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Pazpaboran meron cunTe3a 3(5)-apmi-5(3)-nupazommi-1,2,4-0kcaina3ooB MyTeM alIAPOBaHUS aMHUIOKCHMOB XJIOPAaHTHAPHIAMU C
MOCTIEAYIONEeH IMKIH3alnel upa3onii-O-aiiaMuIOKCHMOB B COOTBETCTBYIOIINE OKCaIHa30iibl. VI3ydeHO X HUTPOBAHHE M HYKIIEO-
(uIBpHOE 3aMelIeHNe B MOTyYSHHBIX HUTPOIIPOM3BOIHBIX.

KioueBsle cioBa: apmimmpazonmi-1,2,4-okcaana3zon, HUTponupason, 1,2,4-okcaama3on, HUTPOBaHUE, HYKICOPHUIbHOE 3aMelleHHeE,

TEPMOCTAOUITbHOCTb, ITUKITU3AIIHS.

[IpouzBoansie 1,2,4-0kcannazoyioB UIParOT BaXKHYIO POJIb
B MEIMIMHCKOW XUMHUH Ojlarofapsi MUpPOKOMY CIEKTPY HX
(hapMakonoruyeckoil aKTHBHOCTH: AHTHOAKTEpHANBHOM,
IPOTHBOrPHOKOBOIA,”

2
BKIIOYasl ~ aHTUTYOEpKYJe3HYIO,

TIPOTHBOBOCHATHTENBHOM,! MPOTHBOBUPYCHOM,” MPOTHBO-
omyxoJesoit,” HEHPOIPOTEKTOPHOM, MIPOTHUBOCYI0-

poxHoii® u 1. 1.’ Pa3BuBaromascs 06IacTh TPHUMEHEHHS
1,2,4-0xcaanazonoB B Ka4eCTBE IHEPreTUYECKUX MaTepua-
o' TaKKe yBenMUMBaeT MOTPEGHOCTH B AP(HEKTHBHBIX 1
YHHUBEpCAJIbHBIX METO/aX CHUHTE3a TAKUX COEAUHEHHH.
Hacrosimass pabora sBiseTcsl NMpPOJODKEHHWEM HAIIUX
HCCIeJOBAaHUH THOPUIHBIX TE€TEPOSAEPHBIX ITUPA30JICOIep-
KalUX coequHeHuit'' u mocBsmena paspaGotke d(pdek-
TUBHBIX METOJIOB CHHTE3a HUTPONPOW3BOIHEIX 3(5)-apui-
5(3)-mupazonmin-1,2,4-okcanna3onoB. AHaNIM3 JHTEparyp-
HBIX JAHHBIX IOKAa3bIBa€T, 4TO Cpead mnupasonmi-1,2.4-
OKCaJIMa30JI0B HalJeHbl KaK NEepCIeKTHBHBIE OMoJornye-
CKM aKTHBHBIC BEIIECTBA,'> TaK M TEPMOCTOMKHE BBHICOKO-
sHepreTHueckue coemuuenus.' ' Ilo HameMy MHEHHMIO,
BO3MOJKHO JIBA OCHOBHBIX MOJAXOJA K CUHTE3Y yKa3aHHBIX
TUIIOB coeluHeHui: 1) ¢hopmMHupoBaHME OKCaIMa30JIBEHOTO

© 2021 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

IUKIa HAa OCHOBE IIOJYIIPOAYKTOB C YyXKE IPETYCTaHOB-
JICHHBIMH HUTPOTPYIIIIaMH, 2) BBEACHUE TOTIOJHUTEIHHBIX
HUTPOTPYII HATPOBAHUEM YK€ 3aMEIICHHBIX OKCaINa30JI0B.

Jns  peanuzandy TIEPBOTO TMOJXONA HCIIOJIE30BAICS
OIIMH W3 HamboJee PaclpOCTPaHCHHBIX METOJOB CHHTE3a
1,2,4-0kcagua3olioB, a KMEHHO — B3aHMOJEHCTBHE COOT-
BETCTBYIOIIMX aMHJOKCHMOB C TPOW3BOJHBIMH KapOOHO-
BBIX KHCIOT."> AMuioKcuMbl 1a—f ¢ BBICOKHMH BBIXOJaMH
MONYYalid U3 apWIHUTPHWIOB 2a—d WM paHee CHHTE3UPO-
BaHHBIX HUTPOIMUPAZOIITHUTPUIOB 2e,f'%"7 kumsraeHneM ¢
rugpokcunamMuaoM B EtOH (cxema 1).
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| W N\NH N [\\j/ / _
N HN-N HN / N
O2N 59 (73%) 5h (72%) OMe 5i (87%) OMe

Hawmmu HafizeHo, 94TO B KadecTBE MPOM3BOIHBIX KapOOHO-
BEIX KHCJIOT Hanbouee 3¢ pekTuBHBIM 115t cuHTe3a O-ateT-
AMHIOKCHMOB SIBIISICTCS HCIIOJIb30BaHUE COOTBETCTBYIO-
IMX XJIOpaHTUAPUAOB 3a—e. BbuTo MCcienoBaHo B3amMoO-
JEHCTBUE 3TUX XJIOPAHTUAPHUIOB ¢ amunokcumamu la—f B
NPUCYTCTBUM Takux ocHoBaHuM, kak EtN, K,CO;,
mupuanH. B pesynpTaTe mogdopa yciaoBUil peakuu okasa-
JIOCh, YTO ONTHUMAJIbHBLIM SIBIISeTCS Hcrnoib3oBanue Et;N B
abcomotHOM MeCN, koTopoe 3a 1.5 4 mpuBOIUT K 00pa3o-
BAaHMIO COOTBETCTBYHOUIMX (O-alleTaMUIOKCUMOB 4a—i
(cxema 2). OmHako JaJbHEWITHE ITOTBITKA ITUKIH3AIUN
O-alleTaMUIOKCUMOB B COOTBETCTBYIOIIHE OKCAIHa30JIbI
Sa—i ¢ ucmonk30BaHWEM yKa3aHHBIX OCHOBAaHUH Jake TPHU
mateabHoM kunstaeHnn (10-24 1) 8 MeCN, B oTiinaue OT
M3BECTHBIX JINTEPATYPHBIX r[vaIMepOB,I4 3aKOHYHIIHCH
Heynadell. [Ipu 3TOM M3 peakIMOHHOW cMecH OBLIH BBIJE-
JIEHBI UCXO/HBIE alleTaMUIOKCUMEI B HEU3MECHECHHOM BHU/IE.

B TO Xe BpeMms TOKa3aHO, YTO WCIONB30BaHUEC B
KadecTBe ocHoBaHmsi 2 95kB. NaOH B JIMCO'® B msirkux
YCIIOBHSIX — TIPH KOMHATHOH TeMIIeparype, MO3BOJSICT YKe
32 4 4 NOJMyYaTh C XOPOILIMMHU BBIXOJIAMH OKCaaMa3oibl Sa—i
W3 COOTBETCTBYIOIIMX (O-arleTaMIIOKCUMOB 4a—i (cxema 2).
Takum oOpazoMm, HAMU pa3pabOTaH METOJ, ITO3BOJISIOIIHA
[0JIy4aTh HUTPONUPA30aui-1,2,4-okcaauas3onsl, couepxa-
1IMe pa3jinuyHble 3aMECTUTENN B apUIbHOM LUKIE, TPUYEM
apWIbHBINA 3aMECTUTEIb MOXKET HAXOAUTHCS KaK B MOJIOKE-
HUM 3 OKCAMa30JIbHOTO IIUKJIA, TAK U B IOJIOKESHUH 5.

BBeneHne HUTPOTpyNnbl B apujibHblE W TeTapUJIbHBIE
COCIMHEHUSI HE TOJbKO HCHOJB3YyeTCsl Uil CO3JaHus
Pa3IMYHBIX OMOJOTHYECCKH aKTHBHBIX coexuHeHuit, " HO 1
OKa3bIBa€T MOUIHOE AaKTUBUPYIOLIEE M HaIlpaBIsollee
BIUSIHAEC B PEaKNUAX HYKICO(GWILHOTO 3aMCIICHHS B
apOMaTHUYEeCKOM LHUKJE,” YTO CYLUIECTBEHHO YBEIMYUBAET
CHHTETHUYECKHE BO3MOXKHOCTH JaNbHeHmed QyHKIHoHa-
JIM3alliy MOJyYEeHHBIX coelMHeHuH. B To ke Bpemst HUTpo-
BaHME mupazoscoaepxkamux 1,2,4-okcaana3oiaoB MpPaKTH-
YECKU HE M3YUYEHO: HACKOJIbKO HaM U3BECTHO, B JIUTEpaType
ONHMCAaH EIWHCTBEHHbII NpUMEp HUTPOBAHUS MUPA30JI-

coZIepKaLIX 1,2,4-0KC&Z[I/IaSOJ'IOB.14 B pamkax peanuzauuu
BTOpPOTO TMonXoAa (BBEACHHE OTONHUTEIBHBIX HHUTPO-
TPYIIl HATPOBAaHWEM 3aMEIICHHBIX OKCAIMAa30JI0B) HAMH
W3YyYeHO HUTPOBAaHHUE MOTYYCHHBIX OKCAIHa30JI0B.

