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d. B. Beaxokonnr, C. H. Kosanesko, A. B. Cumun, B. M. Huxuraenxo
AHCAMBJIIM HHUKJIOB C KYMAPHHOBBIM 3BEHOM

1. CHHTE3 3-(2-R-THA30JILI-4)- U 3-(4-R-TUA3IOJINI-2)KYMAPUIHOB

Kougencauueit 3-(@-6poManeTun) KyMApUHOB C THOAMUAAMU CHMHTE-
3upoBadn 3-(2-R-tuasonun-4)xymapuas (R = H, CH3, CH2CN, Ar).
3-(4-R-Tuazonun-2)xymapunsl (R = H, Ar) nony4eHsl HECKONbKUMU CIOCO-
6amMu. BaammopeiicTeuem 2-ipanomeri-4-enmituasona ¢ 2-ruapoxcubensabe-
TMZAMHM CHHTE3MPOBAHbBI 2-MMHMHO-3-(4-DeHMITHA30II-2) KyMADHUHDBI, KOTOPBIE K¥i-
CITOTHBIM TMAPONM30M OBLTH TIEPEBENIEHB! B COOTBETCTRYIOMME KyMapuast. g 3-(2-
R-ruasonun-4)xymapunos (R=CHCN) nposeaeHbI peakiiym ¢ apOMaTHIECKUMY 2 1Th~
perupgamu. TIpeanokeHbl anbTepHATUBHBIE METOIb! CUHTe3a 2- [2-apun (rerapywr)-1-1u-
AHOITEHMN] -4~ (KyMapuHUI-3) THA30JI0B.

AucaM0nu  UHWKJIOB, COXEpPXAamye KYMapUHOBHIE 3BEHbS, BHSHBAIOT
OOBHIICHHEI mETEepec wmccaenosatenei. Cpenu 9TUX COEMUHECHWN HAWOEHB
aKTUBHBIE Cpemsl AT ja3epoB ¢ SMOEMEKTUBHEM  BHYTPUMOJEKYIIPHEIM
nepedgocoM oSHeprmum [1—3], mepcHeKTHBHBIE JEKAPCTBEHHBIE CyOCTAHLIWH
[4—8]. B macrogmeit paGore MBI IPUBOXAM DPE3YNbTATH WCCICHOBAHMS IIyTEH
cuaresa 3-(2-R-tmazonmin-4) - u 3-(4-R-TrHasomii-2) KyMapuHOB.

Hawbonee momxomammm cooco00M KOHCTPYHPOBAHHUS aBCaMOJied IIMKJIOB,
cogepXamux KyMApDWHOBQE ¥ THA30JBHOE 3BEHBS, SBJSCTCS COUYETAHWC
muanekrpodmisaoro [C2 ]2 *_cumTOHA C manyxiacodmapaeM SN 13 -cuaTomOM.
B xauecrse cmETeTHUECKHX SKksHBaneHtoB [Czlp” -cmETOHZ ObuTM BHIOpAHBI
3-(a-6pomanermn) kymapusas lla—e [9], a [SN I3 -curTona — THOGOpPMaMuz,
THOAUIETAMIU, TEOMWAHALIETAME], apOMaTHUECKAe Taoamunsl 11lr—m.

Cxema 1
Brz
— ——
H,N" “R? | )=
Ma—u = N
——> R! |

O (0]
IVa-n, Va—r, Vla—e, VIla—g, VIlla—g, IXa—n

I, HaR'=H; 6R'=6-OMe; sR'=7-OH; rR'=7-NEty; nR'=5,6-6enso; e R'=6-n-Celis,
7-0OH; Il a R = H;6 R?= CH2CN; B R?= Me;r R?= Ph; o R*= p-MeOCsHg; e R’ = p-Mex2NCsHa;
% R?=p-CICeHas; a R* = p-PhCsHa; u R? = p-(p-PhCeHa) CHy; IV R? = H; VII R? = p-PhCeHy;
VHI R? = p-(p-PhCeHa) CsHa; IV, VII, VI a R'=H; 6 R'=7-0H; 5RY=7-NEty; rR' = 5,6-6enzo;

