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OBIIASA XAPAKTEPUCTUKA PABOTbI

AKTyaJdbHOCTh TeMbl. OQHON U3 BaxkHeHIMX 3a1ad (apMaleBTUYECKOU
HAyKW SIBJISIETCSI TIOMCK BBICOKOA((EKTUBHBIX U MAJIOTOKCUYHBIX OMOJOTUYECKH
AKTUBHBIX  COEAMHEHUWWA  CpeId  MPOAYKTOB  OPraHUYECKOr0  CHHTE3a.
ApounnupoBuHorpaaabie KuciaoThl (AIIK) m ux (yHKIMOHANBHBIE MPOU3BOJIHBIE,
MMEIOIIIME B CBOEM COCTABE HECKOJIBKO PEAKIIMOHHBIX LIEHTPOB, SBISIOTCS YI0OHBIMU
CUHTOHAMH ISl CHHTE3a allUKINYECKUX U TETEPOLMKINYECKUX COEAUHEHUM, MHOTHE
U3 KOTOPBIX 00JIafaroT OMOJIOTWYECKOM aKTUBHOCTHIO. Cpenu HHUX OOHapy>KEHBI
COCMHEHUSI,  MPOSBISIIONIMNE  MPOTUBOBOCHAIUTENBHYIO,  AHAJIBIETUYECKYIO,
MPOTUBOMHUKPOOHYIO, AHTUTCIBMUHTHYIO, aHTHKOATYJISHTHYIO, TPOTHBOBHPYCHYIO,
TUIMOTJIMKEMUYECKYI0, MECTHOAHECTE3UPYIONIYI0, TPOTUBOONYXOJEBYI0 aKTUBHOCTH.
K HACTOAIIEMY BPEMEHU u3 (GYyHKIIMOHATBLHBIX MIPOU3BOJIHBIX
ApOWJIIIMPOBUHOTPAIHBIX KHCIOT MeHee wucciaenoBanbl amuabl AlIK, mosromy
JanbHeilee u3y4eHUe HX XHUMHUYECKHX CBOMCTB, OHOJIOTMYECKON aKTUBHOCTH
IPOJYKTOB XMMUYECKHUX MPEBPALLICHUN SBIIETCS AKTYaJIbHBIM.

Heap padorbl. Llenpro HACTOSIIETO HCCIEIOBAHUS SIBISETCS CUHTE3 HOBBIX
IPOU3BOJHBIX APOWINIHUPOBUHOTPAAHBIX KHUCIOT — AMMOHHUWHBIX COJIEM, aMUIOB,
U3yYeHUE XUMUYECKUX CBOMCTB MPOIYKTOB UX B3aUMOJICUCTBUS C HYKICO(DUIBHBIMU
U DJIEKTPODUIBHBIMU pEareHTamMM, a TaKXKe MCClel0BaHue OUOJIOrMYecKou
AKTUBHOCTHU MPOAYKTOB 3TUX PEAKLIM.

3agaunm wuccaeaoBaHusA. J[I9 JOCTIDKEHUS IIOCTaBICHHOM Ienu ObLIN
chOopMyIUPOBAHBI CICAYIONINE 3a/1a4u:

1. Ilony4nTh aMMOHMIHBIE COJIM HA OCHOBE PEAKIUU APOUIIIIMPOBUHOIPAIHBIX
KHUCJIOT C 2-aMUHO-4-METUITTUPUIUHOM.

2. Ocy1iecTBUTh CUHTE3 HOBBIX eHaMuHoamuaoB AIIK, comepxaiiux B CBOEM
COCTaBE JUATKAJIAMUHOAIKWIBHBIA (pParMeHT, HW3YYUTh WX B3aUMOJICHCTBUE C
XJIOPAHTUJPUAAMHI KAPOOHOBBIX KUCIIOT.

3. N3yuuts B3aumogerictBue amuaoB AIIK ¢ M30aMUIHUTPUTOM U XJIOPUIOM
(heHmIna3oHus.

4. [IlpoBectn QapMakoJIOrMuecKuil CKpUHMHT M BbIOpaTh HauOoliee
NEPCHEKTUBHBIE COCTUHEHUS JITIs1 YTTyOJIE€HHBIX UCCIIETI0OBAHUM.

Hayunas wnoBu3Ha: 1. IlpemyioxxeH cuHTE3 paHee HE U3BECTHBIX N-
3aMENIEHHBIX aMUJIOB 4-apuit-2-(f,f-TMMEeTUIaMUHOA TUIIAMHUHO )-4-0KCO-2-
OyTEHOBBIX KHCIIOT.

2. VYcraHOBIEHO, 4YTO TpU B3auMmojelcTBuu eHamuHoaMusioB AlIK ¢
XJIOPAHTUIIPUAAMH KapOOHOBBIX KHCJIOT OOPa3yrOTCS WX YETBEPTUYHBIC COJIA, a C
OKCATWIXJIOPUAOM - IPOYKThI T€TEPOLIMKIN3ALNN - TPOU3BOAHBIE NTUIIEPA3UH-2,3,5-
TPUOHOB.

3. Peaknumeit amumaoB AIIK ¢ HM30aMWJIHUTPUTOM BIIEPBBIE MOJYYEHBI
TUJPOXJIOPHUIBI N-2-(4-MeTUNUPUANIT)AMHUIOB 4-apun-3-TuApOKCUMUHO-2,4-
JTUOKCOOYTAHOBBIX KHUCJIOT, MPU B3aUMOJEHUCTBUM KOTOPBIX C THUAPA3UHTHIPATOM
BBIJICJICHBI MX TMPOU3BOJAHBIE - 4-aMUHO-5-apui-N-(4-meTuanupuauH-2-mn)-1H-
nupa3zoJi-3-kapOoKCaMHUIbI.



4

4. Tloka3zaHo, 4TO TeTEPOLUKIM3ALNS 3aMEUIEHHbIX 4-apuii-2,4-nuokco-3-(2-
dbeHunruapazoHo)OyTaHaMUIOB MpU  ACHCTBUU THUIPA3UHTUApPATA MPOTEKAET C
oOpazoBanueM N- 3aMellEHHbIX -5- apun -4- ¢enunazo -1H- nwupaszonon -3-
KapOOKCaMHUIOB.

5. Ha ocuoBauum panaeix HK-, SIMP 'y -CIIEKTPOCKONIMA UM Macc-
CIIEKTPOMETPHUH YCTAHOBJIEHA CTPYKTYpa MOJTYYECHHBIX COEAUHEHUN.

6. Cpenu CHUHTE3UPOBAHHBIX COCIMHEHUNM OOHApPYKEHbI  BELIECTBA,
oOjanaronme MPOTUBOMUKPOOHON, MECTHOAHECTE3UPYIOIIEeH, aHTHKOATyJSHTHOM,
AHTUTEJIbMUHTHOM  QHAJIBI€THUYECKON  aKTUBHOCTSIMU. BBISABIEHBI HEKOTOpHIE
3aKOHOMEPHOCTH MEXKIY CTPOCHHEM M OHMOJOTHYECKON aKTHMBHOCTHIO MOJYYCHHBIX
COCIMHECHUU.

IIpakTHyeckass 3Ha4YUMOCTh. IIpeyIoKeHBI HOBBIE METOABI CHHTE3a
xiopunoB N- {2-[((12) -1- {[(2,6-numeTmndenmn)amMmuno |kapoonmn} -3- okco-3-
apunnpon-1-en-1-un)amuno]atun} -N,N- gumetun -1- OKCO3TaHAMUHUYMA,
xaopunoB  N- {2-[(1-{[(apun)amuHO|kapOoHMI }-3-0KCcO-3-apwinpon -1- eH -1-
wi)amMuHo |3TIN} -N,N- numertui-1-dypuiokcoMeTaHaMUHUYMa, THAPOXIOPUIOB 6-
(2-(apuin) -2- okcodTUIUACH) -1- (2-(IUMETHUIAMUHO) TUN) -4- (2,6-TUMeTHI(EHN)
nunepasuH -2,3,5- TPUOHOB, TUAPOXJIOPUAOB N-(4-meTwinupuiauH) 4- apun -3-
TUAPOKCUMHUHO -2,4- JTHOKCOOYTAHOBBIX KHCJIOT, 4-amuHO -5- apun -N- (4-
METUITUPUIUH-2-un) -1 H- mupa3on -3- kapOokcamMuaoB, N- 3aMEIICHHBIX 4- apuil -
2,4- nmuokco -3- (2-beHunruapazoHo) OyraHaMuAOB, N- 3aMEIICHHBIX -5- apui -4-
(denunaso -1H- nmupa3oyoH -3- KapOOKCaMHUIOB.

Cunre3npoBano 131 He onucaHHOE paHee B JIUTEpAType COCAMHEHUE, U3 HUX 83
nponuty (apMaKoJOTHUYECKHd CKpUHUHT. Hambomnee mepcrneKTUBHBIMH SIBIISIOTCS:
XJIOpU/L N-{2-[((12)-1-{[(2,6-mumeTnndennn)aMuHo JkapOoHu } -3-0okco-3-(4-
opomdenmn)-1-en-1-mn)amuno|3tun }-N,N-numeTuni- 1 -okcoaTaHaMUHUYyMa , XJIOPH]L
N-{2-[(1-{[(2,6-mumeTundenrT)aMmuHo |KapOoHm } -3-0kco-3-henmmporn- 1 -eH-1 -
WJ1)aMuHO 3T }-N,N-qumetui- 1 -pypuiiokcomeTanaMuanyma,  xjgopuna  N-{2-[(1-
{[(2,6-mumeTrndennn)aMuHo |[kapOoHu }-3-okco-3-(4-stundenun)npon- 1 -ex-1-
W1)aMHUHO |3Tu }-N,N-1uaTii- 1 -pypunokcomeTaHaMUHUYMa, oOnagatronme
MECTHOAHECTE3UPYIOLIEH aKTUBHOCTBIO; XJI0pU N-{2-[(1-{[(2,4,6-
TPUMETHII(PEHUIT)aMUHO |[KapOOHUI }-3-0Kc0-3-peHunmpon- 1 -eH- 1 -uia)aMmuHo |3 Tu } -
N,N-mumetui-1-dypuiokcoMeTaHaMUHUYMa,  TPOSBISIIONINN  aHTUT€TbMUHTHYIO
aKTUBHOCTb; 4-(4-6pomMpennn)-2-ruapoKkcu-4-okco-2-0yTeHoaT 4-metui-2-
NUPUIMIAMMOHUS, 001a1al0IIUi MPSMOI AaHTUKOATYJISTHTHONW aKTUBHOCTBIO.

