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CHHTE3UPOBaH Psiji AMUHOTIPOU3BOAHBIX S5-apUIN30KCa30J0B U 4,5-TUXI0pU30THA30MIA C IEPBUYHON U
BTOPUYHOM aMUHOTpyHIIaMH. 3-AMUHOMETHII-5-apUIIN30KCa30I1-3-HiIMETaHAMHUHBI [T0Jy4YeHbl HA OCHOBE
5-apwit-3-(XJIOPMETHIT )-U30KCA30JIOB C UCIIOIb30BaHUEM (QTAIMMHUIAHOTO MeToAa ['abpuais. 5-Apuinn3ok-
ca3oi-3-wi- u 4,5-AUXI0PU30THA30II-3 -UIIAITHIAMUHBI CHHTE3UPOBAHBI JIByMSI ITyTSMHU: BOCCTaHOBJICHUEM
A30METHHOB, TIOJIyYEHHBIX KOHJICHCAIINEH S-apHIIM30KCa30Iui- U 4,5-1UXI0pU30THA30III-3-KapOaibIeru10B
C QAUTMIIAMHHOM, H TIyTE€M HYKJICO()UIILHOTO 3aMEICHHsI aTOMa XJIOPa B 3-XJIOPMETHIIbHBIX TIPOM3BOIHBIX COOT-
BETCTBYIOIMX a30JI0B 110 PEaKiuy ¢ ajuTmiaMuHoM. CHHTE3MPOBAHBI aMUJIbI U CYITh(haHMIAMHU/IbI a30JTHITAILTIIIA-
MHUHOB. HekoTopble U3 MOIy4EeHHBIX COSIMHEHUI TPOSIBUIIN aHTHOAKTEPUAIBHYIO M (DYHTUIMHYIO aKTHBHOCTb.

Kuarwuesbie ciioBa: H30KCa30J1, U30TUa30J1, aM1uH, aJIKWINPOBAHUEC, allUJIMPOBAHNC, (I)TaJ'II/IMI/II[
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leTepouukibl SBISIOTCS KIIFOYEBBIMU  (PparMeH-
TaMH MOJIEKYJl OOJIBIIOrO 4rcia (hapMaleBTHUECKUX
cyOcTaHIMi M TPUPOAHBIX coeauHeHui [1]. B psay
TETEPOIUKINICCKAX BEIIECTB OOJNBIION HWHTEpEC
MIPEJICTABIIAIOT MPON3BOIHBIE M30KCAa30a W M30THA-
301a, 0ONaaroNfe pa3INYHBIMA BHIIAMHU OHMOJIOTH-
yeckoil aktuBHOcTU [2, 3]. HekoTopele ux mpencra-
BHUTEH JIEMOHCTPHUPYIOT Takke 3PPEKT CHHEepPru3Ma
B KOMITO3UIUSIX C JPYTUMHU OHMOAKTHBHBIMHU BeIlle-
CTBaMH, YTO MMeEET OOJBILIOE 3HAYCHUE Ha TPAKTHKE
JUTST CHUDKCHHS 1103 TPUMEHSEMBIX TIpemapartoB [4].
st iposiBIICHUST OMOJIOTHICCKOM aKTUBHOCTH OTIpe-
JIEJICHHOTO THIAa OOBIYHO TpeOyeTcs m30upareabHas
HAcTpoiika (YHKIMOHAIEHOTO OKPYXXEHHUS TeTepo-
LMKJIAYECKOro Kapkaca [5].
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AMuHOrpynmna sIBIsS€TCS XHMHUYECKH aKTHBHBIM
(parMeHTOM, CIOCOOHBIM CBSI3BIBATHCS C pa3Iny-
HBIMH CalTaMH OHOJOTHYECKOW MHIIEHH, YTO CTH-
MYJIHPYET  WCIIONB30BAaHHE  TE€TEPOIUKIMYECKUX
aMMHOIIPOM3BOJHBIX B Pa3palOTKE JIEKapCTBEHHbIX
cyOcrannmii. HampuMep, Ha 0CHOBE aMHHOU30KCA30-
JIOB CHHTE3UPOBAHBI BEILECTBA, 00JaJaroIiue LUTO-
CTaTUYECKOH, AHTHOAKTEepHalIbHOM, (QYHTHUIMIHOM,
repOMIIIHON, IMMYHOJIOTHUECKOH, THIIOX0JIECTEepH-
HEMHUYECKOM, TPOTUBOCYI0POKHON aKTUBHOCTHIO [6].
B pany aMHHOM30THA30JI0B MTOTy4YEHBI COETUHEHUS C
MIPOTUBOOTMYX0JIeBbIMHU [7, 8], GakTepuuanbMu [9],
MIPOTUBOBOCHAINTENBHEIMA 1 TIPOTHBOBUPYCHBIMHU
[10] coiicTBamu. M3BECTHBI Takke aMUHOU30THA30-
Jbl, oOnajamoue MHCEKTULMIHON W TepOMLUIAHOM
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Cxema 1.
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X=0,R'=H,R?>=Ph (1,4, 7), p-Tol (2,5,8); X=S,R' =R>=CI (3, 6, 9).

AKTUBHOCTHIO, PEKOMEH/IOBaHHBIE IS MCIOIH30Ba-
Hus B arpoxumud [11-13].

CHHTETHYECKHE MOAXOAbl K IMOIYYEHHIO aMHHO-
M30KCA30JI0B 1 aMUHONU30THA30JI0B ¢ aMHUHOTPYIIIIOH,
HEMOCPEICTBEHHO CBS3aHHON C KOJIBIIOM, TOCTATOYHO
xopomio paszpaboransl [6, 14-16]. Cunresy aMUHOU-
30KCa30JI0B U M30THA30JI0B C YOAJCHHOM OT KOJbIA
AMUHOTPYTINON yAENeHO 3HAYUTEIHbHO MEHBIIE BHHU-
manus [17, 18].

Ilesb HaIKMX UCClIeIOBAHUM 3aKiTr0danach B pa3pa-
00TKe yIOOHBIX TIOIXOJI0B K IMOJIyYSHHUIO HOBBIX aMH-
HONPOM3BOAHBIX 5-apUIM30KCa30JI0B U 4,5-AUXJIOpHU-
30THA30J1a C yOAJIEHHOW OT TreTepoLUKIa TEepBUIHON
WM BTOPUYHOW aMHHOTPYIIION M OIIEHKE MX (PyHTH-
LUUIHOW M aHTHOAKTEPHaIbHON aKTUBHOCTH.

B kauecTBe MCXOMHBIX COCTUHEHUI OBLIM BBHIOpA-
HBI JIOCTYTIHbIE S-apuil-3-THAPOKCUMETUIN30KCA30IIbI
1, 2 (Ar = Ph, p-Tol) u 3-runpoxcumeTuin-4,5-1uxiaop-
n3otuazon 3 [19], coorBercTByromue 3-XJopMme-
tni-1,2-a30m61 46 [20, 21] u 1,2-a30mmn-3-kapbans-
nerunbl 7-9 [22, 23], cuHTE3 KOTOPBIX paHee HaMu
ObUT pa3paboTaH Ha OCHOBE IMPOAYKTOB ITOCIEIOBa-
TENBHBIX MPEBPAIICHUN TPHUXJIOPITHICHA. DTH COe-
JMUHEHUS TCHETUYECKH CBsI3aHbI (cxema 1).

s cuHTe3a TPOW3BOJHBIX C TIEPBUYHON Y/IaJIeH-
HOW OT rerepolukiia aMUHOTPYNIHON — S-apuiin30K-
cazon-3-wi- u 4,5-1uXJI0pU30THA30II-3-UITaMUHOME-
TaHOB — OBUT anpOOUPOBAH METO/I AMHHHPOBAHUS 110
I"abpuoio [24] 3-XJIOPMETHIBHBIX TIPOU3BOAHBIX a30-
JI0B 4—6. MBI OCYIIIECTBIIIN HYKJICO(DUIBHOE 3aMelIie-
HHUE aToMa XJIOpa B UX MOJIEKYyJIaX Ha (TaJTuMUIHBIN
OCTaTOK TI0 peakiuu ¢ Gprammmumom kamus B JIMDA
IIpM KOMHATHOM TeMmIieparype. Peakuus 3akaHumBa-
Jack 3a 8§ 4, BBIXOHA COOTBeTCTByIomuX 2-[(1,2-a30-
JIAT)METHI |[U30MHA0IHH-1,3-mruoroB 10—12 cocraBmir
65—-78%. BzammojeicTBHE MOTYYECHHBIX H30KCA30-
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mundTamumuaos 10, 11 ¢ rugpasuHTHAPATOM B 3Ta-
HOJIE TPUBOJMIIO K 00pa3oBaHMIO cojiel (ranazuHa
13, 14. Tlocnennme pazmaraavuch KOHIICHTPUPOBAH-
HOW BOJHOM IIEIOYBI0 C 00pa30BaHUEM IMEPBHUYHBIX
aMmuHOTPOu3BOAHBIX 15, 16 (cxema 2). B ciyuae u3o-
trazommwipTamuvuaa 12 Ha cTaauy TOYyYCeHUs COIA
¢ranazuHa 00pa3oBBIBaJach CIOXHAs CMECh HEH-
JNEeHTU(UIIMPOBAHHBIX MPOAYKTOB, BEPOSTHO, 32 CUET
KOHKYPHPYIOIIUX PEAKINH ¢ y4aCTHEM aTOMOB XJIopa
B MOJIOKEHUAX 4 M 5 M30THA30JIbHOIO TETEPOIIMKIIA.

Hamu Taxke oOcCylIecTBIeH CHHTE3 BTOpHU-
HBIX aMHHOIIPOM3BOJIHBIX S5-apMIIM30KCA30JI0OB U
4,5-nuxI0pu30THA30JIa C YAAJIEHHOW OT a30JbHOTO
reTeporuKia ammmiaMuaorpynmnoi 17-19 (cxema 3).
beumn anpoOupoBaHbl Ba CHHTETHYECKHX TOAXO/A,
OJIMH M3 KOTOPBIX 3aKJII0YaJICs B HYKICOPHIBLHOM 3a-
MEIIEHNN aTOMa XJIOpa B XJIOPMETHILHON TPYTIIE CO-
OTBETCTBYIOIIUX 1,2-230710B 4—6, MOIYUYEHHBIX U3 TU-
npokcunpou3Boaubix 1-3. BTopoit moaxon ocHOBaH
Ha BOCCTAHOBJICHUH a30METUHOB 20—22 — nNpoayKTOB
KOoHJieHCamu 1,2-a30imi-3-kapoanpaeruios 7-9 ¢
AITMIIAMHUHOM.

Cunre3 azommrammmiaMiuaoB 17-19 mytem HyKITe-
O(WILHOTO 3aMENICHUs aTOMa XJIopa Ha OCTaTOK aJi-
JIMJIaMUHa B 3-XJI0pMeTHiIa3onax 4—6 okasaics Oonee
MPEANOYTUTEIbHBIM B ciydae 4,5-nuxiiop-3-xjop-
METWJIN30THA30/1a 6, MMOCKOJNBKY IejaeBOr N-ajuTuii-
1-(4,5-muxnopusoTnazon-3-uwi)meradamMud 17  00-
pasyercsi B OJIHY CTaJHIO0, ¥ MPU ITOM HCKIIFOYAETCs
3HAYUTEIBHO 0OJice TPYAOSMKHI, YeM JUIS H30KCa-
30JIHHBIX aHAJOTOB 7, 8, CHHTE3 M30THA30JIHI-3-Kap-
Oanmpaeruaa 9, HEOOXOAUMOTO JIJISl ANBTEPHATHBHOTO
nytu [22, 23]. cnosnb3oBanre U30bITKA ajlTUIaMUAHA
MTO3BOJIMIIO M30€KaTh PeaKkiuu JUAJKWIHPOBAHUSA, U
BBIXO[ autmin3oThazonmiaMuia 17 cocrasuin 84%.
Peakuun 5-apui-3-XJI0pMeTHIN30KCa30710B 4, 5 ¢ an-
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Cxema 2.
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X=0,R!=H, R>=Ph (4, 10, 13, 15), p-Tol (5, 11, 14, 16); X =S, R! =R?> = CI (6, 12).
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Cxema 3.

l

H /\,NHZ, N NaBH,4
MeOH (Tomyoun) MeOH (tomyomn)
82—85%

20-22

X=0,R'=H,R*=Ph(1,4,7,18,21); R>=p-Tol (2,5, 8,19, 22); X=S,R',R>=CI (3, 6, 9, 17, 20).

JUIAMHHOM TaKXe ITIaJKO MPOTEKAIU U MPUBOIUIU JIM3aTOpa, B Pe3yJIbTaTe KOTOPOH ¢ BbIxoaaMu 82—-85%
K N-ammni-1-(5-apunmn3okcas3on-3-mi)MeTaHaMIHAM obpasyrorcs azometnnsl 20-22. Iocrexyromee Boc-
18, 19 ¢ Beixomamu 89-91%. craHoBnenue B nenessle N-ammi-1-(1,2-a301-3-m1)-

AJIETEpHATUBHBIN MOX0/ BKIKOYAJ EPBOHAYAIb- meTanaMuHbl 17-19 ocymiecteisiim gelictBuemM 6op-
HYIO KOHJICHCALUIO aJlImiIaMuHa ¢ 1,2-a3051-3-nnkap- TUJpUJia HaTpus B METaHOJIe WM Tosyose. Boixon
OanbrerngamMu 7-9 B IpUCYTCTBUU KUCIOTHOTO KaTa- N-ammmi-(5-apuiIn30Kca3onui)MeTaHAMUHOB 18,

J)KYPHAJI OBLIEM XUMMU tom 92 Ne 1 2022
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Cxema 4.
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N
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Cxema 5.
/\/ /\/
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17-19 26-34 (65-91%)

X =0,R!'=H,R?>= Ph (17, 26, 29, 32); p-Tol (18, 27, 30, 33); X =S, R!, R = C1 (19, 28, 31, 34);
R? = Me (26-28), 4-MeC¢H, (29-31), 4-BrC¢H, (32-34).

19 cocraBmsan 92-95%, Torma kak BOCCTAHOBIICHUE
N-ammuzoruazonuiuMuia 20 mpoTeKano Hecelek-
THUBHO ¥ COIPOBOXKAAJIOCH 00pa30BaHMEM OOJBIIOTO
KOJIMYECTBA TPYIHOPA3ICIUMBIX MTOOOYHBIX MPOAYK-
ToB. Berxon N-ammmn-1-(4,5-nuxiopruzornason-3-mim)-
MeraHamuHa 17 He npessiman 40%.

CuHTE3UpOBaHHbIE aJUTWIAMHUHBL Janee  ObUIH
WCTIOJIb30BAHBI JUIsl TIONYYEHHS aMHUJIOB U Cyibda-
HWIAMHJIOB. AMHJIBI SIBJISIOTCS. BOCTPEOOBAaHHBIMH
CyOCTaHIIMSAMHA Pa3IMIHBIX (papMaIieBTHICCKUX IIpe-
naparoB [25]. IlonmydyeHne HOBBIX TI€TEPOLMKIHYE-
CKUX CyNb()OHAMHUIOB TAKKE aKTyaJbHO, MOCKOJIBKY
W3BECTHBIE CyNb(paHWIaAMUIHbIC aHTHOUOTHKH Tepsi-
0T CBOE 3HAYCHUE M3-3a Pa3BUTHS PE3UCTEHTHOCTH Y
OakTepwii [26]. OgHUM U3 MyTEH MPEOMOIICHUS dTOU
IPOOIIEMBI SBISIETCS Pa3padOTKa HOBBIX CTPYKTYP.

AUMITUPOBAHUE TPOBOIUIN HA MPUMEPE aAJUTUIIU-
30KcazonmiaMruHa 19 ¢ UCTI0Nb30BaHUEM aHTHIPHUIOB
YKCYCHOM, 4,5-TMXJI0pU30THA30J1-3-KapOOHOBOI [27],
u 5-heHnnm3okca3zon-3-kapOoHoBoi [28] KHCIOT B
a0COJTIOTHOM JAMATUIIOBOM 3(PHpe B MPUCYTCTBUH TPH-
stunamuHa (cxema 4). AMubr 23—25 ObLTH TTOTYYESHBI
¢ BeIxogamu 61-89%.
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BzanmopeiictBuem 1,2-azonmnanamiaMuios 17—
19 ¢ anxun(apwi)cynbQOHWIXIOPUIAME OBbIJT CHHTE-
3upoBaH psaa cyabhoHamumoB 2634 (cxema 5), mpu
9TOM OBUTH ampoOWpPOBaHBI pa3Hble MeTonuku. Ilom-
XOJl B paMKaX «3€JICHOW» XMMHHU C UCIOJIb30BaHUEM
BOJIBI B KAY€CTBE PACTBOPHUTENS U KapOoHaTa HaTpUs B
KadecTBEe OCHOBaHMS (MeTonuka a) Ol 3 dheKkTuBeH
TOJILKO JIJISi CHHTe3a To3uiaaros 29, 30 — 4-metunde-
HWICYNB(ONPOU3BOAHBIX  S-apHIIM30KCa30JIauIHIIa-
MHUHOB, BBIX0J] KOTOPBIX gocturail 90-91%. B ciyqae
Me3uiara S-QeHUIM30KCca30Ma/uTnIaMiHa 26 BBIXOJ
poaykTa He mpeBbiman 39%, B OCTANbHBIX CIydasx
1eNeBble Cyab(haMuIbl 00pa30BBIBAIUCH B CIIETOBBIX
KonmaecTBax. l[IpoBeneHne peaknmuu B XIOPHUCTOM
METHJIEHE B MPUCYTCTBUU TPHUITWIAMUHA (METOIUKA
0) okazanoch Oojee NPEeANOYTUTEIBHBIM, BBIXOIbI
cynbpamunos 26-28, 31, 32-34 cocrasisim 65-90%.
[Ipu mMe3nmupoBaHnn auTni-(5-PEeHUITH30KCA30IT)Me-
TaHamuHa 17 UCIOIb30BaHNUE dTOH METOOUKU IMO3BO-
JIWJIO TIOYTH YIBOMTH BBIXOA MpoAyKTa 26 — 10 76%.

Hamu mpoBenena oneHka aHTUMUKPOOHOH U (hyH-
TULWJIHOM aKTUBHOCTU psAJia MOJIYYEHHBIX COEIUHE-
HUH. AHTUMHUKPOOHAsl aKTUBHOCTh B OTHOIIICHUN OaK-
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Tabauua 1. OyHrunuyHas akTUBHOCTb COEAMHEHUI

KOJIECHUK wu np.

AKTUBHOCTB, %*°
Bemectso Colletotrichum . . . - Pseudoperonospora
. Puccinia asparagi Blumeria graminis .
orbiculare cubenis
7a H/a H/a H/a 80
8 H/a H/a 40 H/a
10a H/a 60 H/a H/a
106 40 30 40 H/a
13a H/a H/a 60 H/a
16 H/a H/a 85 H/a
Dromopd — — - 95
DeHaMUHCTPOOHH - - 100 -
A3oKcuCTpOOUH - 100 - -
IIpoxiiopas 95 — — -
2 H/a — HEe aKTUBEH; «—» — HE TECTUPOBAJICSL.

Tepuid, TpUOOB M NPOXOKEH ObIIa MPOBEpPEeHa MyTEM
CTaHJapTHOro aucko-auddysnonHoro anammza [29].
Jlucku ObIIM PUTOTOBJICHBI B ACENITHYECKUX YCIIOBH-
SIX IIyTE€M MPOMHUTKU CTEPUIIbHBIX OyMaKHBIX JHCKOB
KOHIEHTPHPOBAaHHBIM pacTBopoM (20 Mr/mi) coemnu-
vennii B JIMCO wu nmocnenyromeit cymrku mpu 25°C.
Koneunast no3a — 100 mr/nuck. beumn ucnons3oBaHsl
cnenyrone mrammel: Bacillus subtilis ATCC 6633
(rpammionokuTeIBHBIE OakTepun), Escherichia coli
ATCC 25922 (rpamoTrpuuaTeibHble OakTepuu), As-
pergillus niger INA 00760 (MutienmaibHbIE TPUOB),
Candida albicans ATCC 24433 (npox:Kn); KOHTPOIb —
rentamuiiH (10 mr/auck) u Hucrartud (80 Mr/auck).
Cpenu  CHHTE3MPOBAaHHBIX COEAMHEHMH  TOJIBKO
N-amnun-1-(5-hennnmsokcazon-3-mwn)meranamua 19
MPOSIBIJI aKTUBHOCTH B OTHOIIEHHH Bacillus subtilis,
Aspergillus niger n Candida albicans, oqHaxo cymie-
CTBEHHO HIXE, YeM Y TeHTaMHLIMHA 1 HUCTaTuHA. Bee
oCTaJbHbIE COCJMHEHHS ObLTH HEAKTHBHBI.

OyHrUIUHOE JEHCTBUE CHUHTE3WPOBAHHBIX Be-
LIECTB OLEHUBAJIM B OTHOIICHHH aHTPAKHO3a OTYp-
uoB (Colletotrichum orbiculare), pXaBUMHBI Ky-
Kypy3bl (Puccinia asparagi), TOpOIIKOOOpa3HOM
wiecenn (Blumeria graminis) W TEPOHOCIOPO3a
orypuoB (Pseudoperonospora cubenis) Tpu KOH-
LEHTpallu TecTUpyembix coequHernid 400 mr/m mo
metonuke [30]. AKTMUBHOCTH OIICHHUBAJIM B CpaBHE-
HUU C KOHTPOJHHBIMH (YHTHIMIAMH, B KadecTBE
KOTOPBIX ObUTH B3ATHI (hiiroMopd, peHaMHUHCTPOOUH,

A30KCHCTPOOUH U mpoxjopa3. JlanHsie 11 Hanboee
aKTUBHBIX COCIWHECHWH TpuBemeHsl B Tabn. 1. Kak
BUJHO U3 IOJYYCHHBIX JAHHBIX, AaKTUBHOCTH JBYX
coenuHeHu,  2-[(5-peHMIN30KCaA301-3-FIT)METHI |-
m3oungonuH-1,3-nuona 10 (80%) u N-ammun-4,5-
TuxJI0p-N-[(5-TOXMIN30KCa3051-3-1IT)METHII |H30THA-
301-3-kapOokcamuia 24 (85%), Omu3Kka K aKTHBHOCTH
KOHTPOJNBHBIX (QYHTHIIHIOB — (rrroMopda 1 peHaMUH-
cTpoOMHA COOTBETCTBEHHO. Ellle 4 coeMHEHUs MPo-
SIBUJIM HEBBICOKYIO aKTHBHOCTb, ITOJIaBJICHUE MaTOTe-
HOB cocTaBisuio 30—60%.

CUHTE3UpOBaH psAl MNEPBUYHBIX U BTOPUYHBIX
aMUHOB, COJEPKAILUX YIAJICHHBIC OT AMUHOIPYIIIBI
(bparMeHTBl S5-apUIM30KCa30JI0B H  4,5-ITUXJIOPHU30-
tuasonia. [lokazana 3pdekTuBHOCTL (HTaTUMHIHOTO
Metona ['abpuans i moiay4eHus: 3-aMHUHOMETHII-5-
apUIN30KCa3011-3-uaIMeTaHaMUHOB. CHHTE3UpPOBAHbI
S-apunu3zokcazon-3-uin- u  4,5-auXJI0pu30TUA30II-3-
WJaJUIMIaMUHBl C HCIIOJIB30BAHUEM JIBYX METOJMK,
MOJTYYeHbl aMUAbl U Cylb(aHMIaMHIBl X TPEICTa-
BuTeneil. Hexoropbie coequHEHUsl MPOSBUIIA YMEPEH-
HYIO0 aHTUMHUKPOOHYIO U (PYHTHIUHYIO aKTUBHOCTb.

OKCIIEPUMEHTAJIBHA S YACTD

UK cnekrper 3anmuceiBasin Ha Dypre criekTpodo-
tomerpe Thermo Nicolet Protege 460 B TabmeTkax
KBr. Cnextpsl SIMP 'H u '3C perucrpuposamu Ha
cnekrpomerpe Bruker Avance 500 (500 u 125 MI'n
coorBerctBeHHO) B CDCl; (coemunenus 10-12,
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15-34) nnu AMCO-d,; (coenunenus 13, 14). Xumuue-
CKHeE CIIBUTH OIPE/IeIIEHBI OTHOCHTEIHHO OCTAaTOUHBIX
curHanos pactBopureneil. BOXX-MC-Uccnenosa-
HUS BBITIOJHEHBI C WCIOJIh30BAHUEM JKUIKOCTHOTO
xpomarorpacga Agilent 1200 c macc-ceneKTUBHBIM Jie-
tektopoM Agilent 6410 Triple Quad; kononka: Agilent
ZORBAX Eclipse XDB-C18 (4.6 x 50 MM, 1.8 MKMm);
MobwmisHast haza — MeCN-H,0+0.05% HCO,H, rpa-
nueHT dmronposanmst oT 40 1o 90% MeCN 3a 10 muH,
CKOpOCTh dmronpoBaHust — 0.5 MI/MHUH. DJIeMEHT-
HBI aHau3 BBHITONHEH Ha aBToMarmieckomM CHNS-
anaim3atope Vario MICRO cube. Coxepxanue raio-
TeHOB ONPEACISUTH KIACCUYECKUM MHUKPOAHATH30M
o mopudunupoBanHoi Metoauke [Ipers [31]. Tem-
repaTypsl IDIaBICHUS OINpeeeHbl Ha ammapare Ko-
¢uepa.

KomMepueckne peareHTl H  PacTBOPUTEIH
(Sigma-Aldrich u Merck) ucnonb3oBanbl 6€3 1010~
HUTEJILHOW OYUCTKH.

Oo0masi Mmeroguka cuHTe3a 2-[(1,2-a3oma)me-
Tii|uzounnonnn-1,3-quonos 10-12. K pactsopy
1 MMOJTb XJIOPMETHUIHLHOTO MPOU3BOAHOTO 4—6 B 10 Mt
JAM®DA npubasmsuu 0.18 r (1.2 mmonb) dramumuna
KaJIHsl, U IePEeMEINBAIIN PEAKIIUOHHYIO CMECh B TeUe-
Hue 8 4. OOpa3oBaBIINIICS 0CaOK OTPUIBTPOBBIBA-
1, ipoMbrBau JIM®A (2 x 5 mi), Bomoit (2 x 10 mu),
metaHosoM (1 x 10 mur) u cymmm. [IpoxykT He HyX)-
JAJICS B JaJIbHEUIIIEN OYUCTKE.

2-[(5-DeHnau30KCca30/-3-UI)MeTHJI | U30MHI0-
aun-1,3-quon (10). Bexon 78%, Oenblii mOpoIIoK,
T. 1. 157-159°C. UK cnekrp, v, cm 't 3466, 3135,
3059, 2944,1767, 1716, 1612, 1591, 1573, 1501,
1466, 1451, 1416, 1389, 1338, 1309, 1258, 1189,
1176, 1100, 1087, 1047, 941, 919, 812, 763, 712, 687,
671,639, 604, 529. Cnextp SIMP 'H (CDCI,), 8, M. 11.:
4.98 ¢ (2H, CH,), 6.54 ¢ (1H, CH,,ox.), 7.39-7.43
M (3H, C¢Hs), 7.70-7.73 m (4H, CcH,), 7.86—7.88
M (2H, C¢Hs). Crexrp SIMP '3C (CDCly), 8¢, M. a.:
33.52,99.11, 123.73, 125.93, 127.25, 129.06, 130.43,
132.06, 134.39, 159.96, 167.65, 170.92. Macc-cuextp,
m/z (I, %): 327 [M + Na]" (100). Haiineno, %: C
71.13; H 3.92; N 9.19. C3H,N,05. Beruucneno, %:
C71.05; H3.97; N 9.21.

2-[(5-Toanauzokcazon-3-uja)MeTuJa | M30UHI0-
aun-1,3-quon (11). Beixox 65%, Oenblii TOPOIIOK,
T. 1. 160-161°C. UK cnextp, v, cM': 3474, 3120,
3034, 2946, 2921, 1774, 1717, 1615, 1597, 1567,
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1515, 1466, 1421, 1393, 1342, 1312, 1292, 1186,
1117, 1103, 1085, 1068, 1048, 1019, 939, 837, 821,
800, 769, 712, 661, 538, 530, 500. Cnexrp SIMP 'H
(CDCly), 6, M. 11.: 2.34 ¢ (3H, CHj3), 4.96 ¢ (2H, CH,),
6.47 ¢ (1H, CH,,..)> 7.19 1 (2H, C4H,, J 8.0 T'm), 7.58
1 (2H, C¢Hy, Jyy 8.2 T, 7.70 1. o (2H, C4H,, J 5.5,
3.1 Tm), 7.84 n. n (2H, C4Hy, J 5.5, 3.0 I'u). Croextp
SIMP 3C (CDCl), 8¢, M. a.: 21.51, 33.46, 98.35,
123.62, 124.46, 125.78, 129.67, 131.97, 134.30,
140.67, 159.79, 167.57, 170.95. Macc-cuekrp, m/z
Iy %0): 319 [M + H]" (100). Haiineno, %: C 71.60;
H4.45; N 8.83. C,oH4N,O;. Beruucneno, %: C 71.69;
H 4.43; N 8.80.

2-[(4,5-Aux10pU30THA30J1-3-HJI)MeTHI | U30UH-
nosmH-1,3-1uon (12). Berxon 77%, kpemoBbIi T10-
poiok, T. 1. 184—-186°C. UK cnekrp, v, em 1 3465,
3428, 3092, 3028, 2971, 292139, 1771, 1710, 1609,
1522, 1465, 1422, 1406, 1387, 1323, 1302, 1191,
1172, 1110, 1087, 1071, 993, 965, 945, 844, 727,713,
653, 608, 529, 507, 489. Cuexrp SIMP 'H (CDCl,),
o, M. 1.: 4.97 ¢ (2H, CH,), 7.74-7.76 m (2H, CcH,),
7.89-7.91 m (2H, C4H,). Cnextp SIMP '3C (CDCl,),
Oc, M. . 38.58, 121.55, 123.82, 132.22, 134.38,
148.69, 160.37, 167.81. Macc-cuekrp, m/z (I, %):
335 [M + Na]" (100). Haiineno, %: C 46.26; H 1.89;
Cl 22.38; N 8.81; S 10.13. C,H(CI,N,0O,S. Bprunc-
neno, %: C 46.03; H 1.93; C122.64; N 8.95; S 10.24.

Oo0mast Meronuka cuHTe3a 1,4-1MOK-
c0-3,4-quruapo-1H-drana3zun-2-uaos (5-apu-
u3okcaszoua-3-uia)meranamuna 13, 14. K cycnen-
3un (hranuMugHOTO porn3BoaHoro 10—12 (1 Mmons)
B 25 mu sraHona npubaBmsi 58 mka (1.2 MMoub)
TUJIPa3UHTUPATa U KUISITUIN PEAKIIMOHHYI0 CMECh
B Teuenue 12 4. [locne oxmnakmeHus ocaaok, Ipe-
CTaBJISFOIIMN COOO0M YUCTYIO (hTAIa3MHOBYIO COJIb, OT-
(bUIBTPOBBIBAIH, TTPOMBIBAIH 3TaHOJIOM (2 X 10 M)
Y CYIIFIIH.

1,4-Auoxco-3,4-nuruapo-1H-pranazun-2-ua
(5-pennnuzokcazon-3-ua)meranamuna (13). Bel-
xo11 76%, Oenblii mopomiok, T. tt. >250°C. UK cnektp,
v, em1: 3304, 3231, 3192, 3121, 2959, 2894, 2861,
2629, 2205, 1666, 1614, 1579, 1549, 1483, 1450,
1364, 1264, 1248, 1210, 1157, 1097, 1069, 1053,
1021, 838, 822, 785, 763, 694, 683, 486. Cnextp SIMP
"H (IMCO-dy), 8, m. 1.: 3.82 ¢ (2H, CH,), 6.17 ym.
¢ (4H, NH;, NH), 6.99 c (1H, CH,,,,,.), 7.46—7.53 M
(3H, C¢Hs), 7.80-7.82 m (2H, C¢Hs), 7.84-7.86 m
(2H, C¢Hy), 8.07-8.09 m (2H, C¢H,). Cnexrp SAMP



50 KOJIECHUK wu np.

BC (AMCO-dy), 8¢, M. n.: 37.64, 100.23, 125.79,
126.05, 127.65, 128.07, 129.85, 130.84, 132.99,
155.60, 166.68, 169.17. Haiineno, %: C 64.17; H
4.44; N 16.51. CgH(N,4O5. Borancneno, %: C 64.28;
H 4.79; N 16.66.

1,4-Iuoxco-3,4-quruapo-1H-pranazun-2-un
(5-Troaunu3okcason-3-ua)meranamuna (14). Brui-
xom 96%, Oemerii mopomrok, T. Twi. >250°C. UK
crextp, v, cM': 3124, 2857, 2630, 2206, 1666, 1618,
1514, 1482, 1440, 1385, 1363, 1315, 1247, 1209,
1153, 1068, 1049, 1020, 947, 923, 838, 818, 784,
693, 566, 485. Cniektp SIMP 'H (IMCO-dy), 8, M. 1.
2.34 ¢ (3H, CH,), 3.79 ¢ (2H, CH,), 6.45 ym. c (4H,
NH;, NH), 6.91 ¢ (1H, CH,,,,..), 7.31 1 (2H, C,H,, J
8.0 T'm), 7.70 o (2H, C¢H,, J 8.2 Tm), 7.86 n. o (2H,
C¢Hy, J 5.9, 3.3 '), 8.08 1. 1 (2H, CcHy, J 5.9, 3.3
I'n). Cnekrp SIMP 3C (IMCO-dy), ¢, M. a.: 21.56,
37.68,99.57, 125.01, 125.78, 125.98, 128.04, 130.38,
132.99, 140.66, 155.55, 166.73, 169.28. Haiineno, %:
C 65.07; H 5.21; N 15.76. C;oHgN,O5. Beruncneno,
%: C 65.13; H5.18; N 15.99.

Ob0masi Mertoauka cuHTe3a (5-apuiau3oKca-
30J1-3-wi)MetaHaMuHoB 15, 16 (oOwas memoouxa).
K cycnensun ¢ranazunosoii conu 13, 14 (1 mmons) B
20 mu1 ataHona npudarssn S mut 5 M. pactopa KOH
1 TepeMEeInBaIl PEAKIIMOHHYI0 CMECh JI0 MOJIHOTO
pacTBOpeHHsl OcajKa. 3aTeM BBUIMBAIM B BOAY, JKC-
TParupoBaIn AUITHIOBEIM dupoM (2 x 10 mi) u cy-
LUK SKCTPAKT cyib(aroM HaTpus. [locie ynanenus
pacTBOpUTENS MPOAYKT HE HYXKIAJICS B JaJbHEHIICH
OYHCTKE.

(5-PeHunu30KCca30J1-3-UI1)METAHAMMH (15).
Boixon 81%, kpeMOBBII KpHCTAUINYECKUI TOPOLIOK,
T. 1. 69—71°C. UK cnektp, v, cm 123369, 3304, 3124,
3060, 3004, 2933, 2858, 1611, 1590, 1572, 1462,
1451, 1413, 1072, 1050, 874, 804, 771, 694, 668, 494.
Cnexrp SIMP 'H (CDCly), 8, m. 1.: 1.55 ¢ (2H, CH,),
3.96 ¢ (2H, NH,), 6.49 ¢ (1H, CH, ), 7.40-7.45 m
(3H, C¢Hs), 7.74-7.76 m (2H, C¢H;). Cnextp SAMP
13C (CDCly), 8¢, M. 1.: 38.35, 98.30, 125.88, 127.59,
129.07, 130.24, 165.92, 170.14. Haiineno, %: C
68.87; H 5.73; N 16.15. C,,H,(N,O. Boruucneno, %:
C 68.95; H5.79; N 16.08.

(5-Tonuauzoxcazoi-3-uia)meranamui (16). Boi-
xom 75%, KpEeMOBBIM KpPHUCTAJUTMUECKUI ITOPOIIOK,
T. m1. 65-67°C. UK cnexrp, v, cMm: 3369, 3304,
3124, 3060, 3004, 2933, 2858, 1611, 1590, 1572,

1462, 1451, 1413, 1072, 1050, 874, 804, 771, 694,
668, 494. Cnexrp SIMP 'H (CDCly), 8, m. x.: 1.57 ¢
(2H, CH,), 2.38 ¢ (3H, CH3), 3.96 ¢ (2H, NH,), 6.44 ¢
(1H, CH,j50.0)> 7.24 1 (2H, C¢Hy, J 8.0 I'my), 7.64 1 (2H,
CeHy, J 8.2 Tw). Crextp SIMP 1°C (CDCl3), 8¢, M. 1.
21.58, 38.36, 97.69, 124.91, 125.84, 129.76, 140.53,
165.88, 170.35. Haiineno, %: C 70.07; H 6.34; N
14.86. C,;H,N,0. Boruucneno, %: C 70.19; H 6.43;
N 14.88.

Oo6mmast metoguka cunresa (E)-N-anamnia-1-(1,2-
azoa-3-win)meranamunoB 17-19. a. K pactBopy re-
TEePOIHMKINYECKOTo aymmwmMuHa (I MMomib) B abco-
motHOM dTaHone (30 mi1) HEOONBITUMH MOPIUSIMU
npu oxyaxkaeHuu npudasmsuu 0.11 r (3 mmons) 6op-
THJpHUJIa HAaTpUs, MOCIIE Yero MepeMeIInBaiil CMeCh
Mpu KOMHATHOM Temmeparype 24 4. PacTtBopurens
yIasuld B BaKyyMme, K CyXOMY OCTaTKy MpUOaBIISIIH
JATIIOBBIN 2dup (15 M), HACBIIEHHBIH PacTBOP
comsl (15 mu) u mepememBanu B Tedenue 1 4. Op-
TaHUYECKUN CJIOW OTACISUIM U CYIIWIH CYJIb(aTom
Hatpus. [locne ynaneHus pacTBOpUTENs MPOAYKT HE
HYyXJaJICsl B JaJbHEUILIEH OUUCTKE.

0. PacTBop XJIOpMETMJIBHOTO HPOM3BOAHOTO 4—6
(1 Mmmonp) B ajuniamuHe (4 MJI) iepeMeruBany 4 4
IpH KOMHATHOW Temrieparype. AJUTMIAMUAH YIS
B BaKyyMe, OCTaTOK PacTBOPSUIU B AMITHUIOBOM 3(pu-
pe. DdupHbIi pacTBOP MPOMBIBAIK BOIOW U CYIIWIN
cynbdarom Harpus. [locie ymaneHus: pacTBOpHUTENsS
MIPOYKT HE HYKIAJICS B IaJIbHEHUIIICH OUMCTKE.

(E)-N-Annuia-1-(4,5-1uxJ10pu30THA30/1-3-1J1)-
meranamuH (17). Beixon 84%, Oypoe macio. UK
CIIEKTP, V, em 1 3329, 3077, 3008, 2978, 2919, 2820,
1848, 1643, 1510, 1460, 1417, 1375, 1339, 1291,
1210, 1113, 1089, 993, 972, 920, 841, 805, 751, 621,
562, 510. Cnekrp SIMP 'H (CDCly), 6, M. 1.: 1.93 ¢
(1H, NH), 3.31 n. T (2H, CH,, J 6.0, 1.4 T'y), 3.90
¢ (2H, CH,), 5.12 n. n. n (1H, CH,=, J 10.2, 2.9,
1.3Tm),5.20 n.x (1H, CH,=,J17.2,1.6 I'm), 5.85-5.93
M (1H, CH=). Cnektp SIMP *C (CDCl,), 8¢, M. 1.:
49.10, 51.89, 116.70, 122.25, 136.31, 147.70, 165.85.
Hatineno, %: C 37.31; H 3.63; Cl 31.44; N 12.40; S
14.33. C;HgxCLN,S. Beruucneno, %: C 37.68; H 3.61;
CI31.78; N 12.56; S 14.37.

(E)-N-Anana-1-(5-penunan3zokcaszon-3-ua)me-
tanamuH (18). Beixon 95%, xenroBatoe macio. UK
chextp, v, cM 'z 3474, 3316, 3070, 2921, 2840, 1650,
1614, 1592, 1574, 1451, 1417, 1108, 995, 948, 920,
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808, 765, 691. Cuexrp SIMP 'H (CDCly), &, M. 1.
1.70 ¢ (1H, NH), 3.31-3.32 m (2H, CH,), 3.89 m (2H,
CH,), 5.13 n. n (1H, CH,=, J 10.2, 1.3 T'm), 522 &
(1H, CH,=, J 17.2 '), 5.86-5.95 m (1H, CH=), 6.53
¢ (1H, CH,,o0), 7-41-7.44 m (3H, C4Hs), 7.74-7.56
M (2H, C¢Hs). Cnexrp AMP '3C (CDCly), ¢, M. 1.:
4428, 51.91, 99.02, 116.71, 125.88, 127.60, 129.06,
130.21,136.21, 163.63, 170.04. Haiineno, %: C 72.54;
H 6.18; N 13.75. C;3H4N,0O. Bpruucneno, %: C
72.87; H 6.59; N 13.07.
(E)-N-Anaua-1-(5-Toauan3okcas3oli-3-ui)me-
Tanamuu (19). Beixon 94%, ’xenroBaroe Macio.
UK cnextp, v, em': 3471, 3313, 3108, 3080, 3038,
3006, 2981, 2919, 2863, 2821, 2795, 1642, 1619,
1600, 1567, 1516, 1475, 1456, 1437, 1412, 1308,
1114, 1049, 1041, 997, 948, 902, 820, 786, 504.
Cnekrp SIMP 'H (CDCl,), 8, m. 1.: 1.77 ¢ (1H, NH),
2.38 ¢ (3H, CH,), 3.33 a1 (2H, CH,, J 6.0 I'm), 3.89
¢ (2H, CH,), 5.14 n. n (1H, CH,=, J 10.3, 1.2 T'ny),
522 n. n (1H, CH,=, J 17.1, 1.5 I'n), 5.87-5.95 m
(1H, CH=), 6.48 ¢ (1H, CH,,,,o), 7.25 1 (2H, C4H,, J
7.9 I'm), 7.64-7.66 n (2H, C;H,, J 8.1 I'm). Crektp
SIMP 3C (CDCly), 8¢, M. a.: 21.60, 44.33, 51.95,
98.44,116.74,124.95,125.86,129.77,136.25, 140.52,
163.57, 170.29. Macc-cuekrp, m/z (I, %): 229
[M+H]" (100). Haiineno, %: C 73.37,H7.29; N 12.87.
C,4H4N,O. Berancneno, %: C 73.66; H 7.06; N 12.27.

O6mas meronuka cuHrte3a (E)-N-anamia-1-
(1,2-a30a-3-ua)meranumuuoB 20-22. K pactBopy
1 mMmompe anpaeruma 7, 8 8 MeOH wunm anpaernma 9
tonyone (20 mur) mpubasmsim 112 mxm (1.5 mMMonb)
aJUIUJIaMUHA, 3 KaIUuld JIEIIHOM YKCYCHOM KUCIIOTHI U
MepeMeNIBaIl PEakUOHHYI0 cMech 24 4. 3aTteM B
ciayyae mpoBeaeHust peakuuu B cpene MeOH peak-
LHUOHHYIO CMECh BBUIMBAJIU B BOJY, dKCTPAarupoBaIu
Et,O, nmpombiBamu skctpakT 10%-HBIM pacTBOpoM
HCI (1 % 10 m1), Bommoii (1 % 20 mi1), 3aTeM HaCHIILIEH-
HBIM pacTBOpoM cozibl (1 X 10 mur) 1 cymmnu Na,SOy,.
B ciyuyae npoBeaeHus peakiiuu ¢ y4acTUEM aJIbAeTH-
na 9 peakmonHyto cMmech mpombiBaiu 10%-HbIM pac-
tBopoM HCI (1 x 10 mu), Bomoii (1 x 20 mu), 3aTem
HaCBIIIEHHBIM pacTBOpOM coabl (1 X 10 M) u cymmnu
Na,SO,. [locne ynanenus pacTBOPUTENS MPOAYKT HE
HYyXJaJjcsl B JaJbHEUIIel OUUCTKE.

(E)-N-Anani-1-(4,5-1uxJ10pu30THA30/1-3-1J1)-
meTtanumuu (20). Beixox 85%, Oypoe macmo. MK
crextp, v, cM ' 3450, 3279, 3083, 3015, 2983, 2877,
2820, 1651, 1487, 1419, 1406, 1371, 1347, 1329,
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1304, 1147, 1118, 1023, 990, 921, 829, 731, 695, 528.
Cnextp SIMP 'H (CDCl,), 8, m. .: 4.33-4.34 m (2H,
CH,),5.18 n. 1 (1H, CH,=,J10.3, 1.5 '), 5.25 n (1H,
CH,=,J17.2Tm), 6.04-6.12 m (1H, CH=), 8.40 ¢ (1H,
CH=N). Cnektp SIMP '3C (CDCl,), 8, M. 11.: 64.05,
117.07, 124.03, 128.24, 134.68, 153.93, 159.30. Haii-
neno, %: C 38.19; H2.11; C132.17; N 12.60; S 14.37.
C,H(CL,N,S. Bpraucneno, %: C 38.03; H 2.74; Cl
32.07; N 12.67; S 14.50.

(E)-N-Anana-1-(5-dpennan3okcason-3-ui)-
meranumuH (21). Brixon 82%, Oypoe macmo. UK
CIIEKTP, V, em i 3475, 3287, 3064, 3013, 2887, 2825,
1655, 1613, 1591, 1572, 1497, 1452, 1181, 1027, 992,
923, 809, 788, 766, 690. Cnextp SIMP 'H (CDCI,), 5,
M. 1.:4.31 n (2H, CH,, J 5.7 T'), 5.20 n (1H, CH,=, J
10.3 T'm), 5.25 n (1H, CH,=,J 17.2 '), 6.05 1. x (1H,
CH=, J 10.6, 5.8 I'm), 6.96 ¢ (1H, CH,,.), 7.42-7.46
M (3H, C4Hs), 7.78 n (2H, C¢Hs, J 7.4 '), 8.43 ¢ (1H,
CH=N). Cnextp SIMP 3C (CDCly), 8¢, m. 1.: 21.64,
63.91, 96.63, 117.26, 125.94, 129.88, 134.84, 140.90,
153.05, 162.59, 170.81. Haiineno, %: C 73.16; H
5.39; N 13.41. C3H,N,O. Beruucneno, %: C 73.56;
H 5.70; N 13.20.

(E)-N-Anani-1-(5-Toanan3okca3osi-3-uji)mera-
HUMHH (22). Boixon 83%, O6ypoe macio. MK cnekrp,
v, em ! 3475, 3287, 3064, 3013, 2887, 2825, 1655,
1613, 1591, 1572, 1497, 1452, 1181, 1027, 992, 923,
809, 788, 766, 690. Cnekrp AMP 'H (CDCly), 3,
M. 1.: 2.40 ¢ (3H, CH;), 4.32-4.34 m (2H, CH,), 5.23
. x (1H, CH,=,J10.4, 2.8 I'm), 5.27 1. x (1H, CH,=,
J17.2,4.8 T'm), 6.07 n. n. T (1H, CH=, J 17.1, 10.3,
59Tm), 6.92 c (1H, CH,,,,.), 7.27-7.28 0 (2H, CcHy,
J 7.9 I'm), 7.68-7.70 n (2H, C¢H,, J 8.2 I'n), 8.45 ¢
(1H, CH=N). Cnekrp SIMP 3C (CDCly), §¢, M. 1.:
63.81,97.18, 117.21, 125.91, 127.16, 129.13, 130.49,
134.73, 152.89, 162.54, 170.51. Haiineno, %: C
74.22; H 6.34; N 12.25. C4,H4N,0. Brruucneno, %:
C74.31; H 6.24; N 12.38.

Oo6mass meroauka cunre3da N-amauia-N-[(1,2-
azoa-3-min)Metni]-3-kapookcamuaos 23-25. K pac-
TBOpY |,2-azonunammnamMuHa (1 MMOJIb) U alMIIXJIo-
puza (1.1 Mmoib) B aOCONMIOTHOM JAUATHIOBOM ddupe
(15 M) nmpubasmsanu 139 mka (1.1 MMomb) TpUITHIA-
MUHA U MepeMeNInBaIi peakIMoOHHYI0 cMech 2 4. O0-
Pa30BaBIIMICS 0CAJO0K OTPHIBTPOBbIBaIH. DUIBTpAT
npombIBain Booi (2 X 10 mm) u cymmmum Na,SO,.
[Mocne ynaneHusi pacTBOPUTEINS OYMIIATH ITPOLYKT
METOJIOM KOJIOHOYHOH Xpomarorpapui.
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N-Asnua-N-[(5-Tonmimn3okcas3on-3-wi)MeTu| -
3-aneramua (23). Beixon 89%, xenroBaroe mac-
no. UK cnektp, v, cm i 3477, 3123, 2982, 2923,
1651, 1620, 1599, 1568, 1515, 1463, 1414, 1360,
1316, 1284, 1245, 1186, 1115, 1045, 1020, 984, 948,
927, 822, 759, 717, 670, 563, 506. Cnextp IMP 'H
(CDCly), 6, M. 0.: 2.17m 2.25 ¢ (3H, CH3),2.24 u 2.42
¢ (3H, CHjy), 3.92-4.12 m (2H, CH,), 4.56 u 4.64 ¢
(2H, CH,), 5.21-5.32 M (2H, CH,=), 5.77-5.84 m (1H,
CH=),6.40 cu 6.53 ¢ (1H, CH,,,,.), 7.26—7.30 m (2H,
C¢H,), 7.66-7.69 m (2H, C¢H,). Cnextp AMP 3C
(CDCly), 8¢, M. 11.: 21.39, 21.58, 40.53, 43.52, 48.28,
50.63, 97.50, 99.13, 117.30, 118.35, 124.76, 125.83,
125.90, 129.75, 129.87, 132.12, 132.74, 140.60,
161.30, 170.60, 171.21. Haitneno, %: C 71.37; H
6.86; N 10.24. C,sH3N,O,. Beruucneno, %: C 71.09;
H 6.71; N 10.36.

N-Annun-4,5-nuxaop-N-[(5-Toanauzokcas3oli-
3-ua)meTuia|uzoruazon-3-kapooxcamun (24). Brl-
xon 59%, xenroBaroe macio. UK cnekrp, v, em b
3432, 3130, 3038, 2918, 1644, 1613, 1591, 1571,
1514, 1487, 1462, 1442, 1388, 1349, 1335, 1286,
1239, 1183, 1121, 1047, 1004, 961, 948, 931, 823,
796, 766, 688, 675, 504. Cnextp SIMP 'H (CDCI,), §,
M. 1.: 2.40 ¢ (3H, CH3), 3.92 1 m 4.18 n (2H, CH,, J
5.9Tm), 4.55 cu 4.81 ¢ (2H, CH,), 5.21-5.35 m (2H,
CH,=), 5.74-5.90 m (1H, CH=), 6.61 c u 6.62 c (1H,
CH,00)> 7.26-7.28 M (2H, C¢Hy), 7.66-7.68 M (2H,
CgH,). Crexrp IMP 3C (CDCly), 8¢, M. 1.: 21.64,
40.15, 43.51, 47.51, 50.99, 98.26, 98.97, 119.31,
119.53, 124.70, 125.94, 129.83, 131.12, 132.02,
140.80, 141.00, 149.57, 159.66, 160.42, 160.50,
163.02,171.07, 171.24. Haiineno, %: C 52.83; H 3.46;
Cl 17.27; N 10.95; S 8.07. C,3H,5CI,N;0,S. Bpruuc-
neHo, %: C 52.95; H 3.70; C1 17.36; N 10.29; S 7.85.

N-Anauia-5-¢pennn-N-[(5-Toauauzokcazosn-3-
WI)MeTW|u30Kca3on-3-kapookcamuy (25). Brixox
61%, xenroparoe macno. K cnekrp, v, cm': 3426,
3132, 2982, 2925, 1649, 1596, 1514, 1471, 1455,
1442,1425,1350,1338,1278,1222, 1185, 1138, 1092,
1050, 1028, 991, 949, 930, 893, 821, 762, 748, 680,
640, 603, 503, 447. Cnextp SIMP 'H (CDC;), 8, M. 11.:
2.44 ¢ (3H, CH;),4.24 nu4.42 n (2H, CH,, J 5.5 I'n),
4.85 cu 5.07 ¢ (2H, CH,), 5.33-5.38 m (2H, CH,=),
5.88-6.02 m (1H, CH=), 6.65, 6.71 ¢ (1H, CH,,,..)
6.94 ¢ u 7.01 ¢ (1H, CH,,.), 7.31 1 (2H, C¢H,, J
8.2 I'm), 7.52-7.55 m (3H, C4Hs), 7.72 n (2H, C¢H,,
J 8.1 Tn), 7.84-7.87 M (2H, C¢Hs). Cniexp SIMP '3C

(CDCly), 8¢, M. 1.: 21.63, 40.80, 43.70, 48.34, 51.24,
98.67,99.21, 100.94, 101.42, 118.97, 119.29, 124.67,
125.93, 125.97, 126.08, 126.11, 126.77, 126.81,
129.10, 129.29, 129.81, 130.85, 130.91, 131.39,
132.74, 140.75, 140.81, 159.16, 159.50, 160.53,
160.60, 161.00, 161.51, 170.57, 170.73, 170.94,
171.04. Haiineno, %: C 72.39; H 5.17; N 10.36.
C,4H,N;0O5. Beruncneno, %: C 72.17; H5.30; N 10.52.

Oo6masi meroguka cuHte3a N-ajaamia-N-[(1,2-
asoamn)MeTna|cyabponamunos 26-34. a. K cmecu
1,2-a3omunannunamuHa (1 MMOIB) ¥ BOJHOTO pacTBO-
pa kapOonara Hatpus (1,2 mmonb B 15 mut) mpubasnsi-
7 1.2 MMOJIb Cynb(OHUIXIIOPUIA U KUIIATHIHN Peak-
LIMOHHYIO CMECh B TeueHHe 4 4. B ciaydae coenuHeHui
29 u 30 ocamok, 0Opa3yIOMIHICS MOCIE OXJIAXKICHIS
PEaKMOHHOM CMECH, OT(QHUIBTPOBBIBAIN, TPOMBIBAJIH
BO/IOH (2 X 5 M) u cymmuid. B cimydae coenunenus 26
PEaKIMOHHYIO CMECh IKCTparupoBanu 10 mi xsopu-
CTOTO METHJIEHA, SKCTpakKT cymmin Na,SO,, a mocine
yAaJieHHusl paCTBOPUTENSI OUUIIAIH MPOAYKT METOAOM
KOJIOHOYHOW XpOMaTorpaQuH.

0. K pactBopy 1,2-a3omunamminamuda (1 MMoJIh)
B CH,Cl, (10 mn) mpuGaBnsuii Cyab(QaHUIXIOPHUL
(1.2 mmomp) u TpudTHIAMUH (167 MK, 1.2 MMOIB).
Peaknuonnyto cMech nepeMemmmBaiy 6 4, mocie 4yero
npubaBsii Boxy (10 M) M WHTEHCHBHO IIepeMe-
MIMBaNM emle 1 4, mocie 4ero OTHENSIH OpTaHhye-
CKHU CJIOH, MPOMBIBAIIM BoAOH (2 x 10 Mir) m cyrmmimu
Na,SO,. Ilocne ynajgeHus pacTBOPUTENS OUMIIAIN
HPOAYKT METOIOM KOJIOHOYHOM XpoMaTorpaduy.

N-Amwmnia-N-[(5-peHunzoxkcazo-3-uia)MeTui| -
MeTaHcyabpoHamua (26). Beixon 76% (Merton 6),
39% (meton a), 6ypoe macino. UK cmektp, v, cm
3129, 3065, 3016, 2930, 1643, 1614, 1593, 1574,
1501, 1465, 1453, 1422, 1330, 1263, 1150, 1072,
1049, 1027, 996, 965, 948, 918, 793, 767, 727, 692,
676, 620, 518. Cnextp SIMP 'H (CDCly), §, M. 1.
2.96 ¢ (3H, CH;), 3.91 n (2H, CH,, J 6.4 T'n), 4.51
¢ (2H, CH,), 5.29-5.34 m (2H, CH,=), 5.79-5.87 m
(1H, CH=), 6.60 ¢ (1H, CH,,.), 7.44-7.48 m (3H,
CeHs), 7.77 1 (2H, C¢Hs, J 9.5 Tn). Criextp SIMP 13C
(CDCly), 8¢, M. 11.: 40.26, 41.86, 49.76, 99.40, 120.42,
126.00, 127.22, 129.19, 130.60, 131.84, 160.76,
170.86. Hatineno, %: C 57.65; H 5.25; N 9.98; S
11.18. C4H,(N,O5S. Bpruucneno, %: C 57.52; H
5.52; N 9.58; S 10.97.
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N-Asnua-N-[(5-Tonmin3okca3on-3-wi)MeTu| -
MeTancyabponamug (27). Berxon 89% (Merton 6),
KpEMOBBIH KpPUCTAJNIMYECKHI MOPOLIOK, T. IUI. 76—
79°C. UK cnektp, v, em ' 3137, 2915, 1615, 1515,
1470, 1439, 1372, 1332, 1317, 1167, 1148, 1124,
1063, 1043, 1011, 971, 934, 896, 809, 792, 626, 520,
503. Cnextp IMP 'H (CDCly), §, m. 1.: 2.39 ¢ (3H,
CH,), 2.95 ¢ (3H, CH;), 3.90 1 (2H, CH,, J 6.4 T'n),
4.50 ¢ (2H, CH,), 5.28-5.34 m (2H, CH,=), 5.79—
5.87 m (1H, CH=), 6.53 ¢ (1H, CH,,,.), 7.26 1 (2H,
Ce¢Hy, J 8.1 T'm), 7.65 1 (2H, CcHy, J 8.1 I'). Criextp
SIMP 3C (CDCly), 8¢, M. n.: 21.61, 40.23, 41.83,
49.71,98.77, 120.35, 124.51, 125.92, 129.84, 131.87,
140.92, 160.65, 171.02. Macc-cuekrp, m/z (1, %):
329 (100) [M + Na]*, 635 (56) [2M + Na]". Haiineno,
%: C 58.49; H 5.73; N 9.03; S 10.43. C,5H3sN,0O5S.
Brruucineno, %: C 58.80; H 5.92; N 9.14; S 10.46.

N-Anaun-N-[(4,5-1uxJ10pu30THA30TI-3-UT)Me-
Twi|merancyiabponamun (28). Brixon 90% (meton
6), 6ypoe macino. UK cnektp, v, cm': 3082, 3015,
2929, 1643, 1510, 1419, 1380, 1335, 1150, 1099,
1067, 974, 934, 842, 817, 790, 557, 518, 493. CriexTp
SIMP 'H (CDCly), 8, m. a.: 3.02 ¢ (3H, CH;), 3.94 1
(2H, CH,, J 6.3 T'm), 4.59 ¢ (2H, CH,), 5.18-5.23 m
(2H, CH,=), 5.75-5.83 M (1H, CH=). Cnextp SIMP
13C (CDCly), 8¢, M. 1.: 40.71, 46.23, 50.20, 119.71,
122.36, 132.52, 148.72, 162.37. Haiineno, %: C
31.84; H 3.49; C1 23.71; N 9.52; S, 21.48. CgH,Cl-
»N,O,S,. Beraucneno, %: C 31.90; H 3.35; Cl 23.54;
N 9.30; S 21.29.

N-Amwnui-N-[(5-peHunnuzoxcazon-3-ua)MeTua| -
4-meTunoensoicyisponamua (29). Brxon 90%
(Meton a), OexeBble KpHCTaIbl, T. M. 82-83°C.
UK cmektp, v, cM ' 3123, 2922, 1913, 1649, 1614,
1592, 1574, 1493, 1469, 1453, 1429, 1364, 1340,
1263, 1159, 1096, 1050, 920, 812, 769, 747, 690, 656.
Cnextp IMP 'H (CDCl5), 8, m. 1.: 2.42 ¢ (3H, CHj,),
3.85 1 (2H, CH,, J 6.6 '), 4.42 ¢ (2H, CH,), 5.13—
5.18 M (2H, CH,=), 5.52-5.59 m (1H, -CH=), 6.47 ¢
(1H, CH,;;00)> 732 1 (2H, C¢Hs, J 8.1 '), 7.41-7.47
M (3H, C4Hy), 7.72-7.74 m (4H, C¢H,). Criextp SIMP
13C (CDCly), §¢, m. m.: 21.68, 42.21, 50.49, 99.62,
120.37, 125.98, 127.40, 127.42, 129.16, 130.04,
130.48, 131.75, 137.21, 143.90, 161.08, 170.59.
Macc-cuiekrp, m/z (I, %): 368 (1) [M]". Haiineno,
%: C 65.65; H 5.33; N 7.26; S 8.67. CyH,(N,O5S.
Breruucneno, %: C 65.20; H 5.47; N 7.60; S 8.70.
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N-Aaaua-N-[(5-Toauaun3zokca3on-3-uji)me-
TIi|-4-metuidensoincyinbponamun (30). Beixon
91% (metox @), 6exeBble KpUCTaILTBL, T. TUL. 83—-84°C.
UK cnektp, v, cMm 1 3129, 2978, 2919, 2862, 2588,
2092, 1920, 1808, 1645, 1615, 1597, 1568, 1515,
1493, 1467, 1350, 1336, 1260, 1158, 1092, 1047,
999, 910, 814, 779, 660. Cnextp SIMP 'H (CDCl,), 8,
M. 1.: 2.39 ¢ (3H, CH;), 2.49 ¢ (3H, CH3;), 3.85 1 (2H,
CH,, J 6.1 T, 4.41 ¢ (2H, CH,), 5.13-5.18 m (2H,
CH,=), 5.52-5.58 m (1H, CH=), 6.40 ¢ (1H, CH,,.,)-
7.25 n (2H, C¢Hy, J 8.1 T'm), 7.31 n (2H, C4H,, J
8.1Tm),7.61 n(2H, C¢H,, J 8.1 ), 7.74 n (2H, C¢H,,
J 8.1 T). Cniexrp SIMP 3C (CDCl,), 8¢, M. 11.: 21.57,
21.59, 42.11, 50.35, 98.91, 120.24, 124.62, 125.82,
127.33, 129.74, 129.94, 131.68, 137.16, 140.70,
143.78, 160.89, 170.69. Macc-cuexrp, m/z (1, %):
382 (2) [M]'. Haiineno, %: C 65.73; H 5.33; N 7.93; S
8.35. C,H,,N,05S. Beraucneno, %: C 65.95; H 5.80;
N 7.32; S 8.38.

N-Aniann-N-[(4,5-1uxJ10pu30THA301-3-UIT)Me-
TIi|-4-meTuadensoincyinbponamun (31). Breixon
88% (Merom 6), OGEXKEBBIM KPUCTATUTMIECKUN TIOPO-
ok, T. . 89-91°C. UK cnekrp, v, em 1 3068, 2966,
2920, 2853, 1638, 1596, 1508, 1439, 1376, 1350,
1331, 1319, 1242, 1166, 1117, 1098, 1062, 994, 977,
962,917, 899, 780, 712, 700, 665, 633, 557, 547, 526,
480. Cnektp SIMP 'H (CDCly), §, m. a.: 2.41 ¢ (3H,
CH»),3.94 1 (2H,J 6.4, CH,),4.48 ¢ (2H, CH,), 5.08 1
(1H, CH,=,J 6.2 T'mr), 5.10-5.11 m (1H, CH,=), 5.58—
5.66 m (1H, CH=), 7.26 o (2H, C¢Hy, J 8.3 '), 7.68
1 (2H, C¢Hy, J 8.3 T'n). Cnexkrp AMP '3C (CDCly),
O¢c, M. 11.: 21.66, 46.64, 51.02, 119.45, 122.85, 127.48,
129.71, 132.50, 136.79, 143.60, 148.17, 161.99.
Macc-cuiekrp, m/z (I, %): 399 (75) [M + Na]*, 775
(64) [2M + Na]*. Haiineno, %: C 44.46; H 3.91; Cl
18.75; N 7.68; S 16.83. C,4H,4,C,N,0,S,. Beruncie-
HO, %: C 44.57; H3.74; C1 18.79; N 7.42; S 16.99.

N-Aaaua-N-[(5-dpennnan3zokcaszon-3-ui)me-
TIJ|-4-opomodensoicyabponamun  (32). Brixon
74% (meton 6), Oemnblii mopomIok, T. wi. 84—86°C. UK
cnekTp, v, M ': 3129, 3086, 2923, 1650, 1616, 1591,
1574,1469, 1454,1431,1389,1364,1339,1161, 1097,
1068, 1050, 1010, 937, 925, 919, 888, 822, 788, 767,
758, 729, 688, 610, 585, 568, 498, 420. Criekrp SIMP
'H (CDCly), 8, m. z1.: 3.88 1 (2H, CH,, J 6.5 T'n), 4.45
¢ (2H, CH,), 5.17 ¢ (1H, CH,=), 5.10 1 (1H, CH,=, J
8.9Tm), 5.53-5.61 m (1H, CH=), 6.47 ¢ (1H, CH,,,c0)»
7.42-7.48 m (3H, C¢Hs), 7.65-7.67 m (2H, C¢Hs),
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7.71-7.74 m (4H, C¢H,). Cnextp SIMP '3C (CDCly),
dc, M. 1.: 42.13, 50.37, 99.39, 120.66, 125.95, 127.21,
127.99, 128.86, 129.17, 130.53, 131.33, 132.64,
139.24, 160.63, 170.73. Macc-cuekrp, m/z (1, %):
455 (76) [M + Na]*, 887 (45) [2M + Na]". Haiine-
Ho, %: C 52.43; H 3.76; Br 18.37; N 6.87; S 7.44.
C,9H,;BrN,0O5S. Breruucneno, %: C 52.67; H 3.95; Br
18.44; N 6.46; S 7.40.

N-Aaauia-N-[(5-Toauaunzokca3on-3-ui)me-
TI|-4-0pomoben3oicynbponamug (33). Beixon 65%
(MeTox 6), KPEeMOBBII KPUCTAJUIMYECKUI TTOPOIIOK, T.
1. 98-100°C. UK cnektp, v, cM~': 3124, 3014, 2919,
1641,1619,1598,1572,1617,1471, 1430, 1388, 1351,
1330, 1265, 1161, 1126, 1094, 1067, 1006, 913, 902,
811, 793, 732, 621, 598, 554, 507. Cnekrp SIMP 'H
(CDCly), 6, M. a.: 2.45 ¢ (3H, CHs), 3.92 n (2H, CH,,
J 6.5 '), 4.49 c (2H, CH,), 5.22 ¢ (1H, CH,=), 5.25
o (1H, CH,=, J 8.9 I'm), 5.58-5.66 m (1H, CH=), 6.45
c (1H, CH, ), 7.31 o (2H, C¢Hy, J 8.1 Tm), 7.67 n
(2H, C¢Hy, J 8.1 ), 7.71 1 (2H, CcHy, J 8.1 '), 7.77
1 (2H, C¢Hy, J 8.1 T'm). Cnektp SIMP '3C (CDCly),
Oc, M. 1.2 21.64, 42.13, 50.33, 98.78, 120.64, 124.54,
12591, 127.97, 128.88, 129.86, 131.36, 132.64,
139.30, 140.87, 160.54, 170.95. Macc-cnekrp, m/z
(Zyyyr %0): 469 (67) [M + Na]*, 915 (46) [2M + Na]".
Haiigeno, %: C 53.63; H 4.29; Br 17.95; N 6.36; S
7.11. CyoH¢BrN,O;S. Brruucneno, %: C 53.70; H
4.28; Br 17.86; N 6.26; S 7.17.

N-Anaun-N-[(4,5-1ux10pu30THA307I-3-UT)Me-
TI|-4-0pomoden3oicyabponamun (34). Berxon 83%
(Meron 6), KpeMOBBIM KPHUCTAJUIMYECKUH ITOPOIIOK,
T. 1. 63-65°C. UK cnextp, v, cMm: 3087, 2924,
1643, 1574, 1509, 1471, 1441, 1419, 1389, 1352,
1299, 1276, 1164, 1091, 1068, 1010, 976, 920, 818,
773, 737, 707, 638, 592, 564, 527, 511, 420. Cnektp
SIMP 'H (CDCly), 8, m. a.: 3.97 n (2H, CH,, Jyyy
6.4 I'm), 4.51 ¢ (2H, CH,), 5.10-5.15 m (2H, CH,=),
5.70 m (1H, CH=), 7.59-7.66 m (4H, CcH,). Crextp
SIMP 13C (CDCly), 8¢, m. a.: 46.25, 50.99, 119.88,
122.68, 127.75, 128.99, 132.16, 132.32, 139.03,
148.46, 161.64. Macc-cuekrp, m/z (I, %): 463
(60) [M + Na]’, 903 (12) [2M + Na]". Haiize-
Ho, %: C 35.54; H 2.62; CI 34.29; N 6.54; S 14.83.
C,3H,,BrCl,N,0,S,. Bpmuucneno, %: C 35.31; H
2.51; C134.10; N 6.34; S 14.50.
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A series of amino derivatives of 5-arylisoxazoles and 4,5-dichloroisothiazole with primary and secondary
amino groups was synthesized. 3-Aminomethyl-5-arylisoxazol-3-ylmethanamines were obtained on the basis
of 5-aryl-3-(chloromethyl)isoxazoles using the Gabriel phthalimide method. 5-Arylisoxazol-3-yl- and 4,5-di-
chloroisothiazol-3-ylallylamines were synthesized in two ways: reduction of azomethines obtained by conden-
sation of 5-arylisoxazolyl- and 4,5-dichloroisothiazolyl-3-carbaldehydes with allylamine, and by nucleophilic
substitution of the chlorine atom in 3-chloromethyl derivatives of the corresponding azoles by reaction with
allylamine. Amides and sulfonamides of azolylallylamines were synthesized. Some of the compounds obtained

showed antibacterial and fungicidal activity.

Keywords: isoxazole, isothiazole, amine, alkylation, acylation, phthalimide
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