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CHUHTE3 HOBBIX S5-ITIUNITEPUJINJI3AMEINEHHBIX
7-I'NJAPOKCH-3H-1,2,3-TPUA30J10[4,5-d]INPUMHUINHOB

CuHTe3UpoBaH psAA NPOM3BOAHBIX §-a3allypUH-0-OHOB, HMMEIOIIUX B MOJOXKEHUH 5
[UIEPUIMHOBBIC 3aMECTHTENH, HCXOAS M3 3(GMPOB INHUICKOIMHOBBIX KHCJIOT, OCH3MIa3UI0B
U LMaHalleTaMuJa.

KnroueBbie cioBa: 8-azamypHH-6-0H, OCH3WIA3UIBI, NMUIEPUINH, TPHA30J, TOPpaMHHOBBIE
PELENTOPEL

B nmocnennue nBaauaTh JieT OBUIO TMOMYYEHO OOJIBIIOE KOJIMYECTBO
pa3IMYHBIX aHAJIOTOB MPUPOAHBIX HYKJICO3UJOB. MHOTHME H3 TOJ00HBIX
COeMHEHUH 00NafalT ONpelNesIeHHOH aHTUBUPYCHOW, MPOTHBOPAKoBOH [1]
Y QHTUTUCTAaMUHHON akTUBHOCTBIO [2]. Tak, mampumep, 9-(2,3-muruapoxcu-
MpONHi)aieHuH U 9-(2-THAPOKCUITOKCUMETHI)TyaHUH (allMKIOBUp, Zovirax®)
crocoOHbl uHrHOMpoBath pemiukanuio JHK u PHK BupycoB u obmamarot
CEJIeKTUBHOI aKTUBHOCTBIO IPOTUB Herpes Simplex I u I cooTBeTCTBEHHO [3, 4].

B nureparype mMeeTcs MHOMXECTBO NPHUMEPOB OHOJIOTHYECKH aKTHUBHBIX
COEIMHEHNH, B KOTOPBIX MHPUMHUAMHOBEIN (parMeHT coemuHeH cBs3bio C—C
C TUIEPUIUHOBBIM OCTaTKOM [5—7]. cxos 13 3TOro ObUT IPEeANPUHAT CHHTE3
HOBBIX COCJMHEHHH, B KOTOPHIX NMHPUMHUIMHOBEIN (parMeHT a3alryprHHOBOTO
[UKJIa COSJWHEH C MHUIEPUINHOBBIMU OCTaTKaMH, a UMEHHO C OCTaTKaMH 3- |
4-nMnepuIMHKAPOOHOBBIX KUCIIOT.

[TumepuawHOBEIN (DparMeHT NpPHUIACT OCHOBHBINM XapakTep IMOIYICHHBIM
COSIMHEHUSM U HapsIy C MAPUMUIOHOBBIM ()parMEHTOM CIIOCOOEH MPUHIMATh
ygactie B 0Opa3oBaHMHM BOJOPOAHBIX CBS3€H MEXIy ITypHHOBBIMHU
ocaHoBaamsMu PHK u JIHK. Takxe momoOHBIE TIPOMU3BOIHBIE MOTYT CITY KHTh
TUTaHAaMH Ui A0(aMUHOBBIX PENENTOPOB W, CIIEOBATENbHO, MOTYT OBITh
WCTIONB30BAHBl U1l JIYEHUS PACCTPOWCTB, CBS3aHHBIX C JO(GaMHHOBOH
CHUCTEMOW, TakmxX Kak mmu3odppeHus, Oone3ns IlapkuHcoHa, mempeccws,
MOO0YHBIX (¢ (EKTOB, BEI3BAHHBIX JICUCHHEM HEHPOJICTITUKAMHY | T. 1.

3a OCHOBY OBIT MPUHAT METOJ MOIYYECHHUS a3allypHHOBOTO ITMKIA W3
4-aMuHO-3-0eH3MI-5-KapObokcaMuia, MPUBEIACHHBIA B paboTe [6] W OCHOBaH-
HBI Ha MOCTPOCHWHU MHPUMHINHOBOTO (pparMeHTa B pe3ylbTaTe TPEXKOMIIO-
HEHTHOM peaKkIuu.

B xone peakuu MexITy MHaHAeTaMAIOM A W OeH3mIazuaoM B mpomexy-
TOYHO 0oOpazyeTcs 4-aMuHO-3-0eH3mITpra3oi-5-kapookcamun C, KOTOPBIH naiee
B3auMonieicTByeT ¢ ddupHON cocTtaBmtoneii D wm oOpa3syeT KOHIEHCH-
POBaHHYIO a3almypHHOBYIO cucTtemy E.
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HcxonHble coequHeHNs IIponyxTs! peakuuit
1 2 3,4
a R=2-Cl a 4-CO,Et a R =2-Cl, 4-nunepuann
b 3-CO,Et b R =2-Cl, 3-nunepuann
b R=H a 4-CO,Et ¢ R =H, 4-nunepunun
b 3-CO,Et d R =H, 3-munepuamn
¢ R=4-F a 4-CO,Et e R =4-F, 4-munepuaun
b 3-CO,Et f R =4-F, 3-nunepuaun

[To nanHBIM paboOTHI [6], B KAUECTBE a3UIHOM COCTABISIONICH IIEJIECO00Pa3HO
WCIIONIb30BaTh OCH3WIA3WbL. B CHITy CTepHYEeCKUX 3aTpyTHEHUH, BBI3BIBAEMBIX
OCH3WIHLHBIMU  3aMECTUTEISIMH, KCKIIOYAeTCS BO3MOXKHOCTh IMPOTEKAHUS
MeperpynnupoBkyd  JluMpoTa, Kak 3TO MPOUCXOAUT B Clydae OOBIYHBIX
QAIKWIBHBIX U apUIBHBIX 3aMECTUTEINCH.
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AHaJIMTHYECKHE JaHHbIe CHHTE3UPOBAHHBIX coeUHEeHn

Tabnuma 1

Haiineno, % Macc-
Coenu- 5 Brruncneno, % CIIEKTp
Here pyTTO-hOopMyIIa M+1],
C H N m/z*
1 2 3 4 5 6
4a C16H17C1N6O'HC1 M ﬂ M 345
50.41 4.76 22.04
4b C16H18N60'HC1 M w M 311
55.41 5.52 24.23
4c C16H17FN6O‘HC1 m w M 329
52.68 4.97 23.04
4d C16H17C1N6O'HC1 M m M 345
50.41 4.76 22.04
4e C16H18N60'HC1 M ﬂ M 311
55.41 5.52 24.23
4f C16H17FN6O‘HC1 M m M 329
52.68 4.97 23.04
Sa CyH; CINgO,S 56.81 4.41 17.79 470
56.35 4.51 17.92
5b CyHp3CINGO, 62.53 5.10 18.35 463.9
62.27 5.01 18.15
Sc¢ C20H21C1N602 M m M 413.8
58.18 5.13 20.35
5d CyH2NgO, 63.10 5.79 22.39 379.5
63.48 5.86 22.21
Se CﬂHzoClN(,OzS M w M 421.3
59.98 4.79 19.99
5f Cyp3H 9F3N6O, 58.51 4.00 17.75 469.3
58.97 4.09 17.94
Sg C21Hp3FNGO;, 61.05 5.75 20.68 411.3
61.45 5.65 20.47
5h CxH, FNGO,S 58.10 4.77 18.40 453.6
58.39 4.68 18.57
6a C11Hx;CINGO, 59.51 5.31 19.50 428
59.08 5.43 19.69
6b Cy1H,9CINgO,S 55.89 4.10 18.32 456
55.44 421 18.47
6¢c Cy3H;,CINGO, 61.74 4.62 18.58 450
61.54 4.72 18.72
6d C24H24NGO, 67.30 5.59 19.79 429.7
67.27 5.65 19.61
6e C30H2oN6O, 63.90 5.80 22.04 379.5
63.48 5.86 22.21
6f C33H2NGO, 66.85 5.45 20.42 415.3
66.65 5.35 20.28
6g C,Hy7FNGO; 61.75 6.47 19.88 427.5
61.96 6.38 19.70
6h Ci0H21FNgO; 60.10 5.22 21.00 397.6
60.60 5.34 21.20
6i Cy3Hy FNGO;, 63.44 4.81 19.61 433.6
63.88 4.89 19.43
Ta ngHzoClFN(,O3S m ﬂ M 504
52.54 4.01 16.71
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OkoHuaHnue Tabnuus 1

