Ha npaBax pykonucu

CAUJ BAJIU CYJTAH

CHUHTE3 1 IPEBPAIIIEHUSA
MOJIN®YHKINOHAJIBHBIX ITIPOU3BOTHBIX
1,3,4-TUAJTAA30J0[3,2-a] TUPUMUINHA

(02.00.03 — Opranuyeckasi XuMHsl)

ABTOPE®EPAT
AUCCEPTAMMHA COMCKAHUEYYEHOi cTeneHn

KaHAUAATAXUMHYCCKUX HAYK

\

JAYIHAHBE — 2012



PaGota BeIMoONHEHAa B Ja0OpATOPUM XHUMHUHM TETEPOLMKIMYECKUX COEIUHEHUM
Nucturyrta xumun um.B.1.Hukutnna Akagemun Hayk PecyOnuku TampkukrucTan

Hayunblii pykoBoauTe b JOKTOp XMMHYECKHX HaykK, mpodeccop,
YJIEH-KOPPECIIOHJECHT AKaJeMHH HayK
Pecny6mmku TamkukucTan
KykanueB Myxamaauo AXMaI0oBu4

O¢uunanbHbIe ONMOHEHTHI: JOKTOp XMMHUYECKHX HayK, mpodeccop
banngaeB Cupomxuaaun I'agoeBuy

KaHAMJAT XUMHUYECKUX HAyK, JOLIEHT
CanpoB Camup CaHITMHMYPOAOBHY

Benymas opranusanms: TamKuKcKum roCyAapCTBEHHbBIN
MEAUIMHCKUN YHUBEPCUTET UM. AOyanu
UOHU CumHo, Kadenpa
Onooprannyecko,  ¢Gu3MUEeCKO U
KOJUTOUJTHOM XUMHH.

3amuTa coctoutcs «29» ¢despans 2012 romga B 10° 4acoB Ha 3acemaHun
nuccepraimonHoro  coera  JM  047.003.01 npu HHCTHTYTE XUMUH WM.
B.M.Hukutuna Axkagemuu Hayk PecnyOnmukm Tamxukucran mo azapecy: 734063,
r./lyman6e, yn. Aiitnu 299/2. e-mail: gulchera@list.ru

C mmccepranueil MOXKHO O3HAKOMUThCSA B OMOIMoTeke MHCTUTYTa XUMHHM WM.
B.M.Hukutnna Akagemun Hayk PecyOnuku TampkukucTaH.

ABtopedepar pazocnan « 24 » sauBaps 2012 .

YueHblii cekperapb
JAUCCEPTALIMOHHOIO COBETA,

o]

KAaHJAUIAT XMMUYECKHUX HAYK KacbimoBa I'.D.



BBEJAEHUE

AKTyaJbHOCTb TeMbl. OJHOW U3 aKTyallbHBIX MPOOJIEM COBPEMEHHOMN
OpraHWYECKONM XUMUU SBISETCA CO3JaHUE BBICOKOA(D(EKTUBHBIX MperapaToB Ha
OCHOBE CHHTETHYECKHX aHAJIOrOB MPHUPOIHBIX OMOJOTMYECKH AKTUBHBIX BEILECTB,
o0nafaronux MIUPOKUM CIEKTPOM (PU3MOJIOTUYECKOW AaKTUBHOCTH TMPU HHU3KOU
TOKCUYHOCTH. TEXHONOrus CHHTE3a OJTUX COCAUHEHUH W UX OTXOAbl JJIA
OKPY>KaIOIIEeH Cpe/ibl TOKHBI OBITh IKOJIOTHYECKU O€3BPEAHBIMU U MPH MONAJaHUHU B
OKpY>KaloIyI0 Cpedy JIETKO YCBauBaThCsl MUKpoopranusmMami. 1,3,4-tuaguasonol3,2-
a|mIUpUMHUANH SIBISIETCS CHHTETUYECKUM aHAJIOrOM IMypHHA M 00JaJaeT MIUPOKUM
CHEKTPOM OMOJOTUYECKON aKTUBHOCTH.

AHanu3 JIATEPATYPHBIX JAHHBIX ITOKA3bIBAET, YTO MpOU3BOJHbIE 1,3.,4-
TUAIUa3010(3,2-a|nupuMuInHA obOnagaroT MPOTUBOOITYXOJIEBOM,
MIPOTUBOUILIEMUYECKOU, aHTUMUKPOOHOM, AMMYHOCTUMYJIAPYIOIIEH 51
IPOTUBOAIEPTUUECKON aKTUBHOCTHIO. OHAKO MHOTHE MapaMmeTpbl OMOJIIOTMYECKOMN
AKTUBHOCTH IIPENapaToOB 3TOTO psAJIa U3YUEHbI HETOCTATOUHO.

Cpenu coeaunenuit psga 1,3,4-tmagnazono[3,2-a|nupuMuauHa W UX
IIPOU3BOJHBIX, KOTOPBIE SIBJIISIIOTCA CTPYKTYPHBIMH aHAJIOTAMH IIypHHA, a TaKXKe
KOHJCHCHUPOBAaHHBIX CHUCTEM, MOJYYEHHBIX HAa UX OCHOBE, OOHApY>KEHBI BEIIECTBA C
pa3IMYHBIMU BUJAMU OHOJOTUYECKOW aKTUBHOCTH, a WMEHHO: HOOTPOITHOM,
MPOTUBOBOCTIAJIMTEIILHON, aHAJIBI€THUECKOW, MPOTUBOMUKPOOHOM, aHTHArperaTHOM
MO0 OTHOIIEHHWIO K TPOMOOLUTAaM U TMPOTUBOBUPYCHOM aKTUBHOCTHIO. 1,3,4-
TUAIUA3010([3,2-a |HIUpUMHUIUHBI, COAEpPKAIINE B MOJOXKEHUAX 2,5, 6 U7 pa3iudyHOn
NPUPOJBI 3AMECTUTENH, MPEACTABISIIOT MHTEPEC KaK KJIACC OPraHMYECKUX BEILECTB,
OJIHUM W3 MEPCHEKTUBHBIX MYTEH KCIOIb30BAHMS KOTOPBIX SIBISETCA CUHTE3 Ha UX
OCHOBE HOBBIX OMOJIOTMYECKH AKTUBHBIX BEUIECTB.

B cBs3M ¢ 3TUM HEe MeHee BaKHBIM SIBIISIETCSl pa3paboTKa CrocoOOB CHHTE3a
1,3,4-tnaguazono[3,2-aJnupuMuIMHa,  TMO3BOJIAIOMIMX  IIUPOKO  BapbUpPOBATH
3aMECTHUTENH B MOJIOKEHUAX 2,6 U 7 reTepolrKia, UCTONb3ysl OOILIYI0 METOJ0JIOTHIO
dbopMupoBaHus 3aMEILEHHBIX 1,3,4-tnaguasono[3,2-a|nupuMuauHa, 4TO
3HAUUTENIBHO paclIupsieT Kpyr u3ydyaemblx oO0bekToB. 1,3,4-Tnanuasonol3,2-
a|MUPUMUANHBI 00J1a7al0T CBOCOOPA3HBIMH XUMUYECKUMU CBOWCTBAMHU, OHH JIETKO
BCTYMAIOT B PEAKIUU C PAJNIUYHBIMH HYKICOPWIBHBIMU U OHHYKICO(PUIbHBIMU
peareHTaMu KakK 3a CYeT TalloTeHHJa B TMOJOKEHUM 2 TEeTepOlUrKIa, TaK M



XJOPMETUIBHOTO (parMeHTa B TIOJOXKEHUH 7, YTO TM03BOJIAeT (OPMHUPOBATH

pa3uyHbIC KOHJICHCUPOBAaHHBIE reTePOIUKINYECKHE CUCTEMBI. st

dapmaneBTrueckot  xumuu  1,3,4-Tnaauazono[3,2-a|IMpUMUIUHEl  MHTEPECHBI

Opekae BCEro Kak MOJENM JJIg CHHTE3a COCAMHEHUHW C  HOOTPOITHOM,

aHAJIBI€TUUECKOM, MPOTUBOBOCHAIMTEILHOW W MPOTUBOMHUKPOOHOW aKTHBHOCTHIO.

