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O CUHTE3E XUHOJIMH-2-OHOB
BHYTPUMOJIEKYJISIPHOM KOHJIEHCAIIMEN KHEBEHATEJISI
U TAHJIEMHOM I'ETEPOLIMKJIN3AITUENA
MMXADJISI-KHEBEHAT'EJIS

OcymectBiéH cunTte3 2-(N-R-amuHO)- 1 2-(N-BUHMIKapOOHMIIAMUHO )allMIIOEH30JI0B
1 U3Y4YCHA UX IreTCPpOLMKIN3alus B XI/IHOHI/IH-z-OHbI 1o ﬂeﬁCTBHeM OTWIaTa HaTpus.

KuroueBble ciaoBa: ami-2-(N-anniaaMuHO)OSH30bI, aIliiI-2-BHHUIKApOOHUITAMH-
HOOEH30JIbl, XMHOJIHMH-2-0HbI, BHYTPUMOJIEKYJIIpHasi KOHIeHcaluss KHeBenaress, TaH-
JIeMHast TeTePOIMKIA3AIUS.

CoenuHenus, coaepxamye parMeHT XUHOIMH-2-0Ha, KaK 00BEKTH MEITHKO-
OMOJIOTHIECKUX MUCCIICIOBAHNN CHCTEMAaTHIECKN M3ydaroTcs yxe ooiee 50 merT,
C TeX TMOop, KaK 0OHAPY KHUJIIH, YTO XHHOIUH-2-OHBI, KaK CTPYKTYpPHBIE €MHHIIbI,
BXOJISIT B COCTaB psAa MPUPOAHBIX ankanonaoB [1]. MccregoBanust mpuBenn K
3aMevaTeIbHbIM pe3yJibTaTaM MPaKTUYeCKH Jiuiib B nociegnue 10—12 e, xo-
ra OBUIM OTKPBITHI HOBBIE OMOJIOTHMYECKHE MHIIEHW W HAa WX OCHOBE CO3/IaHBI
TECTOBBIE CHCTEMBI, a B MPAKTUKY TIONCKa HOBBIX JIEKAPCTB OBLT BHEIPEH BHICO-
K03 (GEeKTUBHBIA CKPUHUHT. BBIIO YCTaHOBJIEHO, YTO MPOU3BOJHBIE XWHOIWH-
2-0HOB MOTYT IIPOSIBIISITH CBOMCTBA HECTEPOUIHBIX CEJIEKTUBHBIX aHAPOTEHHBIX
MOAYJIATOPOB [2—4], oka3bBaTh d(M(PEKTUBHOE IEHCTBHE MPOTHUB Temartuta B
[5], meficTBOBaTh B KaueCTBE WHTHOWUTOPOB AIlMIKOIH3UMAa A M XOJECTEpPOJI-
arunTpancdepassl M MOBBIIIATH  [TPOBOAMMOCTH  KaJBI[MHAKTHBHPYEMBIX
K'-xaHanoB [6, 7], HpOSABIATH BEICOKYIO aHTHIIPONH(EPATHBHYIO aKTUBHOCTB
[8—11] u cmocobHOCTE CcBs3BIBaThCs ¢ S-HTs-perentopamu [12], cBolicTBa aH-
THONOTHKOB [13], HHTHOUTOPOB pa3mUYHOTO THMA KuHA3 [14—17], dapHE3mI-
Tpancdepassl [18] u BAMATH Ha dpekTopHYIO muchyHKIuoo [19]. YcraHosieH-
HBI MIMUPOKHHA CHEKTP OMONOTHYECKOW aKTUBHOCTH M3YUYEHHBIX K HACTOSIIEMY
BPEMEHH TPOM3BOIHBIX XWHOJIMH-2-0HOB, C OJTHOM CTOPOHBI, CTUMYJIHPYET T10-
WCK Ha MX OCHOBE HOBBIX JIEKAPCTB Pa3UIHOTO MPOQHIIs, a ¢ APYTOH, JemaeT
aKTyaJlbHOW TpoOJeMy CHHTE3a HOBBIX IMpPEICTaBUTEIEH ATOr0 Kjacca C Iep-
CHEKTHBOW BBISBIICHHUS XapaKTEPHBIX TSI HUX BUIOB OMOJIOTHYECKON aKTHBHO-
CTH ¥ TIOTEHIIHAaJIa UCIIOJIF30BAHMS UX B MPAKTUIECKUX TETISX.

Juig cuHTE3a HOBBIX TPOW3BOJHBIX XHHOJIHMH-2-OHOB MBI OOpaTHIIMCH K
BHYTPUMOJIEKYJIAPHOH KOHAeHcarmn KHeBeHarens, HCIIONB3ysS B KadecTBe
MPEIIIECTBEHHUKOB COOTBETCTBYIOIINE IPOU3BOTHBIE OpmMO-aMUHOAINIOEH-
30J10B. BriepBble 3TOT MyTh CHUHTE3a XWHOJIMH-2-0HA, 3aKJIIOYaIOIIUiCA B TeTe-
POIMKIN3ANN  2-(aleTHIaMiHO )arleToeHOHa TIOJ ACHCTBHEM BOIHO-CITHP-
TOBOTO pacTBOpa IMIENOUH, OBUT MCIOIR30BaH B padote [20]. OgHaKo MPOILIO
MHOTO JIET, TIPEKIE YeM MOJOOHBIM 00pa3oM OBLIT CHHTE3UPOBAH PSIIT XUHOJIWH-
2-oHOB [21, 22]. I1o Bceil BEpOATHOCTH, HEAOCTATOYHOE BHUMAHUE K 3TOMY Me-
TOAy CHUHTE3a OBUTO CBS3aHO C TPYOHOCTSAMH TOJIYYEHHS HCXOTHBIX OpmO-
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AMHUHOAIMIIOCH30JI0B. DTO MOATBEPIKIACTCS, HAIIPUMED, TEM, YTO C TOSBICHH-
€M HOBBIX MOJXOJOB K CHHTE3y Opnio-aMHUHOANUIOCH30JI0B, BHYTPUMOJICKY-
JIsipHas KOHAeHcalus KHeBeHarens Kak METOJ TeTePOIUKIN3AIMA B XUHOIHMH-
2-OHBI CTajla UCIOIb30BaThCs OoJiee HHTEHCHBHO [5, 15, 18, 19].

Panee, B kpaTtkoM coobmennn [23], MBI TIOKa3aau, uyTo peaknueid Kuepena-
refii MOXKHO CHHTE3UPOBATh COOTBETCTBYIOIIME XWHOJUH-2-OHBI HAa OCHOBE
Opmo-aMUHOKETOHOB psifa 1,4-0eH30HOKCaHa: KOHIEH AU OCYIIECTBIAETCS
B criupTe nipu 20 °C, B MIPUCYTCTBUH IKBUMOJIEKYJIAPHOTO KOJHYECTBA THIIATa
Hatpus. B Hacrosmiedt pabore MBI W3y4dWIM TOBeAcHHWE cepuu opmo-(R-
aIleTUIAMHHO )allMI0EH30JI0B TI0J] ICHCTBUEM TOT'O K€ peareHTa JUIsl MOy YCHHUs
(YHKIIMOHATU3UPOBAHHBIX XHHOJINH-2-OHOB.

Ucxonubie opmo-(R*-anernnamuno)aun6ensons 20—49 moydany amuim-
pOBaHUEM Opmo-aIIaHIIUHOB 1-19 XimopaHruapugaMu 3aMEIIEHHBIX YKCYC-
HBIX KUCIOT. OCHOBHAS YacCTh MCIOJB30BAHHBIX Opmo-allWIaHWIHHOB 1-5, 7—
14, 17-19 Obiia CUHTE3WPOBAaHA KaK OMUCAHO B padorax [23-28], a 6-amuHO-
7-0yTtupowmn-1,4-6en3zonuokcan (6), 6-amuHO-7-(2-mon6en3omn)-1,4-06eH3011-
okcad (15) u 2-amuno0-4,5-1uMerokcuaneroperoH (16) — BoccTaHOBICHHEM CO-
OTBETCTBYIOIIUX HUTPOCOSTUHECHUN (CM. IKCTICPUMEHTATIBHYIO YacTh).

R3CH,COCI, 3N NaOH R?

o

R! NH, Amokcar, 20 °C R! NHCOCH,R?
1-17 20-47

1-3R=H,1R!'=¢Bu, R*=Me; 2 R! =H, R =Et; 3R! =Br, R = Et;
4-15R + R'= OCH,CH,0, 4 R* = Me, 5 R = Et, 6 R* = Pr, 7 R? = ¢cyclo-Pr, 8 R*=Ph,

9 R? = p-MeC¢Hy, 10 R? = m-FCgH,, 11 R? = p-FC¢H,, 12 R?*= 0-CIC¢H4, 13 R? = p-CIC¢H,,
14 R? = 0-BrCgH,, 15 R?= 0-IC¢Hy; 16, 17 R =R'= OMe, 16 R> = Me; 17 R? = ¢yclo-Pr;
20-23 R =H, 20 R' = +-Bu, R* = Me, R® = 0-MeOC¢Hy; 21 R'=H, R* = Et, R* = Ph;

22 R' = Br, R? = Et, R*=Ph; 23 R! = Br, R = Et, R® = 0-MeOC¢Hy; 24—45 R + R'= OCH,CH,0,
24 R*>=Me, R® = Ph; 25 R> = Me, R® = 0-MeOC¢H,; 26 R? = Et, R® = Ph; 27 R? = Pr, R® = Me;
28 R* = Pr, R* = Ph; 29 R* = Pr, R* = 0-MeOC¢H,; 30 R*= cyclo-Pr, R® = Ph;

31 R? = ¢yclo-Pr, R* = p-NO,C¢Hy; 32 R? =R? = Ph; 33 R* = p-MeC¢H,, R* = p-CIC¢H,0;
34 R? = p-MeC¢Hy, R = CH,Br; 35 R? = p-MeC¢Hy, R® = p-NO,CgHy;

36 R* = m-FCgH,, R = Ph; 37 R? = p-FC¢H,, R® = CH,Br; 38 R*= 0-CIC¢H,4, R® = p-NO,C¢Hy;
39 R? = p-CIC¢Hy, R® = Pr; 40 R? = p-CIC¢H,, R* = Ph;

41 R*= p-CIC¢H,, R*= 0-MeOC¢Hy; 42 R?= p-CIC¢H,, R* = p-NO,C¢Hy;

43 R?= 0-BrC¢H,, R? = Ph; 44 R? = 0-IC¢H,, R® = Ph; 45 R, = 0-IC¢H,, R® = 0-MeOC¢Hy;
46,47 R =R'= OMe, 46 R>= Me, R*= Ph; 47 R? = cyclo-Pr, R = Ph

Phl
NH, O 07 "NH O
0 0
[ R PhCH,COCI [ R
0 nuoxkcan, NaOH, 20 °C o
18,19 48,49

18,48 R = Me; 19,49 R = i-Pr
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Bce R-anmnamuno6eH30:161 20—49 paHee He ObUIHM MOJTYYECHBI, UX BBIXOJBI U
(U3NKO-XUMHUYECKUE XapaKTEPUCTHKH MTPUBEACHBI B Ta0. 1-3.

