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N-3-OKCOAJKUJIAMMWIBI ¥ -THUOAMUJbI B CHHTE3E
TETEPOLIMKJIMYECKUX COEJTVHEHUA

. 5*. CUHTE3
1- (4-TUIPOK CH-2-OK COTTUTIEPHIII-3) VP IHNU X JIOPU OB
¥ NHPUIOHOB-2 HA OCHOBE NHPHIAVHWEBBIX TMPOM3BOAHBIX
N-3-OKCOAJNKHUJIXJIOPAUETAMIIOB

BHYTpHUMOIEKYASPHON IMKIM3ANHMeN] MUMPHUAUHUEBBIX IPOM3BONHEIX N-3-oxcoan-
KMIIXJIOPANETAMUIOR IO REACTEMEM TPETUYHBIX aMHHOB IOy 9€HbI TUPHUAOHBI-2 1 1-(4-
THAPOKCU-2-OKCOIIHIIE DUIIT-3) ITMPUAMHUMX IOPHABL.

N-3-OxkcoanxumrermianeTaMuIbl O JEHCTBUEM OCHOBAHUH NUKIA3YIOTCH
B cooTBercTByomEe 5,6-maruapo-3-denmmmupumue-2 (1 H)-omwt {2 ]. Ouesmaso,
4TO HEOOXOOUMBIM YCIOBHEM 3TOM peakmum gpisercs gocraroumas CH
KUCIOTHOCT Q-HOJOXEHWS NG OTHOMEHHIO K KapBaMOWIBHOW Tpymme
N-3-OKCOamKmIameTaMuaa, KOTOopas MOXET - OWTh ob0ecmeueHa 3aMeHOH
KapbaMomTEHOHM PyHKI#MK HA THOKAPGaMOMIsHY0 [3 ] mub0 HpHCYTCTBHMEM B 5TOM
TOJIOKEHUA  DJIEKTPOHOAKIENTOPHOIC  3aMECTUTENsE  (HAOPUMED Takoro, Kak
OUpUIMHEEBE KaTroH) . [Tupunvauessie mpousBonasie N-3-0KC0aNKIaneTaMuioB
MOryT ObITh HOJIYYEHE! HA OCHOBE JICTKOZOCTYHHEX N-3-OKCOAIKEIXIOpANETAMHARCE
[4—81.

BzammonesicrsmeM N-3-0KCOATKATIXIOPANECTAMUROE [a—r C DUpHARHOM IpU
KOMHATHO TEMIIEPATYPE MBI HOAYYWMIN PaHee He W3BECTHBIE 1-(3-OKcoankmi-
kapbamommMeTyn) mupunnanixropunsl 1Jla—r ¢ seixomamz 88...96 9. Coenmae-
mmg [la-—a mog aeficrsmeM Tpuarmaamuna 8 IM®OA npu KOMHATHOH TeMIlepaType
OPEBPAIAYOTCS B 1- (4-ruapoxcr-2-0KCOmuIe pANHII-3) MU PUIUHANX TOPHIHL
IIla—e ¢ serxomamu 88...90%. CoemmacHms Illa—s=, sepostHO, 00pasymorca
B pE3yJBTATE BHYTPUMOJIEKYAIPHON NUKJIW3AIAYN COOTBCTCTBYIOINUX H/IMAOE
NEPHIAHASL, TEHEPHPYEMBIX IO ASHCTEAEM TPUSTIIAMAHEE B PEAaKIMOHHOM Cpene
W3 DupuIIHAessx coneit [la—s.