Pe3ynpraThl HaydyHBIX HCCIENOBAHUN BHEIPEHBI B HAYYHO-HCCIEA0BATENbCKUI
u y4eOHbIil mpouecc kadenap obuieit u oprannyeckoit xumun ['bOY BIIO TIT'OA,
Kadenpsl TPUPONHBIX W OuoNOrMueckd akTuBHBIX coenuneHuit OI'BOY BIIO
[IM'HNY.

JInuHblil BKJIaJ aBTOpa. ABTOP HENOCPEICTBEHHO YYaCTBOBAJI B U3YUEHUH U
0000IIIEHNH JaHHBIX OTEYECTBEHHOM M 3apyOeKHOW JIUTEepaTypbl, CHUHTE3E
OpraHUYeCKUX COEJIMHEHUM, 00paboTKe U O0OOCHOBAHMU SKCHEPUMEHTABHBIX
JaHHBIX, ampoOaluy pe3ylbTaTOB HCCIEIOBAHUN, MOATOTOBKE W HAMHCAHUU
HAy4YHbIX MyOJIHMKAUN MO pe3ybTaTaM BBIIIOJHEHHON pabOThI.
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CooTBeTcTBHE JUCCEPTAMH MACHOPTY HAYYHOH CHENMAJIBLHOCTH.
HayuHble mMoOJIOKEHHST JuccepTaliii  COOTBETCTBYIOT (OpMylie CHElUaIbHOCTH
14.04.02 — dapmaneBTuueckas xumusi, papmakorsosus. Pe3ynbTarsl MpoBEICHHOTO
UCCJIEIOBAHUSI COOTBETCTBYIOT OOJIACTH HMCCIJIEIOBAHUS CIEIMATIBHOCTH, KOHKPETHO
nyHkTaM 2 1 3 macnopra (apManeBTUIecKast XuMusi, (papMakorHO3us.

AnpobGanus padorsl. Marepuaibl AUCCEPTAMOHHON pabOThl 00CYXAANUCh
Ha UTOTOBBIX HAYYHBIX KOH(MepeHIUX npodheccopCKo-MpenoaaBaTebCcKOro cOCTaBa
B [lepmckoii rocynapcTBeHHOM hapMaiieBTrueckoit akagemun B 2010-2013 rogax u
Ha Jpyrux KOH(EPEeHIMSX C MEXAYHApPOJHBIM ydacTheM, TakuxX Kak: «CuHTe3
3HAHUI B €CTECTBEHHBIX HayKaxX - PYIHUK OYIYIIEro: NPOEKTbl, TEXHOJOTHUH,
obopynosanue» Ilepmb, 2011; Beepoccutickas MosiofaéxHas HaydHasi KOH(DEpESHIIUS
«AKTyanbHble MpOOJEeMbl OpraHudeckod xumuu», HoBocubupck, 2012; Il-as
Bcepoccuiickast HayuHast KOH(pEpEeHIUs CTYACHTOB U aCIUPAHTOB C MEXKTyHAPOIHBIM
yuactueM «Monogast papmanus - noteHuuan oyaymero», Cankr-IlerepOypr, 2012;
«CoBpeMeHHasi MeauIMHa W (apMaleBTUKA: aHaIM3 U TEPCIEKTUBBI Pa3BUTHS»
MexnyHapoaHas Hay4HO-TpakTHueckas KoHgepenuus, Mocksa, 2012; IV cwe3n
dapmaxonoroB Poccun «/HHOBanuu B COBpeMEHHOH (apmakoioruu», MocCKBa,
2012; «CoBpemeHHasi MEIWIIMHA: TEHICHIIMM pa3BUTHs», HoBocmbupck, 2013;
«Hayka, oOpa3oBanue, OOILIECTBO: TEHACHIIMU W TNEPCHEKTUBbI» MexXIyHapoaHas
Hay4YHO-TpakTudyeckas KoHdepeHius, MockBa, 2013; «lHHOBaluu B HayKe»,
HoBocubupck, 2013; «Tennennuu u MuHoBamuu coBpemenHoit Hayku» 2013; 1
Bcepoccuiickas HaydHO-TIpakTU4ecKas KOHGEpPEHIUsI ¢ MEXIAYHAPOIHBIM y4acTUEM
«HHOBanMM B 3/10poBhe Hauuu», Cankt-IletepOypr, 2013 r.

Cesa3b 3a71a4  HCCICAOBAHHMA C IUIAaHOM (apManeBTHYECKHX HayK.
HuccepranonHas pa0oTa BBIIIOJIHEHA B COOTBETCTBUM C IUJJAHOM HAy4YHO-
uccinenoBarenbckux — pador I'BOY  BIIO  «IlepMckas  rocyaapcTBEHHas
(dapmarieBTHUECKass akaaemus» MUHUCTEpCTBA 37apaBooXpaHeHus Poccuiickoit
®enepanun (Ne rocygapctBenno peructpauuu 01.9.50 00 7426).

Iy6nauxanuu. [1o marepuanam auccepranuu onyonaukoBaHo 20 paboT, B TOM
yucie 4 cTaTbu B U3JAaHUSAX, peKOMEH10BaHHbIX BAK.

O0bém u cTpykTypa auccepramuu. Conepxkanue paboThl U3JI0kKEHO Ha 157
CTpaHMIIAX MAIIMHOMMCHOIO TEKCTa M COCTOUT W3 BBeACHMs, 4 TIJ1aB, BBIBOJOB,
CIUCKA JHUTEepaTypbl U npuiiokeHus. Cnucok auTeparypbl BkiItoyaeT 156 pabot
OTEUYECTBEHHBIX U 3apyO0exHBIX aBTOPOB. JluccepTaius coaepkut 39 tabnui, 9 cxem.
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OCHOBHOE COIEP KXAHUE PABOTbI

I'naBa 1. CuHrte3, CBOMCTBA M 0MOJIOTHYEeCKasi AKTUBHOCTH aMU/I0B
APOWINMPOBUHOTPAHBIX KHCJIOT M MPOAYKTOB X XMMUYECKHUX MpeBpalleHn i
(0030p JMTEPaATYyPBHI)

B nmanHOM 0030pe paccMaTtpuBaeTCs JUTEPATYPHBIA MaTepUal MO METOJaM
CHUHTE3a M PEAKIIMOHHOW CITIOCOOHOCTH aMHUJ0B apOMWJIMUPOBUHOTPAIHBIX KHUCIIOT, a
TaKXe MPUBOATCS KpaTKUE CBEJACHHUS O OMOJIOTHYECKOM aKTHBHOCTH MPOIYKTOB MX
XUMUYECKUX MPEeBpaIICHUH.

I'naBa 2. CuHre3, cBoiicTBa HOBBIX Npou3BoAHbIX AIIK

B rnaBe MMpEACTAaBJICHbI JAaHHBIC O CHHTE3C HOBBIX IIPOM3BOJHBIX AIIK:
aMMOHHUMHBIX COHCﬁ, aMuI0B, CHAMMHOAMHUIOB HW HUX UYCTBCPTHUUYHBIX COJ'ICﬁ,
r'uapa3soHOB, OKCMMOB M I'CTCPOLHUKINYCCKHUX CHUCTCM Ha HX OCHOBC. O6CY)KI[8,CTC}I
CTPOCHHC, CBOMCTBA CHUHTC3HUPOBAHHBIX COC,Z[I/IHCHPIﬁ.

2.1. Cunre3 4-apuia-2-ruipokcu-4-oxkco-2-0yreHoaToB 4-MeTHI1-2-
NMPUIUTIAMMOHMS
B nuteparype orcyTrcTBYIOT cBeaeHus o B3aumoaeictsuu AlIIK ¢ 4-meTmn-2-
amuHonupuanHoM. Hamu nomyuen psig 4-apui-2-rufpokcu-4-okco-2-0yTeHoaToB 4-
METWI-2-TUPUANIAMMOHUS 2a-J1 TIPU KUISIYEHUU MCXOJHBIX PEareHTOB B CIHUPTE B
TeueHue 2-4 MUHYT.

Cxema 1

Q Q CH,
OH OH B

oo MYy

OH OH , A

7\ 5 72D\ 5 HNTNT o
RF= 0 R=' 0
la-n 2 a-1(79-90%)

R = H (1a,2a), 4-CHj; (16,26), 4-CH;0 (18,28), 4-C,H; (1r,2r), 4-C,HsO (11,211), 2,4-(CHj3), (1e,2¢),
3,4-(CH;0), (1,2x), 4-Br (13,23), 4-F (1u,2n), 4-Cl (1x,2x), 1-nadrun (151,2m1)

[TonyyeHHsle coequHeHUs 2a-J MPEICTaBISAIOT cO00il OeclBETHbIE WU C
KPEMOBBIM OTTEHKOM KPHUCTAJUIMYECKHE BEIIECTBA, PACTBOPUMBIE B BOJIE, YKCYCHOM
KHUCJIOTE, TPYITHO PACTBOPUMBIE B CIUPTE, HE PACTBOPUMBIE B T'eKcaHe, dhupe.

Cyzass 1o CHEKTpajdbHbIM JaHHBIM TIOJYYEHHBIE COEJUHEHHUS B PacTBOpPax
CYILECTBYIOT B JIBYX TayTOMEPHBIX hopmax A u B, kpome coeuHeHuid 2k 1 2M.

CoenuHenus 2a-J1 O CIUPTOBBIM PACTBOPOM XJIOPHUA KeEJI€3a Nat0T BUIIIHEBO-
KpPacHO€ OKpalllBaHUE.
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2.2. Cunre3 ucxoaunix amuaoB AIIK
Jns ganpHEHIero M3ydeHUs: XMMUYECKUX MPEBpalleHUH U OMOJIOTHYECKHUX
UCTIBITAHUM ~ TOJIy4EHbI ~ aMUJIbl  ApOWIMUPOBUHOTPAIHBIX  KHCJIOT  4a-ee
nenuknn3anuet  S-apun-2,3-nurugapodypan-2,3-nuoHoB 3 moj  aectBueMm  2,6-
TUMETHII-, 2,4,6-TpUMETUIaHUINHOB, (DEHAITHIIAMUHA U 2-aMUHO-4-METHIIITUPHUINHA.

