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CuHTEe3 HOBUX XJIOPOAPUJIBMICHUX CYJIbQOHIIaMIIiB
i300KCa30JIbHOIO Py METATE3MCOM i3 3aKPUTTIM ITUKJLY

(IIpedcmasaeno axademivom HAH Yrpainu B. 1. Kyzapem)

OKUCHI08ANDHUM TAOPYBAHHAM CUHMES0BAHO HUSKY HOBUL TAOPOAPUABMICHUT CYADPOHIATAO-
pudi6 i300KCa3046H020 PAdY, AKX OYA0 nepemeopeno Yy 6idnosioni diasiscysvdorisamiou. 3a
00N0M02010 PYMENHIU-KaAPOEH068020 KAMAA3AMOPA NPOGEIEHO PEAKYII0 MEMAMEIUCY 13 3AKPUM-
MAM YUKAY OMPUMAHUT CYALPOHIAGMIIE. Jl0caidoceno HoBT, NOMeHUItHO 610402T4HO AKTNUG-
Hi, MIPONTHOBMICHT TAOPOAPUAIAMIULEHT CYADPOHIAAMIONT NOTIONT 1300KCA30NY.

Ka1ou08t cao8a: MeTare3nc, pyTeHili-kapOeHOBUN KaTaJli3aTop, 1300KCA30J1, CYIb(OHIIXIO-
puj, cyabdoHiIaMIT.

[3o0oKkcazo0BMiCHI CITOSTyKU € MPUBAOJIMBAMEI 3aB/ISIKN HASBHOCTI HU3KU MPAKTHUIHO KOPUCHUX
BJIACTUBOCTEN 1, 30KpeMa, pizHOMaHiTHI 6iosoriuniit akTuBHOCTI. Cepell MOXiTHUX 1300KCa30JI1iB
3HAIIEHO PEeUOBUHU 13 npoTH3anajbHow (1], anTuresasMinTHOW0 2], mpoTucyoMHOW0 (3], anTHIE-
IPECUBHOIO (3acroKiitimBoio) [4], anTumikpobuoro [5| Ta nporurpubkosoio [6| akrusrocTsimu. Pa-
Hirnre 6yJ10 BCTAHOBJICHO, IO Cepel, CyIb(POHIIAMITHIX MOXiTHUX TaJIOTeHOAPUIBMICHAX i300KCa~
30JI1iB € PEYOBUHH 3 BHCOKOIO aHTUPETPOBipycHoio akTuBHIicTIO (anti-HIV activity) |7]. 1i moximgmi
CHHTe30BaHI aBropamMu HayKoBol IyOusikaiil 7] 3 BiIIOBIHUX TrajgoreHo3aMilIeHnX OEH3AJIbIe-
rigis. IIpudomy mpupoa Ta po3TalTyBaHHA ATOMIB FajoreHy B apOMATHIHOMY 3aMICHUKY Oisist
i300KCA30JILHOrO NUKJIY iCTOTHO BILUIMBAIOTH HA CTYIIHDL Iiel akTuBHOCTI. [le cTrumystioe mommyk
HOBUX IIJISIXiB OTPUMAHHSI PI3HOMAHITHUX CY/Ib(OHLIAMITHIX MOXITHIX i300KCA30JILHOIO PSIIY.
Hamu nosesieno (8], mio miposiinoBMicHi cysbdonizamiHi moxiaHi i300KCa30ILy JIEIKO MOXKYTh Oy-
TU CUHTE30BaHI 3 BIIIOBITHUX MiaIiICyIbMOHIIAMIIIB PEAKITIEI0 METATE3UCY 13 BAKPUTTIM ITUKJTY.

Binznaunmo, 1m0 ofHUM i3 3pyYHUX METOJIB OTPUMAaHHS CyJIbOHLIXIOpUIIB (IIpeKypcopiB
miasicynbgoHiIamiiB) € OKHCHIOBAJIbHE XJIOpYBaHHs 130TiypoHieBux noxiqaux. Hamu cunTeso-
BAHO HU3KY 130TiypoHieBHX coseil (2 a—Xk) 3a cxemomo 1:

HBr

2 a—kK

a: R=n-0C,H;; 6: R=nO0C;H-1; B: R=n-0CHgn;
r: R=0-OCH;; x: R=0-0OC,H;; e: R=n-0OC,H.-1; 2xk: R=0-OC,Hyn

Taxi noxijni aaKoKciapuIzaMileHnx 1300KCa30/11B OTpUMaHO 3 Buxogamu 75-80% npu kur'si-
TiHHI po3YNHIB TioceuoBUHN 3 BinoBiHIME Gpomonoxiaaumu ( 1 a—kK) B izouponanosi. Buxinui
n-aJkokciapuiizookcasonn (1 a-B) onmcani namu pamime (8], a o-aakokcmapuiiizookcasonn (1
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r—2K) Oy/Ii CMHTe30BaHi 3 BINOBIIHUX 0-aJIKOKCIAIbIEre B 32 METOIUKOIO, HABEJIEHOIO B CTAT-
i [8]. Bymosy cronyk (2 a—k) migrsepakeno crexrpockomieio IMP ma spax TH.

