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Paspaboran 3¢ GeKTHBHBIN OAHOPEAKTOPHBIN MeTo cuHTe3a 2-(1,2,4-0Kcaauas3on-5-1i1)aHHIMHOB Ha OCHOBE pe-
aKIIMU aMUIOKCUMOB C W3aTOBBIM aHTHAPHUIOM H €ro mpou3BogHbIMU B cucteMe NaOH—/IMCO npu koMHaTHOM
Temrieparype. JlaHHBIi METO TTIO3BOMIACT OTyYaTh 3aMEIICHHBIC aHWIWHBI Pa3INYHON CTPYKTYPHBI, COAEpIKAIIHIES
¢parmenT 1,2,4-okcaanazona, 0e3 HCIONB30BAHMUS 3aAUIUTHBIX TPYMIL. [loTeHIMa peakiiuy BKII0YaeT ITMPOKUI
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1,2,4-Oxcanna3oiabHbli IIUKI — XOPOIIO H3BECT-
HBIA (apMakoGOpHBIA (parMeHT, KOTOPBIH BXOIUT
B COCTaB AaKTHBHBIX (DapMalleBTUUECKHX TIpernapa-
TOB Pa3jJMYHON TEpareBTUUYECKON HAMpPaBIC€HHOCTH
[1, 2]. Hanpumep, atarypeH HCIONB3yeTCs IS Jie-
YeHus1 MbledHol auctpoduu romenna [3] u npy-
rux 3a00JeBaHUM, BBI3BAHHBIX HOHCEHC-MYTAIMSIMHU
[4]. AzuncapTaH npuUMeHsIeTCs ISl JICUCHUs TUIep-
TOHUU [5], a omuKamoH ObUT ONOOpPEH B KauecTBE
JOTIONTHUTENbHOW Teparnu Oone3nn [lapkuHCcOHA
[6-8]. Hexkoropsle npousBoausie 1,2,4-okcaanaszo-
Jla SIBJISIFOTCSL CEJIGKTUBHBIMH HHTHOUTOpPAMH HW30-
dhopm xapOoaHTHIpa3bl YETOBEKA, KOTOPHIEC CBSI3AHBI
¢ Tepanuei paka [9—11]. Kpome Toro, oHu BXOIAT B
COCTaB IIperaparoB JUIsl JICUEHHUs] BO3PACTHBIX 3a-
OoneBanuii [12, 13], MPOTHBOMHUKPOOHBIX CPEICTB
[14-17], a Takxe SIBISIOTCS HOBBIM KJIACCOM JABOM-
HBIX ArOHHCTOB O1/0-pPEHENTOPOB, AKTHBUPYIOIIUX
npomudeparmro nepokcrcom (PPARo/d) [18], u uH-
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ruouropos cuptyuna 2 [19]. [Tomumo MeqUIMHCKOTO
MPUMEHEHUS, 3TH TeTEPOLUKIIbI HCIONB3YIOTCS IS
pa3paboTKu HSHEpreTUdecKux MarepuanoB [20-22],
¢nyopecuenTHbIx Kpacurened [23, 24], OLED-
ycTpoucTB [25, 26], cencopos [27, 28], a TakkKe HUH-
cektuimaoB [29]. Kpome Ttoro, 1,2,4-oxcanuazoinbl
MOTYT TPaHC(POPMUPOBATHCS B IPYTHE TE€TEPOIHKITBI
M3-3a HU3KOM apOMAaTHYHOCTH W HAJIWYUSA Ciaboit
cBs3u O—N, 9TO aKTHBHO HCIIONIB3YEeTCSI B OpTaHuve-
ckoM cuHTe3e [30-32]. IloaTomMy pa3paboTka HOBBIX
3¢ (GEKTUBHBIX U YIOOHBIX METOIOB cuHTe3a 1,2,4-0K-
Ca/Ia30JI0B C Pa3InYHbIMU NepuepuiHbIMA QYHK-
LMOHAJILHBIMU TPYTIIIAMU SIBJIIETCS OHOM M3 BayKHBIX
3a/1a4 COBPEMEHHOM OPraHNYeCKON XUMUHU.

Panee mamu ObLIO TOKa3aHO, 4TO cucteMa MOH-
JAMCO sBnseTcst MOOXOAAIIEH Cpeqoi Uisi MOCTPO-
enust 1,2,4-okcanna3onbHOTO LUKIA TP KOMHATHOM
temneparype [33-35]. B gactHOCTH, OBLIO M3y4YEHO
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B3aMMOZCHCTBHE aMHJIOKCUMOB C KapOOHOBBIMHU KHC-
jnotaMu [36] U TIMPOKUM PSIIOM MX TPOU3BOAHBIX,
BKIIOUasi XJIOpaHruapuiasl [37], cioxHble SGUPHI
[38], ampmerunsl [39] W UUKIMYECKUE AHTHAPUIBI
TUKapOOHOBBIX KuchoT [40—43]. BaxkxubiM mpeumy-
LIECTBOM IIPEACTABIEHHOIO IOIXOAA SBJISIETCS BO3-
MOYKHOCTb HCITOJIb30BaHMsI COEAMHEHUH, Ccopepka-
IIMX CBOOOTHBIE aMUHOTPYIIBI, TOTAa KaKk OOBIYHOE
HarpeBaHue IyOuTeNnbHO A1t 3TOH (PyHKUMOHANBHON
TpyMITBI ¥ TpeOyeTcs NCIIOMB30BaHNe CTIenn(hUIeCcKOi
3amuThl [44-46]. B mpogomkeHre uccaenoBaHnuii MbI
o0paTuiay BHUMaHHE Ha W3aTOBBIM aHTMAPUA U €ro
aHaJIOT'H, KOTOPbIE TAKXKe MOTI'YT BCTYIIaTh B PEAKLIUIO
C aMHIIOKCUMaMu ¢ oOpazoBanuem 1,2,4-okcaanazo-
JIOB, COJAEp KAIlUX HE3aIUIIEHHYI0O aMUHOTPYMIy B
OpMO-TIONIOKEHUH MO0 OTHOLICHUIO K TI'€TEPOLMKIIH-
geckomy ¢parmenty [47]. IlockombKy Takme coe-
JUHEHHUS TPOSIBISIOT OMOJOTHYECKYI0 aKTHBHOCTh
[48—50] 1 uconb3yroTCs B KAUECTBE LIEHHBIX TPEKYP-
COPOB AJIS CO3AaHuUs (papMaLeBTUIECKHUX IIPEapaToB
[51, 52] u nnamMuHOKapOEHOBBIX KOMILJIEKCOB TaJlia-
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musi(11) [53], mpeacTaBnsioch WHTEPECHBIM BOBJIC-
YEHUE AHTHIPHUIOB HM3aTOBBIX KHCJIOT B PEAKIUIO C
amugokcumamu B cucteme MOH-/IMCO. B ganno#
paboTe TMpeCTaBICH CHHTE3 IUPOKOTO Psifia HOBBIX
2-(1,2,4-okcamnason-5-mi)aHuInHOB Ha OCHOBE pe-
AKIIUU aMUJIOKCUMOB C H3aTOBBIMU aHTHJIPUIAMU TIPU
KOMHaTHOH Temmieparype B cpene NaOH-IMCO.