ARY=6-n-CgH1s, 7-OH; V R*=CH2CN; VaR!=H; 6R = 7-0H; s R' = 5,6-6exns0;
rR'=6-n-CsHy3, 7-OH; VIR? = Me; VIa R = H; 6 R = 6-OMe; 5 R' = 7-OH; r R = 7-NEtz;
aRY=5,6-6emz0; e R* = 6-n-CgHiz, 7-OH; IXa—e R?=Ph; a R' = H; 6 R = 6-OMe; 8 R = 7-OH;
rRi= 7-NEt2; n Rl=5 ,6-0enso0; e R'= 6-n-CeHiz, 7-OH; x—n RZ- p-MeOQCsHs; x R'= H;
3R'=7-OH; uR' = 7-NEtz; x R' = 5,6-6em30; 1 R' = 6-n-CeHus, 7-OH; M, R? = p-MesNCsHy;
MR'=7-NEt;u R*'=5 ,6-Genso; o, nR%= p-CiCsHy; © RY=H; nR'=5,6-6en30
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Komgercammio xymapmuos Ila—e ¢ Twoammmavm I[I6—wm uposommwm
€ SKBUMOJIEKYJSIPHBIMA KOJMYECTBAMH peareHToB. OOpasylommmecs NIpPHE STOM
TE{POTAIOTEHUIE 00paboTKOM BOXHBIM PACTBODOM AMMMAKA OBUIM IEPEBEXEHBI
B cBobonmEEe ocHOBamMS Va—r, Vla—e, VIIa—x, VIIIa—xg, IXa—mn. Cuares
3-(tmasonmn-4)xkymapusoR [Va—p OCYmIECTBASNH KaKk B3amMOAEHCTBHEM
IIa,p—e c¢ twodopmammmom IIla [11] (cmoco6 A), Taxk ¥ OpE HOMOINH
MOAWMDUIEPOBARHON peakmuy lamua — Ha Kymapus Ila,p—e pefictBoBayim
dbopMamunom u merTacymspunoM dochopa (cmocob B) (cxema 1). Mur mamum,
Y10 B OONBINMHCTBE CIyyaeB MCIOAb3OBaHME THODOPMAMHUAA, HECMOTDS HA €0
Manyo yCTOMUMBOCTh, SBASETCS HPEANOYTHTENBHBIM BBUAY UCKIOUEHUS
IODOYHEIX B3aWMMORCHCTBII negracyibdhuna ¢ 3-(a-GpoManeTwi) KyMapaHaMHA.
4-Bamemenunie THOOeH3aMummb [IIn—x MOAYYEHBl K3 COOTBETCTBYIOIMX
AJBACTHIOB II0 METOXNY, HPEAIOXKEHHOMY B pabore [12], a tuoammmsr I1Ir,3,u —
obpabotkoii merracyashunom dochopa cooTsercreyromux ammmos [13].

Vicmomp3oBanve B KAUECTRBE THOAMUIHON KOMIIOHEECHTH 4-R -6eH3 I maeHIAE-
Tuoaneramunos Xa—e [14 ] nosposxmio nomyunrs 2- [2-apui(rerapmn) - 1 -muuano-
sreru J-4- (kymapuami-3) Tmazorsr XIa—3 (Metox A). C Iebio HOATBepXICHNS
CTPOCHHUS OCYIIECTBJISLIM BCTPEUHBIC CHHETESH CoequHaeHni X1a—3 KOoHAeHCamnaek
3-(2-muasoMmerwiTraszonmi-4) kymapuHos Va,B u amepermnos Xlla—x (Merox
B) m TpexxoMmoOHEHTHOM KoHAeHcanwmel npomssonesx [la,n, 1116 u amrpgerunos
XIla—x (metox B) (cxema 2).

Cxema 2
Hag + H,N /U\(\ ——- 1
Xa-—c ° XIa—3
Vaz + ,JL\ I
i
XIla—x Hax + 16 + XIIa—>x

Xla—x R =H; X, XI, XII a R> = 4-CICsHz; 6 R® = 4-BrCeHs; 8 R> = 4-FCeHy;
rR® = 4-MeOCsHz; 1 R® = 4-0:NCeHg; e R> = 4-MeaNCsHy;
x R3 = dypdypun-2; XI3 R = 5,6-6erm0; R> = 4-CICsHs

ITpu B3aWMONEHCTEAY 2-IMIHOKYMapHH-3-TroxapOokcamuos X1la—e [15]
C -TaJIOreHKAPOOHIIGHBIME COSAMHEHUSME XVa—B 00pasyloTcs COSAMHEHUS
XVilla—gs. OpHako H[aHHAS pPEAKIES MOXET OCAOXKHITHCA TIHIPOIAZOM
HMPHOTPYIIIEL 33 CYET BHIEISIOMErocs GPOMMCTOrO BOAOPOAA M BOXEL IlosToMy
B KOHIE PEaKIWd OCYIIECTRJISUIA HOJHOEC NPEBPAIMICHHE CMECH 00pasyrommxcs
cocimueamd XVla—m m XVIIla—s B xymapusm XVIa—E mocpeacTBoM
KHCJIOTHOIO ruppormsa. llosydenwe coenmmenwmit XVIa—z, rae o-rajsores-
KapOOHWIHHON KOMIIOHEHTOM 6bUT OpOMALieTa bACIT, BHI3BAI0 OHPEHCIICHHEIC
TPYAHOCTH IO OYMCTKE HOJYYECHHBIX COSAWHEHWH BBHIY BEICOKOM PEAKIIMOHHOH
COOCOOHOCTH ¥ HEYCTOHYMBOCTH GPOMALETATBACTHAA. BHUIO YCTAHOBIEHO, UTO
MCTIONTB30BAHAE AMITHIALETans OpoMamerampiermga XVT Taxxe CHOCoOHO
OPUBOIATbL XK MCKOMBIM BEIIECTBAM; KPOME TOIO, IPH HCHOONb30BAHAEE ANETAIL
YOPOHIAETCS CHHTE3 ¥ YBEJIWUHBAIOTCS BHXOAH. ECIM Ha DEpBOM CTAAWHm
rEApOM30BaTh HMuMHEOKyMapuHH Xlila—e B COOTBETCTBYIOIEE KYMApPUHEBI
XIVa-—e, TO KOHEYHEIM [IPOXYKTOM B3aEMONEHCTBHAS C rAIOreHKeToORaMy X Va—B
6ynyr coequaenus XVIia—g.