OxucHioBaJIbHe XJIOpyBaHHs coJieii (2 a—»xk) nposoguin npu 0-5 °C B cymimax omrosol
Kucsioru 3 Bojiowo (1 : 1) nporsirom 4 1oj; HaJUIMIIKOM Ta30I0/i6HOro XJjopy (cxema 2):

Cl
R R.
_NH
\ N SCT_ HBr - N SO,Cl
N—QO NH, Cl I\\T )
2 a-B Clz[OI 3 a—B
R R
N scZ ™ g — . N 50,C1
NH al I\
N— 2 —
2 r—K 3 r—K

a, ni: R=0C,H;; 6, e: R = OC;H;-n; B, 3x: R = OCHyn; m: R = OCH,,.

Byno BcrarOB/IEHO, 10 OIHOYACHO 3 YTBOPEHHAM CYJIb(MOHIIXIOPUIHOI IPYIIN TAKOXK BiIOyBa-
€ThCS XJIOPYBAHHS OEH30JIbHOTO KiJIbIld, B PE3Y/ILTATI Y0I0 YTBOPIOIOTHCA HOBI XJIOPOAPUIBMICHI
cynbdomninxmopuu (3 a—k), ki 6yim suireni 3 Bucokumn (70-80%) Buxomamu. fx Buano 31
cXeMH 2, KUJIbKICTb Ta pO3TalllyBAHHSI ATOMIB XJIOPY B 6€H30JIbHOMY KijbIli HPO/YKTIB (3 a—kK) 3a-
JIEXKUTH BiJI HOJIOYKEHHS aJTKIJIOKCUJIBHOIO 3aMICHUKA y BUXIJIHUX 130TiypoHieBuX comsax (2 a—K).
Bynoy cnonyk (3 a—»k) migTeepakeno crekrpockomieio AMP ma sgpax TH.

Bzaemogiero cynbdoninxaopuis (3 a—k) 3 JBoMa eKBiBaJeHTaAMU JiaJiJaMiHy B PO3UMHAX
nuxsiopomerany upu remneparypi 0-5 °C nporsarom 1-1,5 rog 3 Buxogamu 75-85% cunresoBano
HOBI astincyabdoninamian (4 a—2k) (cxema 3):

Cl Cl Cl
R R / R
N\,"50,C1 — N\, "SO,N — N NSON ‘
Cl _ / Cl \\ al \ A
3 a-B j\ 4 a-B Ru 5 a-B
R R / R
I N, SON ] L. G
o T\ so. o g ) g /S0 |
N—0O O \ N—0O
3 r—xk 4 13K 5 r—xk
PCy,
e P
_Ru
a, m;: R=0C,H,; 6, e: R — OC,H-; B, x: R = OCHy1; r: R — OCH,. [Rul= 7] —
PCy, \_/

Bynosy cnionyk (4 a—xk) migrsepazkeno crekrpockorieo SIMP ma sapax 'H 1a enemenTimm
aHaJII30M.

Peaxmiero MeraTesucy i3 3aKpUTTAM IUKIY B npucyTHocTi 1 % MoabH. pyTeHiii-kap6eHOBOro
karasizaropa |[Ru| i3 cysnbdoninaminis (4 a—K) orpuMaHo HOBI MiPOIHOBMICHI Cy/IbhOHLIAMI M
i300kcazosbHOrO psify (5 a—xk) (auB. cxemy 3; Tabu. 1).
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Tabauys 1

Dopmyna Buxin, Dopmysta BUXITHOTO Buxin, Dopmysta TPOIYKTY Buxin,
CYJIBOHITXIOPU LY % JastiicyibhoHiIaMi Ly % peakiiil MmeTrare3ucy %