AMUIOKCUMBI 2a—M OBUTH TIONYYEHBI B3aMO/ICH-
CTBHEM COOTBETCTBYIOIINX HUTPUIOB 1a—M C THAPOX-
JopuaoM ruapokcuiamMuaa B npucyTcTBur NaHCO,
B JTaHoNe mnpu kurstdeHnn (cxema 1). B cmyuae
2-(2-aneTun(heHOKCH )alleTOHUTPUIIA KaK KapOOHUIIb-
Has, TaK U [IUAHOTPYIIAa PEarupyroT ¢ THIPOKCHUIIA-
MHHOM. BBIXOJl LIENIEBBIX COEAMHEHUN BapbUpPOBAJICS
ot 34 1o 98%. AMHIOKCHM 2K CHHTE3UPOBAIH U3 Ma-
JIOHOHUTpUIA 1K HUTPO3UPOBAHUEM C MOCICAYIOLICH
KOHJIEHCAIIMEN € THUJIPOKCUIAMHUHOM [0 HU3BECTHOM
Mertomuke [54] (cxema 1).

[IepBoHayanbHO MBI IPOBEPHIM NPUMEHUMOCTH
MeToAa K onucaHHou peakuuu. Kak npasuio, B3au-
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OnTuMu3aIus yCIOBHHA peakmun®

TAPACEHKO wu np.

N—OH

1) Ph_</
NH,
2a

0 N-0
0 2) MOH Ph/(N/
/J\ JIMCO, 20°C
N 0 H,N
3a 4a
Ne ombiTa MOH (9kB.) Bpes, 4 Beixon 4a, %
ctagus 1 cragus 2
1 NaOH 2 1 88
2 KOH 2 1 84
3 LiOH 2 1 81
45 NaOH 2 1 91
5® NaOH 2 1 89
6 NaOH 3 1 98
7 NaOH 4 1 98
8 NaOH 3 0.5 73

? YemoBust peakiun: amMmugokenym 2a (2 mmons), IMCO (2 M), 20°C.

6 Mcnons3oBamu 1.5 sxB. NaOH.
® Hcnonb3oBanu 1.2 3KB. U3aTOBOTO aHrUIpua 3a.

MOJICHCTBHE aMUJIOKCHMOB C allMJIbHBIMU pearcHTa-
MU, TAKAMH KaK aHTUAPUJIBI, BKIIOYACT JBE CTAJHH:
O-anunMpoBaHUe aMHIOKCHMa M MOCJICIYFOINas IH-
xinoneruaparanus B 1,2,4-oxcaguazon [40, 55]. Co-
TJIaCHO HaIlUuM JaHHBIM, CUJIbHBIC OCHOBAaHMs, TAKHC
KaK THPOKCHJIBI MEIOYHBIX METAJIOB, KaTAIU3UPY-
0T BTOPYHO CTaJHMIO0, YTO MO3BOJIAET TPOBOIUTH €€
IIpH TEMIIEpaType OKpyXkaroied cpeabl. Takum 00-
pa3oM, MBI TIPOBENH PEAKIMI0 OCH3aMUIOKCHMa 2a
C HM3AaTOBBIM AHI'MAPUIOM 3a B JUXJIOPMETaHE TIpU
KOMHATHOW TeMIIepaType W BBIJCTIIN MPOMEKYTOU-

Hoe coenmHeHMEe A (cxema 2). IlpuMeuarensHo, 9TO
B Oosiee paHHEH paboTe HHTEPMEINATOM CUHUTAJI-
cst N-ammmamunokcuMm [47]. UtoObl ycTpaHHUTB 3TO
HECOOTBETCTBHE, CTPYKTYPY BBIJIEJICHHOTO COEAH-
HEHUS A WCCIeloBalii METONaMH CHEKTPOCKOITUHU
AMP 'H u '3C u macc-cnexrpomerpun. B crnexrpe
SIMP 'H npucyTCTBYIOT XapakTepHble CUIHANBI BYX
rpynn NH, [33, 40, 55] (yummpeHHble CUHITIETHI PU
6.65 u 6.83 m. 1.), Torma xak curHan OH-nporona
OTCYTCTBYET. JTO HaOIONEHHE BMECTE C IPYyTUMHU
CIEKTPATFHBIMU JTaHHBIMHU (17151 Oosiee moapoOHOM

Cxema 2.
0
O)@
A H,N
N o7y 0

| " N-O

NaOH T
NH, 3 - N=O NG

CH,Cl,, 20°C, 2 4 ©—</ )Il\gCO-dé
NH, 20°C, 1 4 H,N
2a A 4a

JKYPHAJI OBLIEM XUMMHU Tom 91 Ne5 2021



CHUHTE3 1 OCOBEHHOCTHU CTPOEHNA 2-(1,2,4-OKCAINA30JI-5-NJT)AHUJIMHOB 679

Cxema 3.
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nHpopmaru  cM. [lOMOTHUTENbHBIE MaTepHabl)
yKa3plBaeT Ha TO, 4TO UMEHHO O-ammiIaMHUIOKCHUM
sBisieTcss mHTepMenuaTtoM A. Ero obpaborka NaOH
B IIMCO-d, npy KOMHAaTHOW TeMIlepaType MPUBOAUT
K 00pa3oBaHUIO COOTBETCTBYIomIero 1,2.4-oxcaan-
aszona ¢ BeIxomoM 99% (mo manueiM SIMP 1H) yepes
1 4. Takum 00pa3oM, IPUMEHUMOCTh IAHHOTO METO/Ia
K 9TOMY THITYy CyOCTpaTOB TIOATBEPIK/ICHA.

