HOEPETPYIIIIMPOBKA B ITPOIHECCE AJTKUWIMPOBAHWAA
7,12-TAT A APO-5H-U30XUHO|2,3-a] XUHA30JIMH-5-OHA

Kirouenkle c10BAa: U30XUHOXHHA30JIHAH, ATIKAITHAPOBaHUC, NEPErPyMIIMPOBKa.

Cmnasnenve npu 130 °C 7,12-murmapo-5H-u3oxuHo|2,3-a]XuHa3011H-5-
oma (1) ¢ GemswiragorenugaMu 2 mnpoTekaeT Kak Ci-aJKuIMpOBaHUE C
06pa3oBaHeM COOTBETCTBYIONMMX THAPOraOre 0B 7-0eH3mi-7, 1 2-muruapo-
5 H-m3oxun0[2,3-a]xunazoman-5-oa08 (3-HX), xoTopsle OBLIH OXapaKTepH30-
BaHBI TAKOKE B BHJE CBOOONHEIX ocHOBaHuH 3 [1]. VBemidenue TeMuepaTypsl 1
[POIOJLKUTETFHOCTH PEaKIIHK COMPOBOXKAAETCA NEPErPYIIIAPOBKON IPOMEXKY-
TouHO obpasyrompxcs coneit 3I'HX B rumporanoreHuasl 6-Oensnn-6,13-mu-
runpo-13 H-usoxwso[3,2-bxnnazomis-13-on08 (4 HX).

1 2

*a

2a, 4a R=H; 2b, 4b R =3-NO,; 2¢, 4¢ R =2-CHj; 2a,b, 4a,b X =Cl; 2¢, 4¢ X =Br

BEIBOJIEI O MeperpyNIMpOBKe B 3THX YCIOBHSX M O CTPOCHHHM IIPOJYKTOB
peaKImyM CIHelaHBl HA OCHOBaHWM MaHHBIX [2] 006 aHaIOTWYHOM BBICOKO-
TeMIEpaTypHOM IMPEBpaIlieHIM THAPoOpOMMa H30XMHOXMHazonuHoHa 1-HBr
B ruapobpomun 6,13-aurunpo-13 H-uzoxyHo[3,2-b]xmuazomun-13-ona (5-HBr).
Cormocragienrie GU3NIESCKIX U CIIEKTPATILHBIX CBOMCTB aHTYISPHBIX H30XHHO-
XHMHa30JHHOHOB 3 M MX JMHEapHbIX u30MepoB 4 (Kak CBOOOIHBIX OCHOBaHMIA,
tak 7 comu 4HX) mo3Bomio yCTaHOBHTH, UTO HaONOJacMBle pasiuiusd B
Hapax u30MepoB 3 ¥ 4 HAXOAATCS B IOTHOM COOTBETCTBUM C HAOIFOaBIIMMUCS
g usomepor 1 u 5. 3TH pasnugusd, ¢ y4eToM BBIBOJOB paboThl [3], mociy-
KM OCHOBaHMEM /Ul YCTAHOBIICHHS CTPYKTYpHl coemuHenwsa S. Jlocto-
BEPHOCTH BBHIBOKZ O CTPOSHHHM JIMHEApHOIO HM30Mepa 5, KpoMe TOro, Haiia
moATBepkIeHre B padotre [4], B KOTOpO#i OmuCaH HE3aBHCHMBIA CHHTE3 3TOIO
COeXMHEHUS OYEBUIHBIM METOIOM.

VCTaHOBNEHO, 9TO B YKA3aHHBIX YCIOBHSX aJKHIMpOBaHWE OEH3MIranore-
HHJIaMH JIMHEAPHOTO H30XMHOXWHA30JIMHOHA 5 He IPOMCXOTUT, HO COmM GeH-
SWI3AMEICHHBIX aHTYJIIPHBIX W30XUHOXMHA3010HOB 3 HX NpH KUIITYCHIA WX
pacTBOPOB B JAMETHIAUCTAMHAE TIOJBEPraloTCS NEePErpyNIIMPOBKE B JIAHEAP-
meie usomepsl 4-HX. CrenoBaresHo, B Xoae npespamennd 1 — 4-HX anxu-

JTHpPOBaHKE MpeALIeCTBYeT eperpyIIMpPOBKE.

B CTAHO2PTHOM OIBITE CMECh OKBHMOJIDHBIX KOIMIECTB H30XMHOXMHA3OMMHOHA 1 u
GensuIranoreHyIa BRUIEKMBAIOT mpu  Temmeparype 160-190 °C o IOCTWKEHMS HOJHOTO
npesparnerms (1.5-2 1, TCX xontpons, miactusl Silufol UV 254, smoeHT O€H30I-3TaHOL,
9:1, B IpUCYTCTBUM NHIICPUANHA), OXNAXACHHBIN [1aB pacTHpaiOT C aleTOHOM, IOIydeHHOE
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KPUCTAILTMYECKOE BEMECTBO OTQMIETPOBBIBAIOT, TIMATENHHO MPOMBIBAIOT areroHoMm. [To »Toi
METOIMKE ¥3. H30XUHOXMHA3O0MMHOHa -1 ¥ GeH3MI-, 3-EUTPOOSHIMIXIOPUIOR U 2-METHAOEH3UI-
OpoMuIIa IIOJyIEHS! CIELYIONIHE COSIHHEHHA.