Cl1

C,H;0,

C,H;0, Cl
Cl 83 90
o S0,CI1
3 a
80 92
o S0,Cl
36
C,H,0 C1
74 88
feil
/
I
35 o S0,Cl1
72 86
o S0,Cl
3r
79 88
o S0,Cl1
3
70 83
e S0,Cl1
3 e
75 85
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Cunres npoxoaus B armMocdepi cyxoro aprony npu remueparypi 20-22 °C y po3uunax Juxjio-
pomerany npotsrom 30—40 xB. IIpoaykTu peakiiil BUIiIsLIn 3a JOMOMOTOI0 KOJIOHKOBOT XPOMATO-
rpadii (AlyOg, nuxsopomeran), ounimasy nepekpucrasizanieo 3 50% eranosy. BynoBy moximHux
(5 a—x) migrBepizkeno cnekrpockoniero AMP na siipax 'H. Ha YTBOpPEHHS MIPOJIIHOBUX ITH-
KJIiB y pedoBnHax (5 a—K) 3 glasiisamimennx crnojayk (4 a—»K) BKa3ye 3HUKHEHHsSI CUTHAJIB
JO0TUPBOX HPOTOHIB KiHneBux CHo-rpym asijbHEX 3aMiCHUKIB mpu 5,22-5,28 M. 1. y CIeKTpax
JMP na spax 'H ra nosiBa xapakTepHHUX jJlst HIPOJIHOBOTO IUKJY CHIHAJIB J[BOX BIHLIBHIX
npoToHiB B objacti 5,74-5,79 M. 4.

Exkcnepumentasibaa gyactuaa. Crekrpu SIMP na siapax 'H susTo ma crexrpomerpi Vari-
an Mercury M-400 (po6oua wacrora 400 MI'n). Iujenininenosuit karanizarop [Ru| cunresoBano
MeTOZIOM, onmcaHuM B pobori [9]. Buxiaui o-aikokciaabaeriim CHHTE30BaHO 3 CAJIIUIOBOTO Allb-
neriny ankimyBauasM y npucyTHocTi KoCOg y poszunni JIM®A BignoBinHuME ajIKiayBaJIbHUMI
areHTaMu.

BarasbHuii MerToq cuHTe3y GpoMomnoximgHmX i3ookcazouiB (1 a—k). Bpomomnoxini
(1 a—K) CHHTE30BAHO 3 BI/IIOBITHUX AJIKOKCIAJIBIETI/IB 38 METOMKOI, OIIICAHOI B cTarTi (8.
IiyIb0Bl TPOAYKTH OTPUMAHO 3 BUXOJaMHU B Mexkax 83-92%.

BaranpHuii MeTos cuHTE3y i30TiypoHieBuX codeil (2 a—xk). [3oriyponiesi coui (2 a—xk)
OTpUMaHO 3 BiamoBigHux 6pomomnoximanx (1 a—»xk) kun'stinaam 1,5-2 rox cywmimeit 0,02 Mosb
opomornoxigaoro 3 0,02 mosab TiocedoBuru B 30 M izomporanosy. Ilicass oXomoaKeHHsT MiThOBI
npoaykru (2 a—K) Buiisin QinbrpyBanHsiM, npomMuBkoo 10-20 mur rekcany na dbinbrpi Ta
BUCYIITyBaHHsIM Ha 1oBiTpi npu 20-40 °C.

[3- (4-Emoxcugenin)-izooxcadon-5-inJmemun, imidomioxapbamam 2i0pob6pomio
(2 a): 'H IMP (DMSO dg): 6 = 9,42 (s, 4H), 7,75 (d, 2H), 7,05 (d, 2H), 6,95 (s, 1H), 4,75
(s, 2H), 4,12 (k, 2H), 1,28 (t, 3H). T. 1. 210-211 °C. Buxizx 96%.

[3- (4-IIponoxcugenin)-izooxcazon-5-inJmemuan, imidomiokapbamam 2i0po6pomid
(2 6): '"H AMP (DMSO dg): § = 9,42 (d, 4H), 7,77 (d, 2H), 7,04 (d, 2H), 6,97 (s, 1H), 4,83
(s, 2H), 4,02 (t, 2H), 1,71 (m, 2H), 0,93 (t, 3H). T. wr. 205-206 °C. Buxizx 93%.

[3- (4-Bymoxcugenin)-izoorcason-5-inJmemuan, imidomiokapbamam 2idpob6pomio
(3 8): 'H AMP (DMSO dg): 6§ = 9,40 (d, 4H), 7,76 (d, 2H), 7,03 (d, 2H), 6,98 (s, 1H), 4,83
(s, 2H), 4,02 (t, 2H), 1,70 (m, 2H), 1,43 (m, 2H), 0,93 (t, 3H). T. m1. 207-208 °C. Buxix 91%.

[3-(2-Memoxcugpenin)-izookcason-5-infmemuana, imidomioxapbamam 2i0po6pomio
(2 2): 'H AMP (DMSO dg): § = 9.45 (s, 4H), 7,75 (d, 1H), 7,50 (t, 1H), 7,21 (d, 1H), 7,07
(t, 1H), 6,92 (s, 1H), 4,86 (s, 2H), 3,85 (s, 3H). T. 1. 124-125 °C. Buxiz 88%.