1 2 3 4 5 6
7b C2,H,,CLLN(O;5 50.54 3.80 16.37 520.3
50.87 3.88 16.18
Te C,7H,4CINGO5S 48.72 4.40 19.70 424
48.28 4.53 19.87
7d C13H24NO5S 59.00 5.28 18.27 465.6
59.47 5.21 18.09
Te C22H22N603S M m w 451.6
58.65 4.92 18.65
7t C17H20NO5S 52.94 5.10 2142 389.6
52.57 5.19 21.63
7g C24H23FN605S M w M 527.7
54.75 4.40 15.96
7h Cy,H,0CIFNO5S 52.11 4.10 16.50 504
52.54 4.01 16.71
8a C22H20C12N603S M m M 520.5
50.87 3.88 16.18
8b C,3H3CINGO5S 5591 4.45 17.50 486.1
55.49 4.36 17.33
8c C23H23CIN6O3S M ﬁ M 500.1
55.36 4.65 16.84
8d Cy3H24NO5S 59.10 5.30 18.29 465.6
59.47 5.21 18.09
8e Cy,H, CINGO5S 54.90 4.30 17.21 485.9
54.49 4.36 17.33
8f CyH»uNgO5S 58.20 5.05 18.85 451.6
58.65 4.92 18.65
8g C23H23FN6O3S m ﬂ M 483.5
57.25 4.80 17.42
8h Cy3H3FNGO5S 57.61 4.69 17.21 483.6
57.25 4.80 17.42
8i Cy3H3FNGOLS 55.00 4.58 16.70 499.6
55.41 4.65 16.86
9a C23H5CIN;O, 58.43 6.10 20.71 471
58.78 6.01 20.86
9b C,1H4CIN;0O5 55.53 5.20 21.60 458.9
55.08 5.28 21.41
9¢ C51H,5N;0; 59.13 6.03 23.30 424.5
59.56 5.95 23.15
9d C23HypN;0, 63.90 6.60 22.32 436.6
63.43 6.71 22.51
10a C22H21C1FN702 M ﬁ M 483
57.32 4.39 20.35
10b C,4H,,CIF3N;0, 54.66 4.11 18.21 532.9
54.19 3.98 18.43
10c¢ C23H28CIN702 M w M 471
58.78 6.01 20.86
10d C,4H2F3N;0, 58.40 4.40 19.90 498.6
57.95 4.46 19.71
10e C,4H,5N;0, 65.50 5.52 22.30 444.6
65.00 5.68 22.11
10f Cy6H2sFN;0, 63.31 5.85 20.20 490.7
63.79 5.77 20.03
10g C25H26FN702 M w M 476.6
63.15 5.51 20.62

*Lorm, = 100%.
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Crextpst SMP 'H coequnennii 4-10

Tabnuma 2

XUMHUYECKHE CABUTH, O, M. 1. (J, ['r)

Coenu-
HCHII[/Ie CH, nunepusi CH;N nunepuaun CH nunepuaun CHAr Ar NH, OH Jlpyrue curHansl
n/wmn CHN nunepuann
1 2 3 4 5 6 7 8
4a 1.4 (2H, m), 2.2 (2H, m) 2.9 (2H, m), 3.4 (2H, m) 3.2(1H, m) 5.6 (2H, ¢) 7.6 (4H, m) 9.2 (1H, ym. ¢, NH),
12.5 (1H, yur. ¢, OH)
4b 1.9 (2H, m), 2.1 (2H, m) 3.2 (1H, m), 3.4 (1H, m) 3.3 (1H, m) 5.8(2H, ¢) 7.2 (5H, m) 9.1 (1H, ym. ¢, NH),
12.5 (1H, yur. ¢, OH)
4c 1.6 (2H, m), 2.1 (2H, m) 3.0 (2H, m), 3.5 (2H, m) 3.2(1H, m) 5.6 (2H, ¢) 7.1 (2H, m), 9.2 (1H, ymr. ¢, NH),
7.5 (2H, m) 12.5 (1H, yur. ¢, OH)
4d 2.0 (4H, m) 2.8 (2H, m), 3.2 (2H, m) 2.9 (1H, m) 5.6 (2H, ¢) 7.6 (4H, m) 9.2 (1H, ymr. ¢, NH),
12.5 (1H, yur. ¢, OH)
4e 2.0 (4H, m) 2.9 (2H, m), 3.4 (2H, m) 3.0 (1H, m) 5.8(2H, ¢) 7.2 (5H, m) 9.2 (1H, ym. ¢, NH),
12.9 (1H, yur. ¢, OH)
4f 2.0 (4H, m) 2.9 (2H, m), 3.2 (2H, m) 3.0 (1H, m) 5.6 (2H, ¢) 7.2 (2H, m), 10.0 (1H, yur. ¢, NH),
7.5 (2H, m) 12.9 (1H, yur. ¢, OH)
Sa 1.9 (4H, m) 2.6 (2H, m), 4.2 (1H, m), 3.0 (1H, m) 4.0 2H, m, 6.9 (2H, M, THODEH), 12.5 (1H, ym. ¢, OH)
4.4 (1H, m) CH,-tuoden), | 7.4 (4H, m),
5.8(2H, ¢) 7.5 (1H, n, J=8.5)
5b 1.1-2.0 (4H, m) 2.7 (2H, m), 4.0 (1H, m), 3.0 (1H, m) 59(2H, ¢) 7.0-7.4 (8H, m), 12.5 (1H, yur. ¢, OH)
4.2 (1H, m), 4.3 (1H, m), 7.5 (1H, n, J=8.5)
4.5 (1H, m)
Se 1.7-2.1 (4H, m) 2.6 (2H, m), 4.1 (1H, m), 3.0 (1H, m) 5.8(2H, ¢) 7.2 (3H, m), 12.5 (1H, ym. ¢, OH) | 0.7 (4H, M,
4.2 (1H, m) 7.5 (1H, n, J=8.5) CH,CHy,, c-Pr),
1.5 (1H, m,
c-Pr)
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5d

Se

5f

Sg

Sh

6a

6b

6¢
6d

6e

of
6g

6h

1.9 (2H, m), 2.2 (2H, m)

1.7-2.1 (4H, m)

1.4-2.1 (4H, m)
1.2-2.1 (10H, M, ammd.)*

1.5-1.9 (4H, m)

1.5-2.1 (10H, m, ammd.)*

2.0 (2H, m)

1.6 2H, m), 1.9 (2H, m)
1.5 2H, m), 1.9 (2H, m)

2.0 (4H, M)

1.4 (2H, m), 1.9 (2H, m)
0.9 (6H, M, anud.),
1.2-2.0 (13H, ™, amud.)**
MaJIo IIPOTOHOB!

