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N-3-OKCOAJKWIAMUIBI U -TAOAMUIBI
B CHUHTE3E T'ETEPOIUKJINIECKUX COEJXWHEHUIA

4* CHHTE3 T'MIPWPOBAHHBIX MPOM3BOAHBIX XWHOJIMHA
1 U30XHMHOJIMHA HA OCHOBE N-3-OKCOAJIKWITAMKIOOB

Tyxmzanueif N-3-0xcoaIKmnaMuI0s O AeHCTBMEM OCHOBaHUY HOIYIEHEl TUJI-
PUPOBaHHBIE TPOUSBOAHBIE XMHOIMHA M U30XHMHOIMHA.

N- (3-Oxcoankwi) 3aMeIncHHbIE ApAAANETAMUNB TOX AEHCTBAEM OCHOBAHWMIMA
C BBICOKMMY BHIXONAMH OWKJIA3YIOTCA B 3-apwia-S,0-muranponupuava-2(1H)-
OHEI, NETHAPYPOBAHWEC KOTOPHIX IPUBONMT K J-apmummpmpoHaMm-2 [2, 3]
Boamoxsocts cuaTe3a 3-apun-3,0-gurmaponupuana-2 (1 H) ~0HoB, arHeMpoBaH-
HBIX ¢ KapOomukaamu, n3yuena He Opia. C 3Toi nensbic ObUTH DXy YEHBl AHAJIOIH
N-3-oxcoanKmraMunoR, BKIIOUAIOMINE MAKIOTEKCAHOBEIE (PPAarMenThi; COeTuHe-
BVe | — anmmmpoBaHuEM COOTBETCTBYIONIETO aMAHOKETOHA, 11 1 111 — peakimeit
1,3-xnopreronos ¢ aurpmiamu B upucyrcreun SnCls mo metommkam {2, 41].

[TpoBencHAbIe WCCHEeNOBAHMS mokasamd, uro B 10% pactsope KOH
B STHIOBOM CIHPTE MPH TEMIEPAaType Kunenus mparc-N-(2-aneTrimukKIoreK-
cun) permnaneramay (1) OUKIM3YyEeTCS B PABHOBECHYK CMECh LUC- |
mpanc-uzoMepos  4a,5,6,7,8,8a-rexcarmapoxuaomua-2(1H)-ona  (IVa,0), a
coequaenus I u III — B cMech IHAPUPOBAHHBIX IPOWM3BOLHBIX H30XWHOIMH-
32H)-oma Va,6 u Vla—B, ommuaomumxcd pacHIoOJOXEHMEM IBOWHON CBA3M
B TETEPOIHKIIE.

* Coobmenue 3 cm. [1].
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UszsectrHO, uyTO M «,-HENpeRENbEBIX KapOOKCHIAT-WOHOE, 3(HPOB u
KETOHOB PABHOBECHC MEXAY OOcvMM HCHACHIIICHHBIMEA (DOPMAMH CYIIECTBEHHO
33BUCHT OT HOJIOXCHWS M NPUPOILI 3aMECTHTEIEH B MPONMICHOBOM (PparMenTe
[5, 6]. O BosMmoxmocTm w3oMepmaanmu J,6-gurmapommpunaa-2(1H)-onos
B 3,6-guruppormpmnua-2 (1 H) -orst coobmanock Takxe B padore {7]. Dxzonumk-
JIMYECKOE pACIOJOXEHUE RBOMHOM CBA3M II0 OTHOLIEHMIO K KapOOmHKILy
B cocquueruax Va u Via, O4eBHOHO, HPUBOINT K HANPSKEHAIO OMIEKIAYECKON
CHCTEMEI, B pE3y/JbTATE UYEro CTPYKTYPH CTAHOBITCA MEHEE CrabwibHBIME
II0 CPABHCHIIO € aJIKII3aMEemeHHbMA 5, 6-mumrunpormpanme-2 (1H) -ospamu [2 ], uyro
CIOCOOCTBYET CMETIEHIIO PABHOBECHS B CTOPORY [3,y~HCHACHIIEHHHX THKIHMISCKIX
makToHoB V, VI6. Hanuume mOABMXHOIO aToMda BOAOPOAA B HOJOXeHWH 6
reTEPOIYKIA AEIAET BO3MOXHOM M30MEPH3anmio coenuuenus VIO 8 VIs.

