N306peTeHne oTHocuTCcs K obnactm 6uonormyecks akTUBHBIX XMMMWUYECKUX COEAMHEHWA, KOHKPETHO K -
anmMeTunammHonponunamugy 5-6ymmn-1,3,4-tmagnasonn-2-okcaMMHOBOW KMCIOThl opMyrbi |
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KOTOpbln ObnafgaeT aHanbreTMyeckon, npPOTUBOBOCNANUTENBHOW, AUYPETUHECKON WU TMNOMTIYKEMUYECKON
aKTUBHOCTb 0.

YKasaHHble CBOWCTBa MO3BOMAKT MpeanonaraTs BO3MOXHOCTL MPVMEHEHMSI ero B KavecTBe cpeacTsa
KOMMMEKCHOro AeNCTBUSA: aHaNbreTM4eCKoro, NPOTMBOBOCMNANUTENBHOIO, AUYPETUYECKOTO U MMMNOTMMKEMUYECKOTO.

Llenbto n3obpeTeHus sBnsieTcs co3gaHve BellecTs, obnaaatowmx 6onee WMpPOKMM CNeKTPOM AeACTBUS U MeHee
TOKCUYHBIX.

Mpumep. y-AumetnnamuHonpommnamua 5-oymn-1,3,4-tmagnasonun-2-okcammHoBon kncnotsl (1).

K pacteopy 2,43r (0,01r-monb) metunosoro admpa 5-6ytmn-1,3,4-Tmagnasonmn-2-okCammMHOBOM KUCIOTbI B
15mn ataHona npubasnstoT 1,02r (0,01r-Monb) y-AMMeTUnaMmMHONponmnaMmHa 1 ocTaBnsaloT Ha 12 4 Npy KOMHaTHOW
TemnepaTtype. Bolgenueumnca ocagok oTeunbTpoBbIBatoT, cywat. KpuctannuayloT u3 ataHona. T.nn. 167 - 168°C.
Bbixoa 2,82r (90,1%).

HanpeHo, %: N 22,15; S 10,05,

C13H2N502S

BbluncneHo, %: N 22,35, S 10,23;

R¢0,86.

NK-cnekTp, cm™": 3330, 3020, 2950, 1660, 1585, 1480, 1420, 1240, 1080.

Xpomatorpadmueckaa koHcTaHTa Ry onpegeneHa Ha nnactmHe Silufol B cucteme pactBoputenei aTaHon-
rekcaH-xropodpopm (1:1:1) 1 nposiBneHa napamu noaa.

AHanbreTMyeckast akTMBHOCTb MOJTYHEHHOIO COeAMHEHMNS n3ydeHa Ha 6enbix Mbiwax oboero nona maccon 18 -
20r. Bcero noctaBneHo 36 onbiToB. Belectso BBOAAT KMBOTHBIM MepopanbHO B Ao3e 44,7MI/KI 9KBUMONEKYNAPHON
Ols0 aHanbrHa (Bso aHanbruHa 50mr/kr). OnpeaerneHue aHanbreTM4ecKod akTUBHOCTU MPOBOAAT Ha Mogenu
YKCYCHbI X Kopyel. [Ina atoro Yyepe3 15 MyvH nocrie BBEAEHWS UCCMNEQYEMOr0 COeAUHEHNST BHYTPUOPIOWMHHO BBOAAT
3%-HbIA pacTBOpP YKCYCHOM KucnoTbl B fo3e 300mr/kr CoegmHeHne opmynbl | sBNsieTCS akTUBHLIM aHalbreTMKoM,
npeBbILaLLMM MO akTUBHOCTM aHanbrvH B 1,6 pasa, 6yraamoH B 1,9 pasa.

MpoTBOBOCNANUTENBHYIO aKTUBHOCTbL CoeauHeHUs1 oopMyrnbl | onpeaensiym Ha 6enbix Mbilwax maccoi 18 - 20r
no metoauke CtpenbHukoea HO.E. BocnaneHue Bbi3biBanu nytemM BNpbICKMBaHWSA B Tonwy 6eapa ogHOM U3 nonaTok
0,1mn 2,5%-Horo pacteopa copmanmHa. Nccrnegyemoe BeLECTBO BBOAUIIN BHYTPMXKENYAOYHO M3 pacyeTa 102mr/kr
MaccChbl XXMBOTHOTO (Oo3a akBuMornekynsapHa s, 6ytaguoHa 100Mr/kr) 3a 2 4 OO MHbeKUMU dopMmanvHa, a 3aTem
Yepes 5 1 18 4 nocre BBegeHMsA GrIOroreHHOro BeLlecTsa.

