®UO couckarens Kapubos Typan Toduk orisl

HaszBanne pgucceprauum Cunmes u  @omoxumuueckue npeepauieHus
KOHOEHCUPOBAHHBIX 2-apuipypanos

[ndp cnenuanbrocT — 1.4.3. — opranudeckast Xumus

XHUMUYECKHUE HAYKU

Mudp nuccepraunonHoro coseta 24.1.092.01

denepaabHOE TOCYJApCTBEHHOE OIOKETHOE yupexaeHue Hayku WHCTUTYT
opranndeckoil xumuu uM. H. 1. 3enunckoro Poccuiickoii akageMun HayK

119991, Mockga, JIeHuHckuii npocnexr, 47

Temn.: (499) 137-13-79

E-mail: sci-secr@ioc.ac.ru

JlaTa pa3MelieHus OJHOro TEKCTa AuccepTanun Ha carite MuctuTyTa http://zioc.ru/

24 mapra 2025 roga

Jara npuema K 3amure
16 ampens 2025 roga

Jlata pasmernienus aBTopedepara Ha caiite BAK https://vak.minobrnauki.gov.ru

16 ampens 2025 roga



®EJIEPAJIBHOE I'OCY IAPCTBEHHOE BIOJ[)KETHOE VUPEXXJIEHUE HAVKU
UHCTUTYT OPTAHUYECKON XUMMU um. H.J[. 3EJIMHCKOI'O PAH POCCUMCKOM
AKAJIEMHH HAYK (MOX PAH)

Ha npasax ;3_1;!\%.-(.1:

- .Jj_/_ bE

Kapu6os Typan Todux or.ibl

Cunre3 u (l)OTOXl/IMI/I‘{eCKl/Ie NnpeBpallcHUusI KOHICHCHPOBAHHBIX 2-apn.11(l)ypaHOB

1.4.3 — Opranuueckasi XUMHS

ABTOPE®EPAT
JUCCEPTAlMU HA COMCKAaHUE YYEHOHN CTEIICHU

KaHayaata XUMHUYCCKHUX HAYK

Mocksa, 2025 r.



PaGora Bmmonuena B naboparopuH TreTEPOLHKIHYECKHX coequeHnit  DenepaibHOTO
rOCYAapCTBEHHOMO OIOUKETHOTO yupexaenns Haykn HHCTHTYTA opranuueckoli xmmun um. H.JL
3emuckoro Poccniickoit akanemun nayk (MOX PAH).

HAVYHbIN PYKOBOJIUTEJIb: JInunuknii Bopuc Basepbeny
K. X. H., C.H.C. IHCTHTyTa OpraHHIecKoH

xumun um. H.JI.  3emunckoro Poccriickoit
akanemun Hayk (MOX PAH)

OOULIMAJIBHBIE OIINTOHEHTHI: 3aiines Kupusi BaagumupoBud
J.X.H., BEAyIIHii Hay4HbIH COTPYAHHK
JlaGopatopHuu OHOJIOTHYECKH aKTHBHBIX
OpPraHHYeCKHX  COefuHeHHH  XHMHYECKOTO
dakymsreta MOCKOBCKOrO roOCyAapCTBEHHOTO
yaupepcutera kM. M. B. JlomoHocoBa.

MuTanos Buramii CepreeBud

K.X.H., nomneHT Kadenpel TexHomoruu
TOHKOIO OpraHH4eCKOro CHHTe3a H XHMHH
KpacuTeleH Poccuiickoro XHMHKO-
texnonorndyeckoro ynusepcutera mm. JI. H.
Menneneesa.

BEJAVYILAS OPTAHU3ALIWAL: HUucTHTYT 37IEMEHTOOPraHHYECKHX
coemuHenuii um. A. H. HecmesHoBa Poccuiickoi

axanemun Hayk (MH30C PAH).

3amuTa aMcceprauud coctoutcs «18» mioma 2025 r. B 12:30 vacoB Ha 3acenaHWu
Jluccepranmonsoro cosera J[ 24.1.092.01 B @enepalbHOM TrOCYAapCTBEHHOM OromKeTHOM
yypeskieHHH Hayku VIHCTHTyTe OpraHH4ecKol XHMHH HM. H.JI. 3emauckoro PAH mo azxpecy: 119991

Mockga, JIeHHHCKHIl IPOCIIeKT, 47.

C auccepranueii MOXHO 03HAKOMHTECA B Gubmuorexe MHCTHTYTa OpraHMYECKOH XMMHH HM.
H.JL 3esmuckoro PAH 1 na odpuumansrom caiite MucTuTyTa hitp://zioc.ru.

Agropedepar pasocnan «21» anpens 2025 r.

Baur oT3pIB B JBYX 3K3eMILIApAX, 3aBepeHHblii repOOBOH MeYaThio, MPOCHM HANpPABIATH IO
anpecy: 119991, Mocksa, Jlenuncknit npocnekt, 1. 47, yueHOMY CeKpetapio JluccepTaloHHOro
cosera MOX PAH.

Y4ennii cekperapb

JluccepralMOHHOro copeta

J124.1.092.01 UOX PAH

JOKTOP XMMHYECKHX HAYK /M///(/é Fasuesa I, A.



OBIIASI XAPAKTEPUCTHUKA PABOTHI
AKTVAJLHOCTL NNPO0JIEMBI.

bensodypanbl M UX KOHICHCUPOBAHHBIC AHAJIOTH SIBISIOTCA BaXHBIM  KJIacCOM
IreTCPOUUKINICCKHUX COCIII/IHCHI/IfI, BXOAIIUM B COCTAB PA3JIMYHBIX IMPUPOJHBIX U CUHTCTUUYCCKHUX
npoaykroB. Hamnbosiee M3BECTHBIE MPEICTABUTENN TOTO Psi/ia, TAKUE KaK aMHOJApOH, aHTeJIHIIMH,
6€pI‘aHTeH, KCAHTOTOKCHH M YCHHMHOBAs KHUCJIOTAa HAXOAAT HIUPOKOC IMPUMCHCHUC B q)apMaKOHOFI/II/I.
Ot IMPOAYKThI O6HaI[aIOT AHTHAPUTMHUYCCKUMU, ITPOTHUBOBOCIIAIIMTCIIbHBIMHU, aHTI/I6aKTepI/IaJ'IBHBIMI/I
U TPOTUBOPAKOBBIMH CBOMCTBAMH, YTO WILIIOCTPUPYET OCOOYI0 LIEHHOCTH OEH30(ypaHOBBIX
NPOM3BOAHBIX M 3HAYUTENBHBIH IMOTEHIUAI WX HCIIOIB30BAHUS ISl CO3JaHUS JIEKAPCTBEHHBIX
npenaparoB. 3HA4YMTENbHAs YacTh COEAMHEHMH 3TOro Kiacca NpejacTaBlieHa OeH3odypaHamy,
COIepKAIllIMK apWIBHBIM 3aMECTHTENb B MOJOXKEeHUH 2. ApuibeH3odypaHoBBI (parMeHT
MPUCYTCTBYET B CTPYKTYpPE pa3HO0Opa3HBIX IPUPOAHBIX IPOTYKTOB, BBIIEISIEMBIX U3 PACTUTEIHHOTO
CEIPBSL.

OcoOblii  MHTEpEC MPEACTABISET HCCIEJOBAaHWE  BO3MOXKHOCTH  NPUMEHEHHS  2-
apwi0eH30)ypaHOB B KadyeCTBE HCXOIHBIX COCAMHEHUH Ui (HOTOXMMHUYECKOTO CHHTE3a
MOJINTETEPOLIMKINYECKUX CTPYKTYp. B uacTHOCTH, Ha OCHOBE 2-apuii0eH30()ypaHOBbIX TPOU3BOIHBIX
MOTYT OBITh CKOHCTPYHMPOBaHBI NPOIYKTHI, coaepskamue 1,3,5-rexcarpueHoByro cucremy. Takue
00beKThl 1OJ jedcTBUeM Yd-cBeTa CIOCOOHBI HpeTepreBaTb (OTOUHIAYLUPYEMYO O7-
ANEKTPOLMKIM3ALUIO,  KOTOpash  TO3BOJISIET  MMOJYy4aTh  IOJUIMKINYECKHE  COCAMHEHHS,
TPYAHOAOCTYIIHBIE C IPHUMEHEHHEM KIIACCUUECKUX CHHTETHYECKHUX MoaxojoB. Crenyer Takke
OTMCTUTL, YTO MNPECHUMYHIICCTBAMU (1)OTOXI/IMI/I‘~I€CKI/IX IMpouecCoB  ABJIKICTCA  HCIIOJIB30BAHUC
OTHOCHUTCIIBHO MNPOCTBIX HMCXOJHBIX MATCPUAIIOB U OTCYTCTBHUC OOINOJIHUTCIBHBIX PCAr€HTOB, 4YTO
0c00EHHO Ba)KHO B KOHTEKCTE 3€JICHON XUMHHU.

BaxkxHo momuepkHyTh, YTO HECMOTPST Ha OOJBIIOE KOJIMYECTBO pPadOT TMOCBSIICHHBIX
¢doropeakiusaM pa3zHOOOpa3HBIX MPOAYKTOB, coiepxammx 1,3,5-rekcaTpueHOBYI0 CHUCTEMY,
¢doroxumus 2-apunOeH30(pypaHOBBIX MPOU3BOJHBIX UCCIIEOBAaHA B HE3HAUNTENIbHON cTeneHu. B o
e BpeMs HIMPOKHH KPYr HMCXOAHBIX COEAMHEHHUI 3TOro Kjacca MOXKET ObIThb CHHTE3MPOBAH C
UCTOJb30BAHUEM METOJIOJIOTUM MHOTOKOMITIOHEHTHBIX peakiuid. Takoil moaxXox MO3BOJSET
chopMupoBaTh HAOOP Pa3HOOOPA3HBIX OOBEKTOB, COAEPIKALIUX 2-apUIIOEH30(ypPaHOBBIN (hparMeHT,
AT TOCTIEAYIOIETO M3YUYCHHA HUX q)OTOXI/IMI/ILIeCKOFO IIOBCACHU . I/ICXO}ISI U3 BBIINIECKAa3aHHOI'O,
aKkTyaJIbHOH 3a/1aueil siBiseTcs uccieqoBaHue (POTOMHIYIIMPOBAHHBIX MPEBPALLIEHUIN MPOU3BOJAHBIX
2-apwiOeH30ypaHa, HaIpaBIIEHHOE HA CO3JaHWE HOBBIX METOJIOB CHHTE3a  CJIOKHBIX
MOJUIMKINYECKUX MPOTYKTOB, COJIEPKAIINX (PypaHOBOE S/IPO.

Ileab padotbl. Pa3zpaboTka METOZOB CHHTE3a KOHAECHCHPOBAHHBIX 2-apui(ypaHoB H
uccleloBaHHEe  MX  (POTOXMMMYECKMX  IpeBpallleHUi, MpPUBOIAMIMX K  OOpa3oBaHHIO
MOJIUTETEPOLUKINIECKUX CUCTEM.

Jist nocTrKeHs MOCTaBICHHOM 1IeNU TUIaHUPOBAJIOCh PEIIUTh CIIETYIOIINE 3aJauH.

1. Co3nate o01IMe METOABI CHHTE3a KOHICHCUPOBAHHBIX 2-apuiipypaHoB, coaepxammux 1,3,5-
TeKCaTPUEHOBYIO CUCTEMY.

2. [IpoBectu uccnenoBanye HOTOXUMUUYECKUX MPEBPAILIEHUH MTOIYyYEHHbBIX TPOJYKTOB.

3. YcTaHOBUTH KOPPENSIIMIO MEXKIY CTPOSHUEM CHUHTE3MPOBAHHBIX 2-apuiypaHOB U HX
(OTOXUMHUYECKUM TTOBEACHUEM.

4. Ha ocHOBe TpPOBEAECHHBIX HCCIENOBaHMNA pa3paboTaTh peruocrnenuuyHbie
(bOoTOMHIYIMPOBAaHHBIE METO/IbI CHHTE3a PAa3HOOOPA3HBIX MOJUTE€TEPOLUKINUECKUX CHCTEM.



HayuyHasi HOBHM3HA ¥ NPAKTHYeCKAs 3HAYNMOCTb.
Pa3pabGoranbl 0Ommue MeETONbI CHHTE3a 3aMENIEHHBIX 2-apuiOeH30ypaHOB U HX

reTepOLMKINYECKUX aHAJIOTOB C Pa3IMYHBIMHU (PYHKIIMOHAIBHBIMU TpyHIaMu B mojiokeHuu 3. Ha
OCHOBE  TOJYYCHHBIX TIPOJYKTOB  CKOHCTPYHMPOBaHBI  CTPYKTYpbl, coaepxkamme 1,3,5-
TeKCAaTPUEHOBYIO CHCTEMY, W HW3YYCHBl WX TMpeBpaiieHus moxa naehictBuem Y D-obmydenus. B
pe3ybTaTe MPOBECHHBIX UCCIIEI0BAHUIN MPEI0KEHBI OPUTHHATIBHBIE (DOTOXMMUYECKHE TTOAXO0IBI K
CHHTE3Y IOJIMKOH/IEHCHPOBAHHBIX COCINHEHHA.