C 1enpio n3ydeHns BO3MOXHOCTY M30MEPH3ANAR I~apui-J,0-qaragponape-
mua-2(1H)-omoe [2, 3] mox meiicrBmeM ocHOBammii 4-metwi-3,0-mubermn-3,6-
murraponmpuxua-2 (1H) -om (VII) 6sut moxseprayT sarpesannio B 0,7 % pacrsope
KOH s OMCO. Yepes 2 u w®3 peaknuOHHOM CMeCH ObLIH BbIIEJEHH
4-metwi-3,60-mudennn-3, 4-guruapomapunma-2 (1 H)-oa (VII) & 4-metwn-3,6-
madeammmmpunma-2 (1H) -or ¢ Berxogamu 29 u 249, cOOTBETCTBEHHO.

Oxuciaernne 3,4-guranpomupuand-2{(1H)-ona VII B nupmron IX npomcxomur
WON [CHUCTBHMEM KHCIOpPOHA BO3AyXa W, BOSMOXHO, BKJIIOYAET CTAIUIO
ofpasosanms nuaamona X, Kak coodmasocs B pabore [8].
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B cuexrpax SMP 3¢ coemmuern [V—VI (1abn. 3) mHamboee xapakTepHbl
CUTHANBL SACP YIVIEPOAA IBOMHOM CBS3M, CONPKEHHON C aMHIHOM TIpymmo#
(155,0...150,5 u 140,9...135,8 M. 7.), curHAnH sgaep Sp -TUOPHAM3OBAHHEIX
aToMoB yriiepona B nooxeann 4 w 5 (141,2...139,1, 139,6 M. 1), 5 6 (138,2 m
135,8 m. 1.) rereponEKIa.

Hernxpuposanue cMecy mzomepos 1Va,6 u Vlla—s 8 IMCO B npucyrcremm
KOH npmBozmt B mepeoM ciyuae X oOOpasosammio xwmaHOAME-2(1H)-oma XI
¢ BbixogoM 56 %, , a Bo BTOopoM — 1,4-mucbenwn-5,0,7,8-reTparuqpon30X HHOANH-
3(@2H)~oma (XII) c serxogoM 359%.

Me
Ph
KOH / DMSO / t°C =
Va + IVo —-
N X0
H
XI
Via + VI6 + VIs KOH/DMSO /t°C NGZ
pr” N7 Yo
H
XII
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Tabnuna 1

XapakIepucTHKA CHHTESMPOBAHHEX COETMHEHMT

HaiifieHo, % 1 Bpewmst
Coema- BpyTro- BETGEEs, % I e BK cnexip, V, ov peax- | Bomom,
HeHEe dopmyaa W Tz, %

C H NH co CONH q
I C16H21NO> ;_2(1)_(7) %,?_g 136...137* | 3410 | 1710 | 1680 | —*7 | 40
i C20H2/NO2 Zl_g,g_g %’g_g 118...119%* | 3420 | 1710 | 1670 | —*7 | 23
Tir* Co1H23NO2 %Zz_; %:g% 152...153** | 3420 | 1710 | 1680 | —* | 20
V= Ci6H1oNO _;_gjg_g %:%% 159...160%° | 3400 | — | 1655 | 1 84
Va,6 C20H2sNO 3_1%? %:4_8 207...208*% | 3395 | — | 1660 | 0,75 | 91
Via—e | CoH2NO %% %% 123...125%* | 3385 | — | 1670 | 2 87
VIII C1sH17NO g_g% %:_55% 175..177%5 | 3400 | — | 1690 | 2 29
XI Ci6H13NO 88_11:% g,’63 255..256*% | 3385 | — | 1655 | 2 36
XII C21HI1NO % % 212..213%% | 3380 | — | 1645 | 2 57

*  CMECDH 3puUmpo- ¥l Mpeo-u3oMepoB.
*2 Cmecs yuc- ¥ Mpanc-u3oMepos.

*3 Y3 renrana.

**  Bengon—rexcad.

*5 Texcas.

* Sramon.

¥ Cwm. pa6oter [2, 4].

