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HccnemoBan MexaHW3M MHOTOKOMITOHEHTHOM PEaKIUi aMHHOA30JI0B, 1-MOP(OIHHO-2-HUTPOATKEHOB 1 OCH3aNbCTH/Ia B KUCIIOH Cpee.
Y CTaHOBJICHO, YTO MPH MPOBEACHUH PEAKIIUU B YKCYCHON KHUCIIOTE 00pa3yroTes 6-HUTpO-5-denun-4,5,6,7-tretparuaponupasonol1,5-al-
MUPUMHUIMHBL, B JaJbHEHIIEM IpeTepIeBaone NeperpynnupoBKy. [IpeaioKeHsl yCIoBHs Ul [IPOBEACHHUS MHOTOKOMIIOHEHTHON
peakimu ¢ TprokcaHoM. [1000paHbI yCIOBHS aNKMINPOBAHHS HUTPOCOAEpKAIIUX 4,7-auruapoasono[ 1,5-a]nupumMuanHOB.

KioueBsle caoBa: a3oio[1,5-almupumunuss, 4,7-muruapoasonol1,5-a|mupuMuInHel, HAITPOCHHTOH, HUTPOCOETNHEHUS, alIKIITHPOBa-

HUEC, MEXaHU3M PCAKIINHA, MHOTOKOMIIOHCHTHAA PCAKIIUA, 9K30-Pa3phIB.

Ha cerognsiimnuii geHp coeanHeHus psaa azono[ 1,5-al-
MIMPUMHIMHOB HAaXOJAT NMPUMEHEHHE B PA3JIMYHBIX 00IacTsX
OPraHWYEeCKOTo CHHTEe3a. TOJIBKO 3a MOCIEIHUN IO/ OIyOmH-
KOBaHO MHOXKECTBO paloT, KacarolMxcs OHOJIOTHYECKOil
AKTHBHOCTH TOJOOHBIX COeIMHEeHHI,' 1X GOTODHU3MIECKHX
CBOJCTB,” KOMILIEKCOB ¢ MeTannamu.” He Menee mHTEpec-
HBIMH H TIEPCIIEKTUBHBIME C TOYKH 3PEHHSI CO3/TaHUS MEH-
LIUHCKHUX IPENapaToB SBIAIOTCS CTPYKTYPHI, COAEpIKaIine
JWTHIPOIMPUMHUIMHOBEIH ki’ (puc. 1). OIHEMH U3 Mano-
HCCIICIOBAHHBIX IPOM3BOIHBIX MOJOOHBIX T'ETEPOIMKIOB
ABISIIOTCS  6-HUTpoasono[ 1,5-a|mupumuannel. Hemamn wu
cotp.’ B MPOIIOM FOy TMOCBATHIH 0030p HUTPOCOIEPIHKA-
LIYM JIEKapCTBEHHBIM IIpenaparaM C LeIbl0 IeMOHCTPaUH
YHUKaQJIbHOCTH MEXaHNW3Ma OMOJIOTHYECKOTO JIeUCTBHS HUTPO-
rpymmsl. OcoGeHHOCTRIO Ke 6-HuTpoa3ono[ 1,5-a]mpumu-
JIMHOB SIBJISIETCS HE TOJIBKO HajlMyMe OHOJIOTHYECKOit
AKTUBHOCTH B OTHOIICHHH BUPYCOB,’ CEICHca, CaxapHOro
nuabera,’ HO M BO3MOXHOCTH BBICTYNATh ckaddosmamu
JUISL CO3[JaHMs TeTepOaHHENNPOBAHHBIX TyPHHOB.

© 2020 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

HecmoTpst Ha OTPOMHOE KOIHYECTBO M3BECTHBIX CHHTE-
TUYECKUX MOAXOAOB K a30i0[l,5-alnupumuannam, cyuie-
CTBYET BCET0 HECKOJILKO MPUMEPOB MONy4deHHs 4,7-TUruapo-
6-HUTPONPOM3BOAHBIX. © [109TOMY, pa3paloTka METOIOB
CHHTE3a TAKUX CHHTETHYCCKU MPHUBIICKATCIBHBIX U MOTCH-
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[IMaJIbHO OMOJIOTHMYECKN AKTUBHBIX COEAWHEHHH OCTaeTCs
aKTyaJIbHOM 3ajzadeil. B cBorwo ouepenp, HccieaOBaHUE
MeXaHHn3Ma MNPOTEKAIOUIET0 IPOIlecca HE TOJbKO BHOCHUT
BKJIaJ B TNOHMMaHHE IIPOLECCA, HO M OTKPHIBACT HOBBIC
MyTH MOAM(HUKAINHU MOTy4aeMbIX COCAWHEHUH, MO3BOIIS
CHHTE3MpPOBaTh M JpyrMe TeTepOLUKIbl Ha OCHOBE
POACTBEHHBIX CHHTETUYECKHX SKBUBAJICHTOB.

IIpomomxkast Hamie MpeAbIAyINEe HCCICIOBAaHUE II0
cunTe3y 4,7-muruapoasono| 1,5-a]mipumuneos,' B HacTos-
meil paboTe MBI TpEACTaBIsIEM MEXaHH3M 00pa3oBaHUs
paccMaTpuBacMBIX TETEPOIMKIIOB B YCIOBHSIX MPOTOHHBIX
KHCIIOT, WX METHIMPOBAaHHE, a TaKke BO3MOXKHOCTb
NPOBEJCHUST MHOTOKOMIIOHEHTHOT'O  IPEBpALEHHUs C
UCIIOJIB30BaHHEM TpUOKcaHa (cxeMa 1).

Cxema 1
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X =N, CCO,Et; Y CH, CSMe; R = H, Me

R'=0OH, \) RZ-PhH

YcTaHOBIIEHO, YTO TP MPOBEICHUH MHOTOKOMITIOHEHT-
HOW peakmnuu S-amuHO-1H-nmpazon-4-kap6oxcunara (1b),
4-(2-autpoateHun)Mopdonuna (2a) u 6enzanpaeruia (3) B
AcOH mpu KOMHATHOH TeMmmepaType oOpaszyercs 3THII-
7-(MophomuH-4-1)-6-HUTPO-5-Permn-4,5,6,7-TeTparuapo-
mmupazono| 1,5-amupumunus-3-kapookcunar (5¢) (cxema 2b).
OTO0 IOBOJIBHO HEOXKUIAHHBII pe3yIbTaT, HOCKOJIbKY paHee
MBI YCTaHOBHJIM, YTO TIPU TPOBEJICHUH aHAIOTMYHON MHOTO-
KOMIOHEHTHOW peakunn npu kKatammse BF;-Et,O mpu
KOMHATHO# TemIteparype obpasyercst azomuieHamnn 4'%°
(cxema 2a), KOTOpBI B JalbHEWIIEM IpH HarpeBaHUH
LUKJIU3yeTcss C OCH3albIErHJOM B COOTBETCTBYIOIINI
onmmKIndecKkuid reteporukia. OmHOW W3 0COOEHHOCTEH
peaknun 3-(metwicynbhannn)-1H-1,2,4-Tpuazon-5-aMnna
(1a), 4-(1-mutponporn-1-en-2-mn)mopdonuna (2b) u Oens-
anmpaernaa (3) sBiseTcs IUKIN3ANS 10 PasiIMIHBIM TeTepo-
OUKIMYECKIM aToMaM a30Ta ¢ 00pa30BaHHEM IPOIYKTOB
S5b u Sb' (compoBoauTeNbHBIE MaTEepHaNbl). JTH COENU-
HEHHs OXapaKTepHU30BaHbI B BUJE CMECH, IOCKOJIBKY OHH
UMEIOT ONM3KYI0 pacTBOPHMOCTH JUIA Ppa3feNieHHs X
METOJIOM NEPEeKPUCTAIIN3ALNY, & NIPU TMOMBITKE XpPOMAaTo-

Cxema 2. MHOIrOKOMIIOHEHTHBIE pEaKIUH NP KaTaau3e
a) BF3‘Et20, b) AcOH
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+ + R 4
) 1a, a, T 2Y, Lo Js
X73a N~ “Ph
5 H
5a—d

1aX=N,Y=CSMe; b X=CCOyEt,Y=CH
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5¢ (0.5 h, 51%) 5d (4 h, 31%)

* The yield of the mixture is given on the basis of "TH NMR spectrum.

rpaduuecKkoro pasaeieHus Ha cuiukarene B JM®DA
OCMOJISIOTCSI.

