OT3bIB

odunmansHoro onmnoxnenTa Kaiiroponosoii Enensl AnekceeBHbI
Ha JuccepTauioHHylo padoty Byporo Imutpus Cepreesuua
«HoBble moaxo/p!l K CHHTE3y (YHKIIMOHATBHBIX IIPOU3BOAHBIX THEHO[2,3-
b]nupuavHOBY, Mpe/ICTaBIEHHYIO HA COMCKAHKe YUEHOM! CTeNeHH KaHAuaaTa
XUMHUYECKUX HayK 1o crnenranbHocTy 02.00.03 — opranudeckass XUuMus

Tueno[2,3-b]nupununel, NpeACTaBIsIOME COOOK YHUKAILHYIO OMLIMKIHU-
YECKYyI0 TeTepOoapoOMaTUYeCKyl0 CUCTEMY, SIBISIOTCS MPAKTUYECKH 3HAYMMBIMU
BeuiecTBamMu. CoelMHEHMs, COfepKallie B KayecTBE KIIOYEBOIO THEHO[2,3-
b]nupuaMHOBBIH (parMeHT, 001aal0T IPOTHBOBUPYCHBIM, OaKTEPHIIMIHBIM, Kap-
AUOTOHUYECKUM, MPOTUBOCYIOPOXKHBIM JEUCTBUSIMH, MPOSIBISIOT CBOMCTBA aHTH-
notoB 2,4-J1, pocTperyasitopo, GYHTULMIOB, UCIOIb3YKOTCS B KaueCTBE HUCXO[-
HBIX BEIIECTB B TOHKOM OPraHHYECKOM CHHTE3€ W MOTYT pacCMaTpHBATLCS Kak
NOTeHIUATbHbIE OTBEPAUTENH SMOKCHAHBIX cMo. [loaTomMy AmccepTranuoHHas
pabora byporo JI.C., uensio KOTopoii sBIseTcs JU3aiflH HOBBIX COEIMHEHMUH psijia
THEHO[2,3-b|NUpUIMHOB, pa3paboTka HOBBIX S((PEKTUBHBIX METOIOB UX CHHTE3a,
a TaK)Xe MU3Y4YEHHE CTPOEHHMS] U CBOMCTB CHHTE3UPOBAHHBIX COEJIMHEHHUH, Heco-
MHEHHO aKTyaJibHa.

O6mas xapaKTepHCTHKA AHCCEPTANHOHHON PaGoThl H ee COOTBETCTBHE
KaK HAy4YHO-KBAaJIH(PHKAIHOHHOH padoThI

Huccepranus usnoxena Ha 174 cTp., MOCTpOeHA MO KIACCHYECKOMY TPHH-
LIy ¥ COCTOUT U3 TPEX IJIaB, BKIIOYAET BBEICHUE, IUTEPATYPHBIH 0030p, 06Cyk-
J€HUE Pe3yNIbTaTOB, SKCIEPUMEHTAIBHYIO YacTh, BBIBOJBI M CIIUCOK JIKTEPATYPHI
(325 6ubnmorpaduueckux cchiiok). B pabore comepxarcs 18 Tabmui, 86 cxem u
15 pucyHkos.

B surepatypHom o630pe (rnaBa 1) 06061eHs GubIMorpaguyeckre JaHHbIE
MO METOJaM MOCTPOCHMs THEHOIHPHIMHOBON CHCTEMBI (ITyTeM aHHENMpPOBAHHS
TUO(QEHOBOrO LHUKJIA K MUPHINHOBOMY, TIOCTPOEHHE TUPUIHHOBOIO KONbLIA U O]I-

HOBpeMEeHHOe (GOpMHUPOBaHUE 00OUX LUKIIOB).



O0630p XOpOIIO CTPYKTYPUPOBaH, HAMKMCaH OOCTOSTENHHO, YETKO U SICHO,
OXBaTbIBAaET HAPALY C XOPOLIO U3BECTHBIMU paboTamMH COBpEMEHHbIE MyOIHKaLUu
(2017 — 2019 r.), 9TO HAeT AOCTATOYHO MOJHOE MpPEACTABICHHE O JOCTHIKEHUSIX U
npobyiemax B JaHHOW 00JTaCTH UCCIETOBAaHUMN.

