XUMWS FETEPOUUKJIAYECKUX COEAUHEHUN. — 1997. — Ne 10. — C. 1402—1416

HU. B. Crapueskos, B. I'. AHIpHaHOB
XVMUY OYPA3AHO[3,4-5]IIMPA3THOB

3*, CIIOCOB CHHTE3A 5,6-AM3AMEIMMEHHDLIX
GYPA3SAHO[3,4-5]ITMPA3HIHOB

Pazpabotan cnocod cunTesa 5, 6-muxinopdypasano [3,4-b] mupasuna — coemuuenus
€ JIEIKO YXOmaImUMHU rpyuiaMy — U Haﬁl(eHbI OUTHMAJNIBHBIC YCIIOBMY UX 3aMCHICHMST
pazMUHbBIMU HyKIeoduiaM. )

Terepormkmueckas cucrema dypasaso[3,4-b Jivpaswaa npuBIIEKAET BHA-
MaHWME HCCIeACBaTeed B OOJACTH CHHTE3d TIOAHA30THCTHIX JSHEPrOEMKHX
coeuHeHEid. HecMOTpS Ha HEONHOKpATHEE mOIBITKE [2—8], ymoOHbNi Meron
CHHTE3a NMPOW3BOAHEIX (hypaszano[3,4-b laupasuHOB X0 MOCICHHErO BPEMEHH HE
ObLT HaMmEH.

Has cuHTE3a TNpPOM3BONHEIX pACCMATPHBAEMOTO KJAacca HEOOXOMAMEI
COEIMHCHUS, CONEpXampe B KAUecTBE 3aMECTUTENCH B MooXeHuax 5 = 6
peaxkmEoHHOCHOCO0Hble IpynnupoBkr. C 2TOM Densio Hamu OBJIO H3YYEHO
3aMEIIEHUE HAa aTOMBI XJIOpa TMAPOKCHIBHBIX Tpymn 5,0-murunpokcmdypasa-
#0[3,4-bJnmpasuHa (I), CHHTE3SHMPOBAHHOIO HA OCHOBE AWammHOYypa3aHa I
MIABEeIeBoM KMCIOTH. J,0-Imxiopdypasano[3,4-b Jmapasus (II) Obur momyuen
AeHCTBHEM XJOPDHCTOrO THOHWAA Wik Xjopokuce Gocdopa B HPHECYTCTBHYA
katammradeckmx Koxmuects JMOA, a taxxe Ipy peaKkiuyi ¢ OSTEXJIOPHCTHIM
thocdopom B xmopokmcr docdopa ¢ Brxogamu 68...69%,.
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Ocymectsneame anga - J,6-auxnopdypazano|3,4-b Juvipasura 11 peaxmmit
HYKJICOPIIFHOTO 3aMEmICHAS OTKPHEBAET IIKPOKHE BOAMOXHOCTH, TAK KaK ATOME!
XJI0pa B 9TOM COCHUHEHWYW CHIBHO AKTWBHPOBAHBL W JICTKO 3aMEHIAIOTCI IIPH
IEUCTBUHN PA3IWYHHX HykKieodwmrios [9]:
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i} — O
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HI-CXIV
R!=NR, OR, SR; RZ= NR’, OR’, SR’, CL, R!

Peaknusg quxaopopou3BogaOro I ¢ BEICOKOOCHOBHHIMEA AMWHAMH HPOXOXUT
OBICTPO ¥ B MSIKHX YCHOBHSX (JaX€ €C/I aMHHB BBOAST B BHAE BONHBIX
pacTBOpoB), Torna kxax B 2. 3-mgmxiop- m 2,3,5-TpuxsiopnmpasmHax aMMHAAK
3aMemaeT TOJBKO OJWH M3 aTOMOB XJIopa B XecTkux ycaosuax (15 u npm 80 °C)

* Coobmenue 2 cm. [1].
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XapaxkTepuCTUKA CHHTE3UPOBAHHBIX COEAWHEHHI

TaGanuwua 1

OCHOBHOCTD
HCXOJIHOIO
c . 1 2 B _ . . aMHHa, Brixon,
o R R bopmyma Tnm °C Criextp TIMP (JIMCO-Dg), O, M, 1. pl%?{lizlg)) o % N
{12]
1 2 3 4 5 6 7 8
I Cl Cl C4ChhN4O 170...175 - - 69
(cy6u.)
11 Cl 1 C4CIN4O 130...131 — - 75 (D
v Cl NH, . C4H,CIN5O 175...177 8,22 (1H, c, NH); 9,3 58 (D)
(paan.) 8,78 (1H, ¢, NH)
A% NH, NH, C4HyNgO 320 7,96 (4H, ¢, NH2) 9.3 97 (D)
(pasn.)
VI NHOH NHOH C4H4NgO3 320 10,93 (4H, ¢, NHOH) 6,0 92 (I
(paaxn.)
vl NHOH 0C;ts CgH7Ns0O5 270...276 1,42 (3H, 1, CH3); 6,0 51 (D)
. 4,51 (2H, xn, CH);
11,40 (2H, 5, NHOH)
VIII NHCH; NHCHj; CsHgNgO 260...262 2,93 (6H, ¢, CH3); 10,6 85 ()
8,15 (2H, ¢, NH)
X NH, NHCHj; CsHgNgO 210...212 2,93 (3H, ¢, CH3); 9,3 26 (I
(paza.) 7,89 (2H, ¢, NH2);
8,25 (1H, ¢, NH)
X NHC,H; NHC,H;s CgH13NgO 234...235 1,26 (6H, t, CH3); 10,7 88 (IN
3,24...3,53 (4H, m, CH2);
8,13 (2H, 1, NH)
X1 N(CH3), N(CH3), CgH;2NgO 164...165 3,02 (12H, ¢, CHa) 10,7 80 ()




yov1

Mpognonxenue 1a6ua 1

7

8

X1

X111

X1v

XV

XVl

XV

XVIIl

XIX

XX
XXI

XX1

NHC3H7

NHC(CH3)3

N(C4Ho),

NHCH,CH=CH,

NHCH,C =CH

NHCH,CH, OH

NHCH,CH (OH) CH3

NHOCH;

