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CHHTE3 YETHIPEXBIIEPHBIX KOHAEHCUPOBAHHBIX
TETEPOIIIKJIOB HA OCHOBE IPOAYKTOB HHTPOBAHUHA
BEH30[s] TUEHO[2,3-c]IINPUIMNHOB

Ha ocHOBE IPOAYKTOB HUTpOBaHMs 6enso [b]Tmeno[2,3-c] nupunmmos cunTe-
3MPOBAHBI HOBHIE YETHIPEXBIAEPHbIE KOHACHCHPOBAHHbIE TETEPOLMKIMIECKHE CHCTEMBI
— CTPYKTYPHO OAM3Kye aHAJIOTY IPUPOAHBIX AJIKATIOU0B S/UTMITUNMHE ¥ ONMBULIVHA.
TIpy 3aMBIKAHMM MUPUAMHOBOIO IHKJIA 00pa3yHOTCH NMPOAYKTBI TOMLKO C JIMHEIHBIM
counenenueM konen. Jano obwscHenue 3romy baxTy € TOUKM 3PEHHS NPUHIMNA
«HATIPSDKEHHOCT CIPYKTYPhl — YCTOMUUBOCTE>, JUIS 9Er0 ObIIa MPOBEREHA NOMHAS Ofi-
TUMMBALMA CTPYKTYDbl CHETE3MPOBAHHBIX COEAMEHEHUi Ho mporpamme PCMODEL c
MCTIONB30BAHMEM CHIOBOTO HONS MMX B coueTasmu C JT-3ieKTPOHHBIM IPUCIIKEHNEM. .

B npemsinymmx Iy6/HMKan@ax MB M3JOXWIA AAHHBE 00 OCOOEHHOCTIX
37eKTpOIIBHOTO 3aMemenud B Genso[5 Jrueno[2,3-c jumpuamaax Ha mpmMepax
peakmmii HmTpoBaHES ¥ ammwmposaEmg [1, . 2]. IlpomyxTe HWTpOBaHHS
TIPEACTABASIOT oo yaobHble WHTEPMEAWATH HJAf CHHTE3a HOBHX ue-
THPEXBANECPHBX KOHACHCAPOBAHHHIX TETEPONMKIAUCCKAX CHCTEM, KOTOPbIE
MOXHO DACCMATPHBATH KaK CTPYKTYPHO ONn3Kwe AHANOTY TAKWX IPHPONHEX
AJKATOWIOB, KaK S/UIANTULNVH ¥ OJWBWIWH, HHTEPEC K KOTOPHM O0YCIOBICH
TIPOSBISEMON WMHW BHICOKOM AHTHPAKOBOM aktmsHOCTRIO [3]. Bomee oro,
W3BECTHO, UTO CEPHHUCTHI# AHANOr SJIMNTHANVHA TaKXE IPOYBJSET BBICOKYIO
AHTHPAKOBYIO aKTHBHOCTH [4 ].

Ilnsg co3gaHMd HOBOLO LMKAA HCHONAB30BAJWCH METOXH HOCTPOCHHES
xmaonmeEos mo KomOy, Doyagy—HOxakobcy, Keaoppy m mmnmonor mo
Jleitmrpy6epy—DbBaruo. Ilpu npucrpolike DHPEIUAOBOTO HHUKIA B KAUECTBE
WCXOXHHX MOJEKYyJA HCIOOAb30BATM AaMWHONPOM3BOAHEE OeH30[brue-
H0[2,3-¢ Jmapunrsos 11, 111, nosyuernasie BoccranosacareM Ha Pd/C B MeTasoe
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cooTBeTcTByIomux mmrponpoussomanix [, VII. Crpyxrypa amwmmos II m VIII
HOATBEPXKACHA IEeMEHTHBIM anamm3oM (Tadr. 1), a taxxe pamasivz UK w ITMP
crexkTpos (Taba. 2).

nxmzanus mo KoMOy 3akouanacs B koraencagun 1,3-gamermi-6-ammao-
beuso[bltucuo[2,3-c Jimpummsra I ¢  anerwiameToHOM H®W  TOCJAESAVIONICH
nuKmsanEy obpasopapmierocs ammia (III) (Ge3 BomexcHws) OO AEHCTBHEM
cepHoi#t xmcaote mo  2,4,7,9-rerpamerwimmumpmno{3,4-5 @ 2,3-fJ6en30-
[6Jrmopena IV ¢ Baxomom 479%. . .

