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BBEJIEHME

AKTYaJIbHOCTD M LeJIb PpadoThl.

Coznanne BbICOKOA((EKTUBHBIX KOMIIOHEHTOB JIEKAPCTBEHHBIX MIPENapaToB
ABJISIETCS AKTYaJIbHOW 3a/1a4el JUIsi COBPEMEHHOM MeAuUMHbBL. Bo BceM mupe uuer
NOUCK U MHCCIEAOBAHHWE COCAUHEHMH C MOTEHUMAIBHOM OHOJIOrMYECKON
aKTUBHOCTHbIO. CJI0XKHOCTh CO3JaHMUA MOAOOHBIX COEAMHEHMH O00YCIOBIIEHA
MHOTOOOpazreM (GakTOpoB, OJHUM U3 KOTOPBIX SIBJISETCS OOINEe BIIMSHUE
(YHKIIMOHAJIBHBIX TPYI B MOJIEKYJIE.

buonornyecku akTUBHBIE T€TEPOLIMKIIBI SIBIISIFOTCS OJTHOM U3 OCHOBHBIX TEM,
UHTEPECYIOIINX  XUMHUKOB-MEIMKOB, TIOCKOJIBKY OHHM  MPOSIBISIOT Pl
(apMaKoJOru4ecknux akTUBHOCTEW. OrpoMHOE 3HaUeHHE B 00JaCTH MEIULIMHCKON
XUMHUU HUMEIOT a30T-, CEPO- U KHUCIOPOJACOAEpKALIUE MATH- U IIECTUYJICHHBIC
IeTePOLUKINYECKUE  COECOUHEHMs.  BonpImMHCTBO  (papMaleBTUUECKUX U
OMOJIOTMYECKH AaKTUBHBIX arpOXMMMKATOB MPEJCTABISIOT COOOM I'€TEepOLMKIIbI;
becuncnennpie J00AaBKM U MOJIU(PHUKATOPHI, MCIOIb3YEMbIE B MPOMBIIIJIEHHBIX
HesiX, TaKUuX KaKk KOCMETHKa, penporpadus, xpaHeHue uHPopMaluu U
MJIACTMACCHI, SBJIAIOTCS T€TEPOLMKINYECKUMH 10 CBOEH MpUpPOIE.

B o0Onactu MenMUMHCKON XHWMHUU U OTKPBITUS JIEKapCTB pa3IUYHbIE
COCIIMHEHHUs, COAEp)KAUIME NUPHIANHOBOE KOJBIO, MPOSIBISIOT MHOXECTBO
MHTEPECHBIX (PApMaKOJIOTMUYECKUX CBOMCTB, TAKUX KaK MPOTHMBOBOCHAIMTENBHOE,
AHTUPETPOBUPYCHOE, AHTUTMCTAMHUHHOE, MPOTUBOPAKOBOE, MPOTHBOSI3BEHHOE U
MPOTUBOJUAOETHYECKOE.

bnaronapst cBoel (papMakoIOrMuecKo YHUBEPCATbHOCTH MUPUIMH MOMKHO
ONPENENNTh KaK «IPUBHJIETUPOBAHHBIA KapKac», TO €CTh, KaK MOJIEKYJSPHYIO
CTPYKTYpY, CIOCOOHYIO  B3aUMOJCHCTBOBAaTH C  Pa3IUYHBIMU  TPYIIAMHU
(dapmMakoJorMyeckux  peuenTopoB.  bmaromaps  3TOH  XapaKTepUCTHKE
UCIIOJIb30BAaHUE TaKOro poAa CTPYKTYp JMJI OTKPBITUS JIEKapCTB OYEHb
MPUBJIEKATEIBHO.

[Iupazoncongepxampe COEAVMHEHUS] B MEIWLMHE BXOAAT B COCTaB

JICKapCTBCHHLIX Ipemnaparos, O6JI8,Z[&IOHII/IX KapOIIOHUKAIOIINM,
2



IPOTUBOBOCTIAJIUTENFHBIM M aHanbresupyomuM 3¢dexramu [1], B cenbckoM
XO3SIIICTBE IPOU3BOAHBIC MUPA30JIa 3aPEKOMEHIOBAIM Ce0s1 B KaYECTBE XOPOLIUX
repOMLMIOB U MECTUINI0B. B cocTaB HEKOTOPBIX KpacuTelel, NPUMEHSEMbIX B
MUIIEBOM MPOMBIIIJICHHOCTH, TaKXXe BXOAWT (PparMeHT mupaszona. Mmerorcs u
CBEJICHUS 00 HMCIOJb30BaHUMU MPOM3BOAHBIX IHUpa30jla B KAaueCTBE MPHUCATOK K
MOTOPHBIM TOILJIUBAM.

