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5,6-AUTHIPOIIMPHMINH-2(1H)-OHbl K -THOHbI

(0OB30P)

Q606UIEHE TAHHEBIE IO METOAAM MOMYIEHUS U OHMOJOrUIecKol aKTUBHOCTH 5, 6-xu-
rugponupupmH-2 (1H) -0HOB U -THOHOB.

Hauano paspmTug xuMuma S,6-muruapormpummg-2 (1H)-oB0B oTHOCHTCE X
KOHITYy NpONIIOrO BEKd, KOIa OBLIM MOTyYeHbi mEpPBHE IPEACTABHTENM 3TOIO
KJAcca COCAWHEHWIA. B Tocaemp@me TOXBl OTMEUAETCS 3aMETHOE YBEIMYCHHE
mETEpeca K xmvmw 5,6-marmapomaprnma-2 {1 H)-0808 1 -THOHOB. 3T0 CBA34HO B
paBHOR Mepe Kak C WX MCIOIb30BAHMEM B KAUECTBE CUHTOHOB JAMH IOIyUCHUS
fosIee CIIOXHEBIX COSOUHEHUM, B TOM YHCIE IMPUPORXHOTO IPOMCXOXACHMUS, TaX i C
aX COOCTBEHHOM OMONOTHYECKOM aKTHBHOCTHIO. HecMoTps Ha Oomsmioi obbeM
rHOGOPMATEKE 10 XHMHA ¥ OWOINOIMYECKO¥ AKTHBHOCTE J,0-IurmypomupuinH-
2(1H)-0HOB ¥ ~THOHOB, O HACTOMIIErC EPEMEHV HE OMyOIMKOBAHO HA ONHOK
0630pHO# paboTH, B KOTOPOW STH CBEAEHMS HOIBEPTaarCh OB CHCTEMATHYECKOMY
amammsy. B mactosmiem o630pe 00OOMEHE! pa3pO3HEHHBIE JAHHHE [0 METOXAM
TOMYUEHHS ¥ OWOIOrAYecKOd aKTHBHOCTHE 5,0-murmppommprnma-2(1H)-onos n
~THOHOB, ONIyOIMKOBaHEHE A0 cepenuusl 1997 ropa. 3- u 4-T'mupokcr-3,6-murun-
porzprus-2 (1 H) -0HBI, CYMECTBYIOMEE B TayTOMEPHOM paBHOBeCHH C 2,3- U
2,4-AnepuNAEANOHAMH, 4 TAKXKE MX CEPHUCTHIC aHAJOI¥ B JAHHOM ob3ope me
paccMaTpuBaIOTC.

Coocobn mosiyuenmsa OOCYXAAEMBIX COCTBHCHWI MBI Dasfe/iid Ha THIHL,
COOTBCTCTBYIONIME UMCIY ATOMOB WCXOFHEIX (DparMeHTOB, BXOAAUIAX B COCTaB
6ynymero gapa. Ilomyueswe 5,6-murmppormpumws-2(1H)-0HOB 1 -THOHOB H3
HPOM3BONHEX IUIEPHAAHEA ¥ APYTAX TETEPOIMKIOB MBI BEICAVIA B OTACIbHEIA
pasgen.
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1. CTIOCOBDI HOJYYEHNSL 5,6-TUTUAPOITMPHUIH-2(1H)-OHOB
1 -TUOHOB

1.1. Cumres 5,6-murnnpomupunus-2(1H)-0HOR, -THOHOB
¥3 TPOU3BOIHBIX IMUMEPHANHA M [IPYTUX TeTePOUMKIIOB

Hambosee pacmpocTpaHEHHBIM METONOM CHETE3a 5 ,6-nurunpormprTEE-
2(1H)-oHoB gBiseTcs nermapupoBanve S-spaseponakTaMos 1. 8-Bajeponakrams
1 8 peaxwmm ¢ mubemmmmucynsdumoMm [1, 2] mim (QeHmICEIERIIXTOPHAOM
[3—11] 8 mpucyTcreum ocHOBanwit obpasyror mumepumoust 11 u IV. Oxucicane
cyapdmaos 11 m-xopnep6essoiHON KWCA0TON, METaNepHONATOM HATPHS WM
N,N,N- TpHMeTI/DI6eHSI/UIaMMOHI/H/HVIeTaHepI/IOZ(aTOM IPHUBOAUT X OOpA3OBaHUIO
cymbokcumos III, xoropsle npu HAarpeBaHWW B TONYOJNE WM OCH30JE
B MPUCYTCTBUH Kap60HaTa Ka/IbOs TPEBPAIIAIOTCS B 5,6-murrnpommprIMH-
2(1H)-ousr V. Cyasdua 11 ®R' = H) moxer 6w TIPOANKWIVPOBAH IO
HOJIOKEHAIO 3 ¥ JIMIb 3aTeM Ipespamer B aurappormpunos V [12]. Cenermmsr
IV B mpomecce OKHCTEHWS NEPEKHCHIO BOAOPONA WM M-XJIOPHEPOCHI0MHOMN
KHCJIOTOR cpasy Xe o0pasywor mmnepmmomsl V. Boixomsl coemmresmii |V
cocrasasor 80...909%.

R? R
R SePh R3 X R
CiSePh OKUCTEeHue
/—>~ R1 —
:B
R4 II\I 0 R4 II\I 0
2
0 R R
R? R! v \%
fa
R 0 R? R o
R R SPh R® SPh
1 \ PhSSPh Rl OKUICJICHUE Rr!
—— —_—
R 1}] e} R* 1;1 o
R R
I i}

:B = NaH, LiN(i-Pr),, KN(SiMe,),; R = Alk, CO,Alk, CH,0OMe, CH,CH,OBn, Ts,
p-O,NCH,, Bo; R = H, Alk, CO,AlL R? = H, Ph; R® = H, Alk; R* = H, Alk

BaammMoneticrsue coequaerns VI ¢ u30BITKOM T eEIIIUCY Tb(OAA TPABOTRT
k mucympduxy VII, xoropsui asanorauso cyabduny 1 Moxer Gwith npeBpameH
B quranpomapunod VIII [131.

_SPh SPh
AN
[l PhSSPh @;h a6 [I
N” o ‘B o N X0
o |

I
SiMe,

VI v VI
a LiBu i KN(SiMes),, RCI, TI'®, 78 °C; 6 1. m-CICH,CO5H,
2. CH,, xumsuenme; R = PhSO,, COOAlk

Jermaprporasve OMIEPUIAH-2-THOHOB MOXHO HPOBECTH B ONHYy CTAAWIO.
Avropamm paborsr [14] marpesammem coeamucEHma IX B xuropGemzose
B HPHWCYTCTBUM F-TONYOICYAbOMHIIXIOPHA € AMW3ONPONAISTHAAMIHOM OBLI
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noxyuer 5,6-murmaponupanza-2 (1 H)-ruon X ¢ ssxonom 86%. 5,6-Hurmmpomi-
prmaE-2 (1H) -TroHE MOryT OBITh IOIYUEHE TAKXKE OCEPHERUEM 3 ,0-THI uIpOIpH-
mua-2 (1H)-on0B pearentoM Jloyccona [15] mma P2Ss [16].

