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B3AUMO/JIEMCTBUE 3-ALIETOAIIETWJI-2H-XPOMEH-2-OHA
C ASAHYKJVIEO®WJIBHBIMHA PEA'EHTAMMAX

Wzyuensl peakunu 3-aneToaneTHIXpPOMEH-2-0Ha ¢ MOHO- M OMHYKJICO(DWIEHBIMH
peareHTaMu, B TOM YHCJIE TIOJ AEHCTBUEM MHUKPOBOIIHOBOTO M3TydeHHs. [lokasaHo, 4To
B 3aBHCUMOCTHM  OT  HYKIGO(QWIBHOCTH  peareHTa  oOpa3yloTcsi  HOBBIC
TeTepPOLUKINYECKHE CUCTEMBI C y4acTHEeM OKCOTPYII 3aMEeCTUTENs B TON0XKEHUH 3
rerepodparMeHTa, ero pacKphITHE WIIN PEIUKIN3ALHS.

KaroueBble cjioBa: 3-ameToaneTHIXPOMEH-2-0H, HYKICO(DWIBHBIE —PEaKIIHH,
MHKPOBOJIHOBOE M3JTyYEeHHE.

K HacrosmeMy MOMEHTY B MEIMLMHCKOW NpakTHKE Hallla MPUMEHEHHUE
nenasi cepusl MpernapaTroB XPOMEH-2-OHOBOTO psAa, OONAaloUIMX IIHPOKUM
CHEKTPOM OHOJIOTHYECKOTrO AeicTBHsL. M3BeCTHO MX UCTIONB30BaHKE B Ka4eCTBE
AHTUOKCHUAAHTOB [1], aHTUMHKPOOHBIX, AHTUBUPYCHBIX U MPOTHBOOITYXOJIEBBIX
npenaparos [2]. Takue nekapcTBEHHBIE peNapaTtsl Kak, HanpuMep, JAukyMapus
n Heonukymapun, copepxamue 2H-XxpomeH-2-OHOBBIH (parMeHT, SBIISIOTCS
W3BECTHBIMU aHTUKOATYJISIHTAaMH, 00JIaIaloT MPOTHBOOIYX0JIeBOH 1 aHTH-BY
aKTUBHOCTHIO [3].

Peakuu 3-aneroanerun-4,7-TUruIpoKCUXpPOMEH-2-0OHOB, B OTJIMUUE OT HX
HEe3aMeUIEHHBIX aHaJoroB, ¢ TAKUMH HYKJIeo(pHIaMH KaK THIPOKCHIAMHH, O-
¢bennnenauaMut, 2,4-THHATPOGEHUITHAPA3HH H3YUYEeHBl MOAPOOHO U TMpOTe-
KaloT 0e3 pacKphITHs JIAKTOHHOTO IMKJa ¢ ydactueM l,3-nuokcodparmenra
anudatryeckoil yacTu MoJiekyisl [4]. Tem cambIM, OTKpBIBaeTCs MyTh K (POPMU-
POBaHHMIO HOBBIX I'€TEPOCHCTEM OEH30Ma3eUHOBOr0, M30KCa30JIbHOrO0, MUpa-
30JIbHOTO THIIA.

VYuuteiBas BBICOKMH XHMHUYECKHM NOTEHIMal 3-aleToaneTuixpoMeH-2-
OHOB — HalW4YMe KapOOHWIBHBIX IPYMII Pa3HOTO Xapakrepa (KeTOHHAas M JaK-
TOHHAs), TETEPOLMKIA, CIOCOOHOIO K PEUMKIM3aUMUd — MPEACTaBIUIOCH
B2)XHBIM BOCIIOJIHUTH NPOOEN CBeIeHHH 00 WX PEaKIMOHHOW CIIOCOOHOCTH
C MOHO- U OMHYKJICO(UIEHBIMH PEareHTaMH.