NHNH,
NHN(CH3),

Cl

NHC3Hy
NHC(CHj3)3
N(C4Hy) 2

NHCH,CH=CH,

NHCH,;C =CH
NHCH,CH, OH

NHCH;CH(OH)CHj3

NHOCH;

NHNH,
NHN(CHa),

NHCHgCH2BI‘

C10HsN6O

C12HyoNGO

Cyol3NgO

C10H12Ns0

Cy10HgNgO

CgH13Ne03

C1oH6NO3

CsHgNgO3

C4HgN3O
CgHy4NgO

CgHsBrCIO -

144..

269...

73...

122.

221...

227...

173...

280...

260...
254...

258...

.145

270

75

. 123

223

229

175

290

262
256

260

0,86 (6H, t, CH3);
1,38...1,80 (4H, M, CH3);
3,18...3,47 (4H, m, CH2);
8,1 (2H, v, NH)

1,37 (18H, ¢, CH3),

7,61 (2H, ¢, NH)

0,87 (12H, 1, CH3);
0,78...1,64 (1,6H, M, CH2CH2),
3,56 (8H, 1, CH2)

4,14 (4H, 1, CHy),
5,10...5,40 (4H, M, CHy);
5,71...6,15 (2H, m, CH);
8,39 (2H, T, NH)

3,27 (2H, 1, CH);

4,24 (44, r, CH2);

8,62 (2H, z, NH)
3,40...3,71 (8H, M, CH>);
4,84 (2H, v, OH);

8,36 (2H, T, NH)

1,11 (6H, x, CH3);
3,13...3,58 (4H, m, CH2);
3,78...4,09 (2H, M, CH);
4,82 (2H, a1, OH);

8,35 (2H, r, NH)

3,82 (6H, c, CH3);

11,17 (2H, ¢, NH)

6,95 (6H, ¢, NHNH?3)
2,64 (12H, ¢, CH3);

8,27 (2H, ¢, NH)

3,48...4,00 (4H, M, CH2CH2);
10,15 1 12,27 (1H, c. ¢, NH)

10,6

10,7

10,9

9,5

7,9

9,5

9.5

4,6

8,2
7.5

6,5

48 I

81 (D)

87 (M

54 (A

62 (A)

85 (1)

38 (D)

71 (A)

99 (I
79 ()

71 (A)




sovi

4

XXIII

XXI1V

XXy

XXV1

XXvii

XXvil

XXIX

XXX

XXXI

NHCH,CH,Br

NHCH,CH;0CH(CH3); *
2HBr

NHCH,CN

| NHCH,CO,Bn

NHNHCO,C,H;5
NHCH,C(0)CsH; » H,0

Cl

N co,CH,

ON=CHC¢H;NO,-p

NHCH,CH,Br

NHCH,CH,0OCH(CH3); *

2HBr

NHCH,CN

NHCH,CO,Bn

NHNHCO2C,Hs

NHCH,C(0)C¢Hs « HyO

NHOBn

NHOBn

ON=CHCgH4NO;-p

CgH;0BroNgO

C14H,6Br;N6O3

CgHgNgO
C22HyoN6O5
C10H14N305
CaoH18N604
C1;HgCIN5O;

Ci15H14NgO4

Cy15H1oNgO7

>250

>250

>220
(paan.)

160..

205...

237...

154...

153...

93...

.163

207

239

155

154

95

3,55...3,93 (44, M, CH2);
4,06...4,33(4H, m, CH2);
7,11 1 9,00 (2H, ¢, ¢, NH)
2,93...3,24 (6H, x, CH3);
3,64...3,89 (4H, M, CH2);
4,04...4,33 (4H, M, CH2);
5,71 (2H, ¢, CH);

8,31 u 8,48 (2H, ¢, c, NH)
4,55 (4H, ¢, CH);

8,82 (2H, c, NH)

4,20 (4H, ¢, CHy);

5,13 (4H, ¢, CH);

6,73 (2H, ¢, NH);
7,33 (10H, ¢, CsHs)

1,15 (6H, 1, CH3);
3,88...4,24 (4H, xs, CHa);
9,49 (2H, ¢, NH)

5,11 (4H, ¢, CHa);
7,49...8,13 (10H, M, CsHs);
8,89 (2H, ¢, NH)

5,22 (2H, ¢, CH);
7,27...7,51 (5H, M, CsHs);
11,97 (1H, c, NH)

2,71 (2H, M, CHy);

3,40 (1H, ks, CH);

3,62 (3H, c, CH3);

5,13 (2H, ¢, CHy);
7,29...7,53 (5H, M, CsHs);
11,60 (1H, c, NH)

