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IMPOU3BOJHBIE
KOHAEHCHUPOBAHHBIX THEHO[2,3-d|[IIMPUMHUINHOB

20*. CHHTE3 2-3AMEIIEHHBIX
5,6-IATWIPO-SH-TIMPAHO[4',3":4,5] TAEHO2,3-d] TAPUMUIAH-4(3H)-OHOB
" 5,6,7,8-TETPATHIPOBEH30[5| THEHO|2,3-d]TNPUMUIMH-4-OHOB

PazpaGoraH croco6 monyuenns 2-R'-3aMemennsIx 3-aMHHO-6,6-IHMETHI-5,6-1urnapo-8H-
nupano[4',3":4,5]- u 5,6,7,8-terparuapobenzo| b]tueno|2,3-d|nupumuans-4(3H)-oHoB, npespa-
IIICHHBIX JI3aMHUHUPOBAHUEM B COOTBETCTBYIOLINE JUIMAPOIHPAHOTHEHO-3H-TMPHUMUINHOHBI.

KiroueBble ciioBa: 3aMeiieHnbie 5,6-auruapo-8H-upano[4',3":4,5]tueno| 2,3-d|mupumu-
nun-4(3H)-onsl, 5,6,7,8-TeTparuapobenso|b]rueHo|2,3-dnupumunun-4(3H)-oHbl, anmiuposa-
HUE, 1e3aMHUHUPOBAHUE.

B mpopomkeHue uccrnenoBaHW B OOJIACTH CHHTE3a KOHJIICHCHUPOBAHHBIX
THeHo|2,3-d|nupumunH-4-oHoB  [2] Hamu pa3paboTaH yJIOOHBIA CIOCOO
MOJTYy4YEeHUS 2-R'-3amemiennbix 3-aMHUHO-6,6-nUMeTUN-5,6-muruapo-8H-mupano-
[4',3"4,5]- u 5,6,7,8-TeTparunpobenso|b]rueno|2,3-d|nupumuaun-4(3H)-onoB
3a—g u 4a—e, COOTBETCTBEHHO, 0€3 BBIJICIICHUS MMPOMEKYTOUHBIX N-aIlWIUpO-
BaHHBIX 2-aMHUHO-3-3TOKCUKapOOHMITHO(EHOB 00pabOTKOM peakIMOHHOH cMe-
CH TIOCJIC alliiIUpoBaHus coenuHeHuii 1, 2 ruapasunruaparom. Meron ynooeH
1 00eCIeunBacT XOPOIINI BBIXO/ KOHEYHBIX IPOAYKTOB 3a—g, 4a—e.

o
74
R Ccl_
R | | OEt 1. RICOCI
X
S NH, 2. NH,-NH,
1,2
NaNO,/AcOH
—_ >

5a,b, 6a,b

1,3a-g, Sa,b X=0,R =Me, 2, 4a—e, 6a,b X =CH,, R =H; 3a, 4a, 6a R'= —(CH,)sMe,
3b, 4b, 5a, 6b R' = —(CH,),Me, 3¢, 4c R' = —CH,CHMe,, 3d, 4d R'=—-CH,C¢H,OMe-4,
3e, 4e, 5b R'=—(CH,),Ph, 3fR'=—-CH,C¢H;Cl,-2,6, 3g R'=—CH,C¢H3(OMe),-3,4

* Coobmenne 19 cm. [1].
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XapalcTepncnnm CHHTE3UPOBAHHBIX coeuHeHU

