OJITHOPEAKTOPHbBIN CEJIEKTUBHBII CUHTE3
N-BUHWJI-4,5-TUT'AJIPOBEH30[g|MHI0.JIA U3
1-TETPAJIOHA U ALETWJIEHA B CUCTEME NH,0H-HCI-KOH-JIMCO

KuroueBble cjioBa: anerusieH, 6€H30[g|MHIO0N, CYIIEPOCHOBAHUS, TETPAJIOH, MYJIb-
TUKOMIIOHCHTHAS PEaKITusl.

Xumusi OEH30MHIOJIIOB MHTEHCHBHO DPAa3BHBAeTCAd B CBS3U C OTKPBITHEM
MHAONBHBIX aHTHOMOTHKOB (CC-1065 m myokapmunus) [1, 2]. IIpousBoanbie
OcH30[g|uHmONa O00JaAal0T aHTHAPUTMUYCCKOW, MPOTUBOBOCIAIUTEIBHOM,
TUIIOTEH3UBHOW AKTUBHOCTBHIO, @ TaK)Ke IMPOSIBIIAIOT CBOWMCTBA JETPECCAHTOB
[IEHTpaJIbHON HepBHOU cuctemsl [3]. 4,5-uruapoben3o[g|uHaon U ero Mer-
OKCHIIPOU3BOJHOE OBbLIM HCIOJIB30BaHbl JJIsi COOPKM HOBBIX BBICOKOA(]-
¢dexTuBHBIX (uIyopodopoB cemelicTBa OopaluazanHIaleHOB, H3TyYarollnX
B JUTMHHOBOJHOBOU 001acTH (Am,x 673 HM) ¢ KBaHTOBBIM BEIXojoM (.38, ko-
TOpBIE PEKOMEHIOBaHBI KaK BBICOKO3((deKTHBHBIE (IIyopecleHTHbIE METKU [4].
Benzo[g]uamon moiydaloT OKHCIEHHEM THIpOKCHHA(TONUIEpUaIuHa (BBIXO
27%) [5] wmu nuknIM3anuel MIPOBUHOTPATHON KHCIOTHI ¢ HAQTHITHAPAZHHOM
C TIOCTIEAYIOIMNM JIeKapOOKCIIIMpoBaHueM (BBIXo 55%) [6].

OcoObIli WHTEpEC B CHHTETUYECKOM OTHOIICHUH NPEACTaBISIOT 4,5-mam-
TUIPOOeH30[g|MHA0NbI, TaK KaK OHHM OTKPHIBAIOT HOBBIE BO3MOXKHOCTH JUIS
dbyHKIHOHANMH3AIMN OCH30[Z |MHI0IBHOTO OCTOBA. DTO 0OYCIOBIEHO TEM, YTO B
OTJIMYME OT JAPYTHX MpeICTaBUTENEH 3TOro psanga, B 4,5-muruapomsomepax
MoJIo’KeHUe 2 00J1aJaeT BHICOKON M CENIEKTUBHOW YyBCTBUTENIBHOCTBIO K 3JIEK-
TpOPMIHHON aTake, MOCKOJIBKY IO CBOCH XUMUYECKON MPUPOJIE OHU SBISIOTCS
nupposiamu. TakuM 00pa3oM, OTKPBIBAETCS MyTh K TPYJHOAOCTYIIHBIM 2-(pyHK-
[IUOHAITM3UPOBAHHBIM OeH30[g|uHmonaM. B To jxe BpeMsi, METOABI CHHTE3a
4,5-nmurunpo0eH30[g|uHA0IOB OTpaHUYEHBl U OCHOBBIBAIOTCS, HACKOJIBKO HaM
W3BECTHO, UCKITIOYUTEIBHO Ha PEaKlMU OKCUMa 1-TeTpasioHa ¢ alleTHJIEHOM B CH-
cremax KOH-JIMCO [7] wiu LIOH—/IMCO [4] (peakius Tpodumona [8—10]).

HenaBuo 4,5-gurumapo6en3o[g|unmon u ero N-BUHWIBHOE TNPOU3BOIHOC
CHUHTE3UPOBAHBI B BHJIE CMECH M3 l-TeTpajoHa oOpabOTKOH ero mociieaoBa-
tensHO NH,OH-HCI-NaHCO; B IMCO u peaknuelr 00pa3yromerocs OKCuma
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C areTIIIEHOM (TIOCe OTAYBKH BBIACISIONICTOCS YTJICKUCIIOTO Ta3a) B CUCTEME
KOH-IAMCO (100 °C, 5 4, 1 arm, BbIXOJ] HEBUHWJIMPOBAHHOTO TpoaykTa 72%)
[11]. Ucmmonb3ys 3TH e PeareHThl, yAaaoCh MOJYyYHTh CEICKTHBHO N-BUHUII-
4,5-murunpo0eH30[g|MHA0M, TPOBOS 3aBEPIIAIONIYIO CTAIUIO TIOJ MaBICHUEM
aneruinena (100-105 °C, 3 4, 14 atwm, Beixon 79%) [12]. O4eBUIHBIM TIpEUMY-
IIECTBOM 3TOTO METOJa SBJISIETCS TO, YTO yCTpaHSAeTCsS HeOOXOIUMOCTh BhIJle-
JISHWsI ¥ OYHCTKUA OKcHMa. B TO ke BpeMsi, 3TOT CHHTE3 MPEATOIaraeT UCIob-
30BaHue BcrioMoratenbHoro ocHoBanus (NaHCO;) u mpeaBapuTensHOE MOTHOE
OCBOOOXK/ICHUE PEAKIIMOHHONW CMECH OT yrieKucioro raza (ocratku CO, moHu-
KAIOT KaTaJTUTHYECKYH0 aKTHBHOCTH cucteMbl KOH—/IMCO).

