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EdekTuBunii npenapaTuBHUil MeTO/] CUHTE3Y i30(pJ1aBOHIB
3 aMigHOI0 PYHKITIEIO

Iocaidorceno peawuiding 3damwicmsy  amidie  2-zidpoxcudesokcubensoin-2' -xapbonosur Ku-
caom. Pospobaeno spywnut memod ompumarns i30aa80ni6 3  KaPOOKCAMION00  PYHK-
i€,  BUKOPUCTOBYIOWY  83aem00i0  2-[2-(mopdonin-4-iakapborin)dperial-1-(2-2idpoxcude-
nin)emanonie 3 DMFDMA. Auemuatosanna 2-[2-(mopdonrin-4-iakapbonia)peninf-1-(2-2idpo-
KCuenin)emanonis 6 0CHOBHOMY CePedosuULi NPOTOOUMND 13 3AMUKAGHHAM I30KYMAPUHOBOT CUC-
memu.

Karwwosi caosa: 2-|2-(mopdomnin-4-inkap6onin)denin]-1-(2-rinpokendenin)eranonu, mume-
tusdopMaMiz muMeTHaaneTaTo, 3-[2-(Mopdomnin-4-inkap6onii)denin|-4H-xpomen-4-oHn.

Poseurok ximil i30d1aBoHOIIIB 00YMOBIEHNT HACAMIIEPE MIUPOKUM CIHEKTPOM HIOJIOTiIHOT aK-
TUBHOCTI, BJIACTUBUM JIAHOMY KJIACy CIOJIYK IIPUPOIHOIO IOXOJKEHHs. Tomy po3pobka Ta Mo-
nudikallist METOMIB 00y I0BH HEeH30I1ipaH-4-0HOBOI CHCTEMH 3 PI3HOMAHITHUME BapialisiMu yH-
KijoHasizail 3agxkau € akryasbHumu [1]. Ile nos’sizane 3 TuM, 0 3aCTOCYBaHHSI KJIACHIHUX
METOJIUK |2| [71st CHHTE3y PEYOBUH 3 IEBHUME 3aMICHUKAMU Ma€ 3HAYHI OOMEIKEeHHs, HAIIPUKJIA,
BAXKKOJIOCTYITHUMU € 130(hIaBOHE 3 KapOOKCUILHOIO, aMiHO- f amigHoo rpymamu. [lo-mepie, 1e
BUKJIMKAHO TPYIHOIIAME CHHTE3Y JI€30KCUDEH30THIB 3 BKA3aHUMU AKTUBHUMHY (DYHKIIOHAJbHUMHE
rpynamu, mo-Apyre, 3 HEMOXK/IUBICTIO IUKJI3allil TaKUX Te30KCUOCH30IHIB Y KJIACUIHUX yMOBaX.

HaMui BCTAHOBJICHO, IO aMign 2'-71e30KCHOEH30THKAPOOHOBIX KHCJIOT [3, 4], 3 o-rinpokcnib-
Hoto rpynoio (R = 2-OH) e edexkruBHUMU Ta 3pyIHUME peareHTaMu Jijist 00y 108U 130(hIaBOHO-
BOI cucTeMu 3 KapOOKCAMITHUM 3aJIUIITKOM:
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2-[2-(Mopdonin-4-inkapbouin)deni]-1-(2-rinpokcudenin)eranonu 3, 4 — noxiani BiaKpuTol
opmu i30KyMapuHOBOI cucTeMu — Oy OTPUMaHi KU ITIHHSIM BiIOBIHUX 3-(2-rigpokcude-
His)i3oKyMapuHiB 1, 2 y 0’9Tupa3oBOMY HaJJIUIIKY BTOPHHHOIO aMiHy:

(0]

—Me

1: R=5-M
2: R OH

5-Me 3: R=
=4-0OH 4: R=
Buma mono miHIiHNX aHAIOrIB, AKTUBHICTD IUK/IIYHIX BTOPUHHUX aMiHIB Ta JOCTATHBO BU-
COKa TOYKA KUIIHHs (1[0 J03BOJIsIE YHUKHYTH HPOBEJCHHSI PEaKIll 3a yMOB BHCOKOIO THCKY)
poburaTh MOpOJIiH OXHUM i3 HaflKpalux BapianTiB fjs dikcaril BigkpuToi dpopmu i30KyMapu-
HY yV BHIVIAIL aMiiB 2'-1e30KCHOeH30THKAPOOHOBUX KHCJIOT.
lereponukmizamis cronyk 3, 4 y Oen3omnipaH-4-0HOBY CHUCTEMY BiOyBa€TbCdA 3a yUACTIO
AKTUBHOI MeTHJIEHOBOI JiaHKK Ta rpynu 2-OH min giero muMerusameraio AUMeTHIMOPMAMIILY
(DMFDMA) 3 yrBopenusim i3odiaBosis 5, 6:

0]

[MikaBo, 1m0 3a IUX yMOB Bi/I0YyBa€ThCsI METUIIOBAHHS BIJILHOI, HE3QIISTHOI B MeTEPOIUKTi3aIil
4-OH-rpymnu (cmosryka 4). MeTmioBaHHs TiIPOKCHIBHOI TPYIH, CKOPIIe 3a BCe, IMPOXOUTH 32
paxyHOK cubHOI ocHoBE MeQ ™, sika yTBOPIOETBCS i1 Situ y MPOTIECi Peakilil, Mo y3roKyeThCs
3 JiTepaTypHUMHU JaHUME [5].

Hamaranust orpumar xpomonu 5, 6 jieto Ha crioiyku 3, 4 xjopanriapuiis (abo aHrigpuis)
KapOOHOBUX KHCJIOT B OCHOBHOMY CEPEJIOBUIINI HPU3BOJIUTH JI0 PYHHYBaHHS aMiJIHOTO 3B’S3KY,
IO CYIIPOBOJIZKYETLCA 3aMUKAHHSIM BHUXITHOI iI30KyMAapUHOBOI CUCTEMU, Ta AIMIIOBAHHAM TI'iIpo-
KCUJIBHOI TPYIIH, 5K IIe MTOKA3aHO HIKYE Ha MPUKJII PEIOBUHH 3:

(0]

N/\ )
L
—_—

Omxke, npoBecTn MUKIi3aIio 2-|2-(Mopdostin-4-kapbonin)denis|-1-(2-rigpokcudenin)erano-
HiB 3, 4 MoxkJmBo Junte jgielo DMFDMA.
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Bynosy anerary 7 miarBepzKeHO 3yCTPIUHUM CHHTE30M (ALETHIIOBAHHIM 130KyMapuHy 1).

Takum auHOM, HAMEU BCTAHOBJIEHO, IO PEIUKJII3AINs 130KyMapUHIB Ue€pe3 yTBOPEHHS aMisiB
2-TiIpoKCcHIe30KCHOen30iH-2' -KapOoHOBUX KHCIOT Ta iX HacTylHa B3aemosis 3 DMFDMA e ede-
KTUBHUM IIPENapaTUBHAM METOJOM CHHTE3y paHille BaykKKOAOCTYIHHUX 130(DJIaBOHIB 3 aMiZHOIO
dyHKITIETO.

EkcniepumMmenTasibaa dacTruHa. KOHTPOJIb 3a IMPOXOIKEHHSIM PEaKIlil Ta YUCTOTOI0 OTPU-
MaHUX TPOAYKTiB 3iiicmosascss Merogom THIX. Crexrpn 'H SIMP sanucysann ma mpuiasi
“Varian Mercury 4007, [Y-criektpu — #a cuekrpomerpi PerKin Elmer BX II. Jlani esiemenTHOrO
aHaJIi3y, M0 OTPUMAaHi 3a gorromMororo npuiaaay “Vario Micro Cube”, BifAmoBimaroTs po3paxoBanuM.

Merosuka cunresy Ta disudni xapakrepuctuku crioyku 1 3-(2-rigpokcu-5-meruiidenin)-1H-
izoxpomen-1-on (1) naseneno B [6], a cnomykn 3-(2,4-urigpoxcudenin)-1H-i3oxpomen-1-ou (2)
y [71.

BaranpHa MeTOaMKa oTpuMaHHs 2-[2-(Mopdostin-4-inkap6onin)denisn|-1-(2-rigpo-
kcudenin)eranouis (3, 4). 0,02 Mosb 3-(2-rigpokciapui)-H-i3oxpomen-1-ony (1, 2) xnm's-
tusm y 8,7 mut Mopdoutiny (0,1 mMosb, 5 exB) Bupomosxk 4 roj. Peaxiiiiny cymimn posbasiisiim
I’ ITUPA30BUM HAJ[JTHIIIKOM XOJIOJIHOTO i30mpornanoy (s cnoayku 3), abo BuimBagn y 150 M
BOJIU Ta HEBEJMKUMU Hopiismu gogasaiun 10% posuun cossinol kucsioru 1o pH 4-5 (st amiy
4). BindinsrpoByBaau oca Ta kpucraiidysasau i3 70% BomHOro eraHosy.

2-[2- (Mopgonin-4-inkapborin)perinf-1-(2-2idpoxcu-5-memuagdenin)emaron (3).

Buxin 68% T. mia. 124-125 °C.

Crekrp 'H IMP (DMSO-dg), 6 a. . (J, T'n): 10,13 (1H, ymr. ¢, HO-2), 7,74 (1H, yur. ¢, H-6),
7,70 (1H, ym. x, J = 8,0, H-4), 7,37-7,24 (3H, m, H-3' 4')5), 7,19 (1H, n, J = 7,6, H-6), 6,85
(1H, n, J = 8,0, H-3), 4,46 (1H, ym. ¢, CHg), 4,15 (1H, ym. ¢, CHy), 3,62 (2H, ymur. ¢, morph),
3,50 (2H, ymr. ¢, morph), 3,38 (2H, yuu. ¢, morph), 3,25 (2H, yur. ¢, morph), 2,21 (3H, ¢, 5-CHs).

2-[2- (Mopgonin-4-inkapbonin)penial-1-(2,4-0duzidporcugpenin)emarnon (4). Buxin
66%. T. ma. 182 °C.

Crexrp IMP 'H (DMSO-dg), § . a. (J, Tm): 12,38 (1H, ym. ¢, 2-OH), 12,38 (1H, ym. c,
4-OH), 7,82 (1H, n, J = 8,8, H-6), 7,40-7,30 (3H, m, H-3',4',5), 7,23 (1H, n, J = 7,2, H-6'),
6,38 (1H, ym. n, J = 8,8, H-5), 6,24 (1H, ym. ¢, H-3), 4,36 (2H, ym. ¢, CHsg), 3,50 (6H, yur.
¢, morph), 3,25 (2H, ym. ¢, morph).

BaranpHa MerTonukKa oTpuMaHHs 3-[2-(Mopdonin-4-inkapbonin)denin]-4H-xpo-
MeH-4-oHiB (5, 6). 0,01 Moub cronyku 3 a6o 4 kun’sitrwym y 4 v DMFDMA (0,03 mosin)
3 rox. Pekmiitny cymim ymaproBaiun y Bakyymi. 3ajuiiok kpucraaisysaian 3 EtOH, ocan sin-
bibTPOBYBAJIH.

6- Memuan-3-[2- (mopponin-4-inkapbonin)peninf-4H-rpomen-4-on (5).

Buxiz 83%. T. mr. 166-167 °C. Cuexrp AMP 'H (DMSO-dg), 6 m. . (J, I'n): 8,24 (1H, c,
H-2), 7,79 (1H, yu. ¢, H-5), 7,62 (1H, ym. 1, J = 8,0, H-7), 7,55-7,44 (3H, m, H-8,4,5'), 7,41 (1H,
n, J =72,H-3"),7,36 (1H, n, J = 7,6, H-6"), 3,60-3,35 (8H, ym. m, morph), 2,25 (3H, ¢, 6-CH3).

7-Memoxcu-3-[2- (mopponin-4-inkapbonin) peninf-4H-rpomen-4-on (6).

Buxiz 89%. T. mr. 157-158 °C. Cuexrp 'H AMP (DMSO-dg), 6 m. . (J, T'n): 8,14 (1H, c,
H-2), 8,01 (1H, x, J = 8,4, H-5), 7,50-7,40 (2H, M, H-4')5), 7,38 (1H, n, J = 7,2, H-3'), 7,32
(1H, n, J = 7,6, H-6"), 7,06 (1H, ym. ¢, H-8), 7,02 (1H, ym. 1, J = 8,4, H-6), 3,92 (3H, c,
7-OCHs), 3.60-3.30 (8H, ymr. M, morph).

4-Memua-2- (1-oxco-1H-i3oxpomen-3-in) penicauemam (7).

Meropg I. 0,68 r criosyku 3 (2 Mmmosb) Ku’situin y 4 eks orrrooro anrigpuay (0,75 M) Ta
rpuermiaminy (1,1 M) Bupogosxk 4 roj. Peakuiiiny cymim suiusasu na iz (50 r), sanmmasm
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JUIsl KpUcTaisalil, oca, BiadlIbTpoByBaIn, IIPOMUBAJIM BOJIOIO, TiepeKpucTaaizosysamu i3 70%
BOJTHOT'O €TaHOJIY.

Buxin 83%.

Mertoz II. 0,50 r isokymapuny 1 (2 MMOJIb) HAIDPIBAIOTH JI0 yTBOPEHHSI OJHOPIIHOI cyMiri
y 2 ekB omrosoro aurigpuay (0,38 mur) Ta rpuerniaminy (0,55 mMut) y 5 MU JOKCAHY; 3a/IHIIAINA
Ha HiY. Buainennsa ta ouncrka aHasgoriggi meroxy 1. Buxin 86%. T. mi. 95 °C.

Crexrp 'H IMP (DMSO-dg), § m. 1. (J, T'm): 8,17 (1H, 1, J = 7,6, H-8), 7,79 (1H, 7, J = 7,6,
H-6), 7,67 (1H, n, J = 7,6, H-5), 7,61-7,54 (2H, M, H-4,7), 7,29 (1H, 1, J = 7,6, H-3'), 7,10-7,04
(2H, m, H-4',6), 2,43 (3H, ¢, 5'-CH3), 2,30 (3H, c, 2'-OCOCH3).

TakuM YHHOM, JOCII/KCHHAME PEaKIiiHOI 3J]aTHOCTI aMiiB 2-IiIpoKcnie30Kcn6en30iH-2 -
KapOOHOBUX KUCJIOT JIOBEJIEHO, 10 3aBJSKN HASIBHOCTI aKTUBHOI METHJIEHOBOI JIAHKY I1i CIIOJIYKH
€ 3PYYHMMU peareHTaMu JJis MMPOBeJeHHs peaklIliii reTeporukJizarii. Hammu mokazamo, mo ix
komuencarist 3 DMFDMA BinbyBaeThest B M SIKUX yMOBaX 3 BUCOKUMHU BUXOTAMH 1 € e(DeKTHBHIM
METOJIOM OTPHUMAaHHsI 130()JIABOHIB 3 KapOOKCaMiIHOIO (DYHKIIIEIO.
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EddekTuBHbIii TperapaTuBHbIA MeTO/ CUHTEe3a M30(pJIaBOHOB
Cc aMuaHON (yHKIueii

Kuescknit nanmonaibubiit yausepcureT uM. Tapaca [TleBaenko

Hcenedosana pearyuonnan cnocobrocmov amudos 2-zudpokcudesorcubensoun-2 -xapbonosvis Ku-
caom. Paspaboman ydobnwili memod noayienus udoPaasonos ¢ Kapbokcamudnot 2pynnoti, ucnosv-
3ysa  eaaumodeticmeue  2-[2-(mopporun-4-uakapborus)peruaf-1-(2-2udpokcuderun)omaronos ¢
DMFDMA. Auemuauposarue 2-[2-(moppoarun-4-uskapborua)perual-1-(2-2udporcuperua)omario-
HO8 6 0CHOBHOT cpede NPOTOUM ¢ UUKAUZGUUET 8 USOKYMADUHOBYIO CUCTEMY.

Karuesvie caosa: 2-(2-(mopdommn-4-unkapbornn)benmn)-1-(2-runpokcndeHns ) 3TaHOHBI, JTh-
MetusipopMamMu JuMeruialerass, 3-[2-(mopdonns-4-unkapoonui ) berni|-4H-xpomen-4-oHbI.

V.S. Moskvina, O.V. Shablykina, V. V. Ishchenko,
Corresponding Member of the NAS of Ukraine V. P. Khilya

Efficient preparative synthesis of isoflavones with the amide function
Taras Shevchenko National University of Kiev

The reactivity of amides of 2-hydroxydezozybenzoine-2 -carboxylic acids is investigated. A conveni-
ent method to obtain isoflavones with a carboramide group is developed, using the interaction
2-[2-(morpholin-4-ylcarbonyl)phenyl[-1- (2-hydrozyphenyl)ethanones with DMFDMA. Acetylation of
2-[2- (morpholin-4-ylcarbonyl)phenyl[-1- (2-hydrozyphenyl)ethanones in basic solutions passes to the
cyclization to form an isocoumarin system.

Keywords: 2-(2-(morpholin-4-ylcarbonyl)phenyl)-1-(2-hydroxyphenyl)ethanones, N, N-dimethyl-
formamide dimethylacetal, 3-[2-(morpholin-4-ylcarbonyl)phenyl]-4H-chromen-4-ones.
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