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HOBBI{ VIOBHBIIT METON CHHTE3A 3AMEN(EHHBIX
6,9-TATHIPOTINPHUIO[3’,2':4,5] TUEHO[3,2-5] TP IUHOB
B 6,9-JUrMIIPOITAPUANO[3,2":4,5 TUEHO[3,2-d] IMPUMUINHOB

1,4-Jyrunpo-3-uUMaHOTMPUIMHTHONATE-2 PearupyioT ¢ 2-0pom-1-(4-Gpombe-
HYT) STHIIMAEHMAIOHOHMTPIIIOM MUy N-11Ma HOXJIOpaLe TaAMMIHHOM ¢ 00pasosanyem 6,9-
murunpormprRo (3,2 14,5 tueno [3,2-b nupupunos wmam  6,9-purmaponupu-
rol3,2":4,5] tueno [3,2-d] mupuMuIMHOB COOTBETCTBEHHO.

Cpend TpOW3BOAHBIX TIHADHPOBAHHBIX NHPHAWHOB HANWAEHH BEINECTBA,
obajaromue pasfuYHBIMEA BHIAMH OMOJOTHYECKOH AKTWBHOCTH, B TOM YWCIE
kaprmoToraxy [1]. Ocobmi MHTEPEC NPEACTAB/ISIOT THAPHPOBAHHEEC THPHINHEEL,
KOHACHCHPOBAHHEIE C APYIAMHE TETEPONMKIAME, KOTOPHIE OOBEIMHIIOT B OFHOMI
MOJIEKYJAE HECKOMLKO NOJE3HBIX CBOHCTB. DMIIMKIMUECKAM THIPHPOBAHEEIM
cucTeMaM GbUIC MOCBAINEHO HECKOABKO pabor [2—7], onmaxo TPHIMK/IAUECKEE
CHCTEMBL 3TOTO KJIacca [0 CHX 10D OTMHCAHE He OBLIH.

Hamu pa3paboraH HOBBIA METOX CHHTE32 AUTHAPONEPHAOTHCHONAPHINHOB 1
TATHAPOIHPUTOTACHONMPEMALAMHOB HA OCHOBE 1,4-murmnpo-3-muasonvpugns-2-
tromaros (), 2-Gpom-1-(4-Opomderr) srmmmpenmanomonutpaaa (D) u
N-mmanoxyopameramuguga (1. Pearémter II m III wmmeror cxoxee
TPOCTPAHCTBEHHOE ¥ 3JEKTPOHHCE CTPOCHWE: OHM CONSPXAT HONBVIKHBIE aTOM
TafioTeHa, CBA3AHHBIA C KHUCHHM METHIEHOBHIM 3BEHOM; OOYCIOBIMBAIOMIAL
KHACIOTHOCTh TOCAETHEr0 AKOENTOPHAS TIpyliia COOEPXHT B Q-TOIOXCHAN
samectaTens CN, cHOCOOHBIA K KOHACHCAUHWYW. OTUM OOBSCHSETCS CXOLCTBO
MEXaHW3Ma HX B3aUMONCHCTBHUA C COSMHHECHUIMU |, 4 TAKXKe YCIOBHHA, B KOTOPHIX
oHO mpomcxomuT. OFHAKO HUMCIOTCS W ONPEACHACHHBIC PA3/uuyud B HOBEHCHUN
coemmuenmi 11 u I11.

Ha meproit cragum TPOVICXODUT PETWOCEACKTHBHOE AJKHIHPOBAHME
murmpponupyanETHONaTos I pearerramu 11 m 11T mo atomy cepsl ¢ obpasosanmem
coermaenwnit IV 'V coorsercraerro. Ilpw ncmompsosanyu 2-6poMITHIMACHEMAIO-
woruTpria Il sTa peaxmus XopoImo IPOTEKAET HEHOCPEHACTBEHHO ¢ IHAIECDAAMEH-
esoit compio 1, a B cnydae N-nmaxoxnopaneramuznmea III, atom raiorena B
KOTODOM MEHEE AaKTHBEH B HYKJCODHILHOM 3aMCIICHWH, OMS YCHOEHIHOTO
UPOBEACHAS NpPOUECCa HeoOXOMMMO NEPEBECTH NUNCPHAMHUEBYI0 COib I B
KaJHEBYI0, YTO JOCTUraeTcs aodasienneM K peakimonHon cmecr KOH.

