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4-OKCHUXHMHOJIOHDbI-2

36*. CHTE3 2-R-OKCA30J10{4,5-c] X1 MHOJMH-4(5H)-OHORB

PaccMOTpEHB! pa3/IMUHbIE BAPMAHTHI CHMHTe3a 2-R-oxcazonol4,5-¢]xusomm-
4(SH)-oHoB Ha ocuose 3-amuuO-1H-2-0XC0-4-FMAPOKCHXUBOMMHOB ¥ uX 3-N-arumm-
HBIX HpOM3BORHREX. TI0Ka3aHO, ¥TO B nocaeAaHeM ciaydae GopMUPOBAHUE OKCA30IBHOIO
IMKJIA BO3MOXKHO ABYMS ITyTSMUY B 3aBHCHMOCTH OT X2DAaKTePa 3aMECTUTEIS B AIMILHOM
ocTaTke.

2-ApwisaMemenuasie 0kcazono [4,5-¢ Ixuwonur-4 (5H)-oms1, nonyyaemeie w3
COOTEETCTBYIOIIMX M3ATOBBIX AHTUAPHAOB, IPEACTABIIIOT WHTEPEC AN METUIUH-
CKOM IPAaKTHKH B KAYECTBE CTEMYJISTOPOB vy artarorucTos AMK-penentopos
TOJIOBHOTO MO3ra, TIPAMEHIEMEIX IS JeUeHNS COCTOIHUN TPEBOTH, PACCTPOMCTB
CHa W yrayumeHus namatd [2 ]

W3BecTHO, UTC OCHOBHBIMYM HCTOUHWKAME HOAyUYcHES OEH30KCA30JI0B H
POACTBEHHRX MM MOJEKY/IIPHBIX CHCTEM SBISIOTCH 0-aMABOGhEH0AB W KApOOHO-
poie kucaoTel [3]. Tlosromy mpencrasagercs uenaecoo0pasHBIM OCYHMIECTBHTD
cuaTes 2-R-oxcaszono[4,5-c xunonns-4(5SH)-os0B | Ha 0CcHOBE OIMCABHBIX HAMK
paree [4]1 3-ammro-1H-2-okco-4-runporcuxmaomwHOB [l W WX an@iIBHBIX
npomssogEex 111,

Hesamemenaslit OKCA30J0XUHOMMH [a TOAYYEH C BBICOKAM BHXOAOM
obpaboTkoii amuHOXWHOMmHA 1l Tpmotwroprodopmmarom [5] (Metom A).
[IpmmeneBne B KayeCTBE AUWIMPYOLINX ¥ OXHOBPEMEHHO KOHZCHCHPYIOIIVX
aTeHTOB AHTHAPWAOB KapOOHOBHX KWCIOT TAK XE JIETKO HO3BOJAET HOILyYaTh
2-anxunsamemennsie aganoru 16,r,x (Metox B). Onnako yunreBas HEyCTONUH-
BOCTB 3-aMuHO-2-0KCO-4-THAPOKCHXUHOIHHOE [0 ], mesecoobpasnee DugImA3anny
TOXBEPTaTh NPENBAPUTEIBHO HOAyueHHEbE 3-anmiamusoxurorHE [11 (MeTon B).
Crexyer Bce Xe OTMETHTh, UTO MpaKTAUECKH MeTopsl B m B mocrarouso
o deXTHBHBL TOIBKO P MCIO/IH30BAHNEA AHTHAPUIOE HUIMHX amaTHuecKax
kucnor. C yammresneM yraesogoporaoi mernoukn (C() u Gosee) CyLMieCTBEHHO
YCIOKASILTCS BHIEICHAE KOHEYHBIX OKCA30I0XMHOAMHOB |, 9TO Bieuer 3a coboi
CHUXCHEE WX BBIXONOB.