ITpn mpoBeneHNMN MHOTOKOMITOHEHTHOM PEaKIMH aMHUHO-
azonoB la,b ¢ ydactuem 1-mopdosnHO-2-HUTpONpONEeHA
4-(1-uutponporn-1-en-2-un)mopdonuna (2b) obpasyercs
STHI-7-TUAPOKCH-7-METUI-0-HUTPO-5-penmn-4,5,6,7-Tetpa-
rugponupaszono| 1,5-amupumuanH-3-KapOoKcHiIaT (5d)
(cxema 2b). [laHHBIH pe3yibTaT MOXKHO OOBSICHUTH MEHEE
CTEpUYECKU 3aTPYIHEHHOM CUTyalleil B Cilydae MMApPOKCHIbHOM
TPYHIIBI TI0 CPABHEHHIO ¢ MOP(OINHOBBIM 3aMECTHTEIIEM.

B cnexrpe 'H-">C HMBC coenunnenus 5¢ HaGmonaercs
B3aumo/eiicteue Tpymmbl 4-NH ¢ atomom C-5, KOTOpBIH, B
CBOIO Ouepelb, MPOSIBISAET B3aUMOJCHCTBUE C TpyNIaMu
CH ¢enmnbHoro ¢pparmenra. Atom C-6 B3anmMonencTByer
¢ obenmu rpynmamu curHanoB 5-CH u 7-CH, a atom C-7
nposiBisier cnaboe B3amMojeiictBue ¢ rpynmamu CH,
MOP(hOIMHOBOTO 3aMeCTUTEIIA (pHC. 2).

(0]
W,
H
N<y NO,
N
EtOOC H‘/A
5¢c

Pucynok 2. Kimouessle B3aumoneiictaus B cekrpe 'H-"C HMBC
COeTMHEHHS S¢.
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Cxema 3. [Ipennonaraemslii MexaHn3M 00pa3oBaHus 6-HUTPO-5-Genmi-4,5,6,7-rerparuapoasono| 1,5-a|nupumuauHoB Sa—d

O
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Cxema 4. [Ipeanonaraemas nociae0BaTeIbHOCTb IIPEBpaIeHUI IeperpyNIHpPOBKU
6-HUTpO-5-(henmi-4,5,6,7-Terparuapoasono| 1,5-amupumunuaa Sc
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HOCKOHBKy peakusa NpoOTEKAET TOJBKO NPHU HAJIUYHUU B CHeI[yIOH_[I/IM 3TarIoM pa60TLI ABJISIJIOCH TIPOBCJACHUC
peaKHHOHHOﬁ CMECH BCCX TPCX HUCXOAHBIX KOMIIOHCHTOB, MHOT'OKOMITOHEHTHOM peaknun C HCIOJb30BAHUCM TpH-
MOXXHO MTPEAINOJOKUTb, YTO INEPBOHAYAIBHO IPOUCXOAUT okcana 15. Ham Obwuio HWHTEPCCHO MNPOBEPUTH, MOKHO JIHN
obpaTuMoe MPHCOEAWHEHHE HUTPOCHHTOHA 2 K MHUPHAM-  MPHMEHHTH JJII MHOTOKOMITIOHCHTHOW peakimu amudaru-

HOBOMY aToMy a30Ta a3ona 1 ¢ oOpa3oBaHMeM aigykTa 6  4ecKMi anbierui, U KakuM oOpa3oM HoBeneT cebs ero
(cxema 3). Jlanee mpotekaer peaknmss KuéBenarens ¢ ckpbitas Gopma. Tak, Obut0 0IpoOOBaHO HECKOIBKO YCIIO-

ayu-uutpodopMoil ajgmykra 6, 3aBepluatomasics o0pa3o- — BHI JUId ONpeNeNeHus] ONTHMAIBLHOTO criocoba mpoBe-
BaHueM 7-(MopdonuH-4-1n)-6-HuTpo-5-pennn-4,5,6,7-retpa-  aeHust peakiuu (tadm. 1).

rugponupasono[ 1,5-a|mupumuanaos  Sa,c nmbo  depes Ucnone3oBanne BF;-Et,O mpuBoauT mume k oOpaso-
MIPOXYKT KOHAeHcanuu 8, m1bo cpa3y u3 HuTpocnupta 7. B Bauwmio azoimineHamuHa 4 (Tadi. 1, omsIT 1), 4To yKa3piBaeT
clydae wucrHonbp3oBaHusa 4-(1-HuTpompom-l-eH-2-mwI)MOp-  Ha TNPEANOYTHTENBHOCTh  HCIONB30BAaHMA IPOTOHHBIX
¢domnuHa (2b), oOpa3syromiuecs reTepolrKibl moasepralorcst  kucinoT. AcOH Hukak He mnposiBuiia ce0si B JaHHOI
HYKIICOQHIPHOMY 3aMeIIeHuIo, B KoTopoM Mopdomu-  peakuuu (ombIT 2), a ucnonb3oBanue TsOH-H,O moszBo-

HOBBIH ()parMeHT 3aMenaeTcss Ha T'HUAPOKCHUIBHYIO JIAJIO TIOJYYIHTh IPORyKT 16b ¢ HU3KMM BBIXOIOM (OIBIT 3).

rpymnmy.

Jlanee Mbl IBITAIACh HATPEBATb TETEPOLMKI 5¢ B Ta0auna 1. OnTumu3anus ycnoBuil nonydeHus coequHeHns 16b

AcOH. KIO HalleMy YyJIUBIICHHUIO, MBI TOJYYHIIHM YK€ /N\NH | NO2 o0 /N\N NO,
M3BECTHBIN - OTUI-6-HUTPO-7-(heHn-4, 7-uruaponpasono- = M N + k ) — _— |
[1,5-a]nupumunaun-3-kap6okcunar (14¢) (cxema 4). O6pa- COOEtNH2 © O 0 cood N Me
30BaHME NpoAyKTa 14¢ yka3blBaeT Ha NEPErpyHIUpPOBKY 1b 2b © 16b
COEIMHEHUSI 5¢ B KHUCIBIX YCJIOBUSAX IPU IOBBILICHHOMN

PactBo- Temmnepa- o
temneparype. [Ipeanonaraercs, 4ro a3oJONUPUMHINH Sc OneIT - Katamusatop  Bpewms, u Typa, °C Beixon, %
MIPETEPIEBACT IK30-PA3PbIB B A30JIbHOM LIMKIIE II - :
pereprienac pasp SOMILHOM HHIIIC TIOM 21 1 n-BuOH BFyEt,0 2 120 -
ctBueM AcOH, compoBOXKAAIONIMICS TayTOMEPHBIM TpeBpa-
menneM (uHTepMenuaTtsl 9«<>10) ¢ oOpa3oBaHMeM TeTpa- 2 AcOH - 2 120 -
ruaponpuMuanHa 11, KOTOpbI B TAJIbHEHILIEM Yepe3 TayTo- 3 n-BuOH TsOH H,O 2 120 21
MepHBI 1uK1 12 mukimsyercs B Oojiee CTaOWIBHBIN 4 p-BuOH Konm. H,SO, 2 120 23%
azoonupuMuauH 13. PaCCMaTIIZI/IBaﬂ 0030p 1o cmocobam 5 iPrOH Ko H,SO; 5 120 51
pacueniaeHuss HMHJAOJHM3MHOB, MBI HE OOHApPYXUIH (aBTOK/IAB)
MIPOTUBOPEYHIA C MPEANOIAracMON CXEMOH. * BBIXOJ{ LIENICBOTO BEILIECTBA B CMECH HA OCHOBAHMIH JAHHBIX criektpa SIMP 'H.