Jns cuHTe3a HUTPONPOU3BOAHBIX ApWIIA30JI0B TPAIH-
IIUOHHO HCIIONB3YeTCsS KUCIOTHOE HUTpoBaHWe. Crlemyer
OTMETUTh, YTO, XOTA 1,2,4-0KCaanazoibHbIA LUK YAOB-
JIETBOPSACT KPUTEPUIO apOMATHIHOCTH XIOKKEIsI, OH 00Ja-
JTaeT OJHUM W3 CaMbIX HHU3KHX 3HAUYCHHUH HHICKCAa apoMa-
traHOCTH. ! BcenenctBue storo 1,2,4-okcamgua3on MOKET
OBITH TOJBEPIKEH TUAPOIHN3Y C PACKPBHITHEM IIUKIA, B TOM
YUCIIC U B KUCIBIX YCIOBUSIX.

Hammu mHaiineno, 4to mpu oOpaboTKe apriI3aMenIeHHBIX
OKCaIna3ojoB Se,i, comepamux OIMH JOHOPHEIA 3aMmec-
TUTENb B NApa-TIOJOKEHUH OEH30JIBHOTO ITUKIIA, CMECHIO
koHueHTpupoBanHbix H,SO, m HNO; npu komHaTHOH
TeMIepaType B TeUeHHE 24 4 THAPOIUTHICCKOTO pPaCIIem-
JICHWsI OKCaJNa30JbHOTO IMKIA He HaOmomaercs. [Ipu sTom
MPOUCXOIUT AIEKTPO(UIbHAS aTaka TOJBKO AapHIBLHOTO
3aMEeCTUTEJIS, HE3aBUCUMO OT €ro moJjioxkeHus B 1,2,4-okca-
Ua30JbHOM IHUKJIE, ¢ 00pa30BaHHEM .Mema-HUTPOAPHUII-
TIPOU3BOJHBIX C IOYTH KOJMYECTBCHHBIMHU BBIXOonamu. Kak
CIICIOBAJIO OJKHIATh, METOKCHUTPYIIIA aKTHBHPYET 3JIEKTPO-
¢mwIbHOE 3aMEIICHHE, YTO MPHUBOAUT K BBEICHUIO BYX
HUTPOTPYIII ¢ 00pa3oBaHUEM 3,5-THHUTPOAPHIIIPOU3BO/I-
HBIX 6 U 7 (cxema 3). Bpems moiHOW KOHBEepCHH CyIIe-

Cxema 3 N-Q NO,
HNOs, H,80, O2N I W
5e 3, F2oUyg N HN-N
rt, 4 h
97% MeO
N02 6
NO,
N—,
N= / Q
HNO3, H,SO, pN—t N NO,
5 ————— >
rt, 24 h
95% OMe

7 NO;
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CTBEHHO 3aBUCUT OT THIA COWICHEHHs OKCaJHa30JIbHOTO
LUKJIAa C apWiIbHBIM 3aMecTuTeleM. B cimywae 3-apui-
3aMEIIEHHOTO IIPOM3BOIHOTO Se peakiys 3aKaH4YHWBacTCs
3a 4 4, Torja Kaxk s HUTPOBaHMS S-apUiI3aMelIeHHOTO
okcaauazona 5i tpeOyrorcst 24 .

YBenudenue Temmnepatypsl peakiun 10 80°C no3posisier
JIOTIONTHUTENFHO BBECTH HHUTPOTPYMIY B MHPA30JIbHBII
3aMecTUTeNnb IO He3zamemeHHoMy atomy C-4. Cremyet
OTMETHTb, 4YTO KOJHYECTBO BBOAMMBIX HHUTPOTPYII B
apwIbHOM ()parMeHTe 3aBHCUT OT XapakTepa ero napa-
3amectuTens. Hammuaue ciaboro akuenTopHOTO 3aMECTUTEIs
B napa-GpToppeHuIokcaanazone Sb npuBoauT K 3-HUTpPO-
apuiIoKcaana3ony 8, B To BpeMs Kak NPUCYTCTBHE JIOHOP-
HBIX napa-MeTu(METOKCH)3aMecTHTeNeH — K 3,5-THHUTpO-
apWINpON3BOIHBIM 9a—d, HE3aBUCUMO OT IOJIOXKEHUS
COWICHEHHsI apwWIbHOTO (parMeHTa C OKCaIua30JIbHBIM
LUKIOM (cxeMa 4).
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9¢ R? = Me (74%)

= - 1= -]
5¢ R = 4-MeCgHy, R' = 3-NO,Pz d R? = OMe (63%)

d R = 3-NO,Pz, R" = 4-MeCgH,4
e R = 4-MeOCgH,4, R! = 3-NO,Pz
fR = 3-NO,Pz, R" = 4-MeOCgH,

B cmyuae coenuHenus Si HarpeBaHue€ HE NPUBOIUT K
HUTPOBAHUIO IHUPA30JIBHOTO 3aMECTUTENS], IOCKOIBbKY
HanOoJlee aKTUBHOE B YCIIOBUSIX HUTPOBAHUS IOJIOKEHUE 4
MUPA30JIBHOTO LMKJIA 3aHATO AJIEKTPOHOAKLENTOPHBIM
OKCaJna30JIbHBIM 3aMECTUTENIEM, JONOIHUTENBHO €3aKTH-
BHUPYIOIIUM TOJIOKEHHE 3, CYHIECTBEHHO MEHEE aKTHBHOE
K 3JIEKTPO(MILHOMY HUTPOBAaHHIO. XOTS HUTPOBAHUE NPU
80°C yMeHbIIaeT BpeMsl IOJHOM KOHBEPCUU HCXOJHOTO
OKCajna3oja A0 7 Y, OJHAKO BBIXOA IMHUTPOQEHUII-
MPOU3BOJHOIO 7 TaKKe YMEHBINIAETCS IOYTU BJABOE —
10 56%.

830

B ornmuune ot HuTpoBaHMs okcamuaszonoB Sb—fi, conep-
JKAIMX OJMH 3aMECTUTE]Ib B APWUIBHOM IHKIE, HUTPO-
Banue 1,2,4-okcagmazona Sh mpomcxomut wHave. /[Ba
JIOHOPHBIX ~ 3,5-METOKCHU3aMECTUTENsI apUIbHOTO IIHKJIA
HACTOJIbKO aKTHBHUPYIOT 3JEKTPOGHIbHOE 3aMEIICHHE, YTO
JlaKe TP KOMHATHOW TEMIIEpaType MPOHMCXOIUT HUTPO-
BaHHE KaK MUPA30JbHOTO, TAK U apUIHHOTO (parMeHTa c
oOpa3oBaHHEM TEHTaHUTPOIpou3BogHOrO 10 ¢ BBEIXOJOM
35% (cxema 5). IlonHas KOHBepcHS HCXOJHOTO OKca-
nuasosia gocruraercsa 3a 96 4. Taxkoil HEOONBIION BBIXOL
MPOJYKTa, BEPOSTHO, CBSI3aH CO 3HAYUTEIHHBIM yBEJIHYE-
HHEM BPEMEHHU PEakKIiH, YTO MOXET MPUBOJHUTH K THAPO-
JUTUYECKOMY Pa3pylICHUIO OKCaIHa30JIbHOTO [[HKIIA.