Bosiee ReTanbHOrO pacCMOTPEHAS TPEOYeT 3aMBIKAHYE OKCA30JbHOTO KA B
N-ammnxwrommaax 111 mon Bo3peiicTBmeM AEIIEBOr0 M HOCTYITHOTO YKCYCHOTO
anrugpuna (Metox ). PesyapraThl DpOBEREHHRIX HAMY UCCICAOBAHMN [TOKA3AJIH,
YTO MPOTEKAHUE JAHHON pEAKIUE BO3MOXHO ABYMS OyTIMY W OIPEHAEIAETCH
xapakrtepom N-amwisHOTO ¢parMedTa. lak, B ciaydae ammwixwaOomHOE 11
C AIKWIBHBIMY 3aMECTHTE/IIMI THKIAZANAL MTPOXOMAT HCKIHOUNTEIHHO IO MEXa-
HE3MY, ODpeanoxenaomy eme Jlagnentyprom [3 1. Kak u3secTso, nMEpsoi cranuei
TaKOW IMKIA3ALMEA 9BJIgeTca 00pasoBanve 4-O-aneTwIbHEIX MPOM3BOIHBIX 1V.
Tlocnenyromas HykiIeodrIbHAS ATAKA aNETOKCYIIBHON TPYTIITEl AMUIHBIM a30TOM
IPABOAWT K (DOPMUPOBAHMIO OKCA30JHHOTO KOMBIA. [IOHITHO, UTO PEe3yJIbTaToM
peanuzanuy TAKOro MEXaHm3Ma MOXET OBITh TOIBKO 2-METHAOKCA30:10 [4,5-¢ Ixm-
nonma-4(SH)-ou (I6), mOCKOABKY CTabuau3anys IPOMEXYTOUHHX MHTEPMETIAA-
TOB V BO3SMOXHA JIWING B CIy4Yae OTWEIeHus N-aiuIbHOTO OCTaTKa.

* Coobuienme 35 cm. [1].
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Ia R=H; 6 R=Me; 8 R=CH2Cl; r R=Et; s R=Pr;e R=i-Pr; x R=Bu;3 R=i-Bu;
u R =CsHii; x R=C¢His; 1 R=C7His; M R=CsHi7; s R = CoHis; o R = C1iHa1; n R = Ci1Hos;
pR=CpHzs; cR=CHoPh; T R=Ph; y R=4-MeCesHs4; ¢ R=3-MeCeHg;
x R=2-FCsHs; i R = 2-CiCe¢Hs; u R = 3-CICgHg; m R = 2-BrCe¢Ha4; 2 R=4-BrCsH4

Wrag xaprusa sabmonaerca npum obpaboTke yrCycHsM adrmaprmoM 3-N-deHa-
wasi- u Gensomrxuaommeos [, B panmom criyuae Hapany ¢ 2-merwnokcazonom 10 ¢
sErxonomM 8...409, oOpazyrores cootsercTRyromme 3-herarm{apmwi)oxcazonst lc—3.
arsoe 0OCTOATENBCTBO CBUETENBCTBYET O BO3MOXHOCTH APYTOLO TyTH 3aMBKAHVIS
OKCA30/IPHOTO UMKJAA, KOTOPHI, OUCBHNHO ONaromapd 9SieKTPOHOAKIEIITOPHBIM
CBOMCTBaM ADWUIBHBIX 33aMECTUTENCH, HPOXOIWT IO MEXAHW3MY, AHANOIMYHOMY
hopmupoBaEmio OeHSIMIAAS0M0B B yeaosuax Tepmonusa [3]. Obpasyrommecs npm
oTOM murmaponpoussonabie VII mepexondr B KOHEUHBIC OKCA30J0XHHOMMERL Ic—3,
TEPSI MOIEKYY BOIBL, KOTOPAd Cpasy CBI3HIBACTCA YKCYCHBIM aHrHApuioM. B menom
xe Merop [, XoTS B MO3BOJISET CHETE3UPOBATh 3-aPYI3aMEICHERE OKCA30J0XU-
HOJIIHE], IMEET CKOPEE TCOPSTUUCSCKUI, YeM IIPAKTUUCCKAN UHTEPEC.



2-R-0xca30.10[4,5-c}xunonun-4(5H)-oper  Ia—3

Tabnuma i

Haitmero, %
Coenu- Bpyrro- BEARGIERs, % s oC Baixon
HeHue ¢opmyna wr no cmocoby, %
c H N

Ia C10HsN202 64,57 - 3,24 15,08 280 A 93
64,52 3,25 15,05 (Bo3r.)

() C11HgN2O2 66,09 12 13,44 260 b 90,B 92
66,00 4,03 13,99 (BO3T.)

Is C11H7CIN202 56,27 3,05 11,92 248 96
56,31 3,01 11,94 (BO3T.)

