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SAMIIIEHI AMIHOXAJIKOHM SIK BUXIJHI CITOJIYKH JJIs1
OTPUMAHHSA HOBUX INTOXIJHUX 1,4-BEH30IA3EIITHIB

CunresoBaHo HM3KY 3amimieHux E-1-(5-R —2-aminogenin)-3-(4-R,-penimnpon-2-cu-1-
oHiB. [loka3aHo, 110 BUKOPUCTaHA METOIMKA CHHTE3Y 3a0e3Medye BUCOKI BUXOIU OUiKyBaHUX
NPOAYKTiB. By/10By CHHTE30BaHMX CIONYK miaTBeppKeHo Metogamu 'H SIMP criekrpockorii Ta
Mac-CIIEKTPOMETPIi, a JJIsI CIIONYKU 9 TaKoyK METOJIOM PEHTTEHOCTPYKTYpHOTO aHani3zy — PCA.

KurouoBi ciioBa: anieToQeHOH, OCH3aIBICTI], XaJIKOH, KOHICHCAIIis, Aia3eriH.

3a BH3HAUYCHHSM XaJIKOHH — II€ CIIOYKH KJ1acy (pJIaBOHOINIB 3 HE3aMKHYTHUM MipaHO-
BHM KiJIbIIeM. BIBIIICTh MPEICTABHUKIB Ii€T TPYITH CIIOJIYK 3yCTPIYarOThCs B POCIMHAX
y BUDIAII DIIKO3HUIIB, YaCTO BXOAATH JO0 CKJIAay XPOMO(OPHUX KOMILIEKCIB, IO 00Y-
MOBITIOIOTH 3a0apBIICHHS KBITOK, Hanpukia, OyTeid [1]. Jlo TenepilHboro yacy BigoMo
Oinbire 20 pi3HUX arTiKOHIB XaJIKOHOBOI Mpupoau. HalOimbin BiomMi XaakoHH — OyTe-
1H, HAPUHTCHIH 1 130JTIKBIPITIreHIH. B 1HIUBIAyaIbHOMY BHIVISII BOHH € KPUCTAIIYHU-
MU PEYOBHHAMU >KOBTOTO, IOMAapPaHYCBOTO YK MOMapaHYCBO-4YEPBOHOTO 3a0apBICHHS.
3aBISIKM HEHACHUCHOMY 3B’SI3KY B O-IIOJIOKEHHI 1O KapOOHITBHOI IPYITH XaJIKOHH JIO-
CHUTB PEaKIiHHO3IaTHI CIIOTYKH, SIKi MOKYTb BCTYIIATH B Peakilii, 30KpeMa, JUMepHU3aIlii,
DIMKO3WJIIOBAHHS Ta BiIHOBICHHS. [Ipy KU’ ATIHHI 3 KACIIOTaMH BOHH JIETKO 130MEpH-
3yIOTBCSL B (DIIAaBOHOHH, JAfOTh 0ararto SIKICHHX PEaKiliid, XapaKTepHHUX s (pIaBoHOI-
IiB (3 ITyramMu, aMiakoM, COJSIMU METAJIiB Ta iH.), IPOTE HE NAafOTh LiaHIIIHOBY IPOOY.
XaJIKOHY € TOTePEeIHUKAMH IJIsl CHHTE3y HU3KHU 010JI0T1YHO aKTUBHHX CIONYK.

XaJIKOHU TaKOX MalOTh aHTUOAKTEPiaTbHY aKTUBHICTS [2], iHT10yI0Th Ipoidepartito
JesIKUX KITITHH 1 3a1100irafoTh METacTa3yBaHHIO KapIUHOMH ITiJILTYHKOBOI 3a1103H [3].
BoHu MOXyTb 3aCTOCOBYBaTHUCh B SIKOCTI MUMETHKIB iHCyniHy B 3T3-L1 aaunouunrax,
JUIA JIIKyBaHHA IIyKpOBOTO Aiadety [4], MatoTh nakok MpOTHU3aNaibHy 1 aHTHOKCUAAHTHY
Iito [5], BOJOAIIOTH IenaTonpoTeKTOPHOIO Ji€to [6].

XaJKOHM BHMKOPUCTOBYIOTH B SIKOCTI 1HTepMeIiaTiB Ui CUHTe3Yy 2,3-Turigpo-2-
¢benin-4(1H)-xinononis (DHPQ), siki IposIBIAIOT aHTUMITOTUYHY (TaJIbMyBaHHS IIPO-
LeCy CKJIaJHOrO KJIITHHHOTO MOJLTY) 1 HPOTUITYXJIMHHY [0, a TAKOXK IMyHOCYTIPECCHB-
Hy nito [1, 7]. JocnimpKyeTbess TaKOXK 3aCTOCYBaHHS XaJKOHIB B ONTHULI, €IEKTPOHIL Ta
enekrpoximii [8—10].

VY 3B’s3Ky 3 HaBEACHUM BHIIE IPEICTABISIE ICBHUN IHTEPEC CHHTE3 HU3KU XaJKO-
HiB 3 aMiHOIPYIIOIO B 0pmo-NOI0XKEHHI 110 KapOoHiny, a came £-1-(SR —2-aminodenin)-
3-(4-R,-enin)npon-2-eH-1-0HiB 3 METOK NOAAIBINOrO JOCTIIKEHHS iX pi3HOMa-
HITHOi 010JI0T1YHOT aKTHBHOCTI Ta JOCIIKEHHS MOXKJIMBOCTI CHHTE3y Ha 1X OCHOBI
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1,4-0eH30/11a3¢emiH-2-0HiB, Yepe3 Te, 10 BOHU, SIK 1 2-aMiHOOESH30()CHOHH, MAIOTh TIOJTi-
OHe po3TalnlyBaHHsS aKTUBHUX (DYHKIIIOHAILHUX TPYIL.

MeToau cuHTe3y XaJKOHIB

IcHy€e Benmmka KiJbKICTh METOJIB CHHTE3Y XaJIKOHIB, OLIBIIICTh 3 SKAX 3aCHOBaHA Ha
KOHJICHCAIlli 3aMIIIeHUX aleTo(EHOHIB 3 apoMaTHYHUMU anbjaerizamu [11]. Peaxkiis
MPOTIKA€ B MPHUCYTHOCTI OCHOB JYXXHHX Ta JYKHO3EMEJIBHHUX METalliB, OpraHiuYHHX
OCHOB, MiHEpaJIbHUX Ta OPTAHIYHUX KUCIIOT, IPU HATPiBaHHI, MIKPOXBHIHLOBOMY OIIPO-
MIHEHHI, a 1HOMI B3arayi 0e3 Karamizaropa. B SKOCTI pO3YMHHHKIB BHKOPHUCTOBYIOTh
HWKY1 ciuptH, JIM®A, 1HO1 peakirist IpOBOAMTHCS 0e3 pO3UNHHHUKA, 00 POZYMHHUKOM
BHCTYIIA€ OJTMH 3 KOMIIOHEHTIB peakilii, 800 o0uiBa.

0. _CH; o _H o)
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R N JIM®A, C,H,OH, A R

Kpim Toro icHye HHA3Ka METOJIB CHHTE3y XAJIKOHIB B KX BHKOPHUCTOBYIOTBCS 1HIIN
MeXaHI3MH 1X oTpuMaHHs. 30KpeMa, XaJIKOHH CHHTE3YIOTh 3 OCHOB MaHHixa Ta ionape-
HiB 3 BUKOPMCTaHHAM Y SIKOCTI KaTajizaropa anerary nanafiro Pd(OAc),. Buxoau oui-
KyBaHUX TIPOAYKTiB 24—65% [11].
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B3aemofist TpUMETOKCH(EHOITY 3 OIITOBOKO KHCIIOTOIO B IPUCYTHOCTI e€Tepary TpHud-
TOpUIy OOpY Ta HACTYIHA peakilis 3 OeH3ainbaerijiom 3 BukopuctanasM KOH y skocti
OCHOBH TIPHU3BOJIUTH JO YTBOPEHHS IILOBOTO XAIKOHY 3 BHXomoM 66% [11]. Toit ke
XaJIKOH OTPUMYIOTD aIFTIOBAHHSAM TPUMETOKCH(EHOTY I[IHAMOIT XJIOPUIOM B IIPUCYT-
nocti BF -Et,O 3 Buxonom npoxykry 90%, abo npu peakiiii KOpUaHOi KMCJIOTH 3 Bi/IO-
BiTHUMH (DeHOJIAaMU B MPUCYTHOCTI B SKOCTI KaTaizatopy Tpudropumy 6opy 3 BUXoaa-
mu a0 78% [1].

1. Ourosa kucnora, BF;-Et,0, 15 x8
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MeO ). O 66% MeO \
©)LH , EtOH, KOH
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XaJIKOHU TaKoX OyJIM OTPUMaHI PEaKIi€ro BiTHOBIIOBAHOTO apIITIOBAHHS apUIT HOH-
JaMH JI€SIKUX JIapUIIPOIHOHIB B IIPUCYTHOCTI Oic(ubensuninenanerony) Pd(dba), Ta
rigpuy TpubyTrsionosa (n-Bu,SnH) [11].

(0] A

Arl, Pd(dba), A\ r

OMe \N

n-Bu,SnH, OMe
THE MeO ‘4!!;’
R
MeO OMe
R
Arl= MeO I R=H, OCH,

R

3a I'puHBSpOM, B3a€EMOMAIEI0 4-T1IPOKCH-3-METOKCHKOPUYHOTO aJbJCTiqy, Tif-
POKCHIIBHA TpyIia SKOTO 3aXHIIeHa mpen-0yTHIIUMETHICHILITPUPTOPMETAHCYTb(HO
HATOM, 3 (eHIIMArHIWTaJOTeHIIOM Ta HACTYITHHUM OKHCHEHHSIM TiIPOKCHIBHOI IPyIH
JUOKCHJIOM MaHTaHy y TICHTaH1 TaAKOX MOKJIMBO OTPUMAaHHS XankoHiB [11].

MgBr TBSO OH
TBSO W @ & O \
_—
780 MeO
MeO u TI'®, -78 °C e O

MnO,,
IIEHTaH

A,

TBSO \ 0 2 rox

- O

Xjop3amillieHi XaJKOHH TakoX OylM CHHTE30BaHI peakiierw 2,3-emokcu-1,3-
Jiapuinpornas-1-ony 3 Tpudocrenom (Oic-TpuxiopmeTuikapoonarom) [11].

o) O
Tpudocren =
o
JIMDA cl
Cepen IeKUTBKOX METOIB OTPHMAHHS XaJKOHIB HaM OyJI0 HOTPiOHO BHOpATH Ti, IO
MIAXOITH AJIsl CHHTE3Y HiTboBUX E-1-(2-amiHodenin)-3-¢peninmpornin-2-eH-1-oHiB. Mu
BBa)KA€EMO, II0 HAHOULIBII IPUAATHAM JUIS [IEOTO € METOJ CHHTE3y OCHOBAaHHU Ha B3a-

€MOJIIT 3aMillICHUX 2-aMiHOAeTO(MEHOHIB 3 3aMIllIECHUMH apOMATHYHUMH aJibJIeTiTaMu
B €TAHOJI B MMPUCYTHOCTI BOJHOTO PO3YHHY TIAPOKCHIY Kaifo.
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Oo6roBopenHsi pe3yJbTaTiB

Y it poOOTi ONMCAaHO CHHTE3 HU3KK 3aMimennx £-1-(5-R —2-aminogpenin)-3-(4-R,-
(henim)pon-2-eH-1-0HIB Ta MiATBEp/pKEHA TX OymoBa.

CuHTe3 3IIHCHIOBABCS B yMOBaX, OMHMCaHuX B pobOotax [11, 12]. Peakrmiro 3miii-
CHIOBAJIM B3aeMojlieto 2-aminoarieroperony (1), 2-amino-5-6pomanerodenony (2) ta
2-aMiHO-5-HiTpoareToQeHoHy (3) 3 HU3KOI apOMATHYHHMX AJBJIETI/IIB B HIDKYMAX alli-
(haTHYHUX CHHPTaxX B MPUCYTHOCTI BOJHOTO PO3UUHY TiIpokcuay Kaiito. Croiyka
(2) Oyma orpumana 3 BuXimHOTO 2-amiHoanetodeHoHy (1) OpomyBanHsm NBS [13].
Hitponoxinae (3) orpuMyBaiiu 3 BUXiJHOTO 2-aMiHoanetodeHony (1) ameTniroBaHHIM
OIITOBHMM aHT1JIPHJIOM 3 OTPHMaHHM 2-aneTiiiaMinoaneToheHony (4) 1 monaibiIiM Hi-
TPYBaHHSM HITPYIOUOIO cymimmito [ 14].

NH, NBS NH,
A .
/O LHCTOHITPUIT . /O
1 CH3 2 CH3
0_0_O 0
NH, Y'Y T}\II—/< HNO, NH,
H;C CH;3; CH, H,S0,
< ¢
0 0°C. 0 00C. O\Iﬂ]
1 CH; 4 CH; 6] 3 CH;

Takum uynHOM, cTexiomeTpuyHi KibkocTi (0,01 Moib) areToeHOHyY 1 apOMaTHIHO-
ro ajlpJeriy po3uMHSUIM B €TaHOJI 1 J0AaBajy MO KparisM npu nepeminryBanti 10%
BogHuil po3und KOH. Peakuis 31ilicHIOBanach IpoTsIroM 5 roj, Micis 4Oro peakuiiHy
CyMIIll yIIapIOBAJIH, BiIMUBAJIM BOAOIO BiJ] YTy 1 CHPHUI MPOLYKT KPUCTATII3yBaJIU 3 €Ta-
Homy. Buxoau npomykTiB nopiBHIoBamu 60—85%. (Tabm. 1).

(0]
NH, (@) KOH H,N \\ \ )
RV O
A o ()
1,2,4 CH; R 5-16

BynoBy cuHTE30BaHUX CIIONYK OyII0 miATBepKeHo MeTomamu SIMP-'H criekTpocko-
mii ta Mac-criekrpomeTpii. ¥ cnekrpax 'H SIMP crionyk (5—16) (Tabmn. 2) npucyTHi cur-
HaJIM BCIX THIIIB NPOTOHIB: CUHIIET NPOTOHiB NH -rpynu B inTepsanti 6.25-6.32 m. 1.,
CUTHAJIU apOMaTUYHUX MPOTOHIB mpH 6.74—8.27 M.A., 1 TUIBKU IBa AyONeTH MPOTOHIB
MOJIBITHOTO 3B’SI3Ky, 3 KOHCTaHTaMmu cIhiH-criHoBoi B3aemomii (KCCB), mo cBimyars
po mpanc-koHdirypanito rpynu -CH=CH-. OnuH 3 1y0neTiB 3HaXOAUTHCS B IHTEPBAIi
6.60—7.84 M. 1. 1 HanexuTs Tpymi C-H, 1mo po3rammoana oimkde 10 GEHUTBHUX 3aMic-
HUKIB, a Ipyruii nyoner — 7,14-8.26 m. 1. rpymi C-H, mo po3raioBana 6amx4e 10 Kap-
OOH1IBHOT TPYIHU. Y Mac-CleKTpax choiyk (5—16) oTpuMaHuX METOJOM EJIEKTPOHOTO
yaapy, IPUCYTHI MiKK OYiKyBaHUX MOJICKYJISIPHUX 10HIB.
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Tabmms 1
Di3zuKo-XiMiuHi BJ1aCTUBOCTI CHHTE30BaHUX cNOAYK (5-16)
Table 1
Physico-chemical properties of synthesized compounds (5-16)
Ne R! R? T. mx., °C Buxin, % Kouip Bpyrro-dopmyna
5 H H 71-72 60 JKOBTUH CH ,NO
6 H OCH, 90-91 70 JKOBTHH C,H, NO,
7 H F 90-94 80 JKOBTHH C,H ,FNO
8 H Br 105-110 75 JKOBTUH CH,,BrNO
9 H Cl 90-95 85 JKOBTHH CH ,CINO
10 H NO, 151-153 75 rmomMapasy. C H,N,O,
11 Br H 75-77 65 JKOBTHUI C;H,,BrNO
12 Br F 102-104 75 JKOBTUH CH, FNO
13 Br Cl 115-117 80 YKOBTHH C H, BrCINO
14 Br Br 109-113 85 JKOBTHUH CH, Br,NO
15 NO, Cl 115-118 75 nomapasy. C.H,CIN,O,
16 NO, Br 112-114 80 [oMapas4. C;H, BrN,O,
Tabmuusg 2
"H SIMP u Mac-crnieKTpajbHi XapaKTePUCTHKH cnojyk (5-16)
Table 2
"H NMR and mass spectral characteristics of compounds (5-16)
Mac- Cnexrpu AMP 'H (CDCL,) §, m.1.
Ne | cmexktpn,| NH —
miz | QH,%) H apom., J Tt -HC=CH-2H, J I'n
1 2 3 4 5
6.74 n (1H, J=18),6.94 T (1H, J=8), 7.13 T (1H,
5 223 6.25 |J=8),7.33-7.38 m (3H), 7.54 m (2H), 7.77 n (1H, | 7.60 &, 8.06 x, J=12
J=9)
6.75 1 (1H, J=18),6.92 1 (2H, J=9) 6.94 T (1H,
6* 253 6.27 |J=8),7.131(1H,J=8),7.38 1 2H,J=9),7.77 n | 7.52 n, 7.92 n, J=11
(1H, J=9)
6.74 n (1H,J=9),6.94 T (1H,J=9), 7.13 T (1H, _
7 241 6.27 J=9), 7.40 1 (2H, J=9), 7.72-7.77 m (3H) 6.60 1, 8.08 1, J=15
6.74 n (1H,J=9),6.94 T (1H,J=9), 7.13 T (1H,
8 (301,303 | 6.27 [J=9),7321(2H,J=9),7.62 1 (2H,J=9),7.77 n | 7.64 1, 8.02 o, J=15
(1H, J=9)
6.75 1 (1H,J=9),6.95 1 (1H,J=9), 7.14 T (1H,
9 257,259 | 6.27 [J=9),7341(2H,J=9),7.651(2H,J=9),7.78 n | 7.62 x, 8.02 1, J=14
(1H, J=9)
6.74 n (1H,J=9),6.94 T (1H,J=9), 7.14 T (1H,
10 269 6.27 |J=9),744 1 (2H,J=9),7.76 1 (2H,J=9),7.77 n | 7.65 1, 8.11 1, J=11
(1H, J=9)
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TaGmurs 2 (POIOBKEHHS)
Table 2 (Continued)

1 2 3 4 5

6.88 1 (1H, J=9), 7.33-7.38 m (3H), 7.55 1
(1H, J=9), 7.58 m (2H), 7.88 ¢ (1H)

6.88 1 (1H, J=9), 7.40 1 (2H, J=9), 7.55 1
(1H, J=9), 7.72 1 (2H, J=9), 7.88 ¢ (1H)

6.88 1 (1H,1=9),7.55 1 (1H,1=9), 7.62 1

11 |301,303| 6.27 7.58 1, 8.04 1, J=15

12 | 319,321 | 6.27 7.64 1, 8.08 1, J=14

335, 337,

B 17359 7| 827 | (QH.J=8).7.68 1 (2H, 1 =8),7.88c (1H) | 608064513
335,337, 6.88 1 (1H,1=9),7.55 1 (1H,1-9), 7.62 1 _

13177339 7| 627 | (QH)1=8).7.68 1 (2H.J =8).7.88 c (1H) | 608061 =13
379, 381, 6.84 1 (1H,1=9),7.51 1 (1H, 1 =9), 7.58 1 ~

"33 7| 625 | (oHII=8),7.64 1(H, 1= 8), 784 c (1H) | 0802512

7251 (1H,J=8),7.62 1(2H, 1 =9), 7.68 1
(2H,J=9),8.20 1 (1H, ] =8), 8.27 ¢ (1H)

725 1 (1H,J=8),7.56 1 (2H, 1 = 9), 7.62 1
(2H,J=9), 8.19 1 (1H, J = 8), 8.27 ¢ (1H)

*lnst cnonykw (6), mo mictuts OCH, rpymy crioctepirages cinmiet mpu 3.85 m. 1. (3H).

15 (302,304 | 6.34 7.60 1, 8.08 n, J=14

16 | 346,348 | 6.32 7.58 1, 8.04 n, J=14

Tabmuns 3
Kpucraaorpadiuni 1ani, yMoBH peHTreHiBCbKOIro eKcrepuMeHTy
Ta XapaKTePUCTUKH YTOUYHEHHS CTPYKTYPH croayku (9)
Table 3
Crystallographic data, conditions of the X-ray experiment and characteristics
of the refinement of the structure of the compound (9

XapakTepucTuka Cnoayka (9) XapakTepucruka Cnouayka (9)
Dopmyiia C,H,CINO, p, r/em? 1.370
M 257.71 p(MoKa), mm™! 0.291
CuHroHis MoHoxkiHHa Tarepsan 0, ° 2.954-25.050
T,K 293(2) Po3mipu kpucrany, MM 0.500 x 0.400 x 0.030
Ip.rp. P2/ F, 536
a, A 8.459(2) Ki“"“ii‘;ﬂ‘f}ii‘}’{iia"‘e““ 2624
b, A 6.7290(12) He3anexnux 3 [, > 20(1) 2624
c, A 21.996(3) R, 0.0343
a, rpar 90 Hco yroumomanx 9.5
B, rpax 93.448(16) R /wR? 3a criocTepir. Bino6p. 0.0465/0.0754
¥, TPan 90 Ri/wR B 0.0912/0.0807
v, A3 1249.7(4) S 1.000
Z 4 Ap,./Ap, . o/A3 -0.209/0.185
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Tabnuis 4
XapakTepHCTHKH BOJHEBHX 3B’SI3KiB y cTpyKTYpi ciostyku (9)

Table 4

Characteristics of hydrogen bonds in the structure of the compound (9)

Biacraub, A

K D-H...A Kyt DHA
onTaKT d(D-H) d(H.A) d(D..A) yroEA, rpal

N(1)-H(1)...0(1) 0.79(3) 2.08(3) 2.627(5) 126(3)

MornekynspHa 1 KpucTallidyHa CTpykTypa crnoiyku (9) BuBueHa Mmetomom PCA.
3aranbHUN BUDIISAJ MOJIEKY/IM [TOKa3aHUM Ha puc. 1.

Puc. 1. MonekynsipHa cTpykrypa E-1-(2-aminodenin)-3-(4-xnopdenin)npomn-2-e-1-ony (9)

Fig. 1. Molecular structure of E-1-(2-aminophenyl)-3-(4-chlorophenyl)prop-2-en-1-one (9)

MATEPIAJIN I METOAU JOCJIIAKEHHSA

KoHTponpk 3a mepebirom peakiii i YUCTOTOK OTPHUMAaHUX CIONYK 3IiHCHIOBAIH
metonom THIX Ha turactuakax «Silufol UV-254» B cucremi xiopodopm-MeTaHOI,
20:1 3 Bizyamizamiero B Y®-cBitii (A = 254 um). Crnextpu 'H SIMP peectpyBamu B ~
2% pozumnax crnonyk B CDCI, ma npunani Bruker (400 MI'm), BHyTpimHii cran-
napt TMC. Mac-CeKTpu CIONyK OTPUMaHI METOJOM EIIEKTPOHHOTO yJapy Ha Mac-
cnekTpomerpi MX-1321, ioHizyroua Hampyra 70 eB, Temmeparypa kamepu ioHi3arii
220 °C. PeHTreHoCTpyKTypHE JOCIiIKeHHSI MOHOKprcTaia (E)-1-(2-amiHodenin)-3-(4-
xyopheHin) nporn-2-eH-1-ony (9), o OyB BUPOIIEHHI KPUCTAIIZAIIIEI0 3 €TAHOIY, TPO-
BezieHo Ha audpaxromerpi KUMA-4CCD (MoK — BHNpOMIHIOBaHHS, ()-CKaHyBaHHS
mpu 123 K). Buxigni anerodhenonu 2-amino-3-6pomayemogenon (2) ta 2-amino-3-
Himpoayemogenon (3) OTpUMYBAIH 3T1IHO BiioMux MeTonuk [13, 14].

E-1-(2-aminogenin)-3-(4-xnopghenin)npon-2-en-1-on (9). Jlo 150 mn eranomy jio-
nmaBaym 5 mi (0.041 mone) 2-amiHoanetodenony Ta 6.05 1 (0.043 mounb) 4-xs10pOCH-
3ampaeruny i mpummBanu 25 ma 10%-ro BomHoro pozumny KOH. Peakmiitny cymimm
MepeMilTyBalid Mpu KiMHaTHIA Temrieparypi 5 ron. KoHTponb 3a mepebirom peaxiiii
snificHoBaiM MetogoM TIHIX. ITicns 3akiHYeHHS peakIlii eTaHoJ yInaproBald JI0CyXa,
MacJIONOAIOHUN OCa/l PO3UMHSUIH B XJIOPUCTOMY METHJICHI Ta TPOMHBAIU BOJOK Bij
sammmikiB KOH. Po3unH nponyKTy y XJI0pUCTOMY METHIIeHI (DUTBTpyBald, YIIaproBaIn
Jocyxa 1 kpucraiizyBanu 3 eranony. Kpucramu cymmnu npu 80 °C. Buxia nmpoaykry
9r(85%). T, 90-95°C.

Crionyku (5-8) i (10—16) Gy CHHTE30BaHi B aHAJIOTIYHAX YMOBAX.
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BUCHOBKHA

3 METOI0 MOJANIBIIOTO JTOCIIKEHHS (apMaKOJIOTIYHUX Ta XIMIYHHMX BJIIACTUBOCTEH

B ymoBax peakuii Knsiizena-IIImuara Oyna cMHTEe30BaHa HHU3KA 3aMILIEHUX XaJKOHIB
BUXOJSYM 3 3aMillleHUX 2-aMiHOaleTO()eHOHIB Ta apoOMaTHMYHHX ajbjaeriaiB. bymosa
OTpUMaHUX 2-aMiHO(GCHIUIXANKOHIB minTBepmkeHa merogamu SIMP-'H cmekrpocko-
mii Ta Mac-cnekrpomeTpii, a ans E-1-(2-aminodenin)-3-(4-xmnopdenin)npon-2-ex-1-
ony 9 takox meronom PCA. JloBeieHO, 1110 BCI CHHTE30BaHI CIOJMYKU MAlOTh MPAHC-
KoH(irypariro.
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11.

12.

13.

14.
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3amiweni aminoxankonu sAK 8UXiOHi CHOTYKU 0151 OMPUMAHHA HOBUX noxionux 1,4-6enzodiazeninis
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SUBSTITUTED AMINOCHALCONES AS
STARTING COMPOUNDS FOR RECEIVING NEW
1,4-BENZODIAZEPINES DERIVATIVES

The aim of this work is the synthesis of a number of substituted E-1-(2-amino-5-R -phenyl)-
3-(4-R,-phenyl)prop-2-en-1-ones (2-aminochalcones) as precursors for obtaining new
derivatives of 7-R —5-[2-R,-phenylvinyl]-1,4-benzodiazepin-2-ones. Starting S-substituted
2-aminoacetophenones with bromo and nitro group were synthesized from 2-amino-
acetophenone by bromination of the latter with N-bromosuccinimide in acetonitrile and
nitration of 2-acetaminoacetophenone with a nitrating mixture followed by removal of
acetyl protection. 2-Aminochalcones were synthesized according to standard methods during
the interaction of a number of 5-substituted 2-aminoacetophenones with para-substituted
benzaldehydes under basic catalysis conditions. The target products turned out to be brightly
colored compounds with low melting points, their isolation and purification did not cause any
difficulties. According to the data of "H NMR spectroscopy, all synthesized 2-aminochalcones
were individual trans isomers, which was also confirmed by X-ray structural analysis of one
of the obtained 2-aminochalcones. A number of new substituted E-1-(2-amino-5R1-phenyl)-
3-(4-R2-phenylprop-2-en-1-ones) were synthesized — compounds with amino and keto
functions and are precursors for obtaining of a new series of 5-substituted 1,4-benzodiazepines
with various arylvinyl groups. 2-aminoacetophenone, 2-amino-5-bromoacetophenone,
and 2-amino-5-nitroacetophenone were selected as substrates for this series. The methyl
groups of these acetophenones were condensed according to Claisen-Schmidt with para-
substituted benzaldehydes. Condensation was carried out under alkaline conditions in
an aqueous solution. Yields of aminochalcones reached 60-85%. The methyl group of
2-aminoacetophenones smoothly reacted with aromatic aldehydes to form the corresponding
2-aminophenylchalcones. The structure of the obtained compounds was confirmed by mass
spectrometry and '"H NMR spectroscopy. The structure of one of the chalcones was proved
by X-ray structural analysis. The obtained compounds can be used for the synthesis of
1,4-benzodiazepines with 5-arylvinyl substituents.

Key words: acetophenone, benzaldehyde, chalcone, condensation, diazepine.
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