Cxema 2

X AN
R | NH
oﬁ_H,o Re ,
0
4a-ce
I R—NH .
o — 22— (48-97%)
| N0
72
N | i
1 K NH B
R1 |
0O O R,

Ri= H (4a,p), 4-CH; (40,3), 4-CH;0 (4r,aa), 4-C,Hs (4B,11,x,5), 4-C,H50 (4e,BB), 2,4-(CHj3),
(4¢.10), 3,4-(CH;30), (41,1,4,060), 4-Br (43,c,ee), 4-F (4&,rr), 4-C1 (4x,11)

R2 = CGH50H2CH2 (43—3), 2,6'(CH3)2CGH3 (4J'I,H,C), 2,4,6‘(CH3)3CGH2 (4(1),X,‘-I),
4-metunmupuani-2 (45-ee)

2.3. Cunre3 enamunoaMuaos AIIK

B mpomomkenue uccnenoBaHuil peaKIMOHHON CIIOCOOHOCTH N-3aMeIIeHHBIX
aMUIOB  4-apwii-2-TUAPOKCH-4-0KCO-2-OyTEHOBBIX KHCIIOT, a TakKKe ISl TOMCKa
HOBBIX OMOJIOTMYECKU aKTUBHBIX BELIECTB, HAMU U3YUYE€HO UX B3auMojeiicTBue ¢ NV,N-
JUMETUIAMUHOITUIIAMUHOM U N,N-musTriiamMuHodTUiIaMuHoM. [Ipu HarpeBaHuu
SKBUMOJISIPHBIX KOJIMYECTB PEareHTOB B CpeJie TOIyoJia uin OeH3osa B TeueHue 7-14
MUHYT ObUTH BBIAENEHBI N-(2,6-mumetmndennn)- u 2,4,6-tpuMetundennnamuabl 4-
apun 2-(2-N,N-aualkuiaMuHOATKUIAMHUHO )-4-0KCO-2-0yTEeHOBBIX KUCIOT Sa-¢.

Cxema 3
R1/ 7 ﬁ'RZ
0.0 o
H
R;—NH, | R
H /\ AN N2
AR
o | 9 R ™H Rs
N R
R ﬁ
O O
4a-x S5a-¢p  (49-82%)

R, = H (5a,i1), 4-CH;(56,k), 4-CH;0 (5z,1), 4-C,H;(5r,m.y), 4-C,H5O(5€,1), 4-Br (Su,1), 4-F
(S)K,p), 4-Cl (5376)5 274'(CH3)2(5B5~H)5 374'(CH3O)2(5670) 5 R2 = 276'(CH3)2C6H3(a-H)’
2,4,6-(CH;3);CsH,(51-1); R3 = (CH,),N(CH;),(52-1), (CH,),N(C,Hs)y(5y.d)
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[Tomyyennsie  coemuHeHuss Sa-p  TpencraBasarOT coO0l  OeCIBETHBIE
KPUCTAJNINYECKHE BEIIECTBA, pacTBOpUMbIE B oensouie, aleToHe,
TUMETUIICYTb(OKCHIE, nuMeTuiIhopMamMuie, xJjiopoopme, aleToHe,
MajopacTBOPUMbIE B alleTOHUTpUIE, 3(]upe, MpomaHoje-2, U HE PacTBOPUMBIC B
reKcaHe, BOJie.

EnaMuHoamMubl apoOMIIMUPOBUHOTPATHBIX KUCIIOT S HE JA0T OKpalllUuBaHUs C
10% cnuptoBeiM pacTtBOopoM xjopuaa xeneza (III). CrpoeHne mNONMyYEHHBIX
coequHeHud noarBepxkacHo AaHHbiMu KMK-, SAMP- cnekrtpockonnu u macc-
CIIEKTPOMETPHUH.

2.4. Bzaumopeiicreue enamMmuHoamuaoB AIIK ¢ xaopanruapugaMmu kapooHOBBIX
KHCJIOT

[Ipy B3aMMOAECHCTBMM €HAMUHOAMHUAOB S ¢ AaUETWIXJOPUAOM U  2-
bypounxsiopuioMm B cpefe aOCOMIOTHOTO O€H30ja WM TOJIyoda TMpH KOMHATHOM
TeMIeparype ObUIM BBIIEICHBI BOJAOPACTBOPUMBIE CONH - xyopunsl N-{2-[((1Z)-
1-{[(2,6-numeTundennn)amuHo |JkapOooHu } -3-okco-3-apuimporn- 1 -eH-1-
u)aMuHO |3Tun }-N,N-qumetuii- 1 -okcorTanamuanyma 6a-u u xsopuabl N-{2-[(1-
{ [(apum)amuno JkapOoHM } -3-0KC0-3-apuinpon- 1 -en- 1 -un)amuno |3tun } -N,N-
AuMeTwI- 1 -(hypunaokcoMeTaHaMUHIYMa 7a-T COOTBETCTBEHHO.

Cxema 4

6a-n (80-95%)
7a-T (31-96%)

5a-x,1,K

R, =H (6a,u,7a,m), 4-CH; (60.i1,76,i1), 4-CH;30 (6x,01,7r,0m1), 4-C,Hs(61,78B.K), 4-C,H50
(6€,m,7¢e,0), 4-Br (63,73,p), 4-F (78,0), 4-Cl (6x,H), 2,4-(CH3),(6B,k),
3,4-(CH30)2(6C,7I[,M); R2= 2,6-(CH3)2C6H3 (6a-z[,7a-3,c,T), 2,4,6-(CH3)3C6H2
(6u-1,7u-p); R3= CH3(6a-n), dypur (7a-1); R4= CH;(6a-1,7a-p), C,Hs(7c,T)

[Tomy4yennsie coenuHeHUs 6,7 — OCCIIBETHBIC WITU JKENTHIC KPUCTATMICCKUE
BCIIIECTBA, PACTBOPHMBIC B BOJAE, AUMETWICYIb(okcuae, muMmetmihopmamMuse,
xjiopoopme, 3TaHOJIe, MATIOPACTBOPUMEIE B OCH30JIE, TOIYOJIe, HE PACTBOPUMBIC B
adupe U rekcaHe.

C 1uempl0  JATbHEHUINETO  HCCICAOBAHHS  XHUMHUYECKOTO  IOBEACHHS
€HAMHUHOAMHUJIOB, WMEIOIHUX BO BTOPOM IIOJOKEHUU MOJICKYJIbl aJTKUJIAMUHHBIN
(¢parMeHT, HaMU H3YyYE€HO HX B3aMMOJCHCTBUE C OKcamuwiaxjopugaom. Ilpu wux
KUISTYEHUU B Ccpejie aOCOIOTHOTO XJIopodopma OBLIN MOJYyUYEeHBI THIAPOXIOPHUIBI O-
(2- (apunm) -2- okcoatwauneH) -1- (2- (aumeruwnamuHo)dTHA) -4-  (2,6-
auMeTIIPeHnT) nunepasud-2,3,5-TpuoHoB 8a-1.



Cxema 5
R
R Cl_0 o
X
I\ N Cl (@] S N N
0. N H -, j 0
H 0
-HCl H3C<
o ° &
CH, Cl 3
5 ga-n (51-64%)

R=H (8a), CH; (86,), CH50 (88), C,H50 (81), Cl (8n)

CuHTE3UpOBaHHBIE COEIUWHEHUS 8a-I MPeACTaBIAIOT co0OW OeciBeTHBIC
KpUCTAJUTMYECKUE BELIECTBA, pacTBOpHUMBIE B IUMETHICYTb(OKCUE,
auMeTuI(hopMaMue, YKCYCHOM KHCIIOTE, MaJOpacCTBOPUMBIE B CIIUPTE, TUOKCAHE U
HE PaCTBOPUMEIE B alleTOHE, XJI0podopMe, OeH30I1e, ToTyolie, d3Upe U aKaHax.

OrcyrctBue B IIMP-cnekTpax curHaja mOpoTOHAa AaMUIHOM TIpYINIbl U
oTpuLaTeNbHas Npoda co COUPTOBBIM pacTBOpoM Xxjopuzaa xene3a (III) mossomser
ONPOBEPTHYTh AIBTEPHATUBHYIO CTPYKTYPY NUPPOJIIUOHA.

B wMmacc-cnektpe coeauHeHHs 8B MMEIOTCS NHKUM  MOJIEKYJISIPHOTO U
(parMeHTHBIX MOHOB CO CJIEAYIOIIMMH 3HaYeHUsIMU MaccoBbIX unced m (ILyy., %):
450 (100) [M+1]", 405 (56) [M-(CH3),N]*, 377 (5) [M-(CH3),N-CH,-CH,]", 135 (78)
[4-CH;0C¢H,CO]". Takoii xapakrep (parMeHTalMd TaKKe MOATBEPKAACT
MPEMIOKEHHYIO CTPYKTYPY 3aMEIEHHbIX MUNEepa3uH-2,3,5-TpUOHOB 8.

