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PEAKIITA N-(N’-AHETWIAPWICYJIb®OHAMII0)
TVIYTAPIMIAIB 3 AMIHAMMUM TA I'TIPASUHOM.
BIOJIOITYHA AKTUBHICTb CUHTE3OBAHUX CIIOJYK

B.I1. Yepnux, B.[.Topsuamit, X.M.Kanaan, A.Il. MuipHNKOBa,

I.I.bonpapuyk, JI.A.Illemayk

HauioHanbHa (papMalieBTUYHA akKafeMisl YKpaiHU
JliBaHCBKMIt yHiIBEpCUTET

Hociipkena peakuia rigpa3uHonizy Ta aMOHOJI3y
N-(N'-agetwnapuicyibonamino)rryrapimiais,

sKi Bmepme Oy/JM 3aCTOCOBaHi 11 CHHTE3y 3aMi-
HIEHHX aMifiB Ta riapa3uaiB apuwicyiabgoHoriapa-
3UiB IIyTapoBoi KHCJI0TH. OTpHMAaHi COJYKH BH-
SIBIWIM NOMIpPHY aHAJITeTHYHY TA CEYOTiHHY AKTHBHICTD.

ApuicyanhoHorigpa3suain AIMKapOOHOBHX KMCIOT
Ta X MOXi[Hi BUKJIMKAIOTh iHTEpeC SIK Ipyria CIOIyK
3 BUCOKOIO 0iOJIOriYHOIO aKTUBHICTIO [4]. 3a3HadyeHi
CTIOJYKU IiKaBi i B IUIaHi PO3BUTKY TEOPETUYHHUX

ysBIIEHb B opraHiyHift ximii [7, 8]. Ha ix ocHoBi
3MIMCHEHUII CHUHTE3 HOBHX AalIWIIOIYMX 3ac00iB —
LIMKTYHMX iMigiB, aToM a30Ty SIKMX 3B’sI3aHUU 3
CyIL(pOHAMITHOO TPyHoIo [2, 5], Ta BUBYEHUI! BIUIUB
OCTaHHbOI, IK NH-KHMCIOTHOro LIEHTPY, Ha pe3yib-
TaT peaxiiil JyXHOTO Tilpoii3dy, aJKorojizy [6] Ta
rigpasuHoiizy [3]. BctaHOBJIEHO, 110 B OCTAHHHOMY
BUIAJKY peakllis YCKIaTHIOETbCS YTBOPEHHSIM CONEH
3a y4YacTIO CYJIb(POHAMITHOI TPYIIH.

VY nponeci cuntedy N-(apuicyabhoHaMino)rmy-
tapimMinis (1) 3 BigmoBigHUX apUICyTbPOHOTIAPA3U/IIB
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) Tabmna 1
Xapaxrepucturu aminis (I11a,0) Ta rizpasuzgis (IVa-B) apmicyasgoHOTiApasuaiB rIyTapoBol KMCIOTH
Buxig, % 3HairigeHo, % Bu BaHO, %
Cnonyka R A 2 T.nn.°C o > BpyTtTto dopmyna paxy . pKai | pKa2
cn. A cn. b N S N S
lla 4-CHs 79 81 195-197 | 10,90 8,20 C19H23N304S 10,79 | 8,23 | 10,11 -
e 4-Br 77 83 166-168 | 9,26 6,87 | CiaH20BrN304S | 9,25 7,06 9,18 -
IVa 4-Cl 87 92 151-153 | 16,65 9,60 C11H15CIN4O4S | 16,74 | 9,58 9,58 | 2,73
IV6 3-NO2 95 87 161-163 | 20,38 | 9,12 C11H15N506S 20,28 | 9,28 | 9,34 | 2,71
Ve 4-NHCOCHS3 89 84 159-161 | 19,34 | 9,27 C13H19N505S 19,60 | 8,97 | 9,80 | 2,70
Mpumitka. Cnonyku llla, 6 kpucTanizysanu 3 sBogHoro AM®A, IVa-B — 3 Boguw.
Taboma 2
HaHi crieKkTpaJbHMX MeToAiB aHajizy aminis (IIla, ©)
Ta rigpasuais (IVa-B) apuicyishoHOriApas3uaiB IJIyTapoBoi KMCJIOTH
14-cnexTpu MMP-cnekTpu, XiMidHnia 3cys
Cnonyka
UNH ve=0 amig | | SnH amip Il | vso2 | vsoz [H apom. (4H, m)| NH (1H, ¢) | a-CH2 (2H, 1) | B-CH2 (2H, m)
lla 3328 1704 1528 1336 | 1160
3208 1672
6 3328 1700 1528 1360 | 1184
3208 1672
Va 3328 1712 1524 1340 | 1160 7,80-7,59 10,04 1,95 1,52
3288 1640 8,90 1,89
V6 3312 1664 1532 1352 | 1168 8,51-7,85 10,17 1,94 1,48
1640 8,89 1,86
3600 1680 1536 1336 | 1168 7,69 10,30 1,93 1,52
Ve 3320 1656 9,95 1,89
3224 8,90

[JIyTapoBOi KMCJIOTH B HAIUTUIIKY OIITOBOTO AHTil-
pHAY B TIDMCYTHOCTI alleTaTy HaTpilo BUIUIEHi N-
(N’-anermwnapwicynbdoHamino)rayrapimMion (IT) [5].
CynbpdoHaMiIHA TpyTia TaKUX CIIOJNYK alleTUIbOBa-
Ha 1 He MOXe BMSBISTH KHUCJIOTHiI BJIACTHBOCTI.
HocnimkeHHIO peakiliii TiZpa3uHONi3y i aMOHOJII-
3y N'-anetwriMiniB (II) npucBaYeHa mIpeacTaBieHa
poborTa.