2,4-Imermin-8-xapbomerokcumumupano [3,4-5 1 2,3-f16en30 [b Jtmodben-T7-
(10H)-om VI 651 nonyuen c seixomoM 27% mno meromy Ioymma—I{xaxobca
koaAeECcanues ammea I ¢ meTmioBEM 5(HDOM ITOKCHMETAICHMAJIOHOBOH
KHCJIOTH ¥ JaJbHEANIeH TEPMAYCSCKON MUK/IM3aNyeii IPOXYKTa KOHAeHcawd V
Oe3 poigencuAg nocaenHero. 2,4,0,7-Terpamerwmnmmupupo[3,4-6 @ 2,31
Gerzo[b lrmodher-9(10H)-oa 1X monyyen mo Kmoppy ¢ moxomom 409,
xunsueaueM 1,3,8-tpaMermi-6-amunobenzo [b jrmeno [2,3-¢ juapuamsa (VIID c
aneToyKCyCHbM (HPOM B IIPHCYTCTRHE CEPHOM KACAOTHL.
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Oxwganoch, YT0 DUKIA3ANAI YKA3aHHGIMA MECTONAMH NOJKHA HDHBECTH K
00paz0BaHMI0 UPONYKTOB C JAWHEHHBIM ¥ YIVIOBRIM COWICHCHMEM KOJIET
(peaymsanus 33aMBIKAHAY NHPAZKMHOBOTO MHMKJIA HO MOJOXEHAIM 7 B 5
cootBeTCTBeHHO). ONHAKO YCTAHOBAEHO, 91O 00pPA3CBAJMCh TONHKO JIAHCHHEIC
mupummeEsl [V, VI u IX. B moas3y Taxoro COWwieHSHHS KOJCH FOBOPUT HAMHYWE
ABYX CHHIVIETHBIX CHUIHAJIOB TPOTOHOB OEH20MBHOIO OUKIA B cuekKrpe IIMP
(rabn. 2). OueswmnHo, YTO B CIy4ac YIJIOBOTO COWICHEHWS KOMEL CHTHAJIBI
IIPOTOHOB GEH3OMBHONG KOJHHA HPOSBAIACHE Obl B BHAE AyO/IeToB. B momm3y
obpazoranus «-mapeaoEa IX roBoputr TOT (akT, UYTO HOJAOCA HOMICINEHHS
xapGormnbHo# rpymist B ero UK croekrpe Haxoamrtcs B obnacra 1625 oM, uro
COOTBETCTBYET AMUNHOM CTPYKTYPE.

OG6pasoanue TOAbKO JAHEAPHBIX cTPYKTYp 1V, VI m IX, BeposTHO, CBA3aHO
CO CTEPHUECKVMH 3aTPYIHECHUSAMY, KOTODHIE BOZHHKAIOT B Cryuac 00pasoBanus
NPOAYKTOB C YIIOBEIM cowicaeHHeM koixern (X—XII). B crgsm ¢ stuM mamm
IPOBEEHA MOJNHAY OMTAME3ANWY CTPYKTYPH STHX NHPHAWHOB [0 IIpOrpamme
PCMODEL [5] ¢ mcmonpsoBammeM cmiosoro moas MMX B coderammm
T-2ICKTPOHHBIM HPHOIXCHHEEM. :