Jlanmee MBI HaIUTH, YTO €CITH PEAKITHIO Opimo-apriialeTHIAMHIHOAIIMIOSH30JI0B
20-26, 28-32, 35, 36, 38, 40—47 npoBOAUTHL B YCIOBUSX, OMIUCAHHBIX B paboTe
[23] (3KBUMONEKYIJIIpHOE KOIWYECTBO dTWiaTa Hatpus, B cmupre, 20 °C), To
TeTePOIUKIN3AINS, HE3aBUCUMO OT MPUPOJIBI 3aMECTUTENCH B apOMaTHIECKOM
sIIpe UCXOIHBIX aHWIUOB, OCYIIECTBISCTCS MPAKTUICCKHA PETHOCEICKTHBHO U
C BBICOKMMH BBIXOJaMH 00pa3yIOTCs COOTBETCTBYIOIINE XUHOMUH-2-0HBI 5072,
(cm. Tabu. 2, 4-6); 3HaueHus R, R', R? 1 R® uieHTHYHEI, COOTBETCTBEHHO, 3Ha-
YCHHSIM ITHX 3aMECTUTENCH B UCXOIHBIX aHUIHIAX.

RZ
EtONa (1 xs.) R R
20-26, 28-32, 35, 36, 38, 40-47 >
EtOH , 20 ©
{OH , 20 °C ) X,
H
50-72

[TogoOGHBEIM 00pa3oM B TEX ke YCIOBHAX MUKIM3YIOTCS U S-(heHalnIaMuHO-
3aMeléHHbIe 6-anmi-1,4-06en3oauokcansl 48, 49.

0
Ph
HN
EtONa (1 5ks.) 0 R
48, 49 -
EtOH, 20 °C o

73,74

73 R=Me; 74 R = i-Pr

B oramdame oT 3TOTO MPOM3BOAHBIC ANKWI- (coemuHeHus 27, 39) wm apui-
okcH- (coenuHeHre 33) 3aMemEHHBIX YKCYCHBIX KHCJIOT He BCTYMAIOT B peak-
A0, a MPOU3BOMHBIC P-OpPOMIIPONMOHOBON (OPOMMETHIIYKCYCHOW) KHUCIIOTHI
34, 37 mpeBpamaroTcs B MPOAYKTH IMMHHHPOBAHUS OPOMHCTOTO BOJOPOJIA
(coemuuenus 75, 76) u HykIIeoQUIHLHOTO 3aMEIICHUS aTOMa rajoreHa (coeau-
HeHus 77, 78), a He B XUHOJWH-2-0HBI THTIA A.

1347



XapaKkTepucTUKH coefnHeHuii 20-49

Tabnuma 1

Haiineno, %
Coenu- Bpytro- o T. o, Brixon,
Beruucneno, %
HEHUs dbopmya °C* %
C H N

1 2 3 4 5 6 7

20 C,1H,5NO; 74.01 7.31 3.92 90-91 83
74.31 7.42 4.13

21 Cy;7H;NO, 76.11 6.94 5.03 6768 88
76.38 6.41 5.24

22 C7H,¢BrNO, 59.12 4.51 3.88 92-93 85
58.97 4.66 4.05

23 CsH;3sBrNO; 57.16 4.65 3.51 100-101 76
57.46 4.82

24 CisH7NO, 69.31 5.32 4.47 132-133 86
69.44 5.50 4.50

25 C19HgNOs 66.72 541 4.01 167-168 79
66.85 5.61

26 C1oH [ gNO, 70.02 5.72 4.26 151-152 87
70.14 5.89 431

27 CsHgNO, 64.71 6.81 4.97 128-129 81
64.96 6.91 5.05

28 CyoH, NOy 70.43 6.02 3.98 91-92 77
70.78 6.24 4.13

29 C,Hp3NOs 67.95 6.11 3.64 126-127 68
68.28 6.28 3.79

30 CyoH1gNO, 71.01 5.47 391 137-138 91
71.20 5.68 4.15

31 CyoH sN,O4 62.61 4.56 7.23 122-123 87
62.82 4.74 7.33

32 Cy3H gNOy 73.65 5.01 3.69 167-168 94
73.98 5.13 3.75

33 C,4H,0CINOs 65.61 4.48 3.12 199-201 76
65.83 4.60 3.20

34 CoH;sBrNO, 56.21 438 341 135-136 79
56.45 4.49

35 C,4H,0N,04 66.31 4.51 6.33 137-138 82
66.66 4.66 6.48

36 Cy3H sFNO, 70.26 4.51 3.52 157-158 85
70.58 4.63 3.58

37 CsH;sBrFNO, 52.71 3.62 3.24 94-95 84
52.96 3.70 343

38 Cy3H,7CIN,Og 60.78 3.61 6.01 191-192 91
61.00 3.78 6.19

39 CyoH,oCINO, 64.01 5.16 3.71 114-115 83
64.26 5.39 3.75

40 Cy3H 3CINO4 67.51 431 3.35 138-139 89
67.73 4.45 3.44
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OxoHuanue Tabunumer 1

1 2 3 4 5 6 7

41 C,4H,(CINOs 65.71 4.44 3.11 156-157 91
65.83 4.60 3.20

42 Cy3H7CIN,O¢ 60.74 3.51 6.04 140-141 77
61.00 3.78 6.19

43 Cy3HsBrNO, 60.95 391 2.93 147-148 76
61.08 4.01 3.10

44 Cy3H 5INO, 54.96 341 2.62 158-159 81
55.33 3.63 2.81

45 Cy4H50INOs 54.21 3.64 241 144-145 71
54.46 3.81 2.65

46 Ci5sH9NOy 68.78 5.93 4.21 137-138 90
68.99 6.11 4.47

47 CyH,1NO, 70.62 6.09 4.07 121-122 77
70.78 6.24 4.13

48 Cy3H,7NO, 69.22 5.32 4.38 91-92 79
69.44 5.51 4.50

49 CyH,1NO, 70.51 6.14 3.98 114-115 81
70.78 6.24 4.13

*  PactBoputenu mnsa nepekpucramnuzauun: EtOH (coenqunenus 20-27, 29, 30, 34, 35, 37, 39,
40, 45, 47-49) u cmece EtOH-CHCl;, 1:1 (coenunenus 28, 31-33, 36, 38, 4144, 46).

Tab6numa 2
Macc-cnexTps! coeaunennii 20, 26, 32, 36, 40, 59, 64, 67

Coenu-

0,
HEeHue m/z (Ioms A))

20 339 [M]" (4), 218 (46), 191 (26), 176 (8), 148 (23), 132 (10), 121(38), 91 (100), 77
(16), 65 (24), 57 (13), 43 (61)

26 325 [M]" (69), 296 (35), 234 (78), 207 (65), 188 (20), 178 (83), 91 (100), 77 (8),
65 (41), 57 (44), 51 (13), 39 (27)

32 373 [M]" (56), 282 (100), 255 (98), 204 (26), 178 (9), 171 (11), 143 (19), 105 (60),
91 (65), 77 (59), 65 (34), 51 (24), 39 (20)

36 391 [M]" (30), 300 (48), 273 (65), 204 (9), 161 (14), 123 (65), 91 (100), 75 (11),
65 (42), 51 (13), 39 (26)

40 407 [M]" (41), 318 (35), 316 (100), 290 (55), 289 (98), 204 (9), 141 (16), 139 (21),
98 (14), 91 (43), 59 (26), 43 (36)

59 319 [M]" (100), 304 (15), 291 (35), 262 (12), 235 (24), 206 (21), 178 (17),

152 (31), 139 (26), 115 (25), 102 (24), 89 (26), 77 (36), 68 (36), 51 (37), 39 (55)
64 434 [MJ" (56), 399 (36), 353 (26), 297 (36), 269 (30), 256 (21), 240 (99), 226 (36),
213 (79), 200 (60), 187 (38), 176 (52), 163 (37), 149 (72), 141 (46), 126 (46), 107
(82), 94 (100), 87 (35), 75 (55), 68 (85), 55 (65), 41 (95)

67 434 [M]" (100), 386 (6), 240 (29), 214 (12), 200 (10), 187 (25), 176 (16), 163 (10),
140 (10), 120 (21), 106 (58), 99 (28), 87 (26), 75 (41), 68 (84), 50 (42), 44 (61)
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Tabnunma 3
Crextpsi SIMP 'H coenunennii 20—49

Coenu-
HEHUE

Xumuyeckue casuru*, 6, m. 1. (J, ')

2

1350

20

21

22

23

24

25

26

27

28

29

30

31

32

33

1.35 (9H, ¢, C(CHs)y); 2.61 (3H, ¢, CH,CO); 3.79 (2H, ¢, CH,Ar); 3.87 (3H, c,
CH;0); 6.94 (1H, 1, J="7.6, H Ar); 6.99 (1H, 1, J= 7.6, H Ar); 7.12 (1H, 1. 1,
J=17.8,J=2.0,H Ar); 7.33 (2H, m, H Ar); 7.78 (1H, 1, J= 7.8, H Ar); 8.91 (1H,
1, J=2.0, H Ar); 11.67 (1H, ¢, NH)

1.21 B3H, 1, J = 6.6, CH,CH;); 3.02 (2H, k, J = 6.6, CH,CH;); 3.77 (2H, c,
CH,Ph); 7.11 (1H, .1, J= 7.8, J= 1.4, H Ar); 7.31 (1H, m, H Ar); 7.41 (4H, m,
HAr); 752 (1H, 1.7, J=7.8,J= 1.4, HAr); 7.89 (1H, 1. 1, J= 7.8, J = 1.4,

H Ar); 8.75 (1H, 1. 1, J= 7.8, J= 1.4, H Ar); 11.81 (1H, ¢, NH)

1.22 3H, 1, J = 7.2, CH,CHs); 2.98 (2H, x, J = 7.2, CH,CHs); 3.77 (2H, c,
CH,Ph); 7.23 (1H, 1. i, J = 7.8, J= 1.9, H Ar); 7.33 (1H, m, H Ar); 7.39 (4H, m,
H Ar); 7.73 (1H, 1, J = 7.8, H Ar); 9.02 (1H, ¢, H Ar); 11.85 (1H, c, NH)

1.19 3H, 1, J = 6.4, CH,CHs); 2.97 (2H, k, J = 6.4, CH,CH;); 3.79 (2H, c,
CH,Ar); 3.88 (3H, ¢, CH;0); 6.94 (1H, 1, J= 7.6, H Ar); 6.99 (1H, 1. 1, J= 7.8,
J=12,HAr); 7.21 (IH, 1. 1, J = 8.4, J=2.0, H Ar); 7.32 (2H, m, H Ar);