Msl nokasanu, 4to B (opMammuie, BBICTYMAIONIEM B KaueCTBE peareHra
u pactBopuTens, 3-aunetoaunetmi-2H-xpomen-2-on (1) uepe3 cramuio eHOIU-
3alUM aleTWIBHOTO KapOOHWJIa TMOABEPraeTcs MONyKeTaaH3alud IO HOBOTO
THTA JUHEapHo# cucteMbl — 10a-ruapokcu-2-metmin-4H,10aH-mmpano[2,3-b]-
XpoMmeH-4-0Ha (2).

Takoe moBenenue cybctpata 1 mo oTHomeHHIO K (QopMamury OOBSICHS-
eTCsl YCTOWYHMBOCTBIO 00Pa3yIoIIerocs MojayKeTans, KoTopasi, B CBOI0 O4epe.b,
00yCJIOBJIEHa BBICOKOH CTENEHBIO AETIOKANM3ALUM 3JIEKTPOHHOU IJIOTHOCTH
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Jlannble 3eMeHTHOr0 aHaau3a, UK cnekrpockonuun coequneHuii 2—8

Coe- Haiineno, %
JTHe- bpyrro- Berunciieno, % UK crekrp, v, cm
bopmya
HUC C H N
2 C13H004 6177 | 4.56 - 3647 (OH),
6782 | 438 1681 (C=C-C=0)
3 Ci3H;1NOs 67.92 4.53 5.99 3378 (C=NH),
68.11 4.84 6.11 3200-2500 (OH),
1726 (C=C-CO-OR),
1662 (C=NH)
4 C3HoNO; 68.54 3.65 6.05 1721 (C=C-CO-OR),
68.72 3.99 6.16 1664 (C=N)
5 Ci3HoN>O, 69.38 4.72 11.97 1722 (C=C-C=0),
69.02 | 446 1238 | 1686, 1672 (C=N),
3038, 1020 (CH.),
2974, 2852, 1425, 1377
(CH3)
6 Ci3H004 67.54 3.97 — 1720 (C=0 nakr.),
67.82 4.38 2924, 3044, 1456,1385
(CHj), 1645 (C=C-C=0)
7 Ci4HpN04 61.54 4.52 9.86 1699 (C=0 naxr.),
61.76 4.44 10.29 2926, 3061, 1454, 1379
(CHj), 1691, 1586
(O=C-NH,), 3500
(O=C-NHy),
3757 (OH)
8 C15H,/NO; 6139 | 589 492 | 1647 (C=C-C=0).
61.85 5.88 4.81 2938, 3061, 1456, 1383
(CH3), 3520-3389 (OH),
3430 (NH)

C ydJacTHeM KOHACHCHpOBaHHOTO OeH30ibHOro KoibIa [5]. Cnemyer yd4u-
THIBATh W HEJIOCTATOYHYIO HYKICOQWIBHOCTH (opMaMuia, HE CO3JAIOIIETO
JOCTAaTOYHBIX YCIIOBUH IS PEIUKIN3AINU reTepopparMenTa.

B3anMopeiictBue XxpomeH-2-oHa 1 ¢ ameTraToM aMMOHHS —TPHUBOIUT
K HyKJI€O(HIBHOI aTake Mo aToMy yriepojia KapOOHWIBHOHM TPYMIIBI B ITOJIO-
keHuu | 3amectutens u obpazoBaHuio 3-(3-ruapokcuOyT-2-eHUMUIONN)-2H-
xpoMeH-2-oHa (3). Brigenenne mMmuHA 3 MTOATBEPXKAACT TEHACHIMIO 3-3aMe-
MEHHBIX KyMapuHOB K coxpaHeHuio 2H-xpomeH-2-oHOBOro (parMeHTa
B PEAKIHIX cO cIabbIMU MOHOHYKJICO(DHIFHBIME peareHTamu [6].