Harpesasme cocpumenmit [B,r B cmecu nwpuamza m [IM®@A, a raxxe
coemuHeEu# IlB,r B METaHojae B TPACYTCTBWM TPUITHIAMFHA IIPABONHET K
obpasoparsmo 4,6-maderwamupumea-2(1H)-ona (VIIs) u 4,5,6,7-Terparmnpo-8-
demmmsoxmonos-2  (VIIr) coorsercreenno. Ommako N-(1-mermn-3-oxcoGyTam -
xyopaneramun (I0) m  1-(1-MeTwr-3-0kco0y T/IKapGAMOFITME TPUT) IV PHANMHVIIX SIOPAN
(I6) B aHATOrWYHBIX YCIOBHAX 00pasyror 1-(4-ruppoxcu-4,6-mmMeTrr-2- e pam-
mn-3) mrprmaarioiopan (16), a He oxwpaemsrit 4, 60-IMeTVUIpUIoH-2.

Tlo-supmMomy, unpespamenmio coepmuenwit I B mmpupomm VII O1a-
FOIPHYTICTBYET yBeauueHne dhdexTBHOro 00beMa 3aMecTuTens R, BHISHBaIO~
mee moHmxeaue crabmwipHocTH coemmueuns [II. B ceoro ouepens, mosmmmenue
KUCAOTHOCTH HONOXEEWS O TeTEponMKiIa CHOCOOCTBYET —WM30MEPH3aIvH
IPOMEXYTOUHO oOpasyromerocs murmppornmpumue-2(1H)-oma V 8 1-(2-okco-
1,2,3,4-TeTparuapo-3-nupUFHILT) TR PHAVHAHXTOPAT VI. Otmennenne
IEIPOXIOPUAA MUPHAVHIY OT IUPUAMHUEBHIX COJICH, aHAJMOIMIHBIX COCHUHEHHIO
VI, xopomo ussecto [9, 10].

* Coobmenme 4 cm. {1].
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I-VIIaR'=R3=R*=Me, RZ=H; 6 Rl = R*=Me, RZ = R¥* = H;
sR'=R*=Ph, R*=R*=H; rRLR®=(-CH,), R®=I;
Ri= Ph

Takwm 00pazoM, MBI TOKA3a/1¥, 4TO MiyOWMHA IpEeBPAlICHNS HVPUIHHACBHX
cosest 11 mom me#CTRMEM OCHOBAHWH 33BUCHT OT YCJIOBWI PEAKUWM M CTPYKTYDHL
ACXOMHBIX coemuuenwnit, Halinen HOBRIA METOR CHHTE33a OUPUAOHOB-2 HA OCHOBE
OOCTYIHBIX HPENIIeCTBEHHMKOB, BIEPBHE MNOJYUEHB (4-THAPOKCH-2-OKCOIIH-
HEPANAHII-3) TAPAANHAAXTOPATEL.

SKCNIEPUMEHTABHAY YACTH

Croextpel [IMP uzmepens: Ha ciexrpomerpe Bruker AC-200, sryrpessmit cranmapt TMC.

N-3-OKCOaIKAIXI0PaLETaME bl Ja—Tr CHMHTE3UPOBAHSL 110 MeToRuKaM paboter [2]. Coenumenus
1a,6 nonyueHsl u3 COOTBETCTBYHOIOUX TUAPOXJIOPMAOB 1,3-aMUHOKETOHOB ¥ XJIODAHTHUADUZEA
XJICPYKCYCHOM KUCHOTHI ¢ Bhxomamu 85% mnst fa (Tiem 111...115 °C/5 v pr. c1.), 48% nmaus I6
(Tux 42...43 °C, us rexcana). Coenuaenus I8,r noaydeHs! U3 COOTBETCTBYIOMUX 1,3-XJIODKETOHOB U
xnopaueronurpusa ¢ sbixomamu 81% mus I (Tun 103...104 °C, us 3ranona), 309 mas Ir
(Tnn 157...158 °C, u3 sTanona).

Jaussie ciextpos [IMP pra coenunenuii la—r DORTBEPIKAAIOT CTPOCHHME MONYUICHHBIX COERUHE~
B .