O BbIpaXXeHHOCTM aHTUIKCccyaaTMBHOro 3adpekTa mccnegyemMoro CoeauHeHus CyasaT Mo pasHOCTM B mMacce
BOCMAasneHHbIX N HEBOCNANEHHbIX NanokK OMbITHbIX MPYMNM XXMBOTHLIX MO OTHOLLEHWIO K KOHTporto. Bcero noctaBneHo
72 onbiTa. WN3ydeHne npoTMBOBOCNANUTENbHOMO AEWCTBUSA  y-OMMeTunamuHonpommnamuga 5-6yrmmn-1,3,4-
TMaanasonunn-2-okCaMmmHOBOWM KMCMNOTbI MPOBOAUIN B CPABHEHUM 1 NapanrnensHo ¢ 6yragnoHom. MNocnegHuini BBoaAAT
B go3e 100mr/kr (3s0) Macchl XXMBOTHOIO TakKe BHYTPYXKEMYAOYHO.

Pe3ynbTaTel ONbLITOB MOKa3anuW, 4YTO MNPOTUBOBOCMANUTENbHAs aKTUBHOCTb HOBOMO COEMHEHUs paBHa
aKTMBHOCTM ByTagMoHa 1 faXe HeCkoNbKo NpeBocxoauT ee (cm. Tabn. 1).

MouyeroHHble CBOMNCTBa HOBOMO coeanHeHUs uaydanu Ha 12 Gernbix Mbiwax maccon 18 - 20r, KOTopbiIM BBOAMIU
BelecTBO B Ao3e 177Mr/kr (KBMMOneKynspHoi fose makapba 125mr/kr) BHYTpUKenygoyHo Ha ¢poHe BOAHOW
Harpy3ku. OQHOBPEMEHHO C 3TUM Opyras rpyrna XMBOTHbIX Nonydana avakapb B gose 125Mr/kr ¢ Ton e BOAHON
Harpyskoi. B aTon nose guakap6 B aKCnepMMeHTe Bbi3biBAET BblpaXEHHbIA AnypeTudeckuii adppekT. O6bem Mouu,
BblAENEHHbIA XMBOTHBIMM 3a 5 4, Crykun mnokasaTeneM MOYEroHHOMW aKTMBHOCTM BellecTBa W cTaHgapTa.
lMony4eHHOe KOMMYECTBO MOYM Y MbILLIEN, KaK 3a KaXkAbIM Yac, Tak U 3a BeCb OnbIT nepecymTsiBany Ha 100r maccel
XMBOTHOro. MiccnepoBaHust nokasanu, YTO HOBOE COEAUHEHUE MPEBOCXOAWUT MO aKTUBHOCTM M3BECTHLIX OUYPETUK
Anakapb Ha 31% (cv. Tabn. 2).

MMNormmMKkeMMyeckyto akTMBHOCTb CMHTE3MPOBAHHOTO COEAVHEHNS UCCMeAoBany Ha KponvKax Npu oaHOKpaTHOM
nepoparnbHOM BBELEHWW B CPABHEHUN C LUMPOKO MPUMEHSIEMbIM B MEAMUMHCKOW NpakTuke Gyramuaom. YpoBeHb
caxapa B KpOBM onpeensan opTo-ToNnyuamMHOBbIM MeToAoM Yepes 2,4, 6, 8, 10 1 24 4 nocne BBeAeHUA npenapaTta
B 4o3e 58Mmrkr, akBumonekynapHon fose 6yramuaa 50mr/kr.
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AHanbreTHieckKas, NPOTHBOBOCMANHTE/IBHAA AKTHBHOCTBH H
TOKCHYHOCTD [ =AHMeTHIAMHHONDOMHMaMHOa 5-6yTwn-1,3,4-
~THaAHASONKN-2~0KCAMHHOBONH kuciotu (I)

Coesunenue Hosa, Anansre- |llporusosoc- |J, nns
Mr/kr SHPYIOMMA | ManHTensHEud | Msmedt,
apbexrt, % |oddexrt, % Mr/kr

T * 81%1,9 24+0,3 4850
Byrapuon 100 4140,6 2240,5 270
AHansrue 50 50+0,8 - 1197

MpumeyuaHnue: ¥ - DxBUMONEKYNApHAR 3)1‘0 aHanp=
ruda 44,7 wmr/xr;
SKBHMONeKynApHaa 3], 6yra-
auora 102 wmr/xr.

PesynbTaThl nccrnegoBaHui nokasanu, YTo coefuHeHuwe | B cpegHeM 3a 24 4 nNpeBOCXOAUT MO aKTUBHOCTU
oyramug n coeguHeHne gopmynsl 118 1,3 1 1,9 pasa cooTBETCTBEHHO (CM. Tabn. 2).