[Tokazano, uTO peakuusi ¢ OMHYKICOPHIHHBIMH pEareHTaMH — THIIPOKCHII-
aMUHOM W THAPA3MHOM — HOCHUT OOIIMHA XapaKTep W MPOTEKAET C yIaCTHEM
KapOOHIIIBHEIX TPYII, HAXOMAIINXCS B MONOXeHUsAX 1 m 3 amudarmaeckoit
YacTH MOJIEKYJbI, C QOPMHUPOBAHUEM HOBBIX TETEPONUKIMYECKHX CHCTEM —
3-(5-metunuzokcazon-3-mn)- (4) u 3-(5-merun-4H-tmupazon-3-un)-2H-xpomen-
2-0HOB (5).

IIpu mpoBegennn peakunu coeanHeHUs 1 B W3OBITKE THAPAa3HHTHApATa
(1:10) peamusyercss KOHKypHUpYIOIee HAIMpPaBICHUE TI0 KpaTHOW CBS3H
rerepodparmMenTa u npoucxoaut ero O-rereporukinu3zamnus B 2-metui-4a,10b-
nuruapo-4H,5H-ipano[ 3,2-c]xpomen-4,5-1uoH (6).

B3anmopeiictBue cyOctpara 1 ¢ MOYEBHMHON B pacTBOpe 2-TIpOIaHOiia HE
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JIaJIo TIOJIOKUTEBHBIX pe3yabTaToB. OQHAKO MOJ JeHCTBHEM MHUKPOBOIHOBOTO
W3JTyYeHUs] aTaka peareHTa, TakK K€ KaKk M B PAaCCMOTPECHHBIX BBIIIE TpEBpa-
NICHUSX, HamlpaBieHa Ha Haubojiee AaKTHBHYH KapOOHWIBHYIO TPYIy, B
pesynbraTe 4ero obOpasyercs 1-[4-okco-4-(2-oxco-2H-xpomen-3-ni)0yTaH-2-
winieH [moueBuHa (7).

OTAuYUTETFHON 0COOCHHOCTHIO PEAKITMH C ATAHOJIAMUHOM, IPOSBIISIONIAM
CBOMCTBA MEPBUYHOTO aMHHA, KaK MPU HarpeBaHUM B PacTBOpE 2-NIPOTAHOIIa,
TaK U NMPH MUKPOBOIHOBOM BO3JICHCTBHUH, SBISICTCS PEIUKIN3AIMS JIAKTOHHOTO
¢dbparmenta ¢ obpazoBanueM 2-(7-THAPOKCH-7-MeTHN-2,3,4,7-TeTparuapo-1,4-
OKCa3enuH-5-1)-3-(2-TuapoKkcu eHII ) IPOTIeH-2-0BOH KUCIOTHI (8).

DUNKO-XUMUUECKUE XapaKTEPUCTUKU TOTYUYCHHBIX COSAMHEHUIN MPEICTaB-
JIeHBI B Ta0HIIE.

SKCHHEPUMEHTAJIBHASI YACTb

B pabote umcmomnb30BaH MHKPOBOJHOBOW u3mydarens MW2717 (700 Bt). UK
cnektpsl 3anucansl Ha UK dypre-cnekrpomerpe ®CM 1201 B rekcaxiiopOyraaneHe
(B obmactsax 4000-1800 u 1500-1300) u BazenmHoBoM Macie (1800-1500 u 1300-
1400 cm ') B xroBerax u3 KBr. Crextpsl SIMP 'H mosydeHsl Ha CHeKTpoMmerpe
Varian 400 npu Temneparype 25 °C B CDCl1; (coenunenus 7 u 8) u Bruker MSL-400
(400 MI'm) B CDCl; (coemunenuss 3 u 4) u JJMCO-dg (coemuuenuss 1 u 2).
Buytpennnii craamapt TMC. KoHTponb 3a X0IOM peakIil W WHIAWBHIYaTHHOCTHIO
MOJY4EHHBIX BellecTB ocymiecTBisuics MeronoM TCX Ha miactuakax Silufol UV-254,
ANMFOCHT Tekcan—¢up—aneToH, 3:1:1, rekcaH—-aTHianerarT—aneroH, 2:2:1, IpOsSBUTEIL —
TTapbl HOJA.

