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A. 10. Iloranos, X. C. lluxaaues, /1. B. Kpeuiscknii, M. 10. Kpsicun

TPEXKOMIIOHEHTHBIE KOHAEHCALIUHN
T'ETAPWIT'YAHUJUHOB C AJIBJAEI'NJAMUA (KETOHAMMN)
N JMKAPBOHWJIBHBIMU COEJIMUHEHUSAMU

W3yyensl peakuun TPEeXKOMIOHEHTHON KOHJAEHCAUUH OeH30Kca(THa)30IUITyaHHIHHOB,
anpiernioB (KETOHOB) W [-IMKapOOHWJIBHBIX COCJUHCHWH: aueTHwiI- M OeH30HMJIaleTOHa,
aIleTOyKCYCHOT0 (Hpa, aleToaneTaHINIO0B, UKIOTeKCaHIUoHa-1,3 1 ero Npou3BOIHbIX.

KnioueBble ciioBa: anbIernibl, aleTHIANETOH, alleTOAleTaHINIb], alleTOyYKCYCHBIH adup,
OCH30MIAeTOH, OCH30KCA30IMITYaHUNH, OCH3THA30MMITYaHHINH, 3-INKapOOHUIBHEIE COCIH-
HEHHMS1, KETOHBI, IINKJIOTeKCAaHANOH- 1,3, TPEXKOMITIOHEHTHAsI KOHACHCALIHS.

Peaknmn ¢ ydactreMm a30THCTBIX OWHYKJIEO(HIOB OTKPHIBAIOT JOCTYI K
MMOCTPOEHUIO Pa3HOOOpPA3HBIX JIMHEWHBIX W KOHAECHCHPOBAaHHBIX TeETEpo-
IUKIMYECKAX CHCTEM, OOJaNarolIiNX IIUPOKAM CHEKTPOM OHOJIOTHYECKOH
AKTUBHOCTH, W TIOTOMY WHTEHCHUBHO m3ydarorcs [1-10]. B TpeXxKoMIOHEHTHBIX
KOHJICHCAIIUAX C y4YacTHEM aIbJeTUIOB M [3-AUKapOOHWIBHBIX COEIUHEHHI
(ammeroykcycHoro 3¢dmupa, AMMENOHA) WUCHOIB3YIOTCS (THO)MOYEBHHBI WM WX
aNKWIbHbIE Tpou3BoaHbIe [1-3], 3-amuno-1,2,4-Tpuaszon [4, 5], amuHONKUpPa30]1
¥ aMHHOTETpa3on [6], 2-amuHOOeH3MMHUAa301 [7, 8]. B To ke BpeMs ryaHuuH
W ero MpOU3BOJAHEIC, OONANAIONIUEe 3HAYUTEIBHBIM CHHTETHYECKHM TIOTEH-
muanoM [9], CcpaBHHTENBHO MaJl0 U3yYeHBI B TOAOOHBIX PEAKIHAX.
TpexxKoMIIOHEeHTHbIE KOHJeHCcAauu OeH30kca(Tua)3omunryanuauHos (la,b),
Tpu3THIOpPTOdOpMUATA U [3-AMKAPOOHWIBHBIX COCIUHCHHN W3y4Yajanch HaMU
panee [10]. Llenp HacTosimEel pabOThl — U3yYEHUE PEAKIIMOHHON CIIOCOOHOCTH
ryanuanHoB la,b B peaknusx TPEXKOMIOHEHTHON KOHACHCAIIMHM C YYaCTHEM
aNbJCTUIOB (KETOHOB) M JUKApOOHUIBHBIX COCTUHCHUMN: alleTHI- U OCH30MII-
alleToHa, alleTOYKCYCHOTO 3(upa, aleToaleTaHWIHIOB, IIUKJIOTeKCaHJuoHa-1,3
Y €ro MPOU3BOIHBIX.