" .Ta6nuuyua 2
luyperHdeckad, IHIOMIHKeMHYecKad aKTHBHOCTL H ocTpas
TOKCHYHOCTH § =AHMETHRAMHHONpONHNaMuna S5=6yrun-1,3, 4~

~THAZHA3O0MHN~2~0KCAMHHOBORK KHCIOTH

Coepgunenne | CHHKeHHe caxapa B KpoBH, Z, 06beM Moo= JUI”J].J'IR
yepes 4 g, Z,Bu~ |Moonei,
femeHHel | Mr/kr
2 4 6 8 10 24 | vpmamu 3a
5 uyacos
onLiTa no
OTHOMEHHK
K KOHTpPO-
0¥
1 17 30 39 37 29 18 241 2850
11 13 16 27 20 12 6 - 540
ByTamug 21 25 30 24 23 5 ¢ = 700
Huakapt - - - - = = 210 1077

*
O6neM Mouu, BhHAeneHHbH] KOHTPONbHOK rPYNAOR Mumeit, HPHHAT
sa 100%,

OcCTp Y10 TOKCUYHOCTb MOMY4EHHOTO COEAMHEHNSA U CTaHOAPTHLIX MpenapaToB u3ydanu Ha Benbix Mbiwax oboero
nona maccot 18 - 20r. MUccnepgyemoe BeLeCTBO BBOAMIM BHYTpMXenyao4Ho B gosax 100, 500, 1000, 2000, 2500,
3000 n 5000mr/kr. Ha kaxayto o3y 6panu 6 XUBOTHbIX, 3@ KOTOpbIMU Benu HabniogeHue B TevyeHue 7 OHEen.
MonyyeHHble AaHHble GbINK NOABEPTHYTHI MaTeMaTuyeckomy aHanudy. CpaBHMBaeMble CPEAHNE BENMUMHbBI cHATaNn
cTaTMcTnyecku goctoeepHoiMu npu P < 0,05.

OcTpasi TOKCUYHOCTb U3YHEHHOIO COeAMHEHUS, paccunTaHHasa no metogy npobuTt-aHanu3aa MNposoposckoro B.B.,
MeHbLLe, YeM y ByTagneHa, aHansMmHa, 6ytamuaa, guakapba n coegmHerms opmynsl |l cootBeTcTBEHHO B 18;4; 7;
4,519 pas.

CoeavHenne | obnagaeT HECKONbKMMM BUOAMU AKTMBHOCTM (@HanbretMyeckasi, NpoOTUBOBOCMANMTESNbHASA,
anypeTtuyeckasl, rMnornmkeMmyeckas), YTo 3HaunTeNbHO pacLuMpsSeT BO3MOXKXHOCTA MPUMEHEHWST €10 B MeOMLIMHCKOM
npaKkTuke.

N3yyeHHOe coefuHeHVe Mo akTUBHOCTU U 6e3BpeaHOCTU 3HAYMTENbHO NPEBOCXOAMT LUMPOKO MPUMEHSIEMbIE B
MeaVLMHCKON MpakTuke npenapatbl U CTPYKTYPHbIVA aHanor coeguHeHue dopmynbl |1

Nno aHanbreTM4eckom akTMBHOCTM aKTUBHEE aHarnbrvHa B 1,6 pasa u B 4 pasa MeHee TOKCUYHee ero,

no aHanbreTM4Yeckom akTMBHOCTU akTuBHee ByTaguoHa B 1,9 pasa n B 18 pa3 MeHee TOKCU4YHee €ero,

NPOTUBOBOCMNANMTENbHAsA aKTMBHOCTb paBHa akTMBHOCTM OyTaguoHa u B 18 pa3 MeHee TOKCUYHee €ero,

no guypetnyeckon aktmeHoctT Ha 31% akTmeHee gmakap6a v B 4,5 pasa MmeHee TOKCMYHee €ero,

Nno MMMOrfMKEMUYECKOA aKTUBHOCTU NPEBOCXOAMT ByTaMuna u CTPYKTYPHbIN aHanor coeguHeHue dopmynel Il B
1,3 1 1,9 pasa coOTBETCTBEHHO, ABMNSASACb MEHEE TOKCUYHBLIM B 7 U 9 pa3 COOTBETCTBEHHO.

Manas TOKCUMYHOCTb COeaMHEHNS N BblCOKas 3hdeKTUBHOCTL Kak aHarnbreanpyoLwero BelecTsa, obnagatoLwero
NpPOTUBOBOCMANUTENbHBIMW, ANYPETUYECKUMUA U TUMOMMMKEMUYECKUMU CBOMCTBAMU, JenaeT nepcrnekTUBHbIM
co3faHMe Ha ero ocHoBe 06e3BpegHOro UM  BblCOKOA(MEKTUBHOIO HEHAPKOTUYECKOro aHanbretuka c
NPOTUBOBOCNANMUTENBHOW, ANYPETUYECKOM U TMMOTIIMKEMMNYECKOA aKTUBHOCTbHO,