BnepBeie  uccienoBaHo — (oroxumuyeckoe — MoBeAeHHe — 2-apuibeH3odypaHOB ¢
UMHHAMOHUTPWIBHBIM (parmMeHTOM. [IpoeMOHCTPpUPOBAHO, YTO 3TH COETUHEHUS MO JIEHCTBUEM
Y®-ceta MoryT mnperepneBarb Om-31€KTpOUMKIM3anuUi0 1,3,5-reKcaTpueHOBOM CHUCTEMBI, B
pe3yabTaTe KOoTopoit oopasyrorcs Hadro[1,2-b]oenzodypansi.

[TogpoOHO wH3ydeHa BO3MOXKHOCTH (DOTOTCHEPALUMU MaJbIX MOJIEKYJ M3 TEpapuICHOB,
comepkammx OeH30(ypaHOBBIE MOCTHUKOBBIA (parmeHT. BmepBeie NpoaeMOHCTPHpPOBaHA
BO3MOXKHOCTh TEHEpallMd MOJEKyJbl muppona mpu Yd-oOmyueHun 3amemieHHbix S5-(1H-
nupposii)oen3odypanmi-1H-upazonos.  Takxke mnokazaHo, uto (Qoroumkamzanus 2-(2,5-
IXJI0pTHO(GEHMIT)0eH30ypaHOBBIX ~ MPOW3BOAHBIX  sBIsIeTCs  9()(PEKTUBHBIM  METOAOM
(dboToreHepanuu CUILHOM KUCIOTHI - XJIOPOBOAOPOIA.

[TpenoxeHbl TOIXO0bI K CUHTE3Y 2-apuibeH30(ypaHoB, COAEpKAIIUX aTOM a30Ta B COCTaBe
1,3,5-rekcaTpieHOBON CUCTEMBbI. YCTAHOBJEHO, 4YTO IMPOU3BOJHBIE (ypaHa C MOYEBHUHHBIM
(¢bparMeHTOM B TOJIOKEHUU 3 MOTYT OBITh MOJY4YEHBbl Ha OCHOBE MHOTOKOMIIOHEHTHON peaKIUH
Pa3IMyYHbIX KapOO- U reTepOLMKIMUYECKUX €HOJIOB ¢ apUiriuoKcalsMu U 1uaHamuioM. [lokasaHo,
YTO aHaJOrMyYHas KOHJEHCAllMsl C Y4YacTHMEeM 3-THAPOKCUIHUpPAaH-4-OHOB MPUBOAUT K 2-
aMUHOOKCA30J1aM, KOTOpBIE Jajiee IMPETEPIeBAIOT PEIUKIN3ANI0 B 3amerieHHsie (ypo[3,2-
b]nupaHoHBI.

PazpaGoraHn HOBBI MeTOJ NOJIYYEHHs 3aMELICHHbIX 3-aMHI0-2-apuiabeH30(ypaHoB,
OCHOBaHHbIM Ha B3aumojeiictBuu ¢enonoB ¢ N,N'-(2-apui-2-okcosran-1,1-auui)IuaMuIaMH.
[IponeMOHCTPUPOBAHO, YTO pPAacCMAaTPUBAEMbIM MOJIXOA SBJISETCS OOLIMM U MOXET OBbITh
MCIOJIb30BaH JJISl IIUPOKOTO KPYyra UCXOAHBIX apOMAaTHUYECKUX TMIPOKCUIBHBIX TPOU3BOIHBIX.

[IpoBeneno monpoOHOe wuccienoBaHne (OTOXUMHUUYECKOTO TOBEJACHUS MPOU3BOJHBIX 2-
apunbeH3odypana ¢ a30TcoAepKalluMu (PyHKIIMOHAIBHBIMU IpynnaMu B nosioxkeHuu 3. [lokasano,
q10 3-amuyo-2-apunoden3odypansl npereprieBaoT Y O-HHAYIUPYEMYIO O7-3JCKTPOIUKIU3AINIO,
MIPH 3TOM aMHJIHAs TPYTIIA BBICTYIIAET B KAUeCTBE SKBUBaJIeHTa OOKOBO TBOIHOI CBs3M B a3a-1,3,5-
rekcarpueHoBoi cucteme. Ha ocHOBe mpezcTaBieHHOH ¢GoTopeakiyu pa3paboTaH OpUTHHAIbHBIN
MOJIXOJT K CHHTE3Y 3aMelleHHbIX 6eH30(ypo[3,2-Clu30XUHOIUHOB.

IHo10:keHHsA, BLIHOCHMbIE HA 3AIIMTY.

1) Cnocobbl moNy4YyeHHs KOHICHCHUPOBAHHBIX 2-apuwiipypaHoB C pa3HOOOpPa3HBIMU
(GyHKIMOHATBHBIMU (PparMeHTaMH B MOJIOXKEHUH 3.

2) Pesymbrarhl wmccrnenoBaHus  (OTOXMMHUYECKOTO  TOBEJAEHUS  3aMEIICHHBIX  2-
apmioeH30(ypaHoB, coiepKamux B CTPyKType 1,3,5-rekcaTpueHOBYIO CUCTEMY.

3) @oTOMHAYUMPOBAHHBIE METOABl CHHTE3a IMOJUTETEPOLMKINYECKUX COEIUHEHUN C
HCIO0JIb30BaHNEM O€H30(ypPaHOBBIX MTPOU3BOIHBIX.

4) [TpumeHeHHe 3aMeIeHHBIX 2-apuiI0eH30(hypaHoB A POTOTeHEpAIlMK MaJIbIX MOJIEKYII.

JlOCTOBEPHOCTD NOJIYYCHHBIX Pe3YJIbTATOB.

Bce mnpencraBiieHHbIE OSKCIEPUMEHTAIBHBIE PE3YJIbTaThl MCCIECJOBAHUN IIOATBEPKICHBI
TIIATEJILHBIM BOcTIpou3BeeHHEeM. CTpoeHHE MOMYyUYSHHBIX B JUCCEPTALMOHHON paboTe COeTMHEHUI
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J0Ka3aHO C TIOMOIIBI0 KOMILJIEKCA COBPEMEHHBIX (U3UKO-XUMHUECKUX METO/OB aHajm3a:
crextpockorin SIMP Ha sapax H m *C, Y®-crexTpockonuy, Macc-CieKTpOMETPHH BBICOKOTO
paspemenust (HRMS) u pentrenoctpykrypnoro ananuza (PCA).

Anipo6auus padoThbl.

OcHOBHBIE PE3ybTaThl pabOTHl OBUIM MPECTABICHBI HAa POCCUHCKUX M MEXKIyHApPOIHBIX
KOH(EpeHIUIX, Cpeau KOTOpPBhIX V MeMopHalbHBIH CHUMIIO3UYM IO MOJEKYJISpHOW (oTOHUKE,
NOCBALICHHBIN mamsTu akaaemuka A.H. Tepenuna (1896 — 1967) (Cankr-IlerepOypr, 2021 r.), IX
Mononéxnas konpepenus MOX PAH (Mocksa, 2021 r.), MexayHapogHas HayuyHas KOH(epeHITUs
CTYJICHTOB, aCITUPAHTOB M MOJIOJIBIX YUEHBIX «JIomoHOCOB-2022» (MockBa, 2022 1.).

Iy0ankanum.

[To pe3ynbraram MpoOBEACHHON JAUCCEPTAIMOHHON pabOThl OBLIO OIMyOJIMKOBAHO 7 CcTaTel B
PeLeH3UPYEMBIX MEXIYHAPOIHBIX KypHalaX, oTBevaronx TpedboBanmsiM BAK, a taxxke 3 tesuca
JIOKJIaJIOB Ha POCCUHCKUX U MEXAYHAPOIHBIX HAYUHBIX KOH(PEPEHIHUAX.

CTpyKTYpa U 00beM padoThl.

JuccepTanmoHHOE HCCIIEJIOBAHUE COCTOUT M3 BBEIEHUS, TPEX IIaB (JUTEpaTypHOro 0030pa,
OOCYXJIEHUSI pE3yJIbTAaTOB, OSKCIIEPUMEHTAJIbHOM YAaCTH), BBIBOJOB M CIHCKA HCIOJIb3yEeMOM
mutepatypsl (194 nanmenoBanuit). Pabota usnoxena Ha 223 crpanunax, couepxxut 10 pucyHkoB,
117 cxem u 25 Tabnuir.

OcHoBHOe conepxaHue padoTbl

Bo BBeneHum o00OCHOBaHa aKTyaJbHOCTh pAacCMAaTPUBAEMON TEMbI HCCIEIOBaHUS,
OTIpeJIeJIeHbl TN M 33aJaud JTUCCEPTALMOHHON pPadoThl, cHOpMyTUpOBaHBI Hay4yHass HOBHU3HA H
MpaKTUYecKast 3SHAYMMOCTb JHCCEPTAIUH.

JluTepaTypHblii 0030p COCTOMT W3 JIEBATH TJIaB M TIOCBSIICH PazHOOOpa3HBIM METOJaM
cuHTe3a 2-apunOeH3zodypaHoB. PaccmarpuBaembie  MyONMKAIMM  BKIIOYAIOT  HApsLy C
KJIACCHYECKMMHU  TMOAXOJaMM  PEaKLUU Kpocc-COUYeTaHHUs, (OTOXUMHUECKHE IPOLECCHl U
MHOT'OKOMIIOHEHTHbIE KOH/IEHCAIIUH.

OOcyxneHne pe3yabTaTOB COCTOMT U3 pa3pabOTKM METOIOB CHHTE3a M JajJbHEHIIero
(OTOXMMHUYECKOT0 HCCIEeOBaHUsA TPOU3BOJAHBIX 2-apmibeH3odypaHa, coaepxammx 1,3,5-
TeKCaTpHEeHOBYI0 cucTeMy. Ha ocHOBe paccMaTpUBaeMbIX CTPYKTYp THPOJEMOHCTPUPOBaHA
BO3MOYKHOCTh CO37JaHHs (DOTOTEHEPATOPOB MAIIBIX MOJIEKYI. [IprBeIeHbI HOBBIE METO/IBI TTOTyYEHUS
2-apnin0eH30(ypaHOB € a30TCOACPKAINIMMHU 3aMECTUTENSIMU B TIOJIOKEHHUH 3 M HCCIENOBAaHO WX
(hoToXHMHUECKOE TTOBEICHHUE.

B 3kcnepuMeHTaNbHONH YacTH IpeACTaBieHbl OOIIME IMOAXOJbl K CHHTE3Y HCXOJHBIX
COEZIMHEHUI U OMMCaHbl YHUKAIbHbIE METOJUKU MOJIYYEHUsI HOBBIX (POTONMpPOAYKTOB. J{Jsl Kax10ro
CHHTE3MPOBAHHOI'O COEAMHEHHSI TPUBEICHA JeTalbHasl XapaKTePUCTUKA C UCTIOIb30BaHUEM (DHU3UKO-
XMMHUYECKHX METOJIOB aHAIIN3A.

1. Cunte3 3amemeHHbIX HadTo[1,2-b]6en3odypanoB Ha ocHoBe (OTONUKIUZANMU
0eH30(pypaHMIUMHHAMOHUTPHUJIOB.

Hacrosee auccepTalluOHHOE MCCIIEIOBAaHUE MOCBSIIEHO CO3/IaHuI0 1,3,5-reKcaTpueHOBBIX
CUCTEM, COJepXKaluxX 2-apuiaOeH30(ypaHOBbI (parMeHT, U HU3Y4YEHHIO HX (DOoTompeBpalieHui.
[lepBoHaYaIbHO B Ka4eCTBE MCXOIHBIX COSJAMHEHHH HaMU ObLTH BBHIOpAHBI 2-apuiI(ypHITyKCYCHBIE
KuCI0ThL. Panee B pabotax Haieil 1abopaTopuu ObLI MPeIoKeH 00NN METOJT CHHTE3a Pa3IMuHbIX
(GYypHITYKCYCHBIX KUCIIOT HAa OCHOBE TPEXKOMITOHEHTHON KOHJICHCAIIMH €HOJIOB C ApHIITIIMOKCAIISIMH 2
U KucioToit Menbapyma 3. B kauectBe y100HOTO MOJICIBHOTO 00BEKTa JJISl JAaHHOTO UCCIICOBAHUS
ObLTH BBIOpaHBI KUCIOTHI 4, ostydeHHbIe U3 3,4-MeTmnenanokcugdenona 1 (cxema 1).
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Cxema 1. Cuntes QypuiryKCyCHBIX KUCIIOT 4.

