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O0mas xapakTepucTuKa padoThl

AKTV&J’ILHOCTL TeMbl. DOTOXUMHUUYECKHUE p€akiuu IMHUPOKO IMPUMCHAKOTCA B TOHKOM

OPraHMYECKOM CHHTE3€ U IPOMBIIIJIEHHOCTU Ui IIOJIyYE€HHUS BEILIECTB, KOTOpBIE CJIIOKHO, a
3a4acTy0 U HEBO3MOKHO, CHHTE3UPOBATh C MIOMOIBIO TPAAUIIMOHHBIX XUMUYECKUX MPEBPAILEHUH.
B nocnennee BpeMsi OHM aKTUBHO UCHOJIB3YIOTCS JJIs CO3/IaHUs MPAKTUYECKH BAaXKHBIX MaTEpUAJIOB
U YCTPOMCTB pa3IMYHOTO HA3HAUEHHUS, TAKUX, HAPUMEpP, KaK AJIEMEHThl ONTUYECKON MaMATH,
MOJIEKYJIIPHBIE MEPEKIII0YaTeNn, COJIHEUHbIe OaTapel U T.1. B 3TON CBS3M MOMCK HOBBIX «TOYEK
pocTta» A SKOJOTMYECKH YHUCTBIX (POTOXMMHUUYECKHX IPOLIECCOB € LEIbI0 CO3JaHMsI HOBBIX
NMOJIM(YHKITMOHATIBHBIX MaTEpUANIOB, a TaKXkKe pa3paboTKa yIpPaBIIIEMBIX CBETOM IPETapaTUBHBIX
METO/IOB CHHTE3a CJIOKHBIX OPraHUYECKHX MOJIEKYJI SBJISIOTCSA aKTyalbHBIMU 3a/ladyaMH Ha CTBIKE
COBPEMEHHOM OPraHNYeCKON XUMUU U (POTOXUMHH.

Panee B nmadoparopuu rereporuximueckux coenunenuit (JII'C) MOX PAH 6s110 mokasano,
yto Y®-00mydyeHue coeauHeHui |, comepkammx IBOWHYIO CBSI3b C BUIIMHAJIBHBIMU AIMJIBHBIM U
¢bypanoBbIM 1UKIOM (3-(ypaH-2-HIAPOTICHOHOBBIA (PAarMEeHT) MPUBOANUT K MX PEUUKIU3AINH U
obOpazoBanuio (iyopecuupyromux npoAykToB |l, KoTopble TpencTaBIsIIOT MHTEPEC B KauyeCTBE
3JIEMEHTOB ONTHYECKOM IMaMSTH.
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[Tono6nast porormkmzarus (PIL]), XoTs ¥ MO3BOIUIIA PEIIUTH P TPHUKIAJTHBIX MPOOIIEM,
TeM HE MeHee B CHJIy HEKOTOPbIX HEJOCTAaTKOB, HE CcTajla METOJOM CHHTE3a
MOJIMKOHJCHCUPOBAHHBIX NPOAYKTOB. B CBA3M € 3TUM, MNPEACTaBISAIOCH LIEIECO00pa3HBIM
MIPOJIOJKUTH TOUCK IMPOLIECCOB, KOTOPbIE C OJHOM CTOPOHBI MOTJU ObI CTaTh OOIIMM YIOOHBIM
METO/IOM CHHTE3a MOJIMIUKINYECKHX apOMaTHUYECKUX CHCTEM, a C JPYrod CTOPOHBI — 00ECIEeYHTh
CUHTE3 COCIUHEHUI, MEePCHEKTUBHBIX KaK ISl YCTPOWUCTB ONTUYECKON MaMATH, TaK U JJIS APYTrUX
LEJEN.

Hame  BHMMaHue  TOpUBIEKIM  TaHIEMHBIE  peakUuud  OT-AIEKTPOLMKINYECKOMN
dboTorukIM3anuKu/AJMuMUHENpoBanus  1,2-nmuapuindtenoB |l (B mocnenHee Bpemsi B iMTeparype
UCIOJIL3YIOT TaKXKe Ha3BaHHUE “‘TepapuiieHbl”), COJEpXKalIUX TMpPH PEaKUUOHHOM LIEHTpE
TUAPOKCUIIBHYIO TPYIIITY B KAYECTBE 3aMECTUTEIIS.
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Y®-06mydyeHue Takux COeJMHEHUH NpUBOAUT K uHTepMeanatam |V, kotopsie B pe3yibrare
SJIMMUHUPOBAHUSL MOJIEKYJIbl BOJIBI OOpa3ylOT CTaOMJIbHBIE MOJUIMKINYECKHE apoMaTUYecKue
npoAykTsl V. VYuuTbiBass OOMIMPHYHO KOMOMHAaTOpPHKY, CBS3aHHYIO C HaJUYMEM CaMbIX
pa3HOOOpa3HbIX (PAarMEHTOB B HCXOJHBIX CTPYKTYypax, MOXHO TOBOPUTH O BO3MOKHOCTHU
pa3pabotku Ha ocHoBe DI 0bmero 3¢hhexkTHBHOrO MeTo1a CHHTE3a (PYHKIIMOHAIBHO 3aMeIeHHBIX
MI0JINAPOMATUYECKUX (M€TEPOapOMaTHUECKUX) COENMHEHUN. B nuTeparype M3BECTHO BCErO JIMILIb
HECKOJIbKO TPUMEpPOB MMOJ00HONW peakiuu C YaCTHBIMU MOAXOJAMHU K MOJYYEHHIO HCXOJHBIX
THJIPOKCUIICOIepKAIIMX BemecTB. Ha maHHOM stame pa®oThl Mbl OIpaHHMYMBAIMCH CHHTE30M U
UCCIIeIOBAaHUEM CBOMCTB AUT€TAPHIATEHOB (TEPAPUIIEHOB) C a30TCOACPKAIIUMH “MOCTUKAMU .



IeassMu 1McCepPTAIIMOHHOIO MCCJIETOBAHUS SBIISINCE:

- pa3paboTka OOHmMX TOAXOJOB K CHHTE3Y JUTETAPUIITEHOB (TEPapHIICHOB) C
TUAPOKCWIBHBIMU I'PYNIIAMU Y PEAKIIMOHHOTO LIEHTPA;

- U3y4YEHHUE IOBEAEHUS 3TUX BelecTB Npu YD-001ydeHUH M CO3JIaHUE MPENapaThBHOIO
METO/1a NOJyYEHHUs ITOJUKOHICHCUPOBAHHBIX IIPOLYKTOB;

- UCCJIEIOBAaHNE NTPAKTHYECKOIO IMIOTEHINAJIA TI0JyYEHHBIX COCIMHEHUN.

Hayunasi HOBM3Ha M NpaKTHYecKas 3HAYMMOCTD. [Ipeanoxen o0l MoaXo X K CHHTE3Y

JTUTETAPUIIITEHOB C  a30TCOACPKAIUMU  “‘MOCTUKAaMH~ ¥ THAPOKCUIBHBIMU TpyHIaMu Yy
PEaKIMOHHOTO IIEHTPa Ha OCHOBE KOHJCHCALMM C ydacTHeM apuirivokcanei. Pazpaboran meron
CUHTE3a HEM3BECTHBIX paHee 1,2-AMKETOHOB ¢ 3-TUIPOKCUNUpPaH-4-OHOBBIM (pParMeHTOM, JIETKO
TpaHCHOPMUPYIOIIUXCS B HCKOMBIE TEPAPHIICHBI.

W3zydyeno B3ammopeiictBue N-(2-apwin)-1-(4-runpokcu-6-metni-2-okco-2H-nupan-3-mi)-
OKCOATHJI)alleTAMH/IOB C aMUHAMU U TIPEJIOKEH METO/I CHHTE3a HEM3BECTHBIX PaHee MPOU3BOTHBIX
nuppoio| 3,4-b]mupunun-4,5- 11oHOB.

HccnenoBano moBeneHHE CUHTE3HMPOBAHHBIX JUTETApUIITEHOB (TepapuiieHoB) mpu Y D-
obmyyenuu. [lokazano, 4yTto QoTOUMKIM3ALMS TEPAPUIICHOB, cojepkammx 1,3,5-rekcaTpueHoBbIe
CUCTEMBbI W THAPOKCUJIBHBIC T'PYHIIBI Y PCEAKIMUOHHBIX HECHTPOB HOCHUT 061].[1/1171 XapakTep, 4YTO
IIO3BOJISIET CUUTATh €€ 3(1)(1)CKTI/IBHBIM npernapaTuBHBIM METOJOM CHHTE3a IMOJHIUKINYCCKUX
apOMATUYECKUX COETUHEHHI.

Oo6HapyxeHa HeoxuAaHHas (GOTOXUMHUYECKas TpaHchopMalus MPOU3BOTHBIX UMUIA301a C
S-TuapoKcu-2-MeTun-4H-nupan-4-oHOBBIM ~ (parMeHTOM, TIO3BOJIMBINAS  pa3paboTaTh METOJ
CUHTE3a HEM3BECTHBIX paHee nMuaso[ 1.5-a|nupuaun-5,8-11uoHOB.

[IpoBenenbl ucCClENOBaHUS CIEKTPAIbHO-(PIYOPECHEHTHBIX CBONCTB CHHTE3WPOBAHHBIX
BemecTB. [IpoieMOHCTpUPOBAHO, YTO KAaK MCXOJHBbIE TEpapuieHbl, COJEepKallie KyMapHHOBBIE
(bparMeHThl, TaK U TPOAYKTHI UX (POTOIUKIN3AIMH SIBISIFOTCS (PIIyOpeClieHTaMu.

YcraHoBiieHa (GOTOMHIYIUPOBAHHAS (HIYOPECHEHIUS TMPOU3BOJHBIX HWMHIA30J1-2-0HOB,
coJepXaliux B CBOEH CTpykType GparmMeHTsl 4-THaApoKcu-6-metwin-2H-nupan-2-ona u 5,5-
JTMMETWIIUKIOTeKCaH-1,3-mMoHa, B TO BpeMs KaK KCXOJHBbIC IUIETApWIATCHBI HE oO0anamu
JIOMHUHECIIEHIIMEH, YTO CBHUACTEIBCTBYET O IEJIECOOOPa3HOCTH HMX JAbHEHINEro H3y4eHUs B
Ka4eCTBE JIEMCHTOB ONTHYECKOW TTaMSITH.

