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CHUHTE3 U TUNOINJIUKEMHYECKASA AKTUBHOCTb AJKHJIAMHIAOB 2-AMHHO-
1,3,4-THAAUA30J1-5-CYJIbPOHHJI- U 5-CYJbPAMHI-1,3,4-THAAHA30JI-

2_ OKCAMHHOBOH KHCJIOTbI

XapbKOBCKUH (papMalEeBTHUCCKHH HHCTHTYT

M3apectHo [1—3], uto 3aMellleHHBIE aMUAbl aPEHCYJIb(POHHIOKCAMHHOBBIX
KACJOT TPOSBJSIOT BBHIPAXKEHHYIO CAXaPOCHHMKAIOUIYI0 aKTHBHOCTL M MaslOTIK-

CHYHHI.
[IpencraB/isioch HHTEPECHBIM JIJIsl H3y4YeHHsl CBS3€H MEXAy CTPOCHHEM

H JeHCTBHEM H3YUHTh 6HOJIOTHYECKYIO aKTHBHOCTh aJKWJIaMUJIOB 2-amuHo-1,3,4-
THAAHAZ0J-5-CYAbGOHUI- B B-cyabdamun-1,3,4-THanuasol-2-0KCaMHHOBBIX KHC-
JOT, ¥ KOTOPHIX CyJb(QOHHJBbHAS Tpynna CBsA3aHa C IE€TEPOLHK/IOM.
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Baaumopelicteuem 2-amMuHoO-5-cyabpamui-1,3,4-tuagnasona (I) ¢ IusTHI0K-
CaJiaToM (B NIPHCYTCTBMH METHJIaTa HATPHsI) WU XJOPAHTHAPHAOM MOHO3TH
cajaTa NnoJiydaroT cOOTBeTCTBeHHO 3¢upHl II u IV, KoTophle ¢ XKHUPHBIMH aMHHA-
MH oOpasyior ankuiaamuawel II1 u V.

Anxunamuau 111 u V npeacrasisior coGoit Genble KpHCTANIHYECKHE Belle-
CTB&, KOTOpPHIE XOPOLIO PacTBOPSAIOTCS B OpraHUYECKHX PacTBOPHTENSIX, a TaK-
2Ke B pacTBopax LUeJOoYeH.

HMuauBHAYa/NbHOCTD M CTPOEHHE INOJYUEHHBIX COeTHHEHHH NOATBEPIKNEHBI
AAHHBIMH  3JIEMEHTHOTO, xpomamrpa@nqecxoro H CIEKTPAJbHOrOo aHaJjH3a
(TabJ. 1).

B HMK-cnextpax ankujamuaoB II1 u V nabaiopaloTcss xapakTepHBIE IIO-
JIOChL IIOTVIOHIEHUSI BaJeHTHBIX KoJebauuit vco 1660—1730 ecM~t u vyg 3290—

3375 cm~1. KonebGauusi SO,-rpyni NnpejcTaBJ/JeHbl ABYMS HHTEHCHBHBIMH I10.I0-

caMH:vso, 1170—1180 ecm— u o, 1355—1370 cm~1,

Ankunaamugsel 11 u V aeasrorcs NH-kucnoramu. B ¢Bsiau ¢ 3THM MeTOLOM
IOTEHIHOMETPHYEeCKOTO THTpoBaHusA B 60 % BojHOM IHOKcaHe GbLIH H3MepEHbI
KOHCTaHTBl HMOHH3auuu (pK,), COOTBeTCTByMWOIHe OTIHIEIJIEHHIO NPOoTOHa. Kak
BHJAHO H3 TabJji. 1, anKu/bHbIE 3aMECTUTENH B aMHJAHOH YacTH MOJIEKYJB HCCTIe-
AyeMbIX COeJHHEHHH HE3HAUYHTEJIbHO BJHSIOT Ha BequuuHy pK.,. Kak u ciaeno-
BaJIO OXKHJIATb, 3aMEHA B M3YUEHHBIX pPaHee 3aMellleHHBIX aMHJAAaX OKCaMHHOBBIX
KHCJIOT apOMATHYECKOrO pPajKala THaJHa30/lbHEIM OCTATKOM NMPHBOAHT K 3Ha-
YHTEJIHLHOMY CHHUKEHHIO KHCJOTHOCTH HCCJAEAYEMBIX COEJHHEHUH.

buonornyeckre HCNLITAaHHS CHHTE3HPOBAHHBIX COEIMHEHHH Ha caxapo
Kalolylo aKTHBHOCTb NPOBOJAHJH OPTOTONYHMAHHOBBIM MeTOAOM [4], a ToRcuu-
HOCTb ONpeneasaH Ha OeblX MBIIIaX MetoJoM JIutubuabia H YHIKOKCOHA B MO-
muprnkanny M. A. Besenbkoro. JlanHnle aast coenurenus 1] v V B cpaBHeHun
¢ OyTaMHJOM HpHBEAEHBI B Taba. 2. -