[3- (2- Emoxcugenin)-izooxcazon-5-inJmemuan, imidomiokapbamam 2i0po6pomid
(2 9): '"H AMP (DMSO dg): § = 9,50 (d, 4H), 7,76 (d, 1H), 7,51 (t, 1H), 7,20 (d, 1H), 7,06
(t, 1H), 6,91 (s, 1H), 4,85 (s, 2H), 4,13 (k, 2H), 1,38 (t, 3H). T. 1. 142-144 °C. Buxin 92%.

[3- (2-IIponoxcugpenin)-izookrcazon-5-inmemun, imidomioxapbamam 2idpob6pomiod
(2 e): 'H IMP (DMSO dg): § = 9,50 (d, 4H), 7,75 (d, 1H), 7,50 (t, 1H), 7,20 (d, 1H), 7,07
(t, 1H), 6,90 (s, 1H), 4,84 (s, 2H), 4,10 (t, 2H), 1,81 (m, 2H), 0,95 (t, 3H). T. . 137-138 °C.
Buxin 87%.

[3- (2- Bymokcugenin)-izoorcason-5-inJmemuan, imidomiokapbamam 2idpobpomio
(2 oc): '"H AMP (DMSO dg): § = 9,49 (d, 4H), 7,75 (d, 1H), 7,51 (t, 1H), 7,19 (d, 1H),
7,08 (t, 1H), 6,89 (s, 1H), 4,85 (s, 2H), 4,07 (t, 2H), 1,75 (m, 3H), 1,46 (m, 2H), 0,98 (t, 3H).
T. mwr. 135-136 °C. Buxin 88%.

BarasbHuii Meron cuHTe3y cyiabdoHiaxmopuaiB (3 a—xk). OxkucHOBaIbLHE XJIOPY-
BaHHsI cojieil (2 a—k) npoBogwiu B pozduHax 0,01 mosb Bignosiguoi cosmi B 30 mur cymimi
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orroBoi kucsiotu 3 Bogoo (1 : 1) mpu 0-5 °C mporsirom 4—5 roj HaJJIUIIKOM a30Ho0/ibHOr0
xjtopy. Iliciss posBeseHHst peakIliiHUX CyMiImeil Im’aTUPa30BOI0 KiJIBKICTIO XOJIOJHOI BOJNA OCa-
Jau npoiaykTiB (3 a—k) BiadILIbTPOBYBaIN, TPOMUBAIN 1X HA (DUILTPI BOJOIO Ta BHUCYIILYBAJIM
y BaKyyMHOMY €KCHUKATOpi HaJ I’ aTuoKucoM docdopy. Buxomu nponykTiB peaxiiili HaBemeHO
B Tabma. 1.

[3- (4- Emoxcugenin)-izooxcason-5-in]memancyavdorin caopud (3 a): 'H AMP
(CDCly): 6 = 17,76 (s, 2H), 6,88 (s, 1H), 5,09 (s, 2H), 4,14 (k, 2H), 1,47 (t, 3H). T. mn. 92-93 °C.

[3- (4-ITponoxcudenin)-izookcazon-5-ia]memancysvdonia caopud (3 6): *H AMP
(CDCl3): 6 = 7,80 (s, 2H), 6,88 (s, 1H), 5,09 (s, 2H), 4,03 (t, 2H), 1,88 (m, 2H), 1,09 (t, 3H).
T. mr. 88-90 °C.

[3- (4- Bymoxcugenin)-izooxcazon-5-ia]memancyrvponina raopud (3 e): 'H SIMP
(CDCl3): 6 = 7,75 (s, 2H), 6,88 (s, 1H), 5,09 (s, 2H), 4,06 (t, 2H), 1,83 (m, 2H), 1,54 (m, 2H),
0,97 (t, 3H). T. . 85-86 °C.

[3- (2- Memoxcugenin)-izoorcazon-5-iamemancysvdonia caopud (3 2): 'H AMP
(CDCl3): 6 = 7,92 (s, 1H), 7,37 (d, 1H), 7,23 (s, 1H), 6,95 (d, 1H), 5,14 (s, 2H), 4,02 (s, 3H).
T. mr 111-112 °C.

[3- (2- Emoxcudenin)-izooxcazon-5-in]memancyavdorin xaopud (3 a): 'H AMP
(CDCl3): 6 = 7,95 (s, 1H), 7,36 (d, 1H), 7,22 (s, 1H), 6,93 (d, 1H), 5,12 (s, 2H), 4,12 (k,
2H), 1,47 (¢, 3H). T. . 64-65 °C.