3aMeuienue TaJI0reHa Ha atoM cepel B coemmuenmsax 11 m 111 amaumtensHO
TMOBHIMIAET KHCAOTHOCTh METHJICHOBOTO 3BEHA, ~ UTO [EJIACT BO3MOXHEIM
xognencanmo no Topony—LUwrmepy B mponykrtax IV m V. Oma mpotekaer
CaMOIIPOU3BOIBHO B YCIOBHGX PEaKIUM, TOSTOMY BHIAEIUTh coenuHennda IV u V
He ymaercs. B pesyabTaTe yKas3aHHON KOHICHCATWH NPOMCXORUT 3aMBIKAHKE
THOGMEHOBOre HHMKIA C o0pasoBasmeMm nmmz(pomenonnpmmﬁos Vi n VI
COOTBETCTBEHHO. )

B coemumemmax VI m VIL amumo- ¥ DOHAHOTPYNOH  PACIOJOXEHEL
GaTONPUATHG IS 3aMBIKAHEAS IMECTHUYICHHOTO IWKJAA, KOTOpOe, Kak OBUIO
IIOK23aHO HaMu paree [8 ], MOXeT KaTamanpoBaThCa M KHUCIOTOH, M OCHOBAHHUEM.
B ciayuae mpowsBOMHBIX MANOHOHUTPHIA UAKIM3ANHAS TIPOUCXONAT CAMOIIPOVI3-
BOJIBHO, B YCJIOBHSX Deakmyd #H NOIYunTh CoefmHEcHme VI He ygpaercs — H3
PEaKIMOHHON CMECH Cpa3y BHIAEIAIOTCH KOHEeuHBE 6,9-murmaponwmpmmo-
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XapakrepHCTHKH  CHHTC3HPOBAILIX