Ha CJICAYIOLICM 3TAIlC MbI noz[06pam/1 OolTUMAJIb-
HBIC YCJIOBUS PCAKIUHN, HUCIIOJIb3Ys BSaI/IMO,Z[Gf/iCTBI/IC
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M3aTOBOTO aHTHApPHAA 3a ¢ OCH3aMHUIOKCUMOM 2a B
KadecTBe MOeNbHOU peakiuu (cM. Tabmwiy). [lep-
BOHa4YaJIbHO MBI IIPOBCJIM CPABHCHUEC TUAPOKCHUIOB
Pa3sTUYIHBIX METALIOB (cM. Tabmuiry, om. Ne 1-3), u
NaOH 6bu1 pu3HaH HauboIIee MOAXOASIUM OCHOBA-
HUEM IS hccienyemoii peakunu. Kpome toro, 66010
MMOKa3aHO, YTO KOJIMYECTBO aHTHJIPHJIA U OCHOBAHUS
HE OKa3bIBACT IIOJIOXKUTCIIbHOT'O BJIIMUSAHHA HA BBIXOJ
reseBoro npoaykra (or. Ne 4 u 5), Torma Kak KoJmde-
CTBO MIPUMECEH yBEININBACTCS.
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O6umit Buj Monexyn coenunenuit 4n (CCDC 2063906) u 4¢ (CCDC 2063908) B xpucranie. Paccrosune H-N? cocraiser

2.0455(11) (4n) 1 2.15(6) A (4¢).

[TockonbKy OoJee BRICOKMI BBIXO/ MPOIYKTa 00e-
cneunBaiics gobasienneM MOH HemocpencTBeHHO
Ha BTopoM dTarne [40], BpeMEeHHOH peKUM TakKe ObLI
uccnenosan (tabmuna 1, on. Ne 6-8). YcranosineHo,
4TO 13151 cTanui O-auanpoBaHUsI U IIUKJIOACTUIpATA-
YN OBUTH JJOCTATOYHO 3 U | 4 COOTBETCTBEHHO.

PazpaboTtaB onTHMalbHBIC YCIIOBUS, MBI HCCIE-
JIOBAJIM BO3MOKHOCTH U OTPAHUYCHHSI PEAKIIUU C UC-
M0JIb30BAaHMEM Pa3IMYHBIX AMHIOKCHMOB, a TaKKe
HEKOTOPBIX M3aTOBBIX aHTHAPHUIOB (BKIFoUas N-3ame-
IIeHHbIe aHajoru). J{is Hadana M3aTOBBIA aHTHIPUT
3a BBOAWIIM B PEAKINIO C IMIUPOKUM PSIOM apOMaTh-
YeCKUX (COAepKaIluX KaK 3JIEKTPOHOAOHOPHBIE, TaK
Y DJIEKTPOHOAKIICTITOPHBIC 3aMECTUTEIIN ), TETePOaPO-
MaTHYECKHUX W aTu(paTHIeCKUX aMHJIOKCUMOB 20—H.
Brixon nesneBbix aHuianHoB 40—m coctaBuia 64—-98%.
AMUJIOKCUMBI 23 M 2HM, UMEIOIIME HE3allUILECHHEIC
OKCHMHYI) M aMHHOIPYIIIbI, COOTBETCTBEHHO, pea-
THUPYIOT C M3aTOBBIM aHTHAPUAOM 3a HEMTOCPEICTBEH-
HO C yJacTHeM aMHJIOKCUMHOTo (hparmeHTa 0€3 Ka-
KHX-JINOO TTIOOOYHBIX MPOIECCOB.

Hanee MBIl HCCIIEAOBalM PEAKIHOHHYIO CHOCO0-
HOCTb U3aTOBBIX aHTUAPHUIOB 30— C 3aMECTUTEISIMU
Kak B apOMaTHYECKOM KOJIBLIE, TaK U MPH aroMe azo-
Ta. Kak BUIHO 13 cxeMbl 3, CTPYKTypa aHTHUApHIA HE
OKa3bIBa€T 3HAYUTENLHOTO BIMAHUS Ha UCCIETyEMYIO
PEaKIHUIO.

CrpykTypa coeauHeHuii 4 u 4¢ uccienoBaHa
METOZIOM PEHTT€HOCTPYKTYpHOTO aHaiu3a. MOHO-
KPUCTAJIIBl OBUIM TIOMYYEHBI MEUICHHBIM HCIape-
HHEM COOTBETCTBYOMHUX pacTtBopoB B JIMCO. O6-
KA BUJT MOJIEKYJI COeIMHEHUMN 4H U 4¢ B KpUCTaJljie
npeacrasieHbl Ha pucyHke. Jlanusle PCA, ykasbl-
BalOT Ha BHYTPUMOJIEKYISPHYIO BOJIOPOIHYIO CBSI3b
N-H-N? B 00EHX CTPYKTypax.

OKCaanasox

B 3akmrouenue, Hamu pa3padoTaH 3(eKTHBHBIHN
OTHOPEAKTOPHBIN MeTOA mony4deHus 1,2,4-okcaaunaso-
JIOB, CONEPKAINX CBOOOTHYIO aMHHOTPYIILY, ITyTeM
KOHJICHCAIIMM aMHUJIOKCHMOB C M3aTOBBIMU aHTHIPH-
namu B cucteme NaOH-/IMCO. Peaknus nporekaer
NPy KOMHATHOW TeMIIepaType B TCUCHUE HECKOIbKUX
gacoB ¢ oOpa3oBaHWEeM TIieleBBIX 1,2,4-0kcamnaso-
JIOB C XOpOUIMM BBIX010M. [IpocToTa U BOBMOXHOCTD
WCTIOJIb30BAHUST IIUPOKOTO Kpyra aMHUJIOKCHMOB H
W3aTOBBIX aHTUAPUIOB JICTAOT ITOT METOJ IPHUBIIE-
KaTeJbHBIM Ui KOMOMHATOPHOH XUMHH U CO3JIaHHUS
HOBBIX JIEKAPCTBEHHBIX CPEJICTB.