8,06...8,51 (8H, x», CsH4);
9,29 (2H, ¢, CH)

6,5

5,4

7.1

3,1

42 (A)

41 (B)

42 (B)

57 (A)

84 (1)

28 (A)

66 (A)

97 (A)

28 (B)
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Mpoaoanxenue Taba 1

45

8

9

XXXII
XXX

XXX1V

XXXV
XXXV1
XXXVII

XXX VI

XXXIX

XL

XLI

XLII

OCH;
0C;H;s
OCgH, NOy-p

SH
SCsHjs

10

NG

N NCH,

C

) >
L

Z
1
Z

. 2\
H3C&)\CH3

OCHj;
OC,H;

OC6H4 NOz-p

SH
SCeHs

T OO0

E2
Z
Fo!
SR

N-N

, A\
H3C&)\CH3

CsHgN4O3
CgHoN4O03

C16HgN6O7

C4H,;N408S,
Ci6H10N40S;
C1oH16N6O

C14HyoN6O |
C12H;6N6O3
C14HpNsO
C1gHgNgO

Cy4H14NgO

176..
166..

A1
168

>250

>250

217..
119..

162...

224...

225...

237...

137...

219
122

163

225

226

240

138

4,05 (6H, ¢, CH3)

1,51 (3H, r, CH3);

4,67 (2H, ks, CHy)

7,69 (4H, n, CeHy);

8,44 (4H, n, CeHa)

3,77 (2H, ¢, SH)
7,51...7,80 (10H, M, CsHs)
3,47...3,71 (8H, M, CH2);
1,75...1,98 (84, m, CH2)

1,56 (12H, ¢, CHy);
3,57 (8H, ¢, CH2)

3,64 (16H, ¢, CHa)

,12 (6H, ¢, CHa);
38 (8H, M, CHa);
,98 (8H, M, CH2)

2
2
3
7,13 (2H, ¢, CH);
8,04 (2H, ¢, CH);
8,82 (2H, ¢, CH)

,98 (6H, ¢, CHa);
,49 (6H, ¢, CH3);
1

1
2
6,18 (2H, ¢, CH)

2,1
2,3

-6,5

771
6,5
11,8

8,7

9,3

7,1

4,3

49 ()
85 (I

94 ()

73 ()
95 (A)
69 ()

68 (F)v
75 (M
82 ()
58 (A)

72 (A)




LOFT

XLl

XLIV

XLV

XLVI

XLVI1

XLVII

XLIX

Nz

Cl

Ci

O

C12H12N605S;
CgHyN 160 :
C16HuNgO
C14H10NsO
C7H;CINGOS,
C10H4CIN,O

C14H12N302

225..

210...

180...

235...

153...

205...

210...

227

212

183

237

155

207

212

2,80...3,69 (4H, m, CH2);
4,02 (2H, m, CH);
4,37...5,24 (44, m, CH2)
8,3

9,5,

,38 (2H, ¢, CH);
,55 (2H, ¢, CH)

1,00...2,24 (20H, M, CHa);
3,58 (2H, c, CH);

7,93 (2H, ¢, NH)
6,
8,

44...8,40 (8H, M, CsH4N);
40 (2H, c, NH)

2,86 (3H, ¢, CH3)
7,67...8,12 (4H, M, CcH4)

(4H, M, CH2);
(4H, M, CHD);
..7,89 (2H, M, CsH2);
..8,35 (2H, M, CgH2)

3,33
3,60
7,44.
8,04.

6,2

2,2

10,8

6,7

1,6

8,7

82 ()

61 (B)

84 ()

13 (M)

48 (B)

41 (B)

74 (D)
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Tab6nuwuna 2

XapakrepucTHKY AHMJIMHOBBIX [IPOU3BOTHBIX 5,6-pypasano[3,4-blmapazunos  (L—CXIV)

R3 R4 OcHoB-
R] R2 = \N HOCTh Bbi-
, P Crextp TIMP (IMCO-Dg), HCXOJI- b
Coenn- RS BpyrTo- T e HOTO Xgﬂy
HeHye dopmyna s s amuHa, (M(;—
R R P Py | ™0
f12]
R R* R’ r3 R RS
1 2 3 4 5 6 7 8 9 10 1 12
L H H H H H H ’ C16H12NGO 114...115 | 7,04...7,80 (10H, M, CsHs); 4,5 |12
9,93 (2H, c, NH)
LI H H 2-CH, H H 2-CHj C15H NGO 228...229 | 2,24 (6H, ¢, CH3); 4,4 |75 ()

7,11...7,51 (8H, M, CsH4);

9,67 (2H, c, NH)

LII H H 3-CH; H H 3-CH; C13H14NgO 205...206 2,36 (6H, ¢, CHa); 4,7 72 (A)
. 7,00...7,67 (8H, M, CsHd);

9,87 (2H, ¢, NH)

LIIL. H H 4-CH, H H 4-CH; C15H16N6O 203...204 | 2,33 (6H, c, CHa); 51 |82

7,20...7,73 (8H, M, CsHa);

9,87 (2H, ¢, NH)

Lv CHj; H H CHj3 H H Ci3H16NgO 200...201 3,15 (6H, ¢, CH3); 4,7 61 (A)
6,47...7.09 (18H, M, CsHs)
LV H 2-CH; | 3-CHj H 2-CH; | 3-CHj4 Ca0H0Ng0 195...196 | 2,13 (6H, ¢, CH3); 4,7 |64 (A)