ComacEo nHosyyeHHBIM pe3yjabraTaM, coegmaeHme 1V mMeer Ha
39,8 xIx/monp, a mapapme IX (R = H) ma 33,02 x[x/Momb MEHBIOVIO
CTCPHUYECCKYIO SHEPruI0, UM HX- BO3MOXHbIe m3oMepsl X ¥ XI cOOTBETCTBEHHO.
Takag sHauwWTenbHAS DA3HALA SHEPTUA YKA3HBAET HA BHCOKYI BEPOSTHOCTD
Iporecca HUKIW3ANMY TONbGKO B HANpaBicHuW o0pasoBaHHd COCHUEECHEA C
JIMHEHHEIM COWICHAEM KOJEI, YTO ¥ HAO/MOTaeTCd SKCIEPUMEHTAIBHO. 3aMETHM,
yTO HAuOOIBHIAN BKJIAM B DA3HALY CTEPHYECKAX JHEPIHH H30MEDHBIX JTXHEAPHBX
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TabGawuma i

.XapAKTépucm_'mfcoeunﬂenuifl I, IV, VI, VIII, IX, XIV, XV

' . H i HO, % R Broruncieno, % , - Cuer: . S
S;fﬁf.’ ;5%};4‘;3; : - . 'H ) .aK.J:l.e o ‘.AQN - '-:S - H“‘ I: - LR e ‘ Ry )m: T:;:z Boixon, %
I : clsﬁlzstv 68,3 |  ‘5,-4 :’12;,3 14,1 | 68,4 5,3 12,3 “14,112_ ‘{;._* 0,25 Blefxslon—xnopm;;)p&_, , 77
v | CigHiNsS iag |55 | ces| 108 | 739 | 55 | 96 | 110 | 164167 | 0,64 Ilsgnsiwsmnaue}alr, | ow
VI | CigHuN0s8 | 64,2 43 | 84 94 | 640 |42 | 83 | 95 160..162 | 0,94 | Beror—oranon, 7
v CNS | 696 | 59 ’ li‘,6 ';'_13,1 69,4 58’ 1,6 | 13,2 - 0,51 ]Eééfbﬁ«qu‘opotbbpna’, 65
ix | Cl‘gHmNzO,S‘- 100 | 51 “" 92 10,5 | 70,1 5), 9,1 | 10,4 | 151..154 0,82 Eénfgn~sarauon, 40
X1y k CiHN;08 23 | 52 2| e | eae | se | izs | o 261,263 | "= I e
XV. CisHiNo§ - 76| 49 | "11:;701 12,5 | 74,4 | 48 o) 11 | 12,7 | 136..138 | 0,63 Bensox—otunatierar, 68
% B caywae coepurenus 1V Ha} Silufol UV-_25§, OCTalIbHBIE — IiaAAluf.ol. .




¥ aHryJaspHSIX coenuuerni (A Ecr) BHOCHT TOPCHOHHAaS cocrasisromas (A Erop=
= 29,4 » 32,89 x[x/mMonp mra coegmuenmit IV, IX (R = H) n mx BO3MOXHBIX
m3omepo X u XI COOTBETCTBEHHO), BEIMUMHA KOTOPOH OTPAXAET 3aMETHOE
HapyImCHHUE TUIOCKON CTPYKTYPH apOMaTHUSCKOrO CKEJeTd, BOIHUKAIOMIEe n3-3a
CTEPHYECKOr0 OTTAJKWBAHWS “MEXOY METWIbHOW rpymmo# y aromMa Cai =
BogoporEEM aroMoM B nojoxesvw C(1) B coenmpennax X—XI1.

Tak, BerwawHB )IByrpaHHbI}_( yrmor CyCai10CaipCaiay = 14,54°,
CanCainCamCale = 23,97° mna mapmmma X; C1)CaioCaimCaia) =
=14,86°, CanCaiaCuinCaie = 24,75 . mus mmpmpoma XI. Kpome Toro,
MeTwibHag rpynma v atoma C11) B coemubennn X BHBEIEHA M3 IUIOCKOCTH HA
18.4°, a B COEAMEEHIHA XI — =ma 20,45°. Taxoe OTKJIOHEHWE .OT IIJIOCKOM
CTPYKTYPH NPHBOXAT K HAPYIICHHUIO 'SP -rEbpUABE3AIA yrﬂepozmmx aToOMOB
CCa10CaimCaiaCd1y ¥ AecTabMIN3anma 5TUX MOJIEKY L.

