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CHHTE3 TPHUA30JIOB W TETPA30JIOB,
KOHIEHCHUPOBAHHBIX CO CIIHPO(BEH30[A4]-
XWHA3ONUH-5,1'-MUKJIOTEKCAHOM)

Konpencanueit 3-R-4-oxco-2-rroxco-1,2,3,4,5,6-rexcarmmpocnupo (Genso [ ] xumaso-
JHH-5,1" -UKTOreKCAaHOB) € 2-9TaHONMAMMHOM, 3-TIPONAHONAMUHOM M IUAPa3UHETUIDA-
TOM CMHTE3HPOBAHBI COOTBETCTBYIONIME 2-3TAHONAMUHO-, 2-IIPOHAHONAMIHO- U 2-THJT-
PasuHONPOM3BOARKIE. FIcXons U3 2-rujpasuno0enso [4] xuuasonvios, B 3aBUCUMOCTH OT
HAJIWIUS 3AMECTUTENS B TIOJOXKEHUH 3, IOy HeHEI TPHa30JIbl U TETPA30MbL, 8- MM b-KOH-
JieHCHPOBaHHbIE ¢ 6er30 [A] xMHaz0MMEAMY.

KuroueBble COBa: 6en3o [A] XMHA0IMHEDL, TMIPA3UHDBE, TPMA30J, TETPA30I, KOHAESH -
it

Hemasuo mamm 6BUic CcOOOIMEHO O CHHTE3€ TPHA3OAOB ¥ TETPas0JIOB,
KOHIECHCUPOBAHHBIX C Ger30 [4 ]XMHA3OMMHAMHA 1O CBS3H C, KOTOPHE IPOABJSIOT
askcromuTueckue ceoucrsa [1]. Opyrue mpomssommsie Oemso [ ]xunasonnHa,
COMPOCOWICHEHHEIE C [{AK/IOTEKCAHOBBIM IIUKIOM, TIPOSIBASIOT HPOTHBOOIYX0JIE-
BYIO akTUBHOCTS [2 ]. B mponosixenne ykasaaHeX paboT B HACTOSINEM COOOMIEHAN
TIPUBONATCY JAHHKEE O CHHTE3€ TPHA30/I0B M TETPAa30JI0B, a- WIK D-KOHXEHCHpPO-
BAHHEX C OeH30 [A IxurazonmHaMu.

Kunsguenme 3-R-4-oxco-2-tmoxco-1,2,3,4,5,6-rekcarmppocnupo (Benzo {4 -
xuHA30uH-5,1 -mEKkaorexcanos) (la—c) B m3bmrke f-aMmEOITAHONA H
Y-aMHABONPOIIAHOAZ TPUBOMAT K 2- (S-OKCHITHRAMWHO)~ B 2-(y-OKCATIDOTIVITAME-
#0) -3-R-4-0kc0-3,4,5,6-rerparnnpocnmpo (Gerso [ Ixvmazonma-3, 1 -k morexcasam)
2a—d u 3a—d COOTBETCTBEHHO.

BsapMopelicTereEM ¢ THRpasmETANPATOM coequuenui 1a—d cuETe3mpOBaNE!
X 2-rEApasuHo3aMerneHnsie 4a—d.