P-MeCH,SCl
it it
(¢-Pr),NEt, PhCl

|
CO,Me
X

Henasro 6bU1 paspaboTaH ABYXCTAURHEIA METOR CHETE3A 5,0~ TUTHAPOIIpHT-
mwa-2(1H)-om0B Ha ocHOBe N-amwn-2,3-murmppommpmponos-4 XI, KOTOpHE
OPeABAPUTENbHO, B3aMMORCUCTBHEM C JIUTUMODPTAHWYECKUMH pearcHTaMHM,
npeppamanT B 4-ruppoxcummnepupensbi-2 XII. Peaxnma coemmmemmit  X1T
¢ 6umupummsmitxaopxpoMarom (BPCC) npmsomut x 06pasosasmio 5,6-marmmpo-
mmpumuE-2 (1 H)-oros X111 [17] ¢ seixomom 50...70%, . Mcnoab30BaHAE B PEAKIINHA
ONTWYCCKY UMCTHIX HMCXOOHBIX COSAMHEHMM XI mokasano, 4TO KoHurypaumd
atoMa yriepona B mojioxenmu 6 rerepomukiaos X1 w XIII me naMmengercd.

0 R®
R3Li, CeCly BPCC =
THF CH,CI,
RN N R U N O
éOzRZ éozR2 éOZRZ
X1 X1 XII

= Me, Ph, CH,=CH(CH,);; R? = Ph, Bn; R® = Me¢, Bu

Hna cummresa 5,6-murmaponupuans-2(1H)-0HOB TOBOSBHO 4aCTO MCHOIB3Y-
0TCS  3-TMAPOKCH-, 3-TajsioreH- W 4-TuipoKCH-, 4-AMWHONMOCPUNOHH W HUX
TIpon3BOxEbIE [18, 19] I[emz(pa"ramq 4-ruppok crmmuepanmE-2-os08 X1V R =H,
Alk; R! = OMe; R?2=R* =H; R = H, Alk; X = OH) mporexaer mon geiicTBreM
KHCIOT, TOSWIXJIOpHAA C MOCTeRyiome# o0paGoTKOM OCHOBAHMEM WM HPH
Harpepagmu co cMmecsio Ac20 m AcONa [20—24]1. 1,6-Imverwn-4-(MeTwraMu-
mo)mwmepupor-2 X1V mpeepamaerca B 1,6-mumerwn-3,0-IMTEADOIMPUIHH-
2(1H)-or npu garpesammu xo 230 °C [25]. dermapobpomuposarme. 3,4-qubpom-
0-MeTmIOUnepHROHA-2 AMITHIAMAHOM IPUBORAUT X 3-6poM-6-MeTmwI-3,6-avrmn-
pormmuepuama-2 (1 H)-omy [26].

N
I
R
X1V

R'=H, Alk; R = H, Br, OMe; RZ= H, R* = H, Alk;
R* = H, Alk; X = OH, NHCONH,, OAc, NHMe, Br
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Y3 3-roppoxcunvimepmiona XV OB MOAYYEH AWrEppommpupoE X VI,
JCHOOJIb3YIOIUICS B CHHTE3E aKaJORAa KaMITO3EWHA W €0 anaioros [27, 28 1.
Beixonsi Ba xaxo# 3 cragmi cocrasasoT 50...90%.

CO,Me CO,Me
OH 2 2 2
CH,OR N CH,OR’ N CH,OR’
a 6 B
i e ———
R! 1}1 o] R! 1}1 O RE N o) R 1}T O
1
R R R R

XV XVI
a 1. SOCL/PyH; 2. K,CO,/MeOH-H,0; 6 PrC(OMe),, H*; B 1. Se0,/PhMe, A; 2. Ac,0, HY;

R = Me; R = H, CO,Me, Ph; R + R! = (CH,),, CH,CH,CHOR?, R? = H, Ac

" Harpesammem S-umsonponma-3,3-mmxaop-4-3T0KCHKAPOOHEIMETHIITHIIEPHTIH-
2-0Ha B BOAE B NPHUCYTCTBUH THAPOKCHNA 0apus HOIydYaroT 4-KapOOKCHMMETHI~5-
waomponui-3-xaop-3, 6-muranponunepunng-2-o8 X VII, asasmomuiics TpoMexy-
TOYHEIM HPOAYKTOM B CHHTE3€ aHTUTC/IpPMWHTHHX mpenapatos [29]. Ha ocmose
3,3-muxpopnumepunona-2, 00pazyoImerocd TPy B3ANMOACHCTBAN HE3aMEeMEHHO-
ro Baneponakrama I ¢ PCls u PGCIz, paspaboras MeTon moiydYeEws CHAMWHA
XVIII — ncxoxaoro coepuaennd B cuaTese f-kapbonmuos [30].

)
0O

C1 < HN
PClg H,0 : > =
POCI; = N o N
H H

Xvit

B ychoBmax peakmmm Owumepa 3-(anxkmnamwHo)-5,6-AUrAIpONUPHANHH-
2(1H)-oms XIX, moryyarompecs KOHAeHCANAeH THIepUAMEAKHOH0B-2,3 [31 ] mum
exavmaoB X VI [30] ¢ apmrragpasmeamm, He Bcerna o6pasyror f-xapOoauHsL.
Ilpr HanpuwMyW ATETHABHOTO 3AMECTUTEAS B Opmo-TIOJIOXKECHNH 2PWIBHOIO SApa
coenmrerni X1X OCHOBHEIM OPOXYKTOM PEAKIINH OKA3KBALTCH 5, 6~Auruapompm-
maa-2(1H)-oa XX [32].

Me
O NHNHAr =

. I\ N
(L == 0 CLr
———— :

N (8] N O N (0]

H H H
XIX

XX

1-Anxnn-4-amuro-5,6-mpuranpomvpuans-2 (1H) ~trorsr XXIII  obpasyroorcs
B pe3yJIbTaTe meperpynmupoBky JmMpora 4-amMuHO-2-aiKAIaMIAHO-S , 0-IuTHAPO-
2H-rwormmpanoe XXII. B xauecTee HCXOXHBIX COCAMHEHMI B 3TOM PEAKIAY MOTYT
OBITH MCHOIB30BAHBI TAKXKE THOMApantl XXI B CMECH C TIEPBMYHBIMA AMUHAMEA

(331
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X = O, NRR>I™
R = Ph, Bo; R! = Me, Ph; R? = Me, H; R® = H, Me;
R* = H, Me, Et; R’ = Me, Et, Bn, Ph; R* + R® = (CH,),

TerparanpormupuMunuH-2-0861 W -troEs XX VI npm marpesarwm B JMOA
waE MEeTHIhOpMaMune mpespamanTes 8 4-ammao-3,0-qurunpommpums-2 (1 H) -
THOHK ¥ -0HE XX VII yepes cragmio o0pazoBanms eHAMEHHLIX HHTSPMEIAATOR.
B ycroBmsx peakym 4-rugpoKCHTeKCaruponupuMuTas-2-Taors. X X1V mogsep-
rajorcd ACTHppaTanmd, a THasEHEN XXV — neperpymmuposke JmMpora
¢ obpasoBanyeM TeTparuAPONNPAMAAMHETIHOROB XX V1. DT0 MO3BOIMIO HOLYIATH
5,6-gurupporupuaa-2 (1 H) -rromsr XX VII rcxons u3 coemmaeramit XXIV r XXV
[34, 35]. Pemuxamszanug TeTparuapoONHpPEMEEAHTHOHA XX V] R* = H, X=95
B pesynprate Bzammopeiicrsug ¢ IM®DA, wucnomssyembiM B KaueeTBe PaCcTEO-
pETend, Ipotekaer ¢ o0pazopaEmeM murErpommpruaTAoHa X XIIT (R =R = Me).