OcHoBHOE coepkaHHe QUCCEPTAIMOHHOW paboThl MpuBoAUTCS B «O6CyxX-
JIeHUE pe3ysbTaToBy» (rjaBa 2), KOTOpoe MpeCcTaBIseTcs 10CTaTOYHO apryMeHTHU-
pOoBaHHBIM. B 3TOl rnaBe aBTOpoM 00CYXIAIOTCS METOIbl CHHTE3a LIEJEBBIX CO-
€IVWHEHNH, J0Ka3aTeNbCTBA CTPYKTYPhl IPOMEKYTOUHBIX U LIENIEBbIX COEIUHEHUH,
OCOOEHHOCTU NPOTEKaHUs XUMUYecKuX peakiwid. Kaxawli w3 Tpex pasnaesnos
Ha4YMHAETCs C HEOOJBIIOrO IUTEPATyPHOro 0003peHMsl, @ KpaTKHe BbIBOJIbI B KOH-
L€ [TOAPA3/ENIOB PE3IOMUPYIOT OCHOBHBIE PE3yJIbTATHI.

VHTEepecHbIMU C TOYKM 3pEHHS] HAYYHOH HOBH3HBI H TE€OPEeTHYECKOH H
NPaKTHYeCKOH 3HAYHMOCTH IPEJCTABISIOTCS UCCIe0BaHNUs, HalpaBieHHbIe Ha
pa3pabOTKy NMPOCTHIX PErHOCENEKTUBHBIX METOIOB CHHTE3a UCXOIHBIX PeareHTOB
st [OJly4eHUsI  THEHO[2,3-b|nUpUAWHOB  —  HOBBIX  2-THOKCO-1,2-
OUTUAPONUPUANH-3-KapOOHUTPUIIOB Ha OCHOBE JIMHEHKU allETHIICHOBBIX KETOHOB,
3-nentun- u 1,1,5,5-rerpadroprnenran-2,4- IHOHOB.

JliuccepTaHTy yaoanocs MOJNy4YUTh HOBBIE JaHHbIE O B3aUMOJICHCTBUU LIMAHO-
THOALlETAMK/Ia C aLlETUICHOBBIMU KETOHAMU B YCIOBHSIX MOAUGULIMPOBAHHON pe-
akuuu bonpMmana-Parna. Tak Obuto yCTaHOBIEHO, YTO MpsiMasi KOHACHCALMs B
NPUCYTCTBUU MOPQOIUHA BeleT K 00pa30BaHUID MOHOTHO-[-IHKETOHOB, B TOXE
BpeMs IociefoBarenbHas o0paboTka alKHHOHOB PErHOCEIEKTUBHO MPUBOIUT K 2-
THOKCO-1,2-TUruAponupuanH-3-KapOOHUTPHIIAM.

CTOHT OCTaHOBUTHCSI Ha JOCTOMHCTBE METOJA, 3aKIHOYAIOLIEMCSI B BBICO-
KO BapuabelbHOCTH U CEJICKTUBHOCTH BBEJCHHUS 3aMeCTUTENeH B MOJNIOKEHUs 4 U
6. IlpetoskeHHBIM MOIXO/] peanu3yeTcs s CEEKTHBHOTO BBEIEHHUS AJKMIbHBIX
3aMeCTUTENIEH B MOJIOXKeHUs 4 U 6 B OTIMYME OT KJIACCHYECKOr0 MUPUIHHOBOIO
cuHresa 1o ['yapecku-Topmy.

AKTyanbpHass 3ajaya cuHTe3a 2-R-3-amMuHO-5-meHTHII- | U 3-aMuHO-4,6-

ouc(mudropmeTnn)riueHo[2,3-b|MUPUIMHOB C PETYIUPYEMON JUNOPUIBLHOCTBIO,



pellieHa QUCCEPTAaHTOM B J[Ba 3Tama: 1) OCYLIECTBIEHbI peaklMu IHaHOTHOAlleTa-
Mua 3-NIeHTUIINeHTal-2,4-11oHoM u 1,1,5,5-terpadroprientan-2,4-1HOHOM, B pe-
3yJIbTaT€ 4YE€ro CHHTE3WPOBAHbl paHee HE ONUCaHHble 4,6-TUMETUI-S-TIEHTUI-2-
THOKCO-1,2-IUruIponupuIuH-3-KapOoHUTpUI U 3-aMuH0-4,6-6uc(aupTopMeTiin)-
2-THOKCO-1,2-IUruIpONTUPUANH-3-KapOOHUTPUIT; 2) TIOCIIENAHHE ATKWINPOBAHUEM
U mocnenyrouen umknuzauuend no Topmy-Llurnepy B mpUCYTCTBHM OCHOBaHUS
NIpeBpallIeHbl B UICKOMbBIE TPOIYKTHI.