2-Twppasuno-4-oxco-3,4,5,6-Terparaapocmpo (6erso [A Ixaraszommn-5, 1 -muxro-
MEeHTaH) KOHACHCHDYETCd C OpITOMypaBbMHEM s¢upoM ¢ 00pascsagmeM
6-oxco-1H-7,8-murumpocrmpo (Genso [ Jrpuasono [3,4-5 Jxurazomun-7, 1 -nuxiomen-
taHa) [3]. Ero cimpocouneHEHHBIN ¢ DEKJIOTEKCAHOBBIM KOJIBIOM axajor 4a
pearmpyer HONOOHBIM 00pas3oM ¢ OPTOMypasbumERM S(PHPOM WA HATPHTOM
HATPHS B KHCJIOM cpene, obpazys 6-oxco-1H-7,8-maruapoctmpo (6erso [4 Jrpraszo-
0[3,4-b Jxwaazoma-7,1 ~-uxaorexkcay) (5) wm  6-oxco-1H-7,8-guruppocrm-
po(Genso [ ]rerpasono [5,4-b Ixunazonun-7,1 -muxnorexcan) (6) COOTBETCTBEH-
vO. B cioyuae coenuncHmit 4b—d, comepxamux B MOJOXCHAE 3 3aMECTHTEH,
noxyyarorcs 4-3amemensse 5-0xco-4,5,0,7-rerparuapocupo (Gerso [4 Itpuaszo-
10[4,3-a jxwaazonna-06,1" ~-muxnorekcanons) 7a—d m 4-3aMemenEBie 5-0KCO-
4,5,6,7-rerparappocmapo (Genso [£ Jrerpasosio [4,5-a Ixunazoma-6, 1 -iuxiorexca~
HOHEI) 8a—C, B KOTOPHIX 430K KOHACHCHPOBAHHI MO CBYI3H a4 C
0eH30 [A [XMHA30MUHOBEIM OUKJIOM.
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Ta6nuwa 1

XapakrepucTuku 2-(/)’-oxcn31nnamnﬂo)- b1 2-(y-oxcnnponmameo)-3—R-4-oxco-3,4,5,6-Te'rpam,upocnnpo(6eﬂso[h]xuﬂaso.ﬂnu-s,l’-unmorexeaﬂon) 2a—d* u 3a—d

*  Mace-ertextp, m/z (I, %) M7 402(28), 401(100), 359(9), 358(35), 357(16), 345(12), 332(5), 328(5), 314(8), 302(6), 301(29), 77(12).