Cxema 5 ON OMe
2
e
N
h HNO3, H,SO4 O,N |/ NO,
rt, 96 h N
359% O2N \N/NH O,N OMe
10

C menplo pacmIMpeHHsi CyOCTpaTHOTO pa3zHOOOpa3us
TIOJIMHUTPONIPOM3BOAHBIX 1,2,4-0Kcaaua3ooB OblLIa HCCeno-
BaHa BO3MOXKHOCTh HYKJICO(MJIBHOTO 3aMEICHUSI METOKCH-
rpyIIbl apUIBHOIO LUKJIA Ha IpUMepe coeauHeHui 7, 9b,
10. H3BecTHO, 4YTO HaIM4YUE PACHONOKEHHBIX PAAOM
HUTPOTPYNII — CHJIBHBIX AaKIENTOPHBIX 3aMECTHTEINCH,
oGJleryaeT npoBeIeHNe TaKOH peakuun.” JlelicTBUTENBHO,
00paboTka STHX OKcamma3oiioB 7 H. pactBopom NH; B
MeOH B teuenune 30 MUH mpu KOMHATHOW TeMIepaType
MO3BOJIIET C BBICOKMMH BBIXOJaMH HOJYYUTh AMHHO-
HUTponpounsBoansre 11-13 (cxema 6).

Cxema 6 NO,
-0
N
7 O,N | />—Q—NH2
— —
N
Z
N NO,
N
1.7 N NHg " NG,
MeOH
rt, 0.5 h O.N N
9b > 2 | / NH2
2. HCI, H,0 N
rt O N—\ NH NO,
N
62-74% 12
O,N NH,
N-O
10 — L~ ON | N/ NO,
ON—\ OyN NH
~NH 2 2
N 13

Crnemyer OTMETUTb, UYTO COYETAaHHE UEPEAYIOLIMXCS
HUTPO- U AMUHOTPYMI IIMPOKO HUCHOIB3YETCsl B AuU3aiiHe
BBICOKO?HEPIreTUYECKUX COEIMHEHHH [ IOJydYeHHs
MAll0uyBCTBUTEIIBHBIX TEPMOCTAOHIBHBIX TIPOM3BOIHBIX.
Oxcagnazonsl 11 m 12 Moryr (opMaiabHO CUHTATHCS
a”ajioraMM nukpamuna (2,4,6-rpuHUTpoaMHHOOCH30I1a), B
KOTOPBIX 71apa-HATPOIpyINa 3aMEHEHa Ha OKCaaua3oib-
HbI UKL, coequaenue 13 — ananorom TATE (1,3,5-tpu-
amMHHO-2,4,6-TpUHUTPOOEH30I1a) JTAJIOHOM Majoy4yB-
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Pucynok 1. JICK-mmarpammsr coeamHenuit 11-13 (ckopocTb
HarpeBa SK/mun).

CTBUTENBHBIX TEPMOCTOMKHX COEIMHEHHi1,” B KOTOPOM
aMHMHOTPYIIIA 3aMEHEHA HA OKCaUa30JIbHBIH IIUKII.

W3yyeHne TepMOCTAOMIBHOCTH STHX OKCaIUa30JI0B
METOJIOM CHHXPOHHOH andQepeHnaIbHoi CKaHUPYIOIIEH
kanopumetpun (ACK) um tepmorpaBumerpru (TI') moxka-
3aJ0, YTO OHA YBEIWYMBACTCS OOpPAaTHO YMEHBIICHHIO
KOJIMYeCTBA HHUTPOTPyIH B coenuHeHmsx 11-13 (pue. 1).
Tak, y okcanuazonoB 11 u 12 temneparypa Hadana pasio-
weHns (299 u 254°C coOTBETCTBEHHO) 3HAYHTENBHO TIpe-
BBIIIACT TEMIEPATypPy pasioxkeHus mukpamuga (197°C),
IpUYeM sl TPUHUTpOOKcaanazona 11 stor mapamerp
npubimkaercs k 3HadeHusM TATDB (Temmeparypa Hauana
pasnoxenns 324°C?7). B To ke BpeMst TepMOCTAOHIEHOCT
NIeHTaHUTPOOKcaanazona 13 (Temmeparypa Hadaia pas-
noxerus 229°C) yxe 3HAUUTEIBFHO HIDKE.

CtpoeHNE TIONydEHHBIX COCIMHEHHH IT0ATBEPIKICHO
CIIeKTpaTbHBIME MeTofaMH. Bo Bcex crmektpax SIMP 'H
O-auunamMuIoOKCUMOB 4a—i MPUCYTCTBYET XapaKTEPHBII
muk npotoHoB NH, ammmHo¥ Tpymm B obmactm 7.12—
7.47 M. n. Ilo cpaBHEHUIO €O CHEKTPaMH HCXOJIHBIX
aMUJOKCHUMOB la—i Hcue3aeT XapakTepHbIN yIIMPEHHbIH
curnan rpynnsl NOH B unrepBane 9.49-10.00 m. a.

Ilpy OoTHECEHMHM CHTHAIOB MHPA30JIbHOTO LHKIJIA HCIOJIb-
30BaJIUCh XOPOLIO M3BECTHBIE B PsAY NMUPA30JI0B 3aKOHO-
meprocti.''** Otnecenne curnanos B cnextpax SIMP °C
OCYILECTBJISIJIOCh Ha OCHOBAaHUM IpaBHiIa, IO KOTOPOMY
XMMHYECKHE CABUTH aTOMOB yIiiepojia B HUTPOIHMpa3oax
pacmosaralotcss B CIEAYIOLEH IMOCIeA0BaTEIbHOCTH:
3((C-3)=N(sp?) > &((C-5)-N(sp*)) > &(C-4), a curnan
aToMa yriepoja, CBSI3aHHOTO C HHUTPOTPYIIOH, CHUIBHO
VIIMpeH u3-3a KBaApymojbHOi pemakcamuu “C—'*N, uro
oOeryaer ero HAEHTH(HUKAIHNIO.

[lomyyeHHbIe NaHHBIE NMO3BOJSIOT BBISIBUTH PsiJ] 3aKOHO-
MepHocTeii B crektpax SIMP °C 3- u 5-nmupazomun-1,2,4-
OKCaJAua30JIoB, IOJIE3HBIX JUIl YCTAHOBJIEHUS CTPOEHUS
HOBBIX COeJIMHEeHu# 3Toro tuma. B cnekrpax SMP Bc
9TUX COEIMHEHMH NPUCYTCTBYIOT JBa XapaKTEpPHBIX IS
1,2,4-0kcaana3oNpHOrO IMKJIA CHUTHAda:” CHUTHAlI aroMma

831

C-5 mpu 167.2-176.5 M. a. u curnan atoma C-3 npu 160.0—
166.9 M. n. Ilpugem B ciydae 3-mupa3’os3aMeIleHHBIX
coemuHeHuit Sa,c.e,g, 6, 9c,d A|S(C-5) — o(C-3)| mnsa
CUTHAJIOB aTOMOB OKcajauaszoja coctaBiser 1-3 M. a. B 1o
K€ BpeMs B cilydae S-mupazonuinpou3Bogubix Sb,d.f,ih,
7, 9a,b, 1013 5Ta pa3HHIIAa CYIIECTBEHHO YBEJIMYHUBAETCS
1o 7-15 M. 1. Kak 3a cueT CABUTOB CUTHANIOB aTOMOB C-3 B
Oosee cuIbHOE TOJIE, TAK M 33 CUCT CABHIOB CUTHAJIOB
atomoB C-5 B Oonee crnaboe moie. BBereHHe NOMONTHU-
TENBHBIX HUTPOTPYII KaK B apUIbHBIM, TaK U B IHPA30JIh-
HBIA 3aMECTHUTENIb TOYTH HE BIMACT HAa OTH 3aKOHO-
MEpHOCTH.

Takum o0pa3om, Hamu pa3paboTaH OOUIMA METOJ
CUHTE3a HUTPONPOU3BOAHBIX 3(5)-apmi-5(3)-nupazonui-
1,2,4-okcagua3onoB. Iloka3aHa BO3MOXKHOCTh JIOIIOJIHU-
TENBHOW (DYHKIMOHATHU3AIMKA ATUX COCIUHCHUN IyTeM
KUCJIOTHOI'O HUTPOBaHUA U HyKJ'IeO(i)I/IJ'H)HOFO 3aMCUICHUA.
BrIsBIICHBI 3aKOHOMEPHOCTH HUTPOBAHUS apUIITHPA30IIHI-
1,2,4-0kcaina3ogoB B 3aBUCUMOCTH OT YCIOBHH MpoOBe-
JICHHS PEaKIUH, PACIIOIOKEHUS 3aMECTHTEICH U crocoda
COYJICHEHHS LIUKIIOB B CyOCTpare.