Janee coenuHeHuss 4 ObUTM UCHOJB30BaHBl U TONXy4YeHHs] 2-apuiiOeH30(ypaHOB,
CoJiepKallluX HUHHAMOHUTPWIBHBIM (QparMeHT B mnonoxeHuu 3 (tabmuua 1). IlepBonavanbHO
KHUCIIOTHI 4 ObLTU MPEBpAIllEHbl B COOTBETCTRYIOIIUE (PypHIlalieTaMUIbI 5 uepe3 CTaAuio 00pa3oBaHus
MMUIa30JIMJI0B. 3aTeM JeruapaTalus aMUJ0B S5 B MPHUCYTCTBUU (ochopuiixiiopuaa MO3BOIUIA
NONY4YUTh 2-apuiiOeH3odypaHuIaneToHuTpuiisl 6. Hakonern, meneBble akpHJIOHUTPUIBI 7 ObUTH
CHHTE3UPOBAHBI B PE3yJIbTaTe KOHACHCAIIMH HUTPUIIOB 6 C Pa3IMYHBIMHU aJIbACTHIAMH B IPUCYTCTBUH
MeTuiaTa Hatpus. Kak BUHO U3 TaOnuie! 1 npencTaBieHHbIN MOIX0/1 TTO3BOIMI HOTYYHUTh ITUPOKHUIA

KpyT 2-apriioeH30()ypaHUITAKPUIOHUTPIIIOB 7 ¢ XOPOIITMMH BBIXOJaMH.
Taoauna 1. CuHTe3 IMHHAMOHUTPHIIBHBIX TIPOU3BOJIHBIX /a-I.

o\ o\
o] o]
I n
(0] - >~ O
CONH, CN
\ y / \ y
R R
5 6
Rj = 4-OMe-CgHy, (7a), 82%; R'=Cl  R2=4-OMe-CgH,, (7n), 86%;
R2 = 3-OMe-CgHg, (7h), 73 %; R? = 3-OMe-CgHy, (70), 72 %;
R®=2,3,4-(OMe);-CgHa, (7€), 79 %; R? = 2-OMe-CgHy, (7p), 77 %;
Rz = 3,4-(OMe),-CgHy, (7d), 64 %; R2 = 2,3,4-(OMe)3-CgHs, (79), 83 %:
- R2 = 4-Me-CgHy, (Te), 69 %; R'=H:  RZ=(Me),-CH, (Tn), 69%;
= 2-Cl-CgHg, (7f), 86 %;
CN R o4
— / R2 = 4-CI-CgHy, (79), 71 %;
\ / R2 = CgHs, (7h), 83 %;
/ R? R2 = 2-Thienyl, (7i), 59 %;
R R" = OMe: R2 = 4-OMe-CgH,, (7j), 84%;
R2 = 3-OMe-CgHy, (7k), 80 %;

R? = 4-Me-CgHa, (71), 75 %;

I: 1) CDI (2 sxB.), MeCN, nepemenmBanue, komHatHas Temmeparypa, 14. 2) NH4Cl (7 aks.), EtsN (5 3ks.),
MeCN, kumstaenue, 3u. 11: POCI3 (9 9kB.), Tonyou, kumsiuenue, 2 4. 111: MeONa (6 skB.), anpaerusa (1.5 3kB.), kunsuerue,
6 4.

CI/IHTC3I/IpOBaHHBIC IMUHHAMOHUTPUJIBI 7 OBLIM HCIIOJB30BaHBI B (I)OTOXI/IMI/ILICCKOM CHHTC3C

npou3sBoaHbIX HadTo[1,2-b]6eH3odypana 8 (Tabnuua 2). Hanbomnee 3¢ pekTHBHBIME yCIOBHAMHE IS
MIPOBEJIEHUS MpeCcTaBleHHON hoTopeakiuy siBisierca Y D-o6mydenne coeJuHeHni 7 B xjiopodopme
C JUTMHHOM BOJIHBI 365 HM ITpH KOMHATHOM TeMIiepaType B TedeHune 48 4. [lomydyeHHble onTUMalibHbIE
YCIOBHS JIJIsi paccMaTpuBaeMon (OTOpPEaKIMU TMO3BOJWIIN TOJIYYUTh MIMPOKUA Kpyr HadTo[l1,2-
b]6enzodypanos 8a-r ¢ XOpOUTMMH BBIXOIaMH.

Tadauna 2. Poroxummuueckuii cuates Hadto[ 1,2-b]oen3odypanos 8a-r.




R" = H: R? = 4-OMe, ( 8a) 68 %; R" = OMe:R? = 4-OMe, (8j), 71 %;
R2 = 3-OMe, ( 59 %; R? = 3-OMe, (8k), 65 %
R?=2,3,4- OMe ), 48 %; R? = 4-Me, (81), 59 %;
Rj = 3,4-OMe, (8d) 73 %; O CN O CN o Rz = H, (8m), 55 %;

R? = 4-Me, (8e), 58 %; R? = 4-OMe, (8n), 64 %;
R2 = 2-Cl, (8f), 66 %; R? = 3-OMe, (80), 52 %
R2 = 4-Cl, (8g), 46 %; R? = 2-OMe, (8p), 61 %;

2= 9 R? = 2,3,4-OMe, (8q), 70 %
R®=H, (8h), 54 %; 8i, 42 % 8r, 41 % (8a). 70 % 8q

Venoeue peakuu: 7 (0,5 mmore) B CHCI3(8 mu), atmocdepa Boznyxa, Y D-o0myyenue B TeueHue 48 4.

s neMoHCTpanuu OOLIHOCTH MPEACTAaBICHHOIO MOAX0/Aa, ObUTN IMOJIyYeHbl aHAJIOTUYHBIE
MPOYKTHl Ha OCHOBE 3,4-numMerokcudenosna. PazpaboranHblil Bbiie (HOTOXUMHYECKUNA MPOTOKOI
[IO3BOJIMII CHHTE3UPOBATh coequHeHus 8S-t, comepskarne HahTohypaHoBoe sapo (Tabnuma 3).

Ta6auna 3. Poroxumuueckuii cuates HapTo[ 1,2-b]6eH30dypanos 8s u 8t.

R = 4-CHy-CgHy , (8s), 51 %;
3-OCH3-CgHy , (8t), 46 %;

I: 1) CDI (2 skB.), MeCN, nepemenmBanue, komHatHas temrepatypa, 1 4. 2) NH4Cl (7 sks.), EtsN (5 3kB.),
MeCN, kurnstuenne, 3 4. 11: POCl3 (9 5kB.), Tonyoun, kunsuenue, 2 4. I11: MeONa (6 5kB.), anbaerus (1.5 9kB.), KUmsdeHue,
6 4. 1V: 7 (0,5 mmonn) 8 CHCI3(8 mu), armocdepa Bozayxa, YD-o6myueHue B TeueHue 48 4.

Mexanu3zm oOpa3oBaHusi coequHeHHss 8 mpencrtaBieH Ha cxeme 2. IlepBoHavanbHO,
UUHHAMOHHUTPHI 7 TOABepraercs (QpOTOMHAYIUPYEMOH O7-3IEKTPOIUKIN3ANN, B pe3yJbTare
KOTOpoil obOpasyercs untepmenuar 12. [lanee coemuHeHue 12 mpereprieBaeT MpeBpaileHue B
IUTUAPONpoAyKT 13 B pe3ynbraTe TepMHUYecKoro cympamnoepxHoctHoro [1,9]-H curmarponnoro
cipura. CTOMT OTMETUTh, YTO Takas TpaHC(hOpMAIMsl SHEPreTMYECKH BBITOJHA, MOCKOJIbKY
COIIPOBO’KIAETCS] BOCCTAHOBJIIEHUEM apOMAaTUYHOCTU OeH30JIbHOrO U (pypaHoBoro kojeun. Hakoner,
OKHCIIUTEIbHAsS apoMaTH3als uHTepMenuara 13 npuBoauT K 00pa30BaHUIO LIEIEBOTO MPOAyKTa 8.
JUist TOATBEPIKICHHS TPECTABICHHOTO MEXaHN3Ma JUTHAPONPOAYKT 13 ObLT 1osTyueH B pe3yabTare
Y®-06nyuenus B IMCO B TeueHue 6 4yacoB B MHEpTHOH aTtmocdepe. IIpu 3TOM mosrydeHHBbIH
WHTEpMEIUaT MOXKET ObITh MPEBPAIICH B KOHEYHOE MOJUIMKINIECKOE COeAMHEHE 8 TIpH 00TydeHUN
B xJy1opoopme B TeueHue 48 4. BakHO OTMETUTB, UTO B ClIydae MPOBEACHUS Mpoliecca B Xjiopodopme
1eJIeBOM MpoAyKT 8 o0pa3zyeTcs ¢ aHaTOIMYHBIMHU BBIXOJIaMHU KakK B MHEPTHOM aTMocdepe, Tak U B
NPUCYTCTBUU KHUCIOPOAA BO3AyXa. OTOT (akT CBUAETENbCTBYET O TOM, 4YTO 0Opa3oBaHUe
¢boTonpoyKTOB 8 MPOUCXOTUT B pe3yibTaTe OKHCIeHHA. lIpu 3TOM OKuCIHTENeM BBICTYIAET,

BEPOSITHO, XJI0podOpM, a He KUCIOPO BO3TyXa.
OR!

OR!

Cxewma 2. [Ipeanonaraempiii MexaHu3M (HOTOIMKIU3AIMHA COSTUHEHUS /.
2. @orouHayuupyemasi 67-3JieKTpouMKJIN3anusa 0OeH30(pypaHHIAKPHIOHUTPUIIOB,
cojepKamux 2,5-1uxJa0pTuodeHOBbIi (pparMeHT.
Ha OCHOBE MpeACTaBICHHBIX HCCIICAOBAHUN (hOTOXMMHUYECKOTO MMOBECHUS
O0eH30()ypaHIIAKPUIIOHUTPUIIOB MOXKHO TMPEANOI0KUTh, YTO HAIWYKE aTOMa TajoreHa B Opmo-
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MOJIO)KEHUH apWJIBHOTO 3aMECTUTENsS TO3BOJUT CO3/aTh W3 MCXOJHBIX 2-apuideH30(ypaHoB

s¢dexTrBHBIE (POTOreHEepaTOphl TaJOr€HOBOAOPOAOB. [l MOATBEpXKIAEHHUS STOW THUIIOTE3Bl B

KadyecTBe OOBECKTAa HACTOSIIETO HCCIIeOBaHUS ObUl BBIOpaH OeHzodypan 14, conmepkammii 2,5-

IUXJIOPTHO(EHOBBIN 3aMecTUTeNb B nojoxkeHnu 2. Konaencanuen auxinopTuoeHmHuTpuioB 14 ¢

pa3IUUHBIMU albJeruaamMu 15 ObUT moTy4eH HIMPOKUE KPYT akpriIOHUTPHIIOB 16 (Tabmuia 4).
Tadauna 4. Cunres akpuioHUTpUIIOB 16a-1.

OMe R = 4-OMe, (16a), 75 %;
2-OMe, (16b), 65 %;
OMe 3-OMe, (16c), 65%;
H, (16d), 88 %;
Q MeONa 2,4-OMe, (16e), 78 %;
— + RCHO 3,4-OMe, (16f), 74 %;
cN rexlligké " 2,3-OMe, (16g), 82 %;
7\ ’ 2,3,4-OMe, (16h), 75 %;
Cl s Cl 4-Me, (16i), 86 %;
3-Me, (16j), 60 %;
1 2-OFEt, (16k), 54%;
14a 5 3-Cl, (161), 55%;

Ycenosus peakrun: Na (9 mmons, 0,21 r), MeOH a6e. (10 mir), 14a (1,5 mmons, 0,55 1), 15 (2 MMoITB), KUITTYCHHE,
6.

[Tocne co3pmanust oOmIero MeToAa CHHTE3a HCXOMHBIX COCOMHEHWH 16 momydyeHHbIe
[MMHHAMOHHUTPIJIBI Jajiee OBLIM HWCIOJB30BAaHBI I HM3y4YeHUS WX (OTOXMMHYECKHX CBOKCTB.
Y CcTaHOBIEHO, YTO ONTUMAIBHBIMU YCIOBHSIMH JUIsl Ucciemyemoro (otompouecca siBisercs Y -
oOJy4yeHHs] Tpu AJIUHE BOJIHBI 365 HM B TedeHue 12 u ¢ ucnonbp3zoBanuem MDA B kauecTBe
pacTBopuTens B HMHEPTHOM arMmocdepe. Pa3zpaboTaHHBIE METOJ CHHTE3a MO3BOJIMI MOIYYUTH
IIUPOKUN CIEKTP MOJUIUKINYECKUX (POTONmpoayKToB (Tabmuma 5). OTMETHM, 4TO PeaKius HOCUT
oOIIMii XapakTep, W TUI 3aMECTHTEINII B apOMaTHYECKOM ()parMeHTE OKa3bIBaeT HE3HAYUTEIHLHOC
BIIMSIHME HA U3y4aeMbIi IIPOLECC.

Tadauna 5. oroxumuueckuii cuntes 6enso[b]rueno[2,3-g]6enzodypanos 17a-I.