2.5. Bzaumogeiicreue amuaoB AIIK ¢ n3oaMuJIHUTpUTOM
B nurepatype oOTCyTCTBYIOT AaHHbIe O B3auMopmeucTtBuum amMunoB AIIK ¢
W30aMWJIHUTPUTOM © JIPYTUMHA HUTPO3UPYIOIUMH areHTamu. Hamu  ObuIO
YCTAHOBJIEHO, 4YTO peakuus N-(4-MeTUInupuanH-2-1i1)aMu10B-4-0Kco-4-apui-2-
OyTEHOBBIX KHCJIOT B aOCONIOTHOM 3TaHOJIE, HACHIIIEHHOM XJIOPOBOAOPOAOM, C 2-X
KPaTHBIM HU30BITKOM M30aMUJTHUTPUTA TIPHU OXJIAKICHUH MPUBOJUT K 00Opa30BaHUIO
TUJIPOXJIOPUIIOB  N-(4-METUINUPUIUH-2-WIT)aMUJI0B  4-apuii-3-TUIPOKCUMUHO-2,4-
JTMOKCOOYTaHOBBIX KUCIIOT 9a-1.
Cxema 6

CH,
R o _
|
X ONTON
o oH M
4
3 (66-95%)
R = CH;(9a),C,H5(96), C,Hs0 (98), Br (9n), F (9r) 9a-11

Jlnst OMOJOTUYECKUX HCMBITAHUN OBUIM TIOMY4YeHBbl 4-aMUHO-5-apuii-N-(4-
METWITUPUIUH-2-un)- 1 H-iupaszoin-3-kapookcamuasl  1la-g  rereponukinzamnueit
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TUAPOXJIOPUIIOB  N-(4-METHWINUPUANH-2-WT)aMUI0B  4-apui-3-ruApOKCUMHHO-2,4-
JMOKCOOYTaHOBBIX KUCIIOT 9 ¢ TUAPAZUHTUIPATOM.

Cxema 7
cl . HN-
R HOW 0 THNSS HzN—-NH; N

| | » R A\ N~ CHs
N~ 7 cH |
H 3 HN O N__

O O

9 10 a-1 (87-96%)

R= CH, (10a), C,H; (106), C,H;O (108), F (10r), Br (107)

[Tonyuennsie coemuuenuss 10a-m  mpeacraBisitor  coboil  GeclBETHBIE
KPUCTAUTMYECKHEC BEIIECTBA, pacTBOpHMBIC B TUMETHIICYTb(OOKCHIE,
TUMETHUIPOPMaMHJIC, TOIYOJIe, YKCYCHOW KHCIOTE, MaJopacTBOPHMBIC B alleTOHE,
CIIUPTE, alleTOHUTPHIIC, HE PACTBOPUMEIE B BOJIC, 3(DUpe U TeKCaHE.

2.6. Bzanmopeiicteue amuaoB AIIK ¢ xsiopuaom penunnnazonns
C meiplo JajJbHENIEro UCCIEA0BAHNS XUMUICSCKOTO moBeaeHnst aMmuaoB AIIK B
PEaKIMK C COJISIMH JTHA30HMsI, OCOOCHHOCTEH CTPOEHUS, a TAKKE JIJIST TIOMCKA HOBBIX
OMOJIOTUYECKH aKTUBHBIX BEIIECTB HAMH M3YYCHO MX B3aUMOJCHCTBUE C XJIOPUIOM
dbenunauazonus. B pesynmpraTe peaknmm a3ocoueTaHus amMuaoB 4 ¢ XJOPUIOM
(dbeHunana3oHusl B IMOKCAaHE B MPUCYTCTBUU alleTaTta HATpUsl ObUTA BBIAEICHBI N-
3amelieHHbie 4-apuii-2,4-1uokco-3-(2-henunruapasono)oyranamuibl 11a-k

Cxema 8

Ry

+
N=N
R4 o [©/

HCI

H
N, .0
J
4 Z ITa-k

(60-97%)

R;=H (11ae), CoHs (116.5%).CH;0 (118,3), F (11r,m), Cl (11,i6), Br (11x);
R,=C¢Hs(CH,), ( 11a-n), 2,6-(CH3),CeHj(11e-k)

Coenunenuss 1la-k TOpeacTaBISIIOT COOOW  KENTble WM  OpPaHKEBBIC
KpUCTAJUTMYECKUE BELECTBA, pacTBOpHUMBbIE B AUMETHICYTb(OKCUE,
auMeTuhopMaMue, aleToHe, TPYAHO PacTBOPUMbBbIE B H3OMPOMMIOBOM CIHPTE,
ALETOHUTPUJIE, HE PACTBOPUMBIE B BOJIE U IT'€KCaAHE.

['ereponuknu3anus rujgpazoHoamuaoB 11 npu aedcTBUM TUApa3sHUHTHIpATa
OPUBOAUT K 0oOpa3oBaHUIO N-3aMelEeHHBIX-5-apui-4-penunnaso-1H-nupa3onon-3-
kapOokcamuoB 12a-xk.
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Cxema 9

N-N  Ar Ar N=N
Ho Y _ H
0= @) HN., 2 "R

z o) N
HN |-|2N’NH2 A °

_—

tp " H
Ar O H
)\HJ\ N’N Ar
’z

< Iy ¥
\N/ O N:N

NH

12a-x  (72-96%)

Ar = C¢Hs (12a,8), 4-CH3CgH, (12r), 4-CH;0CgH, (126,1), 4-FCHy (12¢),
4-CIC4H,(128), 4-BrCgH, (125);
R = CgHsCH,CH,(122,6), 2.6-(CHz),C¢Hs(128-5)

[Tosmyuennbsle coenuHeHuss 12 npeAcTaBisiOT COOOM JKENThle WM CBETIIO
KEJIThle KPUCTAUIMYECKUE BEIIECTBA, pPACTBOPUMBIE B JUMETHICYJIb(OKCHUIE,
auMeTuinhopMaMue, aleToHe, TPYAHO PacTBOPUMbBbIE B H3OMPOMMIOBOM CIHPTE,
AUETOHUTPUJIE, HE pPACTBOPUMBIE B BOAE M TrekcaHe. CTpyKTypa MOJyYEHHBIX
COCAMHEHNH MMOATBEPKICHA CIIEKTPAJIbHBIMU JaHHBIMH.

I'maBa 3. Buosoruyeckass AKTHBHOCTh CHUHTE3MPOBAHHBIX COeIMHEHM I

dapMaKoJIOTHYECKOMY CKPUHHMHTY OBIJIO TOABEPTHYTO 83 COCIMHECHHS Ha
HAJIMYME  MECTHOAHECTE3UPYIOLIEH, aHaJIbI'€TUYECKOH, MPOTUBOMHUKPOOHOM,
AHTUKOAryJITHTHOU ¥ aHTUT€JIbMUHTHOM aKTUBHOCTEW. M3yueHa ocTpast TOKCUYHOCTh
HanboJee aKTUBHBIX COECTMHEHUH.

N3ydyeHne MECTHOAHECTE3UPYIOIIEH, AHTUKOATYJISIHTHOM, AHTUIE€JIIBMUHTHOMN
AKTUBHOCTH M OCTPOM TOKCHYHOCTH TMPOBOAWIOCH Ha Kadeape (GU3HOIOTUU H
natosorun ['BOY BIIO [II'DA nox pyKkoBOACTBOM 3aBelyromiero Kadeapoi,
JIOKTOpa MEIUIIMHCKUX HayK, mpodeccopa Ceiponsitoa b.41.

HccnenoBanre aHaabI€TUYECKOW AKTUBHOCTH IPOBOAMIIOCH B J1abOpaToOpuu
ouosiorndyeckn akTuBHBIX BemiectB ®I'BOY BIIO I[II'HUY mnox pykoBojacTBom
KaHauaaTa papMaleBTHYECKUX HAYK, JolieHTa Maxmynosa P.P.

[IpoTuBOMUKpOOHAsT aKTUBHOCTh U3y4eHa Ha Kadeape mukpoouosoruu ['6OY
BIIO TIII'PA 1noam  pykOBOACTBOM  3aBeayromiero  kadenpoil,  JOKTopa
(dapmarieBTHUECKHX HayK, mpodeccopa Oxerosoii T.D.
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3.1. OcTpasi TOKCHYHOCTH
TOoKCMYHOCTH TpPU  BHYTPUOPIOIMIMHHOM WM  [EPOPATBLHOM  BBEIACHUU
OTpeNeNsId Ha OeNbIX HEJIMHEHWHBIX MblIlIax ofoero mona maccor 20-25 1. 1o
IIpozopoBckomy B.B. Pesynbrarel 00palOaTblBaii ¢ BBIYUCICHUEM CpeaHen
cmeprenbHoi 10361 (JI/1s0) mpu p < 0,05 (Tabnuna 1).
Tabmura 1

OCTpa}I TOKCUYHOCTD COC,Z[I/IHCHI/Iﬁ B OIIbITaX Ha MbIIIax

CoenuHenus JI 50 MI/KT
2K 224 (144+-285)
63 184 (130+250)
6H 547 (400+750)
6i1 690 (500+950)
7a 224 (190+250)
Tu* 2580 (2100+3200)
7c 730 (530-+-1000)
7T 178 (150+210)
Tpumexann 180,0 (132,0+178,0)
PonmBakanHa ruipoxaopuj 115 (80+150)
bynuBakarHa ruIpOXI0pU 90 (70+105)
JIngoxanH 128,0 (132,0+178,0)
JleBamu3oir* 282 (159+419)
[Tupanren® 4470 (2983+5815)

* ocTpasi TOKCUYHOCTD IPH NEPOPATBHOM IyTH BBEJICHUS

Bce wuccnemoBaHHbIE COENMHEHHUS OTHOCSTCS K YMEPEHHO OITACHBIM
BemecTBaM. CoeauHEHUs, OOHAPYKHMBIIINE MECTHOAHECTE3UPYIONIYI0 AKTHBHOCTH
(63, 6w, 6ii, 7a, 71, 7¢), OKa3aNUCh MEHEE TOKCUYHBIMU, YEM IPEINAPATHl CPABHEHUS —
W3BECTHBIE MECTHBIC AaHECTETHUKU. MEHbIas TOKCUYHOCTh TMPEIINOJIaraeT ux
Oe3omacHoe oOpallieHue W MPUMEHEHHWE, /1aBasi UM KOHKYPEHTHOE IMPEUMYIIECTBO
nepes nmpenapaTaMu CpaBHCHHUS.

Coenunenrie 7H, oOnagaroiiee aHTUICILMMHTHOW aKTHBHOCTBIO, OKa3aJloCh
MEHEE TOKCHYHBIM IIpU TIEPOpPAJIbHOM BBEACHUH, YeM IIpenapar CpaBHCHHS
JIEBAMH30JI, U CPABHUMBIM 110 TOKCUYHOCTH C ITUPAHTEIIOM.

3.2. [IpoTHBOMUKPOOHAS AKTUBHOCTH

Hannuue npoTHBOMUKpPOOHOM aKTHBHOCTM ObLIO HccienoBaHo y 49
CUHTE3UPOBAHHBIX COEAUHEHUM.