Takum o0pa3om, cuHTE3 Mpou3BOAHBIX 1,3,4-Taanazonol3,2-a|nMpUMHUANHOB,

U3yYeHHE MX XHUMHUYECKUX CBOMCTB, OMOJOTMYECKOW AaKTUBHOCTA U BIUSHUS

CTpOEHHS Ha OMOJIOTUYECKYIO AKTUBHOCTD SIBJISIETCS] AKTYaJbHBIM.

Heab padorbl. Mcxons w3  BBIMIEHU3I0XKEHHOTO, IEIbI0O  HACTOSAIIETO
UCCIICIOBAHUS SBUJICA HampaBleHHbIM cuHTe3 1,3,4-TManuasonol3,2—anupuMuanHa,
cozmepxarniero (apMakopopHble TPYIIbI, a TakKXKe HU3YUYEHHUE BIMSHUS W3MEHEHUS
(GYHKIIMOHAILHOM TPYMIBI BO BTOPOM M CeIbMOM TosioxkeHuu 1,3,4-tuaauasono|3,2-
a|nupUMHUAMHA HA €r0 AHTUMHUKPOOHYIO aKTUBHOCTh U TIPOBEICHHE IEPBUYHOIO
CKPUHHMHIa TOJYYEHHBIX COCIUHEHUN C LEJIbI0 BBISBICHHUS HX OHOJIOTMYECKOMN
aKTUBHOCTH i1 TOCJIEAYIOIIUX  YrayOJEeHHBIX  WCMBITAHUA B KayecTBe
(bapMaKoIOrHYeCKUX MpenapaToB, CPEICTB 3aLUIUTHI U PETYIATOPOB POCTa pACTECHUIA.

3agauu ucciaenoBanusi: OCHOBHBIMU 33/1a4aMU HACTOALIEH paOOThI SIBISUTUCK:

1. Tlouck u paspaboTka 3PGEeKTUBHBIX U YHUBEPCATbHBIX METOJOB CHHTE3a
HOBBIX MPOU3BOJHBIX 2-R-7-X-5-okco-5H-1,3,4-tnaguazonol3,2-ajnupuMuannta, rie
Ru X=Br, N-nepsuunsie, N-Bropuunsie, N-rereporukindeckue gparmentsl, NH,, a
Takke S-anudaruueckuid, S-apoMaTHUYECKUI U S-TeTepOIMKINYECKHU (pparMeHTHI.

2. W3ydyeHue peakIMOHHON CIIOCOOHOCTH TPOTOHA B 6-OM TMOJOKEHUU H
onpeaeIeHue PC SIMP storo reTepOLMKIIA.

3. H3ydyeHne XUMUYECKHX MPEBPAILCHUNA CUHTE3UPOBAHHBIX CHUCTEM H
BBISIBJICHUE CPEU HUX BEIIECTB C MPAKTUYECKUMH MOJIE3HBIMUA CBOWCTBAMM.

JI1st HOCTUXKEHUS TOCTABJIEHHOM 1€ BBIOJIHEHBI CIEAYIOUIUE paOOTHI:

1) paspaboranbl OOIIMIA U MTpeNapaTUBHBIN METOJIbI CUHTE3a 2-0pOM-7-XJIOPMETHII-
5-okco-5H-1,3,4-tuagnazono[3,2-aJnupuMuiiHa  MMEIOIIETO JBa aKTUBHBIX
PEaKIMOHHBIX [IEHTPA, KOTOPbIE CIIOCOOHBI BCTYNaTh B PEAKIUIO C PA3THUHBIMU
HYKJI€O(UIbHBIMU areHTaMH;

2) wWccnefoBaHa peaKIMOHHAs CIOCOOHOCTh aTomMa OpomMa BO BTOPOM TOJIOKEHUU
[IUKJIAa ¥ aTOMa XJIopa B CEIbMOM TOJIOKEHUHU XJIOPMETUIHLHOTO (pparMenTa;

3) COBEpIICHCTBOBAHME M3BECTHBIX W IOMCK HOBBIX METOJOB CHHTE3a
3G (GEeKTUBHBIX U MAJTOTOKCUYHBIX OHOJOTUYECKH AaKTUBHBIX COCIUHEHUN Ha
ocHoOBe 1,3,4-Tnannazosnio|3,2-a|nupumMuinHa, COACPKaIIUX B MOJOKEHUU 2 U 7



pasznuyHble PYHKIIMOHATU3UPOBAHHBIC AIKWIIbHBIC, TETEPUIIbHBIE 3aMECTUTEIIH.
HayuyHnast HoBU3HA:

-pazpaboTaHa METOJOJOTHS CHHTE3a MOJU(PYHKIIMOHATBHBIX IPOU3BOIHBIX
1,3,4-tnaguazono[3,2-ajnupuMuAMHa HAa OCHOBE TPEXKOMIIOHEHTHON peakinuu
aMHUHOB, THOJSITOB U  2-OpoM-7-xmopmetui-5-okco-5H-1,3,4-tuaguazono[3,2-
a|nupuMHIMHA.

-BIEpBBIE pa3zpaboTanbl 3PPEeKTUBHBIE METOAbl CUHTE3a MPOU3BOAHBIX -1,3,4-
THAIUA30110(3,2-a |IMPUMHIUHOB, COJIEPKAIIUX BO BTOPOM IOJOKEHUU LHUKJIA aMUH,
a B CEJIbMOM TIOJIO’KCHHH ITUKJIAa aMUHOMETHIIBHBIN ()parMeHT, ¢ XOPOIIUM BBIXOJIOM.

- pa3paboTaH HOBBIM METOJ] CUHTE3a M U3YUCHBbI (PU3UKO-XUMUUYECKHE CBONCTBA
MOTUCYIH(UIHBIX TPOU3BOAHBIX 1,3,4-THanuazonal3,2-a] nupuMuIMHAa.

- BrnepBbie u3yueH SAMP PC manzoro TeTEPOLMKIIA: BCE aTOMBI Yriiepojaa
MPOSIBJISUIM CUTHAJIBI U ObUTH pactiupOBaHbI.

Boinonnenue nanHoil paboTel (opMHpPYET HOBOE HAyyHOE HAIpaBlICHHE B
XHMHH TE€TEPOIUKINICCKUX COCINHCHUN — XUMHH 2-0poM-7-x10pMeTuia-Sokco-SH-
1,3,4-trama3zomno[3,2-a]IHpUMHINHA K OTKPOET My Th JuIs u3ydenus ~C SIMP.