Bpaxosyiouu 3aaTHicts N'-anerwrimMiniB (II) rin-
POJITHYHO PO3KPHBATH iMITHWNA LUKJI 3 HACTYITHUM
BiLEIUIEHHSIM alleTWIBHOTO 3IMLIKY ITpW il JIyTy
[6], Oynu mochmimkeHi iX peakiii rimpa3uHOJI3y Ta
aMOHOJIi3y, SIKi MOrjid 6 3HAWTH 3aCTOCYBaHHA, 5K
HOBi criocobu cuHTe3y 3amimeHux amigiB (III) ta
rigpasumiB (IV). e 0co61MBO BaxXJIMBO 3 ypaxyBaH-
HAM Toro daxkry, o N'-amerwriiMimy (II) OLTBII
JgocTynHi B cuHTesi, Hix imimu (I). Jmst ocraHHix
napajieJlbHO Oysa IIpoBeleHa peaxilis 3 aMiHaMH Ta
TigpasuHOM.

AMioyBaHHS NEPBUMHHUMM apOMaTHIHUMM aMi-
Hamu iMimiB (I) (cm. A) Ta N'-anerwnimigis (IT) (co. b)
3OiCHIOBAIM B cepeloBulli 25% BOTHOIO PO3YMHY
AM®A. ‘

TNppasumu (IV) 3a cnocoboMm A Oyim omepkaHi 3a
METOIMKOIO BiMOBiaHO 10 pobotH [3]. 3a criocobom
b BoHHM Oymu orpuMaHi peakiiero N'-alleTWIiMifiB

(IT) 3 ToABiHOIO KUIBKICTIO ripa3uH-riapary B 1iOK-
cani (Cxema).

Bynosy aminis (II1) ta rinpasunis (IV) noseaeHo
3a JIOIIOMOTOI0 IaHMX €JIEMEHTHOT'O Ta CTIEKTPATBHUX
METOMIB aHai3y (Tab. 1, 2). JIJist oTpUMaHUX CIIOIYK
(I11,IV) Oynu BUMipsiHi KOHCTaHTH iOHi3alii. AHaJi3
BenmunH pKa amimis (III) moka3ye, mio BOHH €
cnmabkumu NH-kucnoramMu, Ha KUCIOTHICTh SIKMX
BIUIMBAIOTH 3aMiCHUKHU B apUJICYIb(OHOTIApa3UIHii
yacTrHi Mosnekyid. Tigpasumu (IV) nposiBisiioTh SiK
xucnotHi (pKai), Tak i ocHoBHi (pKa3) BiacTUBOCTI.
KoHcTaHTa 0OCHOBHOI i0Hi3al1iil XapaKTepU3y€e MPUET-
HaHHS TIPOTOHY OO aTOMy a30TYy TiIpa3uIHOi TPy
(tabm. 1).

Tinpasumm IV BUSBWIN aHAITETUYHY aKTUBHICTB,
sgKka craHoBUTh 10-15%, mocTyraouuch npemnaparam
IOpiBHAHHS — BOJIBTAPEHY Ta aHAIbriHY. AHai3
JiypeTMYHOI aKTHMBHOCTI ITOKa3aB HEBHUCOKY CEYO-
riHHy Hifo, ska MeHiia B 1,5-2 pasu HiX y dypo-
ceMimy. AMinm 111 BUSIRISIIOTE aHTUAIYPETUYHY ilO.

ExcnepumeHTa/IbHA YaCTHHA

BusHauyeHHsT KOHCTAHTH iOHi3allil MpOBONWIN B
60% BomHOMY Oiokcani 3a Metonukoro [1]. I4-crekT-
pu 6y BUMIpsTHI Ha criekTpodoToMeTpi “Specord-
M-80” B Tabmetkax 3 KBr. Y®-crniekTpu 3HATI Ha
npuiani “Specord-M-40” B eraHOJII (KOHLIEHTpaIlist
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PEYOBUH 103-10°° Monb/n). [IMP-ciextpu otpu-

MaHi Ha crmektpometpi WP-200 “Bruker” y posuusi
HIMCO. Po6ouya yacrtora Ha H=200 MT'u. Ximiuni

3CYBH PO3Pax0OBaHi BiAMOBITHO 10 BHYTPILIHBOTO CTAH-
IapTy — TeTpaMeTWICHIAHY.

n-Tosxinamin 4-meTwiGensoncy mdonoriapasuay ry-
tapoBoi kuciaoru (I11a) (Tab.1).