[3- (2-ITponoxcugenin)-izooxcason-5-in]memancysvdonia xraopud (3 e): 'H AMP
(CDCl3): 6 = 7,93 (s, 1H), 7,35 (d, 1H), 7,16 (s, 1H), 6,92 (d, 1H), 5,10 (s, 2H), 4,02 (t, 2H),
1,85 (m, 2H), 1,05 (t, 3H). T. m1. 62-63 °C.

[3- (2- Bymoxcudgenin)-izooxcason-5-ia]memancysvdonin xaopud (3 oc): 'H AMP
(CDCl3): 6 = 7,91 (s, 1H), 7,35 (d, 1H), 7,16 (s, 1H), 6,90 (d, 1H), 5,09 (s, 2H), 4,02 (t, 2H),
1,79 (m, 2H), 1,46 (m, 2H), 0,95 (t, 3H). T. mwr. 6061 °C.

BaranpHuii MeTos cuHTe3y miasisicysnabdoHinaminis (4 a—x). o posunny 0,01 moab
BimoBiiHOrO Cysbdoninxaopury (3 a—k) y 20 vt guxaopomerany npu 5-10 °C ta npu mocriii-
HOMY TepeMintyBanHi gogasasm o KpamtunHax 0,02 mosb giasitaminy. [lepemintyBasin peakiriii-
Hy cyMimr nmporaroM 20-30 xB Ta ymapoBaan y BakyyMi 18-20 Mm. pt. cT. o cyxoro 3ajumiky
nomaBau 20 MJI BOJM, BTSN BiMIMOBiMHUN miasiicyabdoHLIaMif, KWl BUCYIIyBaJId IIPU
KiMHaTHII TemmepaTypi Ha moBiTpi. Buxonn pedosun (4 a—k) maseaeno B Tabu. 1.

5-1300xcazoamemancyasvdoniaamio, 3-(3,5-duxaopo-4-emoxcugpenin)-N,N-ou(2-
nponenia) (4 a): 'H IMP (CDCly): 7,76 (s, 2H), 6,74 (s, 1H), 5,75 (m, 2H), 5,24 (m, 4H),
4,49 (s, 2H), 4,19 (k, 2H), 3,78 (d, 4H), 1,49 (t, 3H). Bpyrro-dopmynaCigHanCle NoOy S. 3uaii-
neno, %: C116,9, N 6,38, S 7,54. O6uuncneno, %: Cl 16,47, N 6,50, S 7,42. T. mwr. 45-47 °C.

5-1300%cazoamemancysvdoninamio, 3-(3,5-0uxaopo-4-nponokcugpenina)-N, N-ou(2-
nponenia) (4 6): 'H IMP (CDClz): 7,73 (s, 2H), 6,72 (s, 1H), 5,72 (m, 2H), 5,25 (m, 4H),
4,46 (s, 2H), 4,02 (t, 2H), 3,75 (d, 4H), 1,67 (m, 2H), 1,08 (t, 3H). MacJo.

5-1300xcazoamemancyasvPoriaamid, 3-(3,5-0uxiopo-4-b6ymoxcugpenia)-N, N-0u(2-
nponenia) (4 6): 'H IMP (CDCly): 7,74 (s, 2H), 6,76 (s, 1H), 5,72 (m, 2H), 5,25 (m, 4H),
5,45 (s, 2H), 4,06 (t, 2H), 3,75 (d, 4H), 1,83 (m, 2H), 1,54 (m, 2H), 0,97 (t, 3H). Macuro.

5-1300xcazoamemancyasbPoniaamid, 3-(5-xaopo-2-memorcugenina)-N, N-0u(2-npo-
nenina) (4 2): 'H IMP (CDCl3): 6 = 7,91 (s, 1H), 7,38 (d, 1H), 7,00 (s, 1H), 6,96 (d, 1H),
5,75 (m, 2H), 5,25 (m, 4H), 4,49 (s, 2H), 3,99 (s, 3H), 3,80 (d, 4H). Bpyrro-dopmyna Ci7 Hig
CIN04S. Bmaiimeno, %: Cl 9,25, N 7,30, S 8,47. O6uucaeno, %: Cl 9,28, N 7,32, S 8,37. T. .
87-88 °C.
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5-1300xcazoamemancysvdoniaamio, 3-(5-xaopo-2-emoxcugenin)-N,N-0u(2-npo-
nenin) (4 0): 'H IMP (CDCl3): 6 = 7,89 (s, 1H), 7,34 (d, 1H), 7,00 (s, 1H), 6,95 (d 1H),
5,72 (m, 2H), 5,23 (m, 4H), 4,47 (s, 2H), 4,09 (k, 2H), 3,74 (d, 4H), 1,44 (t, 3H). T. m1. 79-80 °C.