CuHTE3UpOBaHHBIE COEIMHEHMUS o0nanaroT HIMPOKUM CIEKTPOM
aHTHOAKTepUaNbHON aKTHUBHOCTH, MPOSBIAIOT MPOTUBOTPHUOKOBYIO aKTUBHOCTh U
ABJISIFOTCS MAJIOTOKCUYHBIMY B OTHOLIEHUU HKCIIEPUMEHTAIIBHBIX JKUBOTHBIX.

IIpakTHyeckasi 3HAYMMOCTH PadoTbl. Pa3zpaboTtan 3¢ GEeKTUBHBIN METOJ
CUHTEe3a Npou3BOJHbIX 1,3,4-THannazonol3,2-a|nupumuaraa. Huskas TOKCHYHOCTh U
BbICOKAasi TPOTUBOMHUKPOOHAS aKTUBHOCTh JAHHOTO COEAMHEHHUS IO3BOJSIOT
pa3paboTarh pa3aUYHBIC JIEKAPCTBEHHBIE (OPMBI HOBOTO BBICOKOA(D(PEKTUBHOTO
XUMHUOTEPANEBTUYECKOTO CPEACTBA.

Amnpodanusi padotbl. Matepualibl AuccepTallK J0JI0KEHBl U 00CYXKIACHBI Ha
pecnyOIMKaHCKON Hay4HOU KOH(EpeHIUH «XUMHUS: HUCCIEeIOBaHUs, MpenoiaBaHue,
TEXHOJIOTHS, MOCBSIEeHHON «['01y 00pa3oBaHus ¥ TEXHUYECKUX 3HaAHUW» ([lymanoe
(29-30.09.2010r.) THY, HHUN),pecnyOnukanckoit  koHdpepenuun  «HoBbie
TEOPETUYECKUE U TMPHUKIAJHbIE HWCCIEIOBAaHUS XHMHHM B BBICIIUX Y4eOHBIX
3apenenusx Pecnybmuku Tamxuxuctan», (Hymanbe, TITIY wum.C.Aiau, 2010),
Hay4HO-TIpaKkTUYeckor KoHpepeHuuu corpyaaukoB THUUIIM, mocesieHHON Tomy
oOpa3oBaHUsI U TEXHHUYECKON KyJIbTyphl «COBpEMEHHbIE acHeKThl KpaeBOM
uHpexkmonHo maronorun B Tamkukucrtane» (Ayman6e, THHWUWIIM,2010),
pecyOIMKaHCKOM Hay4YHOU KOH(pEepeHIHH «IIpoGaembl COBPEMEHHOMN



KOOPJIMHAIIMOHHON XUMHUW», TOCBsIeHHON 60-neturo wineH-kopp. AH PT, nokropa
XUMUYECKHX HaykK, mpodeccopa A.A. AmunmxkanoBa (lyman6e (13-14.12.2011r.)
HUU THY).

Hyonukamuu. Ilo  pe3ynapTraram  IUCCEPTALMOHHOTO  MCCIEAOBAaHMS
omy6nukoBaHo 10 crareil, B ToM yucie 4 B pelieH3UPYEMBIX KypHaJIaX, BKIIOYEHHBIX
B cniucok BAK PO.

JInunblii BKJIAQ aBTOpa B pPabOThl, BKJIIOYEHHBIE B JAHCCEPTAIHIO,
3aKJIFOYAETCS B TEOPETUYECKOM OOOCHOBAaHMHM 3a7ad U TPAKTUYECKOM UX
BBITIOJIHEHUH, B HEMOCPEJACTBEHHOM Y4YaCTUM BO BCEX JTamax MHCCIEIOBaAHUS:
MPOBEJACHUN CHUHTE30B, O0OpabOTKE pe3yJbTaTOB, JI0KA3aTEIbCTBE CTPYKTYPHI
COCIMHEHHM, HAMMHUCAaHUHU U OPOPMIICHUH TTyOIUKAIUH.

Ctpykrypa U 00bem auccepraumu. PaGota m3noxkena Ha 107cTpanumax
KOMITbIOTEpHOr0 Habopa, Bkmodaer 10 Tabmunm u 1lpucynkoB. Jluccepranus
COJICPKUT CIICIYIOIIUE pa3/eibl: BBeIEHUE, 0030p JIUTEpaTyphl, SKCIIEPUMEHTATIbHAS
4acTh, OMOJOTUYECKAs YacTh, BBIBOJBI, CIUCOK JUTEPATyphl, BKItouarommii 131
MCTOYHUK, U3 KOTOPBIX 93 MHOCTpaHHBIX.

1. Cunre3s 2-0pom-7-xopmeTnii-5-oxkco-SH-1,3,4--tuaauaszono|3,2-
ajmupuMHUIMHA

B OonpumimHCTBE CcllydaeB B OpPraHMYECKOM CHHTE3€ TajOreHCOAeprKaliue
COCIMHEHUS] TPEACTABISIOT COOOW KIIIOYEBBIE MpermapaThl B CHUHTE3€ Pa3IUYHBIX
KJIACCOB HOBBIX BeIIecTB. IMEHHO Takoe 3Haue€HHE UMEET, Ha Halll B3I, 2-OpoM-7-
xjopMeTmii-5-okco-SH-1,3,4-tuanuazonol 3,2-a[nupuMuIuH.

C uenbl0 MONYYEHHUS Pa3IMYHBIX MOMU(PYHKIMOHATIBHBIX 3aMEIICHHBIX B
MOJIOKEHUU 2 U 7THAINa30JI0NUPUMUINHOBOTO IIUKJIA ObLI BIEPBbIE CUHTE3UPOBAH
2-06poM-7-xnopmeTuii-5-okco-5H-1,3,4-tuaauazono[ 3,2-a|mupuMUANH, UCXOS U3 2-
aMHUHO-5-0pom-1,3,4-Tnagnazona u 4-xJOpoareToykcycHoro sdupa. 2-aMUHO-5-
opom-1,3,4-Tuaina3os ObUI MOTYUYEH HETIOCPEACTBEHHBIM OPOMUPOBAHUEM 2-aMUHO-
1,3,4-Tanuasona MOJIEKYJISIPHBIM OPOMOM B Cpeie JIEITHOM YKCYCHOM KUCTOTHI.

Kak usBectHO, 2-aMHHO-5-0poM-1,3,4-tragua3zon npu temmneparype 40-50°C
xopoio pactBopsiercs B [IOK. Takum oOpazom, npu B3aUMOJIECUCTBUHU 2-aMUHO-5-
opom-1,3,4-tuanuason ¢ 4-xjgopoaneroykcycHoiM 3dupom B cpeae [IOK B Teuenue
7-8 4acoB mpu TemMmnepaType KUIsiend BoAsIHOW 0aHu ¢ XOpowuM BeIxoaoM (55,7%)



OBLT MOJy4YeH 2-6poM-7-xnmopmetuii-5-okco-5H-1,3,4-tnaanazono[3,2-

a|IMpPUMHIHH.
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YA006CTBO AAaHHOTO METOJa 3aKiIrYaeTcs B TOM, 4YTO TNpH pa3daBIeHUU
PEaKIMOHHONW cpeAbl JeASSHOW BOJOM MPOAYKT peakuuu 0e3 KaKux-iubo
JOTIOJIHUTENBHBIX HEUTPAIU3ALMI IEJI0YaMH BbIIAJAET B OCAJIOK.