[TokazaHo, 4TO psAJ TEpapUIICHOB C MHUPPOIbHBIM H  4,5,6,7-TeTparuapOouHa0JIbHBIM
“MOCTUKaMK’ SIBJISIOTCS WHTHOMTOpAaMHM TPOTEMHKHWHA3 W TPOSIBISIIOT aHTHOAKTEPHAIbHBIC
CBOMCTBA.

Iy6ankanuu. [lo pe3ynbratam NpoBeIEeHHBIX HCCIEIOBAaHUM OMyOIMKOBaHO 5 craTel B
KypHaax, BKIIOUECHHBIX B MEXIyHapoiHble 6a3bl IIuTHpoBaHus Scopus 1 Web of Science, a Takxke
8 Te3UCOB J0KJIA/I0B HA POCCUHCKUX U MEXAYHAPOIHBIX KOH(PEPEHIIHIX.

Anpodanusi_padoTbl. Pe3ynbraThl quccepTalMOHHONW paboThl OBLIM MpEACTaBICHBI Ha
Bceepoccuiickoit MosnonexxHoi koHgepeHH «[IpoOneMbl M JOCTHKEHUS XUMHUHU KUCIOPOJ- U
a30TCOJEpKAIINX OUOJOTMYECKH aKTUBHBIX coenuHeHui» (Yda, 2016), VIl MononexHoi
koHpepenimun MMOX PAH (Mocksa, 2017), Bcepoccuiickoil KOH(pEpEeHIHH MOJOIBIX YYEHBIX
«XUMHS W TEXHOJOTHS TeTepouukiandeckux coemuHenuit» (Yda, 2017), Bcepoccuiickoit
MOJIOZIC)KHOW KOH(pepeHINN «AKTyallbHbIE MpoOIemMbl opraHudeckor xumum» (HoBocubupck-
leperemt, 2018), The International Conference on Pure and Applied Chemistry (Mauritius, 2018),
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V MexayHapoqHOW HaydHOW KOHQPEpEeHIUH «YCIeXH CHHTe3a M KOMILIEKCOOOpa30BaHUsD»
(Mocksa, 2019), 20th Tetrahedron Symposium (Bangkok, Thailand, 2019), MexnynapoaHoi
koH(pepennun «Kartanus u opranndeckuii cuate3» (Mocksa, 2019).

JIMuHBIi BKJAaA aBTOpa. JIMUHBIN BKIIAJ COMCKATEIHLHHUIIEI COCTOUT B IIOMCKE, aHAINU3E U

00001eHny HaydHO HH(OPMAINK 1T0 CUHTE3Y B (POTOMMKIN3ANH 1,3,5-TeKCaTpHEHOBBIX CHCTEM
C YXOJSIIMMHU IpyHIaMH MPU peaKIIMOHHOM LieHTpe. ConcKaTelbHUIAa CAMOCTOSITEIBLHO BBIIOJHIIA
ONMCAHHBIE B JUCCEPTALMU XUMHUYECKUE DKCIIEPUMEHTHI, YCTaHABIMBaja CTPOCHHUE IOJyYEHHBIX
COEJIMHEHUI ¢ TIOMOIIbIO (PU3UKO-XUMUYECKUX U CIIEKTPAJIIbHBIX METOJIOB aHalu3a, oOpabarbiBaia
U MHTEPIPETUPOBaJa MOJIY4YEHHbIE pe3ynbTaThl. JluccepTaHTKa TakkKe OCYIIECTBIsUIA alpoOaluio
paboT Ha KOH(EepeHIMSAX U BBHINOJHSUIA TOATOTOBKY MYOJMKAlMM 1O  BBINOJIHEHHBIM
UCCIICZIOBAHUSIM.

CTpyKTYpa U _00beM padoThbl. Marepuan auccepTanuy H3JI0XKeH Ha 158 cTpanumax u

BKIO4YaeT 15 pucynkoB, 4 Tabmunbl u 125 cxem. PaGoTa cocTOoMT M3 CHUCKa COKpalleHHH,
BBEJICHUS, JIMTEPATYpHOTO 0030pa, OOCYXKJIEHUS pe3yiabTaToB, SKCIEPUMEHTAIBHON YacTH,
BBIBOJIOB M CIIMCKA JIUTEPATYPHI, COCTOSIIET0 U3 138 HauMeHOBaHU.

OcHoBHoOe coepxaHue padoThbl.

OO6cCyXx/IeHHI0 PEe3yNbTaTOB AMCCEPTALIMOHHON paboThl MpeAIIecTBYeT JIUTEpaTypHbIN
0030p. B mepBoM pasnene obCyxmaroTcst mpobieMbl (GoTorUKIM3anuu aurerapuidtenos (D),
COMPOBOXKIAIOIINECS AIMMHUHAPOBAHUEM PA3IMYHBIX YXOISAIIMX rpynn. Btopas dacte o00630pa
KOHLIEHTPUPYETCS. HA CHUHTE3€ MCXOJHBIX a30TCOJAEPXKAIUX TEPapUIICHOB C TUIPOKCHUILHOM
IPYNION MPHU peakIMOHHOM IleHTpe.C y4eToM aHalu3a JIMTEPAaTypHbIX JIaHHBIX B KayecTBE
0OBEKTOB HCCIICJIOBAHUS HCIIOJIH30BAJIUCh TIPOU3BOJHBIC MHUPPOJIOB, WHIOJOB, MHPpoJio[2,3-
d]nupUMUANHOB, UMHUIA30JI0B U XWHOKCAIMHOB. HemanoBaxHyi0 poJib B 3TOM BBIOOpE ChITpajio
Hamuuue B JII'C ombiTa HMCHOJIB30BaHUS  a30TCOJEP)KALIUX KOMIIOHEHTOB B  Pa3jIMYHBIX
KOHJICHCAIIHSIX.

1. CuHTe3 WHCXOAHBIX [JUTEeTAPHIITEHOB C THAPOKCHJIBbHBIMH TIpynnmamMm Yy
PeaKIMOHHBIX IEHTPOB.

1.1. IureTapudTEHbI ¢ MUPPOJIBLHBIM “MOCTHKOM”.

B mopaBnsromeM OOJBIIMHCTBE CIIy4acB, Y3JOBBIMH pearcHTaMH CHHTE3a TEPapHUJICHOB
aBisUCh apuwirianokcanu. CoemuHenus 1 Obutn mosydeHbl ¢ BbIxogamu 63-65%, ucnomb3ys
TPEXKOMIIOHCHTHYIO KOHJICHCAIIUIO apWITIIMOKCANeH 2 ¢ [HMKIUYeCKUMHU JUKETOHAMH 3 |
enamuHoM 4 (cxema 1).

o} OH o)
OH BN MeOH
o A A e
R -0 70 NH
2 3 :

4 (CHy)30CH4 1 63-65% R
3 = 0

OH OH
4:a)m,R=4-Br ;b)m R=4-Br
(o )he) [O)e]

Cxema 1
AHanorn4Ho, ObLJI OCYIIECTBIIEH CUHTE3 MUPPOJIOB 5 KOHJIEHCALMEH alleTOyKCyCHOTo a¢upa
6 ¢ aHniIMHaMu 7, 4-TUAPOKCUKYMapuHOM 8 U napa-3aMelieHHbIMU apuiIrinokcansiMu 2. Enamun
TIPY 3TOM T€HEPHPOBAIICS U3 allETOYKCYCHOTO 3(hupa 1 aHHIMHOB iN Situ.
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R1
EtO,C ) OH o EtO,C— ~ N/©/
OH
7 NH2 o NH @ﬁ ' mH XS
M _cogEt + ©/ ‘4t> 8 ~0"0 R? 2
r.t. e

R1

reflux

5:a) R'= 4-CH;0, R?= 4-Br; b) R'= 4-CH30, R?= 4-F; ¢) R'= 4-CH; R2= 4-Br; d) R'= 4-CH; R2= 4-F
Cxema 2
1.2. lurerapujnTEeHbI ¢ TMPPOJIONMPUMHINHOBBIM U MHAOJIbHBIM “MOCTHKAMM”.

[Mupposo|2,3-d|nupumuaun-2,4(3H)-1monsl 9 ObUTH MOJYyYEHBI C XOPOIIUMH BBIXOJaMH
TpexkoMIoOHeHTHOH koHjeHcarued N,N-mumermn-2-amuaoypanmuina 10 ¢ apunrauokcansmMua 2 u
1,3-muKapOOHMIBHBIMU coeauHeHusIME 3 (cxema 3).

Q o OH
~ )L ~ AcOH
NN )S/OH A, AcoH
+  Ar +
_ ! reflux, 4 h
o] NH, OH g
10 2 3
L i
Ve
\N N \N/U\N/
Q7 > 'NH o7 > "NH
O J—
OH)= OH
(0] \ S_ 0 \ /A
— S
9b, 85% 9¢,86% 9d, 77%
Cxema 3

[IpousBoaubie wHAOMA 11 ObUIM TOMYYEHBI MPU KUISIYCHWH B ATAaHOJIC aHWJIMHOB 12 ¢
APWITITHOKCATSIMUA 2 ¥ IUKIMYECKUMHU JUKApOOHUIBHBIMU coeMuHEeHHsAMHU 13 0e3 noOaBiieHUs
KHCJIOTHOTO KaTajau3aropa, MX BbIXoasl coctaBmim 30-69% (cxema 4). Ctpykrypa mHmosoB 11
OblIa yCTaHOBJICHA C MOMOIIBIO aByMepHOoit SIMP cniekrpockornuu (HMBC).

EtOH
. \O reflux, 2.5 h

11.1: a) R =CH; ; R'=CI; b) R = CI ; R'= Cl; ¢) R = Br ; R'= i-Pr; d) R =CH30 ; R'= Br; ) R =CHj ; R'= i-Pr;
f) R = CH3 ; R'=F; g) R = 3,4-(-OCH,0-) ; R'=Cl.

11.2: a) R =CHj ; R'=Cl; b) R =CH; ; R'= Br.

11.3: a) R =CH3 ; R'=CI; b) R = CH;3 ; R'=Br; ¢) R= CH3 ; R'=F; d) R =Br; R'= Cl; &) R =CH5 ; R'=F;
f)R = CH3 ; R'=F; g) R = 3,4-(-OCH,0-) ; R'=Cl.