JKcIepUMEeHTAIbHAS YacTh

UK cnektpsl 3amucanbl Ha Gypbe-criekrpomerpe Bruker
Alpha B Tabnerkax KBr. Cmextper SIMP 'H, "C u "“N
(300, 76, u 22 MI'1 COOTBETCTBEHHO) 3aperMCTPUPOBAHBI
Ha npudope Bruker AM-300 B IMCO-ds (ecnu He OroBo-
peHo oco60) npu 299K. Buytpennuit crannaptr TMC s
cextpos SIMP 'H u C, MeNO, s criekrpos SIMP N,
Macc-cneKkTpbl BBICOKOTO pas3pelleHus] NPU HOHHU3ALUH
ANIEKTPOPACIIBUICHUEM 3apernCTPUpPOBaHbl Ha mpuoope
Bruker MicroOTOFII. DnemMeHTHbIN aHaNN3 BBIIOJHEH Ha
npudope PerkinElmer Series II 2400. Temneparypsl mias-
nenus ompenesneHsl mo Koduepy Ha cromuke Boetius
(cxopocth HarpeBa 4°C/MuH) U He ucnpasieHsl. Vccieno-
Banus JICK mns coenmnenuii 11-13 mposeneHsl Ha mpu-
6ope Netzsch DSC 204 HP (cxopoctp HarpeBa SK/mun).
KoHTponb 3a X00M peakiuii ¥ YUCTOTOH MOMyYEeHHBIX
coenuHeHui ocymiecTBieH metogoM TCX Ha miacTHHAX
Merck Silicagel 60 Fssg.

Amunokcumbl 1la—c, HUTpUIIB! 2a—d U XJIOPaHTHAPHUIBI
3b—d xommepuecku goctynubl. Hurpuisr 2e,'® 2f,'" xnop-
aHTHJPHIB 3-HUTPOIHPA30IKAPOOHOBOH KHCIOTE 32 1
3,5-IMMETOKCHOEH30MHOI KHMCIOTHI 3€’' CHHTEe3MpOBaHBI
COTJIACHO JINTEPATYPHBIM METOIHKaM.

Cunte3 amuaokcumoB 1d—f (oOmas wmeToguka).
K pactBopy 18.1 mmons Hutpuna 2d—f B 40 mn EtOH npu
nepememuBanun no6asmstor 1.3 T (19.5 MMons) BogHOTO
50% ruapokcuiaMuHa. PeakIMOHHYIO CMECh KHIATAT B
TeueHre 30 MUH, OXJTXKIAIOT, PACTBOPHUTENH YIMApUBAIOT
MpY TIOHIKEHHOM JjaBiieHnu. CyXol OCTaTOK 3aTHUPArOT C
10 M cyxoro Et,0, GunsTpyroT, NpOMBIBalOT Ha (QHIBTPE
rexcaHoM (3 x 10 m). Cymar Ha BO3ayXe.

N'-T'mapoxcu-4-uutpodennakapooxcumuaamug (1d).
Bexon 3.05 r (93%), xenThIit mOpomoxK, T. mi1. 189—190°C
(T. 1. 188-190°C??).

N'-T'uapoxcu-3-HuTpo-1H-nupa3oii-5-kapookcuMuI-
amuj (le). Beixon 2.63 1 (85%), sxenTHIN MOPONIOK, T. I
198°C (EtOH). UK cnektp, v, em s 3511, 3382, 3137,



Chem. Heterocycl. Compd. 2021, 57(7/8), 828-836 [Xumus cemepoyuxa. coeounenuii 2021, 57(7/8), 828-836]

2971, 1700, 1634, 1603, 1523, 1512, 1410, 1381, 1335,
1282, 1260, 1167, 1099, 1025, 920, 840, 762, 613. Cnextp
SAMP 'H, 8, m. 1. 14.19 (1H, ym. ¢, NH mmpazon); 9.94
(1H, ymr. ¢, NOH); 7.36 (1H, ¢, H nupason); 6.09 (2H, c,
NH,). Haiineno, %: C 28.04; H 3.02; N 40.67. C4HsN;sO;.
Brruuciaeno, %: C 28.08; H 2.95; N 40.93.

N'-I'mapoxcu-3-untpo-1H-nupa3zon-4-kapooxkcumus-
amua (1f).° Breixox 2.94 r (95%), KpacHbIA MOPOLIOK,
1. mn. 212°C (EtOH). Cnextp SIMP 'H, 8, m. x.: 13.87 (1H,
yur. ¢, NH mupazon); 9.49 (1H, ym. ¢, NOH); 8.11 (1H, c,
H nupazon); 5.83 (2H, c, NH,).

Cunre3 O-anmaaMuIoKcHMOB 4a—i (0OImIasi METOIUKa).
PactBop 6.37 Mmounb xiopanrunpuaa 3a—e B 15 mi abco-
motHOro MeCN npu 0°C npu nepemMennBaHuU MO KanjsiM
no0aBnAOT K cMmecd 6.37 mmonp amugokcuma la—f wu
0.64 v (6.37 mmons) Et;N B 15 M abcomrorHoro MeCN.
PeakiimoHHYI0 CMECh EPEMEIINBAIOT B TEX e YCJIOBHIX B
TeyeHue 30 MMH, 3aTeM NEepeMEIINBalOT B TeueHHe | 4 mpu
20°C. BwumuBaror B 150 mn xomogHoi H,O, BhInmaBmiwnii
Oenblii ocanok GUIbTPYIOT, npoMbiBatoT HyO, cymiat npu
80-90°C. IIponykr kpuctamnusytoT u3 MeOH win EtOH.

N'-{[(3-Hutpo-1H-nupa3oa-5-ua)kapooHunajoxkcu}-
4-proppennnkapdoxcumunamuy (4a). Bexon 1.14 1
(61%), T. 1. 226-228°C. UK cnekrtp, v, em ' 3507, 3409,
3142, 3046, 2942, 2839, 2756, 1735, 1629, 1607, 1570,
1538, 1518, 1463, 1420, 1400, 1329, 1247, 1227, 1188,
1159, 1098, 1003, 917, 849, 829, 754, 570, 480. Cnextp
SMP 'H, §, m. 1. (J, T): 7.98 (1H, ¢, H-4 mmpasomn); 7.81
(2H, n, J =74, H Ar); 7.33 2H, n, J = 7.4, H Ar); 7.25
(2H, yur. ¢, NH,). Cexrp SIMP °C, 8, m. 1. (J, T): 163.4
(m, 'Jor = 246.6); 156.3; 155.5; 135.3; 129.4 (1, *Jor = 8.9);
127.0; 115.5 (7, g = 21.6); 104.6. Haiineno, m/z:
294.0628 [M+H]+. C1HoFNsO4. Breruucneno, m/z:
294.0633.

3-Hutpo-N'-{[(4-pTopdennn)kapdonunloxecu}-1H-
nupasoJj-S-kapooxkcumuaamua  (4b). Beixon 1.31 r
(70%), T. . 237-239°C. UK cnextp, v, cM ' 3452, 3389,
3136, 2985, 2834, 1739, 1657, 1603, 1540, 1509, 1464,
1413, 1370, 1274, 1242, 1158, 1083, 996, 943, 850, 832,
757, 683, 614. Cniextp SIMP 'H, 8, m. 1. (J, ['nm): 8.27 (2H,
o na,J=28.1,J=1.7 H Ar); 7.60 (1H, c, H-4 nupazomn);
7.38 2H, n, J= 8.1, H Ar); 7.32 (2H, ym. ¢, NH,). Cniektp
SAMP C, §, M. 1. (J, T): 165.3 (1, 'Jor = 251.6); 162.6;
155.9; 148.4; 137.0; 132.6 (1, *Jor = 9.4); 125.5; 115.8 (x,
“Jor = 21.6); 102.3. Haiimeno, m/z: 294.0631 [M+H]".
C1HoFN;s0O,. Beruncneno, m/z: 294.0633.

4-Metua-N'-{[(3-nurpo-1 H-nupa3oa-5-uin)kapooHuJi|-
okcu}penniakapookcumugamug (4c). Bexom 149 r
(81%), T. . 220-222°C. UK crextp, v, cM 'z 3502, 3405,
3140, 3049, 2944, 2839, 2754, 1734, 1628, 1595, 1541,
1464, 1418, 1401, 1331, 1225, 1187, 1003, 915, 825, 753,
517. Cnextp SIMP 'H, §, m. a. (J, Tw): 7.98 (1H, c, H-4
nupazon); 7.65 (2H, n, J=7.9, H Ar); 7.29 2H, n, J="7.9,
H Ar); 7.16 (2H, ym. ¢, NH,); 2.36 (3H, ¢, CHj;). Cnektp
SIMP °C, §, m. 1. 157.0; 156.0; 155.0; 141.0; 135.7;
129.5; 128.8; 127.3; 104.6; 21.4. Haiineno, m/z: 290.0880
[M+H]". C,,H},N50,. Beraucieno, m/z: 290.0884.