Crpoenne 2 Owbuto moparBepxkaeHo WK-, Macc-, [IMP-cnektpockonueir u
aneMeHTHbIM aHaimu3oMm. B HMK-cnektpe mpucyTCTByeT moJioca MOTJIOIIEHUS MpH
1719 e, o0ycioBJIeHHAs BaJeHTHBIMU KojebaHusiMu C=0O, 4TO CBUIETEILCTBYET O
HaJIU4YUKU KapOOKCHJIBHOW TPyNIbl. DTOT BBIBOJ MOATBEPKIAETCSA U JTUTEPATYPHBIMU
JAHHBIMH.

JlaHHBIE sJIEpHO-MarHUTHO-pe30HaHCHOTO criekTpa (AMP—crekTpa) Takxke He
MIPOTUBOPEYAT MPEIOKEHHON CTPYKType COeAMHEHUs 2. METHIEHOBBIE ITPOTOHBI
XJIOPMETHWIILHOTO (hparMeHTa NpOSBISIIOTCA B BHUJIE CUHTJETa B obmactu 4,4 M. 1.,
MIPOTOH HAXOJSAIIMICS B IIECTOM IOJIOKEHHH IuKIa B AMP-criekTpe nposiBisercs B
BHUJIE CUHTIJIETA B 00nacTu 6,6 M.1I.
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B “CAMP wumeroTcs cneayroliue CUTHalbl: CHUTHalI aroma KapOoHa
METHJICHOBOTO (pparMeHTa MposBIAETCS B 00JacTH CwiIbHOro noss 45,5 Mm.a.,



COCEJICTBYIOIIMI C METHJIICHOBBIM (parMEeHTOM aToMa KapOoHa MpOSIBISETCS B
obmactu 156,2 m.a. AToM KapOOHa, HAXOMSIIHMICSA B IIECTOM ITOJOKCHUHU ITHKJIA
nposiBisiercss B obmactu 109,3 m.a. A curHan aroma KapOoHa, CBSI3aHHBIM C
KapOOHWIBHBIM (PparMeHTOM, MPOSIBIIsICTCS B 0oJiee CUIIBHOM MoJe, T.. B 163,4 m.1.
AToM kapOoHa CBSI3aHHBIM ¢ aTOMOM Opoma mposiBisiercs B obmactu 135,8 m.a., a
aToM KapOoHa, CBSI3aHHBIA C aTOMOM CEphl U a30Ta, MposiBisiercsa B obmactu 161,5
M.

Jlanee Hamu ObLTa MCCIEAOBaHa peakiysi OPOMUPOBAHUA2-OPOM-7-XJTOPMETHII-
5-okco-5H-1,3,4-tnagnazono[3,2-ajnupumuanaa. Kak W3BECTHO W3 JHUTEpaTyphl,
npousBoaHbie 1,3,4-Tuannazono[3,2-a|nupuMuIMHa JIETKO BCTYMNAIOT B PEAKLIHIO
ANEKTPOPMIHHOTO 3aMEIIEHUs C pPa3IuYHBIMH DSJEKTPO(UIBLHBIMU areHTaMu TI0
HiecToMy TMOJoXKeHuto nukia. OaHako B cioydae OpoMupoBaHus 2-Opom-7-
xaopmeTui-5-okco-SH-1,3,4-tnannazono| 3,2-a|nupumuanHa MOJIEKYJIAPHBIM
OpOMOM B cpejie JeITHON YKCYCHOM KUCIOThI HaM HE YJal0Ch NOIYUYUTh 2,6-1u0poM-
7-xnopmeTun-5-okco-SH-1,3,4-tnanunazono[ 3,2-a |nupuMuIvH, a MOJy4aaoCh
COeIMHEHHUE, KOTOPOE HaM HE yAal0oCh UIEHTU(PUIIUPOBATS.
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2. Cunre3 2-R-7-xn10pmernin-5-oxkco-5H-1,3,4-tuaguaszosno
[3,2-alnupumuanna

B nureparype ommMcaHO HECKOJIBKO METOAOB CHHTE3a NPOM3BOJHBIX 1,3,4-
thaauasono[3,2-ajnupumuauna. HecmoTps Ha pasHooOpa3ue METOJ0B CHHTE3a
npou3BoAHBIX 1,3,4-Tmanmnazono[3,2-a|nupuMuanHa, HanOoiee pacrmpoCTpaHEHHOU
ABJISIETCSL PEaKIUs MPUCOEAUHEHUSI MPOU3BOJHBIX 2-amuHO-1,3,4-THanuasona x [-
ketoadupam B cpene nonudocdopuoit kucnotsl (ITOK).

C wucrmonp30BaHHWEM AAaHHOTO METOJa HaMHu ObUT CHHTE3WpoBaH psa 2-R-7-
xjgopMeTmii-5-okco-5H-1,3,4-tnaauazonol 3,2-ajnupuMuanHOB. Peakuuio npoBoguIn
CIENYIOIUM O00pa3oM: CMeCh OSKBUMOJSPHBIX KOJIMYECTB 2-aMHHO-5-R-1,3,4-



THaMa30a U 4-XJIOpPOaleTOYKCYCHOTO 3(pupa HarpeBaiu (50°C) B cpexe H,SO, Ha
BOJITHOUW OaHe B TeueHme 7-8 dacoB. Jlanee, mpu pa30aBlIeHHH PEAKIIMOHHOW CMECH
BOJIOM, BBIMAaeT OeJblii KPUCTAUTMYECKUM ocaloK. B ciyuyae HeBbINIageHUsT OCajKa
PEAaKIMOHHYI0O CMECh HEUTpalu30BaJIM aMMHakoM. B pesynprare c Xopomum

BBIXO0M MOTyYaJInd 2-R-7-xnmopmetun-5-okco-5SH-1,3,4-tnannazonol3,2-
a|IUPUMHIVHBI.
O
N + CICH,COCHCOOC,H l N| N |
AT cosneo0s, A A e
R™ °s” "NH, R™ °s” °N
3-6

R= H, CH3S, C6H5, CﬁHss

DJIEMEHTHBIN aHAIN3 U CIIEKTPAIbHBIEC JAHHBIE MOATBEPKAAIOT MPEIIOKEHHOE
ctpoeHue s coeaquHennit 3-6. B MK-cniekTpax mpucyTCTBYET MOJIOCA MOTIOIIECHHS
B obmacti 1710-1734 cm', o0OycnoBICHHAS BAICHTHBIMU  KOJIEOAHUAMH
KapOOHWIBHOM TPYMIBI, YTO CBHUAETEIBLCTBYET 00 OOpa3oBaHUM MHUPUMHIAMHOBOTO
¢parmenta. B I[IMP-cniekTpax 3TUX CO€IMHEHHM, BO BCEX CIIydasiX, KpOME CUTHAJIOB
MMPOTOHOB AJKHUITHOATHUILHOTO 3aMECTHUTEISl, UMECIOTCS TAaK)Ke CHUTHAJIbl B 00JacTH
4,4-4,5 m.A., OTHOCAIIMECS K METWIBHOW Tpynmne B 7-OM MOJIOKEHHH, a TAaKKe
MMEETCS CHHIJIeT B obOmactu 6,6-6,70 M.a., OTHOCSAIIMKUCS K TMPOTOHAM 6-TO
MOJIOKEHUS] MTUPUMUIMHOBOTO ITUKJIA.