Heo6x011MM0 OTMETHTb, YTO METO/IBI CHHTE3a THEHOITMPUINHOB, KaK TpaBH-
710, CEJIEKTHBHBI, MPOCTHI 110 IKCIEPUMEHTAIBHOMY O(OPMIIEHUIO U MOTYT OBITH
JIErKo MacTabMpOBaHBI, YTO BAKHO C MPAKTHYECKOI TOYKH 3PEHMUS.

B03MOXXHOCTE XUMHUUYECKOH MOIU(HUKALMU 110 aMHHOTPYIINE HEKOTOPBIX
NpoayKTOB Lukmu3anuu 1o Topmy-Ilurnepy B mocienoBaTeNbHBIX peakiysIx C
XJIOPAUETUIIXJIOPUIOM M Jlajiee a3uJOM HaTpus, Jubo cepodl U MOpP(HOIMHOM —
NI03BOJIMJIA JMCCEPTAHTY IOJNyYUTh TUEHO[2,3-b|mupuIuHbl ¢ a3ua0aleTaMHUIHBIM
1 MOHOTHOOKCAaMMJHBIM ()parMeHTaMU. ITO HOBbIE CITOCOOBI (PYHKIMOHAIU3ALUN
3-aMMHOTUEHO[2,3-h | MTUPHUIUHOB.

ITpy  oOcyxaeHMM pe3yibTaTOB  QUCCEPTAHT IUMPOKO  IIPUBIIEKAET
JIUTEPATypHbIE NaHHbIE, IPUBOAUT BEPOATHBIE MAPIIPYThI PEaKIUH, BBICTPOESHHBIE
BE€CbMa JIOTUYHO M HE MPOTUBOpPEYAI[ie COBPEMEHHBIM MPEACTABIEHUSIM B JaHHOMN
00J1acTH XUMHUH.

Konoccanshas paboTa mnpopenaHa AHMCCEPTAHTOM MAJisl IPOTHO3HMPOBAHUS
nmapamMeTpoB OHOIOCTYIIHOCTH, TOKCHYHOCTH M OMOJOMMYECKOrO JeHCTBHS
CUHTE3UPOBAaHHBIX BEIIECTB C KCIOIB30BAaHUEM COBPEMEHHBIX paCYeTHBIX
METOJIOB.

[IepcrieKTUBHOCTh ~ CHHTE3WPOBAHHBIX  COEJMHEHHMH B KauyecTBe
POCTpPEryJIiTOPOB U aHTUAOTOB K repounmay 2,4-J1 ucnbiTaHa B 1ab0OpaTOPHLIX U
NOJIEBBIX ONBITAX HA MPOPOCTKaX IOJACOJHEYHUKA. B pe3ynbrate oOHApyKeHEI
COCIMHEHUSI C YMEPEHHBIM pOCTPErYJIUPYIOIIMM W BBICOKHM aHTUIOTHBIM

5 peKToM, 4TO CBUIETENLCTBYET O NPAKTHYECKOIH 3HAYHMOCTH PaGoThI.



IIpakTHyeckass 3HaUMMOCTh PabOTHI 3aKIIOYAEeTCs HE TOJBKO B pa3paboTke
METOJOB CHHTE3a LIEHHBIX €TepOapOMaTUYECKUX COEAMHEHUH U BEIEeCTB, Mpo-
SBUBLIUX OMOJIOTHYECKYIO aKTUBHOCTH, HO ¥ B BBIJICIIEHUH PENEPHbIX CUTHAJIOB B
cnektpax AMP cnektpockonuu '"Hu I3C, Pp (DEPTQ, HSQC, ‘B0 HMBC, 'H-
PN HSQC, 'H-"N HMBC) cuHTe3upOoBaHHBIX COSIMHEHHH, UTO 3HAYMTENILHO 00-
JIEr4aeT YCTaHOBJIEHUE CTPOCHUS POACTBEHHBIX BEIIECTB.