NM
Me  OH €2
R* R3
~
Me /L R2 i )OJ\
— XXIII
Me II\T S RY 1?1 II\T H
R \ R R*
XX1v } ovp
Me Me
3 4 s
Z s Nt RS X
Me —_— RZ N/g( _— RZ /& —
Me N7 SN—R? R? R! N Xy
H Il{ ll1
XXV XXVI
4 :
R A N/R4 NHR*
3 4 2 3
R - R R3 N R3 R SN
—b- R2 + —— R2 . i RZ —— Rz
x> 1
R! 1?1/\x L R e RN
R . X R
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4- (ArxwnamuHo) -5 ,6-muranponuprrwma-2 (1 H) -omer XXVII (X = O) moryt
OBITh TOJYYEHH TAKXE B3aWMONCHCTBHEM UMOEPHAMHAMOHOB-2,4 ¢ aMWHAMMK
[36]. Peaxiusa nmmepummeamonoB-2,4 ¢ sTHIOPTO(QOPMUATOM B ITPHCYTCTBHHA
KaTATATHYECKAX KOJAYECTE 1-TOLYOICYAb(OKHCAOTE UPHBOAAT K 00Pa30BaHKIO
4-meroxcu-S,6-muruapormmpuansa-2 (1 H) -osoB ¢ xopomuMu serxofgamm: [37].

Hurappormapmmaa-2 (1 H) -on XXX, ucnoms3yommiics KaK KII0UeBOM CABTOH
VIS TEOCTPOEHUS HEKOTOPHIX OEH30XWHOMM3NANHOBHX W HHAOJOXUHOIASHAMHO-
BBHIX AJIKAJOWNOB, OBUI HOJYYEH Ha OCHOBE numnepwmuammona XXVIIL {23, 38].
Ilponyxr xospeHcarmum XXIX nunecpuiWHAWOHA C IWAHYKCYCHBIM 2(@pom
B IPOLECCE THAPOAM3d ¥ AeKapOOKCHAMpOBAHMS 3aMECTUTENS B HONOXKeHwmH 4
TeTEpOIuKIZ N30MEPU3YeTCS ¢ obpasoBanueM 5,0-gurunpommpunys-2-ona XXX.

NC CO,Et.
o CH,CO,H
N
NCCH,CO,Et 1. BtOH + HCl

————— ———————
N o AcONH,/AcOH N 0 2.10% HCl N o
1 i |
Bn Bn Bn

XXVII XXIX ' XXX

Bsaumonetictrnem 1-MeTmammpmnona-2 ¢ GyTumaTaeM OBUT MOMYUEH AuMep
[39], xoTopoMy OmMOOUHO NPUIUCHBAIY CTPOCHUE 3aMEMEHHOTO 3,6-muruapo-
mapupwa-2 (1H)-ona XXXI. TlospgHee GBUIO YCTAHOBIEHO, UTO AMMEPH3ALAS
l-MeTrmupuaoHEa-2 mox HelicTBEeM OyTH/UIMTHSA IPOTeKaeT ¢ oOpasoBaHmMeM
3,6-muranponuprona, a J,6-mmrmppommpmmor XXXI  MOXHO —IOAYYHTH
W30MEPU3AMUEN STOTO COSOMHERS B BOGHOM pacTBope ruapokcrna sarpra [40 7.
B pabore [41] 6pum wayuemel peakmmy 1-MeTmi-4-¢emmrnompunona-2 ¢
PA3NAYHGIMYA  BOCCTAHOBHTE/IBHEIMA DEAreHTAMH M [0KA3aHO, YTO E€ro
szammoneicreme ¢ LiB(Bu)sH (L-Selectride) 5 TI'® mpusommt ¢ BeixogoMm 99% x
COOTBETCTBYIOMEMY 3,0-Iurunponmpuony-2, KOTOPHII DOX ACHCTBUEM mper-
Oyrmnara xamms usoMepmayercs B 1-MeTun-4-¢eHmi-S,6-TurmaponypuIaH-
2(1H)-on. 06 maomepuzamun 3,6-murmapommpunus-2(1H)-o808 B 5,6-aurmapo-
UMpUAOHE o7 AEHCTBMEM OCHOBaHMEA coobmanock B pabote [38].

Ph Ph Ph
(0] AN
Xy L-Selectride (& -BuOK X ¢
I —m — J
THF N N O
N N X0 N X0 _ |
) ) ) Me
Me Me Me XXKI

3-Anxwanes- 1 4-aIKuIMASHIVTEPUAAH-2-0OHE TAKXEe MOXHO HPEBPATHTH
B 5,6-murmpponmpunma-2 (1 H) -0HB TOxR ACACTBUEM KWACAOT WKW OCHOBAHMA
[42—44]. Hampumep, nzoMepmzamus 3-anxunugesmanepruana-2-oga XXXII u
pacIieTieHne JUOKCOMAHOBOrO UKJIA B TPUGTOPYKCYCHOM KHCIOTE HCIOAb3YIOT-
cg nia cusresa coequmaenus XXXIII [43].

N Me
80% CF,CO,H 1
—_——
N QO

0°C, 154 31% |
Ph
XXX
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B pabore [45] coobimanoch, 9TO TEPMAUECKOE PACIIENICHIE OEH30MMIKI00Y-
taga XXXIV opmBOomaT X ABYM H30MEDHBIM HWHTEPMETMATAM, CTAOMIM3HPYIO-
MyMCH IEKTPONMKIMIECKAM 3aMBIKAHACM ITHPAHOBOIC KOJbLIA (MHTEPMETAAT
«Z») W CUTMATDONHON IEPErpyNIHPOBKO# (MHTEpMERUMAT «E») ¢ obpasosanmeM
coequacHmE XXXV m XXXVI, monyuemmmix ¢ obmumMm BeiXomoM 33%
B cooTHOmEHWY 3 : 1 COOTBETCTREHHO.

- Me
H. R
= OMe = OMe
—_—
N7 Xp N7 Xo
§ £ L
Ph Ph
OMe XXXV
OMe OMe
N7 Yo A
i
L ==
Ph
XXKIV = .
4] - |
=\
N7 Xo N7 O
Lz N
L Ph - Ph

XXXVI

1-Metwr-5,6-murmnponupurus-2 (1 H) -ox obpasyercs B pesysibrare GOTOXH-
Muyeckou dparmerTanmm 3-(2-oxco-2-bermwrsTiun) nunepuauaona-2 [46 ].

O Ph
H
hv =
——— ———
—MeCOPh
N s} 1}1 o
I\I/Ie Me

VuTepecHas neperpynnupoBka obHAPYXEeHA UTATbIHCKAMA HCCIEI0BATENI-
mu. [Ipu narpegaraun N-ruapoxcu-4,4,6-TpuMmeTmimunepanona-2 8 momxdochop-
HOM xwmcnore Obul BHOedeH 3,4,6-tpumerwmn-3,6-murmapommpumas-2 (1H)-on
C BHICOKHMM BhixogoMm [47 1.