7.71 (1H, 1, J = 8.4, H Ar); 9.03 (1H, ¢, H Ar); 11.68 (1H, c, NH)

2.51 (3H, ¢, CH;CO); 3.75 (2H, ¢, CH,Ph); 4.24 (2H, M) u 4.31 (2H, ™,
OCH,CH,0); 7.31 (1H, m, H Ar); 7.33 (1H, ¢, H Ar); 7.41 (4H, m, H Ar);
8.35 (1H, ¢, H Ar); 11.65 (1H, ¢, NH)

2.51 (3H, ¢, CH;CO); 3.71 (2H, ¢, CH,Ph); 3.85 (3H, ¢, CH;0); 4.24 2H, M) n
4.35 (2H, m, OCH,CH,0); 6.87 (1H, 1, J = 7.8, H Ar); 6.98 (1H, 1, /= 7.8, H Ar);
7.31 3H, m, H Ar); 8.36 (1H, ¢, H Ar); 11.52 (1H, ¢, NH)

1.01 (3H, T, J="7.2, CH,CHy); 2.98 (2H, &, J = 7.2, CH,CH3); 3.71 (2H, c,
CH,Ph); 4.23 (2H, m) u 4.33 (2H, m, OCH,CH,0); 7.24 (1H, m, H Ar); 7.33 (4H,
M, H Ar); 7.62 (1H, ¢, H Ar); 8.01 (1H, ¢, H Ar); 11.51 (1H, ¢, NH)

0.91 (3H, 1, J = 6.8, CH,CH,CH;); 1.11 3H, 1, J = 6.4, CH,CH;); 1.61 2H, m,
CH,CH,CH;); 2.38 (2H, k, J = 6.4, CH,CH3); 2.96 (2H, 7, J = 6.7, CH,CH,CH,);
4.25 (2H, m) 1 4.35 (2H, M, OCH,CH,0); 7.54 (1H, ¢, H Ar); 8.07 (1H, ¢, H Ar);
11.48 (1H, ¢, NH)

0.99 (3H, 1, J= 7.0, CH,CH,CHs); 1.73 (2H, M, CH,CH,CH3); 2.84 (2H, T,
J=16.7, CH,CH,CH;); 3.75 (2H, ¢, CH,Ph); 4.22 (2H, m) u 4.32 (2H, ™,
OCH,CH,0); 7.27 (1H, m, H Ar); 7.35 (4H, m, H Ar); 7.38 (1H, c, H Ar);
8.62 (1H, ¢, H Ar); 11.81 (1H, ¢, NH)

0.98 (3H, 1, J = 7.2, CH,CH,CHs); 1.74 (2H, m, CH,CH,CH3); 2.85 (2H, 1,

J= 6.9, CH,CH,CHj); 3.75 (2H, ¢, CH,Ar); 3.86 (3H, ¢, CH;0); 4.24 (2H, M) u
4.30 (2H, m, OCH,CH,0); 6.92 (1H, 1, J= 8.2, H Ar); 6.97 (1H, 1, J = 8.2, H Ar);
7.28 (2H, m, H Ar); 7.36 (1H, ¢, H Ar); 8.33 (1H, ¢, H Ar); 11.62 (1H, ¢, NH)

1.01 (2H, ™, cyclo-Pr); 1.17 (2H, M, cyclo-Pr); 2.51 (1H, m, cyclo-Pr); 3.70 (2H, c,
CH,Ph); 4.26 (2H, m) u 4.32 (2H, m, OCH,CH,0); 7.29 (1H, m, H Ar); 7.37 (4H,
M, H Ar); 7.59 (1H, ¢, H Ar); 8.29 (1H, ¢, H Ar); 11.61 (1H, ¢, NH)

1.03 (2H, m, ¢-Pr); 1.17 (2H, M, ¢-Pr); 2.54 (1H, m, c-Pr); 3.81 (2H, ¢, CH,Ph);
4.26 (2H, m) 1 4.32 (2H, M, OCH,CH,0); 7.53 (2H, 1, J = 8.4, H Ar); 7.62 (1H, c,
H Ar); 8.20 (1H, c, H Ar); 8.24 (2H, 1, J = 8.4, H Ar); 11.84 (1H, ¢, NH)

3.34 (2H, ¢, CH,Ph); 4.25 (2H, M) 1 4.33 (2H, M, OCH,CH,0); 6.88 (1H, ¢, H Ar);
7.15 (2H, 1, J=7.8, H Ar); 7.22 (1H, 1, J= 7.8, H Ar); 7.28 (2H, m, H Ar); 7.42
(1H, ¢, H Ar); 7.49 (2H, m, H Ar); 7.62 (3H, m, H Ar); 10.35 (1H, ¢, NH)

2.45 (3H, ¢, CH;); 4.26 (2H, M) u 4.35 (2H, M, OCH,CH,0); 4.59 (2H, c,
CH,0Ar); 7.05 (2H, 1, J = 8.3, H Ar); 7.14 (1H, ¢, H Ar); 7.28 (4H, m, H Ar);

7.61 (2H, 1, J= 8.0, H Ar); 8.31 (1H, ¢, H Ar); 11.92 (1H, ¢, NH)



IMpononaxenue Tabauus 3

2

33

34

35

36

37

38

39

40

41

42

43

44

45

46

47

2.45 (3H, ¢, CH3); 4.26 (2H, m) n 4.35 (2H, m, OCH,CH,0); 4.59 (2H, c,
CH,OAr); 7.05 (2H, 1, J = 8.3, H Ar); 7.14 (1H, ¢, H Ar); 7.28 (4H, m, H Ar);
7.61 (2H, 1, J= 8.0, H Ar); 8.31 (1H, ¢, H Ar); 11.92 (1H, ¢, NH)

2.45 (3H, ¢, CHy); 3.02 (2H, 1, J = 6.8, CH,CH,Br); 3.73 2H, 1, J = 6.8,
CH,CH,Br); 4.25 (2H, m) u 4.35 (2H, M, OCH,CH,0); 7.12 (1H, ¢, H Ar); 7.29 (2H,
n,J=8.1,HAr); 7.59 (2H, 1, J = 8.1, H Ar); 8.28 (1H, ¢, H Ar); 11.19 (1H, ¢, NH)

2.45 (3H, ¢, CHy); 3.85 (2H, ¢, CHAr); 4.25 (2H, M) 1 4.35 (2H, M, OCH,CH,0);
7.15 (1H, ¢, H Ar); 7.29 (2H, 1, J = 7.4, H Ar); 7.54 (2H, 1, J= 8.1, H Ar); 7.58 (2H,
n,J =74, HAr); 8.18 (1H, c, H Ar); 8.22 (2H, 1, J= 8.1, H Ar); 11.26 (1H, ¢, NH)

3.33 (2H, ¢, CH,Ph); 4.26 (2H, m) u 4.33 (2H, m, OCH,CH,0); 6.89 (1H, ¢, H Ar);
7.12 (2H, n, J=7.2, H Ar); 7.22 (1H, T, J=7.2, H Ar); 7.26 (2H, m, H Ar);

7.31 (1H, ¢, H Ar); 7.34 (1H, m, H Ar); 7.40 (1H, m, H Ar); 7.44 (1H, m, H Ar);
7.51 (1H, m, H Ar); 10.31 (1H, ¢, NH)

3.02 (2H, 1, J = 7.2, CH,CH,Br); 3.71 (2H, 1, J = 7.2, CH,CH,Br); 4.25 (2H, M) 1
4.35 (2H, M, OCH,CH,0); 7.06 (1H, ¢, H Ar); 7.17 (2H, m, H Ar); 7.71 (2H, m,
H Ar); 8.26 (1H, ¢, H Ar); 11.11 (1H, ¢, NH)

3.92 (2H, ¢, CH,Ar); 4.21 (2H, M) u 4.35 (2H, M, OCH,CH,0); 6.85 (1H, ¢, H Ar);
7.26 (1H, m, H Ar); 7.37 (1H, m, H Ar); 7.45 (2H, m, H Ar); 7.59 (2H, 1, J = 8.6,
H Ar); 8.25 (2H, 1, J = 8.6, H Ar); 8.36 (1H, ¢, H Ar); 11.81 (1H, c, NH)

0.82 (3H, 1, J = 6.4, CH,CH,CH,CH;); 1.12 (2H, m, CH,CH,CH,CH;); 1.28 (2H,
M, CH,CH,CH,CH3); 2.02 (2H, T, J = 6.2, CH,CH,CH,CHs); 4.26 (2H, M) 1 4.34
(2H, M, OCH,CH,0); 6.91 (1H, ¢, H Ar); 7.19 (1H, ¢, H Ar); 7.54 (2H, 1, J = 8.0,
H Ar); 7.62 (2H, 1, J = 8.0, H Ar); 9.95 (1H, ¢, NH)

3.41 (2H, ¢, CH,Ph); 4.23 (2H, m) n 4.33 (2H, M, OCH,CH,0); 6.88 (1H, ¢, H Ar);
7.10 QH, 1, J=7.5,H Ar); 7.21 (1H, 1, J= 7.5, H Ar); 7.25 2H, m, H Ar); 7.28 (1H,
¢, HAr); 7.51 (2H, 1, J = 8.4, H Ar); 7.59 (2H, 1, J= 8.4, H Ar); 10.22 (1H, ¢, NH)

3.74 (2H, ¢, CH,Ar); 3.83 (3H, ¢, CH;0); 4.23 (2H, M) 1 4.33 (2H, m,
OCH,CH,0); 6.90 (1H, 1, J= 8.1, H Ar); 6.97 (1H, ¢, H Ar); 6.98 (1H, 1, /= 8.1,
H Ar); 7.32 (2H, m, H Ar); 7.44 2H, 1, J = 8.4, H Ar); 7.60 (2H, 1, J = 8.4, H Ar);
8.21 (1H, ¢, H Ar); 10.73 (1H, ¢, NH)

3.85 (2H, ¢, CH,Ar); 4.22 (2H, M) u 4.31 (2H, M, OCH,CH,0); 7.05 (1H, ¢, H Ar);
7.46 (2H, 1, J = 8.4, H Ar); 7.57 (4H, m, H Ar); 8.21 (1H, ¢, H Ar); 8.22 2H, 1,
J=8.6,H Ar); 11.21 (1H, ¢, NH)

3.78 (2H, ¢, CH,Ph); 4.21 (2H, M) u 4.33 (2H, M, OCH,CH,0); 6.62 (1H, ¢, H Ar);
7.28 (1H, m, H Ar); 7.36 (4H, m, H Ar); 7.43 (1H, . 1, J= 7.4, J= 1.9, H Ar);
747 (H, 1. 1,J=178,J=19,H Ar); 7.52 (I1H, 1. T, J= 7.4, J = 1.3, H Ar);