Ir C12H10N202 67,36 4,77 13,01 280...282 b 87,B91
67,28 4,71 13,08

in Ci13H1N202 68,40 5,35 12,20 254...256 b 84
68,41 5,30 12,27 B 90

Ie C13H12N202 68.48 5,26 12,34 238 (soazr.) | 1 85
68,41 5,30 12,27

Ix Ci14H14N202 69,40 5,77 11,55 226 (sosr.y | 1 83
69,41 5,82 11,56

Iz C14H14N202 69,44 5,80 11,64 242 (so3r.) | M 87
69,41 5,82 11,56

In C15sHi16N202 70,33 6,27 10,91 232...234 | IO 85
70,29 6,29 10,93

Ix Ci1sH1sN202 71,15 6,70 10,42 228...230 b564,B 71,
71,09 6,71 10,36 M 86

In C17H20N202 71,78 7,16 9,88 238...240 I 80
71,81 7,09 9,85

Ci8H22N202 72,40 7,57 9,42 227...229 77

72,46 7,43 9,39

In Ci9H24N202 73,16 7,70 8,91 208...210 79
73,05 7,74 8,97

To C20H26N202 73,64 8.00 8,66 195...197 I 84
73,59 8,03 8,58

In Co1H2sN202 74,11 8,24 8,25 186...188 a8l
74,08 8,29 8,23

Ip C20H30N202 74,50 8,59 7.94 166...170 1 89,
74,54 8,53 7,90

Ic Ci7H12N202 73.83 4,45 10,10 279 T §,E9
73,90 4,38 10,14 (o3r.)

It C1sH10N202 73.30 3,93 10,55 268 r26,E9%
73,27 3,84 10,68 (BO3I.)

Iy Ci7Hi1oN202 73,94 4,27 10,11 290 E 95
73,90 4,38 10,14 (Bo3r.)

b Ci17H12N202 73,89 4,40 10,10 281 T30, E 92
73,90 4,38 10,14 (B03r.)

Ix Ci1sHoFN202 68,66 3,21 10,07 273 T 28, E 9
68,57 3,24 10,60 (BO3r.)

i C1sHoCIN202 64,81 3,12 9,36 283 I'24, E 87
64,77 3,06 9,44 (Bo3r.)

Iy Ci1sHoCIN202 64,79 3,10 9,40 276 40, E 93
64,77 3,06 9,44 (s03r.)

Im Ci6HoBrN202 56,39 2,71 8,28 284 E 89
56,33 2,66 8,21 (BO3T.)

Is C16HoBrN202 56,41 2,62 8,17 291 E 96
56,33 2,66 8,21 (zoar.)

1538

Coenzaenust Ir—p KpHCTAANASYIOr M3 IPONAHOMA-2, OCTANBHEIE — W3 JeasHol AcOH.




6€ST

CHeKTpaJleble XaPaKTCPUCTUKH CUHTE3UPOBAHHBIX COEMHEHHHA

Tabnuua 2

Caexrpar [TMP, 5, M, O,

Macc—cncm‘p‘,

Coepn- [M]" (oTHOCHTE/TB~
HeHne Hapom Hast MHTEHCHB-
NH (1H, c) R HOCTh, %)
9-H (IH, g) 7-H (14, 1) 6-H (1H, ) 8-H (1H, 1)

1 2 3 4 5 6 7 8

Ia 12,00 7,91 7,60 7,49 7,31 8,82 (1H, ¢, =CH) 186 (100)

16 11,91 1,75 1,54 7,43 7,25 2,63 (3H, c, Me 200 (100)

In 12,06 7,88 7,61 7,48 7,32 5,14 (2H, ¢, CH,CD 234 (48)

Ir 11,91 7,85 7,58 7,45 7,30 2,99 (2H, x, CH,); 1,36 (3H, T, Me) ) 214 (100}

In 11,92 7,84 7,56 7,45 7,28 2,94 (2H, 1, CHL); 1,85 (2H, M, CH,Me); 0,98 (3H, 1, Me) 228 (70)

Ie 11,91 7,86 7,59 7,48 7,30 3,31 (IH, M, CH); 1,40 (6H, g, (Me),) 228 (62)

Ix 11,89 7,83 7,57 7,44 7,29 2,97 (2H, 1, CHy); 1,80 (2H, x, CH,E1); 1,40 (2H, M, 242 (60)
CHyMe); 0,92 (3H, T, Me)

Ia 11,94 7,84 7,58 7,45 7,29 2,84 (2H, n, CHy); 2,20 (1H, M, CH); 0,98 (6H, x, (Me),) 242 (60)

In 11,92 7,84 7,57 7,47 7,30 2,97 (2H, 1, CHy); 1,79 (2H, x, CH,CHy); 1,34 (4H, m, 256 (48)
(CH,),Me); 0,88 (3H, T, Me)

Ik 11,79 7,83 7,56 7,48 7,29 2,97 (2H, 1, CHy); 1,83 (2H, k, CH,CHy); 1,35 (6H, M, 270 37)
(CHj)3Me); 0,88 (3H, 1, Me)