OMe OMe R = 4-OMe, (17a), 81 %;
2-OMe, (17b), 84 %;

.
3-OMe, (17c), 83 %; \
/

uv H, (17d), 82 %; = \_
(365 nm) 2,4-OMe, (17e), 79 %; Nt
HCI 3,4-OMe, (17), 75 %; /"\/ A
DMF, 12 2,3-OMe, (17g), 87 %; /-'\ i
2,3,4-OMe, (17h), 85 %; { /’\‘_-\
4-Me, (17i), 78 %; e N

3-Me, (17j), 81 %; : W
2-OFEt, (17K), 83 %;
3-Cl, (171), 77%; 17d

17a-1

16a-l

Ycenosust peakiun: 16 (0,5 mmons), IM®A, 12 u, uneprras armochepa, Y D-obnyuenue, 365 HM.
BepostHblii MexaHM3M H3y4daeMoM (oTopeakuuu MPOJEMOHCTPUPOBAH Ha CcXxeme 3.
[TepBonavabHO TIOX eficTBHEM Y D-u3mydeHust HUTpUI 16 mpeteprieBaeT 67-3IeKTPOITMKITH3AIIIO
1,3,5-rekcaTpreHOBOI CHCTEMBI, MPUBOJSINIYI0 K 00pa30BaHUI0 HECTAOMIILHOTO MHTepMeanara 18.
Jlanee HauOonee OYEBHIHBIM HAIPABICHHUEM SBISETCS MPOCTOE DIMMUHHUPOBAHHUE MOJEKYIIbI
XJIOPUCTOTO BOJOPOJa C apoMaTH3alUell MEeHTPaTbHOTO OEH30JBHOTO KOJbIA, MPHUBOJAIIEE K

00pa30BaHMIO 1I€JIEBOTr0 MpoayKTa 17.
OMe

OMe

0 uv

_ (365 nm)
CN

/A

Cl S Cl R

16

Cxema 3. [Ipeamnonaraempiii Mexanu3M (HOTOIUKIN3AIUN COSTUHEHHH 16.



Meri iposenn *H SIMP mornTopuHT oTONpeBpamnienus Hutpruna 16a B pacteope JIMCO-ds ¢
LENIbI0 TIOATBEPKIACHUS TMPEIOKeHHOro Mexanmsma (pucyHok 1). Ilokaszano, uto mociae Y®-
oOnyuyenus B Tedenue 4 4 crektp SIMP conepkuT curHaibl mpoTOHOB MHTepMeauaTa 18 Hapsay c
cUrHajiaMu npojaykra 17a u ucxomHoro coeauneHus 16a (pucynok 1b). Criemayer oTMETHTbH, YTO
npeBparieHne naTepMeanara 18 B neneBoit mpoaykT 17a mpoucxoauT TOMBKO mMoA AciictBueM Y -
ceera. Tak, BbliepkuBaHue obOpasua SIMP mpomexyrouHoro coenuHenus 18 B TemHoTe mpH
KOMHATHOW TeMIeparype B TedeHHue 24 4 He NMPUBOAMUT K U3MEHEHMIO crekTpa. IIpu stom nonnas
KOHBEpCHUSI B KOHEYHbIH Oen3o[b]tueno[2,3-g]oenszodypan 17a nabmoganach npu OOIydCHHH B
teueHue 12 1 (pucyHok 1C). BaxHO moadepkHyTh, 4TO 0Opa3OBaHHE KaKUX-THOO TOOOYHBIX
npoayktoB B SIMP-o0pa3nie He 3adukcupoBaHo. Takum oOpazom, metonom SIMP-monuTOpuHTa
MOKa3zaHa peruocrnenupuyHocTs u3ydaemoro (oromporecca. Takxke ciemxyer OTMETUTh, YTO IO
nanHbiM SIMP-criekTpockonuu B pesyibrare (HOoTopeakiuuu o0pa3yercsi XJIOPUCThIM BOJOPOJ, YTO
MIPUBOJUT K YIIUPEHUIO U 3HAYUTEIILHOMY CMEIICHHUIO CUTHAJIa BO/bI B 00acTh 4,22 M. 1.

a) CoeguHenue 16a go YD-o0bnydyeHna

L

b) Mocne 4 4 Y®-0bnyyeHnn

16a+ 18 + 17a

TP .

c) Mocne 12 y YO-obnyueHuA

T T T T T
[ d.n w5 =0 45

17a

Pucynok 1. *H IMP monutopunr dotopeakuu 16a 8 JIMCO-ds.

OtMerum, uto HUTpmI l4a sBisercs ymoOHBIM HCXOJHBIM COCIWHEHHUEM ISl CHUHTE3a
pa3NUYHBIX  (POTOTEHEPATOPOB  XJOPHCTOTO BoJAOpoja. Hampumep, THAPOKCHMETHIIEHOBOE
npou3BoaHoe 19 ObIIO MOTyYeHOo KOHAeH cauel coennHerns 14a ¢ sTuindopMuaTom B IPUCYTCTBUU
MeTunata Harpus. JlanbHeilmee —ankuiMpoBaHue —mpoaykra 19  mo3Boiser  mosydath
aJIKOKCH3aMelleHHble akpuiIoHUTpuiIbl 20a-C. Y D-o6myuenue coenqunennit 19 u 20a-C B ykazaHHBIX
BBIIIIE YCJIOBHSX MIPUBOMT K 00pa30BaHUIO aHAJIOrHYHBIX OeH30[b]THeno[2,3-g]0eH30dypanos 17m-
p. [Ipu 3TOM paccmarpuBaeMasi GOTOpPEAKIHS TAKKE COMPOBOKIACTCS BbIIEICHUEM SKBUMOJISIPHOTO
KOJIMYECTBA XJIOPUCTOTO BOAOpoa (cxema 4).



OMe OMe

OMe OMe
(365 nm) (0]

OMe

HCO,Et, MeONa [0)
MeOH —
e
DMF, 12 h
reflux, 0.5 h CN ’ O CN
a I\ |
7 Ty a” st or
19, 84% 17m-p

DMF or
RX, K2C03 acetone 12h (365 nm)
R:H (17m); CH; (17n);
CH,CHCH, (170); CH,Ph (17p).

20a-c, 47-54%
Cxema 4. Cunres 6enso[b]tueno[2,3-g]oen3zodypanos 17m-p.
[IpemnosxeHHBIH MOIXOA SIBJISETCS OOIIMM W TO3BOJSET CUHTE3UPOBATh (POTOrCHEPATOPHI
XJIOPUCTOTO BOJIOpPOJIa Ha OCHOBE TETEPOLMKIMYECKUX aHanoroB Oenzodypana. Hampumep, u3
HuTpria 14b ObLI0 MOTyYeHO apHIMETHICHOBOE MPOM3BOAHOE 21, B pe3ybTate aanbHeimen Y D-
WHIYIIMPOBAHHOW TUKJIM3AIUU KOTOPOTO 00pa3yeTcsl MOJMIMKINYeCKuid mpoaykT 17q (cxema 5).

4-MeCgH,CHO,
0 MeoNa

CN MeOH
reflux, 6 h

14b 21,49% 179, 72%
Cxema 5. CuHTE3 NOJIMIMKIMYECKOTo Ipoaykra 17q.

3. doToreHepanusi MoJEKYJIbl NMUPPOJAa HA OCHOBe 6z-djiexkTpoumukiamzamun 5-(1H-
nuppoJuia)oenszopypannia-1H-nupasoios.

Pa3paboTtanHblif MeTO CMHTE3a (POTOT€HEPATOPOB XJIOPOBOJOPO/Ia TO3BOJINI MPEATIONIOKHUTD,
YTO 3aMelleHHble 2-apuia0eH30(ypaHbl MOXKHO HCIIOJIB30BaTh s CO3JaHus (DOTOAKTUBHBIX
cyOCTpaToB, CIOCOOHBIX TIPU 0OJTYYEHNUH OTIIETUISATH APYTHE MaTbIe MOJICKYJIBL. J[Jst moATBEep K IeHHS
OTOH THIOTE3Bl, MBI BIIEPBBIC pEATU30BAIM TaKOW TOJAXOX Ha mpuMepe (OTOTeHepaIiu
He3zaMelleHHoro nupposa. [lepBoHayanbHO MBI pa3paboTany yla0OHBIA METOJ CHHTE3a MCXOJHBIX
aMUHOITHPA30JI0B 24 Ha OCHOBE HUTPIIIOB 22 (Tabynia 6).

Tab6auua 6 Cunre3 aMmMHONMpa3ooB 24a-N.

R'! = Me: R? = 4-F-CgHy, (24a), 72 %;
R? = CgHs, (24b), 67 %;
R? = 2,3-Me-CgHy, (24c), 61 %;
R? = 3-F-CgHy, (24d), 77 %;
R'=H: R? = tBu, (24h), 71 %;
R? = CgHs, (24i), 74 %;
R' = OMe: R2 = CgHs, (24j), 66 %;
R? = 2,3-Me-CgHy, (24k), 73 %;
R2? = 4-Et-CgHg, (241), 81 %;
R? = 3,5-Me-CgHy, (24m), 79 %;
R? = 3-CI-CgHg, (24n), 75 %;

3
X,
24e,64 % 24,79 % 249,85 % \\O

Venoeus peakuuu: 1) 22 (1,72 mmons), MeONa (Na (14 mmonb, 0,32 r.) u MeOH (a6e.) (3 mi.)), atundopmuar (10
mi), kunsaenue, 0,5 4. 1) 23 (1 mmonb), ruapasus rugapoxiopus (1,5 mmors), anerar Harpus (3 mmonb, 0,25 1.),

yKCycHasi kuciota (6 MiL.), KursiueHue, 1 4.



Hanee ObuTO WCcleOBaHO (OTOXMMHUYECKOE TOBEACHHE IOJYUYECHHBIX TEpapuiieHOB 24,
CoJiepKallluX MUPa30JbHbIM (QparMeHT. bpiIo mMOKa3aHO, YTO BBEIEHHE AMHUHOIHUPA30JILHOTO
¢dbparmenTa B 2-apwidypaHoBOE SAPO MPUBOIUT K TOMABJICHHIO O7x-3JeKTporukiau3anuu 1,3,5-
TeKCATPUEHOBOU CHUCTEMBI. MBI TIpe/IoiaraéM, 9T0 OCHOBHBIM (DOTOMHIYIIUPOBAHHBIM MPOIIECCOM
JUTSL TEPApPUIICHOB, COIEPIKAIUX aMHUHOTPYIITY, SBISICTCS N-7* TEPEX0]] ¢ yJ4aCTHEM HETOJICIICHHON
ANIEKTPOHHOW Maphl aroma a3oTa. [Ipu sTom BO30yxkaeHue 1,3,5-TekcaTpreHOBON CHUCTEMBI HE
JOCTUTACTCSA, M O7-dJEKTPOIUKIN3aIUs HEe MpoTekaeT. Ha ocHoBaHMHM 3TOro (hakra MOKHO
MPEANONOXHUTh, YTO s (DOTOIMKIM3ANMK TepapwieHoB 24 Heobxoaumma MoauduKkanys
amuHorpynnsl. [lpu 3TOM, yuuThIiBasg OJIOKHpYIOIIEE BIMSHHE aAMUHOTPYIIBI Ha (OTOPEAKIIHIO,
JKeJIaTeIbHO, UTOOBI B CHHTE3UPYEMBbIX IPOU3BOIHBIX HEIOAETICHHAS AJIEKTPOHHAs [apa aTomMa a3oTa
Obuta BKIIIOUEHA B z-cucTeMy. OJHUM U3 yJIOOHBIX BapHaHTOB TAaKOTO IMPEBPAILLECHUS SIBISETCS
OJIHOCTAJUHHOE TIPEBpallleHHEe B COOTBETCTBYIOIIME MPOM3BOJHbIE mUppoda. Tak, peakius
aMUHOIAPA30JIOB 24 ¢ 2,5-TUMETOKCHTETparuApodypaHoM B alETOHUTPWIEC B MPUCYTCTBHUH
YKCYCHOM KHCJIOTHI IPUBEIIa K poaykTam 25 ¢ Beixogamu 61-85 % (Cxema 6).

0 R' = Me: R? = 4-F-CgH,, (25a), 83 %;
0 R? = CgHs, (25b), 84 %;
R? = 2,3-Me-CgHy, (25¢), 67 %;
R? = 3-F-CgHy, (25d), 73 %;
R'=H: R? = tBu, (25h), 71 %;
R? = CgHs, (25i), 64 %;
R' = OMe: R? = CgHs, (25j), 69 %;

R? = 2,3-Me-CgHj, (25K), 81 %;
R2? = 4-Et-CgHy, (251), 78 %;

1 NN R? = 3,5-Me-CgHy, (25m), 72 %;
2 R? R? = 3-CI-CgHg, (25n), 83 %;

24 25 25e, 61%

oo~ ~oue

_—>
MeCN/AcOH
reflux, 3 h

=0

o]

Cxema 6. CuHTE3 NIUPPOIBHBIX MPOU3BOAHBIX 25.