1-(3-OxcoankmixapbamomwmeTiy) oupuanEuixtopuasl (Ha—r). Ocrapasior Ha 24 |4 IIpH KOM-
HATHOM Temnepartype 2 MmMoib N-3-oxcoankmixiopaneraMuia I B 3 M MUPHAMHE, 32TEM PEAKITMOHHY IO
Maccy pasbasnssor 10 mMu adupa, BMaBIIMIL 0CAXOK OTYIBTPOBBIBAIOT ¥ MPOMBIBAIOT - MJI CYXOT0
atupa. Beixon Ila — 96%, 116 — 96%,, I — 92%,, IIr — 88%.

Cmexrpsl IIMP (CD30D) coexmnenns Ila: 9,64 (1H, ym. c, NH); 8,12...8,92 M. a. (5H, M, Py);
5,40 (2H, ¢, CHx—Py); 3,01 (2H, ¢, O0C—CH); 2,10 (3H, ¢, CH3—CO0); 1,40 m. a. (6H, ¢, CH3—
c—CH3); coeguuerus 116: 9,44 (1H, ym. ¢, NH); 9,03...9,21 (5H, M, Py) 5,59 (24, ¢, CH,—Py);
4,12...4,31 a4, m, CHs—C_x——NH) 3,46 (1H, Aot ABX, JAB—16 8, 3rBx=6,8 T, CHAHp—CO);
3,25 (1H, B ot ABX, 27 AB=16,8, 37 ax= 6,8 T, CHAHg—CO); 2,10(3H,c, CH3—CO0),1,16 M. 11
(3H I, 3= 6,6 T'r, CH3—CHx—NH) ; coeguuenus Us: 9,97 (1H, ym. ¢, NH); 7,96...8,90 (5H, M, Py);
7,24...7,61 (10H, v, 2*Ph); 5,56 (1H, X or ABX, Ph—CHx—NH); 5,49 (2H, ¢, CHb—Py); 3,74 (1H,
AoTABX, % AB=17,4, °J 5x = 8,1 Tt, CHAHs—CO); 3,56 ™. 11. (1H, B or ABX, 27 AB=17,4, 7 ax =
=5,8 Tu, CHAHR—CO); coenmuenus IOr: 9,81 (1H, yu. ¢, NH); 7,96...8,90 (5H, M, Py); 7,41...7,45
(5H, m, Ph); 5,49 (2H, ¢, CHo—Py); 5,25 (1H, 1. 5, °J NH=9,5, °J = 4,0 T, Ph—CH); 3,30 (1H, m,
Ph—CH—CH-—-CO0); 2,53...1,76 (8H, ™M, 4*CH>); 2,3 M. x. (2H, M, 4-CH>2). JlauHbie 37€MEeHTHOTO
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aramusa lla: Hatineno, %:C 57,72; H7,10; N 10,34. C13H19CIN202. Beruucnesno, %,: C 57,67; H7,07;
N 10,35. 16: Hatigeso, %: C 56,32; H 6,77. C12H17CIN202. Beraucneno, %: C 56,14; H 6,67. IIs:
Hatineno, %: C 69,52; H §5,60. C22H21CIN202. Borawicaeno, %: C 69,38; H 5,56. IIr: Haitgeno, %: C
67,04; H 6,46. CooH23CIN202. Beruucneno, %: C 66,94; H 6,46.

1-(4-T'umpokcy-2-nune prriaui-3) napuanaminropuast (111a,6) . K pacrsopy 4 mvosns 1-(3-0x-
coanxunkapbaMonMeTwn) nupuauarixiopuna I 8 munumanssom kosmuectse IM®PA (3...4 Mn) mo-
Gasiror 0,05 Mt TpsTIUIaMuHA ipH 0...5 °C. PeaknuoHHY0 MACCY OCTABAZIOT Ha 48 U npy KOMHATHOH
. TemuepaType. Ocagok OTWIHTPOBBIBAIOT M IPOMBIBAIOT § MIT Cyxoro adwupa. IoxyyaoT coepunenye
Hla c serxonom 909, , ITI6 — 88%,.