1467



Chem. Heterocycl. Compd. 2020, 56(11), 1465-1472 [ Xumus cemepoyuxn. coeounenuii 2020, 56(11), 1465-1472]

HcnonbzoBanne H,SO, Mo3BONMMIO HEMHOTO YBEITUYHTH
BbIXOJ MpoaykTta 16b (ombIT 4), 0AHAKO, TOMUMO OCHOB-
HOTO 3THJI-5-MeTUI-6-HUTpo-4,7-nuruaponupasonol1,5-al-
puMHInH-3-KapOokcunara (16b), obpaszoBeBaincs OyTui-
5-Metun-6-HuTpo-4,7-muruaponupasonol| 1,5-a mapumu -
3-xapOoKCHIIAT B COOTHOIICHUU Ha BBIZEJICHHOE BEIIECTBO
1:2. ITosToMy MBI TONBITANIUCH HPOBECTH PEAKIUIO B
CTEKJSITHHOM aBTOKJIABE, HCIIONB3Ys CTEPHUYECKH 3aTpy.l-
HeHHbIM i-PrOH B kadecTBe pacTBOpUTENs, U MOIYyUUIH
rereporuks 16b ¢ BeixogoMm 51%. Taxkum obpazom Hamu
ObUM TIONMydYeHsI 1Ba O-HUTpO-4,7-muruapormpasono|1,5-a]-
MUpUMHUINH-3-KapOokcmnata 16a,b co cpemHIMH BBIXO-
namu (cxema 5).

Cxema 5. [Toxyuenue 6-autpo-5-R-4,7-auruaponupasono-
[1,5-a]mmpumuins-3-kapbokcunaTos 16a,b

NO
N< 2 N< N02
— + R N + —_— — N R
NH» o)
COOEt K/o 15 EtOOC H
1b 2ab 16a R = H (39%)
i- HoSOy, i-PrOH, 120°C, 2 h, autoclave b R =Me (51%)

[TonpITKa BOBJIEYHL B MHOTOKOMIIOHEHTHYIO PEAKIHIO C
TPHOKCAaHOM He3aMeIleHHbIH 3-amuHomupason (1c¢), it
KOTOPOTO PEaKIysl Tepe3TeprupuKanuy HeBOZMOXKHA, K COXKa-
JICHWI0, HE YBEHYalach yCHeXOM. AHAJIOTWUYHBIA HEYAAYHBINA
pe3ynbTatr ObLI MOIYYeH W MPHU UCIONb30BAHUM 3-(METHII-
cynbdanmn)-1H-1,2,4-tpuazon-5-amuaa (1a) (cxema 6a).
Tem He MeHee MbI OOHAPYKHJIHM, YTO MPU UCIIOJIB30BAHHH
3-amuHonmpasona (1¢) B MHOTOKOMIIOHEHTHOM peakiuu ¢
HUTpOCHHTOHOM 2ab m Oen3ampnerunoMm (3) mpu Kom-
HaTHOI Temmepatype B AcOH cpasy o0pa3yroTcst 6-HUTpO-
7-benmn-4,7-nuruaponupaszono[ 1,5-aJnupumuannsr - 14e,f
(cxema 6b), 4TO yKa3bIBaeT Ha BBICOKYIO PEAKIIMOHHYIO
CIOCOOHOCTh MCHOJIB3YEMOT0 IATHYICHHOTO TeTepOLUKIa
1¢ ¥ CBSA3aHHBIX C HUM HHTEPME/IHATOB.

Cxema 6. @) BzanmoneiictBue ammna0a3010B 1a,c,
HUTPOCHUHTOHOB 2a,b 1 Tprokcana 15.

b) IMonyuenne 6-HuTpO-7-Hernn-4,7-TUruaponrpasono-
[1,5-a]mupumuunos 14e,f

a) NO i-PrOH
/!\'\NH JI 2 O/\O H,SO, Y/E\I\N | NO,
Y, VNG
&gLNH+R N ' ko) \f?kN R
tac L\/O 15 H
2ab 16
b) NO, Ph

2aR=H
b R =Me

14e R=H, 2 h (60%)
fR =Me, 15 h (44%)

Jlanee MBI UCCIIEJIOBAIN BO3MOXKHOCTD ATKUITMPOBAHHS
6-HuTpO-4,7-nuruapoasono[ 1,5-alnupumuaunos 14a—f u
16a,b. KucnorHele cBoiicTBa a30THUCTBIX T'€TEPOLIMKIIOB,
colepKaluX 3HIOLMKIMYeCKyto rpynny NH, sBistorcs
OJHON M3 MX TIJAaBHBIX XHMHYECKHMX OCOOEHHOCTEH: BO-
MIEPBBIX, MOSBIIACTCS BO3MOXXHOCTh (DYHKI[MOHATU3AINH

Ta0auna 2. Ontumusanus yciaoBui noixydeHus coequHenus 18c

Ph Ph
N~ NO; N NO,
4 N)j/ —B> 7 N | —_—
— — ©
N N
EtOOC H EtOOC
14c Ph 17
N~ NO,
— ¢ N |
—
N
EtOOC Me
18c
OrbiT Pactso- OcHoBaHue MeT%Jmpy- TeMneE)a- Brixon, %
puTENH FOIIHIA areHT Typa, °C
1 IM®A NEt; Me,SO, 70 -
K,COs
2 IM®A (1.5 7x8.) Mel 55 (aBTOKJIaB) 73
K,COs
3 IM®A (1.5 5B.) Me,SO, 55 58
1) EtOH
*
4 2) IMOA NaOH Mel 55 (aBTOKIIAB) 65
1) EtOH
%
5 2) IMGA NaOH Me,SO4 55 55
1) TT®
%
6 2) IMDA NaH Mel 55 (aBTOKJIAB) 19

* Metoauka ¢ Beigenennem conu 17. IepBeiit pactBopuTens — 1t oOpa-
30BaHUs COJIH, BTOPOH — JUIsl aJIKUIMPOBAHUS

CTPYKTYpbI, BO-BTOPBIX, 00pa3oBaHHE COJM HA HOPIIKH
YBEIMYMBAET OWOJOCTYIHOCTh CaMuX 6-HUTPO-4,7-1u-
runpoasono[ 1,5-alnupumuaunoB. IlockonbKy pOACTBEH-
HBIe 6-HUTPOoa30o[ 1,5-a [miprumMuIrH-7-0HBI CIOCOOHEI 00pa-
30BBIBATH COJIM C HEOPraHMYECKMMH KaTHOHAMH,™® Hamu
Obuta OnpoOOBaHa BO3MOXKHOCTh KaK OJJHOCTAJMAHOTO aJIKH-
JMPOBAHMS HCCIICyEMBIX TETEPOLMKIIOB, TaK W AJKHIH-
POBaHMS C BBIJICTICHHEM IIPOMEKYTOYHON conn (Tabm. 2).