Me Me Me
Me
ri — /E‘I
——
Me N O Me N O
| H
OH

Harpesanme B 80% yxcycuoit kumcnore mpomspomsoro mexona XXXVII
IPEBOOUT K HOJYUYCHWIO CMECW COCHWHCHWI, ONHAM W3 KOTOPHIX ZBIICTCH
muruppommprnor XXXVIIT [48 1, eineseHER ¢ 85IXxOAoM 17 9,.
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B npencrasieREOM POy Eambogee YHUBEPCATLHBIM IBIIETCS METON CHATE3a
5,6-mmranpommpunua-2 (1 H) -0HOB B -THOHOB, OCHOBAHHBIA HA AETHXPHAPOBAHAN
d-paneponaxramos. OH JaeT DpPeKpacHbIE PE3yAbTATHL, IO3BOJALH [MOIYyYaTh
C BBICOKUM BHXOAOM 3-ainKwi-, 3-apmi-, 3-QyHKIHOHAILHO3aMEMEHHbIC
5,6-murunpormapunpa-2 (1 H) -OHH ¥ ~THOHE! HA OCHOBE KOMMEPUYECKY HOCTYIHBIX
MCXOAHEIX BemecTB. OnHAKO Mpyu HEOOXOMUMOCTH IOAyYeHns 0oiee CA0XKHBIX,
3aMEIIeHHbIX 0 nosioxkennaMm 4,5 u 6 5,0-nurzapomupunmn-2 (1 H)-oH0B, MeTOR
OTpaHwdeH HOCTYIHOCTHIO MCXOMHEIX COCIUACHIINA.

1.2. Metogstr cuHTe3za (6 + 0)

B or0it rpymme CHHTSTHYECKWX METONOB. MOXHC BBIICIUTH ABA OCHOBHBIX
crocoBa mocrpoesms 5,6-murepponupunzE-2 (1 H) -0HOB ¥ -THOHOB: BHYTPEMOJIE-
KYJISPHOES ANWIAPOBAHKE MPOA3BONHBIX 0-AMUHOKUCIOT ¥ BHY TPUMOJCKYAIPHAST
xouaencanygd N-3-0KCOaNKMAaMyuI0B U ~THOAMHEAOB.

B pabGore {49] marpesammem B STHIanerare SdHpa HEOPERAETLHOH
nukapGorosod amuHOKACHOTH XXXIX OB MOMyYeH MATMAPONMPUEOHE XL Kax
HACXONHOE COeOUHEHNE /I CHHTE3a AMKATOHAOR PIAa MHAOIE, ¢ BeixogoM 999,.

3TOT METOR MOXET OBITH MCHOMB30BAH TAKXKCE NS HONYYEHUS S-THHPOKCH3aMe-
meHasx 3,0-gurrnponupunwa-2 (1 H) -onos. HanpuMep, mpy nmukamsanuu adupa
HEOPENECAbHON aMWHOKUCIAOTH XLI mopm ASHCTBMEM W30IpONMIATA HATPHS C
BoixomoMm 709, obpasyercs S-rumpokcu-1,4,5-tpuMeTiu-3,6-TUTHIpONMPUTHE-
2(1H)-om [50].

Me
Me OH CO.Pri TSN
i-PrONa Me
7 N’ O
MeHN Me _l\l/[e
XLI

BHYTpEMOIEKYISPEOE AMUIINPORAHNE Y(DHPOB S-aMIHOKMCIIOT IIPOTEKaeT 6e3

M3MEHEHAS KOH(DUTYypan@y XWpAAbHOTO HEHTpA B O-TOJOXEHWW, UTO ACAAET
BO3MOXHBEIM HOJIyYCHME NHIMBAAYAJbHEIX IMACTEPEOMEPOB 5,6-muruapommpu-
amH-2 (1 H)-0HOB #3 COOTBETCTBYIOIINX MCXONHBIX coemuaeHni. [locae pacmenie-
HUSI OKCA30JUAMHOBOTC LWKIA W YOAJNCHWS 3alWTHON IPyHOOEL ¥ aToMa asoTa
coenmuerne XLII mpespamaercs s mwrmapomapupor XLII, asiasmommiica
KJIOUEBHIM CHHTOHOM B CHHTE3€ a3acaxapoB ¥ HEKOTOPHIX AJIKAJIOWIOB
e puaAEOBOre paaa [S11]. -

OBn COEt . OBn
H / :
HO
O_ NCO,Bu-t a0 HN
(71%)
0
XLIT XLIIT

a Bt,0—H,0-CF,CO,H, 1:1:3, 15 6 EtOAc, NaHCO;, 151
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O4eBUNHO, UTO TaKasd HUKIM3ANNUY BO3MOXKHA TOJIBKO ISl LUC-H30MEPOB S(DUPOB
HereI(CJILHBIX S-aMIHOKHUCTIOT, nocq“ym{oc'rmo KOTOPHIX OTpasuyeH HAHHBIA
METOA. ’

- N-3-Oxcoanxmramugsr XLIV, wMeompe TOEBMXHEIA 4TOM BOIOPOLNA B
G-TOJMOXEHAd OT KapOaMOWIbHON TIPYIOisl, = HOK [AECHCTBMEM OCHOBaHWHA
OEKIA3YI0TCA B 5,6-murmaponupunze-2 (1 H) -omsr [52—57 1. B paborax [53, 541
OBUIO W3YUCHC BIHMYHVE SACKTPOHHBIX M CTPYKTYPHEIX (hAKTOPOB HA CKOPOCTEH
STOM peaxmwy M HNOKa3aHo, 4TO OHA 3aBUCHT OT apdexTmBHOrO o0BeMa
szamectarencii B N-3-0KkcoaqKmapHOM IENW W KACAOTHOCTH -KapOaMOHIBHOIO
oooXeHng coepmaeHni XLV. TloBemieHwie KHUCIOTHOCTY Q-TIOJNOXEHHS IO
OTHOIICHWIO K KapOaMOWIBHOM rpymme, yBeamucHme sddexkTmsHOTO 00BEMa
3aMEeCTHATENEH R3 R* 1, HA00OpOT, ET0 YMEHBINEHHUE. B CIyUae 3aMeCTHTENER R
z R 06JIerqaeT muxmmsanmo  N-3- OKCOHJIKHJIaMHI{OB XLV. IMuximzanus
coeqmaenmii XLIV, umeromux R = Ph, R +R?= (CH2) 4, IpMBORHT K H30MEPHEIM
[POV3BOAHBM IeKCaruapOr30XMHOIMH~ 3(2H) -0HA, PA3IUYAIONAMCS TOIOXKCHT-
eM ABOMHOK CBI3HW B mukae [55].