Hns monmyuenmss 3-reTapuisaMemieHHbIx — 2-mMmmuo-2H-1-Gersommpanos
Haubosee OPOCTHIM ¥ W3SIIHEIM METONOM SBISETCS KOHeHcamus Kuesemaress
[16, 17] c ucnonp30BaHAEM CATUIVIOBHX ATBAETANOB M FE&TaPATAICTORATPIIOB.
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s curresa 2-mmuao-3- (4-bermarnasonnn-2)kymapusos XVIIla,6 na nepsoi
craguu ObUIA OCYINECTBIEHA peakiyig [ anua 1 noaydes 2-nuasoMeT-4-perm-
trazon (XVID) [18], a ganee, no Kuesenarearo, moayyamd 2-MMHHOKYMAPAHEL
XVIila,6. 3ror myte cuHTe3a Haumboiee NPEANOUTHTENECH, TaK KaK HpPOLEce
3aMEIKAHHSY MMAHOKYMAPHHOBOTO NWKJIa HE OCIOXHACTCS THAPOIM3OM MMU-
gorpynnel. IIpw xunauennu coenmaeamin X VIla,6 8 cucreme crmpr—sona—co-
I9HAS KHECJOTa C BHICOKMME BHIXOHAMH 00pasyiorcs coemueEeHEMS X Vle,X
(cxema 3).

Cxema 3

A: R™COCH,Br
B: (EtO),CHCH,Br
H+

XTI, XTIV, XIX aR! = H; 6 R' = 6-OMe; 8 R* = 7-OH; rR'= 7-NEtz; s R' = 5,6-6ers0;

e R = 6-n-CgHi3, 7-OH; XV a R? = H; 6 R* = Ph; 8 R>= 4-PhCeHs; XVIa—aR2=H; aR'=1H;
R = 7-OH; B Rl= 7-NEtz; ¢ R'=5 ,6-0enso; 1 Ri= 6-n-CgHi3, 7-OH; e—3 R?= Ph; e R'= H;
% R = 6-OMe; 3 R' = 5,6-6en30; u—r R?=4-PhCeHy; u R} =H; x R*=7-OH; 1R =7-NEtz;

mR'=5 ,6-6ex30; H R} = 6-n-CeHi3, 7-OH; X VIl a R'= H;6 R'=6-OMe

B MK coexTpax cpegu XapakTEPHCTHUECKHX IIOJIOC, DOATBEPXAAIOUIHX
CTPYXTYpy 2- m 4-(xymapumawi-3)Ttuazonos 1Va—a, Va—r, Via—e, VIila—n,
Villa—n, IXa—mn, XIa—3, XVlia—=a, crenyer suigenwts kKonebarus rpymmst C=0
JIAKTOHA, mpogeastommecs mpu 1684...1743 om ! [19—21 ], m oTcyTCTRME AAHROH
HOJOCH HOMIOmeEns y coenuHenmit XVIIla,6; xonebamma cesasm C—H
THA30/IbHOTO KOIbOa Halinensl B maTepBane 3036...3156 oM {22, 23] (rabn. 1,
3). DieKTpOHHEIE CIIEKTPH TIOMIOMMEHAS 1 (DIyOpECHEeHINA THA30MMIKYMaPHHOB
IVa—pn, Va—r, Vla—e, VIla—ga, VIlla—n, IXa—n, XVIa—=, XVIIIa,6 umeror
XapakTepHbie [ANS 3-3aMCINCHHWX KYMApPWHOE TIONOCH C BHIPAXEHHON
SNEKTPOHHO-KOIe0aTeabHo CcTpykTypoit (tabn. 1). Amanms cmekrpos ITMP
coenmuenwi Va, VI6,r,e, IXa,6,m,0, Xla—3, XVI6, XVIII6 nokasan (tabs. 2, 3),
UTO CHFHAMH IPOTOHOB 3THX COSAWHCHMA HAXOAITCS B OOBIUHOM A/ KYMaPWHOB
n THasonos obmactm [24]. B macc-cmexTpax coegwHeHnmi VIa—u, VIla,s,n,
IXB,r,f 1MK OCONBIIMHCTBA MOJIEKYJSPHBIX WOHOB WMMEET MAKCAMAIBHYIO
METEHCUBHOCTD (Tali. 4), YT XapakTEpHO A9 MHOTHX OMCreTepoapoMaTiyecKux
coequueHn. OparMeHTaIMd MONCKYAIPHOIO WMOHA TPOTEKAET TO CXEMeE,
TAOMYHON Mg 2,4-TN3aMEIeHEHX THA30JI0B — HauboJee XapakTeper pasphiB
cBgzel 1—2 m 3—4 THA30/BHOrO NUKIA C SAMMAHWPOBAHWEM MOJIEKYJIBL
COOTBETCTEYIONIET0 HUTPWIA M JAOKAJIH3ANWEH 3apgaa Ha - CEpPyCOIepXalneM
dbparmenTe.
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XapakrTepuCTMKN CHHTE3MPOBAHHLIX coexumenmit 1Va—a, Va—r, Via—e, Vila—pu, VIla—j, IXa—n, XVIa—n, XVIIIa,6