Hcnonb3oBaHHe OpPraHMYECKOro OCHoOBaHMs (Tabm. 2,
ombIT 1) He MpuBeENO K 00Pa30BaHMIO ILIEJICBOTO MPOJYKTa
METWINPOBAHUS, ITOCKOJIbKY PEAKIHOHHAS CIOCOOHOCTD
OCHOBaHHMS OKa3ajgach HEIOCTATOYHOH g 0Opa3oBaHUA
COOTBETCTBYIOLIEH comu. MeTunupoBanue 6e3 BBIACICHUSA
MPOMEKYTOYHOU CONU (OMBITH 2, 3) B CIIydae ONTHMH3H-
pPYeMoii peaknny MoKa3aao HawIydlIne BEIXOAbI B CpaBHE-
HUU C JABYCTQAMHHBIM TporieccoM (ombIThl 4—6). Cpenu
NPUMEPOB C BBIICJIICHHEM COJHM JUIS ONTHMH3HPYEMOM
peaknuy HauMEHee YAAayHBIM OKa3aloch HCIIOIb30BaHUE
NaH B TT'® ¢ ganpheiimm ankunupoBanreM Mel (ombIT 6).
Crnenyer OTMETHTH, YTO NpH BhIAeneHHH conu u3 EtOH
HEOOXOZMMO  JONOJHHUTENBHO OCYIIUTH IPOAYKT OT
pacTBopuTENs B IKCHUKATOPE, MOCKOJBKY MPH AaJIKMIAPO-
BaHUH MOXET 00pa30BaThCA HMCXOMHBIA OWITMKINYECKHN
rerepoluky. TakuMm o0Opa3oM HaMu OBIT TMONY4eH psif
4-MeTHI-6-HUTpO-4,7-1urupoasono| 1,5-a jnupuMuIuHOB
18, 19 mpu ucnonszoBannu K,CO; u JIM®DA ¢ BeIXOgamMu
OT CPeJTHHX 10 XOpoIuX (cxema 7).

Bo Bpems mnpoBeneHMs peaKkUMil aJKWIMPOBAHHS MBI
CTOJKHYJIMCh C TPOOIEMOi: S-MeTHI-6-HUTPOIIMpPa3oIio-
[1,5-almupuvuauast 14d,f 1 16b 6o He anKWIMPOBAINCH
COBCEM, JIMOO MPOUCXOMIIO 00pa30BaHUE JIMIIH CIEIOBBIX
KOJIMYECTB TPOJIYKTOB, NPHYEM IOA00HAast CHTyalusi HaOJro-
JlaJlach TIPH HCIIOJIB30BAHUH PA3TUYHBIX ATKIITHPYIOIINX
areHToB. s pemeHnst 3Toil mpoOIeMBl MBI TONBITAINCH
IKWINPOBATh A30JMJICHAMHUH 4a, 4ToOBl B JAJIbHEHIIEM
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Cxema 7. [Tonyuenue 6-autpo-4,7-gurugpoasono| 1,5-aJnupumuausos 18, 19

1 1
R K,COj3 (1.5 equiv) R
Ny 02 Mel /N\N)INoz
Y/ 4
\XJ\Nl R DMF \XJ\ |
N 55°C, 2 h N, R
14a—f, 16a,b autoclave 18a—f, 19a,b
Ph Ph Ph Ph
N\N N02 N\N N02 N\N N02 N\N N02
MeS—</%\ | MeS—<//J\ | || ||
NT N NT N7 Me N N~ “Me
Me Me EtooC  Me EtooC  Me
18a (47%) 18b (39%) 18¢c (73%) 18d (0%)
Ph Ph
N~ NO, N~ NO; N~ NO, N~ NO,
o L L] L
— — — —
N N Me N N Me
Me Me EtOOC Me EtOOC Me
18e (53%) 18f (0%) 19a (43%) 19b (0%)

OUKITA30BaTh €TO B JKEIAEeMBIH IPOIYKT, OJHAKO ITOTYyJHIN
JIFOOOMBITHBIN PE3yJIbTAT: MPH MCIIOJH30BAHUN BHIOPAHHOM
BBIIIEC AJKUJIUPYIOMIEH CcHUCTEMbl ObLT TOJMy4YeH ATHi-1-
Metui-3-[(1-auTponporn- 1 -eH-2-un)amuHo |- 1 H-impazodn-
4-kapookcunat 20a (cxema 8).

Cxema 8. AnkuimpoBaHue a3ouiieHaMuHa 4a

. Me
NO, K2CO3 (1.5 equiv) \
N=NH | 2 Mel N NO:
_ i Y.
H Me DMF N~ “Me
EtOOC 55°C, 2 h, autoclave EtOOC H
4a 69% 20a

B 3ToM ciydae anNKMIMpPOBaHHIO TOIBEPrajcs OJIHO-
3HaYHO MEHEEe KHUCIOTHBIH TETePOUMKINYSCKUI aToM
azora. K Tomy ke, BCIIeICTBUE CTEPUUECKHUX 3aTPYAHEHUH,
ankwmpoBaiics aroMm N-1', a He atom N-2' (compoo-
IUTeIbHBIE MaTepuaibl). [lo Bcell BHOMMOCTH, cTepwye-
CKUH (I)aKTOp " ABJIACTCA OCHOBHBIM TMPEIMATCTBUEM JISA
AIKWIMPOBAHUS  5-MeTun-6-Hutponupasonol1,5-almupu-
muauHoB 14d.f 1 16b.

Takum 00pa3oM, HAMH YCTaHOBIJICHO, YTO HCCIeIyeMast
MHOTOKOMITIOHCHTHAs pe€akuuss HUMEET HCCKOJIbBKO HyTeﬁ
MPOTEKaHWs B 3aBUCHMOCTH OT YCIIOBHH KaTajm3a, 49To
MPUBHOCHT HOBIIECTBA HE TONBKO B XHUMHIO HHUTPO-
coaepxkamux azono[l,5-a|nupuMuIuHOB, HO ¥ B OO0IIHE
Ioaxoabl K HO}IO6HBIM MHOTOKOMIIOHCHTHBIM TIPEBpAIie-
HusiM.  [lomygaemble TakuM CHOCOOOM HMHTEPMEAMATHI
MOTYT CTaTh IEPCHEKTUBHBIMH cKaddoigaMu sl IpoBe-
JICHUsI HANIPABJICHHOTO CHHTE3a HUTPOCOJAEPIKAIINX JIeKap-
CTBEHHBIX IPENapaToB WM JPYTHX aKTyalbHBIX MOJEKYII.
B cBoto ouepens, ClocOOHOCTD K QJIKWJIMPOBAHUIO U COJIE-
00pa3oBaHUIO HHUTpOCOAepKammx a3oio[1,5-a]mpumu-
JAWUHOB MPEAOCTABIACT BO3MOXKXHOCTHU IOJTYUYCHUA KaK ono-
JIOCTYITHBIX COCIMHEHUH, TaK U MOJU(UIIMPOBAHHBIX COEIH-
HEHUH C JOITIOJTHUTECIIbHBIMHU ITOJIC3HBIMHU CBOMCTBaMHU.