3. CuHTe3 N CBOIiCTBA 2-aMHHO-7-aMHHOMeTHJI-5-0kc0-5H-1,3,4-
THAAUA30J10[3,2-a]nupuMuIHA

Kak m3BecTHO U3 nuTepaTypbl, aMUHOTPOU3BOAHBIE THAINA30JOTUPUMHUINHA
00J1a/1at0T TTOJIE3HBIMU OMOJIOTMYECKUMHU aKTUBHOCTSIMU.

Peaknmm TepBHYHBIX M BTOPUYHBIX aMHHOB C 2 OBUIM OCYIIECTBJICHHI B
CIUpTOBOM pactBope npu HarpeBanud 50°CB  Teuenme 1-2 wacos. Ilpwm
ATOM2IIOTHOCTBIO BCTymaeT B peaknuio U mnocie skcrpakimun w3 CHCl; u
BBIITADUBAHUS ~ PACTBOPUTENA W KPUCTAJUIM3AIMM W3  COOTBETCTBYIOIIETO
pPacTBOPUTEIISI ObUIH MOTYUYEHBI IIEJIEBBIE MPOAYKTHI ¢ BBIX0/I0M OT 80-85%.
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R=H, R=CH; (7); R=H, R=C,H; (8); R=R'=C,H; (9);
R=R'=(CH,)s (10); R=R'=(CH,CH,),0 (11)

[Ipu paszbaBieHHH peakMOHHON Cpeabl JIEASTHOW BOAOW MHPOIYKT pEaKIuu
BBITIAZIaeT B ocagok. I[Ipu OTPUIBTPOBBIBAHWHM TOCICIHETO W IPOMBIBKE BOJOM
MPOUCXOJIUT OTJEICHUE KOHEYHOTO MPOAyKTa OT TuapoOpomuna amuHa. Cremyer
OTMETHTh, YTO B CJydae pa30aBleHHsS PEAKIUOHHOW Cpeabl BOJOH, aMHHBI
MOJYyYal0TCAd B BUJIC KUJKUX KPUCTAIJIOB U MOYTH B TedeHue 30 AHEW OCTaroTCs B
TaKOM COCTOSIHMHM, 3aT€M I[IOCTENEHHO HA4YMHAIOT KpUCTALUIU30BaThes. Bce
CUHTE3UPOBAHHBIE aMHUHBI  SIBIAIOTCS  TBEPJABIMU  BEIIECTBAMHU, C  YETKOMN
TEMIIEpATypOll IUJIABJIEHUS, OYEHb XOPOIIO PAacTBOPUMBI B METAHOJIE, ATaHOJIE,
JIMOKCaHe, ATUJIAIeTaTe U 00pa3yoT KPUCTAILIHI.

CocTaB M CTPyKTypa MOIYYEHHBIX COCAMHEHUUN MOJTBEPKICHBI 3JIEMEHTHBIM
ananu3oMm, [IMP-, Macc- u UK-cnektpockonuen.

JlaHHBIC (PU3UKO-XMMHUUYECKOTO aHajdu3a HEe MPOTHUBOpEYAT MPEeII0KEHHON
crpykrype.llpu aHaJIN3e MAaccC-CIIEKTPOB COEMHEHUIN2-3THIIAMUHO- 7 -
ATUJIAMUHOMETHII, 2-MeTUJIaMHHO-7-METHUIAMHUHOMETHII, 2-TMATUIAMUHO-7/ -
TVDTUJIAMHHOMETHNT H  2-TUINUAPUAWHII- | -ui-(7-mumupuAuHI- | HIIMEeTHII-5-0KCOo-
5H-1,3,4-tnaauazono[3,2-aJnupuMuarHa, KpOME  OCHOBHOM  MaccChl,  OBLIM
oOHapy>XeHbl B HE3HAUYUTEIILHOM KOJMYECTBE TAaK)Ke€ BTOPUYHBIE MaCChl JUIsl 2-
METUJIAMHUHO- 7-MEeTHIIaMUHOMETHII-5-0kc0-SH-1,3 ,4-tnanuazonol 3,2-ajnupumMuanna,
M*226,5 m/e (100%) wm mBoitmas 2M° 4529 (1,1).Jlna 2-3TumaMuHO-7-
ATWJIAMUHOMETWII-5-0kc0-5H-1,3,4-tnagnazono[3,2-a|nupuMuiiHa OCHOBHas Macca
M*'m/e 254.45 (100%), Bropuunas- 2M*" 508,2 (1,15).A 2-murmmpuguani-1-un-(7-
NUOUPUIUHUI- | unmeTnn-5-okco-SH-1,3,4-tnanuazono[3,2-a|jnupumuauaa  233.469;
Haiineno M*234.47 (100%),2-Mopdanuno-1-un-(7-mopdanuno- 1 1IMeTHI-5-0Kco-
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5H-1,3,4-tnaguaszono[3,2-a] mupumumuHa 237.4; Haiinero M*238.47 (100%) u M*"
239.33.

O6Hapy>keHHe BTOPUYHOM MAacChl CBSI3aHO C T€M, YTO Ha HEKOTOPOE BpeMs
MOJIEKYJIBI 3THX COCAMHEHUN HAKIAIbIBAIOTCS IPYT Ha JApyra U (akT MPUCYTCTBUS
MOOOYHBIX COCAMHEHUN OTCYTCTBYET, a YBEJIMUECHUE MACChl HA OJHY U JBE CAMHUIIBI
CBSA3aHO C T€M, YTO MPOUCXOUT 3aXBaT OJHOTO U JIBYX 3apsI0B.

B MK-cIeKkTpax moockl moromenns B odmactu 1710-1715 cm™ xapakTepHbl
Ui kapOoHunpHOM rpymmbl. B obGmactu  1650-1620 e 0GHApYXHBAIOTCS
xapaktepHbie noJjiockl ormorieHns C=N u C=0 ¢parMeHTOB reTepOIUKIIOB.

4. Cunre3 u cBoiicTBa 2R-TH0-7-R-THOMeETHII-5-0KC0-5H-1,3,4-
THAAMA30J10([3,2-a|mupuMuIuHA

B nuTeparype W3BECTHO HECKOJIBKO METOJOB CHHTE3a CYJIb(UIAHBIX
npou3BoAHbIX 1,3,4-tmaamazono|3,2-ajnupumuanHa. Hawubonee pacnpocTpaHeH
METOJ, CHUHTE3a 3TUX COEAUHEHUN, OCHOBAHHBIM Ha B3aWMOJCHCTBUM 2-aMHHO-5-
Mepkanro-1,3,4-tnagnasona ¢ pazIMYHBIMU TAJOT€HCOJEPKAIIUMH OpraHUYeCKUMHU
COCIMHEHUSIMM B  MPUCYTCTBUM  IIEJIOYM M, B  JaJbHEWIIEM, pEaKUuu
UKJIOTIPUCOEIMHEHUSI C alleTOyKCycHbIM 3¢upoM B cpeae [IDK nmpu temmepatype
100-130°C.

lpyroii Meron, KOTopwlii Obul pa3zpabotan B jabopaTopuu XUMUU
reTEPOLMKINYECKUX coeauHeHnii Mucrturyra xumuu um. B.M.Hukutmna AH
PecriyOnuku TamkKUKUCTaH, 3aKIOYaeTcsl B peakiuu 2-0poM-7-MeTui-5-okco-SH-
1,3,4-tnaguazono[3,2-ajniupuMuAMHA C Pa3JIMYHBIMA MEpPKaNnTaHAMHU B IIPUCYTCTBUU
nienodeid. J[aHHbIi MeTo 00J1aJaeT MIMPOKUMH CUHTETUYECKUMHU BO3MOKHOCTSIMHU.