OKCIIEPUMEHTAJIBHAS YACTD

Bce peareHThI 1 pacTBOpUTENH SBISIIUCH KOMMED-
YECKUMH MPOIYKTaMH M HCIIOIb30BAINCH O€3 JIOTOoI-
HUTEIbHOU o4yuCTKU. KOHTpOJh 3a XOAOM peakiuil
OCYILECTBIISIIN € IIOMOIIBIO TOHKOCIOWHON XpoMaro-
rpadun (Turactuas Silufol UV-254 Macherey—Nagel)
¢ ucnosib3oBanueM YO cpera A nposisieHus. Koso-
HOYHYIO XpoMarorpaduio MPOBOIMIA Ha CHIIMKArele
mapku 60 (0.040-0.063 mm) 230400 mer, smoupys
cMechio rekca—aTmianerar. Crektpsl SIMP 3amm-
ceiBanu Ha Bruker Avance DPX 400 [400 ('H) u 101
MTI' (1*C)] B IMCO-d unu B CDCls. Temneparypsl
TUTaBIICHUS ONPEICISUIH B OTKPBITHIX Kalmmuisipax Ha
npubope Electrothermal TA 9300 series. Macc-cnek-
Tpel BbICOKOTO paspemenns (HRMS) caumamm Ha
cunektpomerpe Bruker Maxis HRMS-ESI-qTOF
(ameKTpOoCTIpe-nOHN3AIINS ).

AMUIOKCUMBI 2a—M TOJIYYaal 10 METOAUKE [56].

N'-I'uppoxcudenzumugamua (2a) [56]. Boixon
12.87 T (65%), 6emoe mMoOpoIKOOOpa3HOE BEIIECTBO,
T. 1. 67-69°C. Cnektp SIMP H, §, m. 1.: 5.68 yILI. ¢
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(2H, NH,), 7.34-7.40 m (3H, Ar), 7.62-7.69 m (2H,
A1), 9.59 ¢ (1H, OH).

N'-I'uapoxcu-4-meroxkcudensumuaamug  (20)
[56]. Bexon 0.97 1 (78%), 6enoe mopomikooOpasHoe
Bemectso, T. 1. 107—-109°C. Cnektp AMP 'H, 8, m. 1.:
3.76 ¢ (3H, OCH,), 5.67 yu. ¢ (2H, NH,), 6.92 1 (2H,
Ar, J 7.6 T'm), 7.08 n (2H, Ar, J 7.6 '), 9.43 ¢ (1H,
OH).

N'-I'uapoxcu-4-aurpodenzumuaamun (2B) [56].
Boixon 1.20 r (98%), sxentoe mopomkoodpazHoe Be-
mectBo, T. mwi. 188—190°C. Cnekrp SIMP H, §, m. 1.:
5.94 ym1. ¢ (2H, NH,), 7.95 n (2H, Ar, J 8.4 I'n), 8.20
o (2H, Ar, J 8.4 T'iy), 10.07 ¢ (1H, OH).

N'-I'mppokcu-4-cyabdpamonndeH3UMUIAMHAT
(2r) [10]. Bexox 1.1 T (93%), OexeBoe MOPOIIKO-
oOpa3Hoe BeniecTso, T. 1. 218-219°C. Cnekrp SIMP
'H, 8, M. 1.: 5.93 yur ¢ (2H, NH,), 7.37 ¢ (2H, NH,),
7.80—7.84 m (4H, Ar), 9.86 ¢ (1H, OH).

N'-I'uapoxcunzonukoTuHuMuaamun (2a) [57].
Beixon 1.16 r (85%), 6exeBoe mopomkoodpazHoe Be-
mecTBo, T. 1. 198-200°C. Cnextp SIMP 'H, §, m. 1.
6.00 ym. ¢ (2H, NH,), 7.60-7.69 m (2H, Ar), 8.52—
8.63 M (2H, Ar), 10.04 ¢ (1H, OH).

N’-I'mapoxcutnoden-3-kapooxkcumuaamusy (2e)
[40]. Bexon 1.07 T (82%), Genoe moporikoodpazHoe
BelecTso, T. 1. 85-86°C. Crexrp AMP 'H, §, m. 1.:
5.76 ym. ¢ (2H, NH,), 7.33 n (1H, J 4.8 T'), 7.47—
7.51 m (1H), 7.80 o (1H, J 0.8 I'mm), 9.45 ¢ (1H, OH).

N'-I'mapoxcu-1,5-mumeruni-1H-nuppoua-2-kap-
ooxcumuaamua (2:x). Bexon 971 mr (76%), xo-
pUYIHEBOE TTOPOIIKOOOpa3HOE BEMIECTBO, T. TI. 142—
144°C. Cnekrp SIMP 'H, 8, m. 1.: 2.18 ¢ (3H, CH;),
3.63 ¢ (3H, CH;), 5.46 ym. ¢ (2H, NH,), 5.78 0.
(1H, J 3.6, 0.8 T'm), 6.27 a1 (1H, J 3.6 I'r), 9.55-7.93
M (1H), 9.32 ¢ (1H, OH). Cniektp SIMP '3C, §¢, m. 1.:
12.73,32.94, 106.15, 108.84, 125.35, 131.64, 147.68.
Macc-cniekrp, m/z: 154.0964 [M + H]" (Bbrumcieno
st C;H ,N;0: 154.0957).

N'-I'mapoKCHIHMKIONPONAHKAPOOKCUMMIAMHU/
(23) [58]. Beixox 514 wmr (34%), OGecuiBeTHOE MacIo.
Cnektp SIMP 'H, §, M. x.: 0.51-0.69 M (4H, Alk),
1.27-1.37 m (1H, Alk), 5.19 yur. ¢ (2H, NH,), 8.69 ¢
(1H, OH).

N'-I'mapokcu-2-{2-[1-(rugApoOKCUMMHUHO)ITHJI |-
(enokcu}aneramugumu (24) MOIy4aad B3aUMO-
neiicteuem 3 sxB. NH,OH'HCI ¢ 2-(2-auerunde-
Hokcu)anetonutpmwiom 1u (1 1, 5.71 Mmmons). Beixon
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798 mr (63%), OexxeBOoe HOPOIIKOOOpAa3HOE Belle-
ctBO, T. . 154-156°C. Cnextp IMP 'H, §, m. n.:
2.10 ¢ (3H, CH,), 4.44 ¢ (2H, CH,), 5.57 ym. ¢ (2H,
NH,), 6.95 1. n (1H, Ar, J 7.6, 1.2 T'm), 7.13 n. n (1H,
Ar, J 8.4, 1.2 I'm), 7.23 a. n (1H, Ar, J 7.6, 2.0 I'n),
7.29-7.36 m (1H, Ar), 9.31 ¢ (1H, OH), 10.97 ¢ (1H,
OH). Cniextp AMP 13C, 5, m. 1.: 15.77,67.05,113.12,
121.06, 128.08, 129.66, 130.12, 149.60, 154.69,
156.50. Macc-cniektp, m/z: 224.1019 [M + H]" (BbI-
gucneHo 1 C,oH,4N;05: 224.1030).