BKCHepI/IMeHTa.ﬂbHaﬂ YacThb

UK cnextpsl 3anucanbl Ha criektpomerpe Bruker Alpha
FTIR, ZnSe (HIIBO) B TonkoM cioe. Criektpsl IMP 'H u
C sanmcanbl Ha cektpomerpe Bruker Avance 11 (400 u

101 MIm cootBerctBeHHo) mpu 25 °C B JIMCO-dg.
Buytpennuit crangapr TMC unu ocTaTOYHbIE CHUTHAJBI
pactBopurens (2.50 m. 1. anst sinep 'H, 39.5 M. 1. st siaep
(). DrneMeHTHBII aHANN3 BHIONHEH Ha AHANM3ATOpE
PerkinElmer 2400 CHN. KouTponp 3a X0moMm peakuuii
ocymiectBieH Merogom TCX Ha mmactunax Silufol UV-254,
samoeHT CHCl;. Temrepatyps! IUIaBiIeHUs ONpeeIeHB Ha
ammapare Stuart SMP3 mpu ckopoctu Harpesa 25 °C/MuH.
B pabore wucmonb30BaHBl KOMMEPUYECKH JOCTYIHBIE
peareHTbl U pacTBOPHUTENN O€3 JOMOIHUTENFHON OYUCTKH,
ecnmu He ykazaHo npyroe. 1-Hwurtpo-2-(MopdommH-4-mm)
ajKeHbl 2a,b CHHTE3UPOBAHBI MO JHUTEPATYPHOU METO-
muke."”  DTun-5-[(1-HuTponpon-1-en-2-ua)amuno]-1H-
nmupason-4-kapOokcunar (4a), 6-HUTPO-7-permi-4,7-mu-
ruzpoaszono| 1,5-alnupumuaunel 14a—d cuHTE3UPOBaHBI MO
nuTepaTypHoil Metonuke. ' *
2-(Mernacyabdanni)-7-(MopdornH-4-1i1)-6-HUTPO-
5-dpenna-4,5,6,7-rerparnapo(1,2,4|rpuazono|1,5-alnupmu-
muaun (5a). CmemmBaroT 260 mr (2 mmons) 3-(MeTui-
cynbhanun)-1H-1,2,4-rpuazon-S-amuna  (la), 316 wr
(2 mmoms) 4-(2-autposTeHun)MopdonuHa (2a) u 0.2 Mia
(2 mmomnp) Gensanpaeruza (3) B 5 ma AcOH. IlpumepHo
gepe3 20 MuH (mocie OOWJIBHOTO BBIMAACHHUS OCaaKa)
nmobasistror eme 5 min AcOH, mepeMemmBaioT B TEUYCHHUE
10 mun. @uneTpytot, npomeiBatoT 3 Ma EtOH. Cymar Ha
Bo3ayxe. Berxon 210 mr (28%), 6ekeBBlIii MOPOIIOK, T. III.
190 °C (c pasn.). UK crektp, v, cM 't 1564 (NO,), 1330
(1284) (NO,). Criexrp SIMP 'H, 8, m. . (J, T'm): 2.50 (3H,
¢, SCHy); 2.56-2.65 (2H, m, OCH,CH,N); 3.17-3.27 (2H,
M, OCH,CH,N); 3.47-3.54 (4H, m, OCH,CH,N); 4.98 (1H,
n,J =938, 5-CH); 5.38 (1H, a. n, J = 9.8, J = 9.0, 6-CH);
5.47 (1H, n, J = 9.0, H-7); 7.35-7.51 (5H, m, H Ph); 7.97
(1H, ¢, NH). Crextp SIMP °C, 3, m. 1.: 13.6 (SCH;); 48.3
(OCH,CH;N); 58.2 (C-5); 66.6 (OCH,CH,N); 76.8 (C-6);
85.8 (C-7); 128.2, 128.6, 129.3 (C-2-6 Ph); 135.4 (C-1 Ph);
155.2 (C-3a); 158.2 (C-2). Haiineno, %: C 51.13; H 5.30;
N 22.40. C;¢H,0N¢O3S. Boruucaeno, %: C 51.05; H 5.36;
N 22.33
7-Metua-2-(MeTHJICYJIb(aAHNI)-6-HUTPO-5-Penn-
4,5,6,7-rerparuapo[1,2.4]tpuazono[1,5-alnupumuans-7-0J1
(5b) m 5-merua-3-(MermacyabdaHui)-6-HuTpo-7-penu-
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5,6,7,8-Trerparuapo[1,2,4| tpua3zoio[4,3-a| nupumuauH-5-0a1
(5b"). CmemmBator 260 mr (2 MMoIb) 3-(MeTHICYITB(paHMIT)-
1H-1,2,4-tpuazon-5-amuna (1a), 344 mr (2 Mmmons) 4-(1-autpo-
npor-1-en-2-wn)mopdonuna (2b) u 0.2 mn (2 mMmoIb)
o6emanpreruga (3) B 5 mm AcOH. IlepememmBaior B
teuenne 4 4, BeuuBaroT B 100 M H,O. [epememmuBator
eme 30 muH, QunpTpytot, mpomsiBatot 20 M H,O, 3atem
20 M CHCl;.
7-MeTui-2-(MeTuJcyjabpanui)-6-uHuTpo-S-denn-
4,5,6,7-rerparuapo|1,2,4]Tpuazono[1,5-a|nupumuaus-7-0J1
(5b). Brixox 87 mr (14%), Gexeswlii mopomok. CrexTp
SAMP 'H, 8, m. 1. (J, T'): 1.85 (3H, ¢, 7-CHs); 2.50 (3H, c,
SCHs;); 5.12 (1H, n, J = 11.2,5-CH); 5.25 (1H, o, J = 11.2,
6-CH); 7.31-7.54 (5H, m, H Ph); 7.54 (1H, ¢, OH); 8.05
(1H, ¢, NH). Crextp SIMP °C, §, m. 1.: 13.5 (2C); 22.3; 23.6;
52.2;53.1;79.9; 81.5; 90.5; 90.9; 126.8; 128.5; 128.7 (2C);
128.8; 129.9; 135.3; 136.8; 152.9; 153.5; 157.7; 158.2.
5-MeTnia-3-(merunicyabdanuni)-6-auTpo-7-penn-
5,6,7,8-Trerparuapo[1,2,4| tpuazoio[4,3-a| nupumuamH-5-oa1
(5b"). Beixon 108 mr (16%), OexeBbiii mopomiok. Crexrp
SMP 'H, 8, m. 1.: 1.72 (3H, ¢, 5-CHs); 2.47 (3H, ¢, SCH;);
5.25(H, n,J=11.2,7-CH); 5.72 (1H, n, J = 11.2, 6-CH);
7.31-7.54 (5H, m, H Ph); 7.63 (1H, ¢, OH); 8.33 (1H, c,
NH). Crekrp SIMP °C, &, m. n.: 13.5 (2C); 22.3; 23.6;
52.2;53.1;79.9; 81.5; 90.5; 90.9; 126.8; 128.5; 128.7 (2C);
128.8; 129.9; 135.3; 136.8; 152.9; 153.5; 157.7; 158.2.
Itua-7-(mop¢oaun-4-ui)-6-uutpo-5-pennn-4,5,6,7-
TeTparuaponupaszoio|1,5-a|nupumuaun-3-kapooxcuaar
(5¢). CmemmBator 310 mMr (2 MMoub) 3THI-5-amuHO- 1 H-
mmpazon-4-kapookcunara (1b), 316 mr (2 mmons) 4-(2-HUTpO-
steHmI)MopdonuHa (2a) u 0.2 i (2 MMoinb) OeH3aibIe-
ruga (3) B 5 mx AcOH. IIpumepHo gepe3 20 muH (TIocie
OOMJILHOTO BBIMTAJICHUS OCaJKa) MOOABIAIOT emie S5 M
AcOH, nepememmuBaioT B TeueHue 15 muH. OUIBTPYIOT,
npomseiBatoT 3 Mia AcOH. ®unpTpar ynmapusaroTt 1 00be1u-
HSIOT C 0caJKoM Tocie pmipTpoBanus. [lepexpucrammmso-
BeiBatoT u3 EtOH. Cymar Ha Bo3myxe. Beixog 410 mr (51%)
6enpie uribl T. . 190 °C (¢ pasin., EtOH). UK cnektp, v, CM
1674 (C=0), 1557 (NO,), 1327 (NO,). Cuekrp SAMP H
6, m. . (J, Tm): 1.21 (3H, 1, J = 7.1, CH,CHs); 2.56-2.64
(2H, M, OCH,CH,N); 3.15-3.25 (2H, M, OCH,CH,N); 3.38—
3.47 (4H, m, OCH,CH,N); 4.10-4.22 (2H, m, CH,CHj3);
5.12 (1H, r, J =9.2, 5-CH); 5.59 (1H, 1, J = 8.7, 7-CH); 5.63—
5.70 (1H, m, 6-CH); 6.73 (1H, ¢, NH); 7.35-7.58 (5H, M,
H Ph); 7.69 (1H, ¢, H-2). Criektp SIMP °C, &, m. n.: 14.4
(CHCHj3); 48.4 (OCH,CH,N); 58.1 (C-5); 59.0 (CH,CHy);
66.6 (OCH,CH,N); 76.8 (C-7); 85.3 (C-6); 93.9 (C-3);
128.0, 128.6, 129.1 (C-2—6 Ph); 136.0 (C-1 Ph); 140.0 (C-2);
148.4 (C-3a); 162.7 (C=0). Haiineno, %: C 56.63; H 5.66;
N 17.61. C19H»3N505. Berauciaeno, %: C 56.85; H 5.78;
N 17.45
ITWI-7-THAPOKCH-7-MeTWI-6-HUTPO-5-penn-4,5,6,7-
TeTparuAponupasoio[1,5-ajmupumuaun-3-kapookcuiiaTt
(5d). Cmemmsator 310 Mr (2 mMmoins) 3THI-5-amuHO-1H-
mpason-4-kapookcunara (1b), 344 mr (2 mmons) 4-(1-auTpo-
npor-1-en-2-mn)mopdonuna (2b) u 0.2 mn (2 Mmonb)
oersanpreruna (3) B 5 mu AcOH. IlepemenmBator B Teye-
aue 3 4, BeumBatoT B 70 mut HyO. [Nepememnmmpator ermre 30 MuH
70 OKOHUYaHHS (HOpMHUpPOBaHUSA ocaaka. PUIbTPyIOT, Tpo-
MeBaroT 5 mi i-PrOH. Cymat Ha Bo3nyxe. Brixog 215 mr