Crioci6 A: To 2,82 r (0,01 Monb) N-(4-mermi-
GensoncynbdoHamino)rryrapiminy B 10 Mt 25% po3-
unHy IM®A ponaiors 2,14 r (0,02 Mons) n-Toyi-
JUHY, HArpiBaroTh B CEPEOBUIII KMILITYOIO POIIMH-
HHKa 3i 3BOPOTHMM XOJIOMWIBHMKOM IpOTSIroM 30 XB.

OXO0JIOIXKYI0Th, Pa3sBONATH BOLOIO i IMAKUCITIOOTH

HCI (1:1) mo pH 7,0. Ocaz BindinbTpoByioTs, CyIaTh.

Buxin — 3,1 r (79%). KpucranisyloTs 3 BOZHOrO

AM®A. T.ur. — 195-197°C.

Cnioci6 b: 1o 1,62 r (0,005 Mosns) N-(N'-anerwi-

4-MeTibeH3o0scybghaMino)myrapiMiny B 10 M 25%
posunHy IM®A nopators 1,07 r (0,01 Mosns) m-

TOJIYiIIMHY, HArpiBaloTh B CEPENOBHUIIN KHILITIOrO

pPO3YMHHHUKA 3i 3BOPOTHUM XOJIOMWIBHUKOM IMPOTSI-

rom 30 x8. [laiti HOBOZSTBCS Tak, SIK y TIOHEPETHBOMY
nocmimi. Buxin — 1,51 r (81%). T.mm1. — 195-197°C.

3MiliaHa mpo6a CIIoyK, OTPMMAHMX CIIOCO6aMU
A'i b, He naBana nenpecii TeMrepaTypH IUTABTEHHS.

T'inpazun 4-xnopGensoncyndonorinpasuny riyra-
posoi kucioru (IVa) (ta6x. 1).

Crmoci6 b: Mo 1,72 r (0,005 Moms) N-(N'-ame-
TUI-4-x710pbeH30MCyTBhOHaMIno)TyTapiMiny B 10 M
miokcady nozxaots 0,54 v (0,011 Mons) rinpasus-
rigpary i 3aIMILaloTh CTOSTH 10 OXONoIKeH s, Ocan
PO30aBIAIOTE BONOIO, BiA(LIBTPOBYIOTL i CyIIATh.
Buxix — 1,54 1 (92%). T.m1. — 151-153°C. Crionyku
IV6,B oTprMaHi 3a LIMM Xe CITOCOOOM.

BMUCHOBKHA

1. 3nificHeHuit cUHTe3 Tinpa3suiiB Ta 3aMillEHMX
aMiliB apuwiCyIbHOHOTIAPA3UIIB [ITYTAPOBOI KHUCIIO-
T Ha ocHOBI N-(N'-aneTmnapwicynshoHamino)ry-
TapiMifiB.

2. IIposeneHuii apMakonOrigHMil CKPUHIHT CHH-
TE30BAaHMX CIIONYK M BHSBJICHA IX aHAJTETHYHA Ta
CEYOriHHA aKTHUBHICTb.
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PEAKIIMA N-(N'-AHETHUJIAPWICYJIB®OHAMUIO) IITY-
TAPUMHWI OB C AMUHAMMU U TUIPASUHOM. BUOJIO-
IT'MYECKASI AKTUBHOCTb CUHTE3UPOBAHHBIX CO-
ENUHEHUN

B.IT. Yepnbix, B.JI.Topstamit, X.M.Kanaan, A.T1.MbuibHUKOBa,
N.U.Bounapuyk, JI.A.Illemuayk

Hccnenopansl peakuuy rvapasMHOIM3a H aMMOHO/IM3A N-(N'-
AUeTHNIapUICYIbOOHAMHIO) TIYTApPUMMIOB, KOTOPELIE BIIEpPBHIE
6bUTH  MCTIONB30BAHB! [Vl CHHTE3a 3aMEIIEHHBIX AMUIOB U
TUIPa3suioB apwiCyIbGOHOTUIPA3UAOB [IyTAPOBOM KUCIOTHL.
TomyyeHHbIe COEAMHEHHMS BRISIBUIM YMEPEHHYIO aHATBIETHYEC-
KYIO U MOYETOHHYIO aKTUBHOCTD.

UDC 547.124:542.951

REACTION OF N-(N'-ACETYLARYLSULFONAMIDO)
GLUTARIMIDES WITH AMINES AND HYDRASINE.
BIOLOGICAL ACTIVITY OF SYNTHESIZED COM-
POUNDS

V.P.Chernykh, V.D.Goryachiy, H.M.Kanaan, A.P.Mylnikova,
I.I.Bondarchuk, L.A.Shemchuk

The reactions of hydrasinolises and ammonolises of N-(N'-ace-
tylarylsulfonamido)glutarimides are investigated which have
found the use for synthesis of substituted amides and hy-
drasides of arylsulfonohydrasides of glutaric acid. The com-
pounds obtained have revealed moderate analgetic and diu-
retic activity.
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