Omnpenenenve MPOTUBOMHUKPOOHOW  aKTHMBHOCTHM  HPOBOAWUIN  METOAOM
JIBYKPAaTHBIX CEPUMHBIX Pa3BEACHUMN B JKMJIKOM IUTATEIBHOU cpene. MUHMMaIbHYIO
nogasisironlyro KoHueHrpanuio (MIIK) ycraHaBnuBanm mo OTCYyTCTBHIO NMPHU3HAKOB
pocTa B MUTATENbHBIX cpenax. MccienoBaHus MPOBOJIMIM MO OTHOIICHHIO K TPEM
BHJIaM TE€CT — MUKPOOOB: Staphylococcus aureus, Escherichia coli, Candida albicans.
B kadecTBe 3TajOHOB CpaBHEHUS HCIOJIb30BaJM aHTHOAKTEpUANIbHBIN MpemnapaTr —
I'MJIPOKCUMETUIXMHOKCUIIMHINOKCU U IPOTUBOTPUOKOBBIN (DIIyKOHA301.
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[IpoBeneHHbIE UCCAEAOBAHUS TOKA3aJM, YTO IOJYYEHHBIE COEIUHEHUS
BBIPAKEHHOT'O MPOTUBOMHUKPOOHOTO JEHCTBUS HE MPOSBWIN. Y CTAaHOBJIEHO, YTO BCE
UCTIBITAHHBIC COCIUHCHHS OKa3aluch JmOo ManoaktuBHeIMU (MIIK 250-1000
MKr/mn), 160 HeakTuBHbIMH (MIIK Gombpmre 1000 Mir/mun). CamMbIM aKTHUBHBIM
coequHenueM sBisercsa SB (31 u 62 MIIK, mMxr/mi, B otHomieHuu S. Aureus u E. Coli
COOTBETCTBEHHO). Bce ucciemoBaHHbIE COCAMHEHHUS YCTYNAKOT MO JaHHOMY BHUIY
AKTUBHOCTH npenaparam CpaBHEHMSI. CoennHenu, 00J1a1a101INX
MPOTUBOTPUOKOBOM aKTUBHOCTHIO, HE OOHAPYKEHO.

3.3. AHTUreJIbMUHTHASI AKTUBHOCTh
AHTHUreIbMUHTHASL aKTUBHOCTh M3ydaslach Ha 3€MJISIHbIX 4epBax (Lumbricus
terrestris) ¢ y4eToM HX (U3NOJIOTO-aHATOMUYECKOTO CXOJCTBA C KHUIICYHBIMU
napazuraMmu 1o wmeroguke Huxomaesa M.UIL. B 0,5% pactBop uHcciaenyembix
COCIMHEHUIN TOMEIaNd 3eMJISIHBIX 4epBeld M (UKCUPOBAIM BpeMs HACTYIUICHUS
cMepTu. B KauecTBe 3TAaJOHOB CpPaBHEHMS MCIOJIB30BAINM LIMPOKO MPUMEHSEMBIE
JIEKapCTBEHHBIE CPEACTBA MUPAHTEI U JIEBAMU30I.

Tabmnuma 2
AHTUTEIIBMUHTHASI aKTUBHOCTh YETBEPTUYHBIX cojied eHaMuHOaMu10B AITK
CoenuneHne [Tpo0IKUTEIIBHOCTD )KU3HU YepBEH, MUH P
611 16,2+5,58 P,<0,001P,>0,05
7a 15,9+4,92 P,<0,001P,>0,05
Te 25,1+0,91 P,<0,001
TH 5,0+0,19 P;<0,001, P,<0,001
7B 15,9+1,01 P,<0,001P,>0,05
n 23,944,422 P,<0,001
[Tupanren 215,0+0,37
JleBaMu3oi1 20,2+2.08

P — B cpaBHEeHuM ¢ nupaHTenom, P, — B CpaBHEHUU C JIEBAMHU30JI0M

Kak BuIHO U3 TaONMIBI, HAWJICHBI COCAMHEHUS, IPEBOCXOJSIINE 10
AKTUBHOCTH TIpernapar cpaBHEHHUs nupaHTten. CoeauHeHue 7H TPEBOCXOIUT MO
AHTUTEIILMUHTHOMY JEUCTBUIO JIEKAPCTBEHHBIN Mpenapar JieBaMu30i B 4 paza u B 9
pa3 sIBISIETCSI MEHEE TOKCUYHBIM.

3.4 Anajbrernyeckasi aAKTHBHOCTh

CKpUHUHTY Ha aHAJbICTHUYECKYI0 AaKTHUBHOCTb OBUIO MOABEprHyTO 42
COCIMHEHUS C UCIOJb30BAHUEM METOJIOB «Iropsiyasi IJIACTUHKA» M «YKCYCHBIE
KOpYu»

C uCnoJib30BaHUEM METOJ1a TEPMUYECKOTO pa3ApakeHus "Topsiuas MmiacTUHKA"
OblIa M3y4yeHa aHAJIbreTUYeCcKasi akTUBHOCTh 33 COeAMHEHUI Ha HEIMHEUHBIX OENbIX
MbIlIax Maccol 18-22 T., KOTOpBIM HCCIEAYyEMbIE BEIECTBA BBOIUJIUCH
BHyTpuOprommHHO B g03e S50 wmr/kr. Iloka3zarenem u3MeHeHuss 0o0jeBOM
YYBCTBUTEJIBHOCTH CIYXKUJIA JUIUTEIBHOCTh MPEObIBAHUS YKUBOTHBIX Ha «TOpsYeH
IUTACTUHKE» JI0 MOMEHTa OOJM3bIBaHUS 3aJHUX JIAMOK, KOTOPYIO H3MEpPSUIM B
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cexkyHaax. CpaBHMBaIU pe3yabTaT ¢ 3pPexkToM MeTaMu30i1a HaTpHsl B CKPUHUHTOBOM
no3e 93 wmr/kr. Pe3ynbraThl, MOJYy4YE€HHbIE TpPU H3YYECHUHU HauWOOJiee AaKTHBHBIX
COCIMHEHUM, MPeJICTaBIICHBI B TabuIIe 3.
Tabmnura 3
AHaJbreTH4eCcKas akTHBHOCTbD 110 METOJIY «Topsidasi INTaCTUHKa» HanboJiee
AKTUBHBIX coeAMHEHMH yepe3 120 MUHYT NoCie BBEACHUS

CoennnHenue Bpewms 3amutHOro pediekca, ¢

Sa 26,22+3,84 %% *

56 22,76£3,58%%*

5B 24,2243,68%%**

SK 23,204£2,31#7%*

53 20,2743,50%%*

4p 23,8644,64***

45 24,20+3,68%*%*

410 22,4042,82% %%

4ee 28,20+5,32%%*

10a 20,20+0,66%***

106 21,20+0,97%%*

Ila 25,30+0,72%%*

116 21,40+0,83%*%*

12r 27,60+1,03%%*
MeTtamu3zon HaTpus 16,331+3,02
KonTposb 2% kpaxm. ciin3b 10,20+0,37

- paznu4ue JOCTOBEPHO IO CPABHEHMIO C KOHTposeM pu p <0,05
*%. pa3nMure JOCTOBEPHO MO CPABHEHHIO C METaMU30J10M HaTpus rpu p <0,05

Cpenu U3y4eHHBIX COCTMHEHUI aHambreTudeckui 3QpeKT oOHapyKEeH y Bcex
coenuHeHM, KpoMe Se u Su. Hanbosiee akTHBHBIMU OKa3allich coequHeHus, 4ee, Sa,
11a, 12r. Ilocne ux BBeAeHHsS BpeMsl MPEObIBAaHUS TMOAOMBITHBIX >KUBOTHBIX Ha
ropsiyedl IJIACTUHKE 3HAYUTEIBHO YBEIMYMBAJIOCH M JOCTOBEPHO OTJIMYAIOCH OT
TaKOBOT'O TIOCJIE BBEJEHUS MeTamu3osia HaTpus. OcCTallbHble COEAMHEHUS MpHU
UCCJIEIOBAHUM METOJIOM «Tropsiuas IUIACTUHKa» TMPOSBISUIM aHAIbI€TUYECKYIO
aKTUBHOCTb JTUOO Ha ypOBHE Ipenapara CpaBHEHHUs, TUOO yCTYIalu eMY.

MeTrooM «yKCYCHBIX KOpYeil» H3ydyeHa aHalbleTU4YecKas aKTUBHOCTH 9
COEIUHEHUMN, OTHOCSIIIUXCS K N-3aMenieHHbIM 4-apun-2,4-nuokco-3-(2-
dbenmtruapazono)oyranamuaaMm 11a-k. OnbITEl TPOBEECHBI Ha O€JBIX OECIOPOIHBIX
Mblrax maccoi 18-22 r. BemiectBo M npenapar cpaBHEHHs (METaMHU30J HATpus)
BBOJIINA B J03€ 25 MI/KI BHYTPUOPIOIIMHHO B BHJE B3BeCH B 2% KpaxMallbHOM
cm3u 3a 30 mMuH 10 BHyTpuUOprommHHOTO BBenenust 0,75% pacTBopa yKCYCHOM
kuciotel (0,1 /10 © maccel Tenma). AHambreTudeckuid A EKT OIECHUBAIHA I10
YMEHBIIICHUIO KOJIMYECTBA KOpUel B TeueHue 15 MuHYT HaOMIOACHHS B MPOIIEHTAX K
KOHTPOJTIO.

AHanu3 HSKCHEPUMEHTANbHBIX JaHHBIX I[IOKa3aj, YTO CpPEId HCIBITAHHBIX
COCIMHEHUI BBIPAKEHHYIO aHAJIbI€TUYECKYI0 aKTUBHOCTb MPOSBWIM COCIUHECHMUS
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11a, 11e, 113, kotopsie B A03€ 25 MI/KI BBI3BIBAIM Y YKUBOTHBIX YMEHBILIECHHE
KOJIMYECTBA YKCYCHBIX Kopueil Ha 42,06%, 47,62 %, 45,24% COOTBETCTBEHHO IpH
p < 0,05. IIpu »TOM HU OAHO W3 MCCIETOBAHHBIX COEIMHEHHIN HE MPEBOCXOIUIO IO
JAHHOMY BU]ly AKTUBHOCTH METaMHU30J1 HATPHUSL.