1.5-2.0 (5H, m)***

2.9 (2H, m), 4.1 (1H, m),
4.5 (1H, m)

2.9 (1H, m), 3.5 (1H, m),
4.0 (1H, m), 4.5 (1H, )

3.1 (1H, M), 3.4 (1H, m),
3.6 (1H, m), 4.5 (1H, M)
2.9 (2H, m), 3.4 (1H, m),
3.7 (1H, m), 4.2 (1H, M)
2.6 (2H, M),

4.0-4.5 (2H, m)

2.6 (1H, m), 3.5 (1H, m),
3.7 (1H, m), 4.4 (1H, )

3.5 (1H, m)

3.1 (2H, m)

3.0 (1H, M)
3.0 (1H, m)

3.0 (1H, m)

3.0 (1H, m)

3.0 3H, m), 4.2 (2H, m)

2.9 (3H, m), 4.2 (2H, M)

2.9 (1H, M), 4.0 (1H, ),
4.4 (1H, M)
2.4 (1H, M), 4.2 2H, M)

2.4 (1H, M)

3.1 (1H, M)

3.0 (3H, M), 4.0 2H, M)

2.7 (2H, m), 4.1 (1H, m),
4.4 (1H, m)

2.6 (2H, m), 3.4 (1H, m),
4.4 (1H, m)

2.9 (1H, m)

3.0 (1H, M)

5.7 2H, ¢)

5.7 (2H, ¢)

5.6 (2H, ¢)
5.6 (2H, ¢)
4.0 2H, m,
CH, trodena),
5.5 (2H, ¢)
5.6 (2H, ¢)

5.8 (2H, ¢)

5.9 (2H, ¢)
3.7(2H, ¢)
5.6 (2H, ¢)
5.6 (2H, ¢)

5.6 (2H, ¢)
5.6 (2H, ¢)

5.5 (2H, ¢)

7.2 (5H, m)

7.0 (1H, n. o, J = 3.6,
J=1.8), 7.4 (6H, m),
7.7 (1H, o, J=1.8)
7.1 (3H, m),

7.5 (4H, m)

7.0 2H, m),

7.3 (2H, m)

6.9 (2H, m),

7.2 (2H, m),

74 (1H, 1, J=1.8),
7.5 (2H, m)

7.3 (3H, m),

7.5 (1H, 1, J = 8.5)
7.1 (1H, o. o, J = 3.6,
J=1.8),7.3 (4H, m),
7.5 (1H, 1, J = 3.6),
7.7 (1H, o, J=1.8)
7.4 (9H, m)

7.3 (10H, m)

7.2 (5H, m)
7.4 (10H, m)
7.1 (2H, m)
7.4 (2H, m)

7.0 (2H, m)
7.4 (2H, m)

12.5 (1H, ym.

12.5 (1H, ym.

12.5 (1H, ym.
12.5 (1H, ym.

12.5 (1H, ym.

12.5 (1H, ym.

12.5 (1H, ym.

12.5 (1H, ym.
12.5 (1H, ym.

12.5 (1H, ym.

12.3 (1H, ym.
12.3 (1H, ym.

12.5 (1H, ym.

¢, OH)

¢, OH)

¢, OH)
¢, OH)

¢, OH)

¢, OH)

¢, OH)

¢, OH)
¢, OH)

¢, OH)

¢, OH)
¢, OH)

¢, OH)

0.9 (4H, M,
CH,CH,, c¢-Pr),
1.5 (1H, m, ¢-Pr)

0.9 (4H, m,
CHchz, c-Pr),
1.7 (1H, m, c-Pr)

0.9 (4H, u,
CH,CH,, ¢-Pr)
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IIpomonxeHnue Tabnumsl 2

282

1 2 3 | 4 5 6 7 8
6i 1.6 (2H, m), 2.0 (2H, m) 3.0 (3H, M), 4.0 (2H, ym. ¢) 5.5 (2H, ¢) 7.2 (2H, M) 12.5 (1H, ym. ¢, OH)
7.5 (7H, m)
7a 1.4 (2H, m), 1.6-2.0 (2H, | 2.55(1H, m),2.8 (1H, ™), | 2.85(1H,m) | 5.6 2H, ¢) 7.3-7.55 (6H, m) 12.5 (1H, ym. ¢, OH)
M) 3.6 (1H, m), 3.9 (1H, M)
7b 1.5 (1H, m), 1.8 (1H, M), | 2.4 (1H, M), 3.0 (1H,m), 3.6 | 2.6 (1H, M) 5.8 (2H, ¢) 7.4 (3H, m), 7.5 (1H, | 12.5 (1H, yur ¢, OH)
2.0 (1H, M) (1H, m), 3.8 (1H, m) 1, J=8.5),7.7-7.85
(4H, M)
Te 1.5 (1H, M), 1.9 (1H,m), 3.0 (2H, M)™, 3.5 (1H, m), 5.8 (2H, c) 7.4 (3H, M), 12.5 (1H, ym. ¢, OH) | 3.0 (CH3)™
2.0 (1H, m), 2.9 (1H, M) 3.9 (1H, m) 7.5(1H, 1, J=8.5)
7d 1.1-2.0 (4H, M) 3.0 (2H, M), 3.5 (1H, 3.7 2.7 (1H, M) 4.4 (2H, ¢), 7.2 (10H, M) 12.5 (1H, ym. ¢, OH)
M), 3.7 (1H, m) 5.6 (2H, ¢)
7e 1.5 (2H, m), 1.9 (2H, m) 2.3 (1H, m), 2.5 (1H, m), 2.9 (1H, M) 5.6 (2H, ¢) 7.4 (5H, m) 12.5 (1H, ym. ¢, OH)
3.6 (1H, m), 3.9 (1H, M)
7t 1.5-2.0 (4H, M) 3.0 (2H, M), 3.6 (1H, m), 2.7 (1H, M) 5.7 (2H, ¢) 7.2 (5H, M) 12.5 (1H, ym. ¢, OH) | 2.9 (3H, c,
3.7 (1H, m) CH;)
7g 1.5 (2H, m), 1.9 (2H, m) 2.1 (2H, m), 3.5 (1H, m), 3.0 (1H, M) 5.6 (2H, ¢) 7.1 2H, m), 12.5 (1H, yu. ¢) 42 (4H, m,
3.9 (1H, m) 7.2 3H, m), OCH,CH,0)
7.4 (2H, M)
7h 1.5 (2H, m), 1.9 (2H, m) 2.6 (2H, M) , 3.6 (1H, M), 2.9 (1H, M) 5.6 (2H, ¢) 7.1 2H, m), 12.5 (1H, yu. ¢, OH)
3.9 (1H, m) 7.45 (2H, m),
7.8 (4H, m)
8a 1.6 (2H, m), 2.0 (2H, m) 2.5(2H, M), 3.6 (2H, M) 2.6 (1H, m) 5.6 (2H, ¢) 7.4 3H, m), 12.5 (1H, ym. ¢, OH)
7.5(1H, 1, J=8.5),
7.75 (4H, M)
8b 1.7 (2H, m), 2.0 (2H, m) 2.4 (2H, M), 3.8 (2H, M) 2.6 (1H, m) 5.7 (2H, ¢) 7.3 (3H, M), 12.4 (1H, ym. ¢, OH)
7.6 (1H, 1, J = 8.5),
7.7 (1H, 1, J = 8.5),
7.8 (1H, 1, J = 8.5)




8c
8d
8e

8f

8g

8h

8i

9a

9h"°

X
9¢"’

9d

10a

1.8 (2H, m), 1.9 (2H, m)
1.7 2H, m), 2.0 (2H, m)
1.8 (2H, m), 2.0 (2H, m)

1.8 (2H, m), 1.9 (2H, m)

1.7 (2H, m), 1.9 (2H, m)

1.7 (2H, ), 1.9 (2H, )
1.6 (2H, m), 1.9 (2H, m)
1.0-2.0 (14H, m)**

1.5 (1H, m), 1.9 (2H, m)
2.0 (1H, M)

1.4-1.9 (4H, m)

1.1-2.0 (14H, m)*°

1.5 (2H, m), 1.9 (2H, m)

3.8 (2H, M), 2.4 (2H, m.)"™
3.5 (2H, m), 2.6 (2H, m)
2.45 (2H, m),

3.8 (2H, m)
2.4 (2H, m), 3.8 (2H, M)