Ckazamnoe BHIOE B [OJTHOW™ Mepe OTHOCHTCS X mupuaoHy VI m ero
Bo3MOXHOMY wmsomepy XII, rthme. AFy = 48,3 xlx/momb, AErp=
=20,74 x/Ix/Monp, mpuueM 3HAUmMTENHbHOM Nedopmammy moxsepraerca GeH-
sompEbI  (pparment  monexyisi- X1 CoCaCaioCawy =. 177,25°, a
CrnCaiaCaimCaic = 166,26°, BMecte ¢ Tem Habmonaercs OOMbHIAS PASHALIA
B Temwnorax obpasoBaHms rmpmmHa VI (Hp=-61,1 xIx/Moms) m ero msomepa
XII (Hf= 15,8 xJIx/Monb). Bee H3I0XEHHOE BHIIE CBHACTEIBCTBYET O HAMHOTO
GoJsiee OPERUIOYTHTEILHOM o6pasoBaHpm n3omepa ¢ JMHEHHBIM COWICHEHWEM
kozen VI '

[TocTpoenue CTPYKTYPHL C YI‘JIOBI:IM COUICHEHNEM KOJIeI] YAaIoch: peanmmsaTb
TOMBKC B CIyyae IpPWCTPOMKH MHPPOAbHOro: mmkia X 1,3,6-tpmvermn-S-
mnrpobenso [b Irueno [2,3-c Jumprnmay X111 no Jeimrpy6epy—bBaTuo.

Peaxums saxmogaerca 8 xoppencanum aurponuprmuaa X111-¢ mumeTniane-
TaneM gmmermndopmamuna B xansmem IMOA ¢ nocienyromuM obpazosaguem
THPPOJIBHOTO MUKJIA BOCCTAHOBIECHUEM HonyyerEoro egamuna (XIV) ma Pd/C &
METAHOAE C XOPOIIMM BEXOEOM R0 2,4-maMerwrupuxo [3,4-5 Jommppono [2,3-e1-
Genso[bJruodena (XV).
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Tabanma 2

CnexTpajpHble Xapakrepuctku coeaumenmit II, IV, VI, VI, IX, X1V, XV

s{g:};‘f HK cnextp, ¥, emL Crexrp TIMP, S, m. 1, KCCB (), I

II 3410, 3320 (N—H)* "2,58 (1H, ¢, 3-CH3), 2,71 (1H, ¢, 1-CH3), 4,25 (2H, c, 6- NH2) 7,31 (1H, p. a,J =15, 3,3, 7-H), 7,37 UH, p,J = 1,5,
8H)759(1HC,4H)792(1H,A,J 33 5-H)

1% - 2,34 (6H, c, 2,4-(CHz3)2), 253 (1H, C, 7-CH3), 3,14 (14, ¢, 9-CH3), 7,056 (IH c, 1-H), 7,064 (1H, c, 8 H), 7,18 (lH
¢, 6-H), 7,49 (lH ¢, 11- H)*

V1 1690 (C=0), 1720 (0—-C=0), 2,68 (1H, ¢, 2-CHs), 2,81 (1H, c, 4-CHz3), 3,91 (1H, c, 8-(CO2CH3), 7,88 (1H, ¢, 1-H), 7,92 (1H, ¢, 6-H),.7,96 (1H,

1610 (C=C) ¢, 9-H), 8,00 (1H, c, 11-H)** .