774 (1H, 1. 1, J=7.8,J= 1.1, H Ar); 8.11 (1H, ¢, H Ar); 11.23 (1H, ¢, NH)

3.79 (2H, ¢, CH,Ph); 4.21 (2H, M) 1 4.32 (2H, M, OCH,CH,0); 6.60 (1H, ¢, H Ar);
7.28 (1H, M, H Ar); 7.36 (6H, m, H Ar); 7.52 (1H, 1. 1, J= 7.6, J = 1.0, H Ar);
7.95 (1H, 1, J="7.8, H Ar); 8.12 (1H, ¢, H Ar); 11.27 (1H, ¢, NH)

3.69 (2H, c, CH,Ar); 3.82 (3H, ¢, OCH3;); 4.17 (2H, m) m 4.32 (2H, M,
OCH,CH,0); 6.57 (1H, ¢, H Ar); 6.95 (1H, T, /= 8.0, H Ar); 7.03 (1H, 1, J = 8.0,
H Ar); 7.39 (5H, m, H Ar); 7.52 (1H, 1, J = 8.0, H Ar); 7.94 (1H, 1, J= 8.0, H Ar);
11.29 (1H, ¢, NH)

2.59 (3H, ¢, COCHj;); 3.75 (2H, ¢, CH,Ph); 3.90 (3H, ¢, CH;0); 3.96 (3H, c,
CH;0); 7.25 (1H, ¢, H Ar); 7.32 (1H, m, H Ar); 7.39 (4H, m, H Ar);

8.54 (1H, ¢, H Ar); 12.06 (1H, ¢, NH)

1.06 (2H, M, cyclo-Pr); 1.22 (2H, ™, cyclo-Pr); 2.57 (1H, m, cyclo-Pr); 3.73 (2H, c,
CH,Ph); 3.93 (3H, ¢, CH;0); 3.96 (3H, ¢, CH;0); 7.28 (1H, M, H Ar); 7.37 (4H, m,
H Ar); 7.51 (1H, ¢, H Ar); 8.51 (1H, ¢, H Ar); 12.01 (1H, ¢, NH)
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OxoHuyanue Tabnuue 3

1 2

48 |2.51 (3H, ¢, COCHs); 3.52 (2H, ¢, CH,Ph); 4.26 (2H, m) 1 4.35 (2H, M,
OCH,CH,0); 6.75 (1H, 1, J = 8.8, H Ar); 7.30 (1H, 1, J= 8.8, H Ar); 7.35 (1H, m,
H Ar); 7.40 (4H, M, H Ar); 9.02 (1H, ¢, NH)

49 1.11 (6H, 1, J= 7.0, CH(CH;),); 3.35 (1H, cenrr, J = 7.0, CH(CH,),); 3.75 (2H, c,
CH,Ph); 4.26 (2H, M) 11 4.33 (2H, M, OCH,CH,0); 6.74 (1H, 1, J = 8.9, H Ar); 7.24
(1H, 1, J = 8.9, H Ar); 7.31 (1H, M, H Ar); 7.38 (4H, m, H Ar); 9.01 (1H, c, NH)

*  Coektpel SIMP "H coennuenwii 20, 21, 24, 25, 28-31, 33-35, 37, 38, 41, 42, 46-49
3apeructpupoBanbl B CDCl;, coenmnennit 22, 23, 26, 27, 32, 36, 39, 40, 4345 — B
JAMCO-dg.

R

XN CH,Br EtONa (1 9KB.) R
—_—

N (0] NH

H

EtOH 20 °C
A o Br
34,37
EIONa (1 3. [ ﬂ :‘iu—’
EtOH, 20 °C NH [ NH
o o OEt

75,77 R=Me; 76,78 R=F

Okazajnoch, 4TO €clH aJKOKCHIPOW3BOAHBIE 77, 78 mOBTOpHO 00paboTaTh
2 9KB. 9TWNIATa HATpus, a P-OpommeTrianeTuIaMuHbl 34, 37 BBECTH B PEaKLHIO C
3 3KB. aJIKOTOJISITA ¥ IPOBOJUTE PEAKLUIO MPY HATPEBaHUH, TO B 00OMX CIy4asx C
BBICOKHMH BBIXOJIaMU 00Pa3yrOTCsl AIKOKCH3aMEIIEHHbBIE XMHOINH-2-0HbI 79, 80.

R

CH,OEt

N EtONa (3 7kB.)

- 34,37

EtOH, 78 °C

77,78 —48M =

EtONa (2 3kB.) [O
EtOH, 78 °C 0

N (¢}
H
79, 80

34,77, 79 R =Me; 37,78,80 R=F
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Taxkum 00pa3oM, B ciydae MpeBpallieHus P-TaloreHITHIKApOOHMIaMUHO 3a-
MEIIEHHBIX anmiI0eH3010B 34, 37 B allKOKCH3aMeNIEHHbIE XUHOIMH-2-0HbI 79, 80
OCYIIECTBJISIOTCS JIBa ABTOHOMHBIX W TIOCIIEJIOBATENIBHBIX Tporiecca: 1) mpes-
palieHrue UCXOMHBIX aHWIHIOB 34, 37 B aTKOKCHATHIKapOOHMITaMUHO- 1,4-0eH30-
IroKcaHbl 77, 78, mo Bcell BepOATHOCTH, NMPH U30BITKE aKOTOJsATa IMyTeM Kak
MPSIMOH peakiny 3aMeIeHUS] aTOMa TAJIOTeHa aJIKOKCUTPYIIIOH, TaK ¥ KaTaJli3H-
PYEMOTO aKOTOJIATOM IPUCOSANHEHHS STAHONA K 0,3-BUHUIIBHOM TPYIIIIE COETH-
HeHu# 75, 76; 2) mocnemyromas KOHAEHC AU B XHHOJINH-2-0HBI 79, 80.

O 0
o A (
EtONa (2 oxs) | ~© O R
EtOH, 78 °C
t s 0 —_
o NH 0 N —— CHCH,OFEt
_ H
0
75,76, 81
+H* EtO-
[ (— EtOH )
_ I—IJr
H EtOH
CH,CH,OEt (- EtO)
77,78, 82

EtOH o HO !H
(-EtO") o (— EtOH ) SN CH,OEt
4_' t
i 2 - OH
EtO o) N o)
H

(- EtOH )

79, 80, 83
81,82,83R=Cl

KocBeHHBIM TOATBEPXKICHHEM TOTO, 4YTO [-aTKOKCHITUIKApOOHWIBHBIHN
(¢parmMeHT B coeauHeHUsX 77, 78 MoxeT 00pa30BBIBAThCS W3 BUHHIKAPOO-
HUJIBHOTO 3aMECTUTENSI B IMPOLIECCE OCHOBHO-KATAIU3UPYEMOTO IMPUCOEIUHE-
HUS CcrUpTa Mo MUXadito, CIyXKHUT MPEBpallcHUe O-arui-7-BUHHIKapOOHMII-
aMHuHO- 1,4-0eH30/1M0KCaHOB 75, 76, 81 B COOTBETCTBYIONIUE ATKOKCH3AMEIIEH-
HbIE XUHOJIUH-2-0HBI 79, 80, 83 B yCIOBUSIX reTepOIUKIN3ALIUN.

U3 cxembl BUIHO, 4TO popMUpOBaHrEe XHHOIMHOHOB 79, 80, 83 MoxeT mpo-
MCXOJMTH KaK 4epe3 CTaUI0 00pa30BaHUs MPOJAYKTOB MPUCOCTUHCHHS 3TaHOIA
K BUHWIKapOOHMIBHOU Tpymnme mo Muxasmo 77, 78, 82, Tak u uepe3 cTaguio
oOpa3oBanus nukinuueckoro uoHa I, ¢opmupyromierocs B mporecce mpucoe-
JUHCHUS CHHPTAa [0 PEeaKlUu ICeBIo-Muxasis, ¢ y4acTHeM KapOOHWIBHOM
TPYIIIBEI B Opmo-TIOJ0KEHUU K BUHUIICOAEPKAIEMY 3aMecTuTento. uTepecHo,
YTO €CIM PEaKIUs BHHUIKApOOHMIAMHHO3aMEINEHHBIX aluiOeH3010B 75, 76,
81 3aBepmaercs 00pa3oBaHUEM COOTBETCTBYIOIIUX XMHOJIMHOHOB, aHAJIOTMYHO
3aMeNIEHHBIN OeH30/IMoKCcaH 84, colepIKaINil B 0pmo-TIOJI0KEHUH 2-XI10pOeH-
30UJIBHYIO TPYIINY, IPEBPALIACTCsl B OCHOBHOM B MPOJIYKT MPUCOEIUHEHUS Ta-
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Hosma mo Muxasmio 85. [lpu sTomM HaOdrO#alOTCAd YacTUYHOE paclleTieHHe
aMHJHOH CBsI3U M 00pa3oBaHHe 6-aMHHO-7-anmi-1,4-0eH3oanokcana 12.

ITosydeHHBIN pe3yJbTaT MMOKA3bIBAET, YTO AJKOKCH3AMEUIEHHBIE ALlMIAMHUHO-
6€H3OHLI, HEMOCPEACTBCHHBIC NPCAUNICCTBEHHUKN COOTBCTCTBYIOMIUX XWHOJIU-
HOHOB, JEHCTBHUTEIILHO MOTYT 00pa30BBIBAThCS U3 BUHWIKAPOOHWIBHBIX (ppar-
MEHTOB 1O peakuuu Muxasns. UTo xacaeTrcs HECIIOCOOHOCTH COeOMHEHHUs 85
AaBaThb NPOAYKTHI ICTCPOIUKIIN3alluA, TO, OYEBUIHO, CTAAWA T'CTCPOLUKIIN3allun
B COOTBETCTBYIOIINI XMHOJIMHOH 3aTpyJHEHA U3-3a CTEPUYECKUX (HaKTOPOB.

B nenom, He3aBUCHMO OT TOro, 00pa3yroTCs U MPOTYKTHl MPUCOETUHEHHS
no Muxasmo wim reTCPoOUUKIn3alsd B COOTBETCTBYIOIIUC XWHOINH-2-0HBI
ocymecTBisiercs yepe3 annonsl tuma I, IT (cm. cxemy c. 1353), Bo3HHKatOIIME
Ha CTaIuU MPUCOCTUHEHHUS dTUIAT-aHUOHA K JBOWHOHN CBSI3W BHHIIKAPOOHMITE-
HOM Tpymmbl, mporecc 00pa3oBaHHUA AJIKOKCH3aMENIEHHBIX XWHOJIHH-2-OHOB
(tuma 79, 80, 83) u3 opmo-aunTaHUINIOB aKPUJIOBON KHUCIOTH (Tumna 75, 76,
81) mon nmeficTBUeM >THNIaTa HATPUS B CIIUPTE MOXKHO pacCMaTpHBaTh Kak TaH-
JIEMHYIO0 TeTePOLHUKIN3ALUIO.

