N306peTeHne OTHOCMTCA K HOBbIM OMOMOMMYECKM aKTUBHbIM XAMMWYECKUM COEOUHEHUSM, a WMEHHO, K
mMeTunamuHy 6-kapbaTokcMbeH30T1a3omn-2-0KCaMMHOBOM KUCNOThl, ObnagalolemMy MeCTHOaHeCTe3npyLen,
ONypeTUYEeCKON N aHanbre3upyloLen akTMBHOCTLIO.

Bnarogaps nepeuicrneHHbIM CBOMCTBAM OH MOXET HaWTW NMPUMEHEHWE B MEAMLIMHCKOW MpakTVKe B KayecTBe
MECTHOTO aHeCTeTMKa M aHarbreavpyloLero cpeacTsa ¢ AMYPETUYECKUM 3dEKTOM.

Llenb u3obpeTeHVs - BbISIBMEHME HOBOIO COYE€TaHMS KOMMMEKCHOro Ouorornyeckoro AencTBus B psagy
nNpon3BoaHbIX 6eH30TNa30NUN-2-0KCaMUHOBOW KNUCIOThI.

Mpumep. MNonydeHne meTnnammHa 6-kapbaTokcMbeH30TMa3oNmUM-2-0kCaMun-HOBOW KUCMOThI (coeanHeHue ).

K pacteopy 3,08r (0,01mons) metunoBoro adwmpa 6-kap63aTokcnbeH30Tna-30nmn-2-0KkCaMMHOBOM KUCIOThI B
30mn meTaHona npubaenatoT 5mn 25%-HOro BOAHOrO pacteopa MeTUMNamuHa M OCTaBrnsAT Ha Houb. MogkmucnsawT
pasbaeneHHon HCI (1:1) go pH 5. Ocagok oTdmnbTpoBbIBaloT U cywat. Beixog 2,271 (74%). Kpuctannmsyiot 13
BOOHOrO AnokcaHa. TemnepaTtypa nnaeneHus 237-238°C.

MonyyeHHoe coeauHeHve | - GecuBeTHOE KpUCTanM4eckoe BELLECTBO, PacTBOpPUMOE B BOAE M OOMbLUMHCTBE
opraHuyeckux pacTBopuTenen.

CTpoeHue nomy4eHHOro BellecTBa MOATBEPXKAEHO [JaHHbIMM 3rnemMeHTHoro aHanmu3a u  WK-cnekTpos;
HOMBUOYaNbHOCTb KOHTPONMPOBaNM MeTO40M TOHKOCIIOWHOW XpoMaTorpadmu.

HarpgeHo,%: N 13,91; S 10,57.

C13H13N304S

BbluncneHo,%: N 13,67;S 10,43.

Rf 0,58 (B cucteme xnopodgopm -metaHosn - MO A 7:3:3).

NK-cnexTp, cm™: 3260, 2980, 1700, 1520, 1440, 1255.

N3yyeHne papmakonormyeckon akTMBHOCTM MeTunamuga 6-kap63TokcubeH3o-Trnas3onun-2-okcaMmMHOBON
KUCIOThI.

VMccnepoBaHMe MeCTHOaHEeCTe3upyoLWen akTMBHOCTM MPOBOAMIN Ha ndArywkax oboero nona maccon 45-47r.
AHecTe3uio y Narylwek ¢ MHTaKTHOM HEPBHOW CUCTEMOW Bbi3blBanu NyTeM annnvkaumm cefanuiiHoro Hepea BaTHbIM
TaMMNOHOM, KOTOpPbI/ MPOMUTLIBANU PAaCTBOPOM COEAMHEHMUS U3 pacyeTa 25MI/Kr Maccsl XKMBOTHOTO.

Y XUBOTHbLIX NMpenapvpoBarM CefarvliHbIi HEPB Ha ypPOBHe BepxHen TpeTn Oeppa, 3aTemM B 3TOM MecTe
NPOM3BOAUIN, anNNMKaLMIo BATHbIM TaMMOHOM LWMpUHOW 0,5cM, KOTOPLIA NPONUTLIBaNM pacTBOPOM coeanHeHus. Mo
OTCYTCTBUIO OOLUE OBUTaTENbHOW peakuun MNpu pasgpakeHUun MNPOoKCMMarnbHOM TOYKM, T.e. Ha Y4acTKe Bbllle
HanoXeHWsl TavnoHa, onpeaernany HapyleHne NPoOBOAMMOCTM No adydepeHTHbIM BOJIOKHAM CeanuvLIHOMo HepBa.

O MecTHOaHecTe3MpyloLen akTMBHOCTU Cyaunv MO BPEMEHW OTCYTCTBUS OO LUe ABuraTenbHOW peakuumn npu
pasapaxeHun NPOoKCUMarbHOM TOYUKM.

MapannensHO mccnegoBann MeCTHO-aHECTE3UPYIOLLYI0 aKTMBHOCTb HOBOKauHa. Bcero Obino nocraeBneHo 16
OnbITOB.

MouyeroHHble ceoncTBa coeguHeHus | nsydanu Ha 18 G6enbix Mbiwax BecoM 18-20r, KOTOPbIM BHYTPUXENYOQOYHO
BBOAWMNN BELLECTBO B A03e, IKBUMONeKynsapHoun S0Mr/kr agmxnotmasvga (auMxnotvasug B 3TOM Jo3e npossnseT
MakcumarnbHbli anypetudeckuii acpdekT), T.e. B Ao3e 51MI/Kr Macchl XXMBOTHOIO Ha (pOHE BOOHOW Harpysku 1mn.
OpHOBPEMEHHO C 3TMM Apyras rpynna XJMBOTHbIX Monydana guxnoTtvasug B gose 50Mr/kr, npu 3Tow e BOAOHOW
Harpy3ske. OObeM MoOuM, BbIAENEHHOW XMBOTHbIMW 3a 54, Cnykun nokasaTeneM MOYEroHHONW aKTUBHOCTU
nccrnenyeMoro CoOeMHeHUs U CTaHgapTHOro npenapaTa. [MonydeHHoe KONMMYeCTBO MOYM, KaK 3a KaxKdpli vac, Tak v
3a Becb OMnbIT, nepecunTtbiBanM Ha 100r macchl XUBOTHOro. KOHTPOMEM CRYXMIMU XWUBOTHblE, HE MOnyyaBLUME
nccrnenyeMoro CoeaMHeHns.

AHanbreTMyeckyto akTMBHOCTb onpefenanu Ha 6enbix Mbiwax maccon 18-20r. Becero 6bino noctaesneHo 18
onbITOB. BelwecTBo BBOAMMM XMBOTHLIM MepopanbHO B A03e, 3KBUMOonekynspHon Ofs HanbrvHa, T.e. B fo3e 48
mr/kr (3so aHanbmHa - 55Mmr/kr). Onpedenexe aHanbreanpyloLwen akTMBHOCTM NPOBOANIIM Ha MOAENN "YKCYCHbIX
kopyen". [ina atoro yepes 14 nocrie BBeAEeHVS BeLUeCTBa BHYTPUOPIOWMHHO BBOAMMM 3%-HbI pacTBOp YKCYCHOW
kncnotel B gose 300mr/kr. SpdeKTMBHOCTL COeAUHEHWSI OLEHUBaMM Mo ClocoBHOCTU yMeHbwaTtb 3% KONM4ecTBO
"kopuen" (nogcyeT B TeyeHne 20 M1H) MO CpaBHEHMIO C KOHTPOITbHbIMU XXUBOTHBIMU.

OcCTpylo TOKCMYHOCTb coeauHeHus 1 1 3TanoHHbIX MpenapaToB u3dydanu Ha 6enbix Mbiwax maccow 18-20r.
Wccnegyemble Belwectsa BBOAUNM BHYTpubprowmHHO B gose 100, 200, 500, 1000, 1500, 2000, 2500 n 3000mr/kr
Macchbl )KMBOTHOTO, HA KaXaylo A03y 6panu 6 XMBOTHbIX, 32 KOTOPLIMU Benu HabnogeHne B TedeHue cyTok. Becero
661110 nocTaBneHo 126 onbIToOB.

lMonyyeHHble JaHHble MoABepranu MateMmaTudeckomy aHanuidy. CpaBHMBaemble CpefHMe BenuyuHbl cunTamm
cTaTMCTUYeCckn goctoBepHbiMu Npu p<0,05.

Pe3ynbTaThl BcEX UCMbITaHWIA NPUBEAEHbI B Tabnuue.

CoeavHenne | nposBnseT MecTHoaHecTe3upytowee aencteme B 8,4 pasa Gonee grmTensHoOe, YeM HOBOKaWH,
anypeTtudeckoe Jenctene, B 2,9 pasa npeBocxoasdllee AelCTBUE AMXNOTMA3naa, U aHaneresvpyolee Aenctene Ha
YPOBHe aHanbrmHa. lMpyu 3ToM ocTpas TOKCMYHOCTb COeAMHEHUst | MeHblue, YeM Yy HOBOKauHa, AuMxnotnasuga u
aHanbrmHa cooTBeTcTBEHHO B 11,1; 1,2 1 1,2 pasa.

CoegvHeHne | He gABnfeTcsa NPoOM3BOAHBIM N-AMUHOGEH3OMHOWM KWUCMOThI, Kak HOBOKaWH, YTO He co3jaeT
NPOTUBOMNOKa3aHWA K €r0 COBMECTHOMY MPUMEHEHMIO C CynbdaHunaMmmnaHsiMm npenapatamu.

CoeagvHeHne | He nposiBNSET aHTUAMYPETUYECKOTO AENCTBUSI, KaK HEHapKOTUYEeCKME aHamnbreTuku psja
nupasosioHa, a HaobopoT, 06rnagaeT MOYErOHHbIM AENCTBMEM, YTO NMO3BOSSET NPUMEHATL MX NMPU NaTONOrM4ecKmx
npoueccax, COnpoBOXAAIOLLMXCA OTEKAMM.

Bbicokast atbdeKTMBHOCTL MpeararaeMoro coefuHeHns | Kak MeCTHOaHEeCTe3NpYLero, AMYpeTUYECcKoro U
aHanbresvpylolwero cpefcrea [fenaeT MepCrlekTUBHbIM CO3[aHWe Ha €ero OCHOBE BbICOKOAKTUBHBLIX MECTHbIX
aHeCTeTUKOB N HEHAPKOTUYECKNX aHamnbreTMKOB C ANYpeTUYeCcKnM apdeKToM, KOTopble MOrmu Gbl MCNOMb30BaThCA
npu NaTonorM4yeckmMx npoLeccax, ConpoBOXAaLLMXCA OTEYHOCTLIO TKaHen ¢ 6oneBbIM CUHAPOMOM.

MECTHoaHeCTESVIpyIOLLI,aH, onypetnyeckas n aHanbreampyruwaa akTMBHOCTb M OCTPaA TOKCMYHOCTb MeTunaMmmaa 6-




KapbaTok-cMbeH30TNazonNun-2-okcaMmnHoBon kncnotol (1)

Conmmenne | cpyenre| s s ekt | cka] Avart opyouesl_—LD-0 PO MEUET WC
eACTB R, MU ba aKTVBHOCTb, % |  aKTMBHOCTb, % | BHyT puBpIOLLHOTO| nepoparnsHOro

1 134+2 4 8,4 667+13,0 49+1,1 2380 6687

HosokanH 16+0,6 1,0 - - 214

[wnxnorvasng - - 225+3,8 - 1175-

AHanbrvwH - - - 49+1,2 1197

KoHT pornb 0 0 1001+1,2 0