coeuHeHuin

- Bpyrro-

- 2‘;:%%: T;m, °C “popMyna Briunciiero, % HK cnexip, CM"l 'Cnem'p [IMP, AMCQO-Dg, M. A, KCQB ({), Iy Brixog, %
; C : c H N '
VIa s - |0 276 CyoH,1N5038 "58.44 5.09 | 17,23, | 3428, 3302, 3207 (NH), | 1,15 (3H, 1, J = 7, CH2CII3), 2,25 (3H, ¢, 6-CH3), 3;66-(3H, c, 99
oo : 58,38 5,14 17,02 | 2184, 2153 (CN), 1697 | OCH3), 3,93 (2H, x, J = 7, CH2CHH3), 4,95 (1H, ¢, 4-H), 6,74 u
. (C=0), 1645 (C=N) 7,16 (4H, AA'BB', Hay), 6,75 (2H, ¢, 3-NH2), 7,34 (2H, ¢, NH2
_ - L : . » ' "amupuHoBas), 9,95 (1H, ¢, 7-NH)
VI_I6 - 1196...197 | C1gH16FNsOS 58.39 4,38 | 19.20 | 3452, 3324, 3180 (NH), 2,12 (3H, ¢, 6-CH3), 2,31 (3H, ¢, COCH3), 5,17 (1H, ¢, 4-H), 81
R ) 58,52 4,37 18,96 | 2178, 2138 (CN), 1668 | 6,98 (2H, ¢, 3-NH2), 7,05 2H, 7, J =9, 3,5-lAv, 7,32 (2H, .
: (C=0), 1608 (C=N) n, J1 =9, J2 = 5,5, 2,6-Hay), 7,39 (2H ¢, NHz amuagunosas),
i ) 10,07 (IH ¢, 7- NEH)
Villa 208...209 | CogHp3BrN403S " 58.52 4.10 9.65 | 3460, 3322 (NH), 2210 | 1,20 (3H, 1, J = 7, CH2CH3), 2,40 (3H, ¢, 7-CH3), 3,69 (3H, c, 82
: : 58,44 4,03 9,74 | (CN), 1690 (C=0), 1625 OCHB), 4,05 (2H, k, J =7, CILCH3), 5,32 (1H, ¢, 9-H), 6,70
: ) (C=N) (2H, ¢, 2-NH2), 6,76 v 7,27 (4H, AA'BB", H-9a0), 7,56 1 7,82
o . . ‘ (4H, AA'BB', Ha-ap, 10,21 (1H, ¢, 6-NID
VIls 210...212 | CysH18BrN5sO33 35,68 3,33 12.65 | 3480, 3380 (NH), 2210 |- 2,15 (3H, ¢, 7-CH3), 2,37 (3H, ¢, COCH3), 6,01 (211, ¢, 2-NH>), 41
. . . - 55,72 3,24 12,50 | (CN), 1645 (C=0), 1604 | 6,34 (1H, ¢, 9-F), 7,37 (IH, 0. n. n, J1=8,4,J2= 6,7, J3=2,1,
' (C=N), 1533 (NO2) 4'-H 9Ar), 7,50 w 7,75 (4H, AA'BB’, 40, 7,54...7,69 (2H, ™,
: 5,6'-Ho-AD, 7,85 (1H, 1. 1, J1= 38,4, J2=1, 3'-Ho.Ar), 13,5 (1H,
IR . - ) yul ¢, 6-NH)
VHIr 270 CasH19BrN4O,8, 34,51 3.42 | 10,02 | 3450, 3290 (NH), 2210 | 1,20 3H, t, J =7, CH2CH3), 2,38 (31, ¢, 7-CH3), 4,09 (211, x, 55
- 54,45 3,47 10,16 | (CN), 1680 (C=0), 1620 | J =7, CH2CH3), 5,65 (1H, ¢, 9-H), 6,78 (2H, ¢, 2-NH2), 6,83
‘ (C=N) QH, M, 3 ,4'- ”f)-wemm) 7,19 (1H, a0, /=5, § H9-me1mn) 7,56
. i . . . u 7,80 (4H AA'BB', H4-Ap, 10,33 (1H, ¢, 6-NH)
1Xa . 185...186. CylyN5035 §8.31 5,22 17.16 | 3480, 3350 (NH), 1695 | 1,15 (3H, 1, /=7, CH2CH»), 2,32 (3H, ¢, 7-CH3), 3,65 (3H, c, 67
) ) 58,38 5,14 17,02 | (C=0), 1610 (C=N) ‘OCH3), 4,01 2H, x, J =17, CH2CH3), 5,19 (IH, ¢, 9-1), 5,70
) ' ) (2H, ¢, 2-NH2), 6,50 (2H, ¢, 4-NH2), 6,73 u 7,16 (4H, AA'BB',
- . : ) : : : . Har, 9,89 (1H, ¢, 6-NH) ]
“IX6 1216...217 | C13H;16FNsOS 58.48 4.33 | 19.15 | 3324, 3210° (NH), 1652 | 2,08 (3H, ¢, 7-CH3), 2,38 (3H, c, COCH3) 5 32 (1H, ¢, 9-H), 80
- ; S B 58,52 4,37 18,96 | (C=0), 1600 (C=N) 5,80 (2H, ¢, 2-NH32), 6, 57 (2H, ¢, 4-NH2), 7,01 (2H, 7, J = 8,5,
’ -, 5 -Hap, 7,38 QH, o, x, /1= 8,5, J2=5,5,2'-, 6'-Hap, 10,04
“(1H, ¢, 6-NH)
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B=nunmepupus, I, IV—IXaR= C5H40Me -D, ri= OFEt; 6R CgHsF-p, R 12 Me;
B R =CgHsNO2-0, R* Me;rR= 2-TMBHYUI,R OEt

[3,2":4,5 Itmeno [3,2~- b]HHpI/I):(HHI:I (VIID. lIJI&I TIPOWSBOIHBIX LHAHAMANMHA, B
KOTOPHIX _3JEKTPOPIIHEHOCTD HKTpI/IJ'II:HOI/I TPYTIITH! DOHWXEHA BCAEICTBHIE
CONPSIXEHAS C aToMoM N, CAMOTIPOM3BOIBHON LUK/TH3AIAA HE Ha6mo;1ae'rcsr o u3
peakuuOHHON cMecH yraerca shimeauts coemuaerws V1L Tlocoename samMekaror
ZII/I&MEIHOIIHPHMI/IHKHOBHH IAKIT B ycnoBmax xumeyroro xatanmsa (HCI, MeOH),
obpasya 6,9-murunpommpuno [3',2':4,5 Irueno [3,2-d Inapuvmmasr, (1X).

Crpoenre NOIyYSHEBX COSAMHEHNI TONTBEPXAEHO NAHHBIMI 111 9MP v UK
CUEKTPOB; § TAKKE PE3Y/IbTATAMY DIEMEHTHOTO ARAHM3A. OtHecedue CUrEajaos B
conekrtpax H YMP npoBoguiaocs HA OCHOBAHEEW CPABHEHHUS -CO CUCKTPAMHE
IMOJHOCTHIO APOMATHYECKHMX COCOUHEHWN STOTO KJIAcCad, CTPOCHHE KOTOPHIX
onHO3HAYHO ycTanoBaeHno MeronoMm PCA [9].