3.5. AHTUKOAryJISHTHAsi aKTUBHOCTH COeIMHEHU I

N3yueHne CBEPTHIBAIOIIMX CBOWCTB KPOBU MPOBOAWIM C TMOMOIIBIO
koaryioMmerpa «MwuHunaé 701». Hcnonb3oBanu 1utpatHyio  (3,8%) KpoBb
OecropoHbIX KpPOJMKOB B COOTHOHIEHUH 9:1. AHTHUKOAryJIsIHTHYIO aKTHBHOCTb
OLICHUBAJIM [0 UW3MEHEHUI0 BPEMEHU CBEPTHIBAHUS LEIbHOW KpPOBHU IOCIE
nobasienust 1% pacTtBopa xJjopuaa kanblus. B kadecTBe mpemapara CpaBHEHHS
WCIIOJIb30BaIM renapud B KoHueHTpauuu 1 EJI/mi kpoBu. IlomydeHHble pe3yabTaThl
npecTaBieHbl B Tabmauie 4.

Tab6muia 4
AHTHUKOAryJISHTHAsi aKTUBHOCTh COCJIMHEHUI
Bpems Bpems
CoenuHenue CBEpThIBAHUS, CBEpTHIBAHUS, % M3MCHCHH P
) i CBEPTHIBAEMOCTH
C.; KOHTPOJIb C; ONBIT
9a 137.7£13.08 224.3£22.43 -63.0% <0.01
21 151.7£11.60 340.6+42.54 -124.5% <0.01
2a 150.5+£12.85 220.4+14.25 -46.4% <0.01
20 150.8+12.92 182.7£19.60 -21.2% >0.05
2e 156.8+12.32 285.1+£50.04 -81.8% <0.05
2r* 121.6+£9.40 214.9+£20.21 -76.7% <0.01
2B 141.6x£11.50 268.6+£22.70 -90.1% <0.001
2K 144.6+£8.96 188.1+£16.81 -30.1% <0.05
21 152.4+£10.66 287.9+44.20 -88.9% <0.02
2u 157.6x£13.74 298.1+£24.80 -89.1% <0.01
2K 155.5+£10.30 607.6+£101.8 -290.7% <0.01
23%* 116,2+7,48 229,3+17,70 -97,3% <0.001
73 174,8+14,93 243,1+£28,10 -39,1 >0.05
76 159.1+£12.49 220.7+£25.68 -38.7 >(0.05
TH 179.4+£23.07 240.3£31.29 -33.9 >0.05
n 151.2+14.13 237.0£31.3 -56.7 >0.05
i 160.2+£29.36 177.4+£23.14 -10.7 >0.05
['enapun 145.749.64 618.3+55.88 -324.4% <0.001

IIpumeuanue * B cTaHAapTHONW KOHIEHTPALMU KPOBb HE CBEPTHIBAIACh, IO3TOMY MCIIOJIb30BaIN
0,1% pacTBOp COETMHEHMUII.

N3 mnosiydeHHBIX PE3yJbTaTOB BHJAHO, YTO BCE HCCIECAYEMBbIE BEIIECTBA
3aMeIAI0OT BpeMsl CBEPThIBaHMs KpoBH. Hambonee BBICOKOW aKTUBHOCTBIO W3
M3YYCHHBIX COCIMHECHHWHA 00JIaal0T aMMOHUWHBIE COMU N-(4-METUIUPUTAH-2-HT)
4-apuii-2-ruApoKCU-4-0KCO-2-0yTeHOaTOB 2.
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3.6. UccenoBanne aKTUBHOCTH COCIMHEHMI NPHU MOBEPXHOCTHOM
aHeCcTe3UHu

B ombiTax Ha poroBuile riaza Kpojuka MeTojnoM Penne Oblia mccienoBaHa
MECTHOAHECTE3UpPYIOIIasi aKTUBHOCTh 33  COEAMHEHUM, OTHOCSIIMXCS K
YeTBepTUYHBIM cojisiM eHaMuHoamusioB AIIK. M3ydensl 1% BOIHBIE pPacTBOPHI
coeuHeHM. B kadyecTBe mpemnapaTtoB cpaBHEHUs ObLUIM B35IThl HAUMOOJIEE U3BECTHBIC
U BBICOKOA((EKTUBHBIE  MPEJACTABUTEIM  TPYIIBl  MECTHOAHECTE3UPYIOUIUX
MpenaparoB, IIUPOKO MPUMEHSEMbIE B MEAUIMHE — JHWJAOKaWH, TPUMEKauH,
ponvBakanH W OynuBakawH. B Tabmmite 5 mpuBeneHbl 3HAYCHUS WHACKCAa PeHbe,
XapaKTEPU3YyIOMIeTO TIyOWHY aHeCTe3WH, W MPOJODKUTEILHOCTh AHECTE3WH B
MUHyTaxX JJisi HanOoJliee aKTUBHBIX COeAMHEHWH. Bce coenmHeHus, BKIIOYCHHBIC B
Ta0NMIy, JOCTOBEPHO OTJIMYAIOTCS OT TMpEnapaToB CpaBHEHUS M0 TIIyOWMHE U
MPOJOJIKUTEILHOCTH AHECTE3UU.

Tabmura 5

AKTHBHOCTB MpU MOBEPXHOCTHOM aHecTe3uu 1% BOAHBIX paCTBOPOB HamboJee
AKTUBHBIX YETBEPTUUYHBIX coieil eHamuHoaMu10B AITK

COCI[I/IHeHI/Ie I/IHI[eKC Peune HpOI[OJ'I)KI/ITeJ'IBHOCTB AHECTE31UH, MUH
68 1033,7+84,6*° 55,042,9*°
66 1159,7+73,6 *° 65,0+2,9*°
63K 1091,0+15,0*° 48,8452
63 1300,0+0,0 >"¢ 82,5+2,5*P¢
6ii 1097,5+121,1*° 60,0+5,3 *°
6K 1200,5+39,1*° 65,0+2,0*°
6H 1278,5+21,5 *>¢ 66,3+3,1 *°
7a 1300,0+0,0 > 71,3+2,4 ™%
TH 1060,8+94,7 *° 60,7+6,5*°
Tc 1225,7+40,4 *¢ 107,5+4,0 >4
7t 1237,3+17,9*"¢ 115,8+14,7 *"¢
JIunoxaun 552,0+57.9 35,0+3,7
Tpumekann 559,0+26,1 31,8+4.4
PonuBakann 1001,1+86,1 58,4427
bynuBakann 1218,0+29,3 94,0+3,5
[Tpumeuanwue.

? - paznmuume JOCTOBEPHO T10 CPABHEHUIO C JinoKanHoM mpu p<0,05
b pazin4ue JOCTOBEPHO MO CPAaBHEHUIO ¢ TpUuMeKanHoM npu p<0,05
¢ - paznuyme JOCTOBEPHO 110 CPABHEHUIO C pornuBakanHoM mipu p<0,05
4_ pasinume JOCTOBEPHO IO CPaBHEHHIO ¢ GymuBaKanHoM mpu p<0,05

[lepcrieKTUBHBIMU JIJISl JAIBHEHIITUX UCCIIEIOBAHUI SIBISIIOTCSL COETUHEHUS 63,
7a u 7T, OKa3bIBAIONINE MECTHOAHECTE3UPYIOIIEEe NEHCTBUE MAKCUMAIILHON TITyOUHBI
(1300) 1 npoAOTAKUTETHLHOCTH.
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3.6.1. UcciienoBaHusl aAKTUBHOCTH COeIMHECHUH NPH MH(PUIHTPALMOHHOM
aHecTe3Un

Jlnst u3ydeHus aKTUBHOCTM TpU HHPUIBTPALMOHHON aHECTe3udu OblIn
BbIOpaHbl 6  COEIMHEHUW, TPOSBUBIIME  BBIPAKEHHYIO  aKTUBHOCTh  IPH
MOBEPXHOCTHOM aHECTE3UHU.

OnbIThl MPOBeJEHBI HA 45 OebIX HETMHEHHBIX KpbhIcaX 000€ro mnojia Maccoi
190-250 r. OO0e30onuBaroIiee ACUCTBUE COEIUMHEHUNM HCCIEIOBAINM C ITIOMOIILIO
BUJIOU3MEHEHHOro Mertoja Biilbring u Waida (1945) npu sinekTpudeckoM
paspakeHUN KOXH KHBOTHOTO. [10 M3MEHEHHNIO BETMYMHBI MOPOTa Pa3apakKeHUs B
MPOIIEHTaX K HWCXOJHON BEIIMYMHE OIEHWBAIM TIyOWHY aHECTE3WH. Y BEIUYCHHE
MOPOTOBOTO 3HAYCHM B Ba U Oonee paza cuutanu 100% anecresueii. [1lo Bpemenu
YBEJIMYCHUS TIOPOTA Pa3IpaKCHHs ONMPEACILIA MPOJOJDKUTEIHPHOCTh aHECTE3UU B
muHyTax. [Ipenapatamu cpaBHEHUS CITYKUJIH JTUJOKAWH U TPUMEKAWH.