Haiineno, uTto KumnsdyeHue B JMOKCAaHE SKBUMOISPHOM CMECH TyaHHAHUHA
1a,b, nmkiorekcanauoHa (AMMEOHA) 2 M apOMATHYECKOTO anbieruaa 3 ¢
BbIxoioM 40-70% mnpuBomut k 2-[1,3-0eH30KCa(THA)30/1-2-UIaAMHHO |-4-apHil-
1,4,5,6,7,8-rekcarupo-5-xuHa3onuHoHaM  6a—c. lcmonp3oBaHue  BMECTO
anbaeruaa IUKIONeHTa(reKca)Hona 4a,b win u3aTuHa S5 mpU KUISIYEHUU B 2-
MPOMAHONE€ TPUBOJUT K COOTBETCTBYIOIIMM CHUPOKOHICHCHUPOBAHHBIM
cuctemaMm 7 u 8. B mocrnegHeM ciydae B KOHACHCAIIMK YYacCTBYET, OYEBUIHO,
Oonee peakIMOHHOCTIOCOOHAs -KapOOHUIIbHAS TPYIIa H3aTHHA.
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pX=S,R'=R*= H,n—l,SX S,RI=R*=Me

B3aumopeiictBue B cucteMe ryaHuauH 1 — anpiaerun 3 — aneTusaleToH
HE TIPUBOJUT K JKeTaeMbIM aneTwiguruaponupumuanaam 9. I[lpomykramu
peakmuu B JAaHHOM Cly4ae SBISIOTCA 4,6-muMeTni-2-0eH30Kca(THa)30IuII-
aMuHONMTUpUMUAWHEI 10, cHHTE3 KOTOphIX U3 1 W aleTnianeToHa OMuCaH HAMHU
panee [11]. OpmHako B ciaydae OeH30WJIAIETOHA, C OOJBIIMM TPYAOM
BCTYMAOIIUM B JIBYXKOMIIOHEHTHYIO KOHJEHCAIUIO C ryaHuguHamu 1, c
XOPOIINM BBIXOZOM OBLT BBIZENIEH MPOIYKT TPEXKOMIIOHEHTHON KOHJICHCAIIUH.
[TockonbKy aneTwibHas TPyNIa B JaHHOM CIydae 3HAYUTEIHHO MPEBOCXOIUT
M0 PEaKIMOHHOHN CIIOCOOHOCTH OEH30MIIBHYIO, IMOCIICIHEMY ObLIa MpHIIACaHA

cTpyKTypa 12.
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12aX=S,bX=0

Kunsaenne skBuUMONIIpHON cMecu TyanuanHa l1a,b, aneroykcycHoro adgupa
n OeH3ajpIerujga TakKe HE TNPUBEIO K MPOIYKTY TPEXKOMIIOHEHTHOM
KoHAeHcaru 15, ObuT BBIZENEH NPOAYKT NWKIW3AlMN TyaHHIWHA aIeTo-
ykcycHBIM a¢upom 14, ommcannwii panee [11]. Ommako npm mepexojme
K arleToaneTanmmaaM 16 peakmus mponura B JKEJTa€MOM  HaIlpaBIIEHUH
¢ oOpa3oBaHWEM IUTHAPOIHUPUMHINHKapOOoKcaMuoB 17.

B crexrpax IMP 'H cunTesnpoBannbix coemuHenuii 6-8, 12, 17 HaGmroma-
IOTCS CHTHAIIBI apOMAaTHYECKUX MPOTOHOB B oOmactu O 7.0-7.9 m. m., mAByx
npotoHoB rpyrnn NH B obmactu 9.9-10.3 u 10.0-11.3 M. 1. COOTBETCTBEHHO.
B cniektpe coenuueHus 8, kpome TOro, HAOIIOAAETCA CHHTIIET MPOTOHA TPYIIITEI
NH uzatunoBoro ¢parmenTa ¢ 6 9.52 M. 1., a y coenunenuii 17a,b — cuHrIIeTH
MPOTOHOB KapOokcamuHbIX Tpymnm NH ¢ 6 9.64 u 9.57 M. 1. COOTBETCTBEHHO.
ITpotons! aromoB C4) OMTHIPONMPUMUIMHA B coeauHeHusx 6, 12, 17 narot
XapaKTepHBIN curHan B obmactu O 5.7-5.9 m. n. B coenmnenmsx 6b u 8 nme
rpymmel - CH, rekcarmapoxXwHa30JWHOBOTO  ()parMeHTa o0pa3ymoT  JBE
paznenbHbie AB cucTembl, CHUTHaJIbl KOTOPBIX MMEIOT XapaKTEpPHBIA B
TBOMHBIX qy0neToB B obmact 2.1-2.3 1 2.4-2.6 M. 1. B coenmnuennu 7a Ha 3Ty
00TacTh HAKJIAJBIBAIOTCS] CUTHAIIBI IPOTOHOB IMKJIOTIEHTAHOBOTO (hparMeHTa.