Coenunenye 4a-HCl: 1. mr 169-170 °C (3 AcOH). Bexon 53%. Cmextp SIMP 'H
(CF5CO,D), 8, . x, J (Im): 8.5-6.7 (13H, M, H-Ar); 5.7 (1H, n, %J = 16, 12-H,); 4.0 (1H, z,
2J=16, 12-Hg); 5.0 (1H, », 7-H); 3.5 (1H, M, 7-CH,). MK cmextp (KBr), v, cM™: 1700 (C=0),
1642 (C=N), 2480 (N-H). Haitneno, %: C 73.59; H 5.01; N 7.46; Cl 9.44. C;;HgN,O-HCL
Brraucaeno, %: C 73.69; H5.11; N 7.47; C1 9.46.

Coenunenne 4b-HCL 1. mr 200-201 °C (a3 AcOH). Bexon 46%. Cmexrp SIMP 'H
(CF;CO,D), 8, m. 1., J (Tm): 8.5-6.9 (12H, v, H-Ar); 6.0 (1H,. 1, %7 = 16, 12-H,); 4.8 (1H, x,
2J=16, 12-Hg); 5.0 (1H, M, 7-H); 3.6 (1H, M, 7-CH,). H¥IK cmexrp (KBr), v, em™: 1700 (C=0),
1657 (C=N), 2540 (N-H), 1348, 1523 (NO,). Haiineno, %: C 65.85; H 4.22; N 10.36; CI 8.54.
Cy;H;7N;045°HCI. Brraucneno, %: C 65.80; H 4.32; N 10.00; Cl 8.44.

Coegunenne 4¢-HBr: T. mr 254255 °C (m3 AcOH). Beixon 45%. Cnextp SIMP 'H
(CF5CO,D), 8, M. 1., J (T): 8.6-6.8 (12H, M, H-Ar); 5.7 (1H, z, J = 16, 12-H,); 4.1 (1H, x,
2J=16, 12-Hg); 5.3 (1H, T, °J =6, 7-H); 3.6 (1H, 1, °J =6, 7-CH,); 1.8 (3H, ¢, CHy). HIK ‘criektp
(KBr), v, em™: 1720 (C=0), 1636 (C=N), 2480 (N-H). Haiineno, %: C 66.60; H 4.75; N 6.99;
Br 18.80. C,,H,oN,O-HBr. Brruucnero, %: C 66.52; H 4.88; N 6.46; Br 18.44.

HenponomkureIbHBIM HarpeBaHMeM B H3OBITKE IANICpHIMHA WU MOpdoiHmHA C mocne-
Iyromel o6paboTkoit romo comm 4-HX nepeBeneHs! B cBOOOHEIC OCHOBAHUS 4.

Coepunenne 4a: T. 1. 147148 °C (w3 i-PrOH). Bexox 89%. Crexrp SIMP 'H (IMCO-d),
8, M. 1., J (T'm): 8.2-6.8 (13H, m, H-Ar); 5.5 (1H, z, 2/ = 16, 12-H,); 4.4 (1H, 1, 2/ =16, 12-Hg);
45 (1H, T, 37 =6, 7-H); 3.3 (1H, M, 7-CH,). UK cnextp (KBr), v, e’ 1670 (C=0), 1595
(C=N). Haitneno, %: C 81.55; H 5.30; N 8.17. C;3H;sN,O. Brramcieno, %: C 81.63; H 5.36;
N 8.28.

Coenunenue 4b: T. . 206207 °C (u3 i-PrOH). Bsxon 91 %. Crexrp SIMP 'H (JIMCO-dg),
3, M. I, J (T): 8.2-7.1 (12H, M, H-Ar); 5.6 (1H, 1, 2/ =16, 12-H,); 5.0 (1H, 1, >J = 16, 12-Hp);
45 (1H, T, °J = 6, 7-H); 3.3 (10, », 7-CH,). HK crextp (KBr), v, eM™: 1660 (C=0), 1595
(C=N), 1520, 1345 (NO,). Hatineno, %: C 71.99; H 4.49; N 11.26. C7,H17N30~ BLIchneHO %:
C72.05; H4.47; N 10.96.

Coenunenue 4¢c: T. wr. 170-171 °C (us i-PrOH). Bexox 85%. Crexrp SIMP 'H (Z[MCO-dé),
8, m. 1., J (Tu): 8.2-6.7 (12H, M, H-Ar); 5.6 (1H, x, 2/ =16, 12-H,); 4.6 (1H, x, 2/ = 16, 12-Hg);
4.4 (1H, 1, ’J =6, 7-H); 3.2 (1H, n, >J = 6, 7-CH,); 2.0 (3H, ¢, CH;). MK cmexrp (KBr), v, cM -
1670 (C=0), 1592 (C=N). Haiineno, %: C 81.65; H 5.68; N 8.20. C,4H,;N,O. Brraucneno, %:
C81.79; H5.72; N 7.95.
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