Rl OH R
R o R 1 R R RZ N R
R3 B R3 — R
-H,0
R* N o R? N 0 R* N O
RS RS RS

XLIV
R = Ar, Hetar; Rl—Alk' RZ=H, Alk; R® = H. Alk; R* = H, Alk, Ar;
R’ = Bo; R! + R? = (CH,)3; R~ +R® = (CHy)3; R’ + R* = (CHy);

Buc (2-6emzmwn-6-MeTrn-4-dperun-4H-1,3-oxcazunmii) rexcaxI0pCragHaT
XLV B aHajormuHBiX YCIOBHSX IpesBpamaetcd B 4-mermi-3,0-mudennn-5,6-mm-
rugpormmprrra-2(1H)-oa  [53]. B nmpomecce pemmxymsamus cooam XLV
B 4-mermn-3,6-qudenwmn-5,6-nurmnpormprnua-2 (1 Hy-on npomcxomut ramponms
OKCa3WHOBOIC WKJIA ¢ 00pPA30BAHMEM COOTBETCTBYIOMEro N-3-OKCOANKMIAMULA
XLIV.

Me Me

Ph
= 0 ) oH~ -H,0 X
—_— XLV —_—
+ )\/Ph H,0
Ph N - Ph N O
H 1/28nCl H
XLV

HMuxkmizanua N-3-okcoankmarraoamunos XLVI nporekaer B 6onee MArkmx
YCIOBHSX HO CpaBHEHWIO ¢ asanormumeiMu N-3-oxcoankmmammpamm XLV. Dto
cB23aHO ¢ COJBINEl MOTBYDKHOCTHIO aTOMOB BOAOPORA B Q-THOKAPOAMOMIBHOM
nonoxerwun. [Ipr 510M CTAHOBUTCS BO3MOXHOM OUKIM3ANAT THOAMUAOB XAPHBIX
xucror XLVI (R = H, AlK) u monyuenwme He TONBKO 3-apmi-, e m 3-H,
3-arxwr3zaMemennsIx J,6-guranpomaprraa-2 (1H) -tromos XLVII [16, 58, 591.

r! ‘ R!
No S
R2 )K/R &9& Rz
R N CBOH e NN
: H H
XLVI XLVIL

=H, Me; R2= H, Me; R3>= Me, Ph; R=H, Me, Ph
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Meron craresa 5,6-nuruppormpunms-2 (1 H)-0HOB ¥ -THOHOB, OCHOBAHHbIA HA
mukmm3anuy N-3-0KCOaNKMIAMHAROR, TAKXE HE JUIIEH orpagmdycHnii. HecMorps
HA TO, YTO MCXOMHEE N-3-0KCOATKWIAMMIEL Y ~THOAMHALE AOCTYITHB MHOIMMEA
meromamu [16, 58—60], ux nurIMzanmg CTaHOBHTCA BO3MOXHON TOJIBKO B TOM
CAyYae, KOIf@ KMCIOTHOCTD ¢-MOJIOXKEHWS OTHOCUTEIBHO KapOaMOMIGHOMA Ip YL
OK33hIBACTCS BHINE KHUCJOTHOCTH -KapOOHMIBHOIO MHOJIOXKECHUS. DTO AEEAET
HEBO3MOXHEM DoxyueHHe J,6-murugpormprnes-2(1H)-ovos w -THOHOB Ha
ocHOBE N-3-0oKCcoankwiaMuNoB XKuUpHAX Kacaor XLV (R = H, Alk) ¥ THOAMUIOB
XHUPHBIX KUCJIOT, COOEPXAMUX aTbAeTHAHYO rpynmy XLVI (R =H).

Henasro ObiTa OKa3aHa BO3MOXHOCTh CUBTE3a I, 6-murmmpormmprmes-2 (1 H) -
OHOB BHYTPHMOJICKYJSPHOH peaknowed Burrura, MO3BOMLIOMEH YCTPAHHTH ITH
orparuuerus. Tpudesmndochormesne com, moxyueHHse u3 N-3-0KCOAIKII-
XJ0PANEeTAMHUAOR HOX ACACTBUEM STUIATA HATPYS MPEBPAINAOTCA B 5,6-1uruapo-
mupupma-2 (1 H) -o88I ¢ BeicokmM BRIXOHOoM [61 1.

Rl

Rl
+ -
No PP Cl N
/l RAL-T ¢ EtONa R2
- —_—
R’ N O 3
H

R N O
H

= Me, Ph; R2 = Me, Ph; R = H, Me

HOna cmeresa 4-anxmnamuno-S5,0-nurmgpormuapunua-2 (1H)-tmoros XXX
MOTYT OBITh HCIIOJIb30BAHEL HEe TOMBKO mupumuaneTuous XXIV—XXVI, so u ux
OPEANIECTBEHHUKA — 1,3-M30THONHAAHATOKETOHE. B VCIOBHAX PEMKIA3AMAA
coegumermi XX VII—XXIX 1,3- Hso"mouﬂana'roxe"ronm B cmecn C aMuBaM#
obpasyror coequaenng XX VII R = R3 =H, R! =R? = Me, R* =Ph, X=98) [32].

O

Me DMEF, A
Me. + RNH, ——=  XXVI

Me NCS

N,N-ImaynwrakpunaMug B NPUACYTCTBUM XJIOPHUCTOrO IIAJLIagus Ipespama-
erca B l-ammwr-5-mermwn-3,6-murngponupenwa-2 (1H)-or n 1-amnan-3,4-mame-
-2, 5-muruapomuppon-2(1H)-o8  [62]. Cyvvapmbif BHIXOX TOJyYEHHBIX
coeqMHEHAA cocTaBageT 35%.

U= 0L T
+
N O O

!

S

Ilpu Harpesammm xobambroprammueckmx coemmuenmid XLVIII B Tomyonae
OPOUCXOMUT TOMOJMTHUECKOE PACHICTIICHHE CBY3HU YITIEPOA—METAJUI, MPABONSI~
mee K 00pa3oBaBMI0 CMECH BEIECTB, CONEpXKameh 3,3,5-rpuMern-1-mpormmai-
5,6-murupponmpunan-2 (1 H) -ox [63, 64].
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- -
M
x [co] A M{ .
/K —_— N/-\

I;I O I O
Pr Pr
XLvVId S
— Me +  Me + Me /K + Me
e N N” o N~ o
Pr Pr Pr Pr

1.3. Meroapl moxydeHus (5 + 1)

KapGommmaposanuem amupo XLIX B OpECYTCTBMEM KATaTUTHYECKHX
xomuects PA(OAc)2 u PPh3 6eunm monyuersr 5,6-maragpormpagrs-2 (1H) -orsr
B CMECH C HM30MEDPHEIMA WM J-aNKwimAcHmmmepuauH-2-oHamu [65]. Brrxomsr
5,6~-murunpommpunus-2 (1H) -omos cocrasasgror 27...809,.

R? R% R*
co N
. o +
Br Pd(OAc),—PPh; ;
1 RY 1}7 0 R N o)
R R

R I}IH n-BusN
R

XLIX
R =Bn; R! = H; R? = H, Me; R + R! = (CH,)5 R' = (CH,)5; R + R? = (CH,),

Peaknma y-anermieamaamuaos L (n = 3) ¢ BOZOPOAOM ¥ OKHCEHIO YIJIEpOHAA B
MPUCYTCTBUM PONUEBHX KATATH3ATOPOE TaKXKE NPUBOXUT K cMecH 5,0-mmrmmpo-
mupuaue-2 (1H) -onoB v 3-ankwmmnedmiepuaaaos. S-Anermwrermwiamvus L (0= 2,
R =Ph) B 5TEX yCIOBASX HPEBPAIIACTCA B CMECH 3-OeHIMIMACHIRPPOIHEOHA-2 U
3-pemmn-5,6-gurunponupunua-2 (1H)-osa B coorHomenmmm 3 : 2, ¢ obmmM
BoixofioM 809 [44]. AmHemmpoBaHHBIE KapOouumkiaMu 3,0-IArAmpOIApHIAH-
2(1H)-omsr LII 6putm  moxyuenst kapbommwimpoBaEmeM coemmpeHmin LI
B OPHUCYTCTBHHA MAJUIAXAEBHX KATAAH3aTOpoB [66 ].