11.4: a) R =CHj; ; R'=CI.

Cxema 4



1.3. lurerapujnTeHbl ¢ UMHAA30NUPUINHOBBIM U HMMH/IA30JI0HOBBIM “MOCTHKAMM”

PeaKHI/IH apnnrnnorccaneﬁ C III/IKap6OHI/IJIBHBIMI/I M aMMHHBIMM KOMIIOHEHTAMHU Obla TakKe
YCIIEIIHO pachpocTpaHeHa Ha cuHTe3 umunaso[l,2-alnupumunoB 13. KongeHncamus Jierko
MPOTEKAeT MPH KUISYCHUH B YKCYCHOM KHCIIOTE€ W HE TpeOyeT MCIOJIb30BAHUS KAaTAIU3aTOPOB U
MHKPOBOJHOBOI'O O6JIy‘-IeHI/I$I, B OTJIMYUC OT AAaHHBIX JIMTCPATYPHI.

OH

) U
R i
~ OH SN AcOH
‘ _ + Ar + o OH Ar
N NH, OH NP \O reflux 5h ,

13, 40-85%
RS R ™
\ \
\

N" SN

OH Ar wAr
OH
13.2 13.3

13.1: a) R= CHg; Ar = 4-Br-CgH,; b) R= CF3; Ar = 4-CI-CgHy; €) R= CF3; Ar = 4-Br-CgH, ; d) R= H; Ar = 4-Br-CgHj,.
13.2: a) R= CHg; Ar = 4-Br-CgHy; ) R= CHj; Ar = 4-CI-CgHy; ) R= CI; Ar = 4-Br-CgHy; d) R=CI; Ar = 4-CI-CgHy;
e) R= CF3; Ar = 4-Br-CgHy; f) R= CI; Ar = 3-thienyl; g) R= H; Ar = 4-Br-CgHy4; h) R= CI; Ar = 4-CN-CgHy; i) R=
CHs; Ar = 4-CO,CH3-CgHy; j) R= ClI; Ar = 4-CO,CH3-CgHy; k) R= Cl; Ar = 4-CH3-CgHy; 1) R= CI; Ar = 4-i-Pr-CgHy;
m) R= Br; Ar = 4-Br-CgHy; n) R= CI; Ar = 2,5-(CH3),-thienyl; o) R= Br; Ar = 4-CI-CgHj,.

13.3: @) R= CHg3;Ar = 4-Br-CgHy; b) R= CF3; Ar = 4-F-CgHy; ©) R= CI; Ar = 4-F-CgHy; d) R= CI; Ar = 4-Br-CgHy

e) R= CF3;Ar = 4-Br-CgHy; f) R= H; Ar = 4-Br-CgH,

Cxema 5

[IpakTrueckn aHaJOTHMYHO OBLIM CHHTE3MPOBAHBI MPOW3BOJHBIC MMHIA307-2-0HOB 14, B
KadecTBe OMHYyKIeoduIa ucmob3oBanachk 1,3-aumerramoueBuna 15 (cxema 6).

X
OH fe) 0 \N N/
RN OH L MeoH o\ —
' + Ar + N N OH Ar
i '\O OH reflux, 4 h ;\ \ 1
X
O R
OH Ar
14.3

14.1: a) Ar = 4-CI-CgHy; b) Ar = 4-CN-CgHy; €) Ar = 3-thienyl.
14.2: a) Ar = 3-thienyl; b) Ar = 4-CH30-CgH,; €) Ar =4-Br-CgH,; d) Ar = 4-F-CgHy; @) Ar = 4-CN-CgHy;
f) Ar = 4-NO,-CgHy; @) Ar = 4-CI-CgHy; h) Ar = 4-CO,CH3-CgHy
14.3: a) Ar = 3-thienyl; b) Ar = 2-thienyl; ¢) Ar =4-CH3-CgHg; d) Ar = 4-Br-CgHy; €) Ar = 4-F-CgHy; f) Ar = 4-CN-CgHy;
g) Ar = CgHs; h) Ar = 4-CI-CgH,
Cxema 6
Takum o6pa30M, MOKHO KOHCTATHPOBATb, YTO TPEXKOMIIOHCHTHBIC KOHIACHCAIIUU C
ydqaCTueM apHHFHHOKcaHeﬁ, ,I[I/II(ap6OHI/IJ'IBHBIX COCIMHEHUN WU 6I/I(l)yHKI_[I/IOHaJ'IBHBIX AMHHOB
SABJIAKOTCA 3(1)(1)6KTI/IBHBIM HHCTPYMCHTOM CO3JaHUs TCPAPUIICHOB C a30TCOACPIKAMUMU MOCTHKAMHA

Y TUIPOKCUIIBHBIMM I'PYNIIAMHM IIPU PEAKIIUOHHBIX LIEHTPAX.
1.4. lurerapuidTeHbl ¢ MMHAA30JbHBIM “MOCTHKOM”

Panee B Hamei J'Ia60paT0pI/II/I OBLIIO HCCIIEA0BAHO B3aHMOICHCTBHE reTCPOUUKINYICCKUX
CHOJIOB C apUITIMOKCATISIMH, IMPUBOJIAIICE K O6pa3OBaHI/IIO KOHACHCHUPOBAHHBIX (I)ypaHOB 16.



KiroueBoil craameil MeTona SIBISUIOCH 00pa3oBaHWE NMHUPUAMHHEBBIX colieil 17, xoTopeie nanee
B3aMMO/ICHCTBOBAJIM C ApOMATHUYCCKUMHU eHoJIaMK (cxema 7).

oH N(CH3), PR
i DMAP \\ 4 Vel
DS Ar)S/OH — P —>ACOH OH
MeCN OH S

o~ ~o OH @/ 0
0/

16

Z+

Cxema 7

MpbI pacipOCTpaHUIM 3TOT METOJ] Ha B3aMMOJCHCTBHE S-TUIAPOKCU-2-MeTwiI-4H-mmpan-4-
oHa 18 ¢ apunrimokcansiMu 2 u OOHAPYKUJIH, YTO OH TMPUBOJMT K 0Opa3oBaHuio 1,2-mukeToHoB 19
— ya00HBIX CHHTOHOB TS TIOCJIEIYIONIMX TpeBpaiieHuii (cxema 8).

N(CH3),

| A

O 0 N7
o X Ar

0 (0]

OH _DMAP__
r» A&

19: a) Ar = 4-CI-CgHy; b) Ar = 4-Br-CgHy; €) Ar = 3,4-(OCH,0)CgHg; d) Ar = 4-F-CgHy; o) 19, 35-47%
e) Ar = 2-thienyl; f) Ar = 2,4-(CH3),-CgH3; g) Ar = 4-CH3-CgHy; '
h) Ar = 4-HO-3-CH30-CgH3; i) Ar = 3-CH30-CgHy; j) Ar = 4-CH30CgH,4

o7}
[Bo3ayx ]
N

Cxema 8

BzaumopneiictBue amiomanbrona 18 ¢ apunrnvokcansMyd  NPOBOJWIM B KHUIISIEM
anerouutpwie B npucyrctBuu N,N-mumermnamubnonupuanda (DMAP) B kadecTBe ocHoBaHus. B
pe3ynbTaTe BIEpBbIe ObUIM MOdydeHbl 1,2-mukeronsl 19, coaepkamue 3-THApOKCUNHUpaH-4-
OHOBBIN (pparMeHT.

[Ipemioxennslii HaMu TpocTodl W APGEeKTUBHBIM MeToj] cuHTe3a |,2-mukeroHoB 19
OTKPBIBAET JIOCTYII K Pa3HOOOpa3HBIM T'€TEPOIMKINYECKAM cHUcTeMaM. Tak, MpH KOHJCHCAIUU
coenuHenuii 19 ¢ anpaerugamu 20 B yKCyCHOUM KHCIIOTE B MPUCYTCTBUU aleraTta aMmMoHus 21, ¢
XOPOIIMMH BBIXOJIaMH OBbLTH TOJTY4eHBI UMUIA30JbI 22, COJCPIKAIINE THAPOKCUIBHBIE TPYIIIIBI IPH
peaKkmMoHHOM IeHTpe (cxema 9).

R
OH O /g
HN N
(0] N Ar o .
o U+ nHoae =M o 6 ona
X0 o H R 4 reflux, 3 h \ \ r
19 20 21 22, 35-87%
O

22.1 R = 2,3,4-(CH3)3-CgH, : @) Ar = 4-CI-CgHy; b) Ar =4-Br-CgH,; ©) Ar =4-F-CgHy;

d) Ar = 4-CH30-CgH,; €) Ar = 2-thienyl; f) Ar = 3,4-(OCH,0)-CgHs.
22.2 R = 2,4,5-(CH3)3-CgHy : @) Ar = 4-CI-CgH,.
22.3 R = 3,4,5-(CH3)3-CgHy : @) Ar = 4-Cl-CgH,.

22.4R =4-Br-CgH, : a) Ar = 4-Br-CgHy; b) Ar = 3,4-(CH3),-CgHs.
22.5 R = 2-thienyl ; a) Ar = 4-CI-CgHy; b) Ar = 4-Br-CgHy; c) Ar = 2-thienyl.
Cxema 9



CTpyKkTypa CHHTE3MPOBAHHBIX TIPOM3BOJHBIX OblJIa OJHO3HAYHO JIOKAa3aHAa METOIO0M
PEHTICHOCTPYKTYPHOTO aHaIM3a Ha npuMepe coequnenus 22.1a (CCDC 1921984).

Amnanorn4no, xonjeHncanuei nuketronos 19 c 1,2-¢penunenmuamuaom 23 ¢ BeIXOgamMu 72-
80% ObIM TONMY4YeHBI XMHOKCAIMHBI 24, wumewoomue 1,3,5-rekcaTpueHOBYI0 CHCTEMY U
THJPOKCHIIBHYIO TPYIITY NPH peakimoHHOM neHTpe (cxema 10).

