JKYPHAJI OBLJEH XUMUH, 2020, mom 90, Ne 4, c. 501-507

VIK 547.751:547.435.4

TPEXKOMIIOHEHTHASA PEAKIIUA

1{OKCUPAH-2-WJIMETWI)-1H-MH10/1-3-KAPBAJTHAETU]IA,
METWJIEHAKTUBHBIX COEJUHEHUIA U AMUHOB

© 2020 r. K. ®@. Cy3nanes*, H. U. Bukpumyk, C. A. [{uproabHuK

FOoicnviil ghedepanvuviii yrusepcumem, yi. 3opee 7, Pocmog-na-/ony, 344090 Poccus
*e-mail: konsuz@gmail.com

[Moctymuio B Penakmuto 10 oxtsaops 2019 .
Iocne nopadotku 10 oxrsidps 2019 1.
Ipunsro k nevarn 15 oxrsiops 2019 .

OcymiecTBIeH OHOPEAKTOPHBIN CHHTE3 3-BUHIII3aMEIICHHBIX HH/IO0JIOB, COACPIKAIINX OCTATOK 1,2-aMHHOCIIHp-
Ta MPH aTOME a30Ta, KOTOPBIE SBIISTIOTCS MMPOAYKTAMHU peakiuii |-(okcupaH-2-nnmMeTtwin)- | H-uumon-3-kapoanbie-
rHU/a 0 KapOOHMIIBHOI TPYIIIe C METUIICHAKTUBHBIMU COSIMHEHUSIMU U 110 OKCHPAHOBOMY KOJIBIY C aMUHAMH.

KuroueBbie ciioBa: uHo1, 1,2-aMHUHOCTIHPT, aMUHBI, 1,3-TUMETHIOAPOUTYpOBAs KUCIIOTA, WHIOJIUH-2-OH,

JAUHUTPUIT MAaJIOHOBOM KHMCJIOTEI

DOI: 10.31857/S0044460X20040022

[IponsBonHble WMHJOMA, COAEpIKAIIME OCTATOK
AMHHOCTIMPTA, SIBISIOTCS PUBJICKATEIbHBIMUA O0BEK-
TaMU I MEIUIIMHCKON XWMUH, TIOCKOJIBKY 00Maa-
FOT MHOTUMH BUJIaMU OMOJIOTHYECKON aKTUBHOCTH. B
TaKUX COEAMHEHHUSX OOIINM CTPYKTYPHBIM MOTHBOM
ABJISIETCSl HAJTMYHME WHIOIBHOTO s/Ipa, 3aMelleHHO-
ro y aroMa azoTa 3-aMHHO-2-TUAPOKCHUIIPOIIUIHHON
rpymnmnoi. Ux 6uonoruyeckast akTHBHOCTb OIpeAeIsi-
€TCs BUJIOM 3aMECTHTENCH B HHAOIBLHOM (parMeHTe.
Tak, mMpou3BOIHBIC TETPArUAPOKAPOA30IIa MPOSBISIOT
AHTUIPUOHHYIO aKTUBHOCTb, YTO Ba)KHO JIJIsi OOPHOBI
C HeWpojereHepaTuBHBIMU PAcCTPONCTBAMM, Xapak-
TEPU3YIOIMIMMHCSA HaJHMYMeM JHIN(]ATIONaTHH, TaKh-
MU Kak Oosie3Hb Kpehitidensare—Skoda u cCHHIPOM
I'epctmana—Crproccnepa—llleitukepa [1]. M3BectHa
TaK)K€ MEePCIEeKTUBHOCTh HCIIOJIB30BAaHUS aMUHO-
CIHMPTOB psAja MHIOIA M Kapbaszona miisi OOpbObI ¢
Oonesnpio AnblreiiMeepa [2]. MHmomsl, conepxarime
OCTaTKu amMuHOCTIHpTa U 1-apwi-1H-mpazon-5(4H)-
OHAa, TIPOSIBIISIIOT aKTUBHOCTD IO OTHOIICHHUIO K BUPYCY
renaruta C [3]. [Ipou3BoaHbIE HHIOTUIKAPOOHOBBIX
KHCJIOT C 3-aMHUHO-2-THAPOKCUIIPONTMIIBHOM TpyTIoi
IIpU aTOME a30Ta SIBJIAIOTCS MHTHOUTOPaMH IOJIOTO-
JNOOHBIX KHHAa3—JICKAPCTBEHHBIX MHUIICHEH, CTHMY-
JUPYIOMIUX OHKOTE€HE3, ¥ MOTYT HCIIOJIb30BaThCs KaK
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MIPOTUBOOIYXO0JIEBbIE npenaparsl [4]. M3BecTHO, 4TO
AMHHOCIIAPTHI PsiJia MHJIONA C OCTAaTKaMH HEIpeIeib-
HBIX KETOHOB B ITOJIOKEHHUH 3 TIEPCIIEKTUBHBI JIJIS JIe-
YCHHS TEMIIEPATyPHOU JUCPETYIISIUH, JACTPECCUH U
0OJICBBIX PACCTPOMCTB, TAaKUX KaK (PUOPOMHAITHS H
Ooip B mosicHuie [S]. BemecTBa psiga HHIOMHIIIPO-
MaHaMKJIa SBJISIOTCS TperapaTaMu JiJIsl aHJAPOTCHHON
JIENPUBAIMOHHON Tepanmuyd paka TpencTaTeIbHON
skenesbl [6]. Panee Hamu Oblia 0OHApy)keHA MECTHO-
AHECTE3UPYIOIIas U aHTHAPUTMUYECKAsi aKTUBHOCTh
MOJOOHBIX aMHHOCIUPTOB, OoJiee BBICOKAas, 4YeM Yy
M3BECTHBIX TPEnapaToB — HOBOKaWHA, JIMJIOKAMHA U
MapkanHa [7]. Kpome 3Toro BBIABIEHO aHTHATPETAHT-
HOE JICWCTBHE MHJOJIBHOTO aMHUHOCIHPTA, COAEpIKa-
mero pparmMeHT THO(EHa, MPEBHIIIAOIICe aHAIOTHY-
HBIH 3 deKT mpemapaToB cpaBHEHUS — acUPUHA U
kionuaorpena [8].

PaznooOpa3Hast Onosoruveckasi akTHBHOCTb UHJIO-
JIOB, collepKallux B moyiokeHuu 1 ocrarok 1,2-amu-
HOCTIHPTA, JIeJaeT aKTyallbHbIM TIOUCK MPOCTBIX Me-
TOAOB UX CHUHTEC3a. B IIOCJICAHHUEC T'OAbl MHOI'OKOMIIO-
HEHTHBIE PEAKIH 9aCTO MCIIONB3YIOTCS /ISl CHHTE3a
OMOJIOTUYECKH AKTUBHBIX COCAMHCHUH, HAIlpUMep,
OmyOJIMKOBAH 0030p IO MCTIOIB30BAHUIO COCTMHEHUI
psiaa MHIONIA B MYJTBTHKOMIIOHEHTHBIX TIporieccax [9].
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Tabauna (npoodoaicenue)

CY3IAJIEB u nap.

HcxonHble BemecTsa IIponykT peakuuu
Ne omeira PactBopurens | Bpems, 4 XCH,Y HNRIR2 (bopmyra BB(I;(SI[,
()
10 byranon-1 4 ©:\>i o H 0 64
NH
ANUAU
o O
"
\\<\N
3u
11 Byranon-1 5 o 0 17
HN NH
H =
o O
N om
\\& N @
H
3k
12 Byranon-1 5 H CN 44
C)QC HN —
NZ SN CN
A\
N onm
wie
H
3a

4 BbIXo/Ibl MPUBEAEHBI B pacyeTe Ha NMepeKpUCTAIIN30BaHHbIE BENECTBA.

OCHOBHOE NPEUMYIIECTBO TAKOTO MOAXOJAa COCTOUT
B €r0 OJHOCTAIUITHOCTH — MCXOJIHBIE BEIIECTBA CMe-
IIMBAIOTCS B OTHOM KOJIOE, ¥ HY)KHBIA MTPOIYKT 00pa-
3yercs cpazy. OueBHIHO, YTO HE BCAKHE COEAMHEHUS
MOTYT OBITh TIOJYYEHBI TAKUM ITyTEM H3-32 BO3MOXK-
HOCTH MPOTEKAHUs EPEKPECTHBIX M MOOOYHBIX MPO-
LIECCOB.

Panee Hamm ObIT pa3paboran cuHTE3 1-(OKCH-
pan-2-unmetnn)- | H-ungon-3-kap6ansaeruga 1 — pe-
areHTa, COJIEPKaIlero JBa PEaKIIMOHHOCIIOCOOHBIX
3aMECTUTEIIS: aJbJICTHIHYIO TPYIITY ¥ OKCUPAaHOBBIN
nuka [10, 11]. OGe ¢GyHKIHOHAJIBHBIC T'PYIIBI MO-
TYT pearupoBarh OTIENBHO WM TOCIIEA0BATEIHHO.
C amMMHaMM peaklIMU TPOXOIAT NMPEUMYLIECTBEHHO
II0 OKCHPAHOBOMY KOJIBITYy C 0Opa30BaHHEM IPOU3BO-
nubIX 1,2-amunocnuptoB [10]. C MeTUIEHAKTUBHbI-

MU COeqUHEHMsIMU anbaeruy 1 pearupyer no xap6o-
HUJILHOW TpyIIie ¢ oOpa3oBaHUEM COCITWHEHUN THIIA
2 (cxema 1), Ipy 3TOM OKCHPAHOBBIM LUK OCTAeTCs
He3aTpoHYTHIM [12]. bpulo Takke H3yueHo Mocieno-
BaTeIbHOE B3anmMojeicTeue pearenta 1 ¢ 1,3-unman-
noHOM U amuHamu [11].

Lensto maHHON pabOTHI SBIAECTCS OTHOPEAKTOP-
HBII CUHTE3 KOMOWHUPOBAHHBIX CTPYKTYD, KOTOPBIS
SIBIISIFOTCS TIPOIYKTAMH PEAKIMU U 110 KapOOHUILHOU
TPyIIIIE, U IT0 OKCHPAHOBOMY KOJIBITy (cxema 1).

OnHOpeakTOpHbII BapuaHT B JAHHOM Cllydae SiB-
JISIETCS TTOXOISTITNAM, TTOCKOJIEKY U3BECTHO, UTO PeaK-
LUS C MCTUJICHAKTUBHBIMU COCAMHCHUSIMU MTOXOINT 32
BpeMs oT 5 MuH 110 1 4 ¢ 00pa3oBaHUEM COEIMHEHUI
tuna 2 [12], a OKCHPaHOBBIN ITUKI PacKphIBaCTCS 3a
4-8 4 [10]. Takum 0Opa3oM, yKa3aHHBIE PEaKIIUU MO-
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TYT MPOXOAMTH MOCIIE0BATENFHO U MPUBOIUTD K HKe-
JlaeMbIM TipojykTam 3. Ha npumepe B3aumoieicTBUS
ampaeruga 1 ¢ quMeTHiI0apOUTYpPOBON KHUCIOTOH H
nunepuauHoM MetooM SIMP 'H namu 6611 npoBesieH
MOHMTOPHUHT COCTaBa peakIIMOHHOW CMECH U HalIEHbI
ONTUMAJbHBIE YCIIOBHS TPOBENEHUS Ipolecca (CM.
Tabmuiy). Kak u mpeamonaraioch, I peakiiiy alb-
neruna, 6apOUTYpPOBOM KUCIIOTHI U TMTHUTICPUANHA TIPU
KHUISTYEHUH W30MPONIIIOBOM CHHPTE B TedeHne | 9
OBIT BBIACNICH MPOIYKT PEAKIINU TOJBKO 10 KapOo-
HUJLHOU TpyTIIe 2a, OMUCAHHBIA paHee B padbote [12].
[Ipu yBenu4eHnr BpeMEHH PEaKIuu A0 4 9 MoydeH
[IETICBOM TPOAYKT peaknuu 3a, COOTBETCTBYIOITHIA
B3aMMOJICHCTBUIO 00enX (DYHKIIMOHANBHBIX TPYIIIL.
1 momydeHust oCTanbHBIX IPOU3BOIHBIX 30—J1 Bpe-
Ms TIPOBEICHHUS IpoIiecca COCTaBiIsgeT oT 3 70 8 4 B
3aBUCUMOCTHU OT NPHUPOJbI aMHUHA. B kxauecTBe MeTH-
JICHAKTHBHBIX COCJJ;I/IHCHI/Iﬁ HUCIIOJIB30BAHbI TUMCTHII-
OapOuTypoOBasi KUCJIOTA, MHIOIWH-2-OH U JTUHATPUIT
MaJIOHOBOHW KHCJIOTHI. B KauecTBe peareHToB JUisl pac-
KPBITUA OKCHPAHOBOI'O KOJIbIIa ITPUMECHSIUM B OCHOB-
HOM BTOPHUYHBIC aJ'II/I(baTI/I‘IeCKI/Ie AMHHBI, KaK ITUKJIH-
YecKHe, TaK W HEIUKINYecKHe (CM. TabJHIly, OIl.
Ne 1-10). 1-AMuHOaTAMAHTAH JACT XYIIITHE BBIXOMBI
(17-44%, cm. Tabmuiy, om. Ne 11, 12). YMmepeHHsbie
BBIXOAbI MTPOAYKTOB O6T)$ICH$IIOTCH BO3MOXHBIMU IIC-
PEKPECTHBIMH PEaKLUsIMHK, OJHAKO BBIICICHUE Lielie-
BbIX BEHICCTB HE IIPCACTABIIACT TPYILHOCTeﬁ, IIOCKOJIb-
Ky OHHM XOpOIIIO KPpUCTAJUIM3YIOTCA IPU OXJIAXKICHUN
pEaKLUHOHHON CMECH.

CrpoeHue Bcex NPOAYKTOB peakliy T0Ka3aHO Me-
TozioM criekTpockoruu SIMP 'H. B criekTpax mposyk-
TOB PEAKLUK IPUCYTCTBYIOT CUTHAJBI, XapAKTEPHbIE
JU1s1 parMeHToB UCXOJHOTO COeANHEHHS 1, aMUHOB U
METUJICHAKTUBHBIX COCIMHEHUN, IIPUCOEIUHSAIOIINX-
Cs1 K UCXOTHOMY aJIbJIETHLY.

Takum o0pa3oM, pa3paboTaH OIHOPEAKTOPHBIH
cuHTe3 1,2-aMMHOCIHMPTOB psiia 3-BUHUIMHAONA,
comepxamux ¢parMeHTsl 1,3-0apOuTypoBO#l KHCIIO-
TBI, OKCHHJIOJIA M MAJIOHOIMHUTpUIIA. B manpHeimem
OyIyT MPOBEICHBI OMOJOTMYECKHIE MCTIBITAaHHS MOy~
YEHHBIX COCIMHEHUMN.

OKCIIEPUMEHTAJIBHA S YACTb

AMUHBI, THJIOTUH-2-0H ¥ MAJIOHOAWHUTPHI (UP-
MBI Alfa-Aesar ucronp30BaHbl 03 MPeIBAPUTEIHHON
ouncTku. Mcxomupii 1-(okcupaHn-2-unmeTn)- 1 H-uH-
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non-3-kapOanpaeru 1 CHHTE3UpOBaH MO M3BECTHOU
metoauke [11].

Cnektpsl SIMP 'H cHatel Ha cmekTpomerpe
Bruker DPX-250. DmeMeHTHBIH aHaIHW3 TPOBEIACH
Ha CHNS-ananmsarope Elementar Vario Micro cube.
Temneparypsl IUIaBICHHUSI OIPEICICHbI B OTKpbI-
TOM Kamwiisipe Ha ammapare Xummadmpubop [ITII.
YuCTOTY COEAMHEHMH KOHTPOJIUPOBAIM METOAOM
TCX na mnactukax Silufol UV-254 B xmopodopme.
Cnextpsl SIMP caumanu B Y4eOHO-Hay4qHOMH 1abopa-
TOPHUH PE30HAHCHOH CHEKTPOCKOITUH KadeIpbl XUMUH
NPUPOIHBIX M BBICOKOMOJICKYJSIPHBIX COCAMHEHHUN
HOxHoro henepanbHOTO yHUBEPCUTETA.

O0mas MmeToauMKa CHMHTe3a coelMHeHHH 3a—u.
Cmech 0.002 momp ampaerumga 1, 0.004 mons amuHa,
0.002 M0ib METHUJIEHAKTUBHOI'O COEIUHEHUS U 3 MII
pacTBOpUTENST KUMATUIM B TeueHue -8 4. Bpewms
MIPOBEACHUS PEaKIINH, PACTBOPUTEND M BBIXOJ yKa3a-
HBI B Ta0mure. [locne oxnaxkaeHust cMecn 00pa3yroT-
Csl KPUCTAJLIBI KEITOr0 UM OPAaHKEBOTO I[BETA, KOTO-
pbie OT(OUIBTPOBBIBAIIN U IEPEKPHUCTATIIN30BHIBAIIH.

5-{[1-(2-T'mapokcu-3-nunepuauH-1-uanpo-
nui)-1H-ungon-3-ua|meruien}-1,3-tumeTHJ-
nupumuan-2,4,6(1H,3H,5H)-trpuon (3a). T. m.
197-200°C (tomyon). Cnekrp SIMP 'H (CDCly), 6,
M. 1. 1.34-1.62 m [6H, (CH,);], 2.23-2.47 M [4H,
N(CH,),], 2.47-2.68 m (2H, NCH,), 3.41 ¢ (6H,
NCH,), 4.054.21 m (1H, CH), 4.21-4.37 m (2H,
Ni,iCH,), 7.30-7.41 m (2H, 5-H + 6-H,,y), 7.43-7.57
M (1H, 7-Hy,y), 7.92-8.02 m (1H, 4-Hy,y), 8.99 ¢ (1H,
2-Hy,g), 9.61 ¢ (1H, CH=). Haiineno, %: C 65.14; H
6.74; N 13.01. Cy3H,¢N,O,. Beruncneno, %: C 65.08;
H 6.65; N 13.20.

2-{[1-(2-T'mapoxcu-3-Mmop¢oIMHONPONNII ) UH-
Ja0J-3-uia|merusen} uHA0AuH-3-0H (30). T. . 197—
200°C (aueronutpun). Crnextp AMP 'H (CDCly),
8, M. 1.0 2.36-2.54 M [4H, Ny;o,n(CH,),], 2.62-2.80
M (2H, NyomnCH,), 3.58-3.86 m [4H, O(CH,),],
4.09—4.44 m (3H, N,4CH, + CH), 6.84-7.89 m (9H,
Hy, + NipgH), 7.92 ¢ (1H, 2-H;,4), 9.43 ¢ (1H, CH=).
Haiineno, %: C 71.14; H 6.44; N 10.21. C,4,H,5sN;05.
Brrancaeno, %: C 71.44; H 6.25; N 10.41.

2-{[1-[3-(AunponujaMHHO)-2-TUAPOKCHU-
nponui|-3-uia|Merunen}unaoaud-3-ox1 (3s). T. .
190-193°C (aneronutpui). Cnexrp IMP 'H (CDCly),
S, m. 1.: 0.82 T [6H, (CH3),, J = 7.3 '], 1.30-1.56 m
[4H, (CH,),], 2.27-2.63 m [6H, N(CH,);], 4.01-4.19
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M (1H, CH), 4.194.37 m (2H, Ny,4CH,), 6.85-7.91
M (9H, Hu, + NpgH), 7.95 ¢ (1H, 2-Hy,y), 9.45 ¢
(1H, CH=). Haiineno, %: C 74.64; H 7.54; N 10.21.
Cy6H31N;0,. Beranciieno, %: C 74.79; H 7.48; N
10.06.

2-{[1-[2-T'uapokcu-3-(nunepuanH-1-ua)mpo-
1J1|MHI0J1-3-1J1|MeTHIIeH } MHI0TUH-3-0H 3r).
T. mn. 179-182°C (aueronurpun). Cnektp AMP 'H
(CDCly), 6, M. n.: 1.29-1.68 M [6H, (CH,)], 2.17—
2.46 M [4H, N(CH,),], 4.07-4.22 m (1H, CH), 4.22—
4.40 m (2H, Ny,,4CH,), 6.84-7.90 M (9H, H,,+ N;,qH),
7.94 ¢ (1H, 2-H;,,4), 9.46 ¢ (1H, CH=). Haiineno, %: C
74.63; H 6.50; N 10.21. C,5H,7N;0,. Beruncneno, %:
C74.79; H 6.78; N 10.47.

2-{[[1-[3-(A3enman-1-1J1)-2-THAPOKCHIIPOMUJI |
WHAO0J-3-WJI|MeTUIeH } uHA0auH-3-00 (31). T. 1.
193-195°C (tonyon). Cnekrp SIMP 'H (CDCly), 6,
M. 1.: 1.37-1.82 m [8H, (CH,),], 2.25-2.81 m [7H,
(CH,); + OH], 4.97-4.16 m (1H, CH), 4.16-4.36 M
(2H, Ny,4CH,), 6.84-7.91 m (9H, H,, + N;,4H), 7.94
c (IH, 2-H;,y), 9.46 ¢ (1H, CH=). Haiineno, %: C
75.23; H 6.81; N 10.32. C,4H,9N;0,. Berancneno, %:
C75.15;H7.03; N 10.11.

2-{[1-[3-(AubeH3UIaMUHO)-2-TUAPOKCHU-
NPONMJI | MHI0J-3-Wi|MeTUIeH } MHI0AuH-3-0H (3e).
T. 1. 185-187°C (tonyon). Ciekrp SIMP 'H (CDCl,),
O, M. 1.: 2.46-2.62 m (2H, NCH,), 3.43 nu 3.75 n (2H,
CH,Ph, J = 13.5 T'm), 4.01-4.23 m (3H, N;,(CH, +
CH), 6.83-7.87 m (19H, H,, + Nj,qH), 7.91 ¢ (1H,
2-H,9), 9.38 ¢ (1H, CH=). Haiineno, %: C 79.43; H
6.01; N 8.32. C34H;3N30,. Beruncaeno, %: C 79.51;
H 6.08; N 8.18.

2-{[1-(2-T'uapokcu-3-nuppoauaun-1-nanpo-
MUJI)HH/I0JI-3-WJ1|MeTHJIeH } MH/10JIMH-3-0H (3x).
T. 1. 219-221°C (Tomyon). Cniekrp AMP 'H (CDCl5),
o, M. 1.: 2.82-2.06 m [4H, (CH,),], 2.39-2.81 M [6H,
(CH,);], 4.09-4.25 m (1H, CH), 4.25-4.38 m (2H,
NidCH,), 6.84-7.90 m (9H, Hy, + N;,qH), 7.93 ¢ (1H,
2-Hyq), 9.43 ¢ (1H, CH=). Haiineno, %: C 74.33; H
6.32; N 10.91. C3,H3;N;0,. Beruucneno, %: C 74.39;
H 6.50; N 10.84.

2-({1-[3-(Au3THIAMHUHO)-2-TUAPOKCUIIPOIIHJI |-
HHAO0JI-3-HJI}MeTWIeH)UHA0uH-3-00 (33). T. 1.
160-165°C (tomyomn). Cnekrp SIMP 'H (CDCl,), 3,
M. 1.: 0.97 T [6H, (CH3),, J = 7.1 T'u], 2.25-2.72 m
[7H, (CH,); + OH], 3.93-4.15 m (1H, CH), 4.15-4.34
M (2H, N;,4CH,), 6.83-7.90 m (9H, H,,+ Ny, 4H), 7.94

¢ (1H, 2-Hy,y), 9.46 ¢ (1H, CH=). Haiineno, %: C
74.24; H 6.82; N 10.66. C,4,H,7N30,. Beruncneno, %:
C 74.01; H 6.99; N 10.79.

2-({1-[3-(Aun30neHTUIAMMHO)-2-THAPOKCH-
MPONWJI | MHA0JI-3- 11} MeTUIeH) UH10JIuH-3-0H (31).
T. 1. 200-205°C (tomyon). Criextp SIMP 'H (CDCI,),
S, M. 1.: 0.83 n (6H, CH;,J=6.8 '), 0.87 1 (6H, CHj,
J =64 TI'nm), 1.59-1.82 m [6H, N(CH,);], 1.97-2.26
M [4H, (CH,),], 2.26-2.55 m [2H, (CH),], 3.73 ym1. ¢
(1H, OH), 3.92-4.15 m (1H, CH), 4.15-4.32 m (2H,
NigCH,), 6.84—7.92 m (9H, H,, + Ny,4H), 7.96 ¢ (1H,
2-Hy,q), 9.46 ¢ (1H, CH=). Haiineno, %: C 76.23; H
8.42; N 8.63. C30H39N;0,. Beruncneno, %: C 76.07;
H 8.30; N 8.87.

Oo0mmasi MeToaMKa CHHTe3a coeluHeHHH 3K, JI.
K 0.046 r (0.001 moinp) rumpuma HATPUST IPUOABIIS-
mu 3 M OyrtaH-1-o7a, mocie BBIAENEHHUS BOAOPOAA
nob6asmsn 0.302 1 (0.002 momp) xmopuma 1-ama-
MaHnTuiamonus. Cmech BelnepkuBanu 10 MuH, 3a-
tem moOaBisiu 0.402 r (0.002 monb) anpaeruna 1,
(0.002 Monb) METUICHAKTUBHOTO COCTUHEHUS U 3 MII
Oytan-1-ona. [TolydeHHYIO CMeCh KHITATHIIM B Teue-
Hre 5 4. Ocamok OThUIBTPOBRIBAIA HIICPEKPUCTAII-
JTU30BBIBAJIM. Bpems mpoBeneHus peakiud, pacTBO-
PUTEIH ¥ BBIXO/IBI YKa3aHbI B TAONHIIE.

2-({1-[3-(1-AxaMaHTHJIAMMHO)-2-THAPOKCH-
MPONWJI | MHA0JI-3- 11} MeTUJIeH) UH1011-3-0H (3K).
T. 1. 233-235°C (uurpomeran). Crnektp SIMP 'H
(mupuann-ds), 8, M. a.: 1.42-1.56 m [6H, (CH,)s],
1.67-1.79 M [6H, (CH,);], 1.84-1.94 m [3H, (CH);],
2.91-3.14 m (2H, NCH,), 4.42-4.75 m (3H, N}, CH, +
CH), 7.05-8.18 m (8H, Hy,), 8.31 ¢ (1H, 2-H), 10.16 ¢
(1H, CH=), 11.73 ym. ¢ (1H, N,4H). Haiineno, %: C
76.87; H 7.31; N 8.63. C;,H;3N;0,. Boranucneno, %:
C77.06; H7.11; N 8.99.

2-({1-[3-(1-AxaMaHTHJIAMHMHO)-2-THAPOKCH-
NPOIMJI | MHI0JI-3-1J1}MeTHJIEH)IPONIAHAMHUTPUJI
3a). T. mn. 233-235°C (6yran-1-om). Cnextp SIMP
'H (mupumun-ds), 8, m. 1.: 1.83-1.93 M [6H, (CH,),],
1.93-2.07 m [6H, (CH,);], 2.18-2.43 M [3H, (CH);],
3.11-3.40 m (2H, CH,), 4.60-4.75 m (1H, CH), 4.75-
5.08 m (2H, N;,4CH,), 7.64-7.80 m (2H, 5-H + 6-H),
8.03-8.19 m (1H, 7-H), 8.25-8.37 m (1H, 4-H), 8.80 ¢
(1H, 2-H), 9.20 ¢ (1H, CH=). Haiineno, %: C 74.75; H
7.21; N 13.73. C,5H,4N,O. Beruucneno, %: C 74.97,
H 7.05; N 13.99.
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Three Component Reaction
of 1-(Oxyran-2-ylmethyl)-1H-indole-3-carbaldehyde
with CH-Acids, and Amines
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The one-pot synthesis of 3-vinyl substituted indoles containing 1,2-amino alcohol fragment at the nitrogen atom
was performed by the reactions of 1-(oxiran-2-ylmethyl)-1H-indole-3-carbaldehyde with methylene-active

compounds and amines.

Keywords: indole, 1,2-aminoalcohol, amines, 1,3-dimethylbarbituric acid, indolin-2-one, malonic acid dinitrile
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