CHHTE3UpOBaHHBI HA0Op MPOU3BOAHBIX MHUPPOJIA 25 MO3BONMI MPHUCTYNUTh K H3YyUYSHHIO
(OTOXMMHYECKOT0 MOBEICHUS 3TUX coeAMHEHUH. [lepBoHayanbHO B KauecTBE MOJEIBHOIO 00BEKTa
JUIS MICCIIEZIOBAHUS paccMaTpruBaeMoil (DOTOLMKIIN3ALNY B PA3IMYHBIX YCIOBUSAX HaMH ObLT BbIOpaH
TepapuieH 25a (Cxema 7).

25a E 26a F
Cxema 7. ®oToxuMHuecKkuil cuHTE3 GOTOMPOIYKTOB 264a.

@doronpeBpalleHUe COEIMHEHUs 25a u3ydanoch ¢ Hcrnosb3oBaHueM SAMP-moHuTopuHra.
HccnenoBanue mpoBOIUIIOCH TIPH JTHHE BOJHBI 365 HM B pactBope JIMCO-ds (pucyHok 2). Cnenyer
OTMETHUTb, 4TO mociie Y®-obmyuenuss B TedeHue 24 u B crnekrpe SIMP Hapsay c curnazamu
HCXOJHOTO COEIMHEHUs 25a NMPUCYTCTBOBAIM CUTHAJIBI IPOTOHOB MPOAYKTa 26a U HE3aMEUIEHHON
MOJIeKYJIbI upposta (pucyHok 2b). Tlpu 3ToM nosHas GpoTonuKIM3aIys B 1eJIeBOe COeTUHEeHUE 26a
HaOroAanack npu oOiydeHHH B TedeHne 72 4 (puCyHOK 2¢). Taxke cieayeT OTMETHTh, 4TO IO
naHHbIM SIMP-cniekTpockonuu B pe3yibTaTe peakluu oO0pa3yercs SKBUBAJICHTHOE KOJMYECTBO
nuppona. Takum o6pazom, wmerogoM AMP-monuTOpuHra mnokazaHa peruocnenupUuIHOCTh
paccmaTpuBaemMoit peakuuu. [Ipu 3ToM HanMune Kakux-1160 moOoYHbIX MPpoayKToB B IMP-o6pasie
HE 00HApPYKEHO.

10



C) Mocne 72 4 Yo-oBnydeHws

NH (br.s)
10.75

2CH pyr (s)
6.01

wn
I

B) Mocne 24 4 Y®-06ny4eHns

25a + 26a + nuppon

J -

A) CoeguHeHne 25a go Y$-o6nyqyeHus

Pucynox 2. *H SIMP mMouutopuHr (OTOpeakuy coeuHenus 25a npu oonyuenun Y d-caetom
(365 um) B JIMCO-ds.

Ha ocHoBaHuu mpencTaBiIeHHBIX BBIIIE PE3yJIbTATOB HAMU ObLIT pa3paboTaH mpernapaTuBHBIN
MeTOJl (POTOXMMHUYECKOTO CHHTE3a MPOAYKTOB 26a-n (tabmuua 7). I[IpomeMoHCTpUpOBaHO, 4TO
ONTUMAJIbHBIMU YCJIOBHUSIMH TMPEJICTaBICHHON (OoTOopeakuuu SBISETCS IMPOBEIEHUE Ipoliecca B
JAM®A non neiictBuem Y D-cBeTa ¢ JUIMHOM BOJIHBI 365 HM NMPpU KOMHATHOM TEMIIEpaType B TEUEHNE
72 4.

Ta6auua 7 @oroxuMuueckuii cuaTe3 6er3odypo[3,2-e]6enso[glunmasonos 26a-n.?

R' = Me: R? = 4-F-CgH,, (26a), 76 %;
R? = CgHs, (26b), 61 %;
R? = 2,3-Me-CgHg, (26¢)P, 37 %;
R2 = 3-F-CgHy, (26d), 87 %;
R'=H: R? = tBu, (26h)°, 31 %;
R? = CgHs, (26i), 66 %;
R' = OMe: R? = CgHs, (26j), 75 %;
R? = 2,3-Me-CgHa, (26k)P, 35 %;
R? = 4-Et-CgHy, (261), 73 %;
R? = 3,5-Me-CgH, (26m), 77 %;
R? = 3-CI-CgHj, (26n), 84 %;

e
N7
(@]
g

A./,_,
1"
N\, A

i

ol
“\
7 \
i~
1
N

\/I\
L
oy

4
=N,

-
.2

A

~ NN NH
| | ! W
26e, 62% 26f, 72% 269, 78% ©

8 Ycnosus peakuuu: 25 (0,5 mmonp), AM®A, koMHaTHAs TeMIiepaTypa, OObIYHAs CTEKJISTHHAS 1OCYa,
uHepTHas atMocepa, Y D-o6imyuenue (365 um), 72 4. ° 300 u.

BeposThblii MexaHu3M paccMmarpuBaeMoro ¢oTtorpolecca nokazaH Ha cxeme 8. CHauana
npas3olt 25 nmoaBepraeTcs 67-3JeKTPONUKIIN3AINN TTOT AeHCcTBHEM Y D-U3TydeHHs, YTO IPUBOIUT K
o0pa3oBaHMIO HecTaOWIbHOTO HHTepMeauara 27. Jlamee MOXKHO TPENNONOXKUTh [Ba IIyTH
npeBpalleHus nojareHa 27 B 1eneBoil npoaykT 26. Hanbonee oueBUAHBIM HANIpaBIEHUEM SIBIISETCS
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MPOCTOE AMMMHHHUPOBAHHE MOJIEKYJIbl MHUpPpOJIa C apoMaTH3alueld LEHTPaJbHOro OEH30JIBHOTO
KoJbIa. MBI Takke MOXEM HPEINOJIOKUTh, YTO MpeBpalleHue 0ojiee CI0KHOE M MEePBOHAYAIBLHO
uHTEepMenuaT 27  mpeBpamiaercs B coeAuHEHHe 28  MOCPEICTBOM — TEPMHUYECKOTO
CynpanoBepxHOCTHOTO [1,9]-curMarponHoro casura. 3akiII0UUTEIbHOE STMMUHAPOBAHUE TUPPOJIA B
uHTepMeauaTe 28 Takke IPUBOIUT K 00pa30BaHMUIO 1ieeBoro npoaykra 26 (Cxema 8).

28

Cxema 8. [Ipenmonaraempiii MexaHu3M (OTOLMKIM3AINNA COSAMHEHUS 25.

4. MHOTOKOMIIOHEHTHBIii CHHTe3 2-apuiypaHoOB, COAepPKANIMX MOYEBHHHBIN
(¢pparmenr.

Ha ocHOBe pe3ynbTaToB HUCCIENOBaHHHA (POTOXMMHUYECKOTO MOBEICHHS MPOM3BOIHBIX 2-
apui0eH30()ypaHOB TMPEICTABISUIOCh HWHTEPECHBIM  HCCIEA0BaTh (OTOXMMHUIO aHAJOTHYHBIX
00BEKTOB, B KOTOPBIX OJIMH M3 aTOMOB yIJIepojia 3aMeHEH Ha aToM a30Ta. C 3TOH 1eIb0 HE00X0AUMO
OBLIO CO37aTh METO/] CHHTE3a 2-apriI(ypaHOB € a30TCOAEPKALIMM 3aMECTHTENIEM B MOJIOKEHUH 3.

B Hacrosimiedt pabote BHEpBBIE NMPOAEMOHCTPHPOBAHO, YTO TPEXKOMITOHEHTHAS! pPEaKIIHs
pa3IMYHBIX Kap0o- WM TeTEepOIUKINYeCKnX eHooB 29, apwirmokcanei 30 u muanmammga 31,
BBICTYIAIONIETO B KadyecTBe N-HyKIeo(huiia, MIPUBOIUT K PaHEe HEM3BECTHBIM KOHJCHCUPOBAHHBIM

MpOU3BOHBIM (ypaHa 32 ¢ MOUYEeBUHHBIM (pparmenToM (Cxema 9).
Ar

Et,N
OC Q on MeCN O™\ _\H
A T + NH,CN ——>» s
co AF)KK 2 reflux, 3h - %NHZ
OH 0
29 30 31 32

Cxema 9. MHOTOKOMIIOHEHTHBII CHHTE3 MOYEBHH 32.
[TpoBeneHHass cepusi DKCIEPHUMEHTOB TIO3BOJWJIA YCTAHOBUTH, YTO ONTHMAIBHBIMHU
YCIIOBUSIMH JUTSI pACCMATPUBAEMOU KOHJICHCAITUH SBJISICTCS KUTITICHHUE B allCTOHUTPHUIIC B TCUCHHE 3
Y B IPUCYTCTBUU TpUITWIaMHUHA (Tabnuua 8).

12



Tadauua 8. Cuntes 2-apundypanoB 32a-m, coaepsKaiux MOYEBUHHBINA (DparMeHT.

Ar

OH (0} Et;N (6] 2\
N OH MeCN NS
| + A + NH,CN e J—NH;
OH reflux, 0
o” "0 o” "0
29a 30 31 32a-m
OMe MeO OH Br cl
N N
NH N}-?Me NH NH NH Sr‘ NH S" NH MeO OMe
2 2 2 2
o\NA; O\N’go O\N*o O\N’J‘; O\N*o O\N’go O\NAOQ 0~ NH,
OOy o oLy Qo OCL” L L O™
o070 (oo} o070 oo [Sie] 0" "o oo oo
32a, 74% 32b, 69% 32¢, 76% 32d, 65% 32e, 71% 32f, 69% 329, 65% 32h, 78%
l‘:\ /
07 O—> OH Cl F M\/““\
s
(o (o () ¢ - ~_
o I o I o I o I o I N
\ 5 .
(O] [0 e] 0”0 (o) [Oe]
32i, 75% 32j, 73% 32k, 63% 321, 61% 32m,62% 32m

VYcenorust peaknuu: 29a (3 mmois), 30 (3,2 mmons), 31 (4,5 mmors, 0,19 1), EtsN (3 mmors, 0,3 1), kunsyenue, 3

briio IIOKa3aHo, 4YTO IMPCACTaBJICHHAA KOHIACHCALIUA HOCHUT O6HIPII>1 XapaKkTep, MU C

MCTIOJIb30BaHUEM pa3pabOTaHHOTO BHIIIE MPOTOKOJIA HAM yIAIIOCh CHHTE3UPOBATh COOTBETCTBYIOIIHE
KOHJICHCUPOBaHHbIE 2-apuiadypanbl 32Nn-t (Tadmuia 9).
Ta6auna 9 Cunres npousBoaHbIX 2-apundypana 32n-1.

OC o) Et;N o~
OH MeCN A NH
TN e e e I N
OH reflux, o
29b-f 30 31 32n-t
OMe MeQO OH OMe OMe OMe
o { NH, o { NH> o { /I\JJ\\HZ o NH, o NH, o NH,
NSO NSO N 3 o Y no \ o
| N H ‘ N H ‘ N H ‘ N H H N H
(o6} o~ "0 [oXN6} N (o) (6] (0]
(Hzc)\s
OMe
32n, 63% 320,61% 32p, 64% 32q, 59% 32r, 60% 32s, 57% 32t,63%

Yenorust peakiun: 29 (3 mmods), 30 (3,2 mmons), 31 (4,5 mmois, 0,19 1), EtsN (3 mmosb, 0,3 1), kunsiuenue, 3

[Tpeanomnaraemslii MexaHu3M oOpazoBaHMs TpoaAyKToB 32 nokaszaH Ha cxeme 10. CymiecTByer
7B BO3MOXKHBIX ITyTH ToiyueHus 2-apwidypano 32. B Bapuante A apunrmuokcans 30 cHavana
pearupyer ¢ muaHamuIoM 31, ato mpuBoIUT K 0OpazoBanuto nmuHa 33. [lanee anaykt 34 oOpasyercs
B pe3ysbTaTe MPUCOCIUHEHUS THAPOKCHWIBHOTO Mpon3BoaHoro 29 k mmuuy 33. [IpencraBieHHBIN
MyTh aHAJOTHYEH peaknuy MaHHHMXa JUIs TPOW3BOJHBIX €HOJIA, OMHCAHHOW B JIMTEpaType.
ANbTepHaTUBHOE HaNpaBJCHHWE BKIIOYACT IEPBOHAYAIBHYIO KOHICHCAIIMIO KOMIOHeHTa 29 c
apuwirnuokcaneM 30 ¢ oOpazoBaHueM akuentopa Muxasns 35. 3ateM agaykT 35 mpeBpalnaercs B
MPOMEXYTOUHBIH MPONYKT 34 TmocpencTBOM HykjIeopmibHOW araku muaHamuna 31. [lanee
aMMHOKETOH 35 reHepupyeT aHuoH 36 ¢ mocienyoueil BHyTpUMOIEKYISIPHON HUKIU3AIMeN 1o
KapOOHUIIBHOM TpyIIe, IPUBOAALICH K TPOMEKYTOUHOMY coeinHeHuo 37. 3areM u3 37 ¢ yyacTuem
HUTPWIBHOW TPYNIBl 00pa3yercsi HecTaOMIbHBIH WMHUHOOKCa30duH 38. HakoHer, apoMaTH3arius
(bypaHOBOTO KOJIBIIA, COPOBOKIAIOIIASICS PACIIEINICHHEM OKCAa30JIMHOBOTO (pparMeHTa, MPUBOANT K
1IeJIEBBIM KOHCHCUPOBAHHBIM 2-apuiipypanam 32.
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OH
0 NH,CN o .~ % HO_ .-. H
‘ 3 o N NHZCN 29
Ar)JV/O 31 Ar)J\ N ‘ ,“ W . )K/O
Nl — Ar ’
“CN
30 33 e 34 30
athway A athway B
p y ELN p y
)Hj\ 7%}\ , >Q\ o>@\ \%\J\ :
, .
HO 5] T
NC’NH '/_ NH }/NH

32

Cxema 10. HpennonaraeMHﬁ MEXaHU3M O6paSOBaHI/I$I MPOIYKTOB 32.