VIIX 3410, 3320 (N—-H)* 2,57 (1Y, ¢, 3-CH3), 2,71 (1H, ¢, 1-CH3), 2,76 (1H, c, 8-CH3), 4,23 (2H, ¢, 6-NH2), 7,34 (1¥, n, J = 3,2, 7-H), 7,60
(IH ¢, 4-H), 790(1H n, J= 32 5-H)

IX 1625 (C=0), 3140 (N—H) 2,36 (1H, ¢, 2-CHz), 2,71 (1H, ¢, 4-CH3), 2,58 (1H, ¢, 6-CH3), 2,68 (1H, c, 7-CHa), 7,07 (1H, ¢, 1-}), 7,09 (IH c,
8.H), 7,53 (1H, ¢, 11-H)*?

X1V 1:620 (C=C), 1210 (C—N) 2,48 (lH, ¢, 3-CH3), 2,62 (1H, ¢, 1-CH3), 3,51 (6H, c, 2'-N(CH3)2) 6,07 (1H, 1, J 6,6, 2' H), 7,11 (UH, x, J = 6,6,
1'-H), 7,17 (1H, ¢, 4-H), 7,60 (1H, n, /= 8,2, 7- H), 8,61 (1H, x, J = 8,2, 8-H)

XV 3200 (N—H) 2,51 (1H, ¢, 2-CH3), 2,67 (1H, ¢, 4-CHa3), 6,73 (1H, n, J = 5,4, 8-H), 7,06 (1H, », J = 5,4, 9-H), 7,28 (1H, c, 1-H),

7,43 (1H, g, J = 6,6, 7-1), 7,51 (1H, g, J = 6,6, 6-1), 9,23 (1H, ¢, N— H)

5 MK criexTpsl sanucaiibl B X10podopme, octansible — B Tabnerkax KBr,
** Cuekrpel [IMP sanucanbl B nupupune-D§ (TMC), ocranvhsie — B cDCla (TMC),




SKCHEPUMEHTAJIBHAL 9ACThH

Criextpel [IMP sanucaust Ha npubope Gemini-200 (200 M) 8 CDCI3 nns coepuuenwuii 1T, VIII,
X1V, XV u nupumure-Ds (sayrpennuii cragnapr TMC) — jna coeguuenuiz IV, VI, IX. YK coextps
3anmcans! Ha mpubope Specord M-80 B xnopodopme ans coepmuenuit I, VIII u tabnerxax KBr — gng
coequuenuii VI, IX, XTV. XapaxTepucTuxku cnﬁreanpoaamm COeIMHERMI IpMUBENEHEI B Tabn. 1, a
nanssie [IMP u YK coekTpos — 5 1a6:1. 2. KOHTPOIE 32 TUCTOTOM ¥ COMIEPIKaHMEM K3CMEPOR TIPOROAIT
¢ nomourero TCX na ruractunax Silufol UV-254 (IV) u Alufol (ocTansubie coenuuenus) .

Hcxomuaeie coegunenus (I, VII u XTH) cumresuposaus o [1].

O01mas MeToR¥Ka BOCCTAHOBIEHMA coenupenmi- I 1 VIL. BoCCTAHOBIEHUE HUTPONMPUIAUMEOS I 1
VII mpoBOAST BOGOPOLOM B METAHOJE C UCIIONB30BAHMEM B KauecTBe KaTanusaropa 109, namnanus ua
yrae. Tlocre oxoRYaEMs NOIOMeRUs Bogopoaa Pd/C oTduIBTPOBLIBAIOT, PACTBOPHUTENL YHApHUBAIOT,
OCT2TOK XpoMaTorpacbupyIOT Ha OKMCH AMOMHUEMS (SJH0EHT cMech Bernsom—xuopodopy, 1 : 1). Pac-
TBOPUTENb YIANSIHOT ¥ HOXy9aroT aMuusl 11 u VIII B Bue BI3KOTO JXEITOTO Macha. .