B oSkenmepuMeHTaNIbHON 4YacTH OHWCCEPTAllMM  TOAPOOHO  M3JI0XKEHBI
METOABl aHajlu3a W CHHTe3a, NpPHUMEHSEMble B Ipollecce HCCIea0BaTeIbCKOM
paboThl, XapaKTEepUCTUKH CHUHTE3UPOBAHHBIX COEIMHEHHH, a TaKKe METOIMKa
OMOIOrUYeCKHX UCTIBITAHUI Ha aHTUIOTHYIO aKTHBHOCTb.

B pa6ore umerorcs 2 npunoxxerus. OIHO COAEPKUT CIIEKTPATbHbIE JaHHbIE
CHHTE3UPOBAHHBIX COENUHEHUM, IPyroe — AaHHble O OUOJIOTHYECKON aKTHBHOCTH
CHUHTE3UPOBAHHBIX COCTUHEHHIA.

B nenom pabota 3aBepiiieHa 060CHOBAaHHBIMH BHIBOAAMH.

JIOCTOBEPHOCTh  MOJYYEHHBIX Pe3yJbTATOB H  00OCHOBAHHOCTD
BBIBO/IOB, copMyITHPOBaHHBIX B JIMCCEPTALIVH, MOJITBEPXK 1AL TCS
UCIIOJIb30BAHUEM  COBPEMEHHBIX CIEKTPAJbHBIX METONOB HccieqoBanus: KK
CIIEKTPOCKOIIUHM, OHOMEpPHO# 1 aByMepHoit SIMP crextpockonuun H u °C, "°F
(DEPTQ, HSQC, 'H-"C HMBC, 'H-"N HSQC, 'H-"N HMBC), wmacc-
CIIEKTPOMETPUKM  BhICOKOoro paspemienuss (HRMS), pentreHocrpykrypHoro
aHanmusa, xpomaro-macc-cnektpoMerpur (I'X-MC), a Ttakke rpaMOTHOM
MOCTAaHOBKOM  dKcrepumeHTa. (CTpoeHHE BceX TIOJNYYEHHBIX COEIWHEHMH
BCECTOPOHHE U HAJIe)KHO JOKA3aHO M HE BBI3bIBAET COMHEHMUIA.

Penensupyemass  aumccepranMoHHas — paboTa  MPOU3BOAMT  BechbMa
0J1aronpHATHOE BIIEYATICHHE OOCTOSTEIBHBIM U MOCIIEN0BATENBHBIM U3JI0KEHUEM
MmaTepuasia, NpeACTaBIseT COOOH 3aBepLICHHOE Ha [JaHHOM JTalle HaydyHoe
uccnenosanue. Pabora xopomo odopmieHna. COUCKATENO yAanoch JOCTaTOYHO
YCHEIIHO pPEeUIMTh IMOCTaBJIeHHble B paboTe 3aJadd, OJHAKO IO pe3yjbTaTam

paboThI U €€ 0OPOPMIICHUIO UMEIOTCS 3aMeYaHHs:



1. Xopomnio HaNMMCaHHBIN JTHTEpaTypHbIH 0630p (225 nUTepaTypHBIX MCTOY-
HHKOB) 3aHUMAeET B 001IeM 0ObeMe TeKcTa Auccepranuy (0e3 yuera cnucka
nuteparypsl) 6onee 40%. [To-BuauMOMy, ClieJOBAJIO BBECTH €T0 B AUCCEPTALIMIO B
GoJlee COKPALIEHHOM BHJIE, & TIONHOCTBIO OITYONIMKOBATh B HAYYHO! MeYaTH.

2. LlenecooGpasno rinaBy 3 «OKcepyuMeHTallbHas 4acTh» Pa3[einuTh Ha 11Ba
noapaszaena: 3.1 Mertons! aHanusa u 3.2 MeTobI CUHTE3A.

3. Cxemy 82, orpaxarwollylo QyHKUHATH3ALUIO 3-aMHUHOTHEHO[2,3-
H|NMUPUIMHOB TO AMHMHOTPYINE, MOXHO OBLIO NOMONHUTH peaKuued c 2,5-
JIUMETOKCUTETparuapodypaHoM, MPHUBOLAIIYI0 K JOCTaTOYHO HHTEPECHBIM
coenuHeHUsIM — 3-(1-mupposun)TueHo[2,3-b]nupuauHaM, B pAdy KOTOPbIX
HaiiIeHbl COeIMHEHMs, IPOSBIISAIOIINE POCTPEryIMpylollee IeHCTBHUE.