Tabnuuwa 1

Y& cmekrpsl, CriexTpb!
oy Pt N HK e, o} A mypecimun o
max, HM max, HM
1 2 3 4 5 6 7 8
IVa CH7NO,S 6,10 160...161 3100, 1720 330,3 406,7 50 (A),
6,11 41 (B)
V6 CyHINO5S 5,65 276...277 3250, 3090, 1715 363,9 420,4 30 (A,
5,71 17 (B)
IVe Ci6H16N2028 9,28 134...136 3080, 1717 407,2 470,0 40 (A),
9,33 29 (B)
IVr C1gHgNO,S 5,12 225...227 3095, 1722 374,5 430,4 35 (A),
5,01 31 (B)
Va C1gH1oNO3S 4,37 192...194 3300, 3085, 1715 366,0 426,8 40 (A),
4,25 27 (B)
Va C14HgN,0,8 - 157...159 3144, 2268, 1691 336,7 410,2 68
V6 C14HgN,038 9.89 268...269 3336, 3143, 2264, 1696 358,2, 417,4 437,4, 474,8 37
9,85
Vs C;aH N, 058 8,93, 213...214 3133, 2262, 1708 375,4 431,4 55
8,80
Vr CyoHyoN2 038 7,64 192...193 3366, 3120, 2251, 1684 366,8, 435,9 432,5, 481,2 49
7,60 ’
Via C13HgNO,S 5,87, 178...180 3137, 1717 337,2 413,2 82
5,76
VI6 C14H11NO3S 5,04 180...183 3135, 1711 355,9 417,7 67




6vE1

w

Vis
VIr
Vix
Yie
Viia
VII6
Vils
ViIr
Viig
Villa
VIIIG
YiIr
VIlIx

1Xa
IX6

C13HoNO3S
Cy7H3N20,8
Ci7HNO,S
Ci9H2NO3S
CaqHjsNO,S
C24H)sNO3S
CasH24N20,8

CysH17NO,S

C3pH7NO3S .

CaoH19NO3S
C30H19NO3S
C3HzNO,S
C36H31NO3S

C15H;1NO,S
CioH3NO3S

237..
163...
194...
199...
206...
318...
170.
293,
253...
271.
329...
338...
267...

156.
181...

238

165

195

200

207

320

171

295

255

..280

330

340

269

..158

183

3270, 3138, 1718
3140, 1700
3134, 1715
3422, 3144, 1712
3036, 1716
3250, 3060, 1713
3042, 1714
3044, 1720
3290, 3965, 1715
3050, 1715
3240, 3075, 1710
3050, 1720
3280, 3080, 1715

3144, 1740
3144, 1736

360,2, 418,8
407,5
375,4
366,0, 432,2
344,6
369,6
411,2

382,6

372,0

345,8
368,2
409,5
369,5

344,4
367,2

424,8, 469,0
466,4
433,3
431,0, 481,2
436,0
435,4
475,4
444,8
438,4
433,7
437,5
542,1
440,0

421,6
431,0

41
39
81
59
75
70
65
85
72
50
65
75
45

77
75




0S€T

OxoHuwanue Taba 1

5

8

IXn
IXr
IXn
IXe
IXox
IX3
IXu
IXx
IXn
IXM

IXu
IXo
IXn
XVia

XV1I6
XVis

XVIr

-Cygl1;NO3S

CypH13NO,S
Cy4HpNO3S
CioH3NO3S
CioH 3NO,4S

C3HpN,038

CasHpsNO,S

Ca4HsN30,8
C24H 18N20,S
C15H1oCINO,S

CyH13CINO,S
CoHINO,S

C1pH7NO3S
C16H16N2 0,8

C16HgNO3S

264..

153..
235...
230...

213.

283..

130...

216...

222...

180...

286...
197...
240...
172...

297...

126...

263..