1551



H R*
16 a,b

17 a,b
16aR*=H,bR*=4-PhO;17aX=S,R*=H, b X =0, R* = 4-PhO

Tabnuma 1

XapakTepuCTHKH CHHTE3HPOBAHHBIX COeIMHEHU

Coenu- Bpyrro- B@wﬂ; % M* T. ., BsIxon,
HeHue (bopMyJ-[a BIYHCIICHO, /0 Al ° 0

C H N M ¢ o

6a Cy1HsN4O, 70.53 5.01 15.35 358 287-289 68
70.38 5.06 15.63 358.41

6b CyHyCIN,O, | 6541 | 503 | 1332 | 420 >300 65
65.63 5.11 13.31 420.96

6¢ CyHy FN,OS 69.54 4.52 12.01 468 274-276 59
69.21 4.45 11.96 | 468.56

7a C,1HpN4O, 69.41 6.64 15.65 364 265-267 61
69.21 6.56 15.37 364.47
65.55 6.11 15.29 366.50

8 CoHyNsO,S | 6512 | 477 | 1585 | 443 | 240242 30
64.99 4.88 15.79 443.53

12a CysHpN,4,OS 70.47 4.75 13.25 424 270-272 67
70.73 4.58 13.20 | 424.48

12b Cy5Hp0N4O, 73.56 4.94 13.65 408 264-266 64
73.51 4.95 13.72 | 408.46

17a CysH,N5OS 68.42 4.82 15.78 439 262-263 39
68.32 4.58 15.93 439.54

17b CyHyNsOs | 7244 | 4.89 | 1356 | 515 | 259-261 34
72.22 4.78 13.58 515.58

* M — HaiiieHo, M' — BbIumCIEHO.

1552



Tabnuma 2
Crextpbl SIMP "H cHHTe3HpOBAHHBIX COeAHHEHMil

Coenu-

HeHITe Xummyeckue cIBUTH, O, M. 1. (J , ')

6a 2.02-2.35 (6H, m, amud.); 5.69 (1H, ¢, Cu-nupumun.); 7.10-7.45 (9H, m, apom.);
9.92 (1H, ¢, NH); 10.56 (1H, ¢, NH)

6b 1.10 (6H, ¢, 2 CHy); 2.19 (1H, g, J = 18.0, CH,); 2.26 (1H, x, J = 18.0, CH,); 2.52
(IH, n, J = 14.0, CH,); 2.60 (1H, m, J = 14.0, CH,); 5.92 (1H, ¢, C4-mupumu.);
7.09-7.51 (8H, M, apom.); 10.22 (1H, ¢, NH); 10.63 (1H, ¢, NH)

6¢ 2.60-2.95 (5H, m, anud.); 5.72 (1H, ¢, C)-mupumun.); 7.08-7.55 (13H, M, apom.);
9.98 (1H, ¢, NH); 10.65 (1H, ¢, NH)

7a 1.03 (6H, c, 2CHj3); 1.60-1.95 (6H, m, anmud.); 2.20-2.55 (6H, m, amud.); 7.10-7.22
(2H, m, apom.); 7.42 (2H, T, J = 7.2, apom.); 10.01 (1H, ¢, NH); 10.35 (1H, ¢, NH)
7b 1.26-2.44 (16H, m, amud.); 7.24 (1H, T, J=7.2, apom.); 7.41 (1H, 1,J="7.2, apom.);
7.64 (1H, n, J="7.2, apom.); 7.86 (1H, n, J= 7.2, apom.); 10.11 (1H, ¢, NH); 10.39
(1H, ¢, NH)

8 1.06 (3H, ¢, CH3); 1.12 (3H, ¢, CH3); 2.15 (1H, x, J = 18.0, CHy); 2.22 (1H, &,
J=18.0, CH,); 2.50 (1H, n, J = 14.0, CH,); 2.63 (1H, g, J = 14.0, CH,); 7.06-7.39
(6H, M, apom.); 7.61 (1H, 1o, J = 7.2, apom.); 7.81 (1H, n, J = 7.2, apom.); 9.52 (1H,
¢, NH); 10.21 (1H, ¢, NH); 11.35 (1H, ¢, NH)