E Haiineno, %
Coenn- pyTTO- Borancieno, % T. m. °C Bexon %
HeHre thopmyna
N S

3a CsH,7N30,S 12.11 9.25 143-145 64.7
12.02 9.20

3b Ci9HzoN30,S 11.60 8.90 186188 88.8
11.56 8.82

3¢ Ci5HN30,S 13.70 10.52 162-163 83.3
13.66 10.43

3d CioHN305S 11.45 8.70 199-200 78.5
11.31 8.63

3e Ci9H21N30,S 11.93 9.22 178-179 62.5
11.82 9.02

3f Cy5H7CLN;0,S 10.36 7.94 227-228 61.0
10.25 7.81

3g CyHx;N304S 10.55 8.19 194-195 75.6
10.47 7.99

4a C7H,5N;08 13.46 10.26 120-121 70.0
13.15 10.03

4b Ci5H,7N;08 12.64 9.87 126-128 67.2
12.59 9.61

4c C4H9N;0S 15.37 11.77 149-152 85.08
15.14 11.56

4d CisH9N30,S 12.53 9.62 156158 68.40
12.30 9.40

4e Ci5H9N;0S 13.02 9.98 200-202 73.15
12.91 9.85

5a C9H2sN,0,S 8.15 9.34 186188 88.80
8.03 9.20

5b C9Hz0N,0,S 8.39 9.42 226-227 80.00
8.22 9.41

6a C7H,4N,0S 9.36 10.60 170-172 89.70
9.20 10.53

6b Ci5H,6N,08 8.93 10.18 157-158 98.50
8.80 10.06

Panee [3] Oburl pa3paboraH cHoco0 Je3aMUHHPOBAHUS 2-3aMEIECHHBIX
3-amunoTueHO[2,3-d|mupumuana-4(3H)-onoB B 2-3amemiennbie-3H-TrenHo[2,3-
d]-mupumuana-4(3H)-oHbI IeHCTBHEM CMECH a30THCTOM M YKCYCHOW KHCIOT.
OtuM MeTonoM u3 coenuuenuit 3b,e, 4a,b moTyd4eHB COOTBETCTBYIOIIHEC 2-R-
3H-mupumuauH-4-0H61 5a,b, 6a,b ¢ BEICOKMME BBIXOIaMH.

SKCIIEPUMEHTAJIBHASI YACTb

Crextpsr SIMP 'H momyuemst ma crmextpomerpe Varian Mercury-300 (300 MI'm),
npenoctaBieHHoM B pamkax mporpammbel US CRDF RESC 17-S. Pacteoputens CDCl; wnn
JAMCO-dg (B ciyuae coemunenns 2f). UK cnexrpsr cHsatel Ha mpudope UR-20 B BaseanHOBOM
macie. KOHTposib 32 YUCTOTON MONYYEHHBIX COEIMHEHHH ocyiiecTBsun ¢ nomompio TCX Ha
mractuakax Silufol UV-254 B cucteme xiopodopM—aTrianerar—aneToH, 1:1:1, Win 3THIOBBINA
cupt—xiopodopm, 2:1.
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UK cnekrpsl u cnektpsl AMP 'H CHHTE3MPOBAHHbIX COeUHEHU