5. MHOrOKOMIIOHEHTHBIH CHHTE3 2-aMHMHOOKCA30/I0B M PEelMKJIN3ALMs B 3aMellleHHbIe
¢dypo|3,2-b]jnupanbl.

Oco0oro BHUMaHUs 3aCITy>KMBAa€T MHOTOKOMITOHEHTHAsI KOHACHCAUs 3-THIPOKCUITUPAHOHOB
40 c apuiaraMoKcalsAMU M IMaHAMHUJIOM. B 3TOM ciydyae NUKIM3aIUs MPOTEKaeT B APYyroM
HaIpaBJIEHUU, U B pe3yJbTaTe B3auMOJEHCTBUs oOpa3yroTcsi 2-amuHOOoKcazosbl 41 (Cxema 11).
[IpoBeneHHBIE AKCIEPUMEHTHI TO3BOJIMJIM YCTAaHOBUTb, YTO JJI PAacCMaTPUBAEMOW pPEAKIUU
HaWJTydIliue pe3yIbTaThl TOCTUTAIOTCS MPU UCTIOIb30BAHUH TPUITUIIAMHHA B KAY€CTBE OCHOBAHUS B
AlEeTOHUTPUJIC TP KOMHATHOM TeMIepaTrype B T€UeHue 3 u.

O
0}
OH EtsN,
| | + Ar)J\(OH MeCN
+ NH,CN —m——
R” ~O OH rt,3h

40 30 31

Cxema 11. MHOTOKOMITOHEHTHBIN CHHTE3 2-aMHHOOKCA30JI0B 41.
[TpumeHsisi yKa3aHHbIE BBIIIE YCIOBHUSA, HAMH OBUI TMOJIYyYeH C YMEPEHHBIMU BBIXOJAMHU
[IAPOKHUH CHIEKTP 3aMEIEHHBIX 2-aMUHOOKCca30i10B 41 (Tabnuia 10).
Ta6auna 10 CuHTE3 MPOU3BOIHBIX 2-aMUHOOKCA30510B 41a-m.

2 on o EtaN,
OH MeCN

/fj/ + Ar»\/ + NN
R” 0O OH rt.,3h

40 30 31
u\—«
\>/NH2 \>/NH2 \>/NH2 \i/\;:j:}“‘( \>/NH2 \>/NH2
\/\/
I-—/-‘
MeO"  "44a, 56% 41b, 47% 41c, 44% 41d,51% F 41e, 39%
41f, 53%
o
OH OH
‘ & G
o \>/NH2 /O/ \>/NH2 \>»NH2 \>/NH2 \>/NH2 \>/NH2 \>/N
MeO o MeO o
419, 48% 41h, 58% 41i,52% 41j, 56% 41k, 49% 411, 50% 41m,

55%
VYenosust peaknumu: 40 (3 mmons), 30 (3,2 mmons), 31 (3,5 mmous, 0,15 1), EtsN (3,3 Mmons, 0,33 1), MeCN (7

MJT), KOMHATHAs TEMIIEPaTypa, 3 4.
BepositHblil MexaHu3M o0pa3oBanus coeanHeHus 41 nokazan Ha cxeme 12. CymiecTByerT JBa

BEPOSATHBIX IMyTH oOpa3oBaHusl 2-amMmuHOOKcazoia 41. B HampaBnenun A oa-keroanpaerun 30

MePBOHAYAIILHO B3aUMOJICHCTBYET ¢ IMaHAMHIOM 31, 4TO MPUBOAUT K TPOMEKYTOUHOMY UMUHY 42.

3arem aanykT 43 oOpa3yercs B pe3yibTaTe IpUCOeAUHEHNUS 3-TuaApoKcunupan-4-ona 40 k umuny 42.

Jlpyroe HampaBjeHHE BKJIIOYAET TEPBOHAYATIBHYIO peakiuio wucxogHoro coenunenus 40 ¢
14



apwirinrokcaneMm 30 ¢ oOpazoBanueM aknentopa Muxass 44. 3ateM annykT 44 mpeBpaiiaercs B
MPOMEXKYTOUHBIA MPOAYKT 43 B pe3yibTaTe peakuuu ¢ inanamuaoMm 31. Jlanee n3 amuHOKeToHa 43
MmoJl JCWCTBUEM TPHUITWIAMUHA oOpasyercs aHuoH 45. JlanpHeimias BHYTPUMOJICKYISIpHAsS
IUKIM3alKs €HOIAT-aHHOHa 406 10 HUTPHJIBHOW Tpymnme MPUBOAMT K MMHHOOKcazonuHy 47. B
3aKJIIOYCHUU 1IeNIeBON 2-aMHUHOOKCa301 41 oOpasyeTcs B pe3yibTaTe TayTOMEepU3alui uMuHa 47.

pathway A pathway B O
OH
0 NH,CN fk/f NH2CN 0 o fj/
0] 31 0 R” 0 _0
. RO Ar
CN N-en

30 42 EV 44 30
— m 0 o
© >=NH © \>—NH2
N-en

47 Ar 41 Ar

Cxema Ne 12. Hpez[nonaraeMLIﬁ MeXaHH3M 00pa30BaHUsI MPOTYKTOB 41.
H3ydyeHne XMMUYECKHUX CBOWCTB 2-aMHHOOKca3zona 4la B pa3iIMYHBIX KHUCIOTHBIX Cpeaax
MOKAa3aJio, YTO B pe3yJIbTaTe KUISYCHUS B TeueHHe 16 4 B yKCYCHON KHCIIOTE 00pa3yercsi MPOIyKT
perukmr3anuu 48a. Cieyer OTMETHTbD, 9TO IPECTABICHHBIN METO/I IBJISICTCS OOIIMM ¥ MOXKET OBITh
NPUMEHEH JUIs CHHTE3a aHaJIOrMYHbIX coequnenuii 48b u 48¢ (tabmuma 11).
Ta6auua 11 Cunres coenunennii 48a-C.

AcOH 0

EE—— I | / Ar

N reflux, 16h o)
| ONH: NH
OQ<
48

. ,‘\.\x
'\ )a/\,’
™ s

48a 78% 48b 72% 48¢,70% 48c

Ycenosus peakun: 41 (3 mmons), ACOH (10 M), kumstuenue, 16 4.

[TpenmonaraemMblii MEXaHU3M PELUKIN3AUH IpecTaBiieH Ha cxeme 13. [lepBoHayanbHO 1O
JeMCTBHEM YKCYCHOM KHCJIOTBI IPOUCXOIUT IPOTOHUPOBAHKUE aTOMa a30Ta KOJiblla ¢ 00pa3oBaHUEM
katuoHa 49. [Tocnenyroliee mprcoeTMHEHNE MOJIEKYIIBI BOJIBI IIPUBOIUT K PACKPBITHIO OKCA30JIEHOTO
KOJIblIa M TIPEBPAIICHUIO B KeTOH 51, comeprkamuii (parMeHT MOUYEBMHBI. 3aTeM B pe3yJbTaTe
JanbHeHIel BHYTPUMOJIEKYJISIDHOW —IMKJIM3AIUH, KaTaJu3upyeMOM KHUCIOTOH, 0O0pa3yroTcs
MOYEBHHBI, cojepxamue pypan 54. Jlanee pacuieruieHne gparMeHTa MOUYEBHHBI 1O/ JACHCTBHEM
YKCYCHOW KHCIIOTHI HPUBOJUT K COOTBETCTBYMOLIEeMY M3ouuaHary 55. [locienyromuit ruaposius
M30IMaHaTa 55 u AekapOOKCHIMPOBaHUE KapOAMUHOBOM KUCIIOTHI 56 MPUBOJAT K aMUHODypany S7.
Hakonern, n3 npoMeXyTOUYHOTO COEAMHEHUs S/ B pe3yJsibTaTe JIUTEIbHOTO KHUIISIUEHUSI B YKCYCHOM
KHCIIOTE 00pa3yeTcs MeIeBOe alleTHIIBHOE TIPON3BOIHOE 48.
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OH ot O OH

4 49

o) o
O
AOH H,0 O,
(0]
(0]
NH
N[ee) o

48 57 56 OH 55 54 NH2
Cxema 13. [Ipeanonaraemplii Mexannu3M 00pa30BaHUs MPOIYKTOB 48,

OTmeruM, 4TO B pe3yNbTaTe PEHUKIN3ALUU BMECTO IPEINojaracéMoi MOUYEBUHBI 54 MBI
noyryaunu aneramuz, 48. B TO ke BpeMsl HallM TMONBITKH BBIICIUTH YUCTYIO MOUYEBUHY 54 He
YBEHUYAJIUCh ycriexoM. Jls Jokas3arenbcTBa BOZMOKHOCTH IMpEBpaIleHusl (hparMeHTa MOUYEBUHBI B
alleTaMuJIHbIM  (QparMeHT HamMu OBUI0O H3YYEHO T[OBEJCHHE paHee CHHTE3UPOBAHHBIX
MoueBHHOcoepkamux ¢pypanos 32. Tak, ObUIO MOKAa3aHO, YTO ATUTEILHOE HArPEBAHUE COCIMHEHUN
32 B yKCYCHOM KHUCIJIOTE MIPUBOJIUT K 00pa30BaHUIO alleTaMUI0B 58 ¢ XOpOIIMMU BBIXOJaMU (Tabmuna
12). Takum oOpa3oM, Ha OCHOBAaHHMHM ATOro (pakTa MOXKHO MPEAINOJOKUTh, YTO PEIIUKIU3AIIMS
aMHUHOOKca30/10B 41 mpoTekaeT yepe3 CTaauio 00pa30BaHUS MPOMEXKYTOUHBIX MoueBuUH 54. Ilo-
BUIMIMOMY, B 3TOM CITy4ae CKOPOCTH PEUUKIN3AIIHA B MOUYEBUHBI 54 1 €€ PaCIICIUICHNUS B alleTaMHUIbI
48 OnM3KH U, CIIEI0BATEIIBHO, BBIICIUTh IIPOMEKYTOYHBIE POIYKTHI 54 B YHCTOM BHJIE HE YIaeTCs.

Tab6auua 12 Cunres coequHennit 58.

"0 70,
' QAr AcOH MAf
NH reflux, 16 h NH
O\V\ OQ/\
NH,
58
| /
/
NH OMe
58a, 81% 58b, 74%

Ycenosus peakuun: 32 (3 mmois), ACOH (10 mi), kunsdenue, 16 4.

6. Cunre3 3-amuno-2-apuidenzodpypanos u3 ¢penosioB u N,N'-(2-apui-2-okcorran-1,1-
JUHAJI)AMAMUIOB.

Jlajlee MBI MPEANOIOKIIIA, YTO AHAIOTHMYHAS MHOTOKOMIIOHCHTHAs PEAKIHsS C y9acTHEM
aMUJIOB TTO3BOJIUT CHHTE3UPOBATH MTPOU3BOIHBIC 2-apriIypaHOB, COIEpIKAIUE aMHTHBIN (parMeHT
B ToJtockeHnH 3. CieyeT OTMETHTb, YTO HAIIW TIOMBITKY ITOTYYUTh MPOJYKTHI TOTO THUIIA HA OCHOBE
MPSIMOTO B3aUMOJICHCTBUS (DEHOJIOB C ApWIITIIHOKCANIIMU U alleTaMHJIOM HEe YBEHYAIUCh ycrexoM. B
TO K€ BpEMs HaM YJaJIOCh OCYIIECTBUTh CUHTE3 3-aMH10-2-apuiaOeH30(ypaHoB B IBE CTaJAUU YePe3
npensaputensHoe monydenue N,N'-(2-apwun-2-okcosrtan-1,1-qumn)muamunos 60 u nanbHei1iee
B3aMMOJICHCTBUE C THAPOKCUIBHBIMU MPOU3BOJHBIMU 61 MpU KHUIISITYEHUU B MYPaBBUHOW KHUCIIOTE
(Cxema 14).