Kaxk BuaHo u3 tabu. 2, uccieiyeMble COeJHHEHHS Aal0T CaXapOCHHUKAOIIHH
H THIOTVINKEMHUYECKHH 3((peKThl, KOTOPbIE 3aBUCST OT IPHPOJRI PaJHKA 4 B aMU]l-
HOH 4acTH MoJieKyJel. Hawubosnbillee cHuKeHHe caxapa B KPOBH BLISBIBAIOT aJi-
Kuiamunnel 111, comepxkamue uso-neHTHabHbiH (1113) u Genamapueii (I11k) 3a-
MECTUTE/H, a TaKXKe COeAHHEHHsI VK, 3, H, KOTOpbIe [0 THINOTVIHKEMHYECKOMY
JIeHCTBHIO HpHﬁJIHH{a}OTCH K OyTaMunay 160 paBHBI €My 110 AKTUBHOCTH. KHTe-
PECHO OTMETHTb, 4TO aJKujamuiabsl 1113, VK u Vi coxparsior caxapocHHKaro-
Y0 aKTHBHOCTbL H uepe3 24 u, 6}7T8MHI[ e K 3TOMy BPEMEHH NPAKTHYECKH
He BBI3LIBAET CHUXKEHHS YPOBHS caxapa B KPOBH.

Cpenu H3yueHHBIX COeIHHEHHH 0co00ro BHHMAHHUS 3aCTYKHBAET [UKJIOIEeK-
CHJIaMUJT - chIb(paMH.n-l 3,4-THaHAa30J1-2-0KCaMHHOBOH KHCJOTH! (VH), BbI3HI-
BAIOWIHH YCTOHYHBYIO THIIOTJIMKEMHIO, MAKCHUMYM KOTOPOH MNOCTHIAETCS dYepes
O 4 110C/I€ BBEeeHHS npenapara u CoxpaHsercs B TeyeHHe 24 u. Kak nokasamau
HCCJI&I{OBHHHH OCTPOH TOKCHYHOCTH, 3TOT IIpenapar, Kak H Pa] APYTHX COelH-
HeHHH, 3HAYHUTEJbHO MEHee TOKCHYeH, yeM OyramHI {(cM. Tabi. 2).
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Taoahupa 2

lNunoravkemuueckass AKTHBHOCTb adkuaamujioe 2-amuko-1, 3, 4-thannascia-S-cyinsdonun-(11)
H 5-cyartamua-1, 3, 4-THaanazol-2-cKCAMUHOEOH KHCJIOTH (V)

CpOK mocJie BReEeHU A Npeltapara, 4
2 | 4 6 | 8 |10 12 | 24 EE@?}-
CoenHHEHHE (BHYTPH-
OPIOUINH-

CHHHIKEeHMA YPORUSA caxapa, % N0 OTHOWEHHK K HCXOAHBIM AAHHBIM HO)
I11 a O 8 Fa 1 15 11 4 937
111 6 D 8 13 10 1] 8 3
111 B 4 8 3 7 b 6 B 728
INI T 3 3 8 17 20 14 6
i1l & 7 9 il 10 10 8 D
I11 e 12 14 14 13 18 12 b 836
[11 x 7 8 ol 7 9 9 8
I11 3 15 20 22 a2 26 17 Il
I11 u 14 15 12 14 14 3 7 1235
[1] x 27 28 28 26 17 10 9
V 4 26 24 25 26 20 16 9 736
V 6 3 13 14 15 10 | 8 D
V B 8 7 19 15 14 9 4
Vr 4 9 8 10 13 11 3 62!
Vi 5 7 10 12 11 7 5! 64
Ve 2 8 10 g 6 5 3
V X 16 18 26 28 31 18 15 920
V 3 21 29 27 25 24 | 19 8
V H 16 18 24 24 24 25 27 1120
VK 7 8 16 15 17 12 7
Byramun 21 25 30 24 23 19 5 700

B nesioM uayueHHBIe COeTHHEHHS MO CAXaPOCHHKAIOWIEH aKTHBHOCTH YCTY-
nalT npenaparaM, HMpPHMEHsIeMBIM B HacCTOsLIee BpeMs IIPH JiedeHHH JuHadera.
OjHakKo ITOJYUeHHLIE Ppe3YJbTaThl MNPEACTABJAIOT HMHTEpec MJId JaJbHeHIIero
noucka 3¢deKTHBHEIX IIPEnapaTroB CPeid AaHAJOroB 3THX COeAHHEeHHH.