3-Aneroaneruni-2H-xpomen-2-on (1) momydaroT KoHIeHcauueidl 4-ruapoxcu-6-
MeTui-2H-nupan-2-0oHa ¢ CAJMUMIOBBIM albJETHAOM IO M3BECTHOM MeToauke [7].
Cnextp AMP 'H, 8, M. 1.: 2.27 (3H, ¢, CH3); 6.89-7.61 (5SH, M, H Ar + CH); 6.66 (1H,
¢, CH); 15.80 (1H, ¢, OH).

10a-I'mapoxcn-2-metuin-4H,10aH-nupano|2,3-b]xpomen-4-on  (2). B 40 wmn
(hopMamuIa pacTBOPSIOT IIPU HArPEBAHUH M TIOCTOSHHOM TiepeMeniBanuy 1 T (4.3 MMOITh)
2H-xpomeH-2-0oHa 1. PeakimoHHyI0 cMech HarpeBaroT 5 4, 3aTeM BBUIMBAIOT B 50 Mi
BOJIbI. BrInaBmiye cBETIIO-KENThIE KPUCTAIIBI OTQHIBTPOBBIBAIOT, IIPOMBIBAIOT BOJIOW
u nonyuatot 0.35 1 (35%) coenuuenus 2, T. . 144-145 °C. Cnekrp SIMP 'H, §, M. 1.:
2.28 (3H, ¢, CH3); 3.65 (1H, ¢, OH); 6.68 (1H, c, CH); 6.92-7.65 (SH, m, H Ar + CH).

3-(3-I'uppoxcudyr-2-eaumuaona)-2H-xpomen-2-on  (3) monyyaroT IO aHAIO-
THYHOW METOMKE C MCTIONIF30BaHMeM |5 MII JleisTHOM yKCycHOM KucioTsl, 1 T (4.3 MMoIb)
cyocrpara 1, 0.67 T (8.7 Mmonb) anerata aMMoHust. Bpemst peakiun cocrasisier 12 4.
Bexox coemunenns 3 0.56 T (57%), 1. un. 149—-150 °C. Cnektp AMP 'H, 8, M. 1.: 2.27
(3H, ¢, CH3); 6.97 (1H, ¢, CH); 7.05-8.32 (SH, m, H Ar + CH); 11.71 (1H, c, NH);
15.82 (1H, ¢, OH).

3-(5-Metnau3okca3on-3-wi)-2H-xpomen-2-o1 (4) TONXy4aOT MO AHAJIOTHYHOU
METOJIMKE C MCIONB30BaHUEeM 25 it 2-mpomaHona, 1 T (4.3 mMmonb) cyocrpara 1, 0.6 T
(8.6 MMOITB) CONMTHOKHCIIOTO TUAPOKCIIIaMITHA. BpeMst peakiuu cocrasiser 4 4. Berxon
coemunenus 4 0.62 r (63%), 1. 1. 196-197 °C. Cuektp SIMP H, 8, m. 1.: 2.28 (3H, c,
CHs3); 6.83 (1H, ¢, CH); 7.12-8.50 (5H, m, H Ar + CH).