R,
o} O+ Ry O/
OH 0 HCO,H o Y

Ar N § T . NH > . o)
Ri” "NH; Ar — 0
OH reflux HN. .0 HCO,H
0,5h reflux, 4-24h A’ AN
= CHj; 4-MeO-CgH, Ry
R1
30 59 60 62

Cxema 14. Cunte3 3-amuo-2-apuinden3zodypaHos 62.
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Pa3zpaboTaHHble ONTHMAIBHBIC YCIOBHS TPOBEACHUS HW3y4aeMOW PpEaKIMH TTO3BOJIAIH
MOJYYUTh  3-aMua0-2-apuiioeH3odypansl  62aa-ak w3 (eHoJO0B ¢ 3ICKTPOHOIOHOPHBIMH
3amectuTe siMU (Tabsmma 13). CiemyeT OTMETUTh, YTO B MPEIIOKEHHOM IMPOTOKOJIE MOTYT OBITh
UCII0JIb30BaHBI Pa3JIMUHbIC UCXOIHbIC apuirinokcanu 30, coaeprKalye JOHOPHBIC HITH aKIIENTOPHBIS
¢dparmentsl. Kpome Toro, paspaboTaHHbIi METO]] IPUMEHUM JJIsl CUHTe3a 2-apuiben3odypana 62ak,
cojiepKaniero OeH3aMHUIHbINA (ParMEHT B IOJIOKEHUH 3.

Ta6auna 13 CunTtes neneBbix 3-amu10-2-apuiidoenzopypaHos 62aa-ak.

R2
0 O R //,
OH N
NH = HCO,H o
Ar + |// e — o]
HN.__O reflux, 4h A’ A4
R2 1
60 61 62

HN

A 0
HN//< Ar ?

0=
o)
OMe O
o)
— o]
HN
Q HN O
Ar = 4-MeO-CgH, (62aa, 82 %);  Ar = 4-MeO-CgHy ( GZaf 69 %);

CgHs (62ab, 77 %); 4-Cl-CgH, (62ag, 81 %); 62ah, 74% 62ai, 80% 62aj, 56% 62ak, 79%
3-MeO-CgH, (62ac, 61 %);

3-C(0)OMe-CgH, (62ad, 73 %);

4-F-CgH, (62ae, 84 %);

OMe

Ycenosus peakuun: 60 (1 mmons), 61 (1,3 mmons), HCO2H, kunsiuenue, 4 4.

Crnenyer NoAYepKHYTh, YTO BBICOKAsl YCTOMYMBOCTH AMaMu 0B 60 1103BOJISET NCIOIb30BATH B
M3y4aeMol peakIMy MUPOKUI KPyT pa3auuHbIX (eHosoB. [Ipu 3ToM BpeMs peakuuu CyIeCTBEHHO
3aBHUCHUT OT THUIA 3aMeCTUTeNeH B OeH30JIbHOM KoJblie. Tak, 1 peHoIoB 6e3 3JeKTPOHOJOHOPHBIX
(GparMeHTOB KOHJEHCAllUs MpPOTEKaeT MEAJICHHEe, W JUIsl IOJHOIO IpeBpalleHUus] HeoO0XOAMMO
KUIISTYEHUE B MypaBbUHOI kuciore B TeueHue 10 4. OTMeTUM Takke, UYTO Ipe/iaraeMblii METO
HOCHT OOIIHIA XapaKTep ¥ MOXKET ObITh MCIOJIb30BAH [T CHHTE3a MPOayKToB 62bu-bw, coxepskarux
KOHJICHCUPOBAHHbBIE TeTEPOIMKIMYSCKIE CUCTeMBI (Tabmuia 14).

Taoauna 14 Cunre3 3-amuo-2-apuiioenzodpypanos 62ba-bw.

Ve s . {
O (0] T, 7/ 7 - d
353/5 = 0 Tl L ~CLk,
R v vl Rl A Y
R = 4-MeO-CqH, (62ba, 74%); MeO R = 4-MeO-CgH, (62bg, 63%); -
2-CH,-Thienyl (62bb, 52%); 62bf, 66% 4-Cl-CgH, (62bh, 72%); 7
4-CH3CO-CgHy (62bc, 75%); 2-CHg-Thienyl (62bi, 55%). A

4-CH3-CgH, (62bd, 68%);
4-CI-CgH, (62be, 71%).

OH OHOQ
o oo HO.
RZ HNA 9T o
RY HNK HN-L Q HN-L
R? = 4-CH3-CgH, (62bk, 75%);
4-MeO-CgH, (62bl, 76%). R® = 4-CHy-CgH, (62bn, 83%);
o 62bm, 78% 4.CLCH, (620, 80%)  62bP.64%  62bq,56%  62br, 61%
° Q
0 —
o el >
Sl o

R = 4-MeO-CqH, (62bs, 58%); Q HN-K
4-CHy-CqH, (62bt, 64%).

62bu, 54% 62bv, 71% 62bw, 73%

Ycnopus peaknuu: 60 (1 mmons), 61 (1,3 mmons), HCO2H, xunstuenwue, 10 .
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JlanmpHeiimee CHIDKEHHE CKOPOCTH Tpoliecca HAOM0Aanoch Uisi (DEHOJIOB, COAEpIKaIInuX
AJIEKTPOHOAKIICTITOPHBIC 3aMECTUTEIH, a TAKIKE [T 0pmo-3aMeIIeHHBIX aHaIoroB (tadmuia 15).
Ta6auua 15 Cunres coenquaennii 62ca-ch.

—( 0

g AN
cl

R = 4-CH30-CgHy (62ca, 36%); 62cd, 34% 62ce, 39% 62f, 31% 62cg, 46% 62ch, 40%

4-CI-CgH, (62cb, 47%);
4-CHy-CgHj (62cc, 42%);

Ycenosus peakmun: 60 (1 mmons), 61 (1,3 mmomns), HCOzH, xunstaenue, 24 4.

WuTepecHass 0COOCHHOCTh OOHapy)keHa MpPH HCHOJB30BAHUM B KAayeCTBE HMCXOTHOTO
COCIMHECHUSI B HCCieayeMoil peakiuu 4-merokcudpenona 61b. B stom ciaywae mporecc He
OCTaHABJIIMBACTCS HAa CTaauu oOpa3oBaHus 3-amujio-2-apwidbenzodpypana 62d. Ilpu sTOoM
KOHJICHCAIIHS TIOJTy4eHHOro HHTepMeanaTa 62d co BTOpbIM 3KBUBaIEHTOM qraMuia 60a mpuBoIuT K
npoaykry 63 (Cxema 15).

0.
oY~
NH | HO HCOH |
HN__O \©\ reﬂUX, 6h
MeO \f OMe
60a 61b 62d

63, 44%

Cxema 15. Cunres 6en3odypana 63.

BeposiTHbIit MexaHU3M 00pa30BaHUs MPOIYKTOB 62 mpejacraBieH Ha cxeme 16. CHavana u3
mramuga 60 B pesynbrare IMMMUHUPOBAHMS aleramujga oOpasyercs katuoH 64. J[lanee
B3aUMOJIeliCTBHE HHTepMenuaTa 64 ¢ aroMoM kuciopoja ¢eHona MPUBOAUT K aJayKTy 65. 3atem
KHCJIOTHO-KaTaJIM3upyeMasi MEeperpyniupoBKa COCAMHEHUS 65 TpUBOIAUT K 0Opa3OBaHHIO
amuJI0KeToHa 66. HakoHel, BHYTpUMOJIEKYJIIpHAS [UKIU3AIHS THAPOKCHIBHBIX U KapOOHMIIBHBIX
(hparMeHTOB, COTPOBOXKIAIOIIASICS ISTHIPATAIIMCH, TPUBOIUT K IIEJIEBOMY IPOAYKTY 62.

HO -z R
0%y " Q (2R 2 H* HO_ R &
A NH ————— A T Ay E——Y o
HN__O -CH3CONH2 HN_O -H* HN_O Ar X — (0]
Y T T HNTO Ar H/ﬁ
60 64 65 66 62

Cxema 16. [Ipeamonaraemprii MexaHu3M 00pa30BaHUs MPOIYKTOB 62,

MoXHO OBIJIO TaK)Ke MPEINOI0KHTh, YTO TEPBOHAYAIBHOE MPHUCOCTUHEHNE KaTHOHa 64 K
aToMy yriiepojia B opmo-ToJI0KeHUH (PeHOoIIa TPUBOIUT K MPSIMOMY 00pa30BaHUIO aMHUIOKETOHA 66.
OnHAaKo B ATOM Cllydae peakius ¢ He3aMeUIeHHBIM (PeHOJIOM Oy/IeT HampaBiieHa B napa-ToN0KeHUE
OEH30JIbHOTO KOJIbIIa ¥ MpUBEJET K 00pa30BaHUIO CIOXHOM cMecu MpOAYyKTOB. B To ke Bpems B
pe3ynbTaTe peakiuu ¢ peHoJIoM 00pa3yeTcst HCKIIOUUTENbHO TPoayKT 62bj ¢ Berxomom 71%. Taxxke
CYLIECTBEHHOE CHIKEHHE CKOPOCTH Ipoliecca sl opmo-3aMeleHHbIX (PeHOIOB CBUETEILCTBYET B
MOJIb3y TIEPBOHAYAILHOTO NMPUCOEANHEHHSI KaTHOHa 64 Kk aToMy Kuciopoja. ToJlbKO B 3TOM ciiyyae
HAJIMIHE OpmMO-3aMECTUTEIS OYAET CYIIECTBEHHO BIMATH Ha BPEMsI PEaKIIHH.

7. ®OTOXUMHYECKHUI CHHTE3 3aMellleHHbIX 0eH30(ypo(3,2-C]|M30XHUHOJIHHOB.

[Tponomxkast uccnenoBanus B 001aCTH XMMUU 2-apuiidypaHOB, Mbl U3YyUWIIM NOBEJECHHUE 3-
aMu0-2-apuiI0OeH30(DypaHOBBIX MPOM3BOJMHBIX 67 mon nedictBuem Y ®D-ob0mydeHus. bbuio
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MPOJICMOHCTPUPOBAHO, YTO O7-3JIEKTPOIMKIM3AIMS COSAMHEHU 67 mpuBoauT K OeHzodypol3,2-
CluzoxuHommHaM 68. PaccMoTpeHHBIN Tpoliece SABIsSETCS MepBbIM nmpuMmepoMm (oropeaknuu 1,3,5-
TeKCAaTPHEHOBBIX CHUCTEM, B KOTOPBIX OOKOBasi JBOWMHAsl CBS3b 3aMCHEHA HAa aMUIHBIA (parMeHT
(Cxema 19).

RS

R2
O w
(0]

(312 nm)
B ——

Q iH DMF
B R0 96-144 h
R =H; Me

67 68

Cxema 17. ®oroxumuueckuii cuares 6er3odypo[3,2-CluzoxuHoauHoB 68.

Wcxonubie 3-amMmuno-2-apunbden3odypanbl 67 ObLUTH oMy4eHbl Ha ocHOBE KoHteHcanuu N,N'-
(2-apmi-2-okcodtan-1,1-1unin)AnaMuI0B ¢ Pa3INYHBIME (EHOJAMH O OMMCAHHOMY BBIIIE METOJY.
B cnyyae npou3BoaHBIX opMaMuIa UCXOTHBIC TUAMUJIBI TCHEPUPOBAINCH B PEAKIIMOHHON CMECH U
WCIIOJIB30BAJIUCH Jlajiee O3 BhIJICTICHUS U JOTIOTHUTEIbHOU OUUCTKH. [IepBOHAaUaIbHO MBI TPOBEPUITU
(dhoToXMMHYECKOe TOBEJCHUE coenauHeHus 67a ¢ momompo SIMP-monutopunra. Y ®-o6mydenue
MPOBOAMIIOCH IpH JuthHe BoJHBI 312 HM B pactBope JIMCO-ds (pucynok 3). CrietyeT OTMETHTD, Y4TO
nocne 36 u Y®-o6nyuenus B crnektpe SIMP Hapsny ¢ curHaizamMu HCXOJHOTO coenuHeHust 67a
MPUCYTCTBOBAJIM CHUTHAJIBI MPOTOHOB Tmpoaykra 68a (pucynok 3B). Ilpu ostom mnomHas
(dboTouuKIN3anus B IieJieBoe coequHeHne 68a HaOIroanacey npu o0Iy4eHuH B TeueHue 96 4 (pucyHok
3C). Takxke ciuemyer OTMETHTbH, 4TO MO HaHHBIM SIMP-moHuTOpHHTra mMccnenyemas (GpoTopeaxius
MPOTEKAET PETHOCICIU(PUIHO, U HATUYHE KAKUX-JIMOO TOOOYHBIX MpoayKToB B SIMP-o0pa3ie He
00Hapy’KEHO.