(31%), 6exeBbIit MOPOIIOK, T. TI. 154—157 °C. UK cmektp,
v, eM 1 3377 (OH), 1218 (OH), 1679 (C=0), 1559 (NO,),
1348 (NO,). Cniextp SIMP 'H, &, m. 1. (J, Ty): 1.19 3H, T,
J =17.0, CH,CHy); 1.89 (3H, c, 7-CHj3); 4.10-4.20 (2H, M,
CH,CHs); 5.18 (1H, o, J=11.3, 5-CH); 5.81 (1H, m, J=11.1,
6-CH); 6.74 (1H, ¢, NH); 7.56 (1H, ¢, OH); 7.35-7.59 (5H,
M, H Ph); 7.65 (1H, ¢, H-2). Cnextp SIMP "°C, §, m. .:
14.5 (CH,CHj3); 23.3 (7-CHj3); 53.0 (C-5); 58.9 (CH,CH3);
81.8 (C-7); 90.6 (C-6); 93.5 (C-3); 128.5, 128.8, 129.0
(C-2-6 Ph); 137.2 (C-1 Ph); 139.8 (C-2); 146.6 (C-3a);
162.7 (COOEt). Haitneno, %: C 55.61; H 521; N 1591.
Ci6HigN4Os. Boruucieno, %: C 55.49; H 5.24; N 16.18.

CuHTe3 ITHI-6-HUTPO-7-(peHn-4,7-AUTUAPONHPA30J10-
[1,5-alnmpumunun-3-kap6okcunara (14c¢) u3z 3TmHa-7-
(MopdoanH-4-ui)-6-uuTpo-5-pennn-4,5,6,7-rerparugpo-
nupa3ono[l,5-a|nupumuaun-3-kapookcunara (5¢). B
tedeHue 10 g xunarat 401 mr (1 Mmonb) coenuHeHus 5c¢ B
5 mu AcOH. YmapuaroT Jocyxa Ha pOTallMOHHOM HCIa-
pureie, 00pa30BaBIIYIOCS MacCy MEPEeKPHCTAILIIN30BEIBAIOT
u3 3 mi i-PrOH. Cymar Ha Bo3znyxe. Beixoa 172 mr (55%),
KENTHII Mopomok, T. 1. 233-237 °C. Cnektp SIMP 'H,
o, m. 1. (J, Tm): 3.29 3H, 1, J = 7.1, CH,CHj3); 4.28 (2H, K,
J =7.1, CH,CHy); 6.60 (1H, c, 7-CH); 7.26-7.40 (5H, M,
H Ph); 7.77 (1H, c, H-2); 8.26 (1H, n, J = 5.5, 5-CH);
10.89 (1H, nx, J = 5.4, NH). Haiineno, %: C 57.14; H 4.41;
N 17.19. CsH4N4O4. Breruucneno, %: C 57.32; H 4.49;
N 17.83. Jlaunsie cnektpa SIMP 'H u Temneparypa mias-
JICHHS COOTBETCTBYIOT JTUTepaTypHbiM. ' *

Cunre3 6-uuTpo-7-pennii-4,7-quruaponupasosio[1,5-aj-
mupumMuauHoB 14e,f (o0mas metomuka). CMmenmsaroT 166 Mr
(2 mMmons) 3-amuuomnupasona (1c), 2 Mmonb 4-(2-HUTpO-
sTeHmT)MopdonuHa (2a) win 4-(1-auTrpornpon-1-eH-2-un)-
Mopdomura (2b) u 0.2 mut (2 mmons) Oer3anpaeruna (3) B
5 Mai AcOH m ocCTaBisiloT OO0 OKOHYAHMS BBINAICHUS
ocanka. BreimaBmmii ocafok (GUIBTPYIOT M HPOMBIBAIOT
3 ma i-PrOH. Cymar Ha Bo3nyxe.

6-Hurpo-7-penuni-4,7-guruaponupa3soo[1,5-ajnupu-
MuauH (14e) momydator, ucnonsdys 316 mr 4-(2-Hutpo-
sTeHmT)MopdonrHa (2a). Peakumonnyro cmeck B AcOH
MepeMeInBaoT B TedeHne 2 4. Bexonm 291 mr (60%),
JKEJITHIN TOPOIIOK, T. Tul. 289-295 °C. UK cnektp, v, em
1528 (NO,), 1417 (NO,). Cniekrp SIMP 'H, 8, m. 1. (J, I'n):
5.43 (1H, ¢, 7-CH); 7.10-7.30 (5H, m, H Ph); 7.41 (1H, c,
H-2); 836 (1H, o, J = 6.1, 5-CH); 10.88 (1H, 1, J = 6.1,
NH); 12.45 (1H, ¢, H-3). Cnextp SIMP °C, 5, m. n.: 38.2
(C-7); 106.8 (C-3); 124.3 (C-6); 126.2, 126.5, 128.4 (C-2-6 Ph);
127.3 (C-2); 139.0 (C-5); 144.2 (C-3a); 146.0 (C-1 Ph).
HaﬁlleHO, %: C 5961, H 420, N 23.01. C]2H10N402.
Brruucneno, %: C 59.50; H 4.16; N 23.13.