In 11,82 7,82 7,55 7,47 7,27 2,95 (2H, 1, CHy); 1,81 (2H, x, CH,CH,); 1,30 (8H, M, 284 (40)
(CHy) 4Me); 0,85 (3H, T, Me)

Im 11,72 7.86 7,58 7,48 7,30 2,97 (2H, T, CHy); 1,81 (2H, k, CH,CH,); 1,29 (10H, M, 298 (32)
(CHy sMe); 0,85 (3H, T, Me)

In 11,81 7,84 7,56 7,47 7,30 2,96 (2H, 1, CHy); 1,82 (2H, x, CH,CHy); 1,25 (12H, M, 312 (20)
(CHp)¢Me); 0,83 (3H, T, Me)




[

Oxonuauue tabu 2

1 2 3 4 5 6 7 8
Io 11,73 7,82 7,55 7,48 7,28 2,96 (2H, r, CHy); 1,82 (2H, x, CH,CHy); 1,24 (14H, w, 326 (26)
(CH,)7Me); 0,83 (3H, T, Me)
In 11,68 7,83 7,56 7,49 7,29 2,96 (2H, T, CHy); 1,83 (2H, k, CH,CHy); 1,25 (16H, w, 340 (18)
(CH,)sMe); 0,85 (3H, 1, Me)
Ip 11,72 7,85 7,56 7,49 7,27 2,96 (2H, 1, CHy); 1,82 (2H, k, CH,CH)); 1,23 (18H, M, 354 (20)
(CHy)oMe); 0,84 (3H, 1, Me)
Ic 11,79 7,79 7,60...7,22 (8H, M, 6-8-H+P h 4,37 (2H, 1, CHy); Ph eM. Hypon 276 (100)
It 12,03 8,03 7,65 (4H, M, 7,50 8,23 (2H, 1. 1, 2',6'-H); 3'—5§' cm. Hapom 262 (100)
7-H+3' -5 -H)
Iy 11,99 8,00 7,60 7,50 8,08 (2H, 7, 2',6'-H); 7,43 (2H, g, 3',5'-H); 2,40 (3H, c, Me) | 276 (100)
Ip 12,00 7,98 7,65...7,20 (6H, M, 6-8-H+4'-6'-H) 8,11 (1M, 1, 2'-H); 4'—6"-H cM. Hapowm; 2,38 (3H, ¢, Me) 276 (100)
Ix 12,04 7,96 7,70...7,45 (5H, M, 7,34 8,27 (14, p, 3'-H); 4'—6'-H cM. Hypom 280 (90)
6,7-H+4'-6'-H)
Iy 11,90 7,97 7,65...7,47 7,35 8,20 (1H, p, 2',6'-H); 4'—6'-H cm. Hypom 296 (85)
(5H, M, 6,7-H+4'-6'-H) .
Iy 12,06 8,06 7,74...7,58 7,51 7,32 8,23 (211, ¢, 2'-H); 8,14 (1H, a, 4'-H); 5',6' cm. Hapom 296 (90)
(3H, M,
7-H+5',6'-H)
I 12,01 7,92 (2H, T, 7,75...7,46 7,36 8,15 (1M, 5, 3'-H); 4'—6'-H cm. Hypow 340 (84)
9-H+4'-H) (4H, M, 6,7-H+5',6'-H)
1o 11,77 - 7,98 7,61 | 7,50 7,33 8,12 2H, 5, ¥ ,5'-H); 7,60 (2H, n, 2',6'-H) 340 (88)

* s XJop- #u GPOMSaMeLU,CHHbIX OKCa30JIOXWHOJIVHOB NPUBEEeHbI 3HAUCHNA m/z TOJABKO JJIA M30TOloD 35Cl n 7981‘ COOTBCTCTBEHHO,
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Hcnonb3opanme B KAYECTBE KOBACHCUPYIOMMX ATEHTOB ISTHOKMCH (hocdopa
JUIS JIETKOPACTEOPHMEIX B UETHPEXXJIOPHACTOM YIVIEPOAE AMKHINPOM3BOTHEIX 111
(veron ) mm mommbocopHOi KHCAOTH IS AX OSH30MIBHEIX AHAIOTOB
(mMeror E) mosBOAsET MOAY4YATP TIENECBHE OKCA30JOXWHONHMHBL IB—3 ¢
IPENapaTUBHO BEICOKAMU BEHIXONAMH.