YuuThiBas NIMPOKYIO0 BO3MOKHOCTH BTOPOTO METOJAA, HAMHU ObLIT UCIOJIB30BAH
JIaHHBIH MeToa B cuHTe3e 2R-Tno-7-R-tmomermn-5-okco-5H-1,3,4-tuanunazonol3,2-
a|IMPUMHIMHOB.

Peakiuio ocymecTBIsIN CAEAYIONMM 00pa3oM: MEpKanTaH MEepEeMEINBAIIN C
AKBUMOJISIPHBIM KOJIMYECTBOM IIEJIOYH B BOJHO-CIIMPTOBOM Cpelle U B 3TY CMECH NPHU
MepeMeIIMBaHuM T00aBIIsIA 2-0poM-7-xstopMeTrii-5-okco-SH-1,3,4-tuaauazono[3,2-
a|IUpUMUJINH, JaJIe€ PEAKIUMOHHYK cpeny Kunaruium 1-2 yaca u, oxjaxnias,
paz0aBisii Bogoi. C XOPOIIKUM BBIXOJIOM MOJIYYHJIM KOHEUHBIN MPOIYKT.
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12-15
R= C¢Hs- (12); -CcH4CHj3 (13); 5-mepranTo-1,3,4-Tuanuaszoa (14);

5-amuno-1,3,4-tuaguazoun (15).

Mepxkanrtansl, ociie 00pabOTKH SKBUBAJIEHTHBIM KOJUYECTBOM €IKOT0 HaTpa,
oOpasytoT TuonaTr-anuoH (RS"), KoTopbIii sBIsSETCSs aKTUBHOW HYKJICO(DHIbHON
YacTHUIIEH, XOPOIIIO BCTYMNAIOUIEH B peakliui HyKJI€O(QUILHOTO 3aMEIICHUS.

CocTaB M CTPYKTypa MOJIYYEHHBIX COCTUHEHHUI MOATBEPKIACHBI AJIEMEHTHBIM
anamm3oMm, [IMP- u UK-cniektpockonuen.

B IIMP-cnekrpe coenunenuii 12-15 mMeeTcsi curHaia B BHUJAE CHUHIJIETA B
obmactu 4,2 - 4,5 M. COOTBETCTBYIOIIETO METHJICHOBOMY (hparMeHTy,
HaXOJSAIIEMYCSl B CEIbMOM TMOJIOXKEHUU LTUKJIA.

O¢dupsl AUTUOYTOJLHON KHCIOTHI LIMPOKO HCIOJIb3YIOTCS B OPraHU4YecKOM
CUHTE3€ U, TAKUM 00pa3oM, JOCTATOYHO IIUPOK CIEKTP UX MOJIE3HBIX CBOWCTB.

[Ipu B3aumopeiicTBun 2-6pom-7-xmopmeTui-5-okco-5H-1,3,4-tnaanazonol3,2-
a|MMpUMUANHA CO IIETOYHBIMH COJSIMH JIUTUOKAPOOHOBBIX KHCJIOT B BOJIHO-
CIUPTOBOM cpese B TeueHue 2-3 yacoB ¢ BbixoaoM 70-80% ObUIM MOIydeHbl dPUPDI
JUTUOKapOaAMUHOBBIX KUCIIOT.

N—"N + N — )Nl\ )N\\JE\/S S
| S S N
Br)l\s)\\N Cl NaS)J\I\(\ LN/KS \f
3 -

16

[IpennoxeHHble  CTPYKTYpbl ~ COOTBETCTBYIOT  JaHHbIM  AMP-, HK-
CIIEKTPOCKOIIMH U DJIEMEHTHOTO aHAJIN3A.
B HUK-cnektpax mnoiaydeHHbIX coeauHeHud 12-16 wuMerTcs  IoJoChI
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MOTJIONIEHUsT KapOOHWIBHBIX Tpymm B obmactu 1690-1700 cM’, HMMeercs TakKe
[10JI0Ca TorJIoeHus B oonactu 1650 CM'I, oTHoOcdmascs K koineOanusam C=N cBs3U B
[UKJIE.

Coenunenue 12 Hamu Takxke OBLJIO CHHTE3WPOBAHO BCTPEUHBIM CHHTE30M
HUCXOJIs u3 2-benunntrno-7-xmopmerui-5-okco-5H-1,3,4-tnaauazomno[ 3,2-
a|nupuMuaArHA U THO(EHOTA B IPUCYTCTBUU IKBUMOJISIpHOTO KondectBa NaOH.

0]
N—N " NaoH
S e o
0]
N——N |
- BB
12

PU3UKO-XUMAYECKNE KOHCTAHTHI MTOJYYECHHBIX JBYMS MYTSAMH COCIUHEHUN 12
uaeHTHYHbl. Hannune aMuHOrpynmel B COe€IUHEHUH1S JaeT BO3MOXKHOCTH
CHUHTE3UPOBATh DS HOBBIX coeauHeHud. Hamu ObUIM MpOBEIEHBI HCCIEIOBAHUS
peakuuy auuJIMpOBaHMS COCIMHEHUA1S B cpele yKCyCHOro aHruapuia. Peakius
alMIMPOBAHMS COeUHEHUs 15 ¢ yKCYCHBIM aHTHIPHUIOM ObLIa MPOBEIECHA B CpEle
MOCJICIHETO TPHU TEMIIEpaType 50-60°C B TeueHnme 2 wacoB. BBIXOX IENEBOrO
MpoayKTa npu 3ToM aocturaet 70%.
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CrekTpalbHbI aHAW3 W JIaHHBIE 3JIEMEHTHOI'O aHaJh3a HE MPOTHUBOpEYaT
npeasioxkeHHo cTpykrype. B MK-cnekrpax NpuCyTCTBYIOT MHOJOCHI MOTJIOLIECHUS
BAJICHTHBIX KOJNCOaHMi KapOOHHMIA THPUMHIMHOBOTO KOJIbIA B obmactn 1700 e,
KapOOHMIIA AMUIHOM TPyIIsl B obmacti 1670 cM', a Takke IONOCH! TOTIOLICHUS
BaJeHTHBIX KonmeGanmit NH-rpymmsr B oGmactm okomo 3300-3400 cm™', uro
COOTBETCTBYET MPEJIOKEHHON CTPYKType coenuHenuii 12-17.