2.7 (1H, M)

2.75 (1H, m)

2.9 (1H, M)

2.9 (3H, M), 3.56 (3H, m)

2.4 (2H, m), 3.6 (2H, M)

2.4 (2H, m), 3.6 (2H, m)

2.65 (1H, M), 3.4 (1H, m)

3.9 (1H, M), 4.0 (1H, M)

3.9 (1H, m)

3.7 (1H, M)

2.6 (2H, m), 4.0 (1H, m),
4.1 (1H, m)

2.55 (1H, m)

2.55 (1H, m)

3.0 (1H, M)

2.55 (1H, m)

2.9 (3H, m), 4.1 (2H, M)

5.8 (2H, ¢)
5.5 (2H, ¢)
5.6 (2H, ¢)

5.5 (2H, ¢)

4.45 (2H, ¢),
5.55 (2H, c)
5.6 (2H, ¢)

5.5(2H, ¢)

5.7 (2H, ¢)

5.8 (2H, ¢)

5.5 (2H, ¢)

5.6 (2H, ¢)

5.8 (2H, ¢)

7.45 (6H, ),
7.7 (2H, 1, J=8.5)
7.45 (10H, M)

7.3 (5H, m),
7.7 (4H, m)

7.2 (5H, m),

7.6 (3H, m),

7.9 (2H, 1, J=8.5)
7.0 (7H, m),

7.5 (7H, m)

7.1 (2H, m),

7.5 (4H, m),

7.55 (2H, 1, J = 8.5)
7.2 (4H, ),

7.4 (2H, m),

7.6 (2H, 1, J=8.5)
6.0 (1H, 1, J=5.5),
74 (3H, m),

7.5 (1H, 1, J=18.5)
7.4 (3H, m)

7.5 (1H, 1, J=8.5)

7.45 (5H, M)

6.0 (1H, 1, J=5.5),
7.45 (5H, m)

7.0 (2H, M),

7.5 (6H, m)

12.5 (1H, ym. c, OH)
12.5 (1H, ym. c, OH)
12.5 (1H, ym. c, OH)

12.5 (1H, ym. c, OH)

12.5 (1H, ym. ¢, OH)

12.5 (1H, ym. ¢, OH)

12.4 (1H, ymr. ¢, OH)

12.4 (1H, yu. c, OH)

12.5 (1H, ym. c, OH)

11.5 (1H, ym. ¢, OH)

11.5 (1H, ymr. ¢, OH)

8.5 (1H, ¢, NH),
12.5 (1H, ym. ¢, OH)

2.4 (3H, CHy)**

2.7 3H, CH3)

2.5 (3H, CH,)**

3.7 (3H, c,
OCH,)

2.6 (1H, M,
c-Hex)

2.9 (2H, m),
3.0 (SH, m),
3.5 (5H, m)
2.9 (2H, m),
3.0 (5H, m),
3.5 (5H, m)
2.9 (1H, m,
c-Hex)
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OKoOHYaHUE TAOMHUIB 2

1 2 3 | 4 5 6 7 8
10b 1.7 2H, m), 1.9 (2H, m) 2.9 (3H, m), 4.1 (2H, m) 5.9 (2H, ¢) 7.35 (4H, m), 7.1 (2H, | 8.0 (1H, ¢, NH),
M), 7.5 (2H, m) 12.5 (1H, ym. ¢, OH)
10¢ 1.5 (8H, m)*° 2.6 (2H, m), 4.0 (2H, m) 3.45 (1H, m) 5.6 (2H, ¢) 6.0 (1H, n, J=5.9), 11.5 (1H, yur. ¢, OH) | 1.1 (6H, ™,
7.45 (3H, m), 7.55 c-Hex)
(1H, n, J=8.5)
10d 1.8 (2H, m), 1.9 (2H, m) 3.0 3H, m), 4.1 (2H, m) 5.6 (2H, ¢) 7.2 (5H, m), 8.9 (1H, ¢, NH),

7.5(2H, 1,J=8.5), | 12.5 (1H, yu. c, OH)
7.7 (2H, n, J = 8.5)

10e 1.7 2H, m), 1.9 (2H, m) 2.9 3H, M), 4.1 2H, m) 5.6 (2H, ¢) 6.7 (1H, 1,J=8.5), | 8.2(1H,c, NH, 2.1 (3H, ¢,
7.05 (1H, 1, J=8.5), | 12.5 (1H, yur. ¢, OH) | CHs)
7.2 (8H, M)
10f 1.7 2H, m), 1.9 (2H, m) 2.9 (4H, m)*®, 4.1 (2H, M) 5.6 (2H, ¢) 7.2 (1H, M), 8.2 (1H, c, NH), 1.1 (6H, 1,
738 2H, 1, J=8.5), | 12.5 (1H, yur. ¢, OH) | J=38.5, 2CHs)
7.45 (2H, M)
10g 1.9 (2H, M), 2.0 (2H, m) 2.9 (3H, M), 4.1 2H, m) 5.6 (2H, ¢) 7.2 (6H, M), 8.0 (1H, c, NH) 1.0 BH, 1,
7.5 (2H, M) 12.3 (1H, yut. ¢, OH) | J="7.5,
CH,CH,), 2.6
QH, x, J=17.5,
CH,CH;)

*2CH, nunepuanna + 6H c-Bu.
** 2CH, nunepuanHa + OPOTOHBI AUATUIIIICHTHNIA.
**% 2CH, nunepuauna + 1H c-Pr.
** CHrHAJBI TIEPEKPBIBAIOTCAL.
*3)CH, munepuanaa + 10H c-Hex.
*® Curnanst mpotoros CH,, CH 1 CH,N munepuanHa nepeKpsIBaiOTCS ¢ CHIHATAMH IPOTOHOB MOPMOIHHA.
*7 Curnanst npotroros CH 1 CH,N mumepy/iHa mepeKpsIBAIOTCA ¢ CHIHATAME IPOTOHOB MOPMOIHHA.
*8 Curaansl nporoHoB CH u CH,N nunepuauna u CH(CH;),.
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W — - R / i\
R = Alk; Ar

Ucxonubie OeH3unazuasl la—¢ ObUIM TOMYYEHBI 1O PEAKIIMH COOTBET-
CTBYIOIIMX OEH3WIXJIOPHIOB C a3WIOM HATPUS W HCIOJB30BAIMCH B Jalb-
HEHImMX peaknusx 0e3 JOMOMHUTENBHOW OYUCTKH. b0 HailineHo, 9ro Hambosee
BBICOKHME BBIXOJbl OEH3WJIA3WA0B JOCTHTAIOTCS B pe3yJbTaTe MpPOTEKaHMS
peaKkuyu MEeXIy KOMIIOHEHTaMU B T€4eHHE 4—5 4 B CMECH alleTOH—aIleTOHUTPHIL.
Jnst momydeHus OCH3WIA3UIOB BO3MOXKHO TAaKKE HCIOJIB30BaHHE U JIPYTHX
MOJISIPHBIX pacTBoputeneil, Takux kak AM®PA u IMCO, oxHako, B 3TOM cily4yae
BBIXO/IbI O€H3MIIa3H/I0B 3HAUNTENHFHO CHIDKAIOTCS.

IIpu Beimenenun N-Boc-mpomsBognbix 3a—f W3 peakunOHHON cMmecH
MOJIKUCIICHUEM COJITHOM KHCIOTOMN CJelyeT YUUTHIBATh, YTO CIUIIKOM CHIIBHOE
MOJKHUCIICHNE MPUBOAUT K YIAJEHHUIO 3AIIUTHOW TPYMINBI M MOTepe IIeIEeBOro
BeIIlecTBa:

OH

ONa
Nl)j:N\ \N HCl NN N\ \N
R )\N/ I\\II\ —NaCl )l\ Z~N

R N \\
Ar
R= Boc—NC>7; Boc—N ;

Ynanenne Boc-3amuTel MBI TPOBOAWIM B TMOKCAaHE, HACBHIIIEHHOM XJIOPO-
BOJOpOIOM (KHTITYeHUE A0 2 9), TaK KaK HCIIONh30BAaHUE NPYTOH M3BECTHOM
MeTONMKH (B TpU(DPTOPYKCYCHOH KHCIIOTE) HE TIPHUBEIO K IKEITAeMOMY
pesyabTaty [8].