4-AMuHo-N'-ruapokcu-1,2,5-okcaamazo-
3-kapOokcumugamua (2k) [54]. Cmecb MajoHO-
autpwia (1 1, 15,2 mmomns), Boasl (2 MiI) M yKCyc-
HOHM kmcimoTel (0.85 mu, 15 MMONB) OXJaXcmgalid 10
5°C un nobGasnsun mo Karuisim pactBop NaNO, (1.1 1
16 Mmmonb) B Boge (1.7 mur). IlomydeHHBIH pacTBOp
nepeMennBany npu 10°C B teuenue 1 4 ¢ nmocneny-
IOIUM HarpeBaHHeM JI0 KOMHATHOM TeMIieparypsl B
TEeYeHHE HOUYU. PeaklMOHHYIO CMeCh OXJIaXIalu 0
5°C, zareM mo kamisiM Ao0asisuin pactBop NaOH
(0.6 T, 1.5 MmoB) B Bozie (4 MIT) M BOXIHBIN pacTBOP
rugpokcuiaMuta (50 mac%, 2.2 1, 32 MMomb) mpu
WHTEHCUBHOM IepemenmnBanuy nipu 15°C B Teduenue
2.5 4 ¢ MOCHeayrmuM IIepeMenInBaHeM TP KOM-
HaTHOH Temmeparype B TedueHue | 4. PeakimoHHyO
cMech MemTeHHo HarpeBayn 10 100°C u KATISITHIN B
TeyeHnue 1.5 4, 3aTeM oXJIaKJaJIM 10 KOMHATHOM TEM-
neparypsl. Ocaziok OTQUIBTPOBBIBAIH, POMBIBAIN
BOMOM (3%1.8 MIT) M CymmIM pU KOMHATHOW TeMIIe-
parype Ha Bo3ayxe. Beixon 1.26 r (58%), OiieHO-xe-
TOE TMOPOITKOOOpa3Hoe BemecTBo, T. I, 190-192°C.
Cnextp SAMP 'H, §, M. 1.: 6.21 ¢ (2H, NH,), 6.30 ¢
(2H, NH,), 10.49 c (1H, OH).

Cunre3 N-[(2-aMHHOOEH30MJ1)OKCH]|0eH3UMH-
aamuaa (A). K pactsopy ammaokcuma 2a (136 wmr,
1 MMonp) B quxsopmerane (15 mir) 1o06aBmsiim u3ato-
BbIi anruapuy 3a (163 mr, 1 MmMons). Peakiimonnyro
CMecCh MepeMelIMBalI pHU KOMHATHOM TeMIieparype
B TeueHue 2 4. OOpa3oBaBIIHICSA 0CaTO0K OTHHUIBTPO-
BBIBAJIH, IPOMBIBAJI TEKCAHOM (25 MIT) M CYLIMIIN Ha
BO3/yX€ MPU KOMHATHOM Temneparype. Beixon 174 mr
(68%), OexeBoe MNOPOIMIKOOOPAa3HOE BEIIECTBO.
Cnektp SIMP 'H, §, m. 1.: 6.53-6.59 m (1H, Ar), 6.65
¢ (2H, NH,), 6.78 n. n (1H, Ar, J 8.4, 1.2 '), 6.83 ¢
(2H, NH,), 7.24-7.30 m (1H, Ar), 7.43-7.56 m (3H,
Ar), 7.74-7.82 m (2H, Ar), 8.07 n. n (1H, Ar, J 8.0,
1.6 T'). Cnextp SIMP 13C, d¢, M. a.: 109.00, 115.12,
116.79, 127.34, 128.81, 130.86, 131.59, 132.46,
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134.22, 151.90, 157.03, 165.82. Macc-criektp, m/z:
278.0909 [M + Na]" (Beruucneno mis C,4H,3N;0Na:
278.0900).

Mukaoneruaparauust  N-[(2-amMuHOOeH3011)-
okcu]oensumuaamuaa A no 2-(3-penuin-1,2,4-ox-
caamuaszon-S-uwin)annauda 4a. K pactsopy O-anui-
amunokcuma A (10 wmr, 0.39 mmomp) B JMCO
(0.56 ™) OBICTPO MOOABISUIM TIOPOIIKOOOPA3HBIMA
NaOH (3 wmr, 0.78 Mmmop). PeakiimoHHyI0 CMECh BBI-
JICPXKUBAJI TIPU KOMHATHOW Temrieparype | 4 u uc-
ciremoBand Metomom SIMP 'H.

O0mas MeToqMKa CMHTe3a coeguHeHuii 4a—y. K
pactBopy 2 MMoib amugokcuma 2 B 2—-3 ma IMCO
no0aBIsT 2 MMOJIb M3aToBoro aHruapuaa 3. Peak-
LMOHHYIO CMECh MTePEeMETUBAIIN ITPH KOMHATHOM TeM-
neparype B TeueHHe 3 4, 3aTeM OBICTPO J00aBIIsLIH
nopomikoo6pasusiii NaOH (2 mmons). [lonydyennyio
CMECh TIepeMeNINBai TP KOMHATHOH TemIieparype
1 4, 3areM pazdaBisum XonogHoH Bomoi (30 mur). O6-
Pa30BaBIIMICS 0CAJ0K OTQHIBTPOBBIBAIH, TIPOMBIBA-
JM OXJIKJICHHOHN BOMOH (25 MJT) U CYIIIIN Ha BO3MY-
xe npu 50°C.

2-(3-®Penna-1,2,4-oxkcaauason-5-uj)aHuJIMH
(4a) [59]. Bexon 465 mr (98%), OGeroe mOpoOIIKO-
oOpaszHoe BemiecTBo, T. 1. 131-132°C. Cnekrp SIMP
'H, 8, m. 1.: 6.66-6.74 M (1H,), 6.89-7.09 m (3H, Ar,
NH,), 7.31-7.39 M (1H, Ar), 7.53-7.66 m (3H, Ar),
8.15 m (2H, Ar), 7.85 n. n (1H, Ar, J 8.0, 1.2 I'm).
Cnexrp SIMP 13C, 8., m. n.: 104.01, 116.11, 117.06,
126.71, 127.69, 128.93, 129.65, 132.01, 134.51,
149.32, 167.75, 175.20. Macc-cnekrp, m/z: 260.0785
[M +Na]" (Borancieno mst C,,H,;;N;ONa: 260.0794).