B cBs3u ¢ 3TUM, LENbIO TaHHOM palOOThI SIBISETCS CO3/IaHHE JBYSIAEPHBIX
reTepoapoMaTHYECKUX coeAMHEHU. OCHOBY COCTaBIIIOT XAJIKOHBI, COJAEpKAILNE
B CHOHOBOM (parMeHTE OJWH TETapWIbHBIM 3aMecTHTENh — 2-QYypHIbHBIA U
apWIbHBIM, OTIMYAIONIMECS IIOJIOKEHHWEM W IIPUPOJOM  3aMECTUTENEH B
OEH30JbHOM KOJbIE. BTOpoe rereposapo HameueHO QopmupoBaTh Ha 0ase
€HOHOBOI'0 PEaKIIMOHHOTO LIEHTpa B YCIOBMX peakuuu Kpenke ¢ oOpazoBaHHEM
NUPUIUHOBOIO IMKIIA, JINOO MOJ AeHCTBUEM THOCEMHUKapOa3uia 10 3aMELIEHHOTO

IMAPa30JI1HaA.

JlocTrKeHue MOCTAaBICHHOM 1IeJIM BKIIIOYAJIO PEIICHUE CIEAYIOIMINX 3a1a4:

— CHHTE3 UCXOJIHBIX (hypaH-COACpPKAIIUX XAIKOHOB;

— cuHrte3 coieit Kpénke Ha ocHOBe 2- U 4-3aMelIeHHBIX aleTOPEHOHOB;

— TIOJIyYEHHUE HOBBIX 2,4,6-3aMEIIEHHBIX TUPUANHOB ITyTEM MTPOBEACHUS
peakunu Kpénke;

— TIPOBEJCHUE KOHJCHCAIMU TMPU yYaCTHUU 3aMENICHHBIX XaJKOHOB U
THOCEMUKapOa3naa;

— YCTAHOBJIEHHWE COCTaBa W CTPOEHHUS TOJYYEHHBIX COCIMHEHUN C
MIOMOIIBIO 3JIEMEHTHOT'O aHaJM3a U CHEKTPAJIbHBIX METO/IOB;

— BUPTYaJIbHBIA CKPUHUHT OMOAKTUBHOCTH TOJYYEHHBIX COEIUHEHUM

no nporpamme PASS.



OcHoBHOe coaep:kaHue padoThI
1. CuHTe3 HCXOAHBIX QYPWIAPUIbHBIX XaJIKOHOB. 3a-C
C Lenblo CHHTE3a HOBBIX JIBYSJEPHBIX FeTEpOapOMaTHUECKUX CUCTEM, HAMU
CHauajga OBbUIM TIONYy4YeHBl MCXOJHBIE (QypuiapuibHble XaldkoHbl. CuHHTE3
IPOBOAMJICS BO JIbY NP MEPEMENIMBAaHUM SKBUMOJISIPHBIX KOJIUYECTB Qypdypoiia

N 3aMCIICHHBIX aHQTOCI)eHOHOB B BOOHOM paCcTBOPC MICIIOYH B 3TUJIOBOM CIIUPTC.

IIpu aTOM ObUTM TIONYy4eHBI 3-(dypaH-2-ui)-1l-apun-npon-2-eH-1-od 3a-c ¢
BbIxogamMu 61-86%, B 3aBHCHMOCTH OT TPHUPOILI 3aMECTHTENS B OCH30JbHOM
KOJIbLIE alleTOPEeHOHA.

DnekrponoakientopHbiii 3amectutesib (NO,) CrocoOCTBYIOT YBEITHUYCHHIO
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UucroTa mOJNYYEHHBIX BeIIECTB Obula JokazaHa wmetogoM TCX wu
CpPaBHEHHEM TEMIIEpATyp IUIABJIEHUS C JIUTEPATYPHBIMU JaHHBIMHU.
2. Cwunre3 coan Kpénke.
B pesynbpraTe peakuuu nupuavHa, Woma W arneToeHoHa B COOTHOIICHHH
peareHToB 2:1:1 mpu HarpeBaHWUM B TE€UEHUE 7/ YacCOB BBIJECICHA COJIb — WOIW[
dbenanerunnupuanHusa (6) ¢ BeixoaoM 53% (ot Teoperudeckoro); T.ma. 210-211