OH ©
=
o Ar  H,N 0
A 2 :@ AcOH _ N
0 reﬂux 3h =
H2N HO »
Ar” N

19 23 24, 72-80%

27: a) Ar = 4-Br-CgHy; b) Ar = 2-thienyl

Cxema 10

Takum oOpa3zom, HaMu ObLI CHHTE3MpPOBAH IIUPOKUHM Kpyr AWIETapUIITEHOB C
a30TCOACPKAUUM MOCTUKOM M THIAPOKCHJIBHOM T'PYNIION NPH PEAKIUOHHOM LEHTPE Ha OCHOBE
KOHJIEHCAIlUH C y4acTHEeM apuirivokcanei. B OonbmIMHCTBE CilydaeB MPOIYKThI MOJIY4alIUCh 110
AQHAJIOTUM C JIATEPAaTypHbIMHU METOJMKAaMH, OJHAKO, B PsSJE€ CIy4aeB Mbl CTOJIKHYJIUCh C
HEO0XXUJIAHHBIMHA OTKJIOHEHUSIMH.

1.5. CuHTE3 TUrHAPONUPPOIOHOB M MUPPoo|[3,4-D|mupuaun-4,5-1M0HOB.

W3 nuTeparypsl HM3BECTHO, YTO JIETKO JOCTYNMHBIA amMua 25 NpUHUMAaeT ydacThe B
MUKJIA3AIAA C alleTaTOM aMMOHHUS, 00pa3yst UMUIa301 26, 4To MOOyaUI0 HAC MOJAPOOHO M3YYUTH
3Ty PEaKIUI0 KaK ajJbTePHATHUBHBIN, MCKIIOUNTEIBHO IMPOCTOM METOJ CHHTE3a WMHIAA30JIbHBIX

o O
Q)K/ ) 3h, reflux NH4OAc
NH2
2804 CeHe O NH  AcOH, reflux
/&o

25

TEPapHUIICHOB.

Cxema 11.

B nureparype omnucaHo Takke MOJy4eHHE MHTEPECYIOIIMX HAC MPEIIIeCTBEHHUKOB 27 Ha
OCHOBE ONe-pot TPEeXKOMIIOHEHTHOW peaknuu 4-TUIPOKCU-6-MeTun-2H-nupan-2-ona 28,
apuITITHOKcaliei 2 u aneramuaa 29 B MpUCYTCTBUHU reTeporeHHoro karanuszatopa SnClo-SiO2. Mbl
BOCITPOU3BEIN JJAHHYIO KOHACHCAIIMIO U YCTAHOBUIIM, YTO OHA JIETKO MPOTEKaeT 0e3 NCIOIb30BaHUS
KaTanu3aropa (cxema 12).

/@)S/ MeCN
)L reflux
NH
2 " )k

0" "0 27,43-47%

30: a) R = 4-Cl; b) R = 4-Br; ¢) R = 4-F; d) R = 4-CHj; e) R = 4-CH;0.

Cxema 12

10



EctecTBeHHO OBUIO MPEAIONIOKUTH, YTO B3aUMOJEHCTBUE MPOU3BOAHBIX 27 ¢ amuHamu 30
MIPY KHUITSTYEHUW B 3TAHOJIE MPUBEACT K IeIeBbIM uMuAa3oinam 31. OgHako, B pe3ysbTrare peakiuu
MNPOUCXOTUT  PElUKIM3alMs  HUPOHOBOTO  KOJbIla ¢  0Opa3oBaHHMEM  MPOU3BOIHBIX
auruapormpposiona 32 (cxema 13).

31

AcOH/ EtOH

1
+ RINH, reflux

27 30

- 32, 30-69%

34: a) R = 4-Cl, R'= H; b) R = 4-Br, R'=H; ¢) R = 4-CHj, R'= H;
d) R = 4-Cl, R'= CHj; e) R = 4-Cl, R'= (CH,),0H;
f) R = 4-Cl, R"= -(CH,),-CgHs.

Cxema 13

MBI NpennoyIOKWIM,  YTO  TMOJ  JEHCTBHEM  KHCJIOTHBIX  PEareHTOB  TaKhe
MOJIM(PYHKITMOHATHHBIE COCTMHEHNUS TOJDKHBI TOJIBEPTaThCsl BHYTPUMOJICKYIISIPHBIM [TUKITH3AIHSIM.
JlelicTBUTENTFHO, HAMHU OBLIO TIOKAa3aHO, YTO HarpeBaHWEe €HaMWHOHOB 32 B CMECH YKCYCHOW W
constHoi kuciaoT (1:1) MpUBOAMT K KOHAECHCHPOBAHHBIM Muppoiof3,4-blmupuann-4,5-mmonam 33.
[lo-BuauMoMy, Ha TEPBOM CTAgUM PEAKIUU MPOUCXOIUT BHYTPUMOJEKYJSpHAs LUKIU3ALUS C
OTIIEIUICHHEM MOJICKYJIbl aMWHa M oOpa3oBaHueM N-alleTUIBHOTO MPOW3BOTHOTO 34,
MOCJICAYIONUI KUCIOTHBIA THAPOJIN3 KOTOPOTO MPUBOIANT K KOHEUHBIM mpoaykram 33 (cxema 14).

NHR!

o)
HN“/< HCI / AcOH
-R'NH,

32

35:a) R = 4-Cl, R'= H; b) R = 4-Br, R'= H; ¢) R = 4-CHj, R'= H; d) R = 4-CI, R'= CHj3;
e) R = 4-Cl, R'= (CH,),0H; f) R = 4-CI R'= -(CH,),-CgHs.

Cxema 14

Cnenyer OTMETUTh, YTO TMPEBpAIlllEHUE HCXOAHBIX areramMuaoB 27 B mnupposo|3,4-
blnupuaun-4,5-1uonsr 33 MOKET OBITH POBEACHO B OJIHY CHHTETHYECKYIO CTAANI0 0€3 BBIICICHHS
MIPOMEKYTOYHBIX CHAMHUHOHOB 32. B 3ToM ciydae mocie B3aumoneiictBus coenuHenuid 30 ¢
aMUHAMH PEaKIMOHHYI0 MacCy yhmapuBalidi W 00pabaTbIBall CMEChIO KHCIOT. B pesynbrare
OJIHOCTAIMHHOTO CHHTE3a Tak)Ke OBLIU IMOJIy4YeHBI OUIUKINYecKue MpoayKThl 33. HecoMHeHHBIM
MPEUMYILIECTBOM ONe-pot mojaxona sBhsieTcss Ooyiee BBICOKUH CYMMApHBIM BBIXOJ KOHEUHBIX
nupposio| 3,4-bmupunun-4,5-1uonos 33, Tak Kak B 3TOM Cllydae MCKIIOYAOTCS MOTEPH Ha CTAIUN
BBIZITICHUS M OYHCTKH MPOMEKYTOUHBIX coenHenuit 32 (cxema 15).

CrpykTypa OUIMKINYECKUX MPOU3BOIHBIX 33 ObliIa yCTAHOBJIEHA C MOMOINIBIO TBYMEPHOM
SAMP cnexrpockonuu (HSQC u HMBC) u o1HO3HAYHO JOKa3aHa METOJIOM PEHTTEHOCTPYKTYPHOTO
aHanu3a Ha npumepe coeaunenus 33.2a (CCDC 1921613).

11



(0] NH

AcOH/EtOH 1) HCI/AcOH __
—_—
reflux 2) H,O o N
R R
33, 50-70%
0 NH O NH o NH o} NH
(0] N o N 0 N 0 N
H |
R! CHs R? H Cl (of
331 33.2 on 333 33.4
33.1:a) R=4-Cl; b) R = 4-Br; ¢) R = 4-CH,.
33.2: a) R = 4-Cl; b) R =4-Br; ¢) R = 4-F;
d) R = 4-CH3; ) R = 4-OCHj3 OCHj,

Cxema 15

2. DOTONMKIM3ANUS JAUTETAPHIITEHOB — KAaK METO] CHHTE3a MNOJUIMKINYEeCKHX
apoMaTH4YeCKMX COeMHEeHMH.

2.1. TpaguHOHHBbIE PEeBPANIEHUS.

Bce cunTe3npoBaHHbIE TepapHIEHBI TOABEPraIMCh 00IYUEHHIO YIbTPa(UOIETOBBIM CBETOM
C UETbI0 TOJYYEHHUS MNOJHIUKINYECKAX TPOAYKTOB B pe3yJbTaTe HJIeKTpouukiIu3zanuu 1,3,5-
TreKCaTPUEHOBOM CHUCTEMBI C TMOCIIECIYIONIUM SJITUMUHHPOBAHUEM MOJICKYJIbl BOIbI (cxema 16), a
TaKKe B HAJASKIe Ha OOHApYy)KEHHE COCIUHEHUWH, TEepPCIEKTHBHBIX [UIS WCIIOJIB30BAaHUS B
YCTPOKCTBAX ONTUYECKOH MaMsATH WM B Ka4eCTBE OMOJIOTHYECKU aKTHBHBIX BEIIIECTB.

Cxema 16

deHOMEHOJIOTHST TIpollecca IMEepPBOHAYAIBHO H3ydajach Ha mpumepe (GOoTooOIydeHUs
npou3BOAHBIX  mupposo[2,3-d]unupumuaun-2,4(3H)-quonoe 92 u 9Cc. B cBsA3u ¢ HHU3KOM
pPacTBOPUMOCTBIO HM3YYaE€MbIX COCJUHCHUH B OOJIBIIMHCTBE OPraHUYECKUX PACTBOPHUTEICH,
(doTopeakius mpoBoawiack B N-MmeTwi-2-nuppoiuaone (NMP), kotopelii oOmamaer OTIWYHOM
pacTBOpSIIONIEH CHOCOOHOCTBIO M TIO3BOJISIET CO3[aBaTh JOCTATOYHO BBICOKHE, B CYIIHOCTH,
MpernapaTUBHbIE KOHIIGHTpAIlMK O00Jy4aeMblX pacTBOpoB. OOmydeHHE NPOBOAMIN C HOMOIIbIO
namnel Vilber Lourmat VL-6.LM (365 nm, 6 W) npu KOMHaTHO# TemmepaType, B aTMocdepe
OKpyXaromei cpensl (0e3 MpUMEHEeHHs] HHEPTHBIX Ta30B WM BakyyMma!), B cocyaax u3 OOBIYHOTO
crekna (0e3 HCIOJNBb30BaHUS KBapleBOW mocyapl!) B TedeHue 8§ dyacoB. DOTu ycnoBus (c
BappUPOBAHWEM BpEMEHH Tpollecca) OBUIM B JalbHEHIIEM pacHpoCTpaHEHbl Ha  BCE
HUKEOTHCaHHBbIe TMpolecchl. B 000uX ciaydasx ¢ XOpOLIMMH BBIXOJAaMH OOpPa30BHIBAIHCH
MOJMIUKInYeckue mpoaykTel 35a u 35C. Ilpu a3Ttom pactBopuMocTh nocneanux B NMP okazanack
HUKE TaKOBOM Ui MCXOJHBIX COEIUHEHHWH, YTO TMPUBEIO K BBIMAJCHUIO KpPUCTAIOB
MOJIMIUKINYECKUX TPOAYKTOB 35a M 35C M CYIIECTBEHHOMY YIPOIICHUIO WX BBIJCIEHUS,
BKJIFOUAIOIUM TOJBKO (uiIbTpanuio (cxema 17).