5-1300%xcazonmemancysvgoriaamio, 3- (5-xaopo-2-nponokcugenin)-N,N-0u(2-
nponenia) (4 e): 'H AMP (CDClz): § = 7,86 (s, 1H), 7,32 (d, 1H), 6,98 (s, 1H), 6,95
(d 1H), 5,71 (m, 2H), 5,23 (m, 4H), 4,46 (s, 2H), 4,08 (m, 2H), 3,74 (d, 4H), 1,87 (m, 2H),
1,08 (t, 3H). T. mwr. 70-71 °C.

5-1300xca3oamemancyasvPoriaamid 3-(5-xaopo-2-6ymoxcugpenina)-N, N-du(2-npo-
nenia) (4orc): 'H AMP (CDCl3): 6 = 8,01 (s, 1H), 7,32 (d, 1H), 6,98 (s, 1H), 6,90 (d, 1H),
5,71 (m, 2H), 5,23 (m, 4H), 4,46 (s, 2H), 4,01 (t, 2H), 3,74 (d, 4H), 1,79 (m, 2H), 1,45 (m, 2H),
0,95 (t, 3H). T. wr. 63-64 °C.

BarasbHuii Meton, cuHTe3y nHiposiHonoxigaux (5 a—x). o poszuusnis 0,001 moub Bij-
HOBi(HUX jiasisicyibdonimaMigis (4 a—K) B 5 MJI IUXJI0OpOMeTaHy B aTMocdepi CyXxoro aprosy
nomasasu 0,00001 mosb karasiizaropa [Ru| Ta BurpumyBasiu cymini npu KiMHATHIN TemepaTypi
(20 °C) nporsirom 30-40 xB. Bix 3aimmkiB KaTasizaTopa OPOJYKTH PeakIiil BiLIIsm 3a J10-
[IOMOT0I0 KOJIOHKOBOI XpoMmarorpadii (AlyOs, muxsiopomeran). Orpumani po3unHE yHapoOBaIn
y Bakyymi 20-25 mMM. pT. cT. npu KiMHATHI#E Temreparypi. Cyxi 3a/UIIKU TPOJYKTIB IT€pEKpHU-
crasizoByBasu 3 50% BojHOrO eranosy. Buxoau npojykTiB HaBeJeHo B TabJI. 1.

Izooxcason, 5-[(2,5-0dueidpo-1H-nipoa-1-iacysvgdorin)memunl-3-(3,5-0uxiopo-4-
emoxcugenina) (5 a): 'H AMP (CDCl3): 6 = 8,05 (s, 2H), 7,27 (s, 1H), 5,85 (s, 2H), 4,99
(s, 2H), 4,09 (m, 6H), 1,39 (t, 3H). T. mu. 103-104 °C.

Izooxcason, 5-[(2,5-0uzidpo-1H-nipoa-1-iacyavdonin)memunl-3-(3,5-0uxiropo-4-
nponorcugenia) (5 6): 'H AMP (CDClz): § = 7,73 (s, 2H), 6,73 (s, 1H), 5,75 (s, 2H), 4,49
(s, 2H), 4,09 (d, 4H), 4,01 (t, 2H), 1,67 (m, 2H), 1,08 (t, 3H). T. mwr. 95-96 °C.

Izooxcason, 5-[(2,5-0duzidpo-1H-nipoa-1-iacysvdonin)memuanl-3-(3,5-0uxsopo-4-
6ymoxcugenia) (5 6): 'H AMP (CDClz): § = 7,73 (s, 2H), 6,72 (s, 1H), 5,75 (s, 2H), 4,50 (s,
2H), 4,07 (m, 6H), 1,82 (m, 2H), 1,23 (m, 2H), 0,97 (t, 3H). T. 1. 93-94 °C.

Izooxcason, 5-[(2,5-0ueidpo-1H-nipoa-1-iacyavgonin)memuanf-3-(5-xaopo-2-me-
moxcugenin) (5 2): 'H AMP (CDClz): 6 = 7,90 (s, 1H), 7,39 (d, 1H), 7,00 (s, 1H), 6,95
(d, 1H), 5,77 (s, 2H), 4,53 (s, 2H), 4,11 (s, 4H), 3,90 (s, 3H). T. wr. 124-125 °C.

Izooxcason, 5-[(2,5-0uzidpo-1H-nipoa-1-incyasvgponin)memuanaf-3-(5-xaropo-2-emo-
xcugenia) (5 d): 'H AMP (CDClz): 6 = 7,91 (s, 1H), 7,36 (d,1H), 7,04 (s, 1H), 6,92 (d,1H),
5,77 (s, 2H), 4,54 (s, 4H), 4,11(m,6H), 1,47 (t, 3H). T. wr. 127-128 °C.