°C, yIOBIIETBOPAIONIAs TUTEPATYPHBIM JTAHHBIM.
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3. CuHTe3 ABYf/IepPHBbIX FeTePOapPOMaTHYECKUX COeIMHEHNI B YCJIOBHAX
peaxkuuu Kpénke. 7a-c
Peakuuro Kpénke paccMaTpuBaroT KaK KOH/ICHCALIUIO a-
NUPUIUHUNMETHIIKETOHOBBIX COJIEH C  0,-HEHACBHIIICHHBIMU KapOOHUILHBIMU
COEMHEHMSIMU TI0 MuXasio npu 00paboTKe alleTaToM aMMOHHMSI ¢ 00pa30BaHUEM

2,4,6-Tpu3aMeIIeHHBIX TUPUIAHOB.
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Ar= 4-OMC-C6H4; 2,4-(0Me)2-C6H3; 4-N02-C6H4

Cunre3 4-(2-¢pypun)mupuanHoB 7a-C 1o KpeHke HauMHAETCS ¢ CHOJMU3AIuN
O-MUPUIUHUAMETUIIKETOHA € TOcHeAylomuM 1, 4-npucoeiuHeHneM K o,f3-
HEHACBIIIEHHOMY KeTOHy 3a-C ¢ oOpa3oBaHueM ajaykTa Muxasis, KOTOPbIU
HEMEUIEHHO TayTtoMepusyercs a0 1,5-mukerona. Ilox neiictBueM ammuaka u
MOCJICYIONIEH NeTuapaTaiu 00pa3yeTcs MPOMEXKYTOUHBIA WMUH, TOCIEIHUN
JEMPOTOHUPYETCA 10 €HaMUHA W IHUKJIU3YEeTCs ¢ KapOOHWJIOM ¢ oOpa3oBaHUEM
TETPArMAPONUPUANHOBOTO mpoaykra. [locie yaaneHus kaTMOHA NMUPUAVHUS U

apoMaTr3alry 34 CUCT ACTHUAPpATAllM BO3HHUKACT HI/IpI/II[I/IHOBI:Jﬁ I'CTCPOLUKIIL.



AcONH, —> AcOH + NHj
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4. B3aumojeicTBHe XaJIKOHOB ¢ THOCEMUKAPOA3U/IOM.
Tuocemukap6a3ubl TPOSBIISIOT MOTHMHYKICO(DUIbHBIE CBOWCTBA. B CBs3M ¢
TUM UX B3aUMOJICUCTBUE C XaJIKOHAMH MPUBOAMUT K TMOJYUYECHHUIO TE€TEPOIIMKIIOB
pa3HBIX THUIOB, COJEpXKamUxX JBa u Oonee aroma a3oTa. Hamuuwme
(GYHKIIMOHATIBFHOTO 3aMEMICHHUSI B MOJIEKYJIaX ATHUX T€TEPOIUKIIOB OMpPENessieT UxX
BBICOKYIO PEAKIIMOHHYIO CIIOCOOHOCTH, a BBeICHHUE (hapMakoPpOpHBIX (parMEeHTOB

pacIupseT TPAHUIIBI MEIUKO-OMOIOTUYECKUX BO3ZMOXKHOCTEH.
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Ar= 4-OM6-C6H4; 2,4-(0Me)2-C6H3; 4-N02-C6H4



MexaHu3M JaHHOW pEaKIMy TPEICTABISET COO0OM KOHJEHCAIMIO, TJIe
THOCEMUKAPOA3H]T SBISICTCSI aMUHUPYIOIINM areHTOM, a XaJlKOH - KapOOHUIHHOU

KOMMOHeHTOW. B pe3ynbTaTe momydensl 3-apui-5-(pypan-2-un)-4,5-nuruapo-1H-

nupasoi-1-kapboTrnoaMuasl 9a-c
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CTtpoeHue MOMY4YEHHBIX COCAWHEHUW YCTAHOBJIEHBI JaHHbIMU SAMP 'H
CIIEKTPOCKONMUU. B CriekTpe NMpUCyTCTBYIOT XapaKTEpHbIE CUTHAJIBI IPOTOHOB IIPU
C-6 u C-7, COOTBETCTBYIOIIME MHUPA30JIMHOBOMY Koublly. CoXpaHEHHE IHKa

IIEPBUYHOM aMHUHOTPYIIIBI U OTCYTCTBUE ITMKA BTOPUYHOU I'PYIIIBI TOATBEPKIAET

MIPEIOKEHHYIO CTPYKTYPY.
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Puc.l: 'H SMP cmekrp, 8, m.x., 3-(4-meroxcubenun)-5-(pypan-2-un)-4,5-xurnapo-1H-
npa3oi-1-kapooruoamus (9a)
5. IlporHo3upoBaHue BO3MOKHOI OMOJIOTHYECKOH AKTUBHOCTH
CHHTE3UPOBAHHBIX COeIUHEHNUI B HHTepHeT-pecypce PASS-Online.
beima mnpenckazana Ouojordueckas aKTUBHOCTh — CHHTE3MPOBAHHBIX
COCIMHEHUI ¢ UCMONIb30BaHUueM HHTepHeT-pecypca PASS-Online.