[Tomyuennsie rugpoxiopuabl amMuHOB 4a—f TpemcTaBisAOT COOOH, Kak
MPaBHJIO, COENWHEHHS C BBICOKOW TEMIIEpaTypoil IUIaBJICHHA, TIOXO PacTBO-
pUMBIE B OpPTaHMYECKUX PAaCTBOPUTEINSX M OTPaHUYCHHO B TOpsiueil Bome. DTH
CBOWCTBa THIPOXJIOPUIOB BBI3BIBAIOT OINPENEICHHBIE TPYIHOCTH IMPH AallWIH-
poBaHMM aMuHOB. /[ mONMydYeHWs aMHUIOB M Cynb(aMHIOB NEepBOHAYATHHO
WCTIOTB30BaNIacCh TeTepoda3Has cucTeMa, XJIOPUCTBIH MeTHIICH—aIlMInPYIOLTHIA
areHT—BOa—TIOTaII-TUAPOXIIOopr A aMiuHa. OJJHAKO B JAHHBIX YCIOBHUSX MPOIYKTHI
peaxkuy — aMuAbl U CyIb(haMuIbl — OBUIH 3arpsi3HEHB HEMPOPEarnpOBaBITUM
amuHOM. [losTOMYy BMecTo moTamia B KadecTBE OCHOBaHHS Hamboee
11eJIecO000pa3Ho MCTOIh30BATh CHIIBHOE OPraHWYECKOE OCHOBAaHHUE, TaKoe Kak
JABY  (mmazabummrnnoyHaekan). B mpucyrcrBum  JIBY  pacTBOpMMOCTH
THAPOXJIOPUIOB B OPraHWYECKHX PACTBOPUTENAX IOBBIIMIAETCS W B 00pazo-
BaBIIECI TOMOTEHHOW CHCTEME€ peaklus AalWiINpOBaHHUS  IPOTEKaeT
monmHoCThI0. [lo 3THM ’ke TpUYMHaM BO3HUKAIOT OIPENENeHHBIE TPYAHOCTH
Y TIpH peaknuu aMuHOB 4a—f ¢ m3ormumanaramu. Vcmonb3oBaHue sl JaHHOM

Ar
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. N N
S o IS
RZ = N’ N N
\\ Ar RZ\I(N \\AI'
5a—h O 6a—i
2
R COV OH OH
R 0 NTX N¢ N N,
\S// | N | N
R3S0,Cl / N N N N N
O
da-f —>
a o) \\Ar \\S/N \\Ar
7a-h R\ 8a-i

i \\ Ar R —E N \\ Ar
9a—d \[C])/ 10a—g
3-TIunepuaui
5 7 9
R’ Ar R’ Ar R Ar
a Tuodenmernn 2-CIC¢H, 2-FC¢H, 2-CIC¢H, c-Hex 2-CIC¢H,
b CH,Ph 2-CIC¢H, 3-CIC¢H,4 2-CIC¢H4 Mopdomun 2-CIC¢H,
c c-Pr 2-CIC¢H, Me 2-CIC¢H, Mopdonun Ph
d c-Pr Ph CH,Ph Ph c-Hex Ph
e SPh Ph Ph Ph
f 2,6-F,C¢H; 4-FC¢H, Me Ph
g ¢-Bu 4-FCe¢H, 2,3-(0C,H,0)CsH3 4-FC¢H,
h Tuodenmernn 4-FC¢H, 3-CIC¢H,4 4-FCeH,
4-TTunepuun
6 8 10
R? Ar R’ Ar R* Ar
a c-Bu 2-CIC¢H4 3-CIC¢H, 2-CIC¢H4 2-FC¢H, 2-CIC¢H,
b SPh 2-CIC¢H4 Ph 2-CIC¢H4 2-CF;CeH,4 2-CIC¢H,
c Ph 2-CIC¢H4 4-MeCH,4 2-CIC¢H4 c-Hex 2-CIC¢H,
d CH,Ph Ph CH,Ph Ph 4-CF5C6Hy Ph
e c-Pr Ph 3-CIC¢H, Ph 3-MeCoH,4 Ph
f Ph Ph Me Ph 4-i-PrC¢Hy4 4-FCgHy4
g 2.2 worwmenmut | 4-FCgHy CH,Ph 4-FCeH4 2-EtCeHy4 4-FCgHy4
h c-Pr 4-FCeH, 4-MeCgH,4 4-FCgH,
i Ph 4-FC¢H, 4-MeOC¢H4 4-FCgH4
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peaknuu rerepoazHON CHCTEMBI, COJAEpIKAIed BOLY M MOTAIll, UCKII0YACTCs
M3-3a JIETKOCTH THPOJIN3a U30I[HAHATOB, COMPOBOKAAIONIETOCS 00pa3oBaHNEM
CUMMETPHUYHBIX apHWJIMOYEBHH. VICIIONB30BaHHE TPUITHIAMHHA B KadecTBe
OCHOBaHMs HE NPUBEIO K PACTBOPEHHMIO MCXOJHBIX THIPOXJOPUIOB aMUHOB,
M03TOMY, KaK U B MIPEABLAYIINX CIydasx, ObuT ncnoias3oBad [AbY.

Tarxke OBUIO HaWICHO, YTO anuWiupoBaHue amMuHOB 4a—f HeoOxoauMo
MPOBOJUTH B alPOTOHHBIX, MOJIAPHBIX PACTBOPHUTEISIX. MBI UCIIONB30BATH IS
aIuIMpOBaHus pa3nuubble pactBopurenu: MDA, JIMCO, arneToHUTpUI,
IMOKCaH, aleToOH, XJIOPUCThI MeTmieH. Okaszanoch, 4To Haubojiee NpHEM-
JIEMBIM PacTBOPHUTENIEM SBISETCS allETOHUTPUI B MPUCYTCTBUU OPraHUYECKOTO
ocHoBanus ([IbY). Beibop aneroHuTpria 00yCIOBICH €0 TOCTATOYHO BEICOKOM
pacTBoOpsIOLIel  CIOCOOHOCTBIO, OTHOCHUTEIBHO HEOOJBIION —TeMIeparypoi
KHUIIEHUS U TOJISIPHOCTHIO. Mcronp3oBanue Takux pactBoputeneit kak MDA u
JAMCO 3aTpyqHHUTEIBHO BBHIY CIOKHOCTEH BO3HMKAIOIIMX TPU BBIICIECHUH
MPOAYKTOB peaKklUi U3 peaKIMOHHBIX PACTBOPOB.

IKCIIEPUMEHTAJIBHAS YACTb

Cnextper SIMP 'H peructpuposanu Ha cnextpomerpe Varian Mercury, USA (400 MI'n) B
JAMCO-dg, BHyTpeHHuii cranaapt TMC. Macc-cneKTpsl Moaydaid Ha CIIEKTPOMETpe Surveyor
MSQ, Thermo Finnigan, USA; komonka WatersXterra MS C18, 2.1 x 30 mm. JlerexTop:
¢dorommonnas marpuna (PDA), 190-800 am.

Anammtraeckne TCX ocymectsisuin Ha miactuHax Sorbfil UV-254 B cuctemax XJIOpHCTHII
METHJICH, XJIOPUCTBIA MeTuneH—MeTanon, 10:1.