Tabmura 6
AKTHUBHOCTh COCIMHEHUH TTPH UHPUIBTPAIITMOHHON aHECTE3UH B OIBITAX Ha KPhICax
Coenunenue ['mybuna anectesuu, % Hponomxurensrocts
AHECTE3UH, MUH
63 100,00 88,0+25,1
7a 100,0+0 131,4+11,1*
TH 62,5+17,3 45,0+15,5
6M 60,0+14,1 26,3+7,5
7c 100,00 106,2+8,9*
7T 100,00 150,0+6,3*
JInmoxaun 100,00 78,8+3.8
Tpumekanx 100,00 196,3+3,8

*- pa3u4He TOCTOBEPHO IO CpaBHEHUIO ¢ JuaokanHoM 1pu p<0,05

Kak BugHO U3 Tabmuubl, npu MHGUIBTPALIMIOHHON aHECTe3UH COeAMHEHUs 7a,
7¢ 1 7T OpPeBOCXOAAT MO MPOJOKUTEILHOCTH AHECTE3UHM IpernapaT CpaBHEHMS
JUAOKAUH U HE YCTYNAIOT 110 3TOMY [MOKA3aTeNI0 Ipernapary CpaBHEHUSI TPUMEKANHY,
no TJIyOMHE aHEeCTe3UPYIOUIEro JCHCTBUS COCAMHEHUS HE OTIMYAITCS OT
npenapaToB cpaBHeHHs (ITyOMHA aHECTe3MH BO Bcex ciydasx cocrtaBisuia 100%).
Coenunenue 63 oka3pIBaJIO MPAKTUYECKHU TaKOU ke 3P HEKT NMpu HHPUIBTPAIMOHHOMN
aHeCTe3UM, KaK JMJOKAMH W YCTYNaJlo MO MPOJOJDKUTEIBHOCTH JIEHCTBUS
TpuMmekanHy. CoenvHeHuss 6H 1 6M ycTynaiau Mo rIyOMHE U MPOJOJDKUTEIBHOCTH
NEUCTBUA MpenapaTaM CpaBHEHHUS.
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BoiBoabi:
VY CTaHOBIIEHO, YTO MPU B3aUMOJCHCTBUU apOWINHUPOBUHOTPAAHBIX KHUCIOT C 2-
aMHUHO-4-METUIITUPUINHOM o0pa3zyroTcs 4-apun-2-ruipokcu-4-okco-2-
OyTeHOoaThl 4-METWII-2-TUPUUTIAMMOHUS.
Peakuus aMUJIOB apOWJIMTHUPOBUHOTPATHBIX KHCJIOT c N,N-
JTUMETWIAMUHOITWIIAMUHOM U N,N-AUATUIAMUHOATUIAMUHOM MPUBOJIUT K
00pa30BaHUIO N-3aMeleHHBIX aMHJI0B 4-apun 2-(2-N,N-

TUATKUAIAMUHOATKIIIAMHUHO )-4-0KCO-2-0yTEeHOBBIX KUCIIOT.
ITokazano, uyro B pe3yabraTe peakuun eHamuHoamunaoB  AlIK ¢
XJIOPAaHTHAPUAAMHU YKCYCHOU U (ypaH-2-KapOOHOBOM KHCIOT 00pas3yroTcs HX
YETBEPTUYHBIE coJy, a c OKCAITUITXJIOPUAOM MPOIYKTHI
reTePOLMKIN3aUU-6-(2-(apuin)-2-0KCOATUINACH)- 1 -(2-(TUMETUIIAMUHO)  3TH)-
4-(2,6-nuMeTuin( eI ) nunepa3un-2,3,5-TpuoHbl.
B pesynabrate peaknuu amugoB AlIIK ¢  M30aMUJIHUTPUTOM  TOJTYYEHBI
TUAPOXJIOPUIbl  N-2-(4-METUIUPUANIT)AaMUJ0B  4-apuil-3-TUAPOKCUMUHO-2,4-
JMOKCOOYTaHOBBIX KUCJIOT, a MPU B3aUMOJCHCTBUU C XJIOPUJIOM (PEHUIIIUA30HUS
- N-3amemeHHble  4-apui-2,4-n1uokco-3-(2-peHunruapa3ono) OyTaHAMUJIBI,
reTepOlUKIM3alis KOTOPBIX MpU JEUCTBUM THApPA3UHTUIpaTa MPUBOAUT K
00pa30BaHUIO0 COOTBETCTBYIONIUX 4-aMHUHO-5-apwil-N-(4-MEeTUITUPUIUH-2-1T)-
1 H-nupazon-3-kapbokcaMusioB U N-3aMmenieHHbIX-5-apui-4-denunazo-1H-
NUPA30JI0H-3-KapOOKCaAMHUIOB.
[Ipu dapmakoIOTHIECKOM CKPUHUHTE 83 CHHTE3UPOBAHHBIX COCAMHEHUH,
BBISIBIICHBI BEIIECTBA, 00JIaIal0INEe MECTHOAHECTE3UPYIOIEH, aHATBIeTUIECKOMH,
AHTUKOATYJISIHTHOW U aHTUTE€JIbMUHTHON aKTUBHOCTSAMM.
Hnst  yrnyOneHHBIX — (papMaKoJIOTMUECKUX — WCCICIOBAHWUN  MPEIararoTcs
COCMHEHUS:
a) xsopua N-{2-[((12)-1-{[(2,6-numeTundenns1)aMmruHo [kapOooHmI }-3-0KCO-3-
(4-6pomdbennn)-1-en-1-um)amuno |3tun }-N,N-1uMeTi- 1 -okcodTaHaMHUHUyMa
63, xmopun  N-{2-[(1-{[(2,6-mumeTrndenns)aMuHo |kapOoHU }-3-0Kco-3-
dbenwnmnpor-1-en-1-un)amuno |3tun }-N,N-nume - 1 -
dbypuiokcoMeTaHaMUHUYMA 7a, XJIOpUJ N-{2-[(1-{[(2,6-
TUMETHI(PEHUT)aMUHO JKapOOHU } -3-0Kkc0-3-(4-3Truidenun)nporn- 1 -eH-1-
Wi1)aMuHO 3T }-N,N-audstui- 1 -pypunokcomeranamuauyma 7T, o0aaaromniye
MECTHOAHECTE3UPYIOIIEH aKTUBHOCTBIO.
0) xmopun N-{2-[(1-{[(2,4,6-TpumeTundeHnT)aMruHO |KapOOHMI }-3-0KCO-3-
¢dbenunmnpon-1-ex- 1-ua)amuno|3tun }-N,N-gumetn- 1 -

bypuiokcoMeTaHaMUHUYMa  7TH,  TPOSBISIONMIUN AHTUTCIILMUHTHYIO
AKTUBHOCTb.

B) 4-(4-6pombennn)-2-TuIPOKCU-4-0KCO-2-0yTeHOaT 4-meTun-2-
NUPUIMIAMMOHUS 23,  oOjamamuii  TpsMOW  aHTUKOATYJISTHTHON

AKTUBHOCTBIO.
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OcHOBHBIE T0JIOKEHUS AUCCEPTALIMMA U3J10KCHDBI B paﬁoTax:

. Ilouck OWMONOTMYECKM aAKTHBHBIX BEMIECTB CPEAU TNPOAYKTOB XHMHUYECKUX
npeBpaiieHuii  OeHzownnupoBuHorpagHot  kuciaotel /  M.K.  HukutuHa,
C.C.Kupcanona, .H. Yepnog [u ap.] // Bectn. Ilepm. roc. dhapmarir. akan.— 2011. -
Ne8. - C. 93-95.

. IlepcniekTUBBI MOMCKa BEIIECTB C MECTHOAHECTE3UPYIOIIEH aKTHUBHOCTHIO CpPEAH
npoAaykToB opranuyeckoro cuurteza / M.C. Ilnumkuna, A.I'. BopoObeBa, M.H.
Yepuos [u ap.] // Bectn. Ilepm. roc. papmai. akam.— 2011.- Ne8.- C. 95-96.

. UepHos, M.H. CuHTe3 M aHaIbreTUYeCcKasi akTUBHOCTh N-3aMEIICHHBIX aMUI0B 2-
(2-N,N-1uMeTHIaMUHOATUIIAMUHO )-4-0KCO-4-apuiI-2-0yTEHOBBIX KHUCJIOT /
N.H.Yepunos, H.M. Urunos, P.P. MaxmynoB // CuHTE3 3HaHHMI1 B €CTECTBEHHBIX
HayKax - PyIHUK OyAyIIero: MpOeKThl, TEXHOJOTHH, 000pyaoBaHue. MaTepuabl
MexayHapoaHou KoHpepenuuu. [lepms, - 2011. - Tom 2. - C. 579-582.

. Ilonck coenquHeHNI ¢ aHAIBI€TUYECKON aKTUBHOCTBIO B PSIy METWII3aMEIICHHBIX
NUPUAWIAMHIOB aporyimupoBuHOrpaansix kuciot / U.H. Yepnos, H.M. Urunos,
MaxmynoB P.P. // CunTe3 3HaHUN B €CTECTBEHHBIX HAayKaxX - PyJHHUK OYIyIIEro:
OPOEKThl,  TEXHOJIOTMH,  00OpylnoBaHuMe.  Marepuanbl  MEXAYHAPOIHON
koHpepeniuu. [lepmb, 2011. Tom 2. - C. 583-586.

. UepHos, N.H. Hampasnennbii CHUHTE3 BEIIIECTB, 00J1a1aronnx
MECTHOAHECTE3UPYIOIIEH aKTUBHOCTHIO, HAa OCHOBE apOWJIIHUPOBUHOTPATHBIX
kucinor / W.H. Yepuno, H.M. HUrunos, C.B. Yammna // Bcepoccuiickas
MooA&KHAS HaydHass KOHQEpEeHIMs «AKTyalbHbIE MPOOJIEMBl OPTaHWYECKOU
xuMun» 9-14 uronst 2012, Hopocubupck. - C. 42-43.

. UepHos, N.H. Mopauduxanus METOJ1a CHUHTE3a €HaMHUHOaMHU0B
apounnupoBuHorpaansix kuciort / M. H. UepnoB H. M. Urunos // Te3ucs! 1I-oii
Bcepoccuiickoit  HaydHOM  KOH(EpeHIUH CTYACHTOB M  acClHUPAHTOB C
MEXIyHApOAHBIM ydacTreM «Mosoas papmanms - moteHiman oyaymero» 18 -19
anpens 2012 roga Yacts 11 Canxr-IleTepOypr, 2012. - C. 57-58.