N'-{[(4-MeTunapenna)kapoonuii|okcu}-3-uutpo-1H-
nupa3zoJi-S-kapooxkcumuaamua (4d). Beixog 127 r

(69%), 1. ur. 245-247°C. UK cnekTp, v, oM 3466, 3360,
3150, 3012, 2898, 1733, 1654, 1610, 1542, 1464, 1413,
1363, 1270, 1216, 1180, 1078, 1017, 996, 943, 828, 745,
475. Cnextp SIMP 'H, &, m. 1. (J, T'm): 8.08 2H, 1, J=7.9,
H Ar); 7.61 (1H, ¢, H-4 nupaszon); 7.35 2H, o, J = 7.9,
H Ar); 7.28 (2H, ym. ¢, NH,); 2.40 (3H, ¢, CH;). Cnextp
SIMP 13C, 6, M. a.. 163.7; 156.3; 148.6; 144.2; 137.4;
130.2; 129.7; 126.6; 102.7; 21.7. Hatigeno, m/z: 290.0878
[M+H]". C1,H,N50,. Beraucneno, m/z: 290.0884.
4-Metoxcu-N'"-{[(3-aurpo-1H-nupa3on-5-uwi)kapoonnia|-
okcu}pennnkapookcumuaamun (4e). Boxon 1.28 1 (66%),
1. . 193-195°C. UK cnexktp, v, em : 3501, 3404, 3139,
3046, 2938, 2839, 2750, 1734, 1625, 1536, 1461, 1411,
1332, 1263, 1185, 1028, 998, 915, 834, 751, 510. Cnektp
SMP 'H, §, m. 1. (/, T'm): 7.98 (1H, ¢, H-4 nupazon); 7.71
(2H, n, J=7.9, H Ar); 7.12 (2H, yu. ¢, NH,); 7.03 (2H, #,
J=17.9, H Ar); 3.81 (3H, ¢, OCH3). Criexrp SIMP "°C, §, m. 1.:
161.7; 157.5; 156.6; 155.9; 135.8; 128.9; 123.7; 114.3;
1059, 55.8. Haﬁ,ueHo, m/z: 306.0830 [1\/I+H]Jr C12H12N505.
Brruucaeno, m/z: 306.0833.
N'-{[(4-MeTokcudennn)kapoonui]oxcnu}-3-uurpo-1H-
nupasou-3-kapookcumugamun (4f). Bexon 1.50 r (77%),
1. 1. 252-253°C. UK cnektp, v, cM ': 3460, 3331, 3205,
3030, 1705, 1643, 1606, 1544, 1515, 1466, 1364, 1274,
1174, 1095, 1022, 823, 760, 615. Cuexrp SIMP 'H, §, m. 1.
, Tu): 8.15 2H, n, J = 84, H Ar); 7.60 (1H, c, H-4
nupazon); 7.27 (2H, ym. ¢, NH,); 7.06 (2H, a1, J = 8.4,
H Ar); 3.85 (3H, ¢, OCH3). Crexktp SIMP °C, &, m. x.:
163.7; 163.5; 156.8; 148.5; 132.3; 132.1; 121.5; 114.4;
102.6; 56.0. Haiineno, m/z: 306.0832 [M+H]". C;,H,,N50s.
Brruucaeno, m/z: 306.0833.
4-Hutpo-N'-{[(3-uuTpo-1H-nupa3on-5-)kapoonun.]-
okcu}pennnkapooxcumugamun (4g). Bexon 1.49 r (73%),
1. 1. 230-232°C. UK cnektp, v, cM ': 3503, 3403, 3165,
3056, 2942, 2837, 2744, 1753, 1644, 1606, 1518, 1464,
1401, 1337, 1197, 1001, 910, 862, 828, 754, 708, 428.
Crextp SIMP 'H, &, m. 1. (J, T'm): 8.35 2H, 1, J = 8.7,
H Ar); 8.05-8.02 (3H, m, H Ar, H-4 niupazon); 7.47 (2H,
yi. ¢, NH,). Criexrp SIMP °C, 8, m. 1.: 156.6; 156.3; 155.7;
149.3; 137.7; 135.4; 128.9; 124.1; 106.1. Haiineno, m/z:
321.0570 [M+H]". C;;HoN¢O¢. Brruucneno, m/z: 321.0578.
N'-{[(3,5-AumeTokcudeHn)KapooHHI|0KCH }-3-HUTPO-
1H-nmpa3on-5-xkap6oxcumuaamug (4h). Bexxog 1.11 r
(52%), 1. mr. 156°C (c pasi.). UK cmextp, v, cM ': 3500,
3456, 3356, 3128, 2982, 2907, 2845, 1737, 1640, 1594,
1540, 1462, 1433, 1367, 1332, 1235, 1206, 1162, 1103,
1051, 993, 937, 875, 831, 757, 627, 494. Cnextp SIMP 'H,
6, M. 1. (J, Tm): 7.62 (1H, ¢, H-4 mupazon); 7.30 (2H, c,
NH,); 7.28 (2H, x, J=2.0, H-2,6 Ar); 6.81 (1H, ¢, H-4 Ar);
3.83 (6H, ¢, 20CH;). Criektp IMP °C, 8, m. m.: 163.2;
160.5; 155.8; 148.4; 130.8; 107.4; 107.0; 105.2; 102.3; 55.6.
HaﬁlleHO, m/z: 336.0938 [M+H]+ C]3H]4N506. Brrumc-
neno, m/z: 336.0939.
N'-{[(4-MeToxkcupeHu1)kapooHuI|okcu}-3-HuTpo-
1H-nupa3on-4-kapoéokcumuaamun (4i). Beixom 1.55 1
(80%), T. . 212-213°C. MK crextp, v, cM ': 3487, 3376,
3124, 3017, 2937, 2844, 1706, 1635, 1603, 1548, 1509,
1460, 1394, 1316, 1258, 1241, 1169, 1125, 1086, 1028, 903,
871, 841, 760, 691, 614, 507. Cnexrp SIMP 'H, &, m. x.
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(/, Tm): 8.31 (1H, ¢, H-5 mapazon); 8.14 (2H, 1, J = 8.3, H Ar);
7.13 (2H, ym. c, NHy); 7.04 (2H, n, J = 8.7, H Ar); 3.85
(3H, ¢, OCHj;). Crextp SIMP BC, 8, M. 1: 163.1; 153.5; 150.2;
134.5; 133.4; 131.7; 121.5; 113.8; 108.8; 55.5. Haiineno, m/z:
306.0834 [M+H]". C\,H,N5Os. Beruncneno, m/z: 306.0833.
Cunre3 1,2,4-okcaana3osioB Sa—i (oOmias MeTouKa).
K pactBopy 4.9 MMounp amunamugokcuma 4a—i B 9.6 M
abcomorHoro JIMCO mnpu mnepeMenMBaHUM 10OaBISIOT
390 mr (9.8 mmone) NaOH. PeakiinoHHyto cMmech nepeme-
IIMBAIOT B TeucHHE 1.5—4 4 10 UCUC3HOBEHUS HUCXOIHOTO
coenunenus. Beuuator B 100 ma xonoanoit H,O, conep-
xamedt 1 M konuentpupoanHoit HCl. BeimaBiuii Genblit
ocanok ¢uabTpyloT, npombiBaror H,O, cymar npu 100-
110°C. IIpoaykt kpuctamiusytot u3 MeOH.
5-(3-Hurtpo-1H-nupa3oua-5-ni)-3-(4-propphenunn)-
1,2,4-oxcaauaszon (5a). Beixog 1.19 r (88%), T. mi. 164—
166°C. UK crextp, v, cM 'z 3162, 3005, 2514, 1848, 1636,
1607, 1560, 1535, 1515, 1468, 1451, 1418, 1393, 1345,
1291, 1224, 1160, 1022, 992, 959, 932, 847, 825, 755, 625,
515. Cnextp SIMP 'H, &, m. a.: 8.12 (2H, ymL ¢, H Ar);
7.72 (1H, ¢, H-4 nmupazon); 7.43 (2H, ym. ¢, H Ar). Cnektp
AMP BC, 8, m. 1. (J, T): 167.3 (1, 'Jep = 247.1, C-4 Ar);
167.2 (C-5 oxcamuazon); 165.9 (C-3 okcagmazomn); 157.0
(C-3 mmpazon); 133.0 (C-5 mupasomn); 129.7 (1, *Jor = 9.2,
C-2,6 Ar); 122.6 (C-1 Ar); 116.5 (1, “Jop = 22.1, C-3,5 Ar);
104.2 (C-4 mmpazon). Crexrp IMP "N, &, m. x.: —17.82
(NOz) HaﬁneHo, mlz: 276.0532 [1\/IJFH]Jr C11H7FN503.
Brruncieno, m/z: 276.0527.
3-(3-Hurtpo-1H-nupa30Ji-5-un)-5-(4-gpropdpenn)-
1,2,4-oxcaauaszon (5b). Beixon 1.20 r (89%), 1. mi. 207—
210°C. UK cnekTp, v, eM ': 3411, 3136, 3010, 2810, 1914,
1609, 1567, 1542, 1496, 1416, 1364, 1331, 1238, 1162,
1099, 1025, 991, 937, 904, 846, 828, 758, 628, 510.
Crexktp IMP 'H, §, m. a.: 8.25 (2H, yur ¢, H Ar); 7.47
(2H, ym. ¢, H Ar); 7.20 (1H, c, H-4 nupason). Cnextp
AMP C, §, m. 1. (J, Tw): 175.0 (C-5 oxcamason); 165.2
(m, Ucr = 252.0, C-4 Ar); 160.6 (C-3 okcamuazon); 156.5
(C-3 mmpaszon); 133.0 (C-5 mupazon); 130.9 (1, *Jer = 9.9,
C-2,6 Ar); 119.5 (1, *Jor =2.8, C-1 Ar); 116.9 (11, “Jcr = 22.6,
C-3,5 Ar); 102.8 (C-4 mupa3zon). Haitneno, m/z: 276.0520
[M+H]". C,;H;FN;0;. Beraucneno, m/z: 276.0527.
3-(4-Metuadenun)-5-(3-uurpo-1H-nupa3zon-5-un)-
1,2,4-oxcagmnazoa (5¢). Beixon 1.10 r (83%), 1. un. 227—
229°C. UK cnekTp, v, cM ': 3304, 3122, 2985, 2894, 2836,
1637, 1611, 1548, 1530, 1467, 1412, 1357, 1337, 1177,
1119, 1088, 1023, 994, 939, 875, 825, 756, 421. Cuektp
SIMP 'H, 8, m. 1. (J, T): 7.95 (2H, 1, J = 7.3, H Ar); 7.85
(1H, ¢, H-4 mmpazon); 7.40 (2H, n, J = 7.3, H Ar); 2.31
(3H, ¢, CH;). Cmextp SMP “C, &, m. x.: 168.1 (C-5
okcamuazon); 166.4 (C-3 oxcammazon); 156.0 (C-3 mmpazon);
141.9; 130.4; 129.8 (2CH Ar); 127.0 (2CH Ar); 122.6;
104.3 (C-4 mmpasomn); 21.0 (CH;). Criexrp SIMP "N, &, m. 1.:
-29.26 (NOQ) HaﬁHCHO, m/z: 272.0771 [M+H]+ C]2H10N503.
Breruncneno, m/z: 272.0778.
5-(4-Metundenni)-3-(3-uutpo-1H-nupa3zou-5-ui)-
1,2,4-oxcaauaszon (5d). Beixon 1.04 r (78%), T. mi. 240—
242°C. UK cnekTp, v, eM 't 3172, 3122, 3066, 2889, 1610,
1585, 1561, 1542, 1489, 1465, 1444, 1413, 1350, 1308,
1276, 1244, 1212, 1116, 990, 919, 866, 826, 757, 425.