3-(5-Metuna-4H-nupa3on-3-uia)-2H-xpomeH-2-0H (5) mody9aroT MO aHAJIOTHYHOU
METOJMKE B TEUYEHHE 5 4 C ucmoib3oBaHueM 50 mi 2-mpomanona, 1 r (4.3 MMoub)
Tpuokcocoenuuerus 1, 0.45 mu (8.6 MMonb) ruapasuHTHApaTa. Beixon coeauHeHUS 5
0.46  (47%), T. 1. 179-180 °C. Crmektp SIMP 'H, &, m. 1.: 2.27 (3H, ¢, CH;); 4.25
(2H, c, CH,); 7.05-8.43 (5H, m, H Ar + CH).
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2-Metna-4a,10b-nuruapo-4H,5H-nupano[3,2-c]xpomen-4,5-n1uon (6) morydaior
[0 aHAJIOTHYHON METOJMKE B TeueHHe 7 4 ¢ ucrnonb3oBaHueMm 50 mi 2-mpomnaHoina, 1 r
(4.3 mmonb) Tpuokcocoemuaerus 1, 5 mi (1.01 mmone) rumpasmaTHApara. Berxox
coemuuenns 6 0.81 r (82%), T. 1. 242-243 °C. Crextp SIMP 'H, 8, m. 1. (J, T'ny): 2.27
(3H, ¢, CH;); 3.87 u 4.74 (2H, 21, J = 20.0, H-4a,10b); 4.63 (1H, c, CH); 6.89-7.43
(4H, m, H Ar).

1-[4-Oxco-4-(2-okco-2H-xpomen-3-ua)oyran-2-uanaeH|moyeBuna (7). K 2 r
(8.7 mmomp) cyoctpara 1 u 0.78 T (13 MMOITBE) MOUEBHHBI TOOABISFOT 3 MIJI ATaHONA H
1 ma HCI (d 1.19 r/mi). Ha peakimonHyio cMech B TedeHHE 24 MUH BO3IECHCTBYIOT
MBMU wmomaocTsio 700 BT. OGpa3oBaBimecs KENTHIE KPUCTAILIBI IPOMBIBAIOT BOAOH U
mony4aroT 1.70 T (72%) coeguuenus 7, T. . 120-121 °C. Cuextp SAMP IH, 0, M. 1.
2.27 (3H, ¢, CH3); 3.37 (2H, ¢, CH,); 6.85-7.71 (5H, m, H Ar + CH); 11.10 (2H, ym. c,
NH,).

2-(7-I'uapoxcu-7-meTnii-2,3,4,7-rerparuapo-1,4-okcazenuu-5-uia)-3-(2-ruapok-
cupenna)mponen-2-opasi kuciaora (8). A. K pacreopy 1 r (4.3 MMonb) TpHOKCO-
coemunenus 1 B 30 mut 2-npomnanosia, gobasnsor 0.66 r (10.8 MMoib) 3TaHOTaMHUHA,
HarpeBaloT 18 4, ymapuBaroT pacTBOpUTENb, AoOaBiaor 50 M Boxbl. BrinmaBmive
KPHCTAJUTBl  OT(MIIBTPOBBIBAIOT, NPOMBIBAIOT Bomod u momydaror 0.95 1 (75%)
coenunenus 8, 1. 1. 188-189 °C. Cnekrp SAMP 1H, o, M. 1.: 1.38-2.64 (4H, m, CH,);
2.27 (3H, ¢, CH3); 6.25 (1H, ¢, CH); 6.35-7.71 (SH, M, H Ar + CH); 11.78-11.84 (2H, ym.
¢, OH).

b. Ilo meroauke, aHAJIOTMYHOW IIOJIYYEHHUIO COEIUHEHMs 7, C HCIOJIb30BAHUEM
0.66 T (1.08 MMONIb) STaHONMAMUHA M 3 MJ 2-TIpOIIAHOJIA B KayecTBE PAaCTBOPUTEIIS.
Bpemst MmuxpoBosmHOBOTO Bo3neicTBHsS 21 MuH. OOpa3ylomyrocs peakIMOHHYI0 Maccy
3aJMBAIOT BOJOH. BhImaBmme KpHCTAILIBI OTQIIBTPOBBIBAIOT, MIPOMBIBAIOT BOJOU H
noyyatoT 1.01 1 (80%) coennnenus 8.
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