5. CunTe3 2-aJKNJITHOITHII-7-MeTHI-5-0Kkco-5H-
1,3,4-Tuagua3zo.10[3,2-alnupumMuauHa

OnHoil W3 aKkTyaJlbHOW NpOOJEM COBPEMEHHOIO OpPraHWYecKOro CHUHTE3a
ABJISIETCS HAXOXJEHUE HOBBIX, YHPOUIEHHBIX METOJOB CHHTE3a CJOKHBIX
OpraHu4eckux Mosekya. CaMbIM pacnpOCTpaHEHHBIM METOAOM TIPU CHUHTE3E
MIPOU3BOIHBIX 1,3,4-tnaguazono|3,2-a|nupumMuuHa ABJISIETCA peakius
UKJIOTIpUCOeInHeHusT 2-aMuHO-5R-1,3,4-THannaszona ¢ aneToykCycHbIM 3(UpOM B
cpene [1OK.

Hpyrum Haubonee yIOOHBIM METOJOM CHHTE3a MPOU3BOAHBIX 1,3.4-
THaaua3ono[3,2-a|nupuMUIMHa  ABJISIETCS HUTPWIbHBIA  CHUHTE3, MCXOAS U3
HUTPWICOJEPKAIINX COEAMHEHUI KaK MPOCThIX HUTPUJIOB, TaK U POAAHUIOB.

Hcnonb3yss HUTPWIBHBIM METOJ] CHHTE3a, HaMU OBbUT CHHTE3UPOBAH PSI 2-
ATKUITUOATUII-7-MeTuI-5-0kco-SH-1,3,4-tnannazono[ 3,2-a|nupuMuIMHOB.
Peaknnro mpoBoauiaM TakuM 00pa3oM: CMECh YKBUMOJISIPHBIX KOJIHYECTB 3-
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aMUHO-6-MepkanTo-6-meTmnmupuMuani-4(3H)-ona u  aIKUATHONPONUOHUTPHUIIOB
HarpeBasim B cpeae [IPK nHa BomsHOM Oane B Teuenue 3-4 wacos. [lamee, mpu
paz0aBiIeHUM PEAKIIMOHHOW CMECH BOJOW, BBIMMAJAaeT OCNbId KPUCTATHYSCKUN
ocaZok. B caydae HeBbIMaJeHUs OCaJKa, PEAKIMOHHYIO CMECh HEWTpaIn30BaIu
aMMUakoM. B pe3ynbpTare ¢ XOpOIIUM BBIXOJIOM MOTYYaiu 2-alKUITHOATUII-7-METHII-
5-okco-5H-1,3,4-tnannazonol3,2-a|nIupuMuvH.

O O
_NH, . PPA
N _ N—N
L+ R o —— PPN |
N~ ~SH ~s s” °N
18-22
R = C;Hs-, C4Ho-, CeH3-, CgH 7.

Bo3mokHO, peakius MpOTEKaeT CTYMEeHYaTo Yepe3 CTaJAUI0 MPHUCOCTUHEHUS
MaHykcycHoro 3¢dupa k nomaudochopHoit kucmore (A)c MOCIEAYIOMINM EPEXOAOM
B amujapa3oH (B) u ero nuknmzanueir B B. [lpeBpamienne B B KOHEUHBINH MPOTYKT
MIPOUCXOAUT C YYACTHEM AllETOYKCYCHOTO d(pupa 1Mo cXxeMe:
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DJIEeMEHTHBIN aHaJIN3 M CIIEKTPaIbHbIC JaHHBIEC TOATBEPKAAIOT MPEII0KECHHOE
ctpoenne s coeauHenud 18-22. B UK-cmekTpax mnpucyTcTByeT moJsoca
noromenns B o6macta 1690-1710 cM™', 06ycIOBICHHAS BATCHTHBIME KOICOaHUIMH
KapOOHWJIBHOM TPYMIBI, YTO CBHUAETEIBLCTBYET 00 OOpa3oBaHUM MHPUMHIAMHOBOTO
¢dbparmenTa.

B IIMP-cnektpax 3THX COEOWHEHWM BO BCEX CIy4dasiX, KPOME CHUTHAJIOB
MMPOTOHOB AJIKHUITHOATHUILHOTO 3aMECTHUTEISl, UMCIOTCS TAaK)Ke CHUTHAJIbl B 00JacTH
2,20-2,25 M.A., OTHOCSIIMECS K METWIBHON TpyIIE B 7-OM MOJIOKCHUH, a TAKKe
UMeeTcs CcHuHTIIeT B oOmactu 6,25-6,30 M.7a., OTHOCSIIMKCS K TPOTOHAM 6-TO
MOJIOKEHUSI MUPUMHUANHOBOTO IIUKJIA.
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6. Cunre3 2-ajKuJITHOITWI-S,7-1noKkco-1,3,4-Tuannaszoso[3,2-ajnupumuauua

Hamu ObUTO MpoBeeHO HCCIEIOBAaHWE IO TMOAOOPY ONTHUMAILHBIX YCIOBHMA
peaKIMy MUKJIU3AIAN TUITUIIOBOTO 3(PUpa MaJOHOBOW KUCIOTHI C MMPOU3BOIHBIMU 2-
ATKWITHOITUI-5-aMUHO-1,3,4-THamna3ona B cpelae  aOCONMIOTHOTO dTaHOla B
MPUCYTCTBUU ATUJIATA HATPUS NP KUMSYECHUU B TEUEHUE TpeX 4yacoB. B pesynbrare
HaMd OB CHHTE3UPOBAH  2-alKMJITHOATHII-S,7-mruokco-1,3,4-tuanuasonol3,2-
a|nupUMHUANH ¢ BBIX0A0M 110 80%.

O
C,H.ONa
N—— + /COOC H, N—
H C |
R\S/\)\ )\ H, COOC H, R\S/\)\S)\\N 0

23-28
R = CHj;-, C;Hs-, C3H7-, C4Hy-, C¢Hys-, CsHir-

Pe3ynbTarhl (U3HKO-XMMUYECKUX aHATU30B HE MPOTHUBOPEYAT MPEeaoKEeHHOM
HaMH CTPYKType coenuHeHuin 23-28.

CocraB, CTpYKTypa U YACTOTA NOJYYEHHBIX 2-aJIKWITHOATUIA-S5,7-11okco-1,3,4-
THaAUa30J10[3,2-a|IMPUMHUINHOB TOJATBEPKJACHBI AJIEMEHTHBIM aHanmu3zoM, UK- u
[IMP-cnextpockonueit u TCX.

B UK-cnmekTpax TMOJy4YeHHBIX COEAMHEHUN 23-28 UMEITCAd  IOJIOCHI
mornomenns B obmact  1665-1670 o, CBUJETEIBCTBYIOLIME O HAJIWYUU
KapOOHWIBHOTO (pparMeHTa B MOJEKYJE, a TAKKE MMEIOTCA MOJIOCHI MOTJIOIICHUS B
o6nactu 3300-3310cM™', KOTOpbIE CBUIETENBCTBYIOT O Hanuaud OH-rpymmel B
MoJeKyJie. JJaHHBII CUTHAJI MOKAa3bIBAET, YTO MOJEKYJIBI HAXOIATCS B TaAyTOMEpPHOU

dhopwme.