C) Mocne 96 4 Y®- obnyqeHuns

e ,JJ\ ,’Hl NI H ; "‘ ;‘\' UL

A) CoeMHeHune 67a o Yd-obnyyeHun

978
~839

n
pae)
1
.

-

982

E — 1 - - . - — S - e R -
0.5 10.0 9.5 9.0 85 8.0 7.5 7.0 6.5 6.0 5.5 5.0 4.5 4.0 35 3.0 25 20 1.5 1.0 0.5 0
ppm

Pucynox 3. *H SIMP monutopunr dotopeakuuu 67a 8 JIMCO-ds.
OnTuMH3NPOBAaHHbIE YCIOBHS (POTOPEAKIINH MO3BOJIMIN MOTYYUTh MIMPOKUI KPYT HENEeBBIX
6enzodypo[3,2-Clusoxunonunos 68 (Tabmuia 16).
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Tadoauna 16 doroxumuyeckuii cuate3 6eH30¢ypo[3,2-Clu30XuHOIUHOB 68a-0.
3 RJY

A A

i
X,
/
={

L

|
NN
#,

R' = MeO (68f), 53% )\,n
Cl (68g), 69% |

R'=CH; (68a) , 85% —
MeO (68b), 81% N
H (68c), 87%

MeO

R' = MeO (68h), 56%
Cl (68i), 64%

R1

68d, 65% 68e, 51% 68g

Cl

\ N R' = CHj, (68n), 43%
~ t-Bu, (680), 47%

68j, 54 % MeO gk, 49% 681, 66% 68m, 72%

Ycnosus peaknuu: 67 (0,5 Mmmoins), Y®-o6ayuenue (312 um), IM®PA (10 m), 96 u aist coenunenwuii 68a-
C, 144 u nns coenuuenuii 67d-0, uneptHas atmocgepa.

Y ®-creKTphl HCXOHOTO COeMHeHus 67a u poaykTa 68a B aneronuTpuie (c = 1,1:10° M)
MOKa3zaHbl Ha pucyHke 4. MakcumyMm mnornomenus Gopmamunga 67a nabmoganca npu 327 HM.
WNuTepecHo OTMETUTH, YTO MUK moriomeHus (orompoaykra 68a (326 HM) MOYTHU TMOITHOCTHIO
COBIHAJIaeT ¢ aMuaIoM 67a.

E8a
=]

MNornowerne

X =0 X0 ®: &0 &0 500

AnuHa BonHbl, HW

Pucynox 4. Y ®-criektpsl coeuHeHuit 67a n 68a B arieToHUTpUIIE.
[IpencraBinenHas Bblle (OTONMKIM3ANMS aMHIOB TIO3BOJWIA MPEANONOKHUTh, YTO
aHaJloThyHOe (HOTOMpPEBpAILIEHHE MOXKET OBITh OCYIIECTBICHO MMl COSJUHEHHH STOro Kiacca,
COJIep>KallluX MOYEBUHHBIA ¢parMeHT. OJHAKO HAIIM TOMBITKH TMOJXYYHTh MOJUIUKINYECKHE
npoaykTsl 70 mpu Y D-001ydeHnr MOYEeBHH 69 HE YBEHUAIHCH YCIIEXOM, U UCXOHBIE KOMITOHEHTHI
ObUTH BBIJCIIEHBI B Hen3MeHHOM Bue (Cxema 18).

RZ N
— uv
(o} N\ —x—
LA NH B
O )N, !
AN o) ‘\\‘—
69 70

Cxema 18. ®ortonmxnuzanusa coequueauii 70.
BeposiTHBIIT MexaHH3M paccMaTpruBaeMoil (hOTOpeakIui aMUuI0B 67 TpecTaBIeH HA CXeMe
19. BaxxHO TOIYEpKHYTh, YTO HMCXOJHOE COEAMHEHHUE MOXKET OBITh MPEICTaBICH B BHIE IBYX
Me30MepHBIX GopM 67 u 67'. TIpu 3TOM peanm3anusi 67-3JIeKTPONUKIIN3ANNNA BO3MOXHA TOJIBKO JJIS
CTPYKTYphl 67°, comepxamieii 1,3,5-rekcaTpueHOBYIO cucTeMy. MOXHO MPEANONI0KUTh, YTO O]
neiicteueM Y@-00my4yeHMs Ha TEpPBOM CTaguM Ipolecca MPOMCXOTUT (DOTOLMKIM3ALUSA C
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oOpa3zoBaHreM LBUTTEp-noHA /1. JlapHEWIMA IepeHoC MPOTOHA MPUBOIUT K MUHTEpMEIUaTy 72,
cojepxamieMy THAPOKCUIbHYIO Tpynny. Hakownem, meneBoit O6eH3z0(hypo[3,2-CluzoxuHoimnH 68
oOpa3yercs B pe3yJibTaTe apoOMAaTU3alMH, COMPOBOXKAAIOIIECHUCS OTIIEIUICHHEM MOJIEKYJbI BOJIBI.
MOXHO TakKe MpPEINOoIoKUTh, YTO M3ydaeMblil (hoTomporecc 0ojee CIOKEH U MepBOHAYAIBHO
WHTEpMeauaT /2  TpeBpamiaercs B COSAWHEHHE (3 TMOCPEICTBOM  TEPMHUYECKOTO
cynpanoBepxHocTHoro [1,9]-curmarponHoro casura. JlanpHeiiee OTIICTUVIEHHE BOABI  OT
MHTEpMeauaTa 73 Takke IPUBOJUT K 00pa30BaHHUIO 1IEJIEBOTO MPOIyKTa 68.

_ &

T e o e e JA, ks

R/ko RJ\I\O_ R07 ROH O
67 67’ 71 72

-HZO\
[0}

68

Cxema 19. [Ipeamnonaraemelii Mexann3M 00pa30BaHUs MPOIYKTOB 68.

Ha ocHoBanMu npeicTaBIeHHOT0 MEXaHU3Ma MOYKHO C/IeNIaTh BBIBOJ, YTO 3 (HEKTUBHOCTH 67-
AIIEKTPOLUKIIM3AINN COSTMHEHNI 67 3aBHCUT OT BKJaJa ME30MepHOW CTpyKTyphl 67'. Ilpu sTom
CIIEyET OTMETHUTh BAXKHYIO OCOOCHHOCTD CTPOCHHS HCXOJHBIX aMUI0B 67. B oTiin4me oT arieramMuiosn
67d-0 cootBerctBytomme (opmamuabl 67a-C, 1Mo JaHHBIM crekTpockonun SIMP H u BcC,
CYILLECTBYIOT B BHJE cMecH E/Z-n3oMepoB, BOSHUKAIOUIMX BCICACTBHE 3aTPYJHEHHOTO BPALICHHS
BOKPYT' CBSI3M MEXJy arTOMOM a30Ta M aToMoM yriepoja amuaHoro ¢parmenta (Cxema 20). Ilo-
BUIMMOMY, HaJIMUYHME U30MEPUHU B Cllyyae cOeMHEHHH 67a-C CBUAETENBCTBYET O OOJIbIIEM BKIIAJE
ME30MEpPHON CTPYKTypbl 67’ W, cienoBaTelbHO, B TaKWX aMmujax Oonee Bblpaxkena 1,3,5-
reKcaTpueHoBasi cucreMa. B pesynbrare wucciemyemas (oTopeakuus Ui COelIWHEHWH 67a-c¢
MPOTEKaeT Jierdye, 4TO MPUBOJIUT K 3aMETHOMY COKpAIICHWIO BPEMEHHW MpoIlecca M YBEITHUCHHIO
BBIXOJIOB IIeJIeBBIX OeH30(ypo[3,2-c]u30XuHOMHOB 68a-c.

(2)-67 (E)-67
Cxema 20. M3omepHbIe POPMBI cOeTMHEHHI 67.
BbIBO/IbI

1. PazpaboTana yHHBepcallbHasl CTpaTerusi CHHTE3a 3aMEIIeHHbIX 2-apuii0eH30ypaHOB U UX
TeTEePOLMKINYECKHX aHAJIOrOB C Pa3HOOOPAa3HBIMH (DYHKIIMOHAIBHBIMU TPYIIIAMU B MOJIOKEHUH 3.
Ha ocHOBe CHHTE3MpPOBAHHBIX CyOCTpPAaTOB TIOJYyYEHbl CTPYKTyphl, coaepxkamme 1,3,5-
reKCaTpUEeHOBYIO CUCTEMY, U U3yUYEHO UX NoBeeHue noj aeicraueM Y ®-o0mydenus. [IpeanoxeHnr
OpUTMHAJIBHBIE (POTOXMMHUYECKHE TMOJXOAbl K CHHTE3Y IOJIMKOHIEHCHPOBAHHBIX (DypaHOBBIX
MIPOU3BOIHBIX.

2. Bmnepble noapoOHO wH3y4YeHO (POTOXMMHUYECKOE TMOBEACHHE 2-apUiIOeH30(ypaHOB,
coJepKaluxX MUHHAMOHUTPUIbHBIN (parmenT. [lokazano, uyto moxa neiictBuem Yd-cBeTra Takue
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CTPYKTYpPhl MOTYT TOABEPrarbCi O7-3JICKTpOIMKIN3auu 1,3,5-TeKCaTpUeHOBOM CUCTEMBI C
obpazoBanurem HadTo[1,2-b]6eH30(hypaHoB.

3. HccnenoBana BO3MOXKHOCTh (DOTOTCHEpAllMU MaJIbIX MOJIEKYJI Ha OCHOBE TEpapUJICHOB,
coziepkanx O0eH30(ypaHOBBI MOCTHKOBBIN (pparmMeHT. BriepBbie MpoAEMOHCTPUPOBAHO, YTO MPH
Y®-00nyuenun  3amenieHHbx  5-(1H-mmupposmn)oensodypanmin-1H-nmupazono  odpasyercs
MOJIEKyJa Nupposia.  YCTaHOBIEHO, 4TO Y®-MHAyUUpOBaHHAs  Om-3J1EKTPOLUKIN3ALUS
06eH30(ypaHOBBIX MPOU3BOAHBIX C 2,5-TUXJIOPTHOPEHOBBIM (PparMeHTOM sBIsieTCS 3(PPEKTUBHBIM
METOJIOM I'€HEepallii CHIIBHON KUCIIOTHI - XJIOPOBOOPO/IA.

4. IlpennoxeHbl HOBbIE METOJIbI CHHTE3a 2-apuiOeH30(ypaHoB, coAepkKallUX aTOM a30Ta B
cocraBe 1,3,5-rekcarpuenoBoii cuctemsl. [lokazano, 4To QypaHoBbIE IPOU3BOIHBIE C MOUEBUHHBIM
(bparMeHTOM B MOJOXKEHUH 3 MOTYT OBITH MOJIYyYE€HbI HA OCHOBE MHOTOKOMIIOHEHTHOM KOHJIEHCAIH
pa3HooOpa3HbIX Kap0o- M TEeTePOLUKINYECKHX E€HOJIOB C apHITIHOKCASIMA M LUAHAMUIIOM.
OO0HapyXeHO, YTO B pe3yJIbTaTe aHAJIOTMYHOTO B3aUMOJIEHCTBUS C YYAaCTHUEM 3-TUJIPOKCUIIHpaH-4-
OHOB 00pa3yloTcs 2-aMHHOOKCA30JIbl, KOTOpbIE Jajiee B KHUCIOTHOM cCpele IpeBpalatoTcs B
3amenieHHbie Qypo[3,2-b]mupaHoHbl.

5. Pa3paboTan HOBBIM TOAXOJ K CHHTE3y 3aMEIIEHHBIX 3-aMum0-2-apmiioeH3odypaHos,
cocrosmmii w3 KougeHcanuu (¢enoiaoB ¢ N,N'-(2-apmi-2-okcosrtan-1,1-1uun)auaMuaaMu.
Y cTaHOBNIEHO, UTO IPEIOKEHHBIN METO]1 IIO3BOJISIET UCTIOIB30BaTh PA3HOOOPa3HbIE THAPOKCUIIbHbBIE
MIPOU3BO/IHBIE B KAUYECTBE UCXOIHBIX COCTUHEHUH.

6. IlogpoObHo wu3yyeHo ¢QoToxumuyeckoe TMOBeACHHE 2-apuiIOeH30pypaHOB C
a30TCOJIEP)KAIMMH 3aMECTHTEISIME B mosiokeHuu 3. IIpomemoHCTpupoBaHo, 4To 3-aMumo-2-
apunoen3odypansl 1moa  JnedcTBUEM Y D-00JIydeHUs TOABEPraroOTCs O7-3JICKTPOIMKIH3AINHN  C
ydactueM amujaHoro @parmenta. Ha ocHoBe mpexacraBieHHOW (OTOXMMHUYECKON peakluu
pa3paboTaH HOBBIA METOJ CHHTE3a 3aMeIIeHHBIX 0eH30(ypo[3,2-C]M30XUHOIMHOB.
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