12



)i\ 0
7
~ N
N v
° o > "NH
o
o |
— s
35a, 88% 35¢, 74%
Cxema 17

Peakuust oka3zanach, 0JHaKO, YyBCTBUTEIbHOU K CTPYKTYpPHBIM (akTopaM. Tak, JUINTEIbHOE
oOurydeHue pactBopoB coenuHenuit 9b u 9d, comeprxkammx 2-THEHUIBHBIH (parMeHT He MPHUBEJIO K
(OTOMHIYIIMPOBAHHON  DJEKTPOLMKIM3auuu uX  1,3,5-rekcaTpueHOBBIX CHCTEM: BMECTO
0’KUJAEMBIX MOJIMIUKINYECKUX MPOAYKTOB MPAKTUYECKH KOJUYECTBEHHO BEPHYJIUCH HMCXOJHBIE
coequHeHusi. He ymanock, Takke, OCYIIECTBUTH NHKIM3AIMI0 XWHOKCAIMHOB 24, KOTOpBIE
coJiepaT B CBOEH CTpykType (pparMeHT ammomanbroia. B pesynprate Y®-00mydeHHs] TaHHBIX
COeMHEHUH OBLIH BBIICICHBI HCXOAHbIE coenuHeHus 24 (cxema 18).

o

N N uv
NcxoaHoe — 365 nm » lMCxopHoe
coeavHeHne 0 S OH Ar NMP coeavHeHne
o 24

24: a) Ar = 4-Br-CgHy; b) Ar = 2-thienyl

Cxema 18

B psne cinydaeB Mbl CTOJKHYJIUCH C Pa3JIOKEHHMEM HCXOJHBIX BEIIECTB WM MPOAYKTOB
MpeBpalieHuss B yciaoBusAX  (QorooOnydyenus. Tak, TpuU  UCCIECJOBAHUM  BO3JAEHUCTBUS
yIbTParoIETOBOrO CBETa Ha MPOU3BOAHbIE THpposa 1 u 5 B reuenue 6 - 20 yacoB ¢pukcupoBanach

TOJBKO (hoTONErpafanus CoeIuHEHUI ¢ oOpa3oBaHMEM HEpa3AeTUMOM CMECH NMPOJIYKTOB (cxema
19).

R

0P Ay~ (CH2)0CH; E0,C— N@
o _

uv uv

Hepasaenumas Hepasaenumas

o \OH 365 nm > cMech _ 365nm _ cMech

MeCN npoayKToB MeCN npoayKToB
e — y R doToaerpagaumm R2 doTogerpagaumn
N

Cxema 19

BMmecte ¢ TeM wucnonb3oBaHue Oojiee CTaOWIBHBIX W MeHee (QYHKIMOHAIM30BAHHBIX
uHI0IbHBIX (11) u uMupazonupuaHOBEIX (13) TepapuieHOB MO3BOJMIO HANPaBUTH MPOIECC B
HYXXHOM HanpasieHuH. CUHTe3upoBaHHbIe HaMU paHee UHI0Jb! 11 noasepranu Y d-o06ayueHuto B
pactBope NMP npu komMHaTHOH Temreparype U arMocdepe OKpyxkaromeil cpelnsl B TeueHHue 25
yacoB. B pesynbrate oTopeakumuu oOpaszyroTcs CTaOMIIbHBIE MOJUIMKINYECKHE apOMaTHYECKUe
npou3BoiHbIie 36 (cxema 20).
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36.1:a) R' = CH;, R? = Cl; b) R' = CH3, R? = F; ¢) R" = CH30, R? = Br; d) R" = CH30, R? = i-Pr;
e)R' =-OCH,0-, R>=ClI.

36.2: a) R" = CH3, R2=CI; b) R" = CH3, R? = Br.

36.3: a) R"' = CH3, R2= CI; b) R" = CH3, R2 = Br.

36.4:a)R" = CH3, R2=CI.

Cxema 20

HecoMHEHHBIMH ~ JTOCTOMHCTBAMH  MPOJAEMOHCTPUPOBAHHON  (OTOPEAKIIUUA  SBIISTFOTCS
CEJICKTUBHOCTh, OTCYTCTBHE HEOOXOIMMOCTH WCIOJIB30BAHUS CICIHAIBHBIX PEAaKTOPOB |
KBapLEBOM TMOCY/Abl, HHEPTHON arMocdepbl, a Takke XpoMarorpadpuyeckod OYMCTKH s
BeIZIEIeHUST (poTompoykToB. Kpome TOro, KOHIIEHTparus oOJydaeMbIX pPacTBOPOB COCTaBJISET
2.5*10 MOJIB/11, YTO COMOCTABHMO C KOHIIEHTPAIUSIMU B 0OBIYHOM OPTaHUYECKOM CHHTE3E.

CTpyKTypa BceX MONMIUKINYECKHX (OTONPOMYKTOB OblIa YCTAaHOBIEHA C MOMONIbI0 “H,
13C SIMP, macc-criekTpoMeTpreil BBICOKOTO pa3pelieHus, a TAKke 0JHO3HAUHO J0Ka3aHa METOI0M
PEHTTCHOCTPYKTYPHOTO aHanu3a Ha npuMepe coeaurenus 36.3b (CCDC 1896012).

O6nyyenue coequaenuit 13 npoBoamiu B NMP npu komHaTHO# TemmniepaTtype u atmochepe
OKpY’Karollen cpee B OTKPBIThIX vamikax [lerpu npu quHe BosHbl 365 HM B Teuenue 40 yacos. B
OOJIBIIMHCTBE CllyyaeB HaOII0Aanoch 00pazoBaHuE KpUCTALIOB (oTornpoaykroB. Ilo okoHuaHuio
BpeMEHHU OONydYeHHs, peakIMOHHAas Macca pa30aBisiach BOJOM U OCTaBIsUIaCh HAa HOYb IS
OKOHYATeIbHOro (hopMupoBaHus ocaaka (cxema 21).

0y

37,45-65% R?

“CL
NN

373 R?

37.1:a)R'=CF; R?=Br;b)R' =H, R>=Br.
37.2:a)R' = CH3, R2=Br; b) R' = CH;, R? = Cl; ¢) R' = CH3, R = F ; d) R' = CH5 , R? = CO,CHj;
e)R'=ClI,R?=Br; f)R"=Cl, R?=Cl; g) R' = Cl, R? = CN; h) R' = CI, R? = CO,CHj;
i) R" = CI, RZ = 3-thienyl; j) R' =Br, R2=Br; k) R' =Br, R2=Cl; I) R' = H, R2 = Br.
37.3:a)R' = CH3, R?=Br; b) R' =H, R? = Br.

Cxema 21
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O4HnCTKY TOJIYYEHHBIX (POTOMPOIYKTOB MPOBOIAMIN C IMOMOUIBIO MEPEKPUCTATUIN3ALUU U3
ATaHOJIa, MIPH ATOM HX BBIXOJBI cocTaBuiIu 45-65%. B manHom ciydae QoTopeakiusi mpoTeKaeT
CENIEKTUBHO C O0Opa3oBaHHWEM TOJBKO MOJMIMKINYECKUX TPOAYKTOB 37, BBIXOIBI KOTOPBIX
MPAKTUYECKH HE 3aBUCAT OT AJICKTPOHHBIX I(P(PEKTOB 3aMeCTUTENICH B UCXOJHBIX COCTUHEHUSAX, a
CBSI3aHBI B OOJIBIIIMHCTBE CIIYy4aeB HCKIIOYUTENIBHO C pacTtBopuMocThio B NMP u ero cmecu ¢
Boo#. KoHeHTpanus o6mydaeMbIX pacTBOPOB, TAKXKe, KaK M B IPEABLAYIINX OMBITaX, COCTABIISIIA
2.5*102MonB/, YTO COMOCTABMMO C KOHIEHTPALMSAMH B OOBIYHOM OPraHMYECKOM CHHTE3E.
brmu3kue aHanmoru CHHTE3UPOBAHHBIX  (OTOMPOMYKTOB 37, oOONamaromme IKEeCTKUM  7-
KOHBIOTUPOBAHHBIM CKEJIETOM C XOPOUIMMH TPAHCIIOPTHBIMA CBOWCTBAMH M TEPMHUYECKOH
cTaOMIBHOCTHIO, McHob3ytoTcsi B OLED u conHeunsix Oarapesx. OQHAKO H3BECTHBIE METObI
CHHTE3a TAaKUX COEAMHEHUH MHOTOCTAJMWHBI, HETEXHOJOTHYHBI, TPEOYIOT WCIIOIh30BAHUS
pa3NMMYHBIX KaTaU3aTOPOB M OOJBIIOTO KOJMYECTBA pacTBopuTeneil. B cBsi3u ¢ aTHM,
MPEUIOKEHHBIA B AUCCEPTAIMH IBYXCTAIMWHBIA METOJI CHHTE3a TOJIMIUKINYECKUX nMuaasof 1,2-
O|MUpHUITHOB UMEET HECOMHEHHBIE TICPCTICKTHBBHI.