31ech Mbl OIMCBHIBAEM HOBBIA CENIEKTHUBHBIA OJHOPEAKTOPHBIA CUHTE3 N-BU-
HWI-4,5-muruapodenso[glunnona (2) u3 1-terpanona (1) u aneTusieHa B cucreMe
NH,OH-HCI-KOH-JIMCO (momsHBIe cootHOmeHuss 1 : NH,OH-HCI-KOH,
1:1:2.5). Cunte3 He TpeOyeT MPUMEHEHHUS BCIIOMOTAaTEeIhbHOTO OCHOBaHUS U
oTiepaliyl yJalleHus YIIIEKUCIIOTo ra3a U3 peakMOHHOM cpebl. Brxox xpoma-
TorpauuecKy OYUIIEHHOTO NHAOMA 2 cocTaBisieT 71%.

H,NOH - HCI-KOH-DMSO \
+ HC=CH N
100 °C, 3 4, 14 at™
1 O MQE
2

CuHTe3 MpOTEKAaeT B OJHOM PEaKTOpe KaK TUIHYHBIN MYJIbTHKOMIIOHECHT-
HBIA Tpolece, BKIIOYAONINA PSJl MOCIESIOBATENLHBIX U MapaliebHBIX peak-
[IAH, B TOM YHCJIE: B3aUMOACHCTBHE COSTHOKHUCIIOTO ruapokcniamuHa ¢ KOH,
OKCHMHUpOBaHUE KeToHa 1, BHHUIIMPOBAaHUE O0pa3yromerocss OKCHMa areTHie-
HOM C TIOCIIEAYIOIUM JOMHHO-TIpeBpamenneM O-BHHWIOKCHMAa B TIpOMe-
KYTOUHBIH 4,5-murunpo-1H-0eH30[guHI0m W ero JaJbHEUITUM BHHUIHUPO-
BaHUEM.

HC=CH 1,3-H
H,NOH+-HCI+KOH +1 —> —_— E——
|
_ NOH N |
(e
3 3]
— —_—
ou -HO
\ 0 \ HC=CH
—_ = D — —_— )
Ty
H

HoBriif, MpoCTON, CENEKTUBHBIM METOJ CHHTE3a COCIUHEHHS 2 TPUHIIUITH-
aJbHO pACIIMPSET TEPCHEKTHBbI €ro MPUMEHEHUSI B KayecTBE MpPEeKypcopa
JIEKapCTB U MOHOMEpA AJId Ih3aiiHa ONTO3JIEKTPOHHBIX MaTepUaJIOB.

Crnekrpst SIMP 'H u °C 3apeructpuposans! Ha criektpomerpe Bruker 400DPX (400
u 100 ' coorBercTBerHo) B CDCl;, BayTpennunii crangapt I'MJIC (8 0.05 m. 1.).
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N-Bununia-4,5-nuruapoéenso|glungon (2). Cmecs 5.00 T (34 mmons) 1-Terpanona
(1), 2.34 r (34 mmonb) NH,OH-HCl u 5.52 r (85 mmons) KOH-0.5H,0 B 50 M IMCO
MTOMEMIAI0T B CTANBHOW Bpamiaromuiics aBToknas (V' = 0.5 m). HarpeBator 0.5 4 mpu
100 °C, moce gyero oOpabaThIBAOT alleTHIIEHOM IIPH TOIl ke Temmeparype. HauanpHoe
JlaBJieHNE B aBTOKJIaBe cocTasiseT 14 atm. [Ipu Temneparype peakuuu OHO JOCTHUTraeT
MaKCHMaJILHOTO 3Ha4deHus (28 aTM) u HaumHaeT ObIcTpo mazaath. [locie BBITpY3KH U3
aBTOKJIABA PEAKIHOHHYI0 CMech pa30aBimsitoT 150 M BOABI, 3KCTParupyroT
JIUATHIOBBIM 3¢upoM (5 x 30 M), 3UpHBIE BBITSHXKKH POMBIBAIOT BOJOM, CyIAT HaT
K,CO;. Ilocne ynanenus 3dupa ocratok oummiart (umii-xpomarorpadueit Ha AlO;
(amoent Oenzon—a¢up ¢ rpamuentom ot 1 : 0 mo 1 : 0.5). Beigemsror 4.74 T (71%)
coefrHeHusT 2, (DUBMKO-XUMHYECKHE XapaKTePUCTHKH KOTOPOTO  COOTBETCTBYIOT
JUTepaTypHbIM JaHHBIM [13], B Buae sipKO-KpacHOW Bs3koM kuakoctH. Crnektp SIMP
'H, 8, m. 1. (J, Tu): 7.48 (1H, M, H Ar); 7.39 (2H, m, H Ar); 7.36 (1H, 1. 11, *J x = 15.6,
*Jax = 8.9, Hy); 7.19 (1H, m, H Ar); 7.02 (1H, m, H-2); 6.25 (1H, m, H-3); 5.35 (1H, 1,
3Js.x = 15.6, Hg); 4.94 (1H, 1, *Ja x = 8.9, Ha); 2.97 (2H, M, H-5); 2.76 (2H, m, H-4).
Cnextp SIMP °C, 8, m. 1. 137.7 (C-5a); 136.2 (C-9b); 133.3 (C-a); 128.2 (C-7); 127.9
(C-9a); 127.9 (C-6); 125.4 (C-8); 125.1 (C-3a); 122.0 (C-9); 120.6 (C-2); 110.0 (C-3);
100.7 (C-B); 30.8 (C-5); 22.3 (C-4). Haiineno, %: C 86.21; H 6.68; N 7.22. C4H;N.
Brruncneno, %: C 86.12; H 6.71; N 7.17.
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