Taxmm 06pa3oM, MOXa3aHa BOMOXHOCTD HOLYICHHAS Ha 0CHOBE N-3-0Kcoa-
KHJIAMALOB TMAPUPOBAHHEBIX IPON3BOMHbBIX XUHOINHA ¥ H30XUHOMWHA C HOCTAELY-
IOLUM IIpeBpanmeHneM ux B XuHoIuH-2 (1 H) -ou: u 5,6,7,8-rerparmpponsoxmmao-
mar-3(2H)-oHB, a Takxe BO3MOXHOCTE NPEBDAMIEHAS J,6-MUIHIpOIEPYITIIE-
2(1H)-os0B B m3oMepHBIe UM 3,4-muruapormpuana-2(1H)-ors. MMes B Bugy
IMVPOKHE BO3ZMOXKHOCTH Pa3/IMYHBIX METONOB MOIYVICHNT MCXOMHEX N-3-0Kcoa-
xuwramunos [4, 9—17], mpocToTy mpoBRENEHHS IKCOEPHMEHTA, MOXHO CHEMATH
BBIBOL, YTO HOpENIaraeMBIi HOAXON K CHUHTE3y IYIPUPOBAHHBIX HPOW3BONHEIX
XWHOJMHA ¥ H30XHHONMHA IPENCTABIISET IPENaPATHBHBIA HHTEPEC.

OKCIIEPUMEHTAJIBHAYI YACTDH

WK cnexTpsl 3aperucTpuposassl Ba crnexTpomerpe Specord IR-75 s pacrsopax CHCI3, criekTphl
IIMP — na mpubopax Bruker-AC 200 P, AM-360 u Tesla BS-587 (80 M) s CDCl3. BuyTpessumit
craagapr IMIC. Caextper IMP B¢ IOSyyeHs! Ha cuekTpoMerpe Bruker AM-360 (90,5 MI'u) u Tesla
BS-587 (20 MT') mpu KOMHATHOM TEMIEPATYPE B PEXXUME UMITYIIBCHOTO HAKOTLIEHUS C HOCIIEAYIOLIIM
Dypoe-npeobpasosaBUeM Py HONHON PA3BA3Ke OT NPOTOHOB. BayTpennuit crasmapr TMC. Konrpons
32 XO[OM peaxuuy M YMCTOTOH MOTYyJEHHBIX COeaMHeHu uposommiu meronom TCX ma ruracTumkax
Silufol UV-254, nposenenve napamu uona u Y P ceeroM.

N-2-Avemmpxnorexcun) deswraneravun (1), N-[1-(2-oxconuxorexcwn) ipxnorexcyn] heHumaner-
avug (I , N- [ermn (2-oxcomuk norexcrm) metwn] berroaneraviy, (01) (CMech 3pumpo- v mpeo-usoMepoE)
IOJIYHarOT 1o MeTomuxe [2, 4].

4-Merwr-44,5,6,7,8,8a¢-rexcaruppoxunonem-2 (1H) -oxr (IV) (cvecs yuc- v mpanc-uzomepos); 4 -
denun-1',5,6°,7',8',8' a-rexcarvapo (CrMponuMKIIorekcas-1, 1’ -uzoxunomm) -3' (2 H) -on (Va) u
I'.4',5",6',7",8 -rexcarunpo(cnmponuknorexcas-1,1’ -usoxusomn) -3 (2 H) -om (V6) (cMech M30Mepos);
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1,4-mudenun-1,5,6,7,8,8a-rexcaruapomsoxunomun-3(2H)-ox (VIa), 1,4-gudennn-1,4,5,6,7,8a-rex-
caruapousoxuuomua-3 (2H) -or (VI6), 1,4-mudenun-4,4a,5,6,7,8a-rexcarnapousoxuaonyE-3 (2H) -
ou (VIs) {cmecs u30MepOB) ; 4-meTmiI-3,6-mubennn-5, 6-muruapormpunue-2(1H) -ox (VI) noaydam mo
MeTopmke [2].

4-Merun-3,6-nudenmni-3,4-guragpo-2(1H)-o8 (VIID) u 4-metmn-3,6-nudermamapanos-2
(IX). Pacrsop 0,368 r (1,39 mmons) coepmmenus VII u 0,1 r KOH B 15 M1 IMCO marpepasor 2 u.
PeaxknuoHHy0 CMECH BEUIMBAIOT B SO MJI BOABI ¥ OTHHMISTPOBBIBAIOT 0CANOK. DUIBTPAT SKCTPATUPYIOT
xaopogopmom (3 x 30 M1), K 9KCTpaxTy 506asmsoT 10 MII reKCcaHa U POMBIBAIOT BOXOM, PACTEOPUTETh
OTTOHSIOT, 2 OCTATOK 00bemuusioT ¢ Ocagkom. Cmecey coequmenuit VIII 1 IX ouMmiaroT XKOJIOHOTHOH
xpomarorpadueii Ha crukarese (xaopodopM—atuiauerar, 95 : 5). oxygaror 0,106 r (29%) coenu-
mesms VI u 0,089 (24 %) coepumenws IX, Tuy 225 °C. UK crnexktp coenunenus IX unentuves obpasiy,
noxyyenHoMy panee [2]. CMech 06pasuoB He faeT AeIPECCHY TeMIEPATY B UIABICHMS.