2.2. Cunre3 umuaaso[1,5-ajnmupuaun-5,8-1uonos. “HexaHonndyeckasi” peaxiusi.

MosxHo OBLIO 0KHIIaTh, qT0 B psnae CIIy4aeB 6T-3TIEKTPOIUKIINYECKas
(bOTOUMKIN3ALUA/STUMUHUPOBAHUE JTUT€TAPUIIITEHOB OyJIeT KOHKYpUpOBaThb € IMOOOYHBIMU
mnmponeccaM, BBI3SBAHHBIMU IIPEBPAlICHUAMU COCTABJIAIONIUX HX (bpal"MeHTOB o a ﬂeﬁCTBHeM
ceeta. C TakuM SBJIEHUEM MEI CTOJIKHYJIMCH IIPU H3YYCHHU HMHUJA30JIBHBIX ITPOHU3BOIHBIX 22,
pacTBOPBI KOTOPHIX moaBepraiuch Y D-ob6mayuenuto B NMP B Teuenue 30 gacoB B wamkax [letpu
MIpU KOMHATHOH TemIepaType U aTMocdepe OKpYKaroIlei Cpeibl.

R1

OCHj; OCHj3 OCHg3 OCHg

F B
39a, 30% ¢l 39b, 22% 39c¢, 29% ' 39d, 22% OCH,

39e, 26%

Cxema 22

BMecTo 0XuaaeMbIX MOJUIHUKINYECKUX MPOAYKTOB 38, HamMH OBUIM C YMEpPEHHBIMH
BbIXOJIaMH BbIJeNeHb! coequHenus 39 (cxema 22). Ilpouecc peanusyercs TOJBKO HpPU HAIWYUU
CHJIBHBIX JIEKTPOHOJIOHOPHBIX 3amectuteneit (2,3,4-TpUMEeTOKCU(PEHUIBHOTO U 2-THEHUIIBHOTO) B
MOJIOKEHUH 2 MMHUJA30JbHOTO Kojblia. Bo Becex Apyrux ciydasx mocie oOJMydeHUs BbLICTSUTUCH
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HUCXOOHBIE HMHWAA30JIBI B CMECU C HeI/II[eHTI/I(bI/H_H/IpyeMbIMI/I MMpoOAYKTaMU CI)OTOpaSHO)KGHI/IH.
[Mpupona opmo-3amecturens apuibHOTO (parMeHTa B MOJOKEHHH 4 MMHIAQ30JbHOTO KOJIbIIA HE
OKa3bIBACT CYHICCTBCHHOI'0 BJIMAHWUA Ha IMPOTCKAHHC (bOTOpeaK]_[I/II/I. Hesricokue BBIXObI
OPOJYKTOB  CBSI3aHBI,  [MO-BHAMMOMY, C  MapaUleJbHO  NPOTCKAIONUMH  MPOLECCAMU
dboTonerpasanuu.

Crpoenne ¢ortonpoayktoB 39 ycraHasnmpamock ¢ momompio ‘H, ¥C u 2D SIMP
skcriepumenta HMBC, a Ttaxxke Macc-CeKTpOMETpUel BBICOKOTO pasperieHus. OIHO3HAYHO
J0Ka3aTh CTPOEHHE coequHeHud 39 yoamoch METOJOM PEHTTEHOCTPYKTYPHOTO —aHalln3a
coenunenus 39a (CCDC 1921614).

B nmmccepramum crienuanbHO HE HM3y4alicsl MEXaHH3M oOpaszoBaHus (oTompoaykroB 39,
MIPEJIOKEH BapUAHT, OCHOBAHHBIN Ha JINTEPATYPHBIX JTAHHBIX.

B menmom, MOXHO KOHCTaTHpOBaTh, YTO B JHMCCEpPTallMM pa3padoTaH yI0OHBIH,
3¢GEeKTUBHBIH M DKOJOTUYECKHM YHCTBIH METOJ CHHTE3a MOJUIMKIMYECKUX IPOU3BOIAHBIX
umuasof 1,2-a]nupuanHoB Ha OCHOBE (bOTOMHIYIIMPOBAHHOMN IEKTPOLUKIN3ALNI
rekcaTpueHoBoil cucrembl. Kpome Toro, Oblma mpoJaeMOHCTpUpoBaHa (OTOXUMHUYECKAsS
TpaHc(hopMaIys MPOU3BOAHBIX UMHUAA30I1a, COJEPXKAIUX (PPArMEHT AJUIOMAIIbTONA, B PE3yJbTaTe
KOTOpOH OBIIM  BHEpBBIE MONydeHBl HMUAa30[1,5-o]mupuanH-5,8-TMOHEI ¢ yMepeHHBIMHU
BBIXOJAMH.

3. Houck d¢uyopecunpywux coeJUHEHUH JJsi YCTPOMCTB ONTHYECKOI apXHBHOM
NaMsATH.

Haxkomennslit panee B Jlabopatopuu onbIT paboThl ¢ PIyopecuupyrOIIMMHU BEIIeCTBaMu, 1
yCIelIHasl pa3paboTKa METOJO0B CHHTE3a IMOJMKOHJICHCUPOBAHHBIX MPOJYKTOB (POTOIMKIU3AIHEH
THJIPOKCUIICO/ICPKAIIMX TEPAPUIICHOB MMOOYMMIM HAC K IOUCKY IOTEHIIMAIbHBIX 3JIEMEHTOB
ONTUYECKOHM MaMATH CpPelu ATHX COCNMHEHHMU. PaccmarpuBalioch JBa MOAXOJAa K PEIICHUIO 3TOM
3amauu. B COOTBETCTBUM C MEPBBIM, MPEAINOIAraioch CHHTE3HMPOBATh TEPAPHIICHBI, 00JIaar0IIne
duryopecuieHIel, HO Tepsomue ee B pe3ynbrate (GoTonuKiIM3anuu. Pe3ynbTaroM BTOPOTO
MOJX0Aa JIOJDKHO OBLJIO OBITH TMOJIydEHHE COCAMHEHHH, KOTOPhIE B HCXOJHOM COCTOSIHUM HE
obnanator QuyopecueHnuei, a npu obiydyeHun Y®D-cBeToM MpereprneBaid (OTOIMUKIH3AIMIIO C
oOpa3zoBaHueM (hIyopecuupyONX MPOITyKTOB.

K coxanenuto, B JuTepaType OTCYTCTBOBaja 4YeTKas pPYKOBOAAIIAS Huaes s
HAMpPaBJICHHOTO CO3JaHMs MOJOOHBIX Tap BEIIECTB, MpeTepreBamuX (HOTOUHIYIIUPOBAHHOE
W3MEHEHHE (IIYyOPECICHIIMU. bBBUI0 TOHATHO JHIIb, YTO B KAyeCTBE MOCTHUKOB CIIEAYyEeT
MCIOJIb30BaTh (PparMeHThI, CTA0OMIbHBIE B yCTIOBUAX Y D-00yueHus1, TOTJa Kak CBSI3aHHBIE C HUMHU
LHUKIU3YIOIIMECS OCTAaTKU JOJDKHBI COJEpKaTh JBOMHBIE CBSI3M U HENpPEACNIbHbIE TPYIIbL,
TpaJUIMOHHO o0ecneynBaromue GpayopecleHIHnIo.

Bo Bcex ciydasx B KauecTBE  YHHMBEPCAIBHOTO  MOCTMKAa  MCIOJb30BAJICS
JTMMETHIIMPOBAaHHBIA KMMUAa30i10H. [lpu peanuzanuu mepBOro mMoaxoja 3TOT TETEPOLMKI ObLI
CBSI3aH C napa-3aMEUICHHBIM apWiIbHBIM WJIM THEHWIbHBIM (parMeHTamMu, a Takxke ¢ 4-
THPOKCHKYMapUHOM — TPAJUIIHOHHBIM (IyopeciieHToM (cxema 23).
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Cxema 23

MpI nokasanu, 4To MUCXOJIHble nMUAa30s0Hbl 14.1. obmagaroT dayopecuenuuein. PactBopsl
nmMuazon-2-oioB 14.1 8 NMP nmoxsepramu oGmydenuto YD-cBeTOM Npu JAIUHE BOJHBI 365 HM B
Teuenne 15 wacoB. Ha  mporsokenunm — Qoropeaknum  HaOmIOgANOCh  0Opa3oBaHUE
Guyopecuupylomero MpoayKTa B BHAE WIONbYATBIX KPHCTALIOB. PeaknnoHHY0 Maccy
00pabaTbIBaJIM aHAJIOTUYHO paHee OMHCAaHHBIM criocoOoM u mory4dri poaykTel 40.1 ¢ BeIXogamMu
46-61%. BeIscHHIOCH, OJIHAKO, 9TO (UIYOPECICHIIMEH 00JIaalii HEe TOJIBKO UCXOAHBIC COCAMHCHHUS
14.1, vo n doronponykrel 40.1, uro AenmaeT WX OECIIEPCIIEKTUBHBIMH C TOYKH 3PEHHS ONITUYECKOH
HaMSTH.

Bmecre ¢ Tem, Henb3si He OTMETUTH 3P (GEKTUBHOCTH MPOJEMOHCTPUPOBAHHOIO METOJa
CHUHTE3a TMOJUKOHIACHCUPOBAHHBIX BEIECTB, IPEMapaTUBHYIO MPOCTOTY €ro pealu3alud Hu
BbIJICNICHUS TIPOAYKTOB.

[TonyuenHsle pe3ynbTaThl MOOYAUIN HAC CKOHILIEHTPUPOBATHCS Ha BTOpoM moaxone. Ilpu
3TOM, OBUIO MPHUHATO pEIIeHWE CHUHTE3UPOBAaTh M UCCIEAOBAaTh COEOUHEHHS, B KOTOPBIX
KyMapHUHOBBIN ¢parMeHT OyJeT 3aMEeHEH Ha CUCTEMY C MEHBIIEH 1eTbI0 CONPSKEHUSI, B pacueTe Ha
OTCYTCTBHE (PITyOPECLIEHLIUN B UCXOJHOM COCTOSHHH.

Hamu Obuti mOJTydeHBI TTPOM3BOJHBIE MMHIa30J1-2-0HOB 14.2 ¢ 4-ruapokcu-6-merui-2H-
MUpaH-2-0HOBBIM U 14.3 ¢ 1uMe0HOBBIM (hparMeHTaMu BMECTO KyMapHHOBOTO ITMKJIA (OMHUCAaHUE
UX CHHTE3a TPEACTABICHO B MEPBOM 4YacTU OOCYKICHHUS Pe3yJbTaTOB) U YCTAHOBWIIM, YTO OHHU B
otnuyue oT coeaunenuit 14.1 ne oGmagarot GuryopeceHIe.