(0] Cl

(6]
[ O EtO-, EtOH

- =
O NH 78 oC
&L\/
(0)
84
O Cl

o «
0 0
—( . C ®
0 NH 0 NH,
O)\/\OEt
85 12

WHTepecHO OTMETHTH, YTO €CJIM YIS TOJIHOTO TpPEBpallleHUsl [-rajioreH-
ATUIKapOOHMIAMUHO3aMEeIIEHHBIX OeH30anokcaHoB 34, 37 B COOTBETCTBY-
IOII[UEe XUHOJUH-2-0HbI 79, 80 HE0OX0AMMO 3 3KB. aJIKOTOJISITA U HarpeBaHUE,
TO coenunenus 27, 33 u 39, npakTUYECKU HE M3MEHSIOUIUECS MO JIeHCTBUEM
1 skB. 3THnara Hatpus U npu 20 °C, npeTeprneBaroT MOIHYI0 KOHBEPCHIO B CO-
OTBETCTBYIOILIME XMHOJIUH-2-0HbI 8688 mpu cooTHomeHHH CyOCTpaT—>THIAT
HaTpus, 1:2, B KUTISIIEM COHUPTE.

EtONa (1 7kB.)

> R
EtOH, 20 °C 0 N R!
27,33,39 — [
EtONa (2 3ks.) 0 Iﬁl 0
EtOH, 78 °C - 86-88

27,86 R = Pr, R' = Me; 33, 87 R = p-MeC¢H,, R' = p-CIC¢H,O;
39, 88 R = p-CIC¢H,, R'=Pr
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Tabonumna 4

XapakTepucTHKH XHHOJIUH-2-0HOB 50-74, 79, 80, 83, 86—88

Haiineno, %

Coenu- o T. o, Brixon,
eniis BpyrTo-dhopmyna Berancieno, % oC %
C H N

1 2 3 4 5 6 7

50 C,Hy3NO, 78.12 7.03 4.11 238-239 76
78.47 7.21 4.36

51 C7HsNO 81.54 6.23 5.66 224-225 69
81.91 6.06 5.62

52 C7H4BrNO 62.30 431 4.28 232-233 86
62.21 4.30 427

53 CsH;sBrNO, 60.15 4.66 4.15 237-238 83
60.35 4.50 391

54 CgHsNO; 73.61 4.96 4.63 323-324 92
73.71 5.15 4.78

55 Ci9H7;NO, 70.32 5.17 4.21 293-294 93
70.58 5.30 433

56 C9H7NO; 74.02 5.50 4.38 311-312 88
74.25 5.58 4.56

57 CyoH 9oNO; 74.38 5.78 4.18 297-298 87
74.75 5.96 4.36

58 C,H,yNO, 71.52 5.88 4.11 269-271 81
71.78 6.02 3.99

59 CyoH7NO; 74.92 5.28 4.24 301-302 91
75.22 5.37 4.39

60 CyoH sN,05 65.69 4.54 7.78 402-404 89
65.93 443 7.69

61 Cy3H7NO; 77.69 4.65 4.05 353-354 92
77.73 4.82 3.94

62 C,4H 3N,O5 69.23 4.21 6.62 392-394 82
69.56 4.38 6.76

63 Cy3H sFNO; 73.82 4.24 3.73 354-355 95
73.99 432 3.75

64 Cy;H;5CIN,O5 62.96 3.57 6.22 250-270 86
63.53 348 6.44

65 Cy3H 4CINO; 70.52 3.96 3.71 398-400 93
70.86 4.14 3.59

66 Cy4H 3CINOy4 68.41 4.19 3.31 328-329 92
68.66 4.32 3.34

67 Cy3H5CIN,Os5 63.32 3.33 6.38 405-407 79
63.53 3.48 6.44

68 Cy3HBrNO; 63.36 3.51 3.25 382-383 81
63.61 3.71 3.23

69 Cy3H 4INOs 56.94 3.17 2.83 400401 88
57.40 3.35 291

70 Co4H 3sINO, 56.48 3.57 2.59 322-323 74
56.38 3.55 2.74
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OkoHYaHHe Tabnune 4

1 2 3 4 5 6 7

72 C0H;oNO; 74.52 5.54 431 281-282 84
74.74 5.96 436

73 CsH;sNO; 74.00 5.35 4.94 225-226 71
73.71 5.15 4.78

74 Ca0H;oNO; 74.61 5.93 4.20 232-233 65
74.75 5.96 436

79 CyH, NO, 71.59 5.87 3.91 268-269 86
71.78 6.02 3.99

80 CoH sFNO, 67.45 5.16 3.76 244-245 95
67.60 3.94

83 C,oH,5CINO, 64.70 4.95 3.64 264-265 93
64.61 4.88 3.77

86 CsH,7NO; 69.27 6.48 5.26 269-270 52
69.48 6.61 5.41

87 C,sH,5CINO, 68.41 4.19 321 321-322 78
68.66 432 3.34

88 C,oH,5CINO; 67.42 4.96 3.88 325-326 75
67.51 5.10 3.94

*  PactBoputenu mis nepekpucramumsanyn: EtOH (coemunenus 50-55, 58, 70, 73, 74, 79,
80, 83, 86, 88) u cmech EtOH-CHCl;, 1:1 (coenunenus 56, 57, 59-69, 71, 72, 87).

CornacHo cxeMe BHYTPUMOJEKYJIIPHOTO BapHaHTa KoHAeHcarun KHeBeHa-
relnst M3yYeHHBIX HaMU N-alliIaMHHO3aMEIEHHBIX anmiToeH30108 2049, 77, 78
(c. 1353), aT0 mpeBpareHne MOXKET OCYIIECTBILITHCS MO ISHCTBHEM NaKe Ka-
TAIATHYECKUX KOJHMYECTB AJKOTOJATa, TeM OoJiee, UYTO 3Ty PEAKIHIO MOXKET
MHUTIMAPOBATH BBEICBOOOKIAIONITUICS THIPOKCHI-aHOoH [21, 22].

BeposiTHO, TOCKONBKY TOJOXKHUTEIBHBIN 3apsll Ha aToMme yriepoaa kapbo-
HWJIBHOHM TPyNIBl B TAHHOM CITydae HIDKE, YeM IPH KIACCHYECKOM BapHaHTe
KoHAeHcarn KHeBeHarems, Mmporecc OCYIIEeCTBISIETCS 3HAYMTEIHHO MeEIJICH-
Hee. [lo 3To# mpuyMHE TSI TTOJTHON KOHBEPCHU MCXOMHBIX CyOCTPATOB B XHHO-
JUH-2-0HBI B HAIlIEM CIlydae HeOOXOAWMO HCIOIB30BaTh OOIBIIEe KOJINIECTBO
ankoroisTa. JleficTBUTENbHO, KaK MBI YCTAaHOBHIIH, IO ACHCTBHEM KaTaUTH-
YeCKMX KOJIMYECTB dTUJIaTa HATPUS XpoMaTorpadudecku 3aMEeTHBIE KOJTHIECTBA
MIPOTYKTOB KOHACHCAIIMH 00pa3yroTcs nmih yepe3 10—12 4.

Bonee Hu3kas mpoTOHHAS MOIBMXHOCTH aTOMOB BOJOPOJAa B METHIICHOBOM
KOMITOHEHTE MCXOMHBIX cyOcTparoB 27, 33, 39, 77, 78 (110 cpaBHEHHIO C KJlac-
CHYCCKUMH CyOCTpaTaMH) IPHBOIUT K TOMY, 9TO 3(PQPEKTHUBHO MPOBECTH HUX
TeTePOLMKIIN3AIIIO B COOTBETCTBYIOIINE XHUHOINH-2-0OHbI YAaETCS HE TOIBKO 32
CUET yBENMYCHHS KOHIIEHTPAINH AJIKOTOJIATA, HO M 32 CUET YBEIMICHUS BpeMe-
HU peaklyy ¥ HarpeBaHusl.

BaxxHo MOq9epKHYTh, YTO B YCIOBHX TeTEPONMKIN3AINN HE TOJHKO HE Ha-
OmoaeTcs MeXMOJIEKYJIspHas KoHaeHcanus KuaeBeHarens, Ho u oOpa3oBaHue
M30MEPHBIX XHHOJIOHOB (XWHOJMH-4-0HOB) U3 CYOCTpPaTOB, I KOTOPBIX UMeE-
€TCs TaKas BO3MOXKHOCTH (coemuuenus 20-29, 46, 48).
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Tabnuma 5
Cnextpbl AMP 'H xunommn-2-onos 50-74, 79, 80, 83, 86-88

Coenu-
HEHUE

Xumuyeckue casura*, 8, m. 1. (J, ')

2

50

51

52**

53

54

55

56

57

58

59

60

61

62

63

1.34 (9H, ¢, C(CHs)3); 2.55 (3H, ¢, CHy); 3.78 (3H, ¢, CH;0); 7.03 (1H, 1, /= 7.8,
H Ar); 7.08 (1H, 1, J= 7.8, H Ar); 7.25 (1H, 1. 1, J= 7.8, J = 1.4, H Ar);

7.29 (2H, M, H Ar); 7.41 (1H, 1. 1, J=7.8,J = 1.4, H Ar);

7.69 (1H, 1, J = 9.1, H Ar); 11.85 (1H, ¢, NH)

1.07 (3H, 1, J= 7.1, CH,CH3); 2.62 (2H, x, J = 7.1, CH,CH;); 7.22 (3H, m, H Ar);
737 (2H, 1,J=8.0, H Ar); 7.44 (2H, 1, J= 7.6, H Ar); 7.51 (1H, 7, J= 7.6, H Ar); 7.81
(1H, 1, J= 8.0, H Ar); 11.82 (1H, ¢, NH)

1.04 3H, 1, J = 6.6, CH,CH;); 2.61 (2H, , J = 6.6, CH,CH;); 7.21 H, 1, J = 7.4,
H Ar); 7.37 2H, m, H Ar); 7.43 @H, 1, J= 7.4, H Ar); 7.52 (1H, 1, J= 1.3, H Ar); 7.74
(1H, 1, J= 8.4, H Ar); 11.91 (1H, ¢, NH)

0.99 (3H, 1, J = 6.6, CH,CH;); 2.45 (1H, M) 1 2.59 (1H, M, CH,CHs); 3.68 (3H, c,
CH;0); 7.01 (1H, 1, J = 8.2, H Ar); 7.07 (2H, m, H Ar); 7.37 (2H, m, H Ar); 7.51
(1H, 1, J= 1.9, H Ar); 7.72 (1H, 1, J = 8.8, H Ar); 11.80 (1H, c, NH)