TeMneparypsl IuaBieHHs W3MEpeHBI B 3alasHHOM Kamwisipe Ha mpubope Gallenkamp,
Sanyo, UK u He wucmnpasieHsl. Bce KOMMepueckum IOCTYNHBIE PEareHTHl HCIOJIB30BAIN B
cHHTe3ax 0e3 ImpeaBapuTeIbHON OUNCTKHU. PacTBOpuTENN, NCTIONB3yeMbIe B CHHTE3aX, OUUIIAIH 1
ocymanu Mo u3BecTHBIM MerogukaMm. CoeanHeHHs S5—10 mepekpuCTalIN3OBBIBAIOT M3 CMECH
aIleTOH—M30MPONIIIOBEI CIUPT. XapaKTepUCTUKH CHHTE3HMPOBAHHBIX COCAMHEHMI MPHBEICHBI B
Tabm. 1 u 2.

ben3nnazuabl la—c (oOmas meronuka). K pactBopy 100 MMOJIB COTBETCTBYIOLIETO
oensmwxiopuaa B 500 ma aneroHuTpuia 106aBisoT 150 MMOJIb a3uaa HATPHUS M KUMATAT 2 4,
pacTBOPUTENb OTTOHSIOT B BaKyyME, OCTaTOK PAacTBOPSIOT B BOJE M 3KCTPArHPyIOT XJIOPUCTBIM
METHJIEHOM. ODKCTpPaKT cymar cyibhaToM HATpus M ynapusaioT. IlodyueHHble OeH3MIIa3MAbI
HCHOJIB3YIOT B JAJIbHEHIINX PeaKLuax Oe3 AOMOIHUTENbHON OUYUCTKH.

2-Xnopoen3uaazun (1a), Beixox 15 r (89%).

Benszunasun (1b), Berxon 10 1 (75%).

4-®ropoensuiaasug (le), Berxox 12 r (79%).

N-Boc-3amenieHHble 3THI0BbIe 3(GUpbl MUNEPUIMHKAPOOHOBBIX KuUcI0T 2a-b (obuias
meroauka). K pactBopy 3tmnoBoro 3¢upa 100 MMONB COOTBETCTBYIOIICH MHIICPHIUH-
KapOOHOBOH KHUCJIOTBI B XJIOPHUCTOM MeTwieHe pobapmsitor 100 MMmonb  mpem-OyTOKCH-
MpoKapOOHaTa M IepeMelnBaioT 1 4. PacTBOpUTENb OTTOHSAIOT, OCTATOK MCIOJNB3YIOT IS
JIbHEHUIINX peakuuii 6e3 TOMOJTHUTENFHON OUNCTKHU.

N-Boc-Otnamsonunekorar (3TwioBblid 3¢up N-mpem-0yTOKCHKapOOHMI-4-TTUIIEPUINH-
KapOOHOBOM KUCIIOTHI) (2a), BEIXox 22 T (86%).

N-Boc-OTuianunexkoratr (OTwioBsld  3¢up  N-mpem-0yTokcHKapOOHMI-3-IHIIEPUANH-
kapOoHOBOI1 kucnoThl) (2b), Beix0ox 20 1 (78%).

N-Boc-5-ITunepuaninzameniennsie  7-ruapoxcu-3H-1,2,3-tpuazono|4,5-d|nupumMuaunb
3a—f (oOmas meromuka). B 500 My M30IPONMIIOBOTO CIUPTAa PACTBOPSIOT NPU HATrPEBaHUH
300 mmoste  HaTpusa. B oOpasoBaBIImiicss pacTBOp H3ONpOIMIATAa HATPHS BHOCAT IIPH
nepememBanuy 100 Mmonb nuaHaneramuaa 1 100 MMOJIB COOTBETCTBYIOIIETO OeH3MIa3Ua.
[MomyueHHYIO0 CyCHEH3UIO HarpeBaloT 2 4, K IMOJy4eHHOMY pacTBopy nobamistor 100 Mmoib
aTHiaoBoro 3dupa  coorBercTBylomell  N-Boc-mumepuanHkapOOHOBOW — KHCIOTHI  2a-b
U pojowkaloT HarpeBanume 20 4. PacTBopHTEnh OTIrOHSIOT, OCTaTOK pa30aBISIOT BOJOI
1 OCTOPO’KHO ITTOJKHUCIIIOT pa30aBlIeHHOH coisHOM kucioroi. O6pa3oBaBIImecs: Maciia 3aKpHC-
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TaJJIM30BBIBAIOT B METAHOJIE.

5-|(mpem-ByTokcukapoonui)nunepuann-3-uial-3-(2-xaopoensun)-3H-[1,2,3]-Tpuazono-
[4,5-d|nupumuaun-7-oa (3a), Beixon 20 r (45%), T. mn. 69—71.5 °C. Macc-cniektp, m/z (I, %):
446 [M+H] (100).

5-|[(mpem-ByTokcukapoonna)nunepuant-3-ui|-3-6en3nn-3H-[1,2,3]-rpua3zosno|4,5-d]-
nupumMuanH-7-0a (3b), Bexon 16 r (39%), 1. mn. 60.5-62 °C. Macc-cnektp, m/z (I, %): 411.5
[M+H] (100).

5-[(mpem-ByTokcukapooHua)nunepuanH-3-uil-3-(4-¢propdenszun)-3H-[1,2,3]-rpuazono-
[4,5-d|nupumuaun-7-0a (3c¢), Beixox 18 r (42%), 1. mn. 75-76.5 °C. Macc-cuektp, m/z (I, %):
429.6 [M+H] (100).

5-[(mpem-ByTokcukapoonua)nunepuann-4-uil-3-(2-xaopodenzunin)-3H-[1,2,3]-rpuazoJio-
[4,5-dlmupumumnn-7-0a1 (3d), Beixon 19 r (43%), T. 1. 68—69.5 °C. Macc-cniektp, m/z (I, %):
446.1 [M+H] (100).

3-ben3ui-5-[(mpem-6yroxkcuxapoonuna)nunepuann-4-ui|-3H-[1,2,3]-rpua3zoso[4,5-d|-
mupumMuanH-7-01  (3e), Beixoa 15 r (36%), 1. 1. 60-62 °C. Macc-cniektp, m/z (I, %): 411.6
[M-+H] (100).

5-[(mpem-Byroxkcukapoonuia)nunepuaud-4-uil-3-(4-propdensunin)-3H-[1,2,3]-rpuazono-
[4,5-dlmupumupnn-7-0a (3f), Bexox 17 r (40%), 1. ur. 71.5-72.5 °C. Macc-cuiextp, m/z (I, %):
429.7 [M+H] (100).

7-I'napokcu-5-munepuaui-3H-1,2,3-rpua3zonol4,5-d|nupumuauasl  (00mass MeTOIUKa).
PactBop 100 mMMonps momydeHHOro B mpenslgymieM ombiTe N-Boc-npoussognoro 3 B 100 min
JIMOKCaHa, HACBHIILIEHHOTO XJIOPOBOAOPOIOM, KUMATAT | 4, pacTBOpUTENb OTTOHSAIOT, MAacio-
00pa3HbIii OCTaTOK PACTBOPSIIOT B W3OMPOIMIOBOM CIHMPTE U KUISTAT, 0OpPa30BaBIIUIACI 0CaT0K
THIPOXJIOPHIA aMUHA OT(QUIBTPOBBIBAIOT.

I'mapoxsopua  S-(munepuann-3-uia)-3-(2-xsopoensui)-3H-[1,2,3]-Tpuazono|4,5-d|nupu-
MHIUH-7-0J1a (4a), Beixoa 35 1 (92%), 1. 1. 215-217 °C.

TI'uppoxiopun 3-6ensun-S-nunepuaun-3-ui-3H-[1,2,3]-tpua3ono[4,5-dlnupumuaun-7-oaa (4b),
Bbixon 31 1 (89%), T. mun. 210-211.5 °C.