Hcxonnple uMuaa30J1-2-0Hbl ObLITH MOABEpKEeHBl Y @-00Iy4eHUI0 P AJMHE BOJIHBI 365 HM
B pactBope NMP B Teuenue 6-20 yacos. Bo Bcex ciydasx Habmo1a10ch 00pa3oBaHue OJTHOTO THUIIA
NOJUIMKIMYECKOr0 MpoaykTa. MOTOXUMHYECKHE PEAKIMU KOHTPOIUPOBAIH ¢ nomoIso ‘H IMP
CHEKTPOCKOIHUH.

[ToguepkHem eme pas, 4to Ais MpoBeAeHHs (poTopeakluu He TpeOyeTcs HCIOIb30BAaHUE
CHeIHaNbHbIX (OTOXHMMHYECKUX PpPEaKTOPOB, KBAapIEBOM TOCYIbl M CO3JAHUS WHEPTHOU
atMocdepsl. braromapss Tomy, 4TO HMKJIM3AIMS MPOTEKAET CEIEKTHUBHO, BCE MPOIYKTHI OBLIN
BBIZIETICHBI 0€3 MCMOJIb30BaHUS Xpomarorpaduu, 4TO B CBOKO OYepeb MO3BOJSIET CYIIECTBEHHO
COKPaTUTh MOTpeOieHne OPraHMYECKUX pacTBOpUTENel. BakHO OoTMEeTUTh W TOT (PaKT, UTO B
cllydae JUMeIOH-COJIepKAIINX COSTUHEHHH, TakKe, KaK U B cirydae (POTOMPOTyKTOB HHI0JIOB 36.3-
36.4 u umupnaszo[1,2-ojmupuauHoB 37.2-37.3 omHa W3 ABOMHBIX cBsizel 1,3,5-rekcrapueHOBOM

17



CHCTEMBI TMpeJCTaBleHa [-IUKETOHHBIM (parMeHTOM. DOTOLMKIM3AIMS MMOJOOHBIX CHUCTEM
noka3aHa Ham# BriepBbie. CyMMapHbIe pe3yJIbTaThl IPEACTaBICHbI HA cxeme 24.

40.2-40.3 R

26-69%
i X
A e
) =
44 Oa®
R R
40.2a-e 40.2f 40.3

40.2:a) R=Br; b)R=F; ¢) R=CN; d) R =Cl; ) R =CO,CH3.
40.3:a)R=F; b)R=Br;c) R=CN;d)R =Cl; e) R =CHj.

Cxema 24

Bce nonunukinyeckue MpOayKThl ObLTM OXapaKTePH30BaHbBI MOJHBIM HA0OPOM (H3HKO-
xumuueckux MetonoB. Ctpykrypa ¢orompoaykto 40.3d (CCDC 1817994) u 40.3b (CCDC
1817993) Obla 0IHO3HAYHO J0KA3aHa C MOMOIIBIO METOIa PEHTTE€HOCTPYKTYPHOTO aHATH3a.

[TpuUHIUIHATEHO BaXKHO MOMYEPKHYTH, 4TO coequHeHus 14.2-14.3, kak BbIIIe OTMEYAIOCh,
HE TpOSBIAIOT duyopecleHuy, Toraqa kKak Bce dotonponaykrel 40.2-40.3  sBisroTcs
¢bnyopecuentamu. CriekTpaibHble U (hIyOpecleHTHbIE CBOMCTBA KaK MCXOTHBIX MMH/1a30J1-2-OHOB
14.2-14.3, Tax u mponykToB ux dotonpenpamieHus 40.2-40.3 orpakensl Ha puc.1-3 u B Tadm. 1-3.

Ha puc. 1 npusenens! cekTpsl moryoinenus coequnenns 14.3f (kp.1), poronpoaykra 40.3a
(kp.2), a TakkKe ero CHIeKTpbl BO30OykaeHus ¢uryopecueHnuu (kp.3) u dayopecueniuu (kp.4),
CBUJIETEIHCTBYIOIINE O TOM, YTO 0 CPABHEHUIO C UCXOJHBIM COCIMHEHUEM B CIIEKTPE MOTIIOLICHHS
(boTONpOIyKTa MPOSBISETCS JOMOJHUTENbHAS TI0JI0CA TMOTJIOIEHUS B BUIUMOM 00JIacTH CIIeKTpa ¢
MakcuMymMoM mipu 415 HM. B oTinume OT MCXOIHOrO BellecTBAa MOJUIMKI XapaKTepHU3yeTcs
M0JI0COH (hIyopeceHIIMN ¢ MaKCUMYMOM TIpu 507 HM, IPUHAJICKHOCTh KOTOPOH (OTOMPOIYKTY
MOATBEPIKIACTCS CHEKTPOM BO30YXIeHUs QuyopecieHInd. BaXHO OTMETUTh Takke, YTO IS
ATOTO COeMHEHUs XapakTepeH Oomnbiioi caBur Crokca (6osee 90 um) (Tabdmn.1).

A 1Mau
16 - 8000

14 7000
12 6000

1 5000
08 4000
06 3000
04 2000

3 .
02 ; ~ 1000

~

r ey,
e
0 = 0
250 350 450 550 650 A.nm

Puc. 1. Cnexrps! nornomenus (1,2) 1 Bo3OyxeHus GpryopecieHInn, u3MepeHnble mpu A = 507 Hm
(3), a Taxke criekTpbl QuryopecteHInn Mpu Aex = 415 M (4) mns coenunenwnii 14.3f (1) u 40.3a
(2,3,4) B NMP.
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Taoauna 1. CriektpanbHble U (GIyopecleHTHbIE XapaKTePUCTHKH MTPOU3BOIHBIX UMHU1a301-2-0HOB,
conepxkanux pparmMent aumenona, 19.3 u 45.3 B N-MeTHI-2-nupposiuioHe.

CoeHEHNE A0S M g, JImomptem? AT HM A\, HM o

14.3f 282 11250 - - -
284 29000

40.3a 415 6000 507 92 0.42
287 18250

14.:3d 330 9000 ' ' '
287 27250

40.3b 415 4500 525 110 0.13
284 18750

1430 330 9500 ' ' '
286 39000

40.3d 315 4500 505 90 0.31
415 6000
280 16000

14.31 382 11000 ' ' '
290 51750 503

40.3c 365 8750 98 0.14
405 4750

14.3c 284 17500 - - -
284 28500

40.3e 410 4500 500 90 0.32

Hpumeuanne: A%, A" — MakcuMymbl mormomieHus M (IyOpecEHIMH, COOTBETCTBEHHO, & —

MOJIApHBIA Koddduuument mornomenus; AL = AM - A% — cigur Crokca; ¢f- aGcomoTHsrit
KBAHTOBBIH BBIXOJ (DITyOPECIICHITHH.

AHamu3  CHEKTPaIbHO-(UIYOPECICHTHBIX  XapaKTepPUCTUK  WMHJa30i-2-oHOB  40.3
MOKa3bIBAET, YTO HAOIIIOJACTCS MX HE3HAYUTEIbHAsI 3aBUCUMOCTh OT IPHUPOJIBI 3aMECTUTEINICH, TEM
HE MCHEe, OTMETHM, YTO HAaWMEHbIIAas MHTEHCUBHOCTH (IyOpecleHIUH 3agHuKCHUpOBaHA s
COEIMHEHHUH ¢ AIIEKTPOHHOAKIEHTOPHBIME 3amecTuTessimu -Br (40.3b) u —CN (40.3c¢).

CrekTpainbHO-(QIyOpEeCIEHTHBIE — XapakTepuCTUKH  coeaunenwit  14.2d wu  40.2b
MPEACTABIICHBI HA PUC. 2, a U OCTAIbHBIX Tpou3BOoHBIX 14.2 u 40.2 npusenens! B [Ipunokenun K
JIMCCEPTAIIH.

250 350 450 550 650 A,nm

Puc.2. Cnextpsl nornomenus (1,2) u Bo3OyxaeHus GpryopecueHIny, u3MepeHHsie npu A = 500 Hm
(3), a Taxoke criekTpbl QuryopectieHIHu mpu Aex = 450 uM (4) ns coenuuennii 14.2d (1) u 40.2b
(2,3,4) B NMP.
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B otnuume ot coenunenwuii 14.3, npousBoausie 14.2, conepxamue GpparMeHT 4-TuApOKCH-6-
MeTHI-2H-niupaH-2-0Ha, XapaKTepu3ylTcs OaTOXPOMHO CIBHHYTBIMU II0JIOCAMHU TIOTJIOMICHHUS
(doTONpOyKTa, U HECKOJIbKO MeHbImMH caBuramu Crokca (55-63 Hm). [Ipm 3ToM moJioKeHUE
1oJIOC (IIYyOPECUEHIIMU 3TUX COCAMHEHHH HE3HAYMTEIBHO 3aBHCUT OT IPUPOIBI 3aMECTHTENCH U
MIPAKTUYECKH COBIAAACT C TIOJIOKEHUEM 1oJjioc (iryopecteHuu poronpoaykros 40.3 (Tadi.2).

Taéauua 2. CriektpanbHble H (IIYOPECICHTHBIC XapaKTEPUCTHKHU MMPOU3BOIHBIX HMHJIA30J1-2-0OHOB
14.2 n 40.2 B N-MeTHII-2-TUPPOJIUIOHE.

CoenuHenue A2 M g, J moab ™ cm?t A EM AN, HM o
14.2d 295 8750 - - -
269 29000
287 17500
324 7250
40.2b 338 8500 503 58 0.38
430 10500
445, 10250
296 9500
14.2¢c 325 9000 - - -
430 250
268 30250
290 20500
340y, 7250
40.2a 350 9500 503 58 0.13
430 8500
445 8250
294 8750
14.2d 325 8500 ] ] ]
267 21250
290 13000
40.2d 3361 4750 500 55 0.46
430 5750
445 5750
295 6250
14.2¢ 380 7000 - - -
450 425
268 25000
393 18500
40.2¢c 382 9250 503 63 0.20
424 6000
440y, 5500
295 56000
14.2h 377 7750 - - -
435 8000
265 19250
290 13000
40.2e 382 5750 497 61 0.18
4154, 4250
4361, 3750
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[Ipu myaHupoBaHUM CUHTE3A CJIEAYET, HA HAIll B3TJIsA, YUUTHIBATh, YTO CTOKCOB CABUT JIsS
TUCHWJIbHOTO Tipon3BogHOro 40.2f ycTymaer TakoBbIM /IS IBYX MPEABILAYIIUMX CUCTEeM (puc. 3, Ta0l.