MarkocTs yCmOBME Ha BCeX CTAagMax CUHTE3a HOSBOJSET COXPAHHTH
He3aTpoHyToH 1,4-AUTHApPONVPUIRHOBYK) CUCTCMY ¥ RAHHBIM METOH SBISETCIT
EMUECTBEHHRM, IMO3BOIMIONTNM TIOIYYATh TPEXAHHEHPOBAHAEE THIPUPOBAHHEIE
nrpunuresl. TaxaMm o6pasoM, HAMM BIOEpBHE pa3paboTaH METOH PErmOCENeKTHE~
HOIO CHHTE33 (PYHKIMOHAIBHO 3aMEeHHHX 6,9-murunponwpuro{3’,2:4,5 Jrue-
70[3,2-b Jmupumusos w 6,9-murunponmpumo [3,2:4,5 ruewo [3,2-d lrmpuMunm-
HOB.
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SKCIIEPUMEHTAJIBHAY YACTE

WK cnextps! cHuMamy Ha nprbope Specord M-80 s rabnerxax KBr, chnekrTpsl 'H 9MP — ma
npubope Bruker WM-250 (250 MI'n) B pacrsopax JIMCO-Ds. DnemenTubil aHAIME NPOBOXMWIM HA
npubope Perkin-Elmer C,H,N-analyser. Boxofbl 1 XapakTepHCTHKH HOTYSEHHbIX COCHHEHMIT Mpeji-
CTaBJICHbI B TA0MHIE.

Vicxopmeie coenunerms la—r, 11w HI 6p1m Mogyuess! o u3BeCTHEIM MeTofukaM [2], [10] u [11]
COOTBETCTBECHHO.

3-AMEHO-2- (AMUEOTHAHMMIHOMETH) -4, 7-muruaporueso [2,3- bl unpunuasr (Vila,6). K pac-
TBOPY 5 MMOmb cosmu 12,0 B 20 M coupra noGasnsor 5,0 mvoms KOH (109 sonmsrt pactsop) u
5,1 mmomB N-uuaﬁoxnopauemwnmm III. Cmeck srinepxuBaor 0,5 9 IpU KOMHATHOI TEMIIEPaType,
)1063.3}15{}0’1‘ BOXY HO .TICFKOI‘O TIOMYTHCHHMS M OCTABJISIOT KPHUCTAILIM30BAaThCE HA HOYb. Brmagmue Kpﬂ—
craywm! coenpresns VII oTdhHIBTPOBBIBAIOT, IPOMBIBAIOT BOJOM M CYMIAT HA BO3AYXE.

2-Amun0-6,9-gurEIpo-3-nuanormpuno[3',2 :4,5] ueno[3,2-b] nupunnast (VIHa,B,r). K pac-
TBOPY 5,0 MMOnE cojt Ia,B,r B 20 Mt cmupra mobarnsor 5,1 Mmous 2-6pom-1-(4-Gpombern) sty
menManonoauTpria I, moayguerHy:o cMecs BeiaepxmeaioT 10 My nipu 40 °C u panee npuvepro 16 9
TIpM KOMHATHO!H TeMIIepaType. Boinasnye xprcrauist coeruneruda VI ordrusTposeiBaioT, IpoMbisa-
IOT CITUPTOM, FeKCAHOM H CYIIAT HA BO3TyXe. '

2,4-Tuavuno-6,9-muraaponupaxo[3’,2":4,5 tueno[3,2 ] mpamuxans (IXa,6). K cycneHsum
5,0 mvons THesomuprmmaa VIIa,6 B 20 M MeTanona gobasmsiror 2 vt 35 %, sommoii HCI u nepemens-
BArOT 2 1 IIpU KOMHATHO# TemmiepaType. Tocie STOr0 PeakiMOHHYIO CMECh HEHTPAIU3YIOT PACTBOPOM
COJBI, BBITABIUME KPHCTAIUIBI NPORYKTa IX OTOHIBTPOBBIBAOT, IPOMBIBATOT CIIMPTOM, TEKCAHOM M CYIHAT
HA BO3AYXeE.

Paboma esinonHena 6 pamkax Poccuiickozo onda GyHOAMEHMATBHBLX
uccredoeanuii (epanm Ne 94-03-08823a).
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