267

15§

237
232

215

.286

133
217
223
183

288
198
242
174

300

127

265

3254, 3130, 1700

3156, 1704
3131, 1719
3345, 3142, 1700

3152, 1736
3283, 3139, 1700
3151, 1710
3129, 1743
3295, 3147, 1704
3148, 1711

3133, 1736
3138, 1728
3119, 1712
3120, 1715

3325, 3115, 1720
3100, 1717

3118, 1715

366,6, 423,7

410,85
380,5
369,8, 440,9

352,9
365,2, 424,1
497,5
383,4
373,1, 438,2

412,2

350,9
381,1
352,4

381,1
435,9

396,38

434,0, 478,0

473,9
442,1
436,7, 481,7

470,4
456,2, 479,8
469,5
474,4
442,5, 482,2

489,7

420,9
440,5
423,4

449,8
490,8

460,4

44

51
83
71

82
36
43
79
67
58

70

87

89
35 (A),
51 (B)
45 (A),
49 (B)
30 (A),
47 (B)
38 (A),
54 (B)
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x

XVIx

XVIe

XVIx

XVIa
XVIu
XVIx
XVin
XVIm
XVin
XVilla

XVIUI6

C13H1gNO5S

CisHjNO,S

C1gH13NO38

C2H33NO,S
Ca4H1sNO,S
Ca4H)sNO3S
CasH4N70,8
CygH17NO,S
CagHyNOSS
C1gH1oN208

C19H14N20,8

220..

149.

245...

255...

240...

309...

205...

297...

267...

184...

153...

221

. 150

246

256
242
310
207
298
270
185

154

3315, 3105, 1720

3100, 1727
3116, 1708

3062, 1709
3100, 1714
3300, 3105, 1713
3120,1712
3105, 1711
3310, 3100, 1718
3253, 3099, 1657

3312, 3124, 1657

Coepunenus IVa—p, Vap,r, Vg, IX6, XVIa—u, XVIx,3, XVIIIa,6 nepexpucraniusobans 13 n-BuOH;

IXa,B,n.e ~— MeCN; IXu—n — pognoro IM®A; V6, Vla—re, IXrx,3,m, XVle — {-PrOH;
VHa—n, Villa—n, IX#—1, XVIn—H — JIMPA.

390,3

374,5

388,2

406,2
384,3
395,3
440,1
406,8
401,6
376,2

390,3

458,6

489,7

490,2

500

506,6
480,8
497.8
505,8
480,8
463,4

480,8

40 (A),
51(B)
69 (A),
85 (B),
97 (I
66 (A),
73 (B),
98 (I
87 (A),
92 (B)
70 (A),
69 (B)
74 (A),
77 (B)
65 (A),
71 (B)
79 (A),
70 (B)
77 (B
89

(i




Tabnuma 2

Cuexrpst IIMP coeguHeHmMiti Va, VIOr.e, IXab,mo0, XVIG, XVIIG

Coeg- Xumugeckuit cgsur, M. g, KCCB {J, I'm)
HEHHE ,
5-H ¢ (IH) | 4-H ¢ (1H) Ar Apyrue NpOTOHBI
Va 8,41 8,74 7,39...7,94 (4H, ™) 4,64 (2H, ¢, CH2)
VI6 8,25 8,77 7,50 (14, 0, 5-H; 2,5); 2,73 (34, c, CH3);
7,22 (4, #. 1, 7-H; §8,5; 3,82 (3H, c, 6-OCHzs)
2,5); 7,38 (1H, &, 8-H; 8,5)
VIr 8,03 8,63 7,65 (1H, g, 5-H; §,5); 3,48 (4H, k, 7-
6,76 (1H, 1. 5, 6-H; 8,5; N{(CH>CHz)2); 1,16 (6H, T,
2,0); 6,60 (1H, n, 8-H; 2,00} 7-N(CH2CH3)2); 2,73 (3H,
¢, CH3)
Vie 8,07 8,63 7,50 (1H, ¢, 5-H); 6,78 1,57 (2H, x,
(1H, c, §-H) CHs(CH»)4CHDp); 1,29 (8H,
¢, CH3(CH2)9);
0,87 3H, T,
CH3(CH2) 4CHD)
Xa 8,40 8,90 7,34...8,03 (9H, m) ‘ —
1X6 8,44 8,92 7,20...8,06 (8H, m) 3,84 (3H, c, 6-OCHs)
XM 8,04 8,72 7,84 (2H, n; 8,5); 7,61 3,46 (4H, x, 7-
(1H, n, 5-H; 8,5); 6,80 N(CH>CH3)2); 1,17 (6H, T,
(2H, 5; 8,5); 6,70 (1H, &. 7-N(CH2CH?3)2); 3,00 (6H,
n, 6-H; 8,5; 2,0); 6,57 ¢, 4-N{(CHz3)2)
(14, n, 8-H; 2,00
IXo 8,42 8,88 7,62...8,05 (8H, M) —
XVI6 8,27 9,05 7,27...8,09 (8H, » 3,82 (3H, c, 6-OCH3)
XVIIG* 7,91 8,90 7,52...7,71 (8H, ») 4,07 3H, c, 6-QCH3)

* Cnextp IIMP 8 CFsCOOD.