2,35 (6H, ¢, CHa);
7,04...7,33 (6H, M, CeH3);
9,69 (2H, ¢, NH)

LVI H 3-CH; | 4-CHj H 3-CHj 4-CHj CoHzNO 230...232 | 2,15 (6H, ¢, CHa); 51 {79 (B)
2,33 (6H, ¢, CH3);

7,22 n 7,58 (6H, au, n, CsH3);
9,84 (2H, c, NH)




St

6071

10

11

12

LVII

LvIII

LIX

LX

LXI

LXIX

LX1I

LXIV

LXV

LXVI

H

R'=q1

2-CH; | 6-CHj

3-OCH,

4-OCH,

2-Cl

3-Cl

4-Cl

R'=(I

R! = NHCH3

. R!'=NHOH

H

T - =E = &I

2-CHj

2-CHj

H

6-CHj

6-CHj

3-0CH3

4-OCHj

2-Cl

3-C1

4-Cl

4-Ct

4-Cl

4-Cl

C12HjoCINSO

CoH2oN6O

C13H16Ns03

C1sH16N603

Ci6H10CLNgO

Ci6H19CIoNgO

CléH 10C12N5O

C1oHsCIpNsO

C11HoCINgO

C10H7CINGO,

203..

261...

203...

215...

230..

234...

237...

198...

231L..

253...

204

262

204

216

232

235

238

199

232

255

2,07 (6H, ¢, CHza);

7,11 (3H, ¢, CsHa);

9,95 (1H, ¢, NH)

2,22 (12H, ¢, CH3);

7,22 (6H, c, CcH3);

9,56 (2H, ¢, NH)

3,78 (6H, c, CHa3);
6,87...7,44 (8H, m, CsH4);
9,91 (2H, c, NH)

3,80 (6H, c, CH3);

7,04 (4H, x, CeH4);

7,73 (4H, n, CeHa4);

9,84 (2H, c, NH)
7,26...7,64 (8H, M, CsHa);
10, 18 m 12, 13 (2H, ¢, ¢, NH)
7,22...7,98 (8H, M, CsH4);
10,04 (2H, ¢, NH)

7,53 u 7,87 (8H, 1, n, CeHa);
10,00 (2H, ¢, NH)
7,44...8,18 (4H, M, CsHa);
10,18 u 10,33 (1H, c, ¢, NH)
3,02 (3H, ¢, CH3);

7,42 (2H, n, CeHa);

7,80 (2H, n, CsHa);

8,50 (1H, c, NH);

9,65 (1H, ¢, NH)

7,33 (2H, a, CeHa);

7,78 (ZH, 8, CsH4);

9,33 (1H, ¢, NH);

11,13 (1H, ¢, OH);

11,26 (1H, ¢, NH)

3,9

3,9

4,2

5,3

2,6

3,5

4,0

4,0

10,6

6,0

53 (D)

28 (I

74 (B)

38 (B)

92 (B)

81 (B)

96 (B)

71 @)

91 (I

83 (I
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IIponoaxeuune rabn 2

10

11

LXVII

LXVIII

LXIX

LXX
LXXI
LXXII

LXXIII

LXXIV
LXXVY
LXXVI

LXXVII

H

CH,

4-Ci

R!'=Cl
2-F

3-F

H

CHj

H

I

H

H

H

H

4-Cl

4-Cl

4-Cl

2-Br

3-Br

4-Br

4-C1

2-1

2-F

3-F

C14H13CINgO,

Cy5H;oCINZO

C13HoCINgOS

1 Ci1H10BroNsO

C16H19BroNgO

Ci6H10BraN6O -

C18H14C1LNgO

Ci6Hj0l2Ns0
C10HsCIIN5O
Ci6HoF2NgO

C16H1pFaNgO

204...205

>250

>250

250...251
234...235
252...253

272...274
(pasi.)

256...258
186...187
204...205

240...241

,58...3,84 (8H, v, CH2);
,49 (2H, n, CéHa);

,84 (2H, n, CsHy);

,64 (1H, ¢, NH)

,40...6,60 (2H, M, CsH4N);
,27...7,51 (2H, m, CsH4N);
,67...8,13 (4H, M, CsHa);
,15 1 8,37 (1H, ¢, ¢, NH);
8,75 u 8,93 (1H, c, c, NH)
2,85 (3H, ¢, CH3);
7,52...8,15 (4H, M, CsHa);
8,90 u 9,04 (1H, ¢, ¢, NH);
9,71 (1H, x, NH)
7,17...7,80 (8H, M, CsHa4);
10,15 n 12,10 (2H, ¢, ¢, NH)
7,33...8,22 (8H, M, CsHa);
10,02 (2H, ¢, NH)
7,60...8,11 (8H, M, CsHa);
10,00 (2H, ¢, NH)

3,20 (6H, c, CH3);

6,64 (4H, n, CcHa);

7,24 (4H, n, CsHa)

7,73 (8H, M, CeHa);

9,96 (2H, ¢, NH)
7,13...8,00 (4H, M, CeFl4);
10,22 (1H, ¢, NH)
7,13...7,71 (8H, M, CsHa);
9,93 (2H, ¢, NH)
6,93..,7,98 (8H, M, CsHa);
10,11 (2H, ¢, NH)