Ph — =
& 0 H,/CO ! H,/CO
* h (e TERa
o N0 [Rh] Y [Rh]
H H

NH,
n=2 R=Ph L n=3;R=H,Bu
R : R
(f Qf
—_— +
N Yo o)
H H
R R :
/ C 0
I CO, PdL =
L _Naz
‘B NZ
L1 '
LI
Z = H, Alk, COR
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Hemasro 6pu1 pazpaboran cnocob moxyuenud G-apmi-5,0-IaragponapuiH-
2(1H)-omos [07, 681, npencrasagomyit cobOM KOHOSHCALMIO aMEHOB
B.y-uenpenenparix  kucxor LIII ¢ apomatumueckwmum ampaermgamMm B CpEne
nosmdocdopaOi | KECIOTH, 5Shupor nmommdochopuoit kucaore. (PPE) wmwam
MeSOsH—P205. Peakrma mporekaer XKakK ICKTPOLEKAMIECKOE 33MBIKAHUC
makiaa B umATepMermare LIV (R = H) m OpHBOAWT X TPOU3BOXHBIM
yuc-3,6-mmzamemerasx 5,6-murapponmpanus-2(1H)-osos LV, saxonaipuMcs B
pasrOBecHE ¢ coemuaenmsma LVI m LVII, xotopeie mocné ofpaboTky BOmEBIM
pacTBOPOM OCHOBAHHS IPEBPAIMAIOTCA B mMpaic-5,0-amsamemennsie 5,6-murunpo-
mapu- qwE-2(1H)-omser LVIIL JM60 3,6- 2L(mrlzulpoxmpmmH—Z(IH)-OHH LIX. B cayuae
N-3aMeImeHHoro avura LIIT (R = Me; R H, R3 = Me; R*=Ph) m30Mepu3anys He
TIPOMCXONAT, & HPOAYRTAMK PEAKIHH SBJISIOTCT yuc-1,5-mmverwr-6-bemwr-5,6-
murvppormprwE-2 (1 H) -0 LX u cognuaenme LXI. Beixomst 5,6-Iaranponupuans-
2(1H)-omos LVIII cocrapasior 30...95%.

CONHR! . OP(O)(OR)OH
0 + R!
R . /L4 PPE Z i\[ Rl=H
R? R R? \_X R?
L R?
LIV

OP(O)(OR)OH OP(0)(OR)OH

LVHI

R!=H, Me, Bn; R2= HMeEtR =H, Me; R*=

Bzammonelicreue copOuHEOBOM XucaoTH u ee romonoroB LXII ¢ amauramu wimd
aMMHBAKOM H3y4Yanoch B paborax MHOrmx wmccaegosareneit [22, 26, 69—721.
Peaxuims mpoTrekaeT WpYM HATPCBAHWM WCXOMHHIX BEMECTB B ABTOKJIABE HO
180...200 °C ¢ oOpazosammem  cMmecu J,6-muruppormupunaa-2(1H)-om0B 1
H30MEPHEEX BM 3,0-gorumpommpunua-2 (1H) -oroe. B aHANOIMYBYIO pEaxumio
BCTYIAST KOPAYHAL KHCJIOTa [701. B To xe BpeMs, B Pe3yabTaTe KOHACHCAIINNA
xucaorer LXII (R = H, R“ = Et) m amMumaxa Ovil BHACJEH TOJBKO
5-51un-3,6-puruppormpumnse-2 (1H)-or [73]. Buxomsr  5,6-murmapomapraus-
2 (1H)-0B0B, XaK OpaBwIO, HA3KHE.
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NHR

V R2 RZ -
n ——
2 Z N NCoH CO.H
z 1 2t
R NH
LX1I |
- NHR
2 2 RZ
= SN 7
—_— — +
RY N 0 RY N o R! 1?1 o}
[ |
R R R

R=H, Alk, Ar; Rl = H, Me, Ph; R = HEt

Peaxnmett N-metmn-5-apwn-2,3-purunpo-1 H-muppoios u TPUXIOPYKCYCHOMR
KHCJOTH. C HOCASHYIOMMM TIHIPOIA30M PEAKOHOHHOM CMECH IOXYUYEHE!
3-apmn-5,6-murunponmpaama-2 (1 H) -osst, 3amareHToBaBHBE B KadecTBE repOm-
wwgos [74].

Ar
Q\ L COLCOH EI
A 2 H,0 HO X0

1.4. Merogsl cmHTe3a (4 + 2)

Il'mppomss agnykToB Hukionpuceeueenny LXV auena armmesckoro (R1 =H,

= OMe) LXIII u umusoe LXIV npusoamr K o6pazosammio 5,0-amrmmapommpu-
mua-2(1H)-omos V u sdupos S-ammmoxmcnor LXVI, xoropsie Moryr Gwith
OpPEBPAIICHE B XUIUAPONUPHAOHH V HarpesammeM B toayosie [75—791.
HpOIIYKTaMH B3aMMONEHCTBES 1-MeTOKCH-1-TpuMeTmICcHIIOKCH- 1, 3-0y TagueHoB
(R R? =H, Me) LXIII ¢ mmuaamu LXIV oxassBamoics J,0-IurunponnpransE-
2(1H) ~oms! V 7 3ups d-amunokuciaor LXVII, obpasywommuecd 8 pe3yabrarte
Hykaeopmwisaoro npucoegmaenus mmuaa LXIV 5 y-monoxesme mmema LXIII
[80]. B stoM cayuae permoHar I[)&BJ’CHHOCTI: peaKr[1 i cymCCTBeHHo 3aBUCHUT
OT OPHUPOALl 3aMecTuTeNci R u RZ B cayuae R™ = Me, R?=H ocHOBEEM
okaseBaeTcd anmkianueckoe coegmuerme LXVII, m maobopor npm R! = H,
R” = Me — nurmpponmmprnon V. Peakuusa npoTekaeT B HPUCYTCTBHHE KHCIOT
Jipronca nmpy moHWXEHHOH TeMueparype. CyMMapHEBIEC BEXOME COCHMHCHTIT V
LXVIu V, LXVII, xak opasmio, BHCOKHE. \ :

RZ
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RZ
1
R3 . R! ) R4VN\R J;‘Bgfm A EMc H,0, OH™ v
- R N7 OSiMe,
i II{ A /
LXV
OMe .
=
CO,Me
R’ I?IH B
R
LXVI
(CHy),
R = Alk, B, Ar, AICIICO,Alk; @Q/ . R'=H Me; R>= H, Me, OMe; R’ = H;
H Me (CH,)5