JKCNepUMEHTAJbHAA XWMHUYECKasi 4acTb

HUK-cnekTpel cuumanyu Ha cnekrpodoromerpe UR-20 B Tabnerkax KBr
(c 0,5 %); pK, ompeznensasnu Ha npudbope pH-340 B BoIHO-THOKCAHOBBIX PacTBO-
pax ¢ MHJJIEMOJISIDHOH KOHIEHTpaiueH BelllecTB. TOHKOCIOMHYIO XpOMaTOrpa-
¢HIO OCYLIECTBJASIIM Ha maactuHkax Silufol B cucreme X/0pogopM — MeTaHOJ
(9:1).

dtuaosuiit aup 2-amuuo-1,3,4-THaNHA301-5-Cyb(OHUIOKCAMMHOBOH KHC-
potel (I1). K Merunaty HaTtpus, nouaydensoMmy us 0,23 r (0,01 monp) na i
U 25 ma a6cosoTHoro meranoJgsa, Jotasasiior 1,80 r (0,01 moss) I u 1,46 1
(0,01 moap) cyxoro JM3THUJ/IOKCAjaTa. PeakKIHOHHYIO MacCy BbIJIEPXKHBAIOT IIPH
KOMHATHOH TeMIiepaTtype B TeueHHe 1 4. MeTaHOJ OTTOHSIOT, OCTaTOK pasbaBJisi-
IOT BOJAOH, PUJIBTPYIOT, GUABTPAT NOAKHUCASIOT Pa3baBJIeHHOH COJSTHOH KHCJIO-
to#i (1 :1) go pH 5,0. Ocanok cywar 4 moayuyawot 1,96 r (70 %) I1 ¢ 1. mi. 208—
210 °C (urawpl u3 cmecu JJM®PA u 3TaHoga).

dTHA0BLIH 3thup S-cyibdamui-1,3,4-THaiHa30/-2-0KCAMHHOBOH KHCJIOTHI
(V). K pacteopy 3,6 1 10,02 mone) I B 15 M JeAAHOH YKCYCHOM KHCJOTHI H
1,74 r (0,022 Moap) NHPUANHA NMPH NEpPEMELUMBAHHH U OXJaXKAeHHH NpHOaBJId-
1T 3,2 r (0,022 Monb) XJopaHTHAPUAA MOHO3THJOKcasara. Ilepemernnsaror B
TeyeHHe | U npH TeMnepaType KuileHusl Boasanod Oanu. OxjaxpawT, pasdaB.sd-
roT BoloH. OcajgokK orduabTpoBhIBaoT u cymar. Iloaygator 3,52 r (63 %) 1V,
T. mia. 203 °C (IJ1acTHHKH H3 3TaHOJIA).

n-bByTuramua-2-amuHo-1,3,4-THaiHa300-5-CyabHOHHIOKCAMHHOBOH KHCNOThI
(I1te). K pacreopy 4,2 r (0,015 mosw) IV B 20 ma staHona mpubaB/siioT
2,2 r (0,03 Mosib) H-OyTHJIaMHHA M OCTABJAIOT Ha 12 U NpH KOMHATHOH TeMIlepa-
Type, npubapisiior 20 MJI BOJBI, NMOAKHCISIOT pa3GaB/JIeHHOH COJNAHOH KHCJIOTOH
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(1 :1) no pH 5,0. Ocanox OTQUIBTPOBLIBAIOT, CYIIAT ¥ NOC/TE NEPEKPHCTA/IH-

sanuu nosyuarot 4,38 r (95 %) Ille.
Amasnornuno noayuator 111 a—n, ®—K, V a—K.

JxcnepumeHTadbHas Ouojorpyeckass Hacrhb

Mayuenye IUIOTTHKEMHUECKOH AKTHBHOCTH NPOBOAW/IH Ha KPOJIHKAX-CaM-
nax maccoii 2——3 xr. Hccienyemble BellleCTBa BBOAHJ/IH NE€POPATLHO YEPE3 30HA
na 2 % xpaxmanbHo# ocHose B gose 0,05 r/kr. TIpoGel KpOBH /151 aHATH34 Gpa-
JM M3 YITHOH BeHbl Yepe3 PasHbie NPOMEXKYTKH BPEMEHHM B TCUCHHE 24 4 nocJje
OJIHOPA30BOTO BBeJeHUs mpenapara. ['HINOTIHKEMHYECKY aKTHBHOCTL BEILECTB
onpeneasnuy Ba 6—10 kponukax. Caxap B KPOBH ONPENEJISIIH OPTOTOJYHAHHO-
spM MetonoM 5] u merogoM Xaremopua u HMencena [5]. Tlomyuennbie pesyJib-
TATHl MOJBEPTA/]H CTATHCTHUECKOH obpaborke. [l/1s1 CpaBHEHHs CaxapOCHHKAIO-
niefi aKTUBHOCTH MHapaJsliesibHO HCCIAeAOBAJIH neiicteue 6yramuia.
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