Crrexrpsl TIMP (CD30D) coenunenus Ila: 8,13...9,00 (5H, M, Py); 5,89 (1H, ¢, 3-CH); 1,29
(3H, c, 6-(CH3)a); 1,54 (3H, ¢, 4-CH3); 2,18 (2H, ¢, 5-CH2); 1,13 M. 1. (3H, ¢, 6-(CH3)e) ; coemuuenus
1116: 9,18...10,00 (SH, M, Py); 5,90 (1H, ¢, CH—Py); 3,92...4,03 (1H, M, CH3—CHx—NH); 2,21 (1H,
A ot ABX, 2T aB=14,3, ] Ax = 4,5 Tn, CHAHg—CHx—CH3); 1,99 (1H, A ot ABX, %7 aB=14,3,
37AX = 11,2 T, CHAHs—CHx—CH3); 1,33 (3H, x, J=7,3'n, CH3—CHx—NH); 1,20 M. 1. (3H,
¢, CHs—C—OH). Hauusie 3nemendTnoro axaausa Illa: Hadfigeno, %: C 57,68; H 7,12.
C13H19CIN202. Beramcneno, %: C 57,67; H 7,07. III6: Hatigeno, %: C 56,22; H 6,74.
C12H17CIN202. Beiuucaeno, %: C 56,14; H 6,67.

4,6-Mudenmmmapunna-2(1H)-oa (VIIB) u 4,5,6,7-terparugpo-§-desmmzoxuaonos-2 (VIIr).
A. Cmecs 4 mmons N-3-okcoankmixnopaueramuna I, 0,5 v nupypusa u 0,5 max IM®PA xumnarar 3 4,
33TEM PEAKIMOHHYI) MACCY BBHUIMBAIOT B 30 MJ BOABI, BHIOABUIMIT OCAJOK OT(MOUIBTPOBBIBAIOT,
IPOMBIBAIOT BOZOM M Cymart B BakyyMe. Iloayuaior coepuuenust VIIe ¢ spxonom 42%, VIr — 249,

B. K pacteopy 4 Mm0sts 1-(3-oxcoankuikapbamormveryin) mupuauHuitkaopuna I s 3 mnMeTanona
pobasnsor 0,15 M TpHITUIAMYHA M KMIIATST 1 4. MeTaHON yIIapMBAIOT DY HOHVIKEHHOM JaBJICHUH,
2 OCTAaTOK IIPOMBIBAIOT BOLO!, OT(MIBTPOBBIBAIOT M CYLIAT B BakyyMe. IIoayuaror coepuuerms VIIB u
VIIr ¢ seixonoM 79 u 58 %, coorsercreenHo. Crextpst IIMP (IMCO-De¢) coepmpenwns Viis: 7,28...7,80
(10H, M, 2*Ph); 6,84 (1H, 1, *7 35=1,6 T'w, 3-CH); 6,50 m. 1. (1H, 5, %7 35=1,6 Ty, 5-CH);
coemunenwms VIIr: 7,41...7,45 (SH, M, Ph); 6,13 (1H, ¢, 3-CH); 2,65 (2H, M, 7-CHp); 1,57...1,65 (4H,
M, 5-CHz m 6-CH2); 2,31 M. z. (2H, M, 4-CH32). Jauusle snemenTroro ananmsa VIl Hatirerno, %:
C 80,02; H 6,74. Ci15H1sNO. Bemucneso, %: C 79,97; H 6,71, Trx coequuenus VIIs (211...212 °C)
COBIIAZIAET C OMUcauHoM B pabore [11].

Paboma GuINOJHEHA NpuU QUHAHCOBOU NO000epXxKe Poccuiickozo ¢onda
pyroamenmanvHblx uccaedosanuii (epanm 97-03-33119a).
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