2.15 (3H, ¢, CH;); 4.26 (2H, M) n 4.32 (2H, M, OCH,CH,0); 6.80 (1H, ¢, H Ar);
721 3H, m, H Ar); 7.33 (1H, 1, J = 7.8, H Ar); 7.40 (2H, 1, J = 7.8, H Ar); 11.49
(1H, ¢, NH)

2.04 (3H, ¢, CHs); 3.68 (3H, ¢, CH;0); 4.27 (2H, m) u 4.32 (2H, M, OCH,CH,0);
6.79 (1H, c, H Ar); 6.98 (1H, 7, J = 7.8, H Ar); 7.04 2H, m, H Ar); 7.17 (1H, ¢,
HAr); 7.34 (I1H, 1. 1, J= 7.8, J = 1.2, H Ar); 11.40 (1H, ¢, NH)

1.02 3H, 1, J = 7.4, CH,CHs); 2.54 (2H, , J = 7.4, CH,CH;); 4.27 (2H, M) u 4.31
(2H, M, OCH,CH,0); 6.82 (1H, ¢, H Ar); 7.17 2H, 1, J= 7.4, H Ar); 7.21 (1H, c,
H Ar); 7.34 (1H, m, H Ar); 7.41 2H, m, H Ar); 11.55 (1H, ¢, NH)

0.77 (3H, 1, J = 7.3, CH,CH,CH); 1.46 (2H, M, CH,CH,CHs); 2.50 (2H, u,
CH,CH,CHs); 4.27 (2H, M) u 4.32 (2H, M, OCH,CH,0); 6.82 (1H, ¢, H Ar);
7.16 (2H, m, H Ar); 7.19 (1H, ¢, H Ar); 7.34 (1H, m, H Ar); 7.40 (2H, m, H Ar);
11.51 (1H, ¢, NH)

0.71 (3H, 7, J = 7.2, CH,CH,CH;); 1.49 (2H, m, CH,CH,CH;): 2.51 (2H, m,
CH,CH,CH;); 3.76 (3H, ¢, CH;0); 4.19 (2H, m) u 4.29 (2H, M, OCH,CH,0); 6.30
(1H, ¢, H Ar); 6.75 (1H, ¢, H Ar); 7.02 (1H, 1, J= 8.4, H Ar); 7.03 (1H, 1, J = 8.4,
H Ar); 7.14 (1H, 1. 1, J = 8.4, J= 1.3, H Ar); 7.37 (1H, m, H Ar); 11.21 (1H, ¢, NH)

0.05 (2H, M, cyclo-Pr); 0.73 (2H, M, cyclo-Pr); 2.02 (1H, m, cyclo-Pr); 4.27 (2H, m) n
4.33 (2H, m, OCH,CH,0); 6.79 (1H, ¢, H Ar); 7.31 (3H, m, H Ar); 7.36 (2H, m,
H Ar); 7.58 (1H, c, H Ar); 11.55 (1H, c, NH)

0.05 (2H, ™, cyclo-Pr); 0.71 (2H, m, cyclo-Pr); 1.99 (1H, m, cyclo-Pr); 4.22 (2H, m) u
4.25 (2H, M, OCH,CH,0); 6.61 (1H, ¢, H Ar); 7.43 (1H, ¢, H Ar); 7.61 2H, 1,
J=8.4,H Ar); 8.14 (2H, n, /= 8.4, H Ar); 11.62 (1H, ¢, NH)

4.18 (2H, m) 1 4.28 (2H, M, OCH,CH,0); 6.36 (1H, ¢, H Ar); 6.88 (1H, ¢, H Ar);
7.06 (7H, m, H Ar); 7.28 (3H, m, H Ar); 11.70 (1H, ¢, NH)

2.26 3H, ¢, CHy); 4.19 (2H, m) 1 4.30 (2H, m, OCH,CH,0); 6.42 (1H, ¢, H Ar);
6.88 (1H, ¢, H Ar); 7.02 (2H, 1, J = 8.0, H Ar); 7.13 (2H, 1, J = 8.0, H Ar);
7.34 (2H, n, J= 8.5, H Ar); 8.01 (2H, 1, J= 8.5, H Ar); 11.95 (1H, ¢, NH)

4.20 (2H, M) 1 4.29 (2H, m, OCH,CH,0); 6.35 (1H, ¢, H Ar); 6.88 (1H, ¢, H Ar);
6.96 (1H, 1, J= 8.0, H Ar); 6.98 (1H, 1, J = 8.5, H Ar); 7.06 (2H, m, H Ar); 7.10
(2H, M, H Ar); 7.15 (2H, m, H Ar); 7.33 (1H, m, H Ar); 11.80 (1H, ¢, NH)
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4.21 (2H, M) 1 4.32 (2H, m, OCH,CH,0); 6.19 (1H, ¢, H Ar); 6.91 (1H, ¢, H Ar);
7.31 (2H, m, H Ar); 7.36 (1H, m, H Ar); 7.38 2H, 1, J = 8.8, H Ar); 7.47 (1H, x,
J=28.0, H Ar); 8.03 (2H, 1, J=18.8, H Ar); 12.05 (1H, ¢, NH)

421 (2H, M) u 431 (2H, M, OCH,CH,0); 6.34 (1H, ¢, H Ar); 6.88 (1H, ¢, H Ar);
7.04 (2H, n, J= 8.2, H Ar); 7.15 (SH, M, H Ar); 7.36 2H, 1, J = 8.2, H Ar);
11.81 (1H, ¢, NH)

3.58 (3H, ¢, CH;0); 4.19 (2H, M) u 4.29 (2H, M, OCH,CH,0); 6.33 (1H, ¢, H Ar);
6.75 (1H, 1, J = 8.0, H Ar); 6.82 (1H, 1, J = 8.0, H Ar); 6.87 (1H, ¢, H Ar);

6.89 (1H, 1 1, J=8.0,J= 1.4, H Ar); 7.03 (1H, m, H Ar); 7.14 (2H, m, H Ar);
7.32 (2H, 1, J=28.5, H Ar); 11.69 (1H, ¢, NH)

4.21 (2H, M) 1 4.33 (2H, m, OCH,CH,0); 6.38 (1H, ¢, H Ar); 6.89 (1H, ¢, H Ar);
7.20 2H, 1, J=8.1, H Ar); 7.36 (2H, 1, J = 8.2, H Ar); 7.40 (2H, 1, J = 8.1, H Ar);
8.13 (2H, 1, J=8.2, H Ar); 11.91 (1H, ¢, NH)

4.19 (2H, ) 1 4.32 (2H, M, OCH,CH,0); 6.15 (1H, ¢, H Ar); 6.91 (1H, ¢, H Ar);
7.14 (5H, m, H Ar); 7.22 (2H, m, H Ar); 7.31 (1H, 1, J= 8.0, H Ar); 7.60 (1H, 1,
J=28.0,H Ar); 11.51 (1H, ¢, NH)

4.20 (2H, m) u 4.32 (2H, m, OCH,CH,0); 6.12 (1H, ¢, H Ar); 6.89 (1H, ¢, H Ar);
7.02(1H, n. 1, J=7.7,J=1.6,H Ar); 7.11 (1H, m, H Ar); 7.15 (4H, m, H Ar);
720 (1H, n. n, J=7.7,J=1.6,H Ar); 7.34 (1H, n. T, J="7.5,J= 1.0, H Ar);
7.82 (1H, n, J=7.5, H Ar); 11.82 (1H, ¢, NH)

3.66 (3H, ¢, OCH;); 4.25 (4H, M, OCH,CH,0); 6.10 (1H, ¢, H Ar); 6.82 (1H, u,
H Ar); 6.84 (1H, M, H Ar); 6.88 (1H, ¢, H Ar); 7.04 (4H, m, H Ar); 7.29 (1H, m,
H Ar); 7.81 (1H, 1, J= 8.1, H Ar); 11.71 (1H, yu. ¢, NH)

2.23 3H, ¢, CH;); 3.83 (6H, ¢, 2CH;0); 6.89 (1H, ¢, H Ar); 7.15 (1H, ¢, H Ar); 7.22
(2H, 1, J = 7.6, H Ar); 7.33 (1H, m, H Ar); 7.41 QH, 1, J= 7.6, H Ar); 11.60 (1H, c,
NH)

0.05 (2H, M, cyclo-Pr); 0.76 (2H, M, cyclo-Pr); 2.05 (1H, M, cyclo-Pr); 3.86 (6H, c,
2CH;30); 6.89 (1H, c, H Ar); 7.35 (5SH, m, H Ar); 7.59 (1H, ¢, H Ar); 11.61 (1H, c,
NH)

2.19 (3H, ¢, CHy); 4.36 (4H, ¢, OCH,CH,0); 6.78 (1H, 1, J = 8.6, H Ar); 7.22 (2H,
1,J= 8.0, H Ar); 7.26 (1H, 1, J = 8.6, H Ar); 7.35 (1H, T, J = 8.0, H Ar); 7.42 (2H,
1,J = 8.0, H Ar); 10.77 (1H, c, NH)

1.26 (6H, 1, J = 5.4, CH(CHs),); 3.09 (1H, cenr, CH(CHj),); 4.35 (4H, M, OCH,CH,O);
6.77 (1H, 1, J= 8.9, H Ar); 7.16 (2H, M, H Ar); 7.39 (1H, M, H Ar); 7.41 (2H, u,
H Ar); 7.51 (1H, M, H Ar); 10.68 (1H, yur.c, NH)

1.16 3H, 1, J = 6.8, OCH,CH); 2.44 (3H, ¢, CHy); 3.48 (2H, k, J = 6.8, OCH,CH);
4.20 (2H, ¢, CH,OEt); 4.27 (4H, M, OCH,CH,0); 6.63 (1H, ¢, H Ar); 6.94 (1H, c,
HAr); 7.21 QH, 1, J = 7.4, H Ar); 7.27 QH, 1, J = 7.4, H Ar); 12.12 (1H, ¢, NH)

1.18 (3H, T, J = 6.2, OCH,CH); 3.49 (2H, K, J = 6.2, OCH,CHs); 4.23 (2H, M) u
431 (2H, m, OCH,CH,0); 4.26 (2H, ¢, CH,OEt); 6.58 (1H, ¢, H Ar); 6.97 (1H, c,
H Ar); 7.19 (2H, M, H Ar); 7.34 (2H, M, H Ar); 12.25 (1H, ym. ¢, NH)

1.19 3H, 1, J = 6.2, OCH,CH;); 3.50 (2H, k, J = 6.2, OCH,CH3); 4.23 (2H, m) u
4.31 (2H, M, OCH,CH,0); 4.26 (2H, ¢, CH,OEt); 6.57 (1H, ¢, H Ar); 6.95 (1H, c,
H Ar); 7.31 (2H, 1, J = 8.0, H Ar); 7.48 (2H, 1, J = 8.0, H Ar); 12.11 (1H, yu. ¢, NH)