R* = Alk, Ar, BaOCHALIk, (CH,);CO,Me, (CH,),CO,Me, §~ s

Meron gaer xoporwve pe3ybTaThl JUI DOy UCHAS 4—MeT0Kcn—5 ,O-nurumpormapn-
mv-2 (1H)-osoB. Visyuerue B3ammoneiicteus mvuHOB LXIV ®R*= PentCHOBn,
i-PrCHOBn, +~-BuCHOBn; R = Bn) ¢ muenom [TasmImeBcKOro oKa3aio, 910 peakms
IPOTEKAET AMACTEPEOCENIEKTUBHO, KaK IPABWI0, C NPeoBIafanueM mpeo-m30Mepa
marappormmpunora LXVIII [78]. CymmMapssii seixox amacrepeomepos LXVIII
konebnerca B npemenax 10...75%, a conepXaHwWe mpeo-Mi30OMEpPA B TIPOXYKTAX
peaknuy B pane cayuaes gocturaer 99% . V3 mMmHOB, MOMYUYEHHEX HAa OCHOBE
apoMATHUECKUX HiM ATA(ATAYCCKAX ATBACIHWIOB WM mpem-Oytumnosoro sdupa
BajuHa, OCYISCTBJICH ACHMMETPHUECKTI CHHTE3 4-METOKCH-S,6-gurmpponupy-
maa-2 (1 H) -omos LXIX u LXX. Cooraomrerne mracrepeomepor LXIX : LXX cocrasmser
97 : 3...92 : 8 [77]. Cpenu Gospioro Habopa KucioT Jisiowca,, BCHOb30BAHHERIX B STOH
PEAKITH, JTyUIIIe PE3YIBTATE ObUIH HOCTHTHYTEI ¢ AAITAIATIOMITHIH XTODATOM.

OMe

W CovB“-f COZBu-t
2pumpo- mpeo- .

LXVIII LXIX LXX

Konnercamus s¢upos 3-apun-2-nmas0yTeH-2-0BHX KHCIOT ¢ OCHOBAHHSIMU
IMMudda n reapober3aMugoM B OPACYTCTBAM XJIOPHNA AMFOMAHAS HPUBOTAT K
3-mmano-3,6-murugponuprman-2 (1H) -omam ¢ seixogamz 20...609%,. OTwioese
obups  3-apwilyTen-2-0BHIX KHCIAOT, HE COAEPXAIMUAE NWAHOTPYOIH B
a-TOJIOXKEHAH, B STAX YCJIoBuax ¢ ocHoBaamamu [udda e pearmpyior [81].
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R! Rl

CN CN
Me” X 5 s AICL N
+  RICH=NR’ —
R*=Ar 5
07 Okt RN o
Ph (o5 R’
N PhCH=N y
Me” N + CHPh
PhCH=N
07 OEt

R = Ph, 4-MeCgH,, 4-CICH; R? = Ph, 4-MeOCgH,, 4-CIC;H,; R® = H, Ph, 4-MeOCH,, 4-CICH,

B ycnosmax peakumm Pedopmarckoro 3¢dmpH  y-6POMKPOTOHCBOH M
y-GpOM-(-METHIKPOTOBOBOM KHCAOT ¢ OCH3WIANCHMETANAMAHOM AN OEH3WIN-
JNEHAHWINEOM B NPUCYTCTBUH IUHKA 00pasyior f-nakram LXXI, 5,6-guranpony-
punuE-2(1H)-on V  -amuroxuciory mwm ec 2¢mp LXXIL. Beixomsl coequHenni
V mocraraior 559% [821.

Rl OSiMey(Et)
NG + PRCH=NR + Zn(THF)

0
| * * I
Rl
Ph R
N
ZnBr ==
CO,SiMe,(Et) CO,SiMes(Et)
o7 Ph 1?12an
R! R
{ + H,0
¥ =
Phu—N" RNH R!  OH(E)

H)[l\o Ph)\MO
Z R
LXXI LXXI
R = Me, Ph; R' = H, Me

3,6-Huveran-5,6-murunpormmpupma-2 (1H)-orn 6s1 monyueH B pesyibraTe
peaxknuy 4-MeTWINCHTCH-3-1-2-aeTara ¥ XJI0pCyIb(pOHRIA30IHAHATA C BEX0-
oM 28% [831.

Me Me
Z “Me 1. CISO,NCO o~ N
———
2. Na,SO,, H,0 NH
Me OAc TR Me g o) o¥
28% 8%

Oxaem w3 Hambosiee CTapHx METOHOB cuuTe3a J,6-muruapomapumaa-2 (1H)-
OHOB SBJSETCS KoHAeHCAnmud 1,3-aMUHOKETOHOB C STHIOBHIM  a(dwmpom
OHAHYKCYCHOM KUCIOTH. DTa peaknns Opuia uzyuena B 1893 r. I'yapecku [84 ] ma
IpUMEPE TAAICTOHAMIHA U €10 N-3aMeImeHHHX npom3BoiHeX. 1,3-AvumokeTto-
HE[ MOTYT OBITH HOJIyUEHH HPEIBAPATEARHO WIM B IIPOIECCE PEAKIMH H3 OKHCH
MESHTH/IA M aMYHOB 00 M3 aMUHOB T ameroHa [851].
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Me
' CN
o , =0
Me. + RNHZ —— Me + ——
NH EtO (@)

Me Me )
Me
. CN
NN 0 _
—  Me ~—— )j\ + + RNH,
Me N O : 2 Me Me EtO O
1
R
R = H, Me, Bn

1.5. Meronpl noaydesus (3 + 3)

B3anMOTEHCTEREM S-3aMETNEHHBIX H30KCAZ0/I0B C OKWCHIO MESUTHIA B CepHOIH
xucaore [86 ] wim samemenasivu 3-0yTuH-1-01aMu B KICAOH CPEjie B HPUCYTCTBHA
coseit pTYTY[ [87] OBUIE TOAyYeHE!l 3-armi-3, 6—zmmz{pormpmmﬁ—2(lH) -OHEL.

R
' ” COR | &, -,
" &2 R
g BN NG
R? 11;1 o \\_COR
X RZ
Me Me R3 N 0
H
Y] 0 '
/<: . N//—\J\ 1,50, |y 0 o0 /;O
[Eniir S -
Me: e ~o R Me NM R

H

R = Me, Ph; R! = H; R? = H, Me, Et, i-Bu;
= Me, Et, i-Bu, #-Bu, Py R® + R® = (CH,) ; n = 4-7

B paborax [88—91] mpoaykTaM peaknum XaJKOHOB ¢ AMEAAME
NHAHYKCYCHOM ¥ APWIYKCYCHBIX KHUCIOT OMmMuO0YHO NPUIMCAHO CTPOSHHE
3,6- IlI/H‘I/IZ(pOHI/IpHZ(I/IH—Z(lH) -ouOB. B Oosnee mosmmux mccaenoBamwmax [92—94 ]
6510 YCTAHOBIEHO, YTC HA TMEPBOM CTAagWM pEakims MNOPOTEXAeT Xak
npucoenuuenre 1o Muxasmo aMumoB HHMAHYKCYCHON M apIIyKCYCHBIX KHCIOT
K XaJIKOHAM C TIOCTEYIONMM 3aMBIKauueM 00pasyIomerocs aanykrta B 3,4-qurmn-
pomapunua-2 (1 H)-omH.