SKCIIEPYMMEHTAJIBHAY YACTH

Crextpel [IMP CHMHTE3MPOBAHHBIX COEAMHEHME 3amvcaHsl Ha npubope Bruker WP-100 SY &
IMCO-Ds, saytpennumit craugapr TMC. Macc-CHeKTpsI 3apErMCTPUPOBAHbT HA KBAKPYIOISHOM CIEK-
tpomerpe Finnigan MAT Incos 50 B pexxuMe MOJHOTO CKAHMPOBAHWA B AUanasose 33...700 m/ z, nouu-
3anys JMEKTPOHHBIM yaapoM 70 3B, ripamMoit BBOA, CKOPOCTH Harpesa ~5 °C.

Oxkcasono[4,5-clxunomas-4(SH)-ou (Ia). A. Cmecs 1,76 r (0,01 Momp) 3-amuuoxumonuEa I 1
50 M TpuaTHIOPTOdOPMMATA KHIIATIT 5 I C OTTOHKOL BEINESEOMETOCS B NPOIECCE PeaKITyy STAHOMA.
VI36BITOK TPUBTHIOPTOMOPMMATA OTTOHSIIOT [IPH OHMIKEHHOM Janienuy. (OCTaToK OXI2AaioT 1 06pa-
GaTHIBAIOT MUSTUIOBBIM 3GUPOM. BBINEIMBINMIICS OCATOK OKCA3OIOXMHOMMEA 12 OT(MIBTPOBBIBAIOT,
TIPOMEIBAIOT QUITHIOBHIM (DUPOM, BEICYIIMBAIOT.

2-Fexcmnokcasono]4,5-clxuroman-4(5H) -0 (Ix). Metoms! B u B 0cyIecTBInoTcsa obpaboTroit
COOTBETCTBEHHO 3-amuHOxuuoNuHa Il wiv 3-N-sHanromnamuroxuuommEA 1 (R = CsH13) u36bITROM
SHAHTOBOTO AHTHPHUAA IO METORMKE IPEXBILYIUETO OMbITA.

XA. X pactsopy 2,88 r (0,01 momn) 3-N-seanroruramuaoxusOmMH 111 B 50 MJI CyXOr0 QeThIpexxio-
PHCTOrO yriiepona no6asnsior 2 r P20s M Kunsrst 5 4, IOCHE 9Er0 PACTEOPUTEN D OTIOHSEOT DY TOHM-
JKEHHOM JaineHvy. PEaknuonHyI0 Maccy 00pabaTsBaIOT JBLOM U HEATPAIM3YIOT BORELIM PACTBOPOM
Na2C03. Ocanox okcasosoXuUHOMMHA IK OTGWIBTPOBIBAIOT, IPOMBIBAIOT XONOAHOM BOXOL!, BHICYTIMBA-
0T.

Cwmemannas npo6a 06pasios 2-reKCIIIOKCa30I0X MHONMHOE IK, HOJyYeHHBIX Pa3IMIHbIMU MCTORA-
MM, HE JAIOT IeNPECCUY TEMIIEDATYPHI FUIABICHUS.

2-Penmnokcazono[4,5-c]xunonnn-4(SH)-ou (Ir). . Pacteop 2,80 r (0,01 mMoms) 3-6emsowmn-
amumoxuuoyMEA [T (R = Ph) B 50 M ykcycHOro anruapupa Kumsatar 5 g. Hs6errok Ac20 OTroHsmoT,
OCTAaTOK TPIDKAEI 0bpabarsisaior 50 M kxunamero anerona. Homyuaior 0,68 r (26 %) hermnoxcasono-
xuHOMHEA IT. ITocne ynapuBasus aleTOBOBOM BBITSDKKY MO YA0T 2-METHIIOKCA30IOXMHEOMKH I6.

E. Cwmece 2,80 r (0,01 momp) 3-Oemsommamunoxunonuea 11 u 20 r nomudocopHOi KucaoTs:
BBIICDIXHBAIOT Ha MeTaJUTMHecKoil 6are npu 110...115 °C B Teuenue 4 u. PeaxnuoHHYI0 MACCY OXJIAX-
JIAIOT M BRUTMBAIOT Ha JIEX, OCE 9er0 HeUTpasuayIoT BoausmM pacteopoM NaxCOs. Ocanok oxcasono-
XuHOMMHA IT OTGUIBTPOBBIBAIOT, IPOMBIBAIT XOJONHOM BOZOI, BRHCYIIMBAKOT. Boixox 2,46 T (94 %).

Crrextprr IIMP 06pazios 2-(PeHIIOKCa30I0XMHONMHE IT, NOIYYEHHBIX PAa3IMIHBIMU METONAMH,
UIEHTUUHEL.
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