833

Cnektp SIMP 'H, &, m. 1. (J, I'm): 8.06 QH, 1, J = 7.7,
H Ar); 7.59 (1H, ¢, H-4 nupaszon); 7.47 2H, o, J = 7.7,
H Ar); 2.43 (3H, ¢, CH;). Criektp SIMP °C, §, m. 1.: 176.3
(C-5 okcamuazon); 160.3 (C-3 okcaguazon); 156.5
(C-3 nupazon); 144.5; 132.7; 130.3 (2CH Ar); 128.2 (2CH Ar);
120.2; 102.8 (C-4 mupason); 21.4 (CH;). Cextp SIMP N,
8, M. 1.1 —17.57 (NO,). Haiineno, m/z: 272.0777 [M+H]".
C12H10N503. BLI‘II/ICHGHO, m/z: 272.0778.
3-(4-MeTtoxcudpenuit)-5-(3-uutpo-1H-nupa3os-5-ui)-
1,2,4-oxcaguazoa (5e). Beixox 1.04 r (74%), 1. . 209—
211°C. MK crektp, v, cM 't 3122, 2975, 2929, 2841, 1638,
1612, 1547, 1492, 1466, 1423, 1359, 1309, 1176, 1114,
1087, 1027, 1007, 989, 939, 875, 825, 761, 638. Cnextp
SAMP 'H, §, m. 1. (J, T): 8.04 (2H, 1, J = 8.2, H Ar); 7.89
(1H, ¢, H-4 mupazon); 7.15 (2H, n, J = 8.2, H Ar); 3.86
(3H, ¢, OCH3). Cnextp SIMP “C, &, m. x.: 167.9 (C-5
okcaauazon); 166.2 (C-3 okcagmazon); 161.9; 156.0 (C-3
nupason); 130.4; 128.8 (2CH Ar); 117.6; 114.6 (2CH Ar);
104.2 (C-4 nmpazon); 55.3 (OCH;). Haiineno, m/z: 288.0730
[M+H]". C,,H,(N50,. Beraucieno, m/z: 288.0727.
5-(4-Metoxcudenn)-3-(3-uurpo-1H-nupazon-5-uin)-
1,2,4-oxcaauazon (5f). Bexon 1.07 r (76%), T. 1. 243—
245°C. VK crektp, v, cM 't 3137, 2972, 2890, 1607, 1548,
1490, 1466, 1435, 1353, 1271, 1177, 1113, 1017, 989, 915,
848, 761, 631, 522. Cnextp SIMP 'H, §, m. x.: 8.11 (2H,
yu. ¢, H Ar); 7.57 (1H, c, H-4 upasomn); 7.20 (2H, ymu. c,
H Ar); 3.88 (3H, ¢, OCHs). Crektp SIMP °C, 8, m. n.:
175.8 (C-5 okcammazon); 163.4; 160.0 (C-3 oxcamuazon);
156.4 (C-3 mumpazomn); 132.6 (C-5 mupazomn); 130.0 (2CH Ar);
114.9 (2CH Ar); 114.6; 102.5 (C-4 nupazo:n); 55.6 (OCH3).
Crektp SIMP "N, 8, m. 1.: —30.31 (NO,). Haiineno, m/z:
288.0734 [M+H]". C1,H,(N50;. Beraucneno, m/z: 288.0727.
5-(3-Hutpo-1H-nupa30Ji-5-un)-3-(4-uutpodenn)-
1,2,4-oxcaauazon (5g). Bexox 1.08 r (73%), 1. . 268—
271°C. VK crextp, v, cM 't 3213, 3136, 2966, 2842, 1704,
1634, 1549, 1478, 1403, 1351, 1256, 1222, 1155, 1005,
940, 869, 826, 757, 613. Cnextp SIMP 'H, 8, m. 1. (J, T):
8.46 2H, n, J = 7.8, H Ar); 8.33 (2H, 1, J = 7.8, H Ar);
7.98 (1H, ¢, H-4 mmpason). Cnextp SIMP °C, §, m. n.:
168.7 (C-5 oxcamuazon); 166.9 (C-3 okcagmazomn); 155.9
(C-3 mupazomn); 149.4; 134.3; 128.9; 128.6 (2CH Ar); 124.8
(2CH Ar); 104.8 (C-4 nupazon). Haiineno, m/z: 303.0465
[M+H]". C,H;N¢Os. Berancieno, m/z: 303.0472.
5-(3,5-Aumerokcudpennn)-3-(3-uurpo-1H-nupa3oJ-
5-na)-1,2,4-oxcaauaszon (Sh). Beixon 1.12 1 (72%), T. 1.
270-272°C. UK crektp, v, cM ': 3247, 3131, 1599, 1563,
1547, 1466, 1427, 1350, 1313, 1214, 1156, 1060, 1043,
991, 930, 864, 838, 826, 761, 549, 472. Cnextp SIMP 'H,
6, M. 1. (J, T'm): 7.63 (1H, c, H-4 mmpa3zon); 7.26 (2H, n,
J=2.2,H-2,6 Ar); 6.87 (1H, 1, J = 2.0, H-4 Ar); 3.68 (6H,
¢, 20CHj3). Crextp SIMP “C, §, m. x.: 176.5 (C-5 oxca-
mason); 161.8; 160.8 (C-3 okcamuazomn); 157.0 (C-3 mupason);
133.1 (C-5 nmpaszon); 124.9 (C Ar); 106.5 (2CH Ar); 106.4
(CH Ar); 103.3 (C-4 mupason); 56.4 (OCH;). Haiineno, m/z:
318.0828 [M+H]". C;3H;;)NsOs. Brruamcnerno, m/z:
318.0833.
5-(4-Metoxkcudenni)-3-(3-uurpo-1H-nupaszon-4-ui)-
1,2,4-oxcaauazon (5i). Beixox 1.22 r (87%), T. . 235—
237°C. UK crekp, v, eM ': 3501, 3250, 3130, 2992, 1614,
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1533, 1505, 1471, 1427, 1365, 1304, 1257, 1182, 1116,
1063, 1018, 962, 834, 761, 627, 520. Crektp SIMP 'H,
o, M. 1. (J, I'm): 8.66 (1H, ¢, H-5 nmpason); 8.10 (2H, x,
J=28.6,H Ar); 7.20 (2H, n, J = 8.7, H Ar); 3.88 (3H, c,
OCHs3). Criexrp SIMP C, 8, m. 1. 175.1 (C-5 okcamuazon);
163.3; 161.4 (C-3 okcamgmazom); 153.1 (ymr c, C-3 mupaszon);
134.3 (C-5 mumpazon); 130.0 (2CH Ar); 115.4; 115.1
(2CH Ar); 103.0 (C-4 mumpason); 55.7 (OCH;). Cnektp
AMP "N, 8, m. 1.0 —19.32 (NO,). Haiineno, %: C 50.05;
H 3.20; N 24.23. C,H9N50,4. Brruncneno, %: C 50.18;
H 3.16; N 24.38.