3
7
7
9
6
7
7
8

8,7

6,7

2,5
3,5
3,8

3,9

3,8
2,5
3,0

5,0

78 (I

38 (A)

32 (A)

71 (B)
57 (B)
73 (B)

82 (b)

88 (B)
75 (B)
64 (B)

92 (B)
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11

12

LXXVI

LXXIX

LXXX
LXXXI
LXXXII
LXXXIII

LXXXIV
LXXXV
LXXXV!
LXXXVII

LXXXVIII

LXXXIX

j8s 41

H

H

H

H

2-CHj

3-Cl

2-CHj

2-NO,

2-OCH;

2-NO,

3-NO,

2-Br

4-F

4-Cl
2-NO,
3-NO,
4-NO,

5-NO,

4-CHz

4-NO,

4-0CH;

4-Cl

4-NO,

H

H

ot

=

z T =

H

H

2-CHj

3-Cl

2-CH;
2-NO,
2-0CHj
2-NO,

3-NO,

2-Br

4-F

4-Cl
2-NO,
3-NO,
4-NO,

5-NO,
4-CHj
4-NO,
4-OCH3

4-Cl

4-NO,

Cy6H10F2N6O

C18H14I2Ns0O

C16HsClLiNGO
Ci6H10NgOs
Ci6H)0Ns0s
C16H10NgOs

Ci8H14Ng05
C18H14Nz0s
Ci18H14Ng0O7
C18H14Ng07

Ci16H3gClaNg05

CHgBrNgOs

269...270

>300

274...276

223...224

267...269

342...343

274,..275

>260

190...192

>260

>250

>250

7,22...7,80 (8H, m, CsHa);
9,98 (2H, ¢, NH)

2,00 (6H, ¢, CH3);
7,18...7,67 (6H, M, C¢H3);
9,62 (2H, ¢, NH)

7,76...8,18 (6H, M, CeH3);
10,18 (2H, c, NH)
7,36..,8,27 (8H, M, C6H4);
11,62 (2H, c, NH)
7,55...8,31 (8H, ™, C¢H4);
10,29 (2H, c, NH)

7,82...8,44 (8H, m, C6Hy4),
10,44 (2H, ¢, NH)

2,60 (6H, c, CH3);
7,62...8,02 (6H, M, CoH3);
10,04 (2H, ¢, NH)

2,48 (6H, c, CHa);
7,55...8,04 (6H, M, CsH3);
11,47 (2H, ¢, NH)

4,11 (6H, ¢, CH3);
7,89...8,89 (6H, M, CeH3);
9,56 (2H, ¢, NH)

3,91 (6H, c, CH3);
7,38...7,80 (6H, M, C¢H3);
11,221 12,18 (2H, ¢, ¢, NH)

7,73...8,24 (6H, m, CsH3);
10,44 (2H, ¢, NH)
8,28...8,82 (6H, M, C6Ha);
9,83 (2H, ¢, NH)

4,6

3,6

2,0
-0,2
2,5
1,0

2,3

0,4

2,5

70 (B)

75 (B)

80 (B)
67 (B)
90 (B)
78 (B)

67 (B)

85 (B)

61 (B)

65 (B)

81 (B)

59 (B)
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10

11

12

Xc

XCI

Xcn

XCii1

XC1v
XCv
XCVI1
XCvii

Xcvin

XCIX

H

H

H

H

4-OH

3-CH,0H

3-CH,Cl

3-CONH,

3-CF,

3-COH

3-CO,C,Hs

2-CO,CH3

4-CO,CH;

2-NHCOCH;

H

H

H

H

4-OH

3-CH,0H

3-CHCl

3-CONH,

3-CF;
3-CO,H
3-CO,CyHs

2-CO,CH3

4-CO,CH;,

2-NHCOCHj;

CisH12N603

C5H16N603

C13H14CIhNgO
Ci8H14Ng03
CyH 1FeNgO
CigH1oNgOs
CaHyoN¢Os
CaoHieNeOs
CyoH)NgOs

CyoH1gN303

>250

225...227

178...180

>250

242...243

>260

238...240

>300

293...294

280
(pasan.)

6,67...7,62 (8H, M, CsHa);
9,42 (1H, ¢, OH);

9,69 (1H, ¢, NH)

4,58 (4H, ¢, CH2);

5,29 (2H, ¢, OH);
7,12...7,82 (8H, M, C4H4);
9,96 (2H, ¢, NH)

4,84 (44, ¢, CHy);
7,22...7,93 (8H, M, CsHa);
10,00 (2H ¢, NH)
7,35...8,04 (8H, M, CeHa);
7,93...8,04 (4H, NH)),
10,09 (2H, ¢, NH)
7,53...8,22 (8H, M, C¢H4);
10,22 (2H, ¢, NH)
7,49...8,44 (8H, m, CsHa);
9,95 (2H, ¢, NH)

1,36 (6H, 1, CH3);

4,36 (4H, kB, CH2);
7,51...8,40 (8H, M, CsH4);
10,11 (2H, ¢, NH)

3,88 (6H, c, CHa);
7,15...9,00 (8H, M, CsHa);
12,00 (2H, ¢, NH)

3,80 (6H, ¢, CH3);

8,07 (8H, ¢, CsHa);

10,51 (2H, ¢, NH)

2,07 (6H, c, CHa);
7,29...7,93 (8H, M, CsHa);
9,29 u 9,64 (2H, c, ¢, NH);
11,80 (2H, c, NH)

5,5

3,3

4,0

3,1

3,6

2,2

2,4

3,3

72 (A)

76 (B)

56 (B)

76 (B)

67 (B)

72 (B)

68 (B)

81 (B)

77 (B)

68 (b)
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8

10

11

12

ClI

cu

(o101

C1v

Ccvy

CVI

cvil

Cvill

H

H

3-OH

2-CHj

3-NHCOCHg3

4-S0,NH;

4-COH

5-NH,

Rl=Cl

Rl=Cl

R'= N3

H

CyHs

3-OH

2-CH3

3-NHCOCH3;

4-SO,NH;
4-CO.H

5-NH,

2-CO,CH3
4-CN
4-CN

4-CN

"CooHsN303

C16H14Ng05S;
Ci5H)3N07

Ci1sH;sNs0

C1sHgCIN503

| C11H5CINGO
CuHsNgo

_CisH13N702

C13HigCINsO

>300
(pasn.)

>310
(pasn.)

>250

>250

198...199

247...249

>300

128...130

107...108

2,07 (6H, ¢, CH3);
7,33...7,60 (8H, M, CcH4);
8,00 (2H, ¢, NH);

10,20 (2H, ¢, NH)

3,35 (4H, ¢, NH2);
7,80...8,13 (8H, M, Ce¢Ha);
10,24 (2H, c, NH)
6,88...8,13 (6H, m, CsHa);
8,45 u 8,63 (no 1H, c, ¢, OH);
10,27 (2H, ¢, NH)

2,07 (6H, c, CH3);

5,00 (4H, c, NH2);
6,77...7,09 (6H, M, C¢H3);
9,60 (2H, c, NH)

3,93 (3H, ¢, CH3);
7,20...9,07 (4H, M, CeH4);
10,90 u 12,18 (o 1H, ¢, ¢, NH)
7,53 (2H, 1, CeHa);

7,95 (2H, g, CsHa);

9,84 (1H, ¢, NH)

7,93 (2H, a, CsHa),

8,29 (2H, g, CsHa);

12,16 (1H, c, NH)

3,71 (8H, ¢, CH2);

7,82 (2H, p, CeHa);

8,04 (2H, n, CeHa);

9,87 (1H, ¢, NH)

1,20 (3H, 1, CH3);

4,09 (2H, x8, CH2);

7,44 (5H, ¢, CsHs)

3.7

2,1

1,9

5,3

2,2

8,7

5,6

91 (B)

91 (B)
63 (B)

82 (B)

61 (B)
75 (I)
81 (D

75 (D)

68 (A)
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10

11

12

CIX .

(0.4

CX1

CX1II

CXIiI

CX1v

H H

R'=N;3

3-NO,

3-NO,

Rl=Cl

N-N

HNA )\CZHS

HOOC @

N__S

C;Hs

CeH3

CeHis

Bn

Bn

H

4-NO; .

C12H10Ng0

Cy¢H15CINSO

CyHp3N703

C17H15CINsO

Cy1HigNgOS

C14H11N7058

121.

30...

127..

107...

176...

232,

123

32

128

108

178

..235

,31 (3H, 1, CH3);
,27 (2H, k8, CH);
,33...7,60 (5H, M, CeHs)
,82 (3H, T, CHa);

,27 (6H, M, CHy);

,65 (2H, M, CH2);

,00 (2H, 1, CHa);
,25...7,63 (5H, m, CgHs)
,84 (3H, 1, CH3);

,31 (6H, M, CHa);

,67 (2H, M, CH2);

,02 (2H, 1, CHy);
7,29...7,95 (9H, M, CeH4),
8,42 u 8,84 (1H, ¢, ¢, NH)
5,36 (2H, ¢, CH2);
7,20...7,49 (10H, m, C¢Hs)
1,13 (3H, 1, CH3);

5,28 (2H, ¢, CHy);

6,51 (1H, c, NH);
6,80...7,47 (12H, M, CeHs)
4,06 (2H, ¢, CH2);

5,18 (1H, ¢, CH);

5,26 (2H, ¢, CH2);
7,02...7,67 (4H, M, CeHa);
9,84 (1H, ¢, NH)

1
4
7
0
1
1
4
7
0
1
1
4

5.4

2,5

5,1

6,2

92 (M)

72 ()

68 (B)

71 (D)

41 (A)

72 ()




f10]. Crosp BHICOKAS pEAKNMOHHAS CIOCOOHOCTH, OUEBHAHO, OOBICHAETCS
BJIHSHYEM CIUTHHOTO JICKTPOHOAKIEIITOPHOIO HyPa3aHOBOTO LUKJIA, IPUBONSIEE-
TO X BBICOKOH nom{pnsamm ceasu C—Cl. Ilo aroii npruuHe UXIOPIPON3BOTHOE
IT Gosee peaKHWOHHOCHOCOOHO B PEAKIHAX HYKJICOMMIBHOIO 3aMELIEHMS, YEM
ero CepocopepXxammi agaior — J,6-muxnop-1,2,5-rmaguazono{3,4-5 jnupasus
[11].

Visyuenne peaknum HyKJICO(GWIHPHOIO 3aMeImeHUS TUXIOPHPOM3BORHONO 11
OKA34Ji0, YTO MAKCHMAIBHBIN BHXOJ IIEJICBBIX IIPOXYKTOB PEAKIUH HOCTATACTCS
MIp¥ YCAOBHY, KOTHA IPAMEHSEMEM aKHENTOp XJOPHCTOr0 BOXOpoxa OOJbIIC TO
OCHOBHOCTH HCIOJb3YEMOTO B DEAKIMI aMUHA Ha 1...0 egunmn, 1. €. B cay4ae
npUMeHeRns TpuaTIIaMuEa pKaBH ' alKImpyeMBIX AMEHOB JOJDKEH HAXOZHTh-
cg B puanasone 4,5..9,5 (8 H20) — wmerox A. [(manazoH npuMeHCHUS
N,N-mmormnammmvna 0,5...5,5 — merox B. Cobmopenme 3TUX TDAHMYHBIX
YCAOBHH HeoGX0oMMMO /i yMEHBIIEHNS NOGOYHOTO MHAPO/IHAa JEXI0PIPORIBOL-
moro I, mpuBongmero x muruppokcuipowssomHomy 1. IlpoGnema BBemeHws B
DEAKIMIO ¢ JUXJI0PUPOU3BOMIHEIM II Takwx MaJOOCHOBHEIX AMWHOE, Kax
2- ~HUTDOAHMIHH (pKaBH = -0,2 8 H20) [12] wm 2-OpoM-4-HATpOAHMIAH
(pKaBH' = -1,0 8 H20) [121, 6bl1a peleHa 0TKa30M OT aKIENTOpa XJIOPHCTOO
BOIOPOOA — pEeaxkmuOHHAS CMECh OpPOocTo ciuiaeasiaace (Merox B). Ilpum- stom
OPONCXONMIO BHAEJICHUE XJAOPUCTOIO BONOPOHA. MCHONB30BAHHE B peaKUyd
u36BITKA BBHICOKOOCHOBHEIX amuuos (pKaBH' > 4) mossonser oxommrscs 6e3
aKIEHTOP2 XJOPHCTOTO BOXOPOAA, MW B 9TOM CIyyae TPUMEHAeTCs HABa
SKBHMBAJICHTA AMWHA HA OOwH aToM xjopa (Merod [). B HexoTOPHIX caydasx
ANKATUPYEMBIC COSIAHCHIS BEOOWIN B BUAEC HATPHEBHIX coner (MeTon ).

HocnenoBaTepHOE BBEOEHWE B PEAKIMIO AJKIWIADYEMBIX COCHMHEHUH
II03BOJISIET CHHTE3UPOBATh HECUMMETDAYHEIE MPON3BONHEIE, IPHUEM HAIAYUE Y
reTepoatoMa 00BEMUCTHIX 3aAMECTATEICH M IOHMXKEHHAS OCHOBHOCTD HYKJIeohHIa
VBEJHUNBAIOT BEIXOM IPOXYKTOB MOHO3AMEIICHFS. '

Jannse u3yuenns OHOJIOTHYECKOM AKTHBHOCTH CHHTE3MPOBAHHEIX COCHUHE-
HU CBHAETE/BCTBYIOT O BBHICOKOM NCHXOTPONHOK ¥ repOMIMIHON aKTHBHOCTH
ANKAZIAMUHO- ¥ aHUIAHOTIPOM3BOTHEIX COOTBETCTBEHHO.

OKCIIEPYUMEHTAJIGHAS YACTH

Crexrpst IIMP cuatel B DMCO-Ds na cnexrpometpe Bruker WH 90/DS (90 MI'x),, BHYTpeHHmit
craugapr TMS. Macc-coexTpst rosyuerst Ha cnekrpomerpe VS-50AET (70 5B). KoHTposis 4MCTOTHI
IPOAYKTOB ocymecTrisum MeTogom TCX Ha mractunkax Silufol UV-254, a taroke merozom BO2XX na
xpomatorpade Du Pont 850, Ha xonorke Zorbax SIL (4,6 x 250 mv) . DnemenTasiit anasms Ha C, H, N,
S nposozwuty Ha npubope Carlo Erba. -

JlaHHEBIE SAEMEHTHOTO AHAMM32 COOTBETCTBYIOT BEIMMCICHHBIM. XapaKTEPHCTUKY CUHTE3MpOBAH-
Hbix coeuueryii I—X1IX npusesenst B a6 1, apriamunosamemenssx L—CXIV — B a6, 2.

5,6-Tuxnopdypasano[3,4-b}umpaszus (II). B 4-1urpoByio koaly 3arpyxarT 500 M xJoporucu
docdopa, 1040 r (4,75 mons) nartuxaopucroro docdopa, 350 r (2,27 mons) 5,6-nuruzpoxcudgypasa-
H0[3,4-b] nupazuua I [2] u oTroHsuoT npu Harpesauuu 600 vt xnopoxucu docdopa. O6orpes zamMeHs 0T
Ha JICASHYI0 GaHi0 M Py oxaaeHus A0 5...10 °C goGasisiroT 2 1 X0n08HO0 BoxsL. OTOUIBTPOBBIBAIOT
0Caj0K ¥ MPOMBIBAIOT ero X0J0xHOHM Bomoit (3 x 150 mu1) . BrakHbIit IPOAYKT KPHCTAUTUIYIOT M3 CMECH
650 M anerona u 1 460 v somst. Tocse TIPOMBIBKY BOJIOL M CYIIKY HaJ| HIEJIOUBIO Oy YaI0T OECIIBETHRIE
kpuctasust II. Macc-cnextp, m/z: 190 o), 160 M-NO) , 108 (M-C2NCl). Hairgeno, %: C 25,17;
N 29,03; C137,72. C4CloN4O. Beraucneno, %: C 25,26; N 29,47; C1 37,37.

Merox A. 5,6-Ju(N-awnmnamuno)dypazasci3.4-blnupasuna (XV). Hobasaaior 4,3 Ma
(0,057 Monp) aynMIaMMHA K IEPEMEIIMBAEMOM U OXJIAXAEHHOM cycnensuu 5,13 r (0,027 mom) 5,6-
meootopdypasano[3,4-5] nupasuna U 8 30 M1 aueToRUTPIIA. 3aTEM NIPU IEPEMENTUBAHUY U OXJIA X~
Huy podasnsor 7,93 M (0,057 mom) TpusTMiaMuba. Yepes 30 MuH OTOMIBTPOBBIBAIOT COMSTHOKUC-
JIBIE TPUSTUJIAMUH, MATOUHEIH DaCTBOP YHAPHMBAIOT, OCTABIIEECS MACNO PAcTBOPsIOT B 50 M xnopodop-
M2 M [IPOMBIBAIOT PAcTBOp BOKOH. Iocse cymiku Cynsdatom Hatpus npoAykr XV KPUCTATUM3YIOT B

1415



xonopwisnuke. Hadigeno, %: C 51,60; H 5,07; N 36,02. C;0H12N6O. Berumcneno, %: C51,72; HS5,21;
N 36,18.

Meron B. 5,6-An (3-rurpoarnnmuo) dypasano|3,4-blnupaszwa (LXXXIT). Jobasnsror 12,76 mx
(0,08 moxp) N, N-mustmnaswmmsaa x cmecu 7,64 r (0,04 moms) muxnopmpouseomsoro I u 10,05 ¢
(0,08 Moim) 3-mmrpoamzuivua B 40 Mur aveToHuTpIUIa. HarpeparoT CMeCh A0 KMIIEHMS M MEJJIEHHO
oxnaxzaioT. OTunbTPOBBIBAIOT XPUCTAILILL, IPOMBIBAIOT ALETOHRUTPUIOM ¥ BOROM. ChIpoil npogyxT
KpUCTAIIM3YIOT U3 cMecu 100 M aneTora u 30 M Bomsr. Haitneno, %: C 48,43; H 2,54; N 28,07.
C16H10NgOs. Brrucneno, %: C 48,74; H 2,56; N 28,42.

Meron B. 5,6-1u (2-uurpoanumno) dypasano|3,4-pjmapazus (LXXXI). Harpesator npu niepe-
MENIMBAHMM B OTKpBITOM cTakaHe 7,64 r (0,04 moas) mxnopnipoussoguoro I u 10,05 r (0,08 mons)
2-purpoanwmua 10 mum npu 130 °C. 3arem maccy xpuctamnmayior U3 120 M anerona. Haitneso, %:
C 48,93; H 2,71; N 28,04. C16H10NgOs. Boraucneno, %: C 48,74; H 2,56; N 28,42.

Merog I. 5,6-Amamunodypasanol3,4-bjurpasun (V). JoGasnsor npy nepeMenmsanmy 7,64 ¢
(0,04 moms) muxnoprpoussopaoro I x oxnaxaensoi 1o 5...10 °C cmecu 20 mx 25 %, BORHOTO pacTsopa
aMMuaka 1 5 M anetonuTpuna. Yepes 2 9 orduIsTPOBAHHELR OCAAOK IPOMBIBAIOT BOROi (2 x 15 M) u
cymar. quamun V MoxeT ObITh NEPEKPHCTAUIM30BAH U3 YKCYCHOM KUCIOTH My FuMeTundopMaMuna.
Macc-cnektp, m/z: 152 oMy, 122 (M-NO), 95 (M-NO-CHN), 68 (M-NO-CHN-CHN) . Hastneno, %
C 31,50; H 2,47; N 54,97. C4H4NsO. Boraucneno, %: C31,58; H 2,65; N'55,24.

Meron 1. 5,6-Huarokcudypaszaso[3,4-b]nupasun (XXXIID). JobasnaoT NPHU repeMEIUBAHUI
0,95 r (0,005 mois) muxstopmpomseoanoro II x oxmaxiaemomy no 5...10 °C pactsopy 0,62 r
(0,011 momp) rMaPOOKMCH Kayus B 7 M 3Tasona. Yepes 2 4 OTMILTPOBAHABIN OCAZIOK TPOMBIBAIOT
BOHO# (2 x 10 M) m cymat. IIpOgyXT pacTBODSIOT B 15 MJI rOopsMero ameroHa, OTdHUIBTPOBBIBAIOT
HEPACTBOPUMBIE COJIM 1 K PacTeopy pobasnsror 20 M Bogpl. Iocre oxnaxaeHus OThUISTPOBHIBAIOT
xpucTams XX XTI Macc-cnextp, m/z: 210 o™y, 195 (M—-CHz), 182 (M-CzHa), 167 (M-C2H4—CH3),
166 (M~-CHs-CHs3), 154 (M-C2H4—NO). Haitgeno, %: C 45,67; H 4,76; N 26,76. CsH1oN403. Bri-
wucaeno, %: C 45,71; H 4,76; N 26,65. ‘
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