Izooxcason, 5-[(2,5-0uzidpo-1H-nipoa-1-incyavporia)memuanl-3-(5-xaopo-2-npo-
noxcugenia) (5 e): 'H AMP (CDCl3): § = 7,90 (s, 1H), 7,35 (d, 1H), 7,02 (s, 1H), 6,91 (d,
1H), 5,75 (s, 2H), 4,54 (s, 2H), 4,11 (m, 6H), 1,87 (m, 2H), 1,09 (t, 3H). T. mwr. 123-124 °C.

Izooxcason, 5-[(2,5-0uzidpo-1H-nipoa-1-iacyavgponin)memuanl-3-(5-xaropo-2-6y-
moxcugenin) (5 oc): 'H AMP (CDCl3): 6 = 7,87 (s, 1H), 7,34 (d, 1H), 6,99 (s, 1H), 6,90
(d, 1H), 5,74 (s, 2H), 4,51 (s, 2H), 4,08 (s, 4H), 4,02 (t, 2H), 1,81 (m, 2H), 1,46 (m, 2H),
0,95 (t, 3H). T. mr. 119-120 °C.

TakuMm 9uHOM, MPOBEIEHUMH TOCTIPKEHHSIME BCTAHOBJIEHO, 10 B PE3YJIbTaTi OKHUCHIOBAJIb-
HOT'O XJIOPYBaHHS 130TiypPOHIEBUX IMOXITHUX AJTKOKCIApUI3aMIMEHUX 1300KCA30J1iB YTBOPIOIOTHCH
XJIOPOAPUJIBMICH] CYTb(MOHIIXIOPUIN, STKi € BUXIJTHIMU CIOJIYKAMU TPU OTPUMAHHI JTIaJILICYIb-
doniamigis. Peakmisimu mMeTare3ucy i3 3aKpuUTTIM UKy CAHTE30BAHO HU3KY HOBUX XJIOPOa-
PUIBAMIMIEHUX TIPOTIHOBMICHUX CYJIB(DOHLIAMIIIIB 1300KCA30IbHOTO PSILY, SKi MOXKYTb OyTH I1€p-
CIIEKTUBHUMU $K ITOTEHINHHO 0i0/IOrYHO aKTUBHI PEYOBUHU.

ISSN 1025-6415  Jlonoeidi Hauionasvhoi axademii nayx Yxpainu, 2015, Ne10 69



IlnroBana maiTeparypa

1.

Bekhit A. A., Ashour H. M., Guemei A. A. Novel pyrazole derivatives as potential promising anti-inflam-
matory antimicrobial agents // Arch. Pharm. (Weinheim). — 2005. — 338, No 4. — P. 167-174.

Carr J. B., Durham H. G., Has D. K. Isoxazole anthelmintics // J. Med. Chem. — 1977. — 20, No 7. —
P. 934-939.

Hemlata K., Sunil K., Ashok K. Synthesis, antipsychotic and anticonvulsant activity of some new pyrazoli-
nyl/isoxazolinylindol-2-ones // Chem. Tech. — 2010. — 2, No 2. — P. 1010-1019.

Hae Y. S., Bun J. L., Jie E. L., Yong S.C., Hun Y. K., Hyunah C. Synthesis and Biological Evaluation of
Isoxazoline and Isoxazole Derivatives as 5-HT2A and 5-HT2C Receptor Ligands // Bull. Korean Chem.
Soc. — 2009. — 30, No 8. — P. 1873-1876.

Sahu S. K., Banerjee M., Sahu D., Behera C.C., Pradhan G.C., Azam Md. A. Synthesis, analgesic and
antimicrobial activities of some novel isoxazole derivatives // Dhaka Univ. J. Pharm. Sci. — 2008. — 7,
No 2. - P. 113-118.

Jadhav S. B., Shastri R. A., Gaikwad K. V., Gaikwad S. V. Synthesis and antimicrobial studies of some
novel pyrazoline and isoxazoline derivatives // E-J. Chem. — 2009. — 6, supp. 1. — P. 183-188.

Loh B., Vozzolo L., Mok B. J., Lee C. C., Fitzmaurice R. J., Caddick S., Fassati A. Inhibition of HIV-1
Replication by Isoxazolidine and Isoxazole Sulfonamides // Chem. Biol. Drug. — 2010. — 75. — P. 461-474.
Hasmox O. B., Toaosamiox B. M., Besyeauti I0. B., Kawxoscvxuti B. I. Cuure3 HOBUX CyIbdOHLIaAMITHIX
IOXITHUX 1300KCA30JLy peakuiero Meraresucy i3 3akpurram nukiy // Jon. HAH Vkpaiun. — 2015. — Ne 3. —
C. 127-134.