HutpoBanue okcaamuazosioB Se,i mpu 20°C (oOmas
meronuka). PactBop 1.5 mmonb okcaamazona Se,i B 4 mi
konnentpuposansoii H,SO, u 1 mn HNO; (d 1.5 r/em’)
nepememuBaiotT npu 20°C B TeueHue 4 4 (A coeIUHEHUS
Se) umu 24 4 (g coenuHeHus Si). PeakiuoHHyI0 cMmech
BoumMBalOT B 20 mn nepsuoi H,O, BeIMaBHIni Oeblit
ocaok GunbTpyroT, mpomeiBatoT H,O, cymmaT Ha Bo3ayxe.

3-(4-Metokcu-3,5-nunurpodenun)-5-(3-uurpo-1H-
nupaszon-S-ui)-1,2,4-okcaguazon (6). Brixog 550 wmr
(97%), 1. . 160—162°C. UK crextp, v, cM 'z 3576, 3435,
3148, 3081, 1629, 1588, 1539, 1522, 1471, 1402, 1376,
1347, 1260, 1231, 1170, 1105, 1024, 1004, 965, 908, 828,
782, 755, 723. Cnextp SIMP 'H, &, m. x.: 8.88 (2H, c,
H Ar); 8.01 (1H, ¢, H-4 nupazon); 4.05 (3H, ¢, OCH,).
Crnekrp SIMP °C, 8, m. 1.: 167.4; 165.4; 156.0 (yur. ¢, C-3
nupazon); 149.0; 144.8; 130.1 (ym. c, C-3,5 Ar); 127.9;
121.4; 104.9 (C-4 nupason); 64.7 (OCHs3). Haiineno, m/z:
395.0694 [M+NH4]+. C,H;NgOs. Brruucieno, m/z: 395.0688.

5-(4-Metokcu-3,5-nuuurpodenni)-3-(3-uurpo-1H-
nupaszon-4-ui)-1,2,4-okcaguazon (7). Bwixog 470 wmr
(94%), 1. . 214-216°C (EtOH-H,0, 2:1). UK cnektp,
v, oM ' 3274, 3246, 3129, 1634, 1594, 1547, 1471, 1413,
1359, 1344, 1296, 1268, 1155, 1095, 1072, 976, 917, 833,
810, 761, 716. Criektp SIMP 'H, &, m. 1.: 14.59 (1H, ym. c,
NH mwmpazon); 8.95 (2H, ¢, H-2,6 Ar); 8.75 (1H, ¢, H-5
mupason); 4.05 (3H, ¢, OCH;). Crextp SIMP “°C, 8, m. 1.:
172.0 (C-5 oxcammazon); 161.8 (C-3 oxcammazomn); 149.6;
144.8; 134.7; 129.0; 128.7 (CH Ar); 118.9; 102.3 (C-4
nupason); 64.7 (OCH3). Criextp SIMP N, 8, m. 1.: —17.01
(NOQ) HaﬁHEHO, m/z: 378.0432 [1\/[+H]Jr C12H8N70g.
Brruncieno, m/z: 378.0429.

HurpoBanue okcaguazosoB Sh,c—f npu 80°C (oOmas
MeTozuka). PactBop 1.5 Mmmons okcanuazona Sb,e—f B 5 M
xomrentpuposannoii H,SO; u 1 M HNO; (d 1.5 r/em’)
nepememuBaioT npu 8§0°C B Tedenue 4 4. PeakimoHHyio
cMmech BbhUMBarOT B 20 M jaeasHor H,O, BeImaBmunii
ocaiok (QUIBTPYIOT, TpoMbiBatoT H,O, mnomydeHHbIH
OeTIBIil MOPOIIOK CYIIAT Ha BO3IyXeE.