CKpUHUHT TIOKa3aj, 4YTO TMOJy4YEeHHbIE (DYypUII-TIUPA30JUHOBBIE CHUCTEMBbI
MOTYT ObITh HHTHONTOpaMU MAQO 1 TpOTUBOrPHOKOBYIO AKTUBHOCTb.

NHrubutops MAO OJIOKHPYIOT paspyluieHue MOHOAMHUHOB
(HopagpeHaaMHa, CEPOTOHMHA, JOo(paMUHA ¥ JIp.) U MOBBIMIAIOT UX COACpPKAHHUE B
cuHanTuueckon wmenu. [lo 31O mnpuurHE B MEAMUMUHCKUX LENSAX JdaHHBIC
BEIIECTBA MCIIOJIB3YIOTCSI B OCHOBHOM B KaU€CTBE aHTUJIETIPECCAHTOB. B TO BpeMs
KaK TPOTHO3 OMOAKTUBHOCTH (ypWI-MUPUIMHOBBIX CHUCTEM IOKa3ajd XOPOIIue
3HAUCHUS TPOSIBIICHUSI CEATUBHOMN, IPOTUBOTPUKOBON U MPOTHBOINAOCTUIECKOMN

AKTHUBHOCTH.


https://ru.wikipedia.org/wiki/%D0%9D%D0%BE%D1%80%D0%B0%D0%B4%D1%80%D0%B5%D0%BD%D0%B0%D0%BB%D0%B8%D0%BD
https://ru.wikipedia.org/wiki/%D0%A1%D0%B5%D1%80%D0%BE%D1%82%D0%BE%D0%BD%D0%B8%D0%BD
https://ru.wikipedia.org/wiki/%D0%94%D0%BE%D1%84%D0%B0%D0%BC%D0%B8%D0%BD
https://ru.wikipedia.org/wiki/%D0%A1%D0%B8%D0%BD%D0%B0%D0%BF%D1%81

BbBIBOJbI

1. B pa3paboTaHHBIX HaMHU YCIOBHUSX IOJTYYCHBl pPaHEE HEU3BECTHHIC
JBYSJICPHBIE TETEPOLMKINYECKUE CHUCTEMBl - 4-(pypan-2-un)-2-apui-6-
(beHUIMUPUANHBI U 3-apun-5-(dpypan-2-un)-4,5-murunpo- 1 H-nupazon-1-
KapOOTHOAMUJIBI HAa OCHOBE B3aMMOJEHUCTBUS  (ypaH-coaepx ammx  o,f-
HeIpeIeNIbHbIX KETOHOB (XaJIKOHOB) ¢ N-cozepxkalmuMu HykiieoduaaMu.

2. W3BectHble (ypunmapuiabHble XaJKOHBI CHHTE3HUPOBAHBI B YCIOBHUAX
aJIbJI0JIbHO-KPOTOHOBOM KOHJIGHCAlIUM C BapbHPOBAHHUEM IapaMETPOB PEAKIUU.
Y CTaHOBIICHO BIUSHUE 3aMECTHTENS B apUILHOM (pparMeHTE Ha BpEMs PEakiuu U
BBIXO/I TPOJYKTAa; MPHU BBEACHUU JIICKTPOHOAKIIETITOPHOTO 3aMECTHUTEINsI BpeMs
peaKIi YMEHbIIAJIOCh, & BHIXO/] YBEIMUHUBAJICA.

3. IlpoBeeHO MPOrHO3UPOBAHUE OMOJIOTMYECKON aKTUBHOCTU MOJTYyYEHHBIX
COeIMHEHUN ¢ ToMmolpio MHTEepHET-pecypca PASS-Online. OOHapykeHO, 4TO
3aMEIlICHHbIE JBYSJIEPHBIC MUPA30JIUHBI MOTYT MPOSBISATH MPOTUBOTPHUOKOBYIO

AKTUBHOCTbB, a TAKKC UCIIOJIb30BATHCA B KAYCCTBEC aHTUACIIPCCCAHTOB.