e 5 _Hatineno, 20/ c
oenK- PYTTO- Bb HO, 9 o . TIEKTP Bb! s
Henue popmysa e T, *C MK crexrp, V, ov™t SMP H (cDCL), O, M. B, KCCB (J, Tu) "%
7 c H N _
22 | CioHpN3O, | 70.33 | 7.26 | 13.10 | 246-248 | 1600 (C=Cypone), 10.40 (1H, m. ¢, NH); 7.30—8.15 (4H, m, CgHy); 6.25 (1H, m, NH); 76
70.13 7.12 12.91 1660 (C=0), 4.68 (1H, M, OH); 3.35—3.55 (4H, M, NCH,CH,); 2.96 (2H, ¢, 6-CH));
. ) 3200—3420 (NH, OH) 1.10~2.60 (10H, ™, 2'-,3'-,4'-,5"-,6'-CH))
b | CooHpsN3O, | 7075 | 757 | 12.55 | 182—184 | 1610 (C=Copone) 7.40—8.06 (4H, M, CgHy); 6.90 (IH, 1, J =7, NH); 4.58 (1H, 1, J =1, 82
70.78 7.42 12.38 1655 (C=0), OH); 3.65 (2H, T, J = 7, OCHy); 3.55 (2H, 1, J = 7, NCH3); 3.30 (3H, ¢,
3200-3350 (NH, OH) NCH3); 2.95 (2H, ¢, 6-CHy); 1.10—2.55 (10H, M, 2'-,3'-,4'-,5'-,6'-CHy)
2| CostlpNa0, | 7422 | 679 | 10.60 | 247—250 . | 1610 (C=Coponp, 7.25-8.15 (9H, m, CHy, CeHls); 5.40 (1H, m, NH); 4.50 (1H, m, OH); | 62
74.01 6.99 10.79 1660 (C=0), 3.40—3.60 (4H, M, NCH,CH,); 3.00 (2H, ¢, 6-CH,); 1.00—2.60 (10H,
3250—3420 (NH, OH) M, 2,3 -,4'-,5'-,6'-CHj)
2d | CoeHpoN;0; | 74.60 | 7.1 | 1027 | 175-177 | 1600 (C=Capony. 7.40~8.20 (9H, m, CoHly, CsHy); 6.68 (1H, m, NH); 5.23 (2H, c, 9
74.41 7.24 10.41 1660 (C=0), 3200- CH,CeHs); 4.49 (1H, M, OH); 3.45—3.65 (4H, M, NCH,CHy); 3.00, (2H,
L 3430 (NH, OH) ¢, 6-CHy); 1.20—2.65 (10H, M, 2'-,3" - 4'-,5-,6'-CH))
3a | CyHpsN30, | 7089 | 7.56 | 12.22 | 190-192 | 1605 (C=Capon), 7.20-8.10 (4H, v, CeHy); 6.89 (1H, 1, J = 6, NH); 4.43 (1H, 1, J = 6, 87
70.78 7.42 12.38 1650 (C=0), OH); 3.45—3.60 (4H, m, NCH,, OCHy); 2.95 (2H, ¢, 6-CHy);
3200—3430 (NH, OH) 1.10—-2.60 (12H, M, 2'-,3'-,4'-,5"-,6'-CH,, NCH,CH,) .
3b | CuHyN;0, | 7024 | 7.88 | 1198 | 194—195 | 1600 (C=Cyopons), 7.03—8.23 (4H, m, CgHy); 5.37 (1H, m, NH); 3.40—3.90 (4H, w, 88
7036 | 7.70 | 11.89 1650 (C=0), NCH,0CH,); 3.27 (3H, ¢, NCHy); 2.90 (2H, ¢, 6-CHy); 1.00-2.73
32003400 (NH, OH) | (12H, m, 2'-,3'-,4'-,5' -6 -CH,, NCH,CHy)
3c CygHagN30, 74.20 0.839 10.59 | 264—266 | 1600 (C=CapoM), 7.10~8.20 (9H, M, C¢Hy, CeHs); 5.47 (1H, 1, J = 6, NH); 4.27 (1H, T, 71
74.01 6.99 10.79 1655 (C=0), J =6, OH); 3.40— 3.64 (4H, m, NCH,, OCHy); 2.93 (2H, c, 6-CHy);
3250—3450 (NH, OH) 1.00--2.70 (124, ™, 2'-,3'-,4"-,5'~,6'-CH,, NCH,CH)) -
3d | CyHaN:0; | 74.98 | 730 | 9.85 | 138-140 | 1605 (C=Cypors). 7.20~8.20 (9H, m, CgHy, CoHs); 5.20 (2H, ¢, CHoCeHs); 5,03 (1H, , 94
7479 | 7.48 | 10.06 1650 (C-0), J =6, NH); 3.66 (2H, 1, J = 6, OCH,), 3.50 (2H, T, J = 6, NCHy); 3.03
31803330 (NH, OH) | (2H, ¢, 6-CHp); 1.10-2.83 (12H, m, 2'-,3'~,4'-,5'-,6'-CH,, NCH,CH,)
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Tabnwuma 1

XapaKTepUCTHKH 2-(ﬂ—oxcnamnammxo)- u  2-(Y-OKCHIIPONUIAMHIHO) -3-R~-4-0Kc0-3,4,5,6-rerparuapocnupo (Genso [ ] xuuazonmu-5, 1 -nuxiorekcanos) 2a—d* u 3a—d