Tabauuga 2

SIMP cCoexTpsl CHHIC3EPOBAHHBIX COCAMHERHH

Coeu-

HeHHE XuMIIeCKHe CHBHTH (6, M. 0.} # KCCB, I'mg

I 7.35.. 7,19, (5H, 1, Ph); 5,28 (1H, yur. 7, 3 renm = 8.8, NED; 4,00 (1H, b,
372 =40, F, Jae—ll 0, *JanH = 8,8, CHNED; 3,50 (2H, ¢, CHLPh);

2,23 (1H, M, “Jae = 4,0, Jaa = >Jae = 11,0, CHCO): 2,07 (3H, ¢, CH3):

1,97...1,08 (8H, M, (-CH2-)4)

11 7,24 (SH, v, Ph); 5,39 (1H, ymr. ¢, NH); 3,42 (2H, ¢, CHuPh); 3,22 (1H, 1. &,
3Jaa=15,0, *Jac = 6,0, CHCO); 2,10...1,20 (18H, m, (-CHz-)4, (~-CHz-)5s)

1* 7,38...7,14 (10H, M, 2Ph); 6,82 u 6,86 (1H, ym. ¢, NED; 5,19 u 5,16 (1H, g,
JNCHHa = 12,3 u g, 3JN HHa= 10,2 2 CHN); 3, 541/[ 3,58 (2H, c CH,Ph); 2,86 u
2,94 (IH, m, “INCHHa = Tea= 12,3, T = 6,0 1 v, S INCHE = aa = 10,2,
3T = 4,7, CHCO); 2,33...1,43 (8H, M, (-CHz-)4)

IVa*? 7,33...7,07 (SH, ,Ph); 5,88 (1H, ym. ¢, NHD; 3,18 (1H, », 3= Ta=11,0,
e = 4.0, 8a-H); 2,20 (1H, M, Jaa = Taa = 11,0, “Tae = 4,0, 4a-H); 1,67 GH,c,
CH3); 2,06...1,15 (8H,m, (~CHa-)4)

IV6*2 7,33...7,07 (5H, M, Ph); 5,58 (1H, yu. ¢, NH); 3,78 (1H, m, 8a-H); 2,02 (1H, M,
4a-H); 1,63 (3H, c, CHz); 2,06...1,15 (8H, m, (-CHz-)4)

va*3 7,37...7,18 (SH, m, Ph); 6,57(1H, ym. ¢, NH); 2,45 (IH, x. x, 3faa=12,0,
*Jae = 4,0, 82-H); 2,30...1,27 (18H, m, (-CHzy1, (~CHz-)s)

v6E 7,37...7,18 (5H, M, Ph); 6,50(1H, ym. ¢, NED; 3,98 (1H, ¢, CHPh);
2,30...1,27 (18H, M, (-CHz-)4, (-CH2-)5)

Via** 7,40...7,19 (10H, m, 1-Ph, 4-Ph); 6,18 (1H, ¢, NH); 4,85 (1H, ym. ¢, 1-H);
2,54 (1H, v, 8a-H); 1,86...1,25 (8H, m, (-CH3-)a)

vigE* 7,40...7,19 (10H, », 1-Ph, 4-Ph); 5,98 (1H, ¢, NH); 4,98 (1H, ym. ¢, 1-H);
3,96 (1H, M, 4-H); 1,86...1,25 (SH, v, (~CHz-)4)

VIs+* 7,40...7,19 (10H, », 2Ph); 5,57 (1H, ¢, NH); 4,34 (1H, 1, *Jaa= 11,1, 4-H);
2,58 (1H, m, 4a-H); 1,86...1,25 (8H, M, (-CHz-)4q)