0.99 (3H, 1, J="7.1, CH,CH,CHz); 1.49 (2H, m, CH,CH,CHj3); 2.05 (3H, ¢, CH3);
2.73 (2H, 1, J= 6.9, CH,CH,CHs); 4.25 (2H, m) u 4.29 (2H, m, OCH,CH,0); 6.75
(1H, ¢, H Ar); 7.14 (1H, c, H Ar); 11.36 (1H, c, NH)



OKkoHYaHHE TAaOMUIB 5

1 2

87 2.32 (3H, c, CH3); 4.21 (2H, m) 1 4.29 (2H, M, OCH,CH,0); 6.48 (1H, c, H Ar);
6.85 (2H, n, J= 8.4, H Ar); 6.89 (1H, ¢, H Ar); 7.17 2H, 1, J= 8.0, H Ar); 7.25
(4H, m, H Ar); 11.94 (1H, ¢, NH)

88 |0.72 BH, 1,J= 7.3, CH,CH,CH,); 1.36 (2H, m, CH,CH,CH;); 2.18 (2H, M,
CH,CH,CH); 4.17 (2H, m) 1 4.26 (2H, M, OCH,CH,0); 6.15 (1H, c, H Ar); 6.83
(1H, ¢, H Ar); 7.26 (H, 1, J = 8.4, H Ar); 7.59 (2H, 1, J = 8.4, H Ar); 11.65 (1H, c,
NH)

*  Crnextpsl xuHOIMHOHOB 50, 74, 79, 80, 83 3apeructpuposansl B CDCl;, a 51-73, 86-88 —
B ,Z[MCO-dé
**  Cmexrp SIMP °C, 8, M. 1., coemumenue 52: 14.1, 23.1, 55.7, 111.6, 118.0, 120.7, 123.2,
125.0, 125.3, 127.5, 129.6, 129.6, 131.2, 140.0, 149.3, 157.3, 161.2; coenunenune 73: 17.2,
64.7,64.9,111.9, 1149, 117.9, 127.5, 128.3, 130.9, 137.0, 143.9, 161.3; coenunenue 74:
21.7, 31.8, 64.7, 64.9, 111.3, 112.6, 119.3, 127.5, 128.5, 129.6, 130.2, 137.9, 143.34,
152.62, 161.50.

Tabnuma 6
UK cnexrtpsl coequnennii 51, 56, 59, 60, 61, 64, 65, 70, 80, 83

o
51 3200-2800 (NH); 1645 (C=0)
56 3000-2400 (NH); 1660 (C=0)
59 3000-2600 (NH); 1640 (C=0)
60 3050-2600 (NH); 1650 (C=0); 1520, 1360 (NO»)
61 3000-2600 (NH); 1650 (C=0)
64 30002400 (NH); 1650 (C=0); 1520, 1370 (NO»)
65 3000-2400 (NH); 1645 (C=0)
70 3100-2700 (NH), 1650 (C=0)
80 3180-2800 (NH); 1660(C=0)
83 3200-2760 (NH); 1645(C=0)

SKCHEPUMEHTAJIBHAA YACTDH

UK cnekrpsl 3apeructpupoBansl Ha npudope UR-20 B BazenuHoBOM Macie (coenu-
uHenus 51, 56, 60, 61, 64, 65, 70, 83) wn rexcaxnopOyraauene (coenuaenus 59, 80).
Cnexrpst IMP 'H u C nonyuens va npuGope Bruker Avance 400 (400 u 100 MI'nx
COOTBETCTBEHHO), BHyTpeHHHI ctaHnapt TMC. Macc-crieKTpbl 3amucaHbl Ha proope
Finnigan SSQ 7000 (tun GC-MS) ¢ ucnonb3oBanueM KanwuisipHoi KomoHKH (30 M x
x 2 MM, HerojBKHas ¢aza DB-1), raz-nocurens — renuii (40 MJI/MUH) ¥ TIpOrpaMMHU-
poBanueM temrepatypsl oT 50 1o 300 °C (10 rpax/mun). Dueprus nonnzamuu 70 3B.
DneMeHTHBIH aHanu3 mpoBowiu Ha aHanmmzartope Vario-II CHN. Kontpons gmctoTsr
MOJTY4EHHBIX COEAWHEHUH M pa3feieHHe HEKOTOPBIX PEAKIMOHHBIX CMECeil OCyIIecT-
sttt MerogqomM TCX wa ALO;, II cr. akr. (nmo Bbpokmany), B cucremax s¢up—
netponeitapiit 3dup (40-70 °C), 1:3, wm 3¢up—CH,Cl,—nierponeitasiii 3¢up (40—
70 °C), 1:1:3 mo 00BéMmy.
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1-(7-Hutpo-2,3-auruapo-1,4-6eH301u0KCUH-6-11)0yTaH-1-0H TOTy9alOT HUTPO-
BaHueM 1-(2,3-nmuruapo-1,4-6eH30an0KCHH-6-m1)0yTaH-1-0Ha  AlETHIIHUTPATOM B
Ac,0 kax ommcano B [29]. Beixox 84%. T. w1 90-91 °C (EtOH). Crnekrp SIMP 'H
(CDCly), 8, M. n. (J, Tm): 1.02 3H, T, J = 6.7, CH,CH,CH3); 1.79 (2H, ™,
CH,CH,CHs;); 2.78 (2H, 1, J = 6.8, CH,CH,CHj3); 4.19 (4H, M, OCH,CH,0); 6.82 (1H,
¢, H-5); 7.71 (1H, c, H-8).

1-(7-Amuno-2,3-auruapo-1,4-6en30quoKcuH-6-mi1)0yran-1-on (6) cUHTE3UPYIOT
BoccTaHOBIIeHHEeM  1-(7-HuTpo-2,3-nmurnapo-1,4-6en3o01nokcuH-6-mn)0yTan-1-oHa 10
meromuke [28]. Beixox 77%. T. mr. 65-66 °C (EtOH). Criextp SIMP 'H (CDCl5), 8, M.
. (J, I'm): 1.01 3H, T, J = 6.8, CH,CH,CH;); 1.71 (2H, m, CH,CH,CH3); 2.79 (2H, T,
J= 6.8, COCH,CH,CH;); 4.18 (2H, m) u 4.28 (2H, m, OCH,CH,0); 5.88 (2H, ym. c,
NH,); 6.11 (1H, ¢, H-5); 7.22 (1H, c, H-8). Haiineno, %: C 64.78; H 6.69; N 6.12.
C,H5sNOs. Beruncneno, %: C 65.14; H 6.83; N 6.33.

(2-Uondenn)(7-uutpo-2,3-nuruapo-1,4-6eH30IUOKCHH-6-HI)METAHOH TIOTy4Ya-
0T HATpOoBaHHEeM 6-(2-mondennn)(2,3-auruapo-1,4-6eH30IHOKCHH-0-1I)METaHOHA 10
metomuke [27]. Boixox 86%. T. mn. 167-168 °C (EtOH). Crextp SMP 'H (CDCl), 8,
M. 1. (J, I'm): 4.41 (4H, m, OCH,CH,0); 7.03 (1H, ¢, H Ar); 7.15 (1H, M, H Ar); 7.31
(2H, m, H Ar); 7.67 (1H, c, H-8); 8.04 (1H, n, J = 8.0, H Ar). Haiineno, %: C 43.61;
H 2.31; N 3.26. C;5H4INOs. Berancneno, %: C 43.82; H 2.45; N 3.41.

(7-AMuno-2,3-nuruapo-1,4-6eH301M0KCUH-6-1J1)(2-n0A(PeHNT)MeTAHOH as)
CHUHTE3UPYIOT aHAJIOIMYHO COEIMHEHHIO 6 BoccTaHOBieHHEM (2-uoadeHw)(7-HUTpPO-
2,3-nmuruapo-1,4-0eH30IMOKCHH-6-MT)MeTaHOHa, BBIXOA 79%, T. mi. 168-169 °C
(EtOH). Crmextp SIMP 'H (IMCO-dg), 8, m. a. (J, Tw): 4.11 (2H, M) u 4.27 (2H, M,
OCH,CH,0); 6.32 (1H, c, H-5); 6.65 (1H, ¢, H-8); 6.96 (2H, yu. ¢, NH,); 7.43 (1H, n,
J=28.1, H Ar); 7.52 (2H, m, H Ar); 7.63 (1H, n, J= 8.1, H Ar). Hatineno, %: C 47.12;
H 3.01; N 3.51. C;sH,INO;. Beruncneno, %: C 47.27; H 3.17; N 3.68.

4,5-JInMeTOKCH-2-HUTPOANETOPEHOH TIOJTy4aloT HUTPOBaHHEM 3,4-TUMETOKCH-
anieroeHoHa, kak omucaHo B [29]. Bexon 64%. T. mn. 121-122 °C (EtOH). Cnektp
SAMP 'H (CDCl), 8, m. 1. (J, ['m): 2.51 (3H, ¢, COCH3); 3.90 (3H, ¢, OCH3); 3.95 (3H,
¢, OCH3); 7.21 (1H, c, H Ar); 7.62 (1H, ¢, H Ar).

2-AMuH0-4,5-1umeTokcuanerodenon (16) cUHTE3UPYIOT AHAJIOTMYHO COEAMHE-
HUIO 6 BoccTtaHOBIeHHEM 4,5-TMMETOKCH-2-HUTpoareTopeHona. Brixon 55%. Crektp
SAMP 'H (CDCL), 8, m. a.: 2.48 (3H, ¢, COCH3); 3.82 (3H, ¢, OCH3); 3.87 (3H, c,
OCHj;); 6.09 (1H, ¢, H Ar); 6.25 (2H, ym. ¢, NH,); 7.07 (1H, ¢, H Ar). Haiineno, %:
C61.28; H6.52; N 6.96. C,iH3NOs. Beraucaeno, %: C 61.53; H6.71; N 7.18.

(o-AmmnaMuno)annaéensonsl 20-49 (odmwas meroauka). K pacrBopy 0.01 monb
COOTBETCTBYIOIIETO opmo-aMuHoanmioeH3oma 1-19 B 25 M1 fnoKcaHa py epeMeIu-
BAaHHUHU TOCTETICHHO U OJHOBpPEMEHHO J00aBISIIOT 10 MMOJB XJIOpAaHTHIPHIA COOTBET-
cTBytoneil kuciaotel U 10 MMonb 3 H pactBopa NaOH. Peaknuonnyro cmech mepe-
MemmBaoT 30 MUH ¥ BBUTHBAIOT B 250 MJI BOJbL. BeimaBmmii ocamok oT¢HILTPOBHIBA-
10T, IPOMBIBAIOT BOJOM, CYIIAT HAa BO3AYXE U MEPEKPHUCTAILIH30BEIBAIOT U3 MOIXOISIIE-
TO pacTBOpHUTEN. BRIXOAB U PU3UKO-XMMUYIECKHE XapaKTEPUCTUKH MOTYyYCHHBIX aHU-
muioB 20—49 npuseneHs! B Tabm. 1 u 2.