HaiineHo, %{7 c
Coegu- Bpyrro- Brruucneno, % N o _ TIEKTP - Brixop,
Henme Popmyaa T. mn., °C HK cnexrp, V, oM 1 amp lH (cpcigy, 5’ M. &, KCCB (J, Ti) %
C H N '
2a CioHysN30, | 70.33 | 7.26 | 13.10 | 246-248 | 1600 (C=Cypor) 10,40 (1H, m. ¢, NH); 7.30—8.15 (4H, M, CgHy); 6.25 (1H, M, NH); 76
70.13 7.12 | 12.91 1660 (C=0), 4.68 (1H, M, OH); 3.35-3.55 (4H, M, NCH,CHy); 2.96 (2H, c, 6-CH));
3200—-3420 (NH, OH) | 1.10-2.60 (10H, M, 2'-,3'-,4'-,5"-,6'-CH,)
-2b CooHysN3O, 70.75 7.57 | 12.55 | 182-184 | 1610 (C=Cyop), 7.40—8.06 (4H, m, CgHy); 6.90 (1H, v, J =7, NH); 4.58 (I1H, 1, J =1, 82
70.78 7.42 | 12.38 1655 (C=0), OH); 3.65 (2H, 1, J =17, OCHy); 3.55 2H, 1, J = 7, NCH},); 3.30 (3H, c,
: 3200-3350 (NH, OH) | NCHjy); 2.95 (2H, ¢, 6-CHy); 1.10—2.55 (10H, M, 2'-,3'-,4'-,5'-,6'-CH))
2c CysHy7N30, 74.22 6.79 | 10.60 | 247—250 | 1610 (C=Cyyop), 7.25—8.15 (9H, m, C¢Hy, CsHs); 5.40 (1H, M, NH); 4.50 (1H, M, OH); 62
74.01 6.99 | 10.79 1660 (C=0), 3.40—-3.60 (4H, m, NCH,CH3); 3.00 (2H, c, 6-CH3); 1.00~2.60 (10H,
. 3250—3420 (NH, OH) | M, 2'-,3'-,4'-,§'-,6'-CHy)
2d | CoeHypN3Op | 74.60 | 711 | 1027 | 175-177 | 1600 (C=Capons), 7.40~8.20 (9H, M, CgHy, C¢Hs); 6.68 (1H, m, NH); 5.23 (2H, ¢, 96
74.41 | 724 | 10.41 1660 (C=0), 3200— CHyCsHs); 4.49 (1H, M, OH); 3.45—3.65 (4H, M, NCH,CH,); 3.00 (2H,
. 3430 (NH, OH) ¢, 6-CHy); 1.20—2.65 (10H, M, 2'-,3'-,4'-,5"-,6' -CHy)
3a CooHpsN3O, | 70.89 | 7.56 | 12.22 | 190192 | 1605 (C=Cypond), 7.20—8.10 (4H, M, CgHy); 6.89 (1H, 7, J = 6, NH); 4.43 (1H, 1, J = 6, 87
70.78 7.42 | 12.38 1650 (C=0), OH); 3.45-3.60 (4H, M, NCHj, OCHy); 2.95 (2H, c, 6-CHy);
3200—3430 (NH, OH) 1.10--2.60 (12H, m, 2'-,3'-,4'-,5"-,6'-CH,, NCH,CH,)
3b | CuHypN3O, | 70124 | 7.88 | 1198 | 194—195 | 1600 (C=Cypon), 7.03—8.23 (4H, M, CgHy); 5.37 (1H, M, NH); 3.40—3.90 (4H, u, 88
71.36 | 7.70 | 11.89 1650 (C=0), NCH,0CH,); 3.27 (3H, ¢, NCH3); 2.90 (2H, ¢, 6-CHp); 1.00—2.73
3200—3400 (NH, OH) | (12H, M, 2'-,3'-,4'-,5'-6'-CH,, NCH,CH,)
3c CoeHipoN30; | 74.20 | 6.89 | 10.59 | 264—266 | 1600 (C=Cypopr), 7.10—8.20 (9H, M, CgHy, CeHs); 5.47 (1H, 1, J = 6, NE); 4.27 (1H, T, 71
7401 | 6.99 | 10.79 1655 (C=0y, J =6, OH); 3.40— 3.64 (4H, M, NCH,, OCHy); 2.93 (2H, ¢, 6-CHy);
3250—3450 (NH, OH) | 1.00—2.70 (12H, m, 2'-,3'-,4'-,5'-,6'-CH,, NCH,CH,)
3d CyHaN30p | 7498 | 7.30 | 9.85 | 138140 | 1605 (C=Copo), 7.20—8.20 (9H, M, CgHy, CeHs); 5.20 (2H, ¢, CH,CeHs); 5,03 (1H, T, 94
74.79 7.48 10.06 "~ | 1650 (C=0), J =6, NH), 3.66 (2H, 1, J = 6, OCHy), 3.50 (2H, T, J = 6, NCHj); 3.03
31803330 (NH, OH) | (2H, ¢, 6-CHj); 1.10—2.83 (12H, ™, 2'-,3'-,4'-,5'-,6'-CH,, NCH,CHo)

¥ Macc-ciextp, m/z (I, %): Mt 402(28), 401(100), 359(9), 358(35), 357(16), 345(12), 332(S), 328(5), 314(8), 302(6), 301(29), 77(12).