O

N—N

\s/\)NL?)N\\N o /\)\ )\
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7. U3bpicKaHMe MyTeH NPaKTHYeCKOr0 NPMMEHEHHUSI HEKOTOPBIX
CUHTE3UPOBAHHBIX COCIMHEHHNH

7.1. AHTUMHKPOOHAsi AKTUBHOCTDb 2-0poM-7-x10pMeTHI-5-0Kkc0-5H-1,3,4-
THAAUA30J10([3,2-a|mupuMuIHA

Nzyuenue ¢apmakomornueckux 3(p(PEeKToB CUHTE3UPOBAHHBIX COEAMHEHUUN B
3aBUCUMOCTH OT WX COCTaBa, CTPOEHHUS M MPHUPOJLI 3aMEIIAONIMX TPYMNI HMEET
BOXHOE 3HAYCHHUE B TEOPETUYECKOM IulaHe. PemieHune Takux 3aaad MO3BOJIUT
OCYIIECTBIISATh 1I€JICHANIPABICHHBIN CHHTE3 COSAMHEHUI C YCUJIEHHEM HEOO0XOIUMBIX
JIeYeOHBIX U OCJIa0JIEHUEM IT0OOYHBIX JE€HCTBUIA.

3amaueld HaAIIEro HWCCIEJAOBAHUS  SABISUIOCH HU3Y4YEHHE OMOJOTHYECKOU
aKTUBHOCTH, BBISBIIEHUE Psiia HauOoJiee aKTUBHBIX M HAMEHee TOKCHUYHBIX BEIECTB,
YCTaHOBJICHHE, MO0 MEpPE BO3MOXKHOCTH, 3aBUCUMOCTH (PU3UOTOTHYECKOTO JIEHCTBUS
OT XMMHUYECKOI'0 CTPOEHUS TOJTyUYEHHBIX COCIMHEHUH.

Cpenn mnpousBoanbix 1,3,4-Tamuazona ObUTM OOHAPYXKEHBI COEIUHEHUS,
oOnajnaronMe MNPOTUBOOIMYXOJEBOM, MPOTUBOBOCHAIUTENBHON, NPOTHUBO BHpYyca
UMMYHOAeUIINTA, AaHTUOAKTEPUATLHON U IPYTUMH ICUCTBUSMHU.

Hamu coBmectHo ¢ WMHctutryrom BerepuHapu TapKUKCKOW Akaaemuun
CEJIbCKOXO3SMCTBEHHBIX HayK, OBUIM HCCIIeOBaHbl OakTepulMaHble cBoMcTBa 11
CHUHTE3UPOBAHHBIX MIPOU3BOHBIX 2-6pom-7-xsopmeTun-5S-okco-5H-1,3,4-
THAUa3010[3,2-a|nupuMuIMHA.

[Ipyn m3yueHun OaKTEPUIIUIHBIX CBOMCTB COCIUHEHHS 2 B Pa3HOM CTETNCHU
NPOSBIISIIN 0aKTEPHUOCTATUUECKOE U OAKTEPUIIMAHOE IEHCTBUE B OTHOLICHUH B3SITHIX
B DKCIIEPUMEHT MUKPOOHBIX KYJIbTYp: CTaUIOKOKKA (30JI0TUCTOTO, CanpodUTHOTO H
AMUIEPMATBHOI0), KHIIEUHOM MaJouKH, CaTbMOHEIUT U CapIIMH.

B BI B O 1 bI
1. Pa3paboTan mpenapaTUBHBIN METOJ CHHTE3a 2-0poM-7-XJIOpMeTHII-5-0kco-SH-
1,3,4-tnaguazono[3,2-ajnupuMuaMHa - KJIIOUYEBOTO TMPOJAYKTa B CHHTE3E
npou3BoAHbBIX 1,3,4-THannazonol3,2-a|nupuMuIMHAa.

2. Ha ocHoBe peakiuu 2-06pom-7-xiopMmeTii-5-okco-SH-1,3,4-tuanuazono|3,2-
a|mupuMHUIMHA C APOMATHYECKUMHU U TETEPOLMKINYECKUMH MEpKalnTaHaMU B
MPUCYTCTBUH IIEJIOYEH MPEIJIOKEH HOBBIM CIOCOO TMOMYUYCHHS CYJIb(QHUIHBIX
npou3BoJHbIX 1,3,4-Tnanuazonol3,2-a|nupumuauna. llokazano, 4to B 3THUX
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YCIOBUAX PEAKIHS MPOTEKAET € KOJIMYECTBEHHBIM BBIXOJOM, a BpEMs €€
MPOBEJICHUS] 3aMETHO CHMXKAETCs. Y CTAHOBJIEHO, YTO B JAHHOM COEJIMHEHUH
peakuusi HYKJICOQWIBHOIO 3aMellleHuss aToMa OpomMa reTepoLuKIaMu,
coaepxammmu ogHoBpeMeHHO NH- u SH-rpynmel, npoTtekaer TOJBKO 3a CUET
B3aWMOJICUCTBUA C THOJIIT aHHMOHOM, B TO BpEMSI KAaK OCTAJIbHBIE TPYIMIIbI
OCTaIOTCS HE 3aTPOHYTHIMU. [loTydeHHBbIE pe3yIbTaThl MOKA3bIBAKOT TAKKE, YTO
OpoM B TOJOXEHHMH 2 U XJIOp B XJOpMeTWIbHOM (parmente B 1,3,4-
THAAUA30/10[3,2-a|IMPpUMUIMHE HWMEIOT OYEHb BBICOKYIO PEAKIHOHHYIO
CIOCOOHOCTh U MOTYT JIETKO 3aMeHIaThCsl Pa3IuYHBIMH HYKICOPMIbHBIMU
YaCTULIAMU.

[IpenyioxkeH HOBBIM crmoco® CcHHTE3a 2-aMUHONMPOM3BOAHBIX 1,3,4-TMaaua-
30710[3,2-a]nupUMHUANHA Ha OCHOBE peakiuu 2-0poM-7-XI0pMeTHI-5-okco-5SH-
1,3,4-tnaguazono[3,2-ajnupuMuaMHa C aMUHAMH, MO3BOJSIONIUN TOJTy4YaTh
pasnuyHbie GYyHKIIMOHATBHBIC POU3BOTHEIE.

. Pazpaboran wmeroa monyyeHus 2-amKWITHOATHI-7-MeTui-5-okco-5H-1,3.4-
THAAUAa30J10[3,2-a|[nMpUMHUINHA HA OCHOBE PEaKIUU 3-aMUHO-6-MepKanTo-6-
MetunnupumMuanH-4(3H)-ona ¥ aJNKWITHONPONMUOHUTpUIA B Cpelie
nonmupocpopHord  KUCIOTBI ¢ oOpaszoBanueMm  1,3,4-tmaamazonol3,2-
a|MUPUMHUIMHOB, a TAKXKE MPEI0KEH MEXaHU3M JTAaHHOW PEaKIIH.

. Ha ocHOBe peakuuu 2-adkKwJITHO-5-aMUHO-1,3,4-THanuazonam AUITHUIOBOTO
apupa MaTOHOBOW KHUCIOTHI pa3paboTaH A(PPEeKTUBHBIN CHMOCOO MOTyUECHUS
JTMOKCOMPOU3BOIHBIX 1,3,4-Traana3onol3,2-a|nupuMuinHa.

. B Xome mnepBUYHOTO CKpPUHUHTA CPEId CHHTE3UPOBAHHBIX COCTUHECHUI
BBISIBJICHO, 4TO 2-0pom-7-xsopmeTui-5-okco-5H-1,3,4-tmaanazonol 3,2-
a|mUPUMUIUH TIPOSBIISIET AHTUMUKPOOHYIO aKTUBHOCT.
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