SKCHIEPYUMEHTAJIBHAY 9ACTH

YK CrnekTphl CHHTEIMPOBAHHBIX COENMHEHME 3ADErMCTpUpOBaHbl Ha npubope Specord M-80 B
taburetkax KBr, snexTponHble cnexTpsi — Ha npubope Specord M-40 B mponasone-2. CrexTps
dnyopecuennuu 3anucans! Ha Hitachi F-4010. Macc-ciextpst moyuess: #a npubope Finnigan MAT-
4615 B, sneprus noauzanym 70 5B, npu 6asnucTraeckoM Harpese 00pasua. Criextpst IIMP zanucasb
Ha npubope Bruker WP-200 8 IMCO-Ds, a coepunesuit XIa—3 — 8 CDCl3, BHyTpeHHuUE CTaBAapT
T™C.

WsueuayaIbHOCTD BEIIECTE KoHTponuposanu meropoMm TCX ma roractunkax Silufol UV-254 B
cucreMe Xxr0podopM—3TUIIOBEI CrMpT, 9 : 1.

DuU3HKO-XUMHMUECKUE XaPAKTEPUCTUKY CUHTE3HMPOBaHHBIX coepuuenuit IVa—p, Va—r, Via—e,
Vila—a, VIIla—au, IXa—n, XIa—s3, XVIa—u, XV1lia,6 npuseaens: B 1abn. 1—4.

O0mas meroauka noxydenus 3-(2-R-tuaszoman-4)-2H-1-06enzonupan-2-onoe IVa—g, Va—r,
Via—e, VIla—na, VIilla—p, IXa—n (tabx. 1). A. DxBUMOJEKYASIPHBIE KOonuuecTsa 3-{(C-
Opomanerun)Kymapuaos lla—e ¥ COOTBETCTBYIOWETO COSMMHEHMS!, COEPIKAIET0 THOaAMHUNHYIO TPYIITLY
Iila—u (0,01 moms) B 20...49 M1 nponasHona-2 wmM 3tanona kumstst 10...20 mun (no splmamenwst
OCazKa) , OXNAXKNAI0T, Pa3GaBagrOT BOO M IOMIEIaUHMBA0T BONHBIM PACTEOPOM aMMMAKA UJIK ATETATA
ammoswmd 10 pH ~7. Ocagox otnensgior, Ha QUIBTPE IPOMBIBAIOT BONOU M STAHOJIOM, BRICYIIMBAIOT U
KPUCTAILM3YIOT U3 NOAXOASINETO PaCTBOPUTEIIS.

B. Beinepxusaror 0,013 mome dopmamina 1 0,003 mons nmenTacynsduna dochopa 8 50 M 1,4-
AYOKCaHa 1pu KOMHaTHOH TeMuepatype 1 4. K cMecm gobasasior 0,01 moms xymapuna Ila—rn,
HArpeBalOT Ha BOAAHOU Oarme 1 u. Bomasmwuit ocagox coepuHenuit [Va—pg oTuibTPOBBIBAIOT,
TIPOMBIBAKOT BOAOM M STAHOIOM, BBICYIIMBAIOT ¥ KPUCTATUIMIYIOT M3 HOAXOISINETO PACTBOPHUTENS.
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O0maa MeTonMxa noxydeHws 2-(apui-1-nuanostenw)-4-(kymapuani-3)taasonos Xla—3
(rabi. 3). A. DKBMMOICKYJISPHBIE KOAMUECTBA KyMAPUHOB [la—e ¥ cooTBeTCTBYIOmMX 4-R-Gemsmmu-
nemuanTHoaneTamuios Xa—e (0,01 mons) B 20 mi JIM®DA narpesasor 10...20 mun npu 80...90 °C,
OXNAXKHAAIOT, Pas0aBisiioT BOXOHM M HOANIENaYMBAIOT BOJHbBIM PACTBOPOM aMMHaKa UM aieTaTta aMMMO-
uus a0 pH ~7. Ocagox oTnenssor, Ha (GUIBTPE OPOMBIBAIOT BOACH M 3TAHONOM, BRICYIIMBAIOT K
KPUCTALIU3YIOT 13 cMecu OyTanon-1 — JIMOA.

B. OXBUMOIEKYJIIPHBIE KOXUYECTEA 3- (2-HUMaHOMETHITHASONMI-4) KYMapUHOB Va,B ¥ aIbNErUAOE
XIla—x (0,01 Monp) pacteopszot B 30...40 M1 nponanona-2 win STaHoxa, fo0asisror 1...2 xammu
nunepUguEa. PEAKIMOHHYIO CMeCh HArpeBaioT 5 MuH npu Temmeparype 40...50 °C, sarem
EPEMEINVBAIOT [IPY KOMHATHOM TeMIepaType J0 BbINafeHus: 0canka. BoImapmiii 0CaA0x OTAEISIOT, Ha
$rHIBTPE IPOMBIBAIOT IIPONAHONOM-2 WITH STAHOJIOM, BRICYHIMBAIOT ¥ KPUCTAILIAZYIOT.