1—4aR=H,bR=Me,cR=Ph, dR=CH;Ph; 7, §aR=Me, b R=Ph, cR=CH2Ph

OKCHEPVIMEHTAJIBHAY 9ACTH

VIK criexTpsi cHsITH Ha puGope UR-20 (8 BasenMHOBOM MACHE) , CieK TP SIMP H—ma CIIEKTPO-
merpax Varian T-60 u Varian Mercury-300 B meffTepUpOBaHHbIX PACTBOPUTENISX, BHYTPEHEMH CTAHAAPT
TMC rmu P'MJC. Macc-criexTpsi mosygess: Ha caekrpomerpe MX-1321A. TCX nposenena Ha IUIaCTHH-
xax Situfol UV-254, nposeuTesns — maps! Moxa.

XapaKTepuUCTHKY CHHTE3uPOBAHHBIX COSRMueHui 2, 3 mpusefeHs! B Taba. 1, 7, 8§ — & tabn. 2.

3-R-2- (ﬁ- OKCHITHIAMEHO) -4-0KC0-3,4,5,6-TeTparaapocmuipo(Oenzo [ A} xunazonmu-5, 1 -k 1o0-
rexcansy) (2a—d). Cyecs 0.01 Moms coepumenug 1a—d u 20 M1 3TAHOJAMMHA KUITATAT C O0PATHBIM
XONOAMILHUKOM 25 u. PEakiiuiOHHRYIO MACCY OXIAXAAI0T, 006asmstor SO MI BOfibL, BBITABIIME KPUCTAI-
JIBI HPOKYKTa 2a—d OTUIBTPOBBIBAIOT M NIEPEKPUCTAIUIUNZ0BBIBAIOT M3 STAHOA.

3-R-2-(y-OXCHIPOMEIaMIHO) -4-0K c0-3,4,5,6-reTparuupocuupo (e nzo [ A} xanazonns-5,1 -muk-
Jorexcassl) (3a—d). IToay9aroT aHANOTHYHO CoequHeHII0 2a— d MCXONS M3 NPOUBBOAHBIX XUHAZ0IMHA
1la—d u y-aMu=OIpOIaHONiA.

3-R-2-T'uxpazuno-4-0kco-3,4,5,6-terparugpocnmpo(Genso[4] xurazonns-5,1 -muUKIOTEKCa-

. B (da—d). Cmecy 0.02 moms coemumersus 1a —d, 30 mu runpasusrvapara u 150 mur Gyranoma
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KWIISTAT ¢ OOPATHBIM XONONMABHMKOM 20 w. PeaxuMOHHYH0 MACCY OXJIAXKIAIOT, BHUIARNIME OCANOK
NPOAYKTa 4 OTOUILTPOBRIBAIOT, NPOMBIBAIOT EOJOM, STAHONOM ¥ CYIIAT HA BOKYXE.

CoeJmHeHﬁe 4a. Berxox 81%,. T. wr. 292—294 °C. UX cmektp: 1605 (C= =Capom), 1655 (C=0),
3200 cM (NH NH>). Hatineno, %: C 68.70; H 6.62; N 18.89. C17H20N40. Berawmcreno, %: C 68.89;
H 6.80; N 18.90.

Coe)mHeHKe 4b. Berxox 76%. T. mwr. 203—204 °C. ¥IK crextp: 1600 (C— =Capom) , 1660 (C=0),
3200 e (NH NH?2). Hadiniero, %: C 69.80; H 7.02; N 18.89. C18H22N40. Boruuciero, %: C 69.65;
H7.14; N 19.05.