3-(3,4-Aunutpo-1H-nupa3zon-5-ui)-5-(4-¢grop-3-uurpo-
¢enuni)-1,2,4-okcaguazon (8). Beixog 400 mr (73%),
T. 1. 64-66°C. UK cnektp, v, em s 3521, 3072, 1625,
1600, 1537, 1501, 1434, 1422, 1379, 1357, 1336, 1317,
1272, 1255, 1083, 953, 933, 917, 852, 815, 768, 758, 718.
Crextp IMP 'H, &, m. 1.: 8.79 (1H, ¢, H Ar); 8.54 (1H,
yur. ¢, H Ar); 7.90 (1H, yur. ¢, H Ar). Crextp SIMP "°C,
6, m. a. (J, T'm): 173.9 (C-5 okcagmazon); 159.0 (C-3
okcauason); 157.5 (x, 'Jop = 270.0); 147.4 (ym. ¢, C-3
mupason); 137.6 (ym. ¢, C-3 Ar); 135.8 (1, *Jor = 10.0);
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129.2 (ym. c, C-4 mmpasom); 128.3; 126.4; 120.6 (z,
2Jor = 22.1); 119.8. Cnextp SIMP "N, &, m. m.: —25.17
(NOz) Haﬁ,ueHo, m/z: 364.0073 [M—HT C11H3FN707.
Beruncneno, m/z: 364.0083.
3-(3,4-Aunurtpo-1H-nupa3oi-5-un)-5-(4-merui-3,5-nu-
HuTpodenni)-1,2,4-okcaguazon (9a). Bexon 550 mr (90%),
T. . 228-230°C. MK cnektp, v, cM ' 3272, 3252, 3085,
1637, 1588, 1569, 1543, 1431, 1349, 1337, 1302, 1209,
1043, 954, 944, 904, 851, 815, 720. Criextp SIMP 'H, 8, M. 11.:
8.89 (2H, ¢, H Ar); 2.57 (3H, ¢, CH;). Crektp SIMP “°C,
S, M. 1.: 173.2 (C-5 okcagmazon); 159.3 (C-3 okcamuason);
151.5; 147.6 (ym. c, C-3 mupasom); 131.7; 128.4 (ym. c,
C-3,5 Ar); 126.8 (CH Ar); 126.3 (ym. ¢, C-4 nupasomn);
122.5; 15.0 (CH;). Haiineno, m/z: 405.0174 [M-H].
C1,HsNgOy. Brruncineno, m/z: 405.0185.
3-(3,4-Junutpo-1H-nupa3on-5-ui)-5-(4-MmeTokcu-
3,5-nuaurpodenunin)-1,2,4-oxcaauazona (9b). Beixon 522 mr
(83%), 1. 1. 195-197°C. MK cnektp, v, cM ': 3347, 3072,
3068, 1629, 1550, 1489, 1417, 1368, 1342, 1306, 1268,
1159, 1100, 1027, 973, 926, 920, 847, 811, 757, 690, 473.
Crextp SIMP 'H, §, m. 1.: 8.96 (2H, ¢, H Ar); 4.05 (3H, c,
OCHj3). Criextp SIMP °C, 8, m. 1.: 173.1 (C-5 okcammason);
159.2 (C-5 okcammazon); 150.0; 147.5 (ym. c, C-3
nupazon); 144.8; 128.9 (CH Ar); 128.3 (ymr. ¢, C-3,5 Ar);
126.3 (ym. c, C-4 nupazon); 118.4; 64.8 (OCHj;). Cnektp
SAMP "N, §, M. 1.: —26.02 (NO,). Haiinero, m/z: 421.0120
[M—H]". C;,HsNgO . Beruucneno, m/z: 421.0134.
5-(3,4-Junutpo-1H-nupazon-5-un)-3-(4-metui-3,5-1u-
nurpodenmi)-1,2,4-okcaauazon (9c). Beixon 450 mr (74%),
1. mn. 116-118°C. MK cniektp, v, cM ' 3577, 3486, 3079,
1647, 1624, 1553, 1522, 1480, 1412, 1381, 1347, 1241,
1225, 1206, 1165, 1057, 1028, 952, 904, 851, 815, 752,
722, 580, 459. Crnextp SIMP 'H, &, m. n.: 8.74 (2H, c,
H Ar); 2.55 (3H, ¢, CH;). Criextp SIMP °C, 3, m. 1.: 167.8
(C-5 oxcaamazon); 165.4 (C-3 okcagmazon); 151.4; 148.2
(ym. ¢, C-3 mumpaszon); 130.0; 128.3 (ym. ¢, C-3,5 Ar);
127.0 (yur. c, C-4 mupazon); 125.9 (CH Ar); 125.3; 14.8
(CH3) Haﬁ,lleHO, m/z: 405.0180 [M*H:r C]szNgOg.
Berancieno, m/z: 405.0185.
5-(3,4-Aunutpo-1H-nupazon-5-un)-3-(4-meToKkcH-
3,5-nuaurpodenuin)-1,2,4-oxkcamuazon (9d). Beixox 400 mr
(63%), 1. . 162—164°C. MK cnektp, v, cM 1 3587, 1627,
1550, 1521, 1475, 1413, 1345, 1267, 1165, 1118, 1029,
978, 952, 920, 851, 814, 757, 719. Cnextp SIMP 'H, 5, m. 1.:
8.80 (2H, ¢, H Ar); 4.02 (3H, ¢, OCHj3). Criextp SIMP °C,
o, M. 1.: 168.1 (C-5 okcanunazomn); 165.3 (C-3 okcanuazon);
148.8; 148.4 (ym. c, C-3 mupazon); 144.8; 128.6 (ym. c,
C-3,5 Ar); 127.9 (CH Ar); 127.1 (ym. ¢, C-4 nupasomn);
121.6; 64.6 (OCH3). Crextp SIMP N, §, m. x.: —20.59
(NOQ) Haﬁ)leHO, m/z: 421.0124 [M*H:r C]2H5N8010.
Breruncneno, m/z: 421.0134.
5-3,5-Aumertokcu-2,4,6-tpunutpodpennn)-3-(3,4-nu-
HuTpo-1H-nupazon-5-uin)-1,2,4-okcaguazon (10). PactBop
400 mr (1.26 mMmonb) okcamuazona Sh B 5 Mi KOHIEHT-
puposannoit H,SO, n 1.5 max HNO; (d 1.5 r/em’) mepe-
MemmBaioT npu 20°C B Teuenne 96 4. PeakiimoHHyIo cMech
BeumMBaOT B 20 mu jeasHoir H,O, BeImaBmImii 0cagok
¢wieTpyIoT, poMeiBatoT H,O, cymaT Ha Bo3myxe. Bexon
221 wmr (35%), 6emsrit mopomok, T. r. 151°C. UK cmektp,
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v, eM 1 3312, 1559, 1475, 1436, 1403, 1360, 1335, 1275,
1201, 1128, 1054, 979, 953, 918, 850, 820, 730, 640, 504.
Cnektp SIMP 'H, 8, m. x.: 4.06 (6H, ¢, 20CH;). Criektp
SIMP 13C, 5, M. 1. 172.1 (C-5 okcamuazon); 158.6 (C-3
okcaguazon); 150.6; 147.9; 142.6; 140.1; 128.1; 122.2;
118.2; 64.7 (OCHj). Haiineno, m/z: 496.0088 [M—-H].
C13H6N9013. BLI‘H/IC.]'IGHO, m/z: 496.0091.
HyxieopunbHoe 3aMelieHHe METOKCUTPYNNBI B
okcaguasonax 7, 9b, 10 (oOmas meroauka). B pactBop
0.4 mmomns 1,2,4-oxcaguaszona 7, 9b, 10 npu nepemennsa-
Huu 100aBisroT 1 Mt 7 H. pactBopa NH3 B MeOH, Boiep-
s)kuBaioT B Teuenue 30 mwmH, moakuciasior 2 M HCI go
pH 3—4, BbImaBmmii )enThlid 0cafok GUIBTPYIOT, CyIIAT HA
Bo3ayxe. Kpucrammmsyror us MeCN.
2,6-Innutpo-4-[3-(3-uurpo-1H-nupa3zon-4-un)-1,2,4-
okcaguazo-S-wijannaun (11). Beixon 107 mr (74%),
1. . 298°C (¢ pasn.). MK crektp, v, cM 't 3453, 3340,
3273, 3246, 3129, 2924, 2854, 1646, 1586, 1548, 1529,
1480, 1418, 1361, 1271, 1096, 1072, 962, 900, 834, 811,
758, 733, 550. Cnextp SIMP 'H, §, m. 1.: 14.55 (1H, yu c,
NH mwmpazon); 8.97 (2H, c, H-3,5 Ar); 8.84 (2H, ¢, NH,);
8.74 (1H, ¢, H-5 mupason). Cnexrp SIMP “C, §, m. 1.
172.4 (C-5 oxcamuazon); 161.4 (C-3 okcagmazon); 142.6
(C-3 mwmpazom); 135.3 (C-2,6 Ar); 134.5 (C-4 Ar); 1319
(C-5 mwmpazom); 131.8 (C-3,5 Ar); 107.8 (C-1 Ar); 102.3
(C-4 mupazon). Haiineno, m/z: 361.0282 [M-H] . C;;HsNgO,.
Beraucneno, m/z: 361.0287.
4-[3-(3,4-Aunutpo-1 H-nupa3zon-5-ui)-1,2,4-okcanm-
a3041-5-ui]-2,6-nunurpoanmiaun  (12). Beixog 101 wmr
(62%), T. 1. 254°C (c pasn). MK cmextp, v, cM ': 3453,
3426, 3342, 3323, 3294, 3084, 1650, 1583, 1558, 1544,
1472, 1461, 1417, 1382, 1374, 1349, 1312, 1282, 1255,
1146, 1102, 1028, 952, 940, 929, 899, 852, 816, 757, 726,
594, 567. Cnextp SIMP 'H, §, m. x1.: 9.00 (2H, ¢, H-3,5 Ar);
8.81 (2H, ¢, NH,). Cnextp SIMP °C, §, m. n.: 173.7 (C-5
okcaaunazon); 158.7 (C-3 oxcammazomn); 147.3 (ym. c, C-3
mupason); 142.9; 135.3; 1322 (C Ar); 128.2 (ym. c,
C-3,5 Ar); 126.1 (yur ¢, C-4 mupazon); 107.1. Haiineno, m/z:
425.0548 [M+NH,4]". C;HoN;(Oy. Bsrumcneno, m/z:
425.0543.
5-13-(3,4-Aunurpo-1H-nupa3on-5-un)-1,2,4-okcaguazoli-
5-un]-2,4,6-rpunutpodenson-1,3-nuamun  (13). Brixon
137 mr (73%), 1. 1. 229°C (c pasi.). UK crexTp, v, cM
3437, 3327, 3252, 3045, 2805, 1606, 1587, 1553, 1499,
1433, 1349, 1314, 1248, 1182, 1134, 1019, 917, 850, 815,
766, 697, 585. Crextp SIMP 'H, 8, m. x1.: 7.72 (4H, ym. c,
2NH,). Criexrp SIMP “C, 8, m. x.: 170.1 (C-5 oxcammazon);
163.3 (C-3 okcammazon); 150.2; 143.7; 133.1; 127.3; 125.2;
123.8; 122.8. Haiineno, m/z: 466.0092 [M—-H] . C;;HsN;,0y;.
Breruucneno, m/z: 466.0097.

Aemopbl b6nazodapam npozpammy pasgumus HAyuHbIX
wxon Unemumyma opeanuueckou xumuu um. H. J[. 3enun-
ckoeo PAH.
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