2,4,7,9-Tetpameranmaapuno[3,4-b : 2,3-f16enzo[bituoden (IV). Cvmecs 1,53 mmoms amuma I
u 10 Mn auerunanerosa xungrst 90 MyH Ha MacasHOM Oane. Oxaaxparor, aoGasasmoTr 0,5 Ma KOH-
LEHTPHPOBAHHOM CEPHOM KUCROTH! U KUNSTsT ente 30 mun. OXAaar0T, BHUIMBAIOT B U30BITOK BOIBI K
SKCTParupyioT xa0podopMomM. DKCTPAKT HPOMBIBAIOT PACTBOPOM OukapboHATA HATPUS ¥ BOIOM, CymLaT
Hay cymbdarom MaruHug. Pacteopurens yna.rimor, a ocraTtox npopyxra IV xpomarorpadupyor Ha
crukarene (anoeHT Oensox—arwiranerat, 10 : 1), cobupas dpaxumo ¢ Rr 0,64. Coegunenme IV
[EPEKPHUCTALIN30EBIBAIOT U3 GEH30NA. :

2,4- AmmeTrn-8-xapboMerokCrarnupunol3,4-6 : - 2,3-f10enzo[sjtnoden-7-(10H)-om (VI).
Cwmecs 0,88 mmons amura I u 0,9 MMors MeTHIOBOTO 3(DHpPa STOKCHME TUNEHMAJIOHOBOM KHUCIIOTHI B.S MIX
TONYONA KUNATST 4 4. PACTBOPUTENb YHAISHOT, 4 K OCTaTKy Nobasnszor 5 M nudenunosoro adupa u
xunsTaT eme 2 9. OXNa’xaarT, BBUIMBAoT B 15 M nerponeisoro sdbupa. Beinasmii 0Cag0K MUPUAMHA
VI oTdunsTpOBMBA0T, NPOMBIBAKT NETPONeHHHM. 2bHUPOM, CymAaT HAa BOIAYXE U
TEePeKPUCTAIIIMIOBBIBAK)T M3 M3OTIPOIIMIOBOTO CIIMPTA.- :

2,4,6,7-Terpamermnnummpunol3,4-b  : .2,3-flGenso[blmuodhen-9(10H)-on (IX). Cwmecs
0,95 mmose amuaa VHI, 5 M1 aneroykcycroro adwupa u 0,5 M Konueﬁrpmposaﬂnof& CEPHOM KMCIOTh
kunaraT 30 MuH. OXJIaXNaroT, BbUIMBAIOT B USOBITOK BOObI, HEHTPANIM3YIOT BOAHLIM DACTBOPOM Gu-
xapbonara ratpud. Boinasmmii ocanok coepunaenvs IX oThuAbTPOBBIBAIOT, IPOMBIBAIOT BOOM, CymaT
Ha BO3JYXE U NePEKPHCTAIIM30BLIBAIOT M3 M30TIPOIMIIOBOrO CIMPTa.

2,4- Tamerwamapuno|3,4-b}mappono[2,3-e]oenso[ bl Tuoden (XV). Cmecy 1,1 mmoOIB
aurponupuzura X1 u 1,3 smoms guMmerunaverans gumerundopvamuna 8 7 v JM®OA xungrar § 4.
VA30bITOK PACTBOPUTEIIS OTTOHSIIOT ITPY TIOHVDKEHHOM JiaBieryy. OCTaTOK BEUIMBAIOT B M30BITOK BOIBI U
SKCTPArUpYOT Xx30podopMOoM. JKCTPAKT MPOMBIBAIOT BOAOH M- CYIDAT Haj CyibdaTom marmus. Pac-
TBODUTEND YAAJITIOT, 4 0CTATOK — €HaMMH X1V NepeKpuUcTaIM30BBIBAIOT U3 METAHOMA.

Boccranasnusawt 1,05 Mvons emamund XTIV BOROPONOM B METAHOJE ¢ UCHONB30BAHMEM B
Ka4ecTBe KATAIM3aTOpa Naijgafus Ha yrie. 110 OxoHuaHMM norioulegsus sopopoaa Pd/C or-
hHIBTPOBBIBAIOT, PACTBOPUTENh YNADHUBAYOT, 4 OCTATOK NPOAYKTa XV NEepPEeKpUCTAIIUIOBBIBAIOT
u3 cMecu OeH30a—TeKCaH:
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