Coepunenme 4c. Berxox 72%. T. mr. 230—233 °C. Ry 0.55 (stmmanerar—rexcan, 4 : 1).
UK cnexrp: 1605 (C=Capor), 1660 (C=0), 3210 e > (NH, NH3). Haiineno, %: C 74.11; H 6.35;
N 15.23. C23H24N40. Bomucneso, %: C 74.17; H 6.49; N 15.04.

Coeanuenme 4d. Bexox 95%. T. ma. 196—197 °C. Rr 0.59 (srmnanerar—rexcas, 3 : 2).
UK cuextp: 1600 (C=Capom, 1655 (C=0), 3200 evt (NH, NH»). Haimeno, %: C 74.71; H 6.92;
N 14.69. C24H26N40. Boiumcneno, %: C 74.58; H 6.78; N 14.50.

6-Oxco-1H-7,8-parunpocrupo(Genso [ 4] tpuazono[3,4-pl xunasonms-7,1 -nuxaorexcas) (5).
Cumece 3 1 (0.01 Momp) coepumerus 4a, 30 M oproMypasburOTO 9dUpa ¥ 30 M 6yTaHONA KMISITIT C
00paTHBIM XOTORMABHUKOM 6 1. PEakUMOHHYIO MACCY OXTTAAAIOT, BHTIABIIMI 0C2HO0K OT(MISTPOBEI-
BaIOT ¥ NEPEKPUCTAILINI0BbIBAI0T U3 GyTanona. [lomyuaror 2.6 T (86 %) npoxyxTa 5. T. wr. 363—365 °C.
Ry 0.56 (xnopodopM—aneron, 6 : 5). Cuextp IMP H (mupunus-ds): 8.93 (1H, ¢, 4-CH); 7.30—8.53
(4H, M, CsHa); 3.13 (2H, ¢, 8-CH2); 1.20—3.00 . 1. (10H, M, 2'-,3'-,4'-,5"-,6'-CH>2) . Haitneno, %:
C70.72; H 6.07; N 18.16. C18H18N40. Boraucneno, %: C 70.57; H 5.92; N 18.29.

4-R-5-Oxkco-6,7-murappuocmupo{Genzo[ 2] rpuazono[4,3-a] xunazonns-6,1 ' -IAK7OreXCaHbL)
(7a—c). Tlomyuaror aganoryaHO COCAUHEHMIO 5 MCXOIS U3 TPOM3BOIHBIX XMHA30KH0Ha 4D—d.

6-Oxco-1H-7,8-auranpocmapo(Gensof s} rerpasono]5,4-blxunazonms-7,1 -nrxnorexcas) (6).
K ¢emecu 31 (0.01 momm) coemurerus 4a 1 60 M1 IesHO YKCYCHOM KUCHOTEE IIPY TIEPEMENIMBAHUY 110
Karuem jobasisior pacrsop 1 r (0.014 mons) asorucroxucnoro 5aTpa B 10 M somsl. Ilepememumsanme
IPOAOIIXAIOT NIPY KOMHATHOM Temueparype 30 Mus. Brinasnmmii ocafox OTuIbTpOBBBAYOT, DPOMBIBAIOT
BOZIOH U NEPEKPUCTAIM30BLIBAIOT U3 OyTanona. Iloayuqaror 2 v (65% ) mpopykra 6. T. wi. 227—229°C.
Rr0.45 (xnopodopm—aneroH—nupuaud, 6 : 5 : 1). Cuexrp IMP ot (nupunmH-ds): 7.00—8.40 (4H,
M, CsH4); 3.00 (2H, c, 8-CH2); 1.03—2.83 (10H, M, 2'-,3'-,4'-,5"-,6'-CH>2) . Ha#ineno, %: C 66.57;
H 5.68; N 22.65. Ci7H17N50. Beraucneno, %: C 66.43; H5.58; N 22.79.

4-R-5-0xco-6,7-purunpocnupo (eusof 2] retpasoxo] 1,5-a) xuuazoimu-6, 1 -nukI0TeXCaHE)
(8a—c). IoryuaoT aHAJIOIMYHO COEAMHEHMIO 6 MCXORS M3 IIPOUSBONHBIX XuHA301mHAa 4b—d cooTreT-
CTBEHHO.
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