2-13-(4-Metokcudenu)-1,2,4-okcaauaso-
S5-un]anunun (46) [60]. Beixox 401 mr (75%), Oe-
JI0€ TIOPOIIKOOOpa3HOe BEUIECTBO, T. M. 142—144°C.
Cnektp SIMP 'H, §, m. 1.: 3.85 ¢ (3H, OCHj;), 6.69 T
(1H, Ar, J 7.6 T'y), 6.96-6.98 m (3H, Ar, NH,), 7.12
o (2H, Ar, J 8.8 T'm), 7.31-7.40 m (1H, Ar), 7.84 1.
o (1H, Ar, J 8.0, 1.2 '), 8.08 1 (2H, Ar, J 8.8 I'm).
Cnextp IMP 13C, d¢c, M. a.: 55.86, 104.12, 115.04,
116.08, 117.02, 118.98, 12891, 129.37, 134.40,
149.25, 162.21, 167.44, 174.89. Macc-criektp, m/z:
290.0897 [M + Na]* (Bbrurcineno piust C,sH,3N;0,Na:
290.0900).

2-[3-(4-Hurpodenmi)-1,2,4-okcaanazon-s-ui|-
anuanH (4B). Bexon 451 mr (80%), >kenrtoe mo-
pormkooOpa3Hoe BEemecTBO, T. TL. 242—-243°C. Criektp