Tabnuua 3

DOU3AKO-XMMAYECKHE XaPaKTePACTAKA CWHTE3UPOBAHHBIX coefumHenml Xla—3

Halineso UK Bri-
Coemu- Bpytro- N, % T oc CHEKTPEL, Xavprdecku#t  COBHT, Xoxn, %
HEHHE dopmMyna ‘BENHCIIEHC e M. A, KCCB (J, I'm) (cno-
N, % et coB)

 XIa C21H11CIN2028 7.23 223...224 | 3127, | 8,56 (1H, ¢, 5-H); | 81 (A),

7,17 2231, | 8,84 (H, c, 4-H; | 77 (B),
1712 7,31...8,10 70 (B)
(SHapoM + 1H, M,
CH=)
X16 C21H11BrN2028 6,40 225...227 | 3117, | 8,58 (1H, ¢, 5-H); | 79 (A),
6,44 2231, | 8,84 (1H, ¢, 4-H); | 77 (B).
1713 7,32...8,08 69 (B)
(8HapoM + ].H, M,
CH=)
XIs C21H11FN2028 7,43 199...200 | 3143, | 8,54 (1H, ¢, 5-H); | 85 (A),
7,48 2216, | 8,84 (1H, ¢, 4-H); | 87 (B),
1721 7,31...8.10 71 (B)
(SHapOM + ].H, M,
CH)
XIr C22H14N2038 7,19 207...208 | 3146, | 8,56 (1H, c, 5-H); | 81 (A),
7,25 2223, | 8,88 (1H, ¢, 4-H); | 73 (B),
1712 7,04...8,36 71 B)

(8HapoM + 1H, M,
CH=); 3,89 (3H, ¢,

OCH3)
XIn C21H11N3048 10,39 260...261 | 3126, | 8,64 (1H, c, 5'-H); | 70 (A),
10,47 2229, | 8,84 (IH, c, 4-H); | 59 (B),
1718 7,31...8,37 47 (B)
(8Hapom + 1H, M,
CH=)
XIe C23H17N3028 10,49 248...250 | 3136, | 8,41 (1M, c, 5'-H); | 69 (A),
10,52 2215, | 8,84 (1H, ¢, 4-H); | 67 (b),
1719 6,72...7,96 41 (B)

(8Hap0M + lH, M,
CH=); 3,10 (6H, c,

4-N(CH3)2)
XIx C19H10N203S 8,08 214...216 | 3141, | 8,52 (IH, ¢, 5-H); | 71 (A),
8,09 2214, | 8,82 (IH, ¢, 4-H); | 72 (B),
: 1720 7,29...7,98 39 (B)
(THapom + 1H, ™,
CH=)
XIs C25H13CIN2028 6,29 240...242 | 3127, | 8,60 (1H, c, 5-H); | 77 (A),
6,36 2213, {9,37 (I1H, ¢, 4-H); | 71 (B),
1719 7.43...8,10 52 B)
(10Hapom + 1H, M,
CH=)
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Tabnuma 4

Macc-cnexTpel coepmHeHEmi VIia—gz, Viiagms, IXs,r.a

o e o, 5

Via 243 (M7, 100, 215 (15), 202 (28), 174 (32), 174 (32), 146 (18), 145 (21),
130 (7), 101 (&), 102 (39

VI6 273 (M7, 100), 245 (13), 232 (9), 230 (7), 204 (10), 202 (12), 161 (11)

Vi 259 (M+, 38), 231 (7), 218 (6}, 205 (6), 204 (44), 190 (20), 189 (100, 162
6), 161 (11), 134 (8), 105 (20

VIr 314 (M+, 11), 299 (17), 260 (6), 259 (41), 245 (15), 244 (100), 216 (18)

Vig 293 (M*, 100), 266 (6), 265 (35}, 252 (6), 224 (29), 196 (5), 195 (26), 163
(7, 152 (24), 151 (14), 150 (8), 147 (6)

VIila 381 (M7, 100), 174 (20), 145 (14), 101 (15)

Vile 452 (M*, 65), 437 (45), 259 (70), 244 (100), 216 (50), 116 (95), 77 (80)

Vilg 481 (M+, 40), 410 (70), 290 (55), 275 (100), 219 (95)

IXe 321 (M7, 100, 293 (13), 259 (8), 244 (17), 218 (18)

IXr 376 (M7, 85), 361 (100), 332 (34), 304 (13), 247 (10), 229 (41)

IXx 355 (M+, 100), 328 (31), 244 (17), 224 (22), 219 (8)

* Tlpusenenst nuky ¢ Jorg > 5%.

B. DxBumMONeKyIgpHbIe KOIUIecTsa KyMapuuoB lla—e, anoperunos Xlla—x u 1 © THOMaHAET-
amuna I116 (0,01 Moxs) B 20...30 M nponanona-2 wik 5Tagoa kursrar 10 mMun, nobasisor 1...2 M
nuOepuaMHa. PEaxkiuOHHYI CMECh HarpesaroT 5 MuH mpu remneparype 50...60 °C, zarem
NePeMETMBAT0T IPY KOMHATHOHK TEMIIEPATYDE. BBIIABIIHE 0CAAOK OTACISIOT, Ha (PUIETPE HPOMBIBAIOT
HPONAHOIOM-2 VUM STAHOJIOM, BHICYIIMBAIOT ¥ KPUCTAIUIM3YIOT U3 cMecy OyTanoia-1 — JIMPA.