12a 1.86 (3H, ¢, CH3); 5.79 (1H, ¢, C4-nupumun.); 7.05-7.70 (14H, m, apom.); 10.20
(1H, ¢, NH); 10.32 (1H, ¢, NH)

12b 1.80 (3H, ¢, CH3); 5.74 (1H, ¢, C4-nupumun.); 7.10-7.75 (14H, m, apom.); 9.98
(1H, ¢, NH); 10.13 (1H, ¢, NH)

17a 2.16 (3H, ¢, CHj3); 5.78 (1H, ¢, Cy-nupumun.); 6.98-7.15 (5H, M, apom.);
7.32-7.47 (9H, ™, apom.); 9.64 (1H, ¢, NH); 10.02 (1H, ¢, NH); 10.18 (1H, ¢, NH)
17b 2.21 (3H, ¢, CH;); 5.83 (1H, ¢, Cy-nupumun.); 6.86-7.17 (7H, M, apom.);
7.27-7.44 (9H, M, apom.); 7.62 (2H, 1, J= 7.2, apom.); 9.57 (1H, ¢, NH); 9.92 (1H,
¢, NH); 10.03 (1H, ¢, NH)

9KCIIEPUMEHTAJIBHASI YACTb

KoHTpob 3a X00M peakuy ¥ UHIUBUIYAITbHOCTHIO MOTYyYCHHBIX BEUIECTB OCYIIECTBIIIH
metonom TCX na mnacturax Merck UV-254. Cnekrpsr SIMP 'H crnmany na npudope Bruker
AC-300 (300 MI'm) (MOX, Mocksa) B JIMCO-ds, BHyTpennuii cranmapt TMC, Macc-CrieKTpsl
coenuHenui — Ha mpubope LKB 9000, sHeprus HoHn3upyomux 31ekTpoHoB 70 3B.

2-(1,3-ben3okca(Tua)3on-2-uaamuHo)-4-apui-1,4,5,6,7,8-rexcarugpo-5-xuHa30,IMHOHbI
6a—c. Cmecp 5 mMMonb ryaHuauHa 1, 5 MMoOJb IMKIOTeKcaHAWOHA 2 W 5.5 MMOJb apui-
anpiernza 3 B 15 Mul nMOKcaHa KHUMATAT 3 4, BBINABLIMH OCAIOK (UIBTPYIOT, MPOMBIBAIOT
JIMOKCAHOM U KpUCTAIUU3YIOT U3 JMDA.

2-(1,3-ben3okca30.1-2-n1aMuHo0)-4,4'-cCIUPOLUKIONIEHTaHO0-7,7-TumeTHI1-1,4,5,6,7,8-rek-
caruapo-5-xuHa3oauHon (7a), 2-(1,3-6eH3THA30.1-2-MIAMHHO)-4,4'-CIHPOLMKIOTeKCAHO-
1,4,5,6,7,8-rekcaruapo-5-xuna3zoauHon (7b), 2-(1,3-6en3rTuazon-2-unamMmuHo)-4,4'-cnupo-
[3-(2-unpoaunon)|-7,7-numerna-1,4,5,6,7,8-rexcarupo-S-xuHa3oamHoH (8) CUHTE3UPYIOT 110
MpeABIAyIeH METOAMKE C HCIOJIb30BAHHMEM COOTBETCTBYIOLIEIO KETOHA, 2-IPOIaHOoNa B
Ka4yecTBE PacTBOPUTEIS, KPUCTALIM3YIOT U3 JMOKCAHA.

2-(1,3-ben3okca(Tua)30.1-2-HJIaAMHHO)-6-MeTHI-4-(peHUI-1,4-TUT UAPO-5-0e H3OUIMMPUMHIUH
12a,b. Cmech 5 mmonb TyanuauHa 1, 5 MMOJIh OCH30MIIAIETOHA U 5.5 MMOJIb apuiaipaeruia 3
BS5 MJI AMOKCaHa KHIITAT 5 4, BBIIABIINH 0CaZOK (MIBTPYIOT, KPUCTAUIU3YIOT M3 CMECH
nuokcan—/[M®DA.

N-5-Apun-2-(1,3-6en3okca(Tna)30.1-2-wiaMHHO)-6-MeTuI-4-apuii-1,4-1uruapo-5-
MUPUMHU-IMHKapOokcamMuabl 17a,b morydaroT aHaIOTHYHO COSOTMHEHISIM 7, 8.
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