPOBBIBAIOT, IPOMBIBAIOT CMECHIO BOJa—aleToH, 1 : 1, U BBICymIH-
BatoT. [Tomyuaror 0.604 T npoykTa, KOTOPHIi 0€3 OYMCTKH HUCTIONB3YIOT B JAIbHEHIINX IpeBpa-
LICHUSX.

Coenunenusi 3b—g mONMy4alOT aHANOTHYHO W3 peareHTOB la—d W COOTBETCTBYIOIIUX
opomkeroHoB 2a—d. Coenunenue 3d nepeKpUCTaIIM30BBIBAIOT U3 CMECH MUPHUAUMH—ATHIIALETAT,
1 : 2. UK cnextp, v c—o, cM : 1675 (3a), 1680 (3b), 1680 (3¢), 1690 (3d), 1675 (3e), 1680 (31),
1685 (3g).

Xaopua 2-(2,5-nudenui-3-gpypun)densumugazonus (4a). Cmeces 0.354 r (1 MMmoib)
coequHeHus 3a, 1.5 Mi easHON yKCYCHOM KMCIOTHI, | My BoAsl M | MJI KOHIEHTPUPOBaHHOU
comsiHOM Kucnotel BeiaepkuBaroT npu 100-105 °C B teuenue 1 4. Ilocne ocTeIBaHMS peakIMOH-
HOHM cMecu 00pa30BaBIIMKCS OCaNOK OT(HIBTPOBBIBAIOT, MPOMBIBAIOT 2-TIPONAHOIOM U BBICY-
mmBatoT. [Tomygaror 0.350 r aHaNUTHYECKH YUCTOTO MPOAYKTA.

Coenunenusi 4b—g moyiy4aloT aHaJOrM4HO W3 coeauHeHuil 3b—g coorBercTBeHHO. st
BBIZIEC-JICHNST OpoMuzia 4¢ pPEakIHOHHYIO CMeCh Ilepell OCThIBaHHeM paszbasmsror 1 mim 48%
OpPOMHCTO-BOJIOPOTHOH KUCIOTEL.
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2-(2,5-Tudennn-3-pypui)-1H-6en3umuaazo (5a). Cmech 0.2 1 conu 4a, 0.5 mu 20% Boa-
HOTO pacTBOpa aMMHuaka W 1.5 MJI NHPHIMHA HArpeBaloT NPH NEPeMEIINBAHMM 10 KHIICHUS.
K xunsimeit cmecu MeanieHHO B TeueHue 2—3 MUH npuOaBisioT 1o KaruisiM 4 mi Boasl. [loce
OCTBIBaHUsI OCAJ0OK OT(MIBTPOBBIBAIOT, IPOMBIBAIOT BOJIOW M BBICYIIHMBAIOT. [lomyuator 0.17
AQHAJUTHYECKH YUCTOTO IPOIYKTA.

Coenunenns Sh,d-g nomyyaroT aHanoru4Ho u3 coequHenuii 4b,d—g coorsercreenHo. Ilpo-
IyKTHl Se,f KpHCTaIIH3yIOTCS JIydIle, €CId B KauecTBE PacTBOPUTENS HCIIOI30BaTh BMECTO
MUpHUANHA 2.5 MII alleTOHUTPUIIA.

2-[2-(3,4,5-Tpumerokcudennn)-S-penni-3-pypuil-1H-6ensumunazon (Sc). Cmecr 0.444 r
(1 mMonb) coenunenus 3a, 1.5 mil JieisHON yKCYCHOM KMCIOTBIL, 1 MJ1 BOJIBI U 1 MJI KOHLIEHTPH-
poBaHHO# coJisiHOM KUCIOTHl BhiaepxkuBatoT mpu 100-105 °C B teuenue 1 4u. PeakunoHHbII
pactBop oxyaxaarT no 40—45 °C, npu nepeMeIlnBaHUU Pa30aBIAIOT 2 MJI alleTOHA M IMO/IIIe-
nayuBatoT 5 mi1 20% BoxHOTO pacTBopa ammuaka. Ilocie ocThiBaHHsS 00pa30BaBIIMHCS 0CAIOK
OT(UIBTPOBBIBAIOT, MPOMBIBAIOT BOJOM W BhICymuBaroT. [lomydaror 0.411 T aHaTUTHYECKU
YHCTOTrO MPOAYKTA.

2-[(2E)-2-®enanna-2,3-nuruapo-1H-6en3nmunaszon-2-uangen]-1-penmmranon  (6).
Cwmech 1.18 T (5 mmoinp) coequuenus 1a, 1.19 r (6 mmons) 6pomkerona 2a, 0.552 r (4 MMmorb)
TOHKO M3MEJIBUCHHOTO IOTama W 15 M aleToHa KHISTAT HPH IEepPEeMEHIMBaHUM 2 9, a 3aTeM
pa30aBiSIOT 7.5 MJI BOABI M OCTABISIOT HA 2 4 MEAJICHHO OcThIBaTh 110 15 °C. OTUIbTPOBBIBAIOT
OecuBeTHbI ocafok coeauHenus 3a (1.26 r, 71%). U3 ¢uubrpara, ocrasienHoro mnpu 15 °C,
BBINAZAET B TEUEHHE 2 4 BTOPOH OCAaJOK, OKPAIIEHHbIH B KeNThIH 1BeT. Ero ordunpTpossIBaoT,
MIPOMBIBAIOT CMECHIO alleTOH—BOAA, 1 : 1, mepeKkpucTauIn30BhIBAIOT U3 CMECH alleTOH—Boa, 2 : 1,
u BeicymmBaroT. [lomyuatot 0.132 r yucroro npoaykra 6. UK cnekrp, v c—o, em 1630, 1690.

2-(B-BenzommTna)-1H-6ensumunazon (7). Cmecs 0.354 r (1 mmonb) coenuuenns 3a,
1.5 mn nensaHOR yKCycHOH KucnoTsl U 1 M Boasl BeiaepkuBarotT npu 100-105 °C B Teuenue 5 4.
PeakMoHHBIN PacTBOp OXJIAXKAAIOT, pa30aBILsIOT 2 MII alleTOHA U MPH IepeMeNINBaHuH HO/IIe-
nmaunBatoT 5 M 20% BoxHOro pactBopa ammuaka. Ocagok OTGMIBTPOBHIBAIOT, IPOMBIBAIOT
BOJIOH, NEPeKPUCTAJUIM30BBIBAIOT M3 CMECH HMHUPHUAMH-ITaHON, 1 : 1, W IOCiie BBICYIIMBAHUS
nony-gatot 0.215 r mpoxykra 7. UK criektp, v c—o, cM ' 1680 (1685 [17]).

2-(2,5-Audpennin-3-pypun)-1-mernii-1H-6ensumugazon (8). Cvecoy 0.168 1 (0.5 Mmorb)
coenunenus Sa, 0.5 mu1 qumermnanerans JJM®A u 0.5 M1 6e3BOTHOTO MUPHIMHA BEIICPKHBAIOT
mpu 105-110 °C B Teuenue 4 4. PeakiMoHHBINA pacTBOp pa30aBisioT 1 mut 2-mpomaHosia u 3 M
BOJIbI M HArPEBAIOT IPH NEepeMEIINBaHUN J0 Havajla KpucTauu3auy. [locine ocThIBaHUS 0CaI0K
OT(GMIBTPOBBIBAIOT, IPOMBIBAIOT CMEChIO 2-NIpONaHoiI—BoAa, 1 : 1, u BeicymmBarot. [lomydaroT
0.148 r B aHAIMTUYECKHU YHCTOIO IPOJYKTa.
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