O0mag MeTouKa noayderus 3-(4-R-tuazonmi-2)-2H-1-0ensonmpan-2-0008 XVIa—a (1abm.
1). A. DKXBUMONEKY/ISPHEIE KOXMIECTBA 2-wmuno-2H-1-0ensomupan-3-Tuoxapboxcamupnos XIlla—e
¥ COOTBETCTBYIOWEro (-rajioreHkapfonmisnoro coepunenus XVa—s (0,01 moms) 3 20...40 »u
TIpONaHoNa-2 My 3TaHoia Kunarar 10...20 My (70 spHIafeHUs OCanxa), pobasagior mo 10 Ma KoH-
LEHTPUPOBAHHOMN COJISIHOM KUCTOTHI ¥ BOASL, Kunarat eme 10...20 Muw, oxna)kpaoT, pas3baBIaoT BOAOH
¥ TIOIIETAYUBAIOT BONHBIM PACTBOPOM AMMUAKA UM AeTaTa aMMOHuS 10 pH ~7. Ocagox oTAersioT,
Ha (MIbTPE MPOMBIBAIOT BOXOM M 5TAHOJIOM, BBICYIIMBAIOT ¥ KDUCTAUIM3YIOT M3 MOAXOASINEIO
pacTBOpUTENS.

B. SXBUMOJIEKYISIPHBIE KOIMUIECTBA Z—mmno—ZH—l-6éHsoanaH—3—moxap60Kcammon XIIfa,p—eu
musTHranerand 6pomaneramsaeruaa X Vr (0,01 moss) B 20...40 M nponaHosa-2 Wil STAHOME KUDSTIT
15...25 mun (7o BRITAZEHMS OCAZIKA) , R00ABIAIOT MO 10 M KOHIEHTPUPOBAHHOM CONSHOM KMCIIOTH 1
BOZDL, KunaTaT ewe 15...20 muy, ox;ftaxmaxor, PpasbaBISIOT BOAOH U HOAIIENaYMBAIOT BOFHBIM PACTBOPOM
aMMMAKa MTM ANETATa aAMMOHHE 0 pH ~7. Ocapok OTAeAsIOT, Ha (WIbTPE NPOMBIBAIOT BOAIH U
3TAHOJNOM, BBICYIIMBAIOT ¥ KDUCTAJUTM3YIOT M3 IOXXOASIIETO PACTEOPUTENS.

B. DKBUMONECKYNSPHBIE KOMMIECTEa 2-0kC0o-2H-1-Gensonmpan-3-tHoxkapbokcamupos XIVa—e
M COOTBETCTBYIOLIEr0 C(-rajoreHxapOommipuoro coegunenus XVa—s (0,01 monp) B 20...40 ma
npona=osia-2 unu staHona kunsrsr 10...20 Mus (30 BHIAAEHUS 0CAAKA), OXJIAKIAI0T, PasbanyisroT
BOAOM ¥ HOANICIAYMBAIOT BOXHBIM DACTBOPOM aMMMakKa WIM alerara aMMOims mo pH ~7. Ocapok
OTAENSIOT, Ha (PUibTPE IPOMBIBAIOT BOOH U STAHOJOM, BBICYIIMBAIOT U KPHUCTAJLIHU3YIOT.

T. Pacteopsizot 0,01 MONB COOTBETCTBYIOErD 2-MMuHOKyMapusa X VIIla,6 8 20 ma 1,4-guoxcana,
[06aBITFOT 5...7 MJI KOHIEHTPUPOBARHOM COTSHOMN KUCAOTHL. PacTsop Harpesator 5 MuH, pasbasisior
60 M1 BOZIBI, TOANIECTAUMEATOT BONHAIM PACTBOpPoM aMmuaxa 70 pH ~7...8. Ocafmok oTdiIsTPOBBIBAIOT
¥ NIEPEKPUCTAILTMIOBHIBAIOT M3 Oy THIIOBOrO COMPTA.

Ofmas MeTonuKa HOAYUCHHS 2-HMHHO-3-(4-R-TMazoumi-2)-2H-1-Genzonupasos XVIIIa,0
(ta6n. 1). DKBUMONEKYNSPHBIE KOMMIECTBA COOTBETCTBYIOIErO CAIMIIMIOBOTO anbiervpa XIXa,0 u
2-puanometun-4-dermwrruazona X VII (0,01 mons) pacreopsot B 20...40 M1 nponiaroia-2 WM 3TaHO-
sa, pobasasior 1...2 Kawm mEepuanHOB. PEaKIMOHHYI0 CMECs HATPEBAKOT 5 MMH HIpPK TEMIEpAType
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40...50 °C, 3aTem mepememmBarOT DM KOMHATHON TEMOEDATYpPE A0 BRIIANCHMS OCAFK2. BhImasmii
OCafOK OTAEAAIOT, Ha QUABTPE IPOMBIBAIOT MPOMAHONOM-2 HIM STAHOJOM, BEICYUIMBAIOT M
KPMCTAJLTU3YIOT u3 Oyranona-1.
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