4. B paboTe comeparcs HEeMHOrOUMCIIEHHBIE onedaTku (CTp. 22, 26,41 u
T.11.), HeynauHsle Belpaxenus ( c. 25, 97); ommbku B popmynax (c. 16, cxema 4),
Hymepaluu coefuHenud (c. 87, cxema 82), Ha3BaHHAX BEIIECTB (e. 21, 3-
XJIOPTEHTaH/IMOH OLIKO0YHO Ha3BaH 2-XJIOPIEHTAHUOHOM).

OpnHako, NpUBeIeHHbIE 3aMeUaHis HE SBIAIOTCS NPUHIHUIMATIBHBIMU U HE
CHIDKAIOT BBICOKOM OLIEHKU pabOoTEHI.

PesympraTel auccepraniorHoil pabotsl byporo JI.C. omyOmukoBaHbl B 6
craThsX B pekoMeHnoBaHHBIX BAK P® pelieH3upyeMbIX Hay4YHBIX H3IaHHUIX,
XOpOILO anpoOUpoBaHbl (PEICTABIINCE H 00CYKIAIUCH Ha 3 BCEPOCCUHCKUX U
2 MeXIyHApOIHbIX KOH(EepeHIHUIX). ITO CBUACTEIbCTBYET O MOJHOTE H3JIOKCHHUS
OCHOBHBIX D€3yJbTAaTOB IPOBEJEHHOIO HCCIIENOBaHMUs, TIOATBEPXKIAET €ro
aKTyaJbHOCTb U HOBHU3HY.

ABTopedepaT COCTaBlieH B cooTBeTcTBUM ¢ Tpebosanusimu BAK PO u B
MOJIHOM Mepe OTpaXkaeT CoJepKaHUe JUCCEPTALMH.

3akmouenne. Jluccepranronnas padora Byporo [Imutpusi CepreeButa
«HoBble TOAXOABI K CHHTe3y (YHKIMOHATBHBIX IPOU3BOJHBIX THEHO[2,3-
h]MUpUAMHAY» MO aKTYaIbHOCTH pellaeMbIX 3324, HOBU3HE, 00bEMY NPOBEICHHbIX
UCCIIEIOBAHMHM, YPOBHIO UX OOCYXKAEHHs, HayYHOH H npaxmqeéxoﬁ 3HAUUMOCTH

cootBeTcTBYeT nacnopty cnenuanbHocTd 02.00.03 — opranuveckas XUMus, OTBe-



4aeT BceM TpedoBaHusM M. 9-14 «IlonoxxeHus o MopsiIKe MPUCYKICHUS YIEHBIX

CTENEHEN», YTBEpXKAEHHOrO mnoctaHoBiIeHHeM IIpaButenscTtBa P® No 842 ot

24.09.2013 r. (B pen. [eiictByromero I[locranosnenus IIpaButensctBa PP ot

21.04.2016 Ne 335), npeabsBiseMbIM K KaHIHJATCKUM JAUCCEPTALUAM, a €€ aBTOp

— bypwoiii Imutpuii CepreeBu4 — 3aciy)XKHBaeT MPUCBOCHHS YUYEHOM CTENEeHH

KaHIuaaTa XUMUYECKUX Hayk o cnenuansHoctd 02.00.03 — «opraHuyeckas xXu-

MU .

OduuuanbHbIii ONIIOHEHT, NOKTOP XMMHYECKHX HayK
(02.00.03 — opranuyeckas Xumws), mnpodeccop, 3aB.
Kapeapoll XUMHU (aKyIbTeTa arpOXWMHM W 3aALUTHI
pacTeHuit ®enepanbHOrO roCyJapCTBEHHOTO
O0/KETHOTO 00pa30BATENIEHOTO YUYPEKIEHHUS BBICIIETO
obpaszopanus "KyOaHCKHI rocyaapCcTBEHHbINH arpapHbIi
ynusepcuter umenu U.T. Tpyoununa"

% /%% P E Enena Anekceesna Kaiiroponona

Aopec: 3500044, r. KpacHonap, yi1. Kanununa, 13
Tenedon: +7(918)396-05-38.

E-mail: e_kaigorodova@mail.ru

3 nexabps 2019 r.

A coenacna na 06pabomky Moux NepCOHANbHBIX OAHHBIX
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