B3aumopeiicTBue o-anuaaMuHOANNI0eH3010B 2049 ¢ 3KBUMOJIEKYJISPHBIM
KOJIMYeCTBOM 3THJIaTa HATpus (00mras metoauka). K pactBopy sTunaTa HaTpus, MpH-
TOTOBJIEHHOMY U3 46 Mr (2 MMoJIb) HaTpusi U 25 MII 9TaHoJa, 100ABISIOT 2 MMOJIb CO-
OTBETCTBYIOLIETO auMIaHunna, nepememusarotr 2 4 npu 20 °C, BsumuBaroT B 120 mMa
Boabl, HeliTpanmusyioT 2 H HCIl. BemaBmmii ocamok OTGHIBTPOBBIBAIOT, IPOMEIBAIOT
CIIUPTOM, CyIIAT Ha BO3AYyXE M NEPEKPHCTAILIM3OBHIBAIOT W3 IMOAXOISIIEr0 PacTBO-
putens. B ciyugae o-ammnamunoarmioensonos 20-26, 28-32, 35, 36, 38, 40—49 nony-
YalOT COOTBETCTBYIOIME XHUHOJIUH-2-0HbI 50—74; BBIXOJbI, (PU3MKO-XMMHUYECKHE Xa-
PAKTCPUCTUKU U JAHHBIC 3JIEMCHTHOI'O aHajin3a MOJYYCHHBIX I'€TCPOLUKIIOB ITPUBEIC-
HBI B Ta01. 3 U 4.
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N-[7-(4-MeTuiadenzonn)-2,3-1uruapo-1,4-6enzoquoxcun-6-milakpuaamua (75)
u N-[7-(4-meTuadenzonn)-2,3-1uruapo-1,4-6eH301M0KCHH-6-11]-3-3TOKCHUTIPONIAH-
amua (77). U3 0.81r (2 mmomb) 3-Opom-N-[7-(4-metnnOGenszomn)-2,3-aAUruapo-
1,4-6en30muokcuH-6-1wi|nponadamuaa (34) mony4vator 0.74 r cmecu, xpomaTorpadupo-
BaHHEM KOTODOW Ha IpenaparuBHbIX miacTuHkax ¢ Al,O; nmomyvator 0.36 r (44%) uc-
xonuoro anwmmaa 34, 0.21 v (58%) coemunenus 75, u 0.17 t (42%) coemuuenus 77.
Brixoasl coeauHenuit 75 u 77 npuBeneHbl B pacueTe Ha BCTYNUBLIMN B PEaKIUI0 aHU-
nun 34. Coenunenne 75: 7. . 116-117 °C. Cnextp IMP 'H (CDCLy), 8, m. 1. (J, I'n):
2.44 (3H, c, CH;); 4.24 (2H, m) u 4.35 (2H, M, OCH,CH,0); 5.76 (1H, 1, J = 10.1,
COCH=CH,, H-yuc); 6.30 (1H, n. n, J = 10.1, J=17.0, COCH=CH,); 6.42 (1H, n,
J=17.0, COCH=CH,, H-mpanc); 7.14 (1H, c) u 8.36 (1H, ¢, H-5, H-8); 7.28 (2H, &,
J=179, H-3', H-5"); 7.57 2H, n, J = 7.9, H-2', H-6"); 11.34 (1H, ¢, NH). Haiineno, %:
C 70.65; H 5.13; N 4.22. C;oH;NO,. Beruucneno, %: C 70.58; H 5.30; N 4.33. Coenu-
HeHnue 77: Bszkoe macio. Cnekrp SIMP 'H (CDCl), 6, m. n. (J, Tm): 1.19 3H, T,
J=6.9, OCH,CH;); 2.43 (3H, ¢, CH3); 2.66 (2H, T, J = 6.1, COCH,CH,0); 3.55 (2H,
K, J = 6.9, CH;CH;0); 3.77 (2H, 1, J = 6.1, COCH,CH,0); 4.23 (2H, m) n 4.32 (2H, M,
OCH,CH,0); 7.08 (1H, ¢) u 8.22 (1H, ¢, H-5, H-8); 7.26 (2H, n, J = 8.2, H-3', H-5");
7.56 (2H, n, J = 8.2, H-2', H-6"); 11.01 (1H, ¢, NH). Haiineno, %: C 68.45; H 5.98;
N 3.65. C,;H,3NOs. Beraucneno, %: C 68.28; H 6.21; N 3.79.

N-[7-(4-DT1opdenzomn)-2,3-quruapo-1,4-6eH30Mn0KCHH-6-11 | akpuiaamuy (76) u
N-[7-(4-pTopdenzoni)-2,3-ruruapo-1,4-6eH30Au0KCHH-6-1J1]|-3-3TOKCHITPONAH-
amua (78). [omyuarot u3 0.82 v (2 MMonb) 3-6pom-N-[7-(4-dTopOen3omn)-2,3-qurua-
po-1,4-6en3oanokcuH-6-milnponanamua (37), ananoruyHo coeaunenuto 75. U3 0.79 r
CcMecH NPOJYKTOB peakuuu xpomarorpadudecku Boiaenstor 0.43 r (52%) mcxomHoro
coequuenus 37, 0.18 v (52%) coequuenus 76 u 0.19 r (48%) coenunenus 78. Borxonsr
coenuHeHu 76 u 78 mpuBeAeHbI B pacueTe Ha BCTYNHMBIUMH B peakuuto anuinua 37.
Coenunenne 76: T. . 141-142 °C. Cnextp SIMP H, 5, M. 1. (/, Tm): 4.32 (4H, ™,
OCH,CH,0); 5.77 (1H, n, J = 10.1, COCH=CH,-yuc); 6.29 (1H, n. n, J = 10.1,
J=16.9, COCH=CHy,); 6.42 (1H, n, J=16.9, COCH=CH,-mpanc); 7.08 (1H, c) u 8.36
(1H, ¢, H-5,8); 7.16 (2H, m, H Ar); 7.69 (2H, m, H Ar); 11.24 (1H, ¢, NH). Haiineno,
%: C 66.32; H 4.36; N 4.09. C,;sH4FNO,. Beraucneno, %: C 66.05; H 4.31; N 4.28.
Coenunenne 78: Bsizkoe macio. Crekrp SIMP 'H, 8, M. 1. (/, Tm): 1.18 BH, 1, /= 7.0,
CH;CH,0); 2.66 (2H, 1, J = 6.1, COCH,CH,0); 3.55 (2H, k, J = 7.0, CH3CH,0); 3.77
(2H, T, J = 6.1, COCH,CH,0); 4.28 (4H, m, OCH,CH,0); 7.02 (1H, ¢) u 8.21 (1H, c,
H-5,8); 7.15 (2H, M, H Ar); 7.71 (2H, m, H Ar); 10.58 (1H, ¢, NH). Haiineno, %:
C64.18; H5.29; N 3.71. C,0H,0FNOs. Beraucieno, %: C 64.34; H 5.40; N 3.75.

Huxansanusa (o-anujamMuHo)anuadenszonos 27, 33, 39, 77, 78. OcymecTBIsIOT
o o0IIel METOIMKE C UCIOJIb30BAHUEM 2 3KB. STHJIATa HATPHS B KHUIISIIEM 3TAHOJIC B
TedeHre 5 4. [lomydaroT cOOTBETCTBEHHO XUHONHMH-2-0HBI 79, 80, 86—88. Brixonsr u
(U3MKO-XUMUYECKUE XapAKTEPUCTUKH MTPUBEACHBI B Ta0OI. 4 1 5.

Muknauzanus (0-auuiaaMuHo)anua0en30108 34 u 37. AHAJIOTUYHO, HO MPU COOT-
HomIeHun cyoctpaT—aTmiaT Hatpud, 1:3, m3 0.4 r (1 MMonbp) coenuaeHNs 34 MOTy4YaroT
0.31 r (88%) xunonmuona 79, a u3 0.41 r (1 Mmoip) coeannenust 37 MOIy4YaOT COOT-
BETCTBEHHO XWHOJIMH-2-0HBI 79 1 §0.

B3aumopeiicrBue N-(7-apoua-2,3-quruapo-1,4-6eH301M0KCHH-6-11)aKpUIaMU-
aoB 75, 76, 81, 84 ¢ atmiatom Hatpusi. K pacTBopy 3THIaTa HATpUs, IPUTOTOBJIEH-
HOMY U3 46 Mr (2 MMonb) HaTpus U 10 M 3TaHONA, NOOABIAIOT | MMOIIE COOTBETCT-
BYIOIIETO aHWIHIA, KUMATAT CMECh 2 4, 3TaHOJI YIapuBaIOT, OCTaTOK 00pabaThIBarOT
30 M1 BOABI; 0Opa30BaBILUICS 0CAJOK OTHHILTPOBBIBAIOT M CylIaT Ha Bo3ayxe. (B
ciIy4ae coequHeHus 84, mocie yrnapuBaHUs 3TaHOJA IMPOTYKTHl PEAKIIUN SKCTPArupyIOT
CHCl;.) U3 BunuikapOoHHIaMUHOOEH30/M0KCaHOB 75, 76 1 81 nomnyuaroT CoOTBETCT-
BeHHO XWHONHUH-2-0HBI 79, 80 u 83. U3 coenmnenus 84 mocne xpomaTorpadupoBaHUs
peaxmronHOi cmecu Ha Al,O5; momywaror 0.24 1 (72%) N-[7-(2-xmop6en3omn)-2,3-au-
runpo-1,4-6eH30An0KCHH-6-11|-3-3ToKcunponanamua (85) u 60 mr (22%) (7-amuHO-
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2,3-nmuruapo-1,4-6eu3onnokcun-6-mn)(2-xnopdenmn)meranona (12). Coeaunenue 85:
Bsi3koe Macio. Cnextp SIMP 1H, o, M. 1. (J, I'm): 1.22 (3H, T, J = 7.2, OCH,CH;); 2.74
(2H, 1, J= 6.0, COCH,CH,0); 3.58 (2H, k, J = 7.2, CH;CH,0); 3.84 (2H, 1, J = 6.0,
COCH,CH,0); 4.21 (2H, m) u 4.32 (2H, m, OCH,CH,0); 6.85 (1H, ¢, H Ar); 7.29—
7.48 (4H, m, H Ar); 8.42 (1H, c, H Ar); 11.65 (1H, ym. c, NH). Haiineno, %: C 61.41;
H 5.01; N 3.42. C,0H»,CINOs. Beraucneno, %: C 61.62; H 5.17; N 3.59.

Paboma evinonwena npu @unancosoii noodoepoicke epanma "Bedywas nayuuas
wrona akademuxa H. C. 3echuposa”.
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