Schanz H.-J., Jafarpour L., Stevens E. D., Nolan S. P. Coordinatively Unsaturated 16-Electron Ruthenium
Allenylidene Complexes: Synthetic, Structural, and Catalytic Studies // Organometallics. — 1999. — 18,
No 24. — P. 5187-5190.

References

Ll

9.

Bekhit A. A., Ashour H. M., Guemei A. A. Arch. Pharm. (Weinheim), 2005, 338, No 4: 167-174.

Carr J. B., Durham H. G., Has D. K. J. Med. Chem., 1977, 20, No 7: 934-939.

Hemlata K., Sunil K., Ashok K. Chem. Tech., 2010, 2, No 2: 1010-1019.

Hae Y. S., Bun J. L., Jie E. L., Yong S. C., Hun Y. K., Hyunah C. Bull. Korean Chem. Soc., 2009, 30, No
8: 1873-1876.

Sahu S. K., Banerjee M., Sahu D., Behera C. C., Pradhan G. C., Azam Md. A. Dhaka Univ. J. Pharm. Sci.,
2008, 7, No 2: 113-118.

Jadhav S. B., Shastri R. A., Gaitkwad K. V., Gaikwad S. V. E-J. Chem., 2009, 6, supp. 1: 183-188.

Loh B., Vozzolo L., Mok B. J., Lee C. C., Fitzmaurice R.J., Caddick S., Fassati A. Chem. Biol. Drug.,
2010, 75: 461-474.

Pavliuk O. V., Holovatiuk V. M., Bezugly Yu. V., Kashkovsky V.I. Dopov. NAN Ukr., 2015, No 3: 127-134.
(in Ukrainian)

Schanz H. J., Jafarpour L., Stevens E. D., Nolan S. P. Organometallics, 1999, 18, No 24: 5187-5190.

Incmumym 6ioopeariukol Timit ma HaPmoximii Haditiwno do pedaxuii 29.05.2015
HAH Vxpainu, Kuis

70

A. B. Ilasmiok, }FO. B. Besyrusriii, B. H. T'osoBatiok, B. . KarnrkoBckuii

CuHTEe3 HOBBIX XJIOPOAPUJICOAEPKAIINX CyTIb(POHUIAMUI0B
M30KCA30JIbHOTO Ps/ia pPeaKIlmeil MeTaTe3uca ¢ 3aKpPbITUEM ITUKJIA

WNucruryT 6uoopranndeckoit xumun u Hedgprexumun HAH Ykpannsr, Kues

OKUCAUMENDHBLM TAOPUPOSGHUEM CUHMESUPOBAH PAO HOBHLL TAOPOGPUACOICPHCAUUL CYNDPHOHUA-
TA0PUAOE UB00KCA30AbHO20 PAJA, KOMOPbLE ObLAL NPEBPAULEHBL 8 COOMBEMCMBYUUE OUAAUACYND-
pornusamudo. C nomoupo pymenuii-kapberos020 KamMaAu3amopa Nposedena Peakyus, Memame3u-
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Ca € 3AKPLUMUEM YUKAG TOAYUEHHBT CYAbPOHUAAMUI0S. Hccaedosarvr HOBVIE TOMERUUAALHO OU-
0N02UNECKY, AKMUBHBIE NUPOAUHCOOEDPAHCAULUE TAOPOAPUNAMEULEHHBLE CYADPHOHUAAMUINBIE NPOU-
3600HblE U3OKCA30AA.

Karoueswie cno6a: MeTaTe3nc, pyTEHNH-KapOEHOBBIM KATAJIN3aTOP, U30KCA30JI, CYTH(POHUIXIIO-
pua, CyTbMOHUTIAMUT.

0. V. Pavliuk, Yu. V. Bezugly, V. M. Holovatiuk, V.I1. Kashkovsky

Synthesis of new chloroaryl-containing sulfonylamides of isoxazole series
via ring-closing metathesis

Institute of Bioorganic Chemistry and Petrochemistry of the NAS of Ukraine, Kiev

A number of new chloroaryl-containing sulfonyl chlorides of isoxazole series that have been converted
into the corresponding diallyl sulfonamides was synthesized by means of ozidative chlorination.
The ring-closing metathesis reaction of obtained sulfonamides was conducted with the help of the
ruthenium carbene catalyst. A number of new, potentially bioactive, pyroline-containing choroaryl-
substituted sulfonylamide derivatives of isoxazole was synthesized.

Keywords: metathesis, ruthenium carbene catalyst, isoxazole, sulfonylchloride, sulfonamide.
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