Art " Ar!
X
l S —>e ‘ X0
+ XCH,CONH,
A H, o A
‘ ,/:B
Art A1 Ar?
X
N X X
—
Ar* N O A7 YO . Art N 0
H . H)N © H .
X =Ar,CN
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AnanorunsiM 06pa3oM pearspyIOT a30UCHE C CHOASTaMA CJIOXHBIX 3(upos
[95]. [Ipm xoMHEATHON TEMUEPATYPE OCHOBHBIM IPOAYKTOM PEAKIOUH SBALOTCI
3,4-mmmppommpriaua-2 (1H)-ossr LXXIH, a wnpwm DoBemmeHHOM — TpH
msomepubix gurappormmpunna-2(1H)-ora LXXII—LXXV n mupumgor-2. IIpm
HArpeBaHmHA nepswuno obpasyrommiica 3,4-garuppommpuans-2(1H)-or LXXIII
W30MEPU3YETCS B 5,0- u 3,0-murunpormprnma-2 (1 H) -o8EL. Bmxonm 5,6-qurugpo-
mapunaa-2 (1H) -omos LXXV cocrasastor 10...20%.

Ph
Lit R
MeNZ A Npp  + 'RE_HCOZR —_—
1}1 O

LXXIII
7 Ph Ph . Ph
‘ R R
Z \ R
— - + +
1}1 O ITI O N O
i
Me
LXXIV LXXV
R =Me, Ph

2. BUOJIOTHWYECKAS AKTHWBHOCTD 5,6-IUTHAPOIIMPUNH-2(1H)-0OHOB
1 UX IIPWPOIHBIE ITPEACTABUTEIIN

5,6-Turunponuprrua-2 (1 H) -oH8l SBASY0TCS 2-OKCONPOH3BOAHBIMY TUIIEDY-
AEMHOB-3, (PM3UONOTHYECKAS AKTMBHOCTH KOTOPHX Xopomo m3sectHa [96]. DT0
MeTabomaTsl nrOepraeuHoB-3 [5], oOpasyromuecs TPy XIMIUECKOM paciierie-
HEM HeKOTOpHIx ankaiomaos [19, 97, 98] Xopomo HM3BECTHH ajKaJOHAbl, B
KOTODHIX JATAAPONMPANOHOBEI M APOMATHUECKHUI [IWKIIH KOEAeHcupoBasH. K nx
YECTy MOXHO OTHeCTH crpmxHOKapmwma LXXVII [99], muGpomomsodaxemima
LXXVIII [100, 1011, xopumaxpams LXXVI [102] n apyrue anxanowgsr {1031
Boo:saE BEpOSTHO, UTO 5,0~ MArEAPOMEPUANHOBHIN HHEKII 00pa3yercd B pacTCHEIX
B PE3yJIbTATE OKUCIEHHS UACTO BCTPEYAIOIIETOCH OUIEPHASHHOBOIO (hparMeHTa
JH60 BCAEICTBYE OKHCIETEILHON AECTPYKIMA OOJiee CIOXHBIX IeTePOIMKIITIC-
CKMX CTPyKTyp, HampmMmep Oemsoxmmommuos [102]. O6 obpasosamum
S, 6-murugpommpurm-2 (1 H) -0HOB B KauecTBe MHTEPMERRATOB OPH XUMAUECKOM
OKHCJICHUN THIEpHAeHE0B-3 coobmasnock B paborax [104, 1051].

NH,
N_
MeO
LXXVIII

Crpyxrypunii parMent J,0-marupormpaInE-2-0Ha BCTPEYACTCS TaKXe B
JIYORHOBHX ¥ WHAOJBHEX aJIKaJounax, Hanpamep B codoxapmuae LXXX [106],
8-oxcorabepconmae LXXIX [14] z azactepomne LXXXI [107].
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CONHEt
Me
Me
=
Y
CO,Me Me
LXXIX LXXX ILXXX1

B macrosomee BpeMs HAWAEHO 3HAUUTENBHOE UNC/IO OPUPONHEBIX COEAMHCHIH,
19 KOTOpHX (hparment 5,6-gurugpormprnua-2(1H)-ora cocrasiaser cTpyKTyp-
HYI0 OCHOBY. lIpexne BCEro K TakuM COeNHHEHWSM HEOOXOOWMO OTHECTH
anKanowAbl, BHACACHHBIE M3 pPACTCHWM ceMelcTBa Piperaceae — TWIIAPTHH
LXXXIV6 [106—114}), mmmiapruse-gumep LXXXIIT [110, 114, 115],
mumepmesuctaE LXXXV [116], a Takxe LXXXIIa,6 [113, 115] u LXXXI1Ia,s
[113, 114]. Coemmmerms LXXXVI m LXXXVII Osirr BEHEENCHB M3 MOPCKON
ryOxu Halichondria melanodocia [1171.

LXXXIIa,6
aR!'=R?=Me; 6R! + R2=CH,

SN
N OR!
R3
LXXXIVa—s LXXXV

aR!'=R’=Me,R®*=H; 6R'=R?=Me, R®= OMe; 8 R! + R? = CH,, R* = OMe

x OH = |
O O
N O N O N
H ~H H
LXXXVI XXXV

Cuextp Omonormueckoil axrtusHOCTE  J,0-murmpponupunms-2(1H)-osoB
BEChMa IMIKMPOK K pasHoobpaszes. Humaaprua LXXXIV6 aeasercs sddexTrrabmM
mpenapaToM [pH JEUCHMM AacTMBl W Xpodmueckoro Opomxmra [112],
a cumreTnvyeckue amanorm asocrepomaa LXXXI murulmpyroor Sa-penykrasy u
NPUMEHSIOTCY IpH JeuyeHun 3a00/ieBanwii, UyBCTBUTEABHEIX K AaHEPOreHaM,
TAKWX, KaX OOBIKHOBEHHBIE yrpH, ceboped, obmsicerme [118—1201]. 3-Anerwn- n
ouano-S,6-quranpormpunua-2 (1 H) -omer 06ragaoT GoneyTONSIONAM, Xapoo-
HIDKAIOMUM ¥ ITPOTHBOBOCHAIITEbHAM feicreaeM [121]. B wx pany HalimeHwr
BemecTsa, uHrubupyomue mporeasy HIV {122, 123] r dochomuacrepasy [124,
1251, obnanaromue MpOTHBOBHPYCHOM M aETROAKTEPHAILHOM aKTHBHOCTAMA [52,
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122—1251], sddexTnsrsie XKak TPAHKBHIM3ATOPE M MYCKyJpenakcanTe [126,
1271, perynsrops pocra pactesmit {128, 129 ]. Hepasro B psagy 3THX coenquHEHAN
Obutd OOHAPYXEHH BEIIECTBA, AKTHMBHEIE B OTHOmeHmm eupyca CIIU]I
[122—125]. 3-Apua- u 3-rerapwizamemenssie 35,0-murmppommpunua-2(1H)-
OHBI ¥ ~THOHH HCIIONb3YIOTCH Kak repbummnst {56, 57, 74, 128 1.

Patoma ewinonnena npu uunarncosol noddepxke Pocculickoezo gonda

dynOamenmanbHblX uccredodanuil {npoekm 97-03-33119a).
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