3).

17 a0,

5000

3000

2000

250 350 450

Puc. 3. Cnextpsl nornomenus (1,2) 1 BO30YyKIeHUS (ITyOPECISHITNHN, U3MEPEHHBIC TIPH A =
459 M (3), a TakKe CIIeKTPHI PIIyOPECHEHIINH TP Aex = 417 HM (4) st coenmunennit 14.2a (1) u
40.2f (2,3,4) B NMP.

Taboauna 3. CnextpanbHble W (QIIYOPECICHTHBIE XapaKTEPUCTUKH THUEHUT IPOU3BOIHBIX

umuaa3on-2-o1oB 14.2a u 40.2f B N-meTun-2-nuppouaoHe.

CoenuHeHne A mm | g, JImomptem? A HM A\, HM o
270 12000
14.2a 308 11250 ' ' '
280 33250
308 11250
40.2f 322 8750 459 42 0.33
402 15750
417 16250

HOI[BOI[}I HUTOTH 3TOIro pasacia AucCepTanun, MOXKHO KOHCTAaTHUPOBAThb, YTO IMPCIAJIOKEH
O6H.IPII>1, HpOCTOfI u B(b(l)eKTI/IBHHﬁ METOA CHUHTE3A MOJIMIUKINYCCKUX ITPOU3BOJHBIX HMHUIAa30JI0HOB
U3 JICTKOAOCTYIIHBIX HCXOJHBIX COC,Z[I/IHGHI/II‘/‘I. KaroueBoi CT&I[PICIZ pa3pa60TaHHOr0 MECTOOda
SABJIACTCA (bOTOI/IHIIYI_II/IPOBaHHaH HUKIIN3anuAa, COIIPOBOKAAOIIAACA JIMMUHUPOBAHUECM MOJICKYJIbI
BO/JBI. HpI/I 9TOM, B OTIINYHUC OT MCXOAHBIX COG,Z[I/IHCHI/Iﬁ, BCC q)OTOXI/IMI/I‘leCKI/I CUHTC3HPOBAHHBIC
MOJIMIUKIIMYCCKUC TTPOAYKTBI 06na):[a10T WHTECHCHUBHOM (bHyOpeCHCHHHCﬁ, KBaHTOBBIN BBIXO/[
KOTOpOﬁ HC3HAUUTCIIbHO 3aBUCHUT OT IIPUPOIbI 3aMEeCTUTENCH. CI[BI/II‘I/I Crokca Coe,Z[I/IHCHI/Iﬁ
AOCTUTarOT 110 HM, 9TO B COBOKYIIHOCTH ITO3BOJISICT, HA HAIl B3I, PAaCCMATPUBATDH MOJIYYCHHBIC
B HacCToOsAIIeH pa60Te I/IMI/II[aSOJ'I'Z'OHBI B Ka4CCTBC IOTCHIHAJIBHBIX JJICMCHTOB apXI/IBHOI>'I
ONTHYECKOHN MaMSTH.

4. Buojornyeckasi akKTHBHOCTD CHHTE3UPOBAHHDLIX TUTC€TAPUJIITCHOB.

Panee B Hamieit J'Ia60paT0pI/II/I ObLIH CUHTC3UPOBAHBI JUT'CTAPHUIIITCHBI, KOTOPBIC IOKa3alin
SHAYUTCIBbHYIO I/IHFI/IGI/IpyIOIJ_Iy'IO AKTUBHOCTB 110 OTHOIICHHIO K MI/IKO6aKTepI/IaJ'IBHBIM
MNPOTCHMHKHWHA3aM, MNPCBOCXOIAIIYIO TAKOBYHO JIA OTAJIOHHOI'O MaJICMHUMHUIA 41 (B HaCTOAIICC
BpEMs MaTCpHaJl HAXOJUTCA HaA CTalUU HaTeHTOBaHI/IH).
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B mponmoimkxenue 3roro nMkia uccienoBaHuii B OTxene IE€HETHMUECKUX OCHOB
ouorexnonoruu MHcTtuTyTa 06mel reaerukn PAH (3aB. otnenom npod. B. H. anunenko) Obimm
M3y4YCHBI B KAYECTBE MHTMOUTOPOB MTPOTEMHKHHA3 POM3BOIHbIE upposia 1 u 5 (cxema 25).

OCH;
Et0,C~ N

N~ (CH2)30CHg o —

OH
on OO,
o \
- o
Br Br
1a 5a
LHC - 1322 LHC - 1323 LHC - 1326
N \ OCH,3 CH, CHj
C3Hg(CHa)2 EtO,C— NN Et0,C— A EtO,C— 2™
41 o _ o _ o _
OH OH OH
SRTEFS 2o TS &6
- ) & =
5b 5¢ 5d
LHC - 1324 LHC - 1327 LHC - 1325

Cxema 25

B mmccepramuy moapoOHO OMHCHIBAIOTCS METOIBl HCCIEIOBAaHHS W WX pPE3YIbTaTHI,
OCHOBHBIM BBIBOJIOM KOTOPBIX SIBJSIETCSA 3aKiroueHHe o Tom, uro obpasenr LHC — 1326 (5a),
MposiBJIAET ceOs HE TOJbKO, KAK MHTUOUTOP MPOTEMHKHHA3 (TECT ¢ KaHAMUIMHOM), HO M Kak
aHTHOAaKTepUAIbHBIN areHT C HWHBIM MEXaHM3MOM JeHCTBHUS (HOJABJSET POCT OaKTepuanbHOU
KylIbTypbl B TIpoOe 0e3 mo00aBlieHHs KaHaAMHUIIMHA), YTO CBHUJIETEIBCTBYET O IEJIECO00Pa3HOCTH
HAIPAaBJIEHHOTO U3yYEHHSI TUTETAPUIITEHOB B KAUECTBE OMOJIOTUYECKH aKTUBHBIX COEIMHEHUN.
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BriBoabI

1. [IpemnosxkeH oOMUIA MOAXO K CHHTE3Yy TEPAPHIICHOB C a30TCOJACPKAIIMMH “MOCTUKAMHE
U TUJIPOKCUIBHBIMU TIPYNIIAMHM Yy PEaKIMOHHOIO ILEHTPAa HAa OCHOBE KOHJEHCALUW C y4acTUEM
apunriuokcaieid. Pa3zpaboTaH MeToJ CcUHTE3a HEM3BECTHBIX paHee 1,2-IUKETOHOB C  3-
TUAPOKCUNIMPAH-4-0OHOBBIM (bparmenToMm, OTKpBIBAOLIU I JOCTYII K pa3IUYHBIM
IreTCPONUKINICCKUM CUCTEMAaM.

2. Nsyueno B3aumoneiictBue N-(2-apwi)-1-(4-runpokcu-6-metni-2-okco-2H-nupan-3-mi)-
OKCOATHJI)alleTAMH/IOB C aMUHAMU U TIPEJIOKEH METO/I CHHTE3a HEU3BECTHBIX PaHee MPOU3BOIHBIX
nuppoJo[ 3,4-bmupuaun-4,5- TMOHOB.

3. HccnemoBaHo MmoBeieHHE CHHTE3MPOBAHHBIX JAUTETAPHIIITCHOB (TepapuiieHoB) mpu Y d-
ob0mydyenuu. [lokazano, yTto QOTOLMKIN3ALMS TEPAPUIIEHOB, cojepkammx 1,3,5-rekcaTpueHOBbIE
CUCTEMbI M THJPOKCUJIbHBIE TPYIIIbI Y PEAKIIMOHHBIX [IEHTPOB HOCHUT JOBOJBHO OOLIMI XapakTep,
YTO IIO3BOJIICT CUMTATh €€ Bq)q)eKTI/IBHLIM npenapaTuBHbLIM MCTOAOM CHUHTE3a MOJMIUKINYCCKUX
apOMATUYECKUX COETUHEHH.

4. O6napyxeHa poroxumMudeckas TpaHchopmaIys MPOU3BOIHBIX HMHUAA30J1a, COJEPIKAIINX
S5-runpokcu-2-metmin-4 H-nmpaH-4-0oHOBBIH (parMeHT, MO3BOJIMBINAS pa3padoTaTh METO]| CHHTE3a
HEU3BECTHBIX paHee nMuaa3o| 1,5-a]mpuana-5,8-1moHOB.

5. IlpoBeneHsl HccaeNOBaHUSl CHEKTPATBLHO-(IIYOPECIIEHTHBIX CBOMCTB CHHTE3MPOBAHHBIX
TepapuieHoB. [IpoeMOHCTPUPOBAHO, YTO KaK UCXOAHbIE TEpAapUIICHBI, COIEPKALIUE KyMapHHOBBIE
(GbparMeHThl, TaKk U TPOAYKTHl UX (OTOIUKIM3ALUU SBISIOTCA (IyopecleHTaMH. Y CTaHOBJICHA
dboTonHIYIIMpOBaHHAA (IyopecUeHIUsl MPOU3BOAHBIX MMUIA30JI-2-OHOB, COJEpXKAIIUX B CBOEH
CTpYKType (parMeHTsl 4-ruapoKCcH-6-meTuin-2H-upan-2-oHa W 5,5-TuMeTHIIUKIorekcad-1,3-
JMOHAa, B TO BpeMs KaK HCXOJHbIE TEepapuieHbl He o0Jajaiyd JIOMUHECIEHIMEH, dYTo
CBUJETENHCTBYET 00 I11e1IecoO00pa3HOCTH MX JajbHEHIIEero H3yuyeHuss B KayecTBE SJIEMEHTOB
ONTUYECKOI MaMSTH.

6. [lokazaHo, 4TO PSJ AUTETAPUIIAITEHOB ¢ MUPPOJbHBIM U 4,5,6,7-TeTparupoOuHI0IbHBIM
“MOCTUKaMM~ SIBIISIIOTCS HMHTUOMTOpaMH MPOTEHMHKUWHA3 M MPOSBIAIOT aHTHOAKTepUalIbHbBIE
CBONCTBA.
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