5-MeTni-6-untpo-7-¢penni-4,7-AMrugponupasoao-
[1,5-alnupumuaun (14f) momyuarot, ncnone3ys 344 mr
4~(1-auTponpon-1-en-2-um)moppommua (2b). Peaxumonnyio
cMech B AcOH ocTtaBisitor Ha HOYb. Beixos 225 mr (44%),
JKEJITHIM TOPOIIOK, T. TI. 244-247 °C. UK cnektp, Vv, cM
1516 (NO,), 1415 (NO,). Cnekrp SIMP 'H, 8, m. 1. (J, I'n):
2.63 (3H, c, CH3); 5.48 (1H, ¢, 7-CH); 7.09-7.28 (5H, ™,
H Ph); 7.41 (1H, c, H-2); 10.74 (1H, ¢, NH); 12.37 (1H, c,
H-3). Crextp SIMP °C, 8, m. a.: 21.9 (CH;); 39.5 (C-7);
106.8 (C-3); 122.8 (C-6); 126.0, 126.3, 128.3 (C-2—6 Ph);
126.5 (C-2); 139.0 (C-5); 144.4 (C-3a); 146.7 (C-1 Ph);
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151.6 (C-5). Haiineno, %: C 60.80; H 4.65; N 21.90.
C13H12N4O,. Beruucieno, %: C 60.93; H4.72; N 21.86.
Cunte3 ITHI-6-HUTPO-4,7-AUruaponupaso.iofl,s-aj-
nupuMna-3-kapéokcuiaros 16a,b (oOmas meronuka). B
CTEKJIIHHOM AaBTOKJIABE C 3aBHHYMBAIOLIECICS KPBILIKON
cmemmBaoT 310 mr (2 mmons) 3-ammHOmmpasoma 1b,
2 wmmonb 4-(2-HutposTeHwa)MopdonuHa (2a) wiam 4-(1-
HUTpOTpon-1-eH-2-umnmopdommHa (2b) n 180 Mr (2 Mmonb)
Tpuokcana 15 B 5 mu i-PrOH, noGasmstor 0.16 wmi
(3 mmous) H,SO4 n nepemeruBaror npu 120 °C B TeyeHue
2 4. PeakilMOHHYIO CMECh OXJIAXKIAIOT, BBIMABIIAN OCAJI0K
¢mreTpyIoT, MpoMbIBatoT 3 mi i-PrOH. CymaT Ha Bo3myxe.
ITUI-6-HUTPO-4,7-AUruaponupasono|1,5-a]nupumMuaus-
3-kapOokcunar (16a) mnomyuaror, ucnonb3ys 316 wmr
4-(2-autposteHmn)Mopdomnmaa (2a). Bexon 186 mr (39%),
KENTHIH mopomok, T. i 199 °C (c pasn.). UK cmektp,
v, cM ' 1687 (C=0), 1585 (NO,), 1327 (NO,). Cnektp
SAMP 'H, &, m. 1. (J, Tm): 1.29 (3H, 1, J = 7.1, CH,CH;);
4.27 (2H, x, J = 7.1, CH,CHj3); 5.14 (2H, ¢, 7-CH,); 7.85
(1H, ¢, H-2); 8.02 (1H, c, 5-CH); 10.56 (1H, c, NH).
Crnextp SIMP “C, 3, M. 1.: 14.3 (CH,CH3); 45.0 (C-7); 60.0
(CH,CHj3); 98.1 (C-3); 120.9 (C-6); 134.3 (C-5); 1379
(C-3a); 140.3 (C-2); 161.9 (C=0). Haiineno, %: C 45.44;
H 4.20; N 23.41. CoH(N4O4. Brruncneno, %: C 45.38;
H 4.23; N 23.52.
ITWI-5-MeTHII-6-HUTPO-4,7-Auruaponupaszonoll,5-al-
NUMpPUMUIUH-3-kap6okcuaar (16b) nomyyaroT, UCTIONB3YS
344 wmr (1-autponporn-1-eH-2-wi)Mopdonuna (2b). Beixon
257 mr (51%), cBeTO-OpaHXeBhI MOPOIIOK, T. 1. 191—
194 °C. UK cmexktp, v, em ' 1689 (C=0), 1582 (NO,),
1345 (NO,). Cnexrp SIMP 'H, 8, m. . (J, Tu): 1.29 3H, T,
J =17.1, CH,CHs); 2.67 (3H, ¢, CH3); 4.26 2H, x, J = 7.1,
CH,CH3;); 5.08 (2H, ¢, 7-CH,); 7.82 (1H, ¢, H-2); 10.02
(1H, ¢, NH). Crektp SIMP °C, &, m. a.: 14.3 (CH,CH);
19.4 (5-CHj); 45.4 (C-7); 59.8 (CH,CHj); 97.6 (C-3);
118.8 (C-6); 137.7 (C-3a); 140.3 (C-2); 148.1 (C-5); 161.8
(C=0). Haiineno, %: C 47.70; H 4.65; N 22.30.
C|0H|2N404. BI)I'-II/ICJ'IGHO, %: C 4762, H 480, N 22.21.
Cunre3 4-mMeTmia-6-HuTpO-4,7-n1Mrugpoaso.iofl,5-al-
nupumMuanaoB 18a—c,e, 19a (oOmas meromuka). B crek-
JITHHOM aBTOKJIaBE PACTBOPAIOT 125 MI' COOTBETCTBYIO-
mero coenuHeHus 14a—c,e, 16a B 5 mur JIM®DA, nobas-
ot 1.5 3kB. K,CO;. [lepememuBaior B Teuenue 30 MuH,
3areM poOammstor 1.1 3kB. Mel W mepemenmnBaioT B
TeueHue 2 4 mpu temmeparype 55 °C, 3aTeM BBUTUBAIOT B
100 mn H,O. IlepememmuBaror emie B TeueHHe 1 4 10
OKOHYaHUs 00pa3oBaHus ocanka. OUWIBTPYIOT, ITPOMEI-
BaroT 20 Ma H,O. Cymat Ha Bo3ayxe.
4-MeTuia-2-(MeTuiicyabpanuii)-6-HuTpo-7-penun-
4,7-nuruapo[1,2,4|tpua3zosio[1,5-almupumuaun (18a) noy-
qaroT, ucnonb3ys 0.43 mmons coenuHenus 14a. Bexo 62 mr
(47%), xento-3eneHBI moOpomok, T. i 205-208 °C.
UK cmektp, v, cM = 1557 (NO,), 1307 (NO,). Cnextp
SIMP 'H, §, M. 1. (J, T'm): 2.42 (3H, ¢, SCH;); 3.59 (3H, c,
NCH,); 6.58 (1H, ¢, 7-CH); 7.29-7.44 (5H, m, H Ph); 8.73
(1H, ¢, 5-CH). Cnextp SIMP "C, §, m. n.: 13.5 (SCH3);
37.6 (NCH;); 59.5 (C-7); 123.7 (C-6); 127.7, 128.6, 128.7
(C-2—-6 Ph); 138.4 (C-1 Ph); 140.1 (C-5); 147.7 (C-3a);
160.0 (C-2). Haiineno, %: C 51.53; H 4.35; N 23.30.
C13H3N50,S. Beruucaeno, %: C 51.47; H4.32; N 23.09.