i(;f{ilz HKV)CFCI;ISP’ Crektp SIMP 'H, 8, m. 1. (J, ')
1 2 3
4.84 (2H, c, NH,); 4.80 (2H, 1, J = 1.8, H,-8,8); 3.01
3a 311638:,;212 ((ISI(;)S (2H, 1, J= 1.8, H,-5,5); 2.99 (2H, 1, J = 8.0, 2-CH,-);
2 1.80 (2H, ™M, 2-CH,CH,-); 1.50-1.25 (8H, w,
2-CH2CH2(C_H2)4—), 1.35 (6H, C, 6,6-(CH3)2), 0.90
(3H, T, J = 6.8, 2-(CH,)sCH3)
3b 1665-1672 (CO), 4.83 (2H, ymr. ¢, NH,); 4.80 (2H, 1, J = 1.8, H,-8,8);
3173-3325 (NH,) 3.00 (2H, 1, J=1.8, H,-5,5); 2.99 (2H, T, J = 8.0,
2-CH,-); 1.80 (2H, M, 2-CH,CH,-); 1.25-1.50 (10H,
M, 2-CH,CH,(CH,)s-); 1.35 (6H, ¢, 6,6-(CHs),); 0.90
(3H, T, J = 6.8, 2-(CH,),CHy3)
3¢ 1660-1675 (CO), 4.83 (2H, ¢, NH,); 4.79 (2H, T, J = 1.7, H,-8,8); 3.00
3140-3340 (NH,) (2H, T, J= 1.7, H,-5,5); 2.90 (2H, n, J = 7.2, 2-CH,);
229 (1H, n, J = 6.6, 2-CH,CH); 1.34 (6H, c,
6,6-(CHz),); 1.03 (6H, 1, J = 6.6, 2-CH,CH(CHs),)
3d 1680—-1700 (CO), 7.28 (2H, n, J = 8.7, Hay); 6.86 (2H, 1, J = 8.7, Hyay);
3125-3335 (NH,) 4.82 (2H, c, NH,); 4.81 (2H, T, J = 1.9, H,-8,8); 4.29
(2H, c, 2-CH); 3.79 (3H, c, OCHj); 2.99 (2H, T,
J=1.9, H,-5,5)
3e 1675-1680 (CO), 7.20-7.35 (SH, M, Hy,); 4.67 (2H, yur. ¢, NH,); 4.81
3155-3320 (NH,) (2H, ym. ¢, H,-8,8); 3.32-3.15 (4H, m, 2-CH,CH,Ph);
3.01 (2H, ym. ¢, H,-5,5); 1.35 (6H, ¢, 6,6-(CHs),)
3f 1685-1660 (CO), 7.38 (2H, M, Hya); 7.27 (1H, M, Hu); 5.79 (2H,
3200-3395 (NH,) yu. ¢, NHp); 4.67 (2H, 1, J= 1.9, H,-8,8); 4.64 (2H,
¢, 2-CH,); 3.90 (2H, 1, J=1.9, H,-5,5); 1.30 (6H, c,
6,6-(CHs),)
3g 1660-1680 (CO), 6.92 (1H, n, J = 1.8, Hyy); 6.89 (1H, n. 1, J; = 8.1,
3170-3380 (NH,) J,=1.8, Hp); 6.81 (1H, n, J = 8.1, Hyy); 4.87 (2H,
yur ¢, NH,); 4.81 (2H, T, J= 1.8, H,-8,8); 4.29 (2H,
¢, 2-CH,); 3.00 (2H, T, J=1.8, H,-5,5); 3.86 (6H,
¢, (OCHs;),); 1.35 (6H, ¢, 6,6-(CHz),)
4a 1660-1680 (CO), 4.83 (2H, ym. ¢, NH,); 2.99 (2H, m, H,-5,5); 2.76 (2H,
31603380 (NH,) M, H,-8,8); 2.97 (2H, 1, J = 8.0, 2-CH,-); 1.78 (2H, M,
2-CH,CH,-); 1.86 (4H, M, H,-6,6, H,-7,7); 1.25-1.50
(8H, M, 2-CH,—CH,(CH,)4); 0.89 (3H, T, J = 6.6,
2-(CH,)(CHy)
4b 1670-1680 (CO), 4.82 (2H, ym. ¢, NH,); 2.77 (2H, T, J = 7.0, 2-CH,-);
3165-3390 (NH,) 2.75 (2H, ™, H,-5,5); 2.96 (2H, m, H,-8,8); 1.87
(4H, m, H,-6,6, H,-7,7); 1.80 (2H, M, 2-CH,CH»—);
1.20-1.50 (10H, M, 2-CH,CH,-(CH,)s); 0.97 (3H, T,
J=6.7, 2-(CH,),CH;)
4c 1660-1690 (CO), 4.82 (2H, ym. ¢, NH,); 2.77 (2H, m, H,-5,5); 3.00 (2H,
3170-3355 (NH,) M, Hy-8,8); 1.87 (4H, m, H,-6,6, H,-7,7); 2.89 (2H, &,
J= 72, 2-CH,CH); 2.29 (1H, cent, J = 6.6,
2-CH,CH); 1.02 (6H, n, J = 6.6, 2-CH,CH(CHjs),)
4d 1680-1690 (CO), 7.26 2H, n, J = 8.7, Hap); 6.85 2H, n, J = 8.7, Hy,);

3175-3385 (NH,)

4.81 (2H, ym. c, NH,); 4.26 (2H, ¢, 2-CH,); 3.79 (3H,
¢, OCH;); 2.79 (2H, m, H,-8,8); 2.99 (2H, M, H,-5,5);
1.87 (4H, m, H,-6,6, H,-7,7)
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OKkoHYaHHE TAOTHIBI 2
1 2 3

de 1665-1685 (CO), 7.20-7.35 (SH, M, Hpp); 3.12 QH, 1, J = 8.0, 2-CH.);
3175-3390 (NH,) 3.35 2H, 1, J = 8.0, CH,C4Hs); 4.70 (2H, ym. ¢, NH,);
2.78 (2H, m, H,-5,5); 3.00 (2H, v, H,-8.8)

5a 1665-1670 (CO), 11.72 (1H, ym. ¢, NH); 4.83 (2H, yu. ¢, H,-8,8); 3.02
3170 (NH) (H, ym. ¢, H,-5,5); 2.73 QH, 1, J = 7.1, 2-CH,); 1.85
QH, x, J=7, 2-CH,CH,); 1.20-1.50 (10H, wm,
2-CH,CH,(CH.)s); 0.89 (3H, 1, J = 6.7, 2-(CH,);CHy);
1.38 (6H, ¢, 6,6-(CH),)