SIMP 'H, §, m. x.: 6.71 T (1H, Ar, J 7.6 Tn). 6.85 ¢
(2H, NH,), 6.98 n (1H, Ar, J 8.4 '), 7.36 T (1H, Ar, J
7.6 T'm), 7.85 n (1H, Ar, J 8.0 I'm), 8.39 c (4H,
Ar). Crnektp SIMP 3C, &, m. n.: 104.00, 116.28,
117.26, 124.67, 129.07, 129.99, 132.67, 134.66,
149.46, 149.83, 166.58, 175.90. Macc-criektp, m/z:
283.0830 [M + Na]" (Bbruncneno mwst C;,H,(N,O;Na:
283.0826).
4-|5-(2-Amunogenun)-1,2,4-okcaguaszon-3-ui|-
oensoucyiabdonamua (4r). Beixox 463 mr (73%),
0e)KeBOE MOPOIIKOOOpA3HOE BEIIEeCTBO, T. M. 249—
250°C (pasn.). Cnexrp SIMP 'H, §, m. 1.: 6.68-6.75
M (1H, Ar), 6.98 1. n (1H, Ar, J 8.4, 1.2 T'n), 7.01 ¢
(2H, NH,), 7.34-7.41 m (1H, Ar), 7.56 ¢ (2H, NH,),
7.87 n. n (1H, Ar, J 8.0, 1.6 I'r), 8.01-8.07 m (2H, Ar),
8.33-8.41 M (2H, Ar). Cnextp SIMP 3C, §¢, m. n.:
103.77, 116.16, 117.12, 126.98, 128.38, 128.97,
129.65, 134.70, 147.06, 149.40, 166.95, 175.53.
Macc-cniekrp, m/z: 339.0527 [M + Na]" (Bbrumcieno
s Cy,H,,N,O5SNa: 339.0522).
2-[3-(Hupuaun-4-un)-1,2,4-okcagnazon-sS-mi|-
anmiun (4n). Beixon 319 mr (67%), cBeTno-xken-
TO€ MOPOIIKOOOpa3HOe BEIIECTBO, T. 1. 164—-165°C.
Cnextp SIMP 'H, §, M. 1.: 6.66-6.75 m (1H, Ar),
6.98 n. n (1H, Ar, J 8.4, 1.1 I'y), 7.01 ¢ (2H, NH,),
7.33-7.42m (1H, Ar), 7.86 n. n (1H, Ar, J 8.0, 1.6 T'ny),
8.06-8.17 m (2H, Py), 8.78-8.90 m (2H, Py). Cniextp
SIMP 13C, 8, m. 1.: 103.62, 116.13, 117.14, 121.63,
128.95, 134.00, 134.76, 149.46, 151.26, 166.48,
175.79. Macc-cuektp, m/z: 239.0934 [M + H]" (BbI-
gyucieno s Ci3H, N4O 239.0927).
2-[3-(Tuen-3-na)-1,2,4-oxkcaauaszon-S-ui|anu-
auH (4e). Bexon 403 mr (83%), GexxeBoe MOPOIIIKO-
oOpaszHoe BemiecTBo, T. 1. 132—-133°C. Crnekrp SIMP
'H, §, M. 1.: 6.65-6.73 M (1H), 6.91-7.07 m (3H, Ar,
NH,), 7.30-7.39 m (1H), 7.69 n. n (1H, J 5.2, 1.2 T'm),
7.79 n. n (1H, J 5.2, 3.2 T'm), 7.84 n. n (1H, J 8.0,
1.2 I'm), 8.49 1. n (1H, J 2.8, 1.2 I'm). Criextp SIMP
BC, 8¢, M. 1.: 103.93, 116.05, 117.04, 126.25, 128.06,
128.92, 128.96, 129.46, 134.47, 149.31, 164.37,
174.84. Macc-cuiextp, m/z: 244.0532 [M + H]" (BbI-
gucieno s Cj,H,oN;OS: 244.0539).
2-[3-(1,5-AumeTtuni-1 H-nuppoa-2-ui)-1,2,4-ok-
caauasoui-3-mwi|anuiaul (4:x). Berxon 325 mr (64%),
0ekeBOE TMOPOITKOOOpa3HOE BEIIECTBO, T. I 85—
87°C. Cnektp SIMP 'H, §, M. 1.: 2.29 ¢ (3H, CH,),
3.85 ¢ (3H, CHy), 6.02 n (1H, muppomn, J 3.6 T'm),
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6.65-6.73 m (1H, Ar), 6.85-7.01 m (4H, Ar, NH,),
7.30-7.38 m (1H, muppon), 7.82 n. n (1H, Ar, J 8.0,
1.6 Tu). Cnekrp SIMP 3C, &, m. n.: 12.74, 33.39,
104.05, 108.32, 114.28, 116.06, 116.96, 119.48,
128.92, 134.30, 135.83, 149.19, 162.55, 173.27.
Macc-cniekrp, m/z: 255.1241 [M + H]" (Bbrumcieno
st Cp,4H sN,O: 255.1240).
4-[5-(2-Amunodennn)-1,2,4-oxkcagua3zo-
3-un)-1,2,5-oxcaguazon-3-amus (43). Beixog 395 mr
(81%), Oemoe mMOpOIIKOOOpPA3HOE BEIIECTBO, T. ILI.
257-259°C. Cnextp SIMP 'H, §, m. 1.: 6.52 ¢ (2H,
NH,), 6.71 t (1H, Ar, J 7.6 T'n), 6.91 ¢ (2H, NH,),
6.97 n (1H, Ar, J 8.4 I'm), 7.38 T (1H, Ar, J 7.6 T'ny),
7.88 1 (1H, Ar, J 7.8 I'). Cnextp SIMP 3C, &, m.
n.: 103.23, 116.33, 117.22, 129.17, 135.16, 137.70,
149.60, 155.98, 159.07, 175.86. Macc-criektp, m/z:
267.0600 [M + Na]" (Berumcnero s C;oHgN4O,:
267.0601).
1-(2-{[5-(2-AmMunodpennn)-1,2,4-oxcagua-
30J1-3-nJ1|MeTOKCH } peHWII)ITaH-1-0HOKCcUM  (41).
Beixox 531 mr (82%), GexxeBoe mopomKooOpazHoe
BelecTso, T. mi. 168-170°C. Cnekrp AMP 'H, §, m.
n.:2.13 ¢ (3H,CH;), 5.43 ¢ (2H, CH,), 6.69 T (1H, Ar,
J 7.6 T), 6.82-6.97 m (3H, Ar, NH,), 7.01 T (1H, Ar,
J7.6Tm),7.15-7.30 m (2H, Ar), 7.31-7.41 m (2H, Ar),
7.81 n (1H, Ar, J 7.2 T1), 11.03 ¢ (1H, OH). Criextp
SIMP 3C, 8¢, m. m.: 15.71, 61.55, 103.80, 113.41,
116.24, 117.00, 121.77, 128.33, 128.91, 129.89,
130.27, 134.67, 149.24, 154.44, 155.86, 166.77,
175.34. Macc-cniekrp, m/z: 347.1115 [M + Na]" (BbI-
yucneno st C;H (N,O3;Na: 347.1115).
2-Metua-6-(3-penun-1,2,4-okcaauason-5-ui)-
aHunH (4x). Beixos 361 mr (72%), 6esoe mopoiiko-
obpasHoe BemecTBo, T. 1. 147-150°C. Cnekrp SAMP
'H, 8, m. 1.: 2.29 ¢ (3H, CH3), 6.08 ¢ (2H, NH,), 6.77 T
(1H,Ar,J7.6T'n), 7.28 n (1H, Ar,J 7.2 '), 7.50-7.59
M (3H, Ar), 7.91-7.98 m (1H, Ar), 8.14-8.23 m (2H,
Ar). Criextp SIMP °C, 8, m. 1.: 17.62,105.57, 116.72,
123.14, 127.02, 127.13, 127.49, 128.83, 131.14,
134.54, 146.14, 167.82, 175.29. Macc-criekrp, m/z:
274.0952 [M + Na]" (Beruucinieno mis C,sH;3N;ONa:
274.0951).
2-(3-®enni-1,2,4-oxkcagnazon-5-ui)-4-xjaop-
anusmH (41). Beixog 390 mr (72%), 6emoe mopomko-
oOpasHoe BemiecTBo, T. wi. 114-115°C. Crektp SIMP
'H, §, M. 1.: 7.00 1 (1H, Ar, J 8.8 T), 7.12 ¢ (2H,
NH,), 7.36 n. n (1H, Ar, J 8.8, 2.4 T'n), 7.53-7.62
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M (3H, Ar), 7.79 n (1H, Ar, J 2.4 T'n), 8.06-8.23 m
(2H, Ar). Cniextp IMP 13C, d¢, M. 11.: 104.80, 119.04,
119.18, 126.50, 127.53, 127.72, 129.64, 132.10,
134.24, 148.11, 167.84, 174.07. Macc-criektp, m/z:
272.0595 [M + H]" (Bbruucneno mist C,,H,;,CIN;O:
272.0575).
4-bpom-2-(3-penni-1,2,4-oxkcaanazonn-5-umn)-
aHuiuH (4m). Beixon 480 mr (76%), kopudHeBOE TO-
potkooOpa3Hoe BemecTBo, T. L. 178—180°C. Criektp
SIMP 'H, §, M. 1.: 6.96 1 (1H, Ar, J 8.8 T'wr), 7.15 ¢ (2H,
NH,), 7.48 n. n (1H, Ar, J 8.8, 2.4 T'ny,), 7.57-7.67 m
(3H, Ar), 7.91-7.96 m (1H, Ar), 8.10-8.23 m (2H, Ar).
Crextp AMP 3C, 8, m. 1.: 107.44, 108.34, 118.24,
126.77, 127.49, 128.81, 131.20, 131.22, 136.46,
146.50, 168.01, 173.79. Macc-cuiexktp, m/z: 316.0081
[M + H]" (Bbruncneno s C,,H;;BrN;O: 316.0080).
4-Hutpo-2-(3-penn-1,2,4-okcaanazosn-5-ui)-
anuauH (4H). Beixox 446 mr (79%), opanxeBoe 1o-
poImkooOpa3Hoe BEMECTBO, T. 1. 227-229°C. CriekTp
SAMP 'H, 8, M. 1.: 7.05 1 (1H, Ar, J 9.2 '), 7.52-7.67
M (3H, Ar, NH,), 7.96-8.30 m (5H, Ar), 8.63 1 (1H, Ar,
J2.4Tu). Cnekrp SIMP 13C, 8., M. 1.: 103.08, 117.11,
126.20, 126.47, 127.80, 129.06, 129.61, 132.22,
136.27, 153.60, 167.92, 173.39. Macc-criektp, m/z:
305.0654 [M + Na]" (Beraucneno mist C,,H,,N,O;Na:
305.0645).
2-MeTtua-6-(3-¢penunn-1,2,4-oxkcaguazoli-
5-nm)-4-xnopanunun (40). Beixox 393 mr (69%),
OexxeBoe MOPOIIKOOOpa3HOE BEIIEeCTBO, T. M. 185—
187°C. Cnextp SIMP 'H, 8, m. 1.: 2.24 ¢ (3H, CH,),
5.87 ¢ (2H, NH,), 6.84 n (1H, Ar, J 8.0 I'r), 7.14 1
(1H, Ar, J 8.0 I'y), 7.51-7.61 m (3H, Ar), 8.12-8.25 m
(2H, Ar). Cnextp AMP '3C, d¢, M. a.: 17.65, 105.72,
119.10, 121.51, 126.73, 127.49, 12891, 131.27,
132.43, 133.75, 147.51, 167.27, 174.19. Macc-
criextp, m/z: 308.0564 [M + Na]™ (BbluucieHO st
C,sH,,CIN;ONa: 308.0561).
3-bpom-6-meTua-2-(3-penunn-1,2,4-okcaam-
azou-S-wn)annaud (4m). Breixom 462 mr (70%),
KOPUYHEBOE TOPOIIKOOOpa3HOe BEIIECTBO, T. I
187-191°C. Cnextp SIMP 'H, §, m. n.: 2.27 ¢ (3H,
CH;), 6.11 ¢ (2H, NH,), 7.35-7.40 m (1H, Ar), 7.50-
7.61 m (3H, Ar), 8.05 1 (1H, Ar, J 2.4 '), 8.12-8.23
M (2H, Ar). Crextp SIMP 13C, dc, M. 1.2 18.03,105.39,
106.32, 126.46, 127.18, 127.61, 128.20, 129.73,
132.15, 136.92, 146.62, 167.72, 174.30. Macc-
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criextp, m/z: 352.0062 [M + Na]" (BbumcieHo mjis
C,5H,,BrN;ONa: 352.0056).
4-Bpom-6-(3-pennu-1,2,4-oxkcaguason-
5-nn)-2-3Tunanunun (4p). Bexog 433 mr (63%),
OekeBOE MOPOITKOOOpa3HOE BEIIECTBO, T. TUL. 172—
174°C. Cnextp SIMP 'H, §, m. n.: 1.34 T (3H, Et, J
7.6 I'm), 2.59 x (2H, Et, J 7.6 I'n), 6.17 ¢ (2H, NH,),
7.36 n (1H, Ar, J 2.4 T'n), 7.48-7.61 m (3H, Ar),
8.05 n (1H, Ar, J 2.4 T'n), 8.16 n. 1 (2H, Ar, J 7.6,
2.0 Tu). Cnekrp SIMP 13C, Oc, M. 4. 12.16, 23.81,
106.98, 108.33, 126.72, 127.48, 128.86(2C), 130.91,
131.28, 134.84, 144.60, 167.87, 174.20. Macc-
criektp, m/z: 366.0204 [M + Na]™ (Bblumcieno s
C,¢H4BrN;ONa: 366.0212).
4,5-Iumeroxcu-2-(3-penunn-1,2,4-oxcanu-
azoa-S-wn)anunun (4¢). Beixog 535 mr (90%),
Oenoe mopokooOpa3HOe BEIIeCTBO, T. UL 164—
165°C. Cnextp SIMP 'H, 8, m. 1.: 3.76 ¢ (3H, OCH;),
3.81 ¢ (3H, OCH;), 6.57 ¢ (1H, Ar), 6.78 ¢ (2H, NH,),
7.25 n (1H, Ar, J 1.6 T'), 7.55-7.66 m (3H, Ar), 8.09—
8.18 M (2H, Ar). Cniektp SIMP 13C, §¢, m. 11.: 55.84,
56.56, 95.07, 99.75, 110.25, 126.95, 127.64, 129.60,
131.88, 140.98, 146.30, 155.44, 167.60, 174.99.
Macc-cniekrp, m/z: 298.1174 [M + H]" (Bbrumciieno
st Ci¢H N304 298.1186).
N-Metunia-2-(3-¢penni-1,2,4-okcaanazon-s5-mwi)-
anusmH (41) [47]. Beixox 447 mr (89%), Oenoe mo-
pomkooOpa3Hoe BemecTBo, T. TI. 88—89°C. Crektp
SIMP 'H, 8, m. 1.: 3.07 ¢ (3H, CHj;), 6.73-6.84 m (2H,
Ar), 7.42-7.49 m (1H, Ar), 7.50-7.59 m (3H, Ar),
7.62—7.84 ym. ¢ (1H, NH), 8.05 n. n (1H, Ar, J 8.0,
1.6 T'm), 8.15-8.22 M (2H, Ar). Cnextp AMP 3C, §,
M. 1.: 29.90, 105.45, 110.99, 115.45, 126.98, 127.49,
128.83, 129.46, 131.15, 134.31, 148.89, 167.66,
174.96. Macc-criektp, m/z: 252.1129 [M + H]" (BbI-
yucneHo asi CsH 4,N;0: 252.1131).
2-(3-UHuxknonponui-1,2,4-oxkcagnaso-
5-un)-N-pennnannaun (4y). Berxon 427 mr (77%),
Oesoe mopomkoodpasHoe BelecTso, T. mi. 90-91°C.
Cnextp SIMP 'H, §, m. x.: 1.10-1.18 M (4H, Alk),
2.17-2.26 m (1H, Alk), 6.84-6.91 M (1H, Ar), 7.12—
7.19 m (1H, Ar), 7.27-7.32 m (2H, Ar), 7.32-7.38 M
(2H, Ar), 7.38-7.43 m (2H, Ar), 8.01-8.09 m (1H,
Ar), 9.43 ym. ¢ (1H, NH). Cnexrp SIMP 3C, d¢, M.
n.:6.89,7.87,107.46, 114.08, 117.96, 122.34, 123.77,
129.53, 129.63, 133.58, 140.66, 144.86, 171.73,

174.10. Macc-cniekrp, m/z: 278.1291 [M + H]"
(BbrunciieHo amnst C;H;(N;O: 278.1288).
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2-(1,2,4-Oxadiazol-5-yl)anilines Based on Amidoximes
and Isatoic Anhydrides: Synthesis and Structure Features
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An efficient one-pot method was developed for the synthesis of 2-(1,2,4-oxadiazol-5-yl)anilines via the reaction
of amidoximes with isatoic anhydrides in a NaOH-DMSO medium at ambient temperature. The method allows
to obtain structurally diverse substituted anilines bearing the 1,2,4-oxadiazole motif in moderate to excellent
yields without the utilization of protective groups. The reaction scope includes aryl, hetaryl, and cycloalkyl
amidoxime and isatoic anhydrides with different substituents in the aromatic ring as well as at the amide N atom.
Structures of two anilines were studied by single crystal X-ray diffraction method and intramolecular hydrogen
bonding between N atom of oxadiazole moiety and NH, group was revealed.

Keywords: amidoximes, amines, base catalysis, heterocycles
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