VIO 7,50...7,34 (10H, », 2Ph); 5,42 (1H, 7. 1, 3745=3,8, JHNH——I 8, 5-H); 3,45 (1H,

I, J34—98 3-H); 2,94 (1H, M, J45 3,8, Jucu3 =10, J34—98 4-H);
1,12 (3H, &, “Ju,cH3 = 7,0, 4-CHs)

XI 11,13 (1H, ¢, NKD; 7,77 (H, 7. 5, T8 = 8,6, *Js10= 1,7, 8-H); 7,55...7,22 (8H,
M, 5-H, 6-H, 7-H, Ph); 2,38 (3H, c, 4-CH3)
XII 10,76 (1H, ymL. ¢, NH); 7,45...7,31 (10H, m, 2Ph); 2,55...2,52 (4H, M, 2(5-H,

8-H)); 1,69...1,64 (4H, m, 2(6-H, 7-H))

*  Cmech apumpo- U mpeo-u30MepOs; COOTHOIIEHME MHTETPATHHBIX MHTEHCUBHOCTEH CUPHAJIOB
1 : 2,7; mpuseness: xumuraeckye casury 4 KCCB ust MUEODHOTO ¥ npeof1anatonero M30MepoB
COOTBETCTBEHHO.-

CoOTHOMEHUE UHTETPAJIBHBIX MHTEHCHBHOCTEM B cMecu IVa 1 IV6 1 4 .

CooTHOMIEHWE MHTETPATBHBIX MHTCHCUBHOCTEHN CHTHAJIOB B cMecu Va : V6 2,5 : 1.
CoOTHOMEHME MHTErPAIBHBIX METEHCHEBHOCTEY CMTHAJIOB B cvecH VIa : VI6 : VIs 1 : 2: 1,25.

*2
*3
x4
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Tabnuma 3

Hausbie coektpos dMP Be CHHTE3UPOBAHHBIX
coemuaennit (O, M. 1o, CDCls)

(;anii_ CONH ((C;:S) Ph Hpyrve cyrHams1
I 169,9 (210,3) 134,2, 128,9, 128,9, 128,5, | 57,4, 49,2, 43,4, 32,0, 28,2,
128,5, 126,8 26,5, 24,3, 24,2
i 169,8 (211,8) 135,2, 129,0, 129,0, 128,5, | 57,2, 55,3, 44,9, 43,5, 30,8,
-128,5, 126,8 30,1, 29,0, 28,0, 25,4, 25,2,
21,1, 21,1
m 170,2 212,49 140,7, 134,7, 129.0, 129,0, | 55,4, 53,3, 43,7, 42,1, 32,1,
128,6, 128,6, 128,0, 128,0, | 27,9, 24,0
127,2, 127,0, 126,4, 126,4
Va 166,8 | 152,0, 129,9, 127,4, 127,4, 127,4, | 55,0, 48,6, 44,2, 42,3, 31,8,
136,1 127,4, 126,5 29,5, 27,1, 25,7, 25,3, 24,4,
V6 166,1 | 150,1, 129,9, 127,4, 127,4, 127,4, | 23,8, 19,7, 19,5, 17,0
135,7 127,4, 126,5
Va 165,9 1553, 130,6, 128,3, 128,3, 128,3, | 58,6, 53,7, 53,0, 49,2, 38,3,
136,1 128,3, 127,4 37,2, 35,6, 34,4, 34,2, 30,3,
V6 170,5 138,9, 130,6, 128,9, 128,9, 128,9, | 29:6, 29,0, 26,8, 25,9, 25,3,
133,2 128,9, 127,4 25,3, 23,7, 23,0, 22,4, 22,0,
21,8, 21,6
Via 166,6 | 151,9; 62,6, 62,4, 61,7, 52,4, 51,5,
135,7 44,1, 31,3, 31,2, 28,0, 27,9,
VI6 170,2 140,9, 130,2...126,7 26,7, 26,7, 26,0, 24,6, 22,5,
138,9 22,4, 22,3, 22,2
Vis 170,2 141,2,
139,6

4-Metini-3-$penmmxunoe-2(1H)-on (XI) u 1,4-xudenun-5,6,7,8-1erparugpon30XuHOINH-
3H)-on (XII) nomygaoT aHAJIOTMYHO coenuuenuaM VI v IX. DimoeHT x10podopM—aTuiIaueTar,
2:1.

Paboma ewvinosHena npu guuancosod noddepxxe Pocculickozo ¢gonda
dyHOameHm aibHbIX uccaedosanli (Kod npoexma 97-03-33119a).
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