4,5-TumeTni1-2-(MeTHICYJIb(aHIIT)-6-HUTPO-7-(heHUI-
4,7-quruapo|1,2,4]tpuazono[1,5-alnupumuaun (18b) nomy-
qaroT, ucnois3ys 0.41 mmons coequnenus 14b. Ilonyuen-
HBI OCaJIOK TEepPEeKpUCTAIM30BbIBaIOT U3 cMmecu EtOH-
H,O, 1:1. Bexon 51 mr (39%), >KeNThIi MOPOIIOK, T. TUL
165-168 °C (EtOH-H,0, 1:1). UK crmextp, v, cM 1 1608
(NO»), 1302 (NO,). Criexktp AMP 'H, 8, m. 1. (J, T'm): 2.42
(3H, ¢, SCH3); 2.74 (3H, ¢, 5-CHs3); 3.61 (3H, ¢, NCH;);
6.59 (1H, ¢, 7-CH); 7.28-7.41 (5H, M, H Ph). Crexrp SIMP
BC, 8, m. 1.: 13.5 (SCH3); 16.9 (5-CH;); 34.0 (NCH3); 59.6
(C-7); 123.9 (C-6); 127.4, 128.6, 128.6 (C-2—6 Ph); 138.9
(C-1 Ph); 148.4 (C-3a); 150.2 (C-5); 159.5 (C-2). Haiineno, %:
C 52.90; H 4.68; N 22.20. C;4H;5N50,S. Brruucaeno, %:
C 52.98; H4.76; N 22.07.
ITUI-4-MeTWI-6-HUTPO-7-peHn1-4,7-TUruAPONUPA30I0-
[1,5-alnupumunun-3-kapookcuinar  (18¢) momydaror,
ucnons3ys 0.40 mmonb coemuHeHus 14c¢. Bwixom 95 wmr
(73%), >xenthlil mopomiok, T. wi. 155-158 °C. UK cnektp,
v, eM ' 1689 (C=0), 1553 (NO,), 1309 (NO,). Cnextp
SMP 'H, &, m. 1. (J, T'm): 1.26 (3H, 1, J = 7.1, CH,CH;);
3.88 (3H, c, NCHj;); 4.21 (2H, x, J = 7.1, CH,CHj3); 6.56
(1H, ¢, 7-CH); 7.20-7.48 (5H, m, H Ph); 7.82 (1H, ¢, H-2);
8.62 (1H, ¢, 5-CH). Cmextp SIMP “°C, &, m. a.: 14.1
(CH,CHs); 42.0 (NCH3); 59.3 (C-7); 60.3 (CH,CHs); 99.9
(C-3); 123.8 (C-6); 127.5, 128.5, 128.5 (C-2-6 Ph); 137.8
(C-1 Ph); 139.1 (C-3a); 140.6 (C-5); 143.1 (C-2); 1614
(C:O) Haﬁ,ueHo, %: C 5855, H 495, N 17.00. C16H16N404.
Brruucaeno, %: C 58.53; H4.91; N 17.06.
4-MeTua-6-uuTpo-7-¢pean-4,7-1urugponupas3oJio-
[1,5-a]lnupumunun (18e) nomyyarot, ucnone3ys 0.52 MMoib
coenunaenus 14e. Beixox 70 mr (53%), enThIi MOPOIIOK,
T. 1. 207-210 °C. UK cnekrp, v, em ' 1616 (NO»), 1282
(NO,). Cnektp SAMP 'H, §, m. & (/, Tm): 3.53 (3H, c,
NCHj;); 5.43 (1H, ¢, 7-CH); 7.11-7.29 (5H, m, H Ph); 7.47
(1H, ¢, H-2); 8.58 (1H, ¢, 5-CH); 12.60 (1H, c, H-3).
Cnextp SIMP °C, §, m. 1. 37.1 (NCH3); 38.1 (C-7); 107.3
(C-3); 124.1 (C-6); 126.2, 126.6, 128.3 (C-2—6 Ph); 128.0
(C-2); 142.9 (C-5); 145.6 (C-3a); 145.8 (C-1 Ph). Haiineno, %:
C 60.75; H 4.95; N 21.98. C;3H,N4O,. Brraucieno, %:
C 60.93; H4.72; N 21.86.
ITUI-4-MeTWI-6-HUTPO-4,7-1uruaponupasono|1,5-al-
NUpUMUIUH-3-kapOokcnaar (19a) moiyyaror, UCHIOIB3YS
0.53 mmonp rerepounmkia 16a. Beixonm 45 mr (34%),
JKEJTHIN TOPOIIOK, T. Tul. 153—156 °C. UK cnektp, v, em
1702 (C=0), 1555 (NO,), 1356 (NO,). Cnextp SIMP 'H,
o, m. 1. (J, Tm): 1.27 3H, 1, J = 7.1, CH,CH,); 3.75 (3H, c,
NCHj); 4.21 (2H, x, J = 7.1, CH,CHj3); 5.11 (2H, c,
7-CH,); 7.90 (1H, c, H-2); 8.42 (1H, ¢, 5-CH). Cnextp
AMP C, 8, m. m.: 14.1 (CH,CH;); 41.7 (NCH;); 44.9
(C-7); 60.3 (CH,CHj3); 100.1 (C-3); 120.6 (C-6); 138.2
(C-3a); 140.7 (C-5); 142.6 (C-2); 161.4 (C=0O). Haiineno, %:
C 4758, H 480, N 22.31. C10H12N404. BBI‘H/ICJ'IGHO, %:
C47.62; H4.80; N 22.21.
Itua-1-meruna-3-[(1-uurTponpon-1-eH-2-uja)aMuHo| -
1H-nupa3on-4-kapooxcuaar (20a). B cTexyisHHOM aBTO-
kiaBe pactBopsitoT 150 mr (0.63 MMonb) atui-5-[(1-HuTpOo-
npor-1-eH-2-m)amuHo |- 1 H-nupazon-4-kapbokcunara (4a)
B 5 M IM®A, nobasnstor 1.5 skB. (129 mr, 0.94 MmMoub)
K,CO; u mepememmBator B TeueHue 30 MuH, 3aTeM
nmobasisitor 1.1 3kB. (65 Mmxu, 0.69 mmons) Mel. Peak-
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LHOHHYIO CMECh IEPEMEIIMBAIOT B TEYEHHE 2 9 MpH
temnepatrype 55 °C, 3arem BeumBaooT B 100 M H,O.
[lepememmBaror eme 1 4 10 OKOH4YAaHUS OOpa3OBaHUS
ocagka. OunbTpyroT, npomeisaroT 20 mi H,O. Cymat Ha
Bo3ayxe. Bexon 110 mr (69%), KenThlif TOPOMIOK, T. ITI.
146-151 °C. UK cnexrp, v, em ' 1684 (C=0), 1590 (NO,),
1330 (NO,). Cnextp IMP 'H, §, m. . (J, Tm): 1.29 3H, T,
J =17.1, CH,CHs); 2.39 (3H, ¢, CH3); 3.82 (3H, ¢, NCHy);
4.28 (2H, x, J = 7.1, CH,CH3); 6.86 (1H, c, H-1); 8.31 (1H,
¢, H-5"; 12.41 (1H, ¢, NH). Cnexrp SIMP °C, &, m. n.:
14.2 (CH,CHj); 19.9 (C-3); 39.3 (NCHs); 60.1 (CH,CHj);
102.0 (C-4"); 113.1 (C-1); 134.9 (C-5"); 147.5 (C-3"); 153.5
(C-2); 162.2 (C=0). Haiineno, %: C 47.31; H 5.50;
N 22.00. C;oH4N4O4. Boruncneno, %: C 47.24; H 5.55;
N 22.04.

@Daill cONPOBOAUTENBHBIX MATEPUANIOB, COACPKALUN
cextpst IMP 'H, °C u cnexrpsr '"H-""C HMBC u 'H-"C
HSQC HekoTOpBIX MOTYYEHHBIX COEAMHEHUH, TOCTYIIEH Ha
caiite xypHaua http://hgs.osi.lv.

Paboma evinonnena npu ¢unancogoil noodepaicke Poc-
cutickozo poHoa DyHOAMEHMANbHBIX UCCIe008AHULL (SPAHM
20-03-00814).

Asmopul svipascarom brazodaprocms E. K. Bounkosy
30 NOMOWb 8 YCIMAHOBOCHUU MEXAHUSMA NepecpynNUpOBKU
4,5,6,7-mempacudpo-7-(mopghonun-4-un)-6-numpo-5-penun-
azonof1,5-a] nupumuounos.
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