I'unpoxiopua S-nunepuaun-3-nin-3-(4-¢propoensun)-3H-[1,2,3]-rpuazoio[4,5-
dlnupumuauns- 7-ona (4¢), Beixox 33 r (90%), . . 230-232 °C.

I'mapoxJyopua S-nunepuann-4-ui-3-(2-xaopoensunn)-3H-[1,2,3]-rpuazonol4,5-d|nupumu-
nuH-7-00a (4d), Beixon 34 r (89%), T. . 220222 °C.

I'mapoxsiopun 3-0ensun-5-nunepuaun-4-ui-3H-[1,2,3]-rpuazoso[4,5-d| nupumuaun-7-051a
(4e), Berxon 30 T (86%), T. 1. 217-219.5 °C.
I'unpoxsiopua S-nunepuaun-4-unin-3-(4-¢propoensun)-3H-[1,2,3]-rpuazono[4,5-

dlnupumuun- 7-oaa (4f), Bexon 32 r (87%), T. . 250-252 °C.
oayyenne amunos S (oOmas Meronuka). B cycnensuro 1| MMOJIb THAPOXJIOpHIA aMUHA B
5 M aneronutpuia fobasmsiror 2 Mmons JIBY, B oOpa3oBaBuiuiicsi pacTBop BHOCAT 1 MMOIb
XJIOPaHTHIPUA, PEAKIMOHHYIO CMECh KHUIIATAT, 3aTeM pa30aBJIAIOT BOAOH, BBIMABIIUH OCamoK
WIX Macjo KPUCTAIM3YIOT U3 MOIXOAAIIEr0 paCTBOPUTEIISL.
5-[(1-TnopennimernakapooHu) munepuanH-3-ui|-3-(2-xuop6ensun)-3H-[1,2,3]-Tpuazoiio-
[4,5-d|nupumuaun-7-o0a (5a), Beixox 0.3 r (60%), 1. wi. 160.5-161.5 °C.
5-[(ben3uakapoonua)nunepuaua-3-uil-3-(2-xaopoensuin)-3H-[1,2,3]-rpuazonol4,5-d]-
nupuMuAnH-7-01 (5b), Bexox 0.35 T (70%), T. tur. 170-172 °C.
3-(2-Xu10p6en3nn)-5-[ (uukJIonponuwikapoonua)nunepuans-3-uil-3H-[1,2,3]-rpuazoo-
[4,5-dlnupumuaun-7-0a (5c¢), Berxon 0.29 v (73%), 1. mn. 139-141.5 °C.
3-ben3na-5-[(uukaonponuiakapoonua)nunepuand-3-uil-3H-[1,2,3]-rpua3zoiio[4,5-d| nu-
pumuaun-7-0a (5d), Beixon 0.28 r (73%), T. . 134.5-136.5 °C.
3-beu3unn-5-[(1-rnodenunikapoonnn)nunepuaud-3-uil-3H-[1,2,3]-rpuasoino|4,5-d|nupu-
MuauH-7-0a (5e), Beixox 0.35 r (83%), T. un. 149-151.5 °C.
5-1(2,6-Audropdennaxkapdonun)nunepuaun-3-uil-3-(4-¢propdensnin)-3H-[1,2,3]-rpuazono-
[4,5-dlnupumuaun-7-o0a (5f), Bexon 0.43 1 (91%), T. or. 139-140.5 °C.
3-(4-Dropoen3ui)-5-[(uuka00yTHIAKApOOHHT) MU epuauH-3-uia]-3H-[1,2,3]-Tpua3osio-
[4,5-dlnupumuaun-7-o0a (5g), Beixoxn 0.32 1 (78%), T. mur. 139-141.5 °C.
5-[(1-TuogennamernnkapooHuT) MuNepuIuH-3-ui|-3-(4-¢propodensun)-3H-[1,2,3]-Tpu-
a3o10[4,5-d|nupummuaun-7-0a (5h), sexon 0.3 r (67%), T. 1. 158—160 °C.
3-(2-Xu10poen3uin)-5-[(uukiiooyrunkapoonua) nunepuann-4-ui|-3H-[1,2,3]-rpua3zono-
[4,5-d|nupumuaun-7-0a (6a), Beixoa 0.4 T (93%), . . 137-139 °C.
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5-[(1-Tuopennaxapoonu)nunepuaun-4-ui|-3-(2-xaopoensun)-3H-[1,2,3]-Tpuazono-
[4,5-d|nupumuaun-7-0a (6b), Berxon 0.42  (93%), 1. . 145-147.5 °C.

5-[(Penunkapoouuna)nunepuant-4-uil-3-(2-xaopoensuni)-3H-[1,2,3]-rpuasoio[4,5-d]-
NUPUMHAMH-7-01 (6¢), BeIxox 0.42 r (93%), T. . 169-171 °C.

3-ben3unia-5-[(0ben3uiaxapoonun)nunepuaun-4-uial-3H-[1,2,3]-rpuazono|4,5-d|nupumu-
auH-7-04 (6d), Berxon 0.4 T (93%), T. mur. 165-167 °C.

3-ben3una-5-[(uukaonponuiakapooHua)nunepuand-4-uil-3H-[1,2,3]-rpua3zoio[4,5-d]-
nupuMHIuH-7-0J1 (6e), Borxox 0.3 T (79%), T. . 145-146.5 °C.

3-ben3uia-5-[(pennaxapoonun)nunepuaun-4-uia|-3H-[1,2,3]-rpuazoo[4,5-d|nupumu-
aun-7-01 (6f), BeIx0a 0.35 T (85%), T. 1. 174-176 °C.

5-[(2,2-AmyTnanenTuiaxkapoonnn)nunepuaun-4-uil-3-(4-propoenzmn)-3H-[1,2,3]-tpu-
azoso[4,5-dlmupumuaun-7-0a (6g), Berxon 0.3 r (70%), T. 1. 120-122 °C.

3-(4-Propden3ui)-5-[(uuKIonponuakapooHuI ) nunepuun-4-uwil-3H-[1,2,3]-rpuazoso-
[4,5-d|nupumuaun-7-o0a (6h), Berxon 0.3 T (75%), T. . 141-143.5 °C.

5-[(@ennikapoonn)nunepuaun-4-uil-3-(4-¢propodensui)-3H-[1,2,3]-rpuaso.o[4,5-d]-
nupuMuIuH-7-041 (6i), Berxox 0.33 r (77%), 1. 1. 178—-180 °C.

Monyuenne cyabgamunoB 7 (obmas metonuka). B cycnensuio 1 MMonb rugpoxiopuna
amuHa B 10 MJI XJIOPHCTOrO METHJICHA NOOABISIOT PacTBOp 4 MMOJb IMOTAlla B 5 MJI BOJIBI,
B 00pa3oBaBIIyIOCsA JBYX(Aa3HYIO CHCTEMY MpPU MEPEMEIIMBAHHH BHOCAT | MMOJIb COOTBET-
CTBYIOIIECTO CYIb(QOXIOpUaa. XIIOPUCTHIA METHIICH YHApHBAIOT, OCTATOK OT(HIBTPOBBIBAIOT
Y TIEPEKPUCTAITM30BBIBAIOT M3 CMECH AlleTOH—U30MPOMIIOBBINA CITUPT.

5-[(2-DTopdennacynbpouna)nunepuaun-3-uial-3-(2-xaopoensuni)-3H-[1,2,3]-rpua3zo-
70 [4,5-d|mupumuaun-7-oa (7a), Berxon 0.4 r (82%), T. tur. 182—184 °C.

3-(2-Xu1opoen3un)-5-[ (3-xaoppenniacyiisdonna)nunepuann-3-uil-3H-[1,2,3]-rpuazomno-
[4,5-d|nupumuaun-7-0a (7b), Bexon 0.42 r (84%), 1. 1. 179-180.5 °C.
5-[(Metunacyabponua)nunepuaun-3-uwil-3-(2-xaopoensuni)-3H-[1,2,3]-tpua3zonol4,5-d]-
nupumMuaun-7-041 (7¢), Bexon 0.33 r (79%), 1. mn. 165-167 °C.
3-beu3un-5-[(0en3uicyiabponna)nunepuaun-3-ual-3H-[1,2,3]-rpuasoso[4,5-d|nupu-
MuauH-7-0a (7d), Bexon 0.39 r (83%), T. 1. 169—171.5 °C.
3-bensua-5-[(pennacyabponmn)nunepuaun-3-uil-3H-[1,2,3]-tpua3zono|4,5-d| nupumuaun-
7-0a (7e), Borxox 0.33 1 (73%), 1. . 181-182.5 °C.
3-ben3uia-5-[(mernacyabponnmn)munepuaun-3-uial-3H-[1,2,3]-tpuazono|4,5-d|nupumu-
aun-7-0a (7f), Beixox 0.29 r (74%), T. ut. 157-159.5 °C.
3-(4-Propodensnn)-5-[(2,3-3TureHanoxcudenniicyabponua)nunepuaun-3-uil-3H-[1,2,3]-
Tpuasono|4,5-djnupumuaun-7-04 (7g), Berxoxn 0.36 r (72%), T. . 187-189 °C.
3-(4-Dropdensui)-5-[(3-xnoppenmiicynnbdonna)nunepuand-3-uial-3H-[1,2,3]-rpuaso-
0~ [4,5-dl]nupumuaun-7-0a (7h), Berxon 0.26 T (52%), 1. . 174-175.5 °C.
3-(2-Xuop6en3ui)-5-[(3-xaopdpennncyasouna)nunepuaui-4-uil-3H-[1,2,3]-rpuaso-
n0[4,5-d|lmmpumuann-7-oa (8a), serxoxn 0.3 T (60%), T. mr. 169-171 °C.
5-[(@enmiicynbdonun)nunepuans-4-uial-3-(2-xaopoensuin)-3H-[1,2,3]-rpua3zoio|4,5-d]-
1 pumuauH-7-0a1 (8b), Bexon 0.33 1 (67%), T. . 166—-168 °C.
5-[(4-MeTuiadennacyabponnn)nunepuaun-4-uil-3-(2-xaopoensun)-3H-[1,2,3]-tpua3zo-
a0[4,5-dlmupumuaun-7-0a (8c), Beixox 0.35 r (70%), T. 1. 169.5-171 °C.
3-Bben3unia-5-[(0en3uiicyabponmn)nunepuaun-4-uia|-3H-[1,2,3]-rpuazono[4,5-d|nupumu-
aun-7-01 (8d), Bexon 0.33 1 (70%), 1. 1. 168—170 °C.
3-beu3ua-5-[(3-xnopdenuicyabpouunn)nunepuaun-4-uial-3H-[1,2,3]-rpuazoo[4,5-d]-
nupumMuanH-7-0a (8e), Berxox 0.37 T (74%), T. . 174.5-176 °C.
3-ben3uia-5-|(pennacyabponmn)nunepuaun-4-uil-3H-[1,2,3]-tpuazono|4,5-d|nupumun-
aun-7-0a (8f), Beixoxn 0.34 1 (75%), T. mur. 167-169 °C.
5-|(ben3nacyabdonnia)nunepuant-4-uil-3-(4-propoensunn)-3H-[1,2,3]-rpuazonol4,5-d]-
nupumuanH-7-0a (8g), seixon 0.33 r (69%), 1. 1. 168-170.5 °C.
5-[(4-MeTuadennacynsponnn)nunepuaun-4-uil-3-(4-gpropoensnn)-3H-[1,2,3]-tpuaso-
n0[4,5-dlmapumuann-7-oa (8h), Beixox 0.36 T (75%), T. n. 173.5-175.5 °C.
5-[(4-MeTokcudenuiicyabponnn)nunepuaun-4-uil-3-(4-propoensuna)-3H-[1,2,3]-Tpu-
a30710[4,5-d|nupumuaun-7-0a (8i), Berxon 0.37 r (74%), 1. . 170-172 °C.

[oayyenne moueBuH 9 (oOmas MeTonnka). B cycneHsuio 1 MMOIB THAPOXIOpPHIA aMUHA

B 5 MII arleTOHUTpIIIA 100aBistoT 2 Mmoib JIBY, B oOpa3oBaBmmiicst pacTBOp BHOCAT 1 MMOIb
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COOTBETCTBYIOLIETO H30LIMAHATA, PEAaKIMOHHYI0 CMECh KHILITAT, 3aTeM pa30aBisioT BOJIOH,
BBINABIINI 0CAIOK WX MACJIO KPUCTAIIM3YIOT U3 MOJXOIAIIEr0 pacTBOPUTEIS.
3-(2-Xnop06en3un)-5-[(uukaorekcuakapoamounn)nunepuanu-3-uil-3H-[1,2,3]-rpua3zoo-
[4,5-d|nupumuaun-7-0a (9a), Beixoxa 0.25 r (53%), T. 1. 165-167 °C.
5-[(Mop¢omnkadéamonn)munepuana-3-mi)-3-(2-xnopoensun)-3H-[1,2,3]-Tpuazosno|4,5-d]-
nmupumMuanH-7-01 (9b), Beixox 0.21 r (46%), T. ot 127-129 °C.
3-ben3una-5-[(moppoamakapoamonn)munepuaun-3-uil-3H-[1,2,3]-rpuasomno|[4,5-d|nu-
pumuaun-7-0a (9c¢), serxon 0.21 r (50%), 1. m. 124.5-126.5 °C.
3-ben3nia-5-[(uukinorexcuakapoavon)nunepuaun-3-uwil-3H-[1,2,3]-rpuazoino[4,5-d|nu-
pumuaun-7-0a (9d), Beixon 0.26 r (59%), T. . 164-166 °C.
5-[(4-DTopdennaxapéamoun)nunepuauH-4-mil-3-(2-xsiopoenzunin)-3H-[1,2,3]-rpuazono-
[4,5-d|nupumuaun-7-oa (10a), Berxon 0.3 T (62%), T. 1. 161-163 °C.
5-[(2-TpudTopmerniadennakapdoamounn)nunepuann-4-uial-3-(2-xaopoeunsun)-3H-[1,2,3]-
Tpua3ono[4,5-dlmupumugun-7-oa (10b), Berxox 0.27 r (51%), T. . 145-147.5 °C.
3-(2-X10p0en3na)-5-[(uuKI0rekcuakapoamon) nunepuanu-4-uil-3H-[1,2,3]-rpua3zomno-
[4,5-dlnupumuaun-7-o0a (10c¢), Berxox 0.25 r (53%), . . 167-169 °C.
3-ben3una-5-[(4-tpudropmernadenunaxapdamoun)nunepuaud-4-uil-3H-[1,2,3]-rpuaso-
a0[4,5-dlmupumuaun-7-oa (10d), sexon 0.3 r (60%), T. . 148—150 °C.
3-ben3ui-5-[(3-metundennaxapdamon)nunepuaun-4-uil-3H-[1,2,3]-rpuazoo[4,5-
d|mupu- muauH-7-0a (10e), Berxon 0.35 T (78%), T. mn. 169—171 °C.
5-[(4-U3onponmundenunaxapoamonn)nunepuun-4-uil-3-(4-propoenznn)-3H-[1,2,3]-Tpu-
a30710[4,5-d|mupumuaun-7-oa (10f), Bexon 0.36 T (74%), T. mt. 168-170 °C.
3-(4-Dr1opoen3ui)-5-|(2-aTwindennakapoamonn)nunepuaun-4-uil-3H-[1,2,3]-tpuasomno-
[4,5-d|nupumuaun-7-o0a (10g), Berxon 0.3 T (63%), T. mur. 144—146 °C.
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