. YUepnoB, N.H. Anaabrernyeckasi akTUBHOCTH N-4-MeTHJINMUPUINIAMHIOB
apounnupoBuHorpagubix kucjaor / HW.H. Yepunos, P.P. Maxmynos,
E.b.babymkuna [u ap.] / CoBpemenHass meaunuHa u ¢(apManeBTHKA:
aHAJIM3 M NepcneKTuBbl pa3putusa: Martepuanasl IV MekayHapoaHoi Hay4HO-
npaktudeckoii koHdepennuu (25.06.2012). - Kypn. «EcrecTBeHHbBIE U
TexHu4eckue Haykm» Mocksa: U3a. «CnyTHuk+». — 2012, — C. 61-64.
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UccnenoBanusi BAMSIHUST HAa CBEPTHIBAIOUIYID CHUCTEMY KpPOBU BEILIECTB C
MecTHoaHecTe3upyomen aktuBHocThio / A.B. Crapkosa, C.B. Yammuua, N.H.
Yepuos [u ap.] // IV cwe3n papmaxonoroB Poccun «MHHOBaMKM B COBpEMEHHOM
(dhapmakosiorun» matepuaibl che3na 18-21 centsadps 2012 rona @onuym Mocksa,

2012. - C. 174.

Cunre3 4-apui-2-ruApoKcu-4-o0Kkco-2-0yreHoaToB 4-meTni-2-
NUPUIWIAMMOHUSA M UX BJIUSIHME HA CBepPThIBaKOIIyI0 cucremy kposu / U.H.
Yepuos, A.B. CrapkoBa, HM. Urunos. [u ap.] / Hayunbie BegomocTu
BealVy. - Ne22 (141) . - Bearopoga, 2012. - C. 11-13.

ITouck coenuHeHui, OOJATAIOIIMX AHTUKOATYJSIIMOHHOM aKTUBHOCTHIO, CPEIH
BIIEPBBIC CUHTE3UPOBAHHBIX MPOM3BOJIHBIX AIIMIMTUPOBUHOTPATHBIX KUCTOT / A.B.
CrapxoBa, U.H. Yepnos, b.51. CeiponsitoB [u np.] // «CoBpemeHHass MeAUIMHA:
TEHJICHIIMU  Pa3BUTUS»: MaTepualdbl MEXKIYHAPOJHONW 3a0YHOM  HAYYHO-
npakTuueckord koHgpepenuuu. (11 mapra 2013 1.) — HoBocubupck: W3a.
«CubAK», 2013. - C.104.

Bo03MOXHOCTH TOMCKA BEIIECTB C 33JaHHOM OMOJIOTMYECKON aKTUBHOCTBIO CpEld
HOBBIX NPOAYKTOB opranmyeckoro cuuresa / C.B. Yamumna M.H. Yepnos H.M.
Urunos [u np.] // Hayka, obpa3oBaHue, 0OIIECTBO: TECHACHIIUU U TEPCIICKTUBBHI:
COOpHMK HAyYHBIX TPYAOB TI0O MaTepuaJiaM MEXIYHAPOJHONW HAyIHO-
npakTuaeckoi koHpeperuuu (31 suBaps 2013 r.). B 7 vactax. Yacte VII. Mun-Bo
o0p. n Hayku — MockBa. «AP-Koncant», 2013 r. - C. 96-97.

[IepcniekTHBBI TTOMCKA BEIIECTB C MECTHOAHECTE3UPYIOLIEH aKTUBHOCTBIO CPEIU
HOBBIX IPOU3BOAHBIX ApOWJIMUPOBUHOTpaaHbix kucior / C.B. Yammua W.H.
Uepnos H.M. UrunoB [u ap.] // «MHHOBammu B Hayke»: Mmarepuaibl XVIII
MEXyHApPOJIHOM 3a0YHOM Hay4dHO-TIpakThueckoil koHdepenuuu. Yactep II. (25
mapta 2013r.); HoBocubupck: NU3a. «CubAK», 2013. — C. 140.

buoniornyeckass akTUBHOCTh HOBBIX IPOU3BOJHBIX APOMIIHPOBHUHOTPATHBIX
kucior / C.B. Yammna W.H. YepnoB H.M. Urunos [u np.] // Tenaenuuu wu
NunoBanmn coBpemenHon Haykum Marepuansr VI MeXayHapogHOM Hay4dHO-
npaktudeckoi koHpepenuuu (19 despans 2013) Kpacuoaap, 2013.- C. 82.

HccnenoBanne akTUBHOCTHU IIPU MTOBEPXHOCTHOM aHECTE3UM HOBBIX IPOM3BOIHBIX
apownnupoBuHOrpaaHbiXx kuciaor / C.B. Yamwmna, .H. Yepnos, H.M. Hrunos
[u np.] // CoOopuuk wmarepuasioB [ Bcepoccuiickas Hay4dHO-IIpaKTHYECKas
KOH(EepeHIUsI ¢ MEXIYHAPOIHBIM ydacTHeM «VHHOBalMu B 370pOBHE HAITUU»,



15.

16.

17.

18.

19.

20.

21

Cankr-IletepOypr, 20 Hosi6ps 2013 1. — CII6.: Uzn-Bo CIIX®DA, 2013. - C. 248-
249.

BinsHue Ha reMocTa3 BIEPBbIE CUHTE3UPOBAHHBIX COCAWHEHUN B pIAy
MPOU3BOAHBIX anuinupoBuHorpagubl kuciotr / A. B. Crapkoa, N.H. YepHos,
HM. Urunos. [u np.] / CoOopuuk wmarepuanoB | Bcepoccuiickas HaydHO-
MpaKkTU4YecKas KOHQEpEeHIUs ¢ MEKIyHapOAHBIM ydacTueM «MHHOBamuu B
3nopoBbe Hamuu», Caskt-lIletepOypr, 20 wHosiOps 2013 r. — CII6.: U3a-Bo
CIIXDA, 2013. C. 221-222.

buoJsioruyeckasi AaKTUBHOCTh €HAMHMHOAMHUIOB AapPOMJINMPOBHHOIPAJIHBX
kuciaor / U.H. Yepnos, H.A. MeabuukoBa, I1.B. 3y6oB [u ap.] / ®apmanus.
2013 — Ne6. C. 49-50.

MecTHOaHECTE3UPYIOIINE CBONCTBA HOBBIX MPOU3BOJIHBIX
apownupoBuHorpaaubeix kuciot / U.H. Uepnos, C.B. Hammna, M.C. Jlemunosa
[m np.] // Marepuanbl MexAyHapOIHOM MEXKIUCUUIIIMHAPHOW HAyYHOU
koH(pepeHnun  “buorormueckn  aKTMBHBIE ~ BEMIECTBA U MaTEpHUAIbBL:
(byHAaMeHTaNIbHbIC U MPUKIIATHBIE BOPOCHI MOJTYUYEHUS U IPUMEHEHUS», 27 Mas —
01 wurons, 2013, Hoseiii CBetr, Ykpauna. — Kues: Mzmarens B.C. MapThiHIOK,
2013.-T. 1.-C. 31.

CuHTe3 W MECTHOAHECTe3UPYKIIAsi AKTUBHOCTb HOBBIX NPOU3BOJHBIX
apounnupoBuHOrpaaubix kuciaor / U. H. Yepnos, C. B. Yammua, H. M.
Urunos, [u ap.] / Xum.-papman. xypu. 2014. - T.48, Ne 1 - C. 11-13.

CuHTe3 M aHAJIbIreTHYECKAsl AKTUBHOCTh N-3aMeleHHbIX 4-apuii-2,4-1u0Kco-
3-(2-¢penunrugpazono)oyranamuaoB.[ diaexkTpounbiii pecype] / U.H. UepHos,
E.B. bykanoBa, P.P. MaxmyaoB [u ap.] / CoBpem. mnpo0j. HayKu u
oOpazoBanmus. — 2014. — Ne 1. — Pexum pgocryma: http: / www.science-
education.ru/115-11962.

AHTHUTETbMUHTHAS AKTUBHOCTh HOBBIX TPOW3BOJHBIX apOWJIITUPOBHHOTPATHBIX
kucnot / .H. Yepuos, A.B. KpaBuenko, M.A. Axmerius [u nap.] // Bectn. Ilepm.
roc. ¢apmai. akag.— 2014.- Nel12 C. 100-101.



22

YepuoB Unbs Hukonaesnu (Poccus)

CuHTe3, cBOHCTBA W OHOJOTMYECKAS AKTHBHOCTH HOBBIX MPOU3BOJIHBIX
ApOMJINMPOBUHOTPAIHBIX KHUCJIOT

[TosryueHbl  HOBBIE  NIPOU3BOAHBIE  APOWJIIIMPOBUHOTPAAHBIX  KHUCJIOT:
aMMOHMIHBIE COJIM, €HAMUHOAMUJbl M HUX YETBEPTUYHBIE COJIM, 3aMEILECHHBIE
nurnepasuH-2,3,5-TpUOHbI, OKCUMBI, TUAPA30HOAMU/IBI.

['eTeponukiam3anusi OKCMMOB, T'MAPAa30HOAMUJOB IpPH ACHCTBUM THApPAa3HUHTHIpaTa
IPUBOIUT K 00pa3oBaHuio 4-aMuHO-S-apui-N-(4-metunnupuaud-2-un)- 1 H-nupason-
3-kapOoKcaMuI0B U N-3amenieHHbIx-S-apui-4-pennnazo- 1 H-nupaszonon-3-
KapOOKCaMHUI0B COOTBETCTBEHHO.

[IpoBeneHsl (hapmMakoIOrHUECKHUE UCCIIECIOBAHMS HAa PAa3IUYHbIE BUJbl AKTHUBHOCTH.
OOHapyKeHbI COEIUHEHMUS, IPOSIBIISIOLINE MECTHOAHECTEZUPYIOLIYIO,
aHAJIbIETUYECKYI0, aHTUKOATYJITHTHYIO U @HTUT€JIbMUHTHYIO aKTUBHOCTH.

Ilya Chernov (Russia)

Synthesis, properties, and biological activity of novel aroilpyruvic acids
derivatives

Synthesis of new aroilpyruvic acids derivates such as ammonium salts,
enaminamides and their quaternaries salts, substitued piperazine-2,3,5-trions, oximes
and hydrazone amides is described.

The heterocyclization of oximes and hydrazone amides upon treatment with
hydrazine hydrate leads to a formation of 4-amino-5-aryl-N-(4-methylpyridine-2-yl)-
1H-pyrasol-3-carboxamides and N-substituted-5-aryl-4-phenylaso-1H-pyrazolone-3-
carboxamides respectively.

Compounds with local anesthetic, analgesic, anticoagulant and anthelmintic activity
were found during biological studies.