5b 1670-1675 (CO), 12.54 (1H, ym. ¢, NH); 7.18-7.30 (SH, w, Hpy); 4.84
3170 (NH) (QH, 1, J= 1.7, Hy-8,8); 3.03 (2H, 1, J = 1.7, H-5,5);
3.05-3.20 (4H, m, 2-CH,CH,C¢Hs); 1.35 (6H, c,

6,6-(CHs),)
6a 1670-1673 (CO), 11.91 (1H, ¢, NH); 3.02 (2H, v, Hy-8,8); 2.79 (2H, u,
3185 (NH) H,-5,5); 1.88 (4H, m, H,-6,6, H,-7,7); 2.73 (2H, T,

J=1.8, 2-CH,); 1.83 (2H, m, 2-CH,CH,); 1.24-1.46
(8H, M, 2-CH,CH,(CH,)4); 0.88 (3H, T, J = 6.6,
2-(CH,)sCHs)

6b 1661-1675 (CO), 11.90 (1H, ym. ¢, NH); 3.00 (2H, ym. c, H,-5,5); 2.80
3180 (NH) (2H, ym. c, H,-8,8); 1.84 (4H, m, Hy-6,6, Hy-7,7); 2.73
(2H, T, J=6.2, 2-CH,); 1.80 (2H, M, 2-CH,CH,);
1.20-1.50 (10H, ™, 2-CH,CH,(CH»)s); 0.90 (3H, T,
J=17.0, 2-(CH,);CH3)

XapaKTepUCTUKU CUHTE3UPOBAHHBIX COeIUHEHHUI MpeacTaBieHb! B Tabd. 1 u 2.

2-R1-3-AMﬂH0-6,6-11HMeTI/IJI-5,6-I[HFHI[p0-8H-HI/IpaHO [4',3":4,5]Tueno|2,3-d|nupumuann-
4(3H)-oubl 3a—e u -5,6,7,8-rerparuapodenso|[b]tueno|2,3-dlnupumuaun-4(3H)-onsr 4a—e.
K pactBopy 0.01 mons coequnennii 1 n 2 B 30 mut cyxoro 6ensona no6asistior 0.01 Moib cyxoro
TpPHUATWIIAMHHA W Jajee Mo KamiM npuoaBisioT pactBop 0.01 Moib XopaHTHApHAA COOTBET-
CTBYIOIIEH KUCIOTH B 5 M1 Ger3ona. [TomydeHHy0 cMech KHUILTAT 4 9, 3aTeM MpUOaBIISIOT K Heil
30 mut Bomel, GeH301 ymapuBaroT. BemaBmmii ocagok OT(MIBTPOBBIBAIOT, IPOMBIBAIOT BOJOH H
KAIATAT 8 9 ¢ 5 Mi runppasuHrHapara U 15 mur w-OyTaHona. BeimaBmme mpu OXJaXKIeHUH
KPHUCTAIUTBI IPOAYKTOB 3 ¥ 4 OTGUIBTPOBBIBAIOT, MPOMBIBAIOT CIIMPTOM, BOAOH, cymmat npu 50 °C
U TIEPEKPUCTAIUTN30BBIBAIOT U3 CIIUPTA.

2-Rl-3H-6,6-IlnMeTlm-5,6-unmup0-8H-nnpaH0[4',3’:4,5]TneH0[2,3-dlnnpnMnunH-4(3H)-
oHbI 5a,b u -5,6,7,8-reTparnapodenso[b]Tueno|2,3-dmupumuaun-4(3H)-onn1 6a,b. K pactsopy
0.01 monb coequnenuii 3b,e u 4a,b B 15 M1 yKCyCHON KUCIIOTBI IIpY KOMHATHOU TeMmeparype
nob6aistioT mo karwsiM pactBop 1.0 T (0.015 mone) HuTpHTa HaTpus B 3 M Bombl. Yepes 5 4
cMech pa30aBISIFOT BOJOM, MEPEKPHCTAIUIA30BBIBAIOT M3 cMech H-OyTanon—[IM®A, 10:1. Kpu-
CTAJUIBI MPOIYKTa S ¥ 6 OTGIIBTPOBEIBAIOT U CYIIIAT.
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