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BiaumoneiictBue 1-(umknorekceH-1-uia)nupponuanHoB ¢ 3-(o-xmