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3anponoHOBaHO MPOCTHH, epeKTHBHUI Ta 3pYYHUH CIOCIO CHHTE3y CHMETPUYHUX Ta HECUMETPHYHNX
2,4,6-Tpu3aMillieHHX TOXITHUX MiPUANHY 3 apridypaHOBUMH (parMeHTaMH, SKHH TIONATaE y B3aEMOJIl
aHAJOriB XalkoHy — l-apuin-3-(5-apun-2-¢ypun)-2-npones-1-oHiB 3  ¢eHauummipuauHii OpoMizoM 3a
HAsBHOCTI alleTaTy aMOHII0 Y CEpEIOBHINI KPFIKAHOI OLTOBOI KHCIIOTH. AHAJIOTU XaJKOHY, CBOEIO YEproro,
CHHTE3YBAJIM B3aeMOIi€r0 S-apridypdypodtiB 3 areToheHOHOM.

Kniouosi cnoea: mipunuH, XankoH, GpeHaMImipuauHii 6pomis, S-apuwidypdyponu, arerodeHoH.

ToximHi MpUIHHY IIMPOKO 3aCTOCOBYIOTh Y Pi3HUX cepax, HaMpHKIIad, y Gpapmakosorii [1—
3], cympaMoNeKyJSIpHii XiMii K CTPYKTypHi Onoku [4], B arpoxiMii sk (yHTIIUIM, TECTUIMAN Ta
repOirmmy. 1li cHOMykd BOJOMIFOTH IIMPOKMM CIIEKTPOM OioNOTi4HOI Aif, 30Kpema, cepel HHX
3HalNIEHO eEeKTHUBHI 3HEOOIOOY], IPOTUCYIOMHI, CYJHHOPO3IIHPIOIOYi, MPOTHUETIIIENTHYHI 3aC00H.
Kpim Toro, cTpykTypHHIl (hparMeHT HipHIMHY BXOIUTH JO CKIamy 0araTbOX HPUPOHUX CIOIYK,
oxommorour NAD-Hyki1eoTHaH, BiTaMiH By Ta ankanoimu [5]. BaIMBUM KJTacoM CIOJYK € TaKoX
apmidypau [6], OCKITBKH Taki CTPYKTYpHI (hparMeHTH BXOIATH IO CKIIagy 0araTbOX MPHUPOIHHUX i
CHHTETUYHHUX PEUOBHH, SIKi MAIOTh Oi0JIOTIYHY aKTUBHICTS [7, 8], IesKi 3 HUX y»Ke BUKOPUCTOBYIOTb SIK
Jikapcbki 3acobm. OmHa 3 IIMPOKO 3aCTOCOBYBAHMX CTpATErii CHHTE3y IOTEHIIHHO O6i0IOTiyHO
aKTHBHUX CIIONIYK IPYHTYETHCS HA TOEAHAHHI JEKUTBKOX (hapMako(OpHHUX (parMeHTIB B OAHIN
Monekyii. ToMy po3BHTOK M’SIKHX 1 e(heKTHBHIUX METO/IB CHHTE3Y 3aMIIICHHX TTOXITHUX MIPUIUHY 3
apudhypaHOBUMH (hparMEeHTAMH € aKTYATLHUM 3aBIaHHSM JUTS XiMiKiB-CHHTETHKIB.

BimoMuM MeTOIOM KOHCTPYIOBaHHS TETEPOIMKIIYHUX CHCTEM TaKOro THITy €
ONHOCTANiHa TPUKOMIIOHEHTHAa KOHAEHCAIliS JBOX CKBIBAJICHTIB KETOHY 3 OJHUM
€KBIBaJICHTOM aJibJICTiy 3a HAsBHOCTI aleTaTy aMoHil0 B onroBii kucmoti [9, 10]. TIporte
TaKW{ MAXiA He Ja€ 3MOTH OTPUMATH ACHMETPUYHI MOXiAHI mipuauHy. ToMy MH TOCTiTuIn
HIIII METO/IN CHHTE3Y, 32 JOTIOMOTOO SKUX MOXKHa 0yJI0 O OTPUMYBATH TaKi CIIOJIyKH.
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3 Ii€l0 METOI0 MU CHHTE3yBallMl BHXIiJHI PEarcHTH — aHAJIOTH XalKoHIB 3a—e. Bonu
YTBOPIOIOTBECSL 3 BHCOKHMMH BHXOJaMH 33 HEIOBrOTPHUBAJIOTO KHIT'SATIHHSA €KBiBaJCHTHHX
KUTbKOCTEH BiAmoBiAHOTO S-apuiadypdypony la—e 3 amneToheHOHOM YU 7-XJIOPALETOPESHOHOM
2a,b y coupti 3a HasBHOcTi KOH. Apundypdypomn la—e oTpumyBanm apuIOBaHHAM
bypdypory apeHIia30HIEBUMH COISIMH 32 BiIoMOI0 Metonukoro [11, 12].

0
0
| N\ . KOH
—_—
o H ., E©OH
R’ R

la-c 2a,b 3a-e
3a:R'=H,R*=NO,, 3b: R' =H, R’ =Br, 3¢: R' =CI, R*=NO,, 3d: R' = CI, R®*=Cl, 3e: R' = CI, R = Br.

3’scoBaHO, WO CHOIYKH 3a—e pearyoTh 3 (eHAIWImipuaAnHiA Opomimom 4 3
(hopMyBaHHSM IPHIUHOBOTO KIS, BHACTIIOK YOTO OTPUMaHO CUMETPHUYHI Ta HECUMETPHYHI
2,4,6-Tpm3aMimieHi MOXigHI MHipuaAuHY Sa—e 3 apmindypaHoBuMHE (parmeHTamu. Peakiis
MPOXOJUTDH 32 KUII SITIHHA 3 IleTaTOM aMOHIIO B KPHXKaHIH OITOBIH KHCIOTI mpoTsirom 48 rox:

R' R

+ O CH,COONH,
—_—
N - CH,COOH
| N Br
=
R’ 3a-e 4 R'

Sa-e
5a: R' = H, R = NO,, 5b: R =H, R’ = Br, 5¢: R! = Cl, R> = NO,,
5d:R'=Cl, R*=Cl, 5¢: R' =CI, R> = Br

Buxomau, Temreparypu IUIABICHHS Ta JaHi CJIEMEHTHOTO AHA3y OJICPKAHHUX CIOIYK
HaBeJzieHi B Ta0m. 1.
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XapaKkTepUCTHKHU OJIep>KaHUX CHONyK Sa—e

Tabnuys 1

Ne Buxin, Troms 'C 3natineno, % Dopmyna OO0uucieHo, %
CIIOTTYKH Y% C H N C H N
5a 43 241-243 77,36 | 4,19 | 6,84 C,,H3N,04 77,50 | 434 | 6,69
(EtOH-DMF)
5b 16 181-182 71,51 | 4,16 | 2,93 C,;H;sBrNO 71,69 | 4,01 | 3,10
(EtOH-DMF)
5S¢ 40 224-225 71,46 | 3,64 | 6,07 C,,H,7CIN,0; 71,61 | 3,78 | 6,19
(EtOH-DMF)
5d 22 182183 73,43 | 3,75 | 3,02 C,;H;,C,NO 73,31 | 3,87 | 3,17
(EtOH-DMF)
Se 35 180-181 66,78 | 3,41 | 2,74 C,;H;;BrCINO 66,62 | 3,52 | 2,88
(EtOH-DMF)
Tabauys 2
Crnextpu SIMP 'H cronyx 5a, ¢, d
No XimiuHi 3MilIeHHS, O, M. 4.
MOIYKH|

5a | 7,43 2H, 1,J =7,5T'y, 4-H C¢Hs); 7,46-7,51 (SH, m); 7,71 (1H, 1, J = 3,6 ', dypan); 8,18 (2H,

n,J =85 I'n, CgHy); 8,24-8,29 (8H, m).

Sc | 743 (1H,1,J=17,1 T, 4-H C4Hs); 7,45 (1H, 1, J = 3,6 T'u, pypan); 7.46-7,51 (2H, m); 7,53 (2H,

n, J = 8,5 ', CgH,): 7,67 (1H, 1, J = 3,6 T, bypan); 8,13 (2H, 1, J = 8,5 I'm, C¢H,); 8,20-8.25
(6H, m); 8,28 (2H, 1, J = 8,5 ', C4H,).

5d | 7,18 (1H, n, J = 3,6 I'y, dypan); 7,42 (1H, 1, J = 7,3 'y, 4-H CeHs); 7,45-7.,49 (4H, m); 7,53 (2H,

n,J =8,5Tu, CeHy); 7,59 (1H, 1, J = 3,6 I'u, dypan); 7,92 (2H, 1, J = 8,5 I'u, CeHy); 8,19 (2H, n,
J=8,4Tn, CeHy); 8,23 2H, 1, J =7,3 ', CeHa); 8,28 (2H, 1, J = 7,8 I'ny, CeHa).

ByIOBY OTpHUMaHHMX CIOIYK IiATBEPIKEHO 3a JOMOMOTO crektpockomii SIMP 'H
(Tabmn. 2) Ta JAaHUMHU PEHTTCHOCTPYKTYPHOTO aHANTI3Y (PHUCYHOK).
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MonekynspHa CTpyKTypa CIIOIYKH S5a

ExcnepumeHTalbHA YaCTHHA

Cnekrpu SIMP 'H sanmcysanu Ha npmrani Varian Mercury 500 (500 MI'w), po34nHHHIK
JAMCO-ds. PeHTreHOCTpyKTYpHUH aHali3 CHONYyK BHKOHaHO Ha audpaxromerpi Kuma
KM4CCD. ITonepenHi pe3ynbTaTi peHTTCHOCTPYKTYPHOTO aHATI3Y MiATBEPKYIOTh CTPYKTYPY
OTPUMAHUX CIIONYK (JUB. PUCYHOK).

(2E)-1-Apua-3-(5-apua-2-pypun)npon-2-ei-1-omm 3a—e. Cymim 8  mMmomb
arleTo()eHOHY UM n-xjoparerodeHoHy, S-apui-2-¢ypaHkapbanpaerixy (8 mmoms) ta 10 M
€TaHOy BHOCWUIIN Y KpYTJIOXOHHY KonOy. HarpiBamm mpotsrom 10 XB Ta moJaiul IO Kparwisx
4 M1 55 % KOH. OxonomxyBany, IpoayKT BindinsTpoByBanu. Buxoau cionyk 3a—e 76—-83%.

2-Apui-6-denin-4-(5-apua-2-pypua)mipuauau - Sa—e. Xankon 3a—e (4 MMouib)
3MimryBamn 3 N-peHanmnmmipuanHii O6pomimom 4 (4 MMomb) B KpPYIVIONOHHIM Konbi 3a
HAsBHOCTI KPYKaHOiI o1ToBOi kucioTH (12 M) Ta aneraty amoHito (6 r). PeakIiiro mpoBoIuIn
3a TepeMilllyBaHHsS 1 KW ATIHHS mpoTaroM 48 roa. 3a mepebiroM peakilii crocTepiraim 3a
nqonomororo TIIX. Ilicmsa ii moBHOTO 3aBepIIEHHS peakiiifHy cymim BuamBamn B 40 mu
xomogHOI BoaM Ta mimTyxkHIoBann po3umHOoM NaOH. [Ipoxykt BixdineTpoByBaNH,
KpHCTami3yBanu i3 cymimti eranon-IM®A. Buxix 16-43 % (qus. Tabm. 1).
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Pyridine and furane derivatives belong to the privileged classes of compounds in medicinal
chemistry. It is well known, that plenty of their derivatives showing a wide range of biological activity.
Therefore, development of comfortable and effective methods for synthesis of pyridine-furane conjugates
is important.

An efficient and simple strategy for the synthesis of symmetrically and asymmetrically
trisubstituted pyridines with arylfuran’s moieties via reaction of chalkones with N-phenacylpyridinium
bromide is reported. The proposed synthetic route involves two stages. On a first step, by the condensation
of arylfurfurals with substituted acetophenones chalkone derivatives were obtained. Subsequent
interaction between synthesized chalkones and N-phenacylpyridinium bromide in glacial acetic acid in the
presence of excess of ammonium acetate lead to 2,4,6-trisubstituted pyridines with arylfuran substituent.

The structures of obtained compounds have been confirmed by 'H NMR spectra and X-ray data.

Key words: pyridine, chalkone, N-phenacylpyridinium salt, 5-aryl-2-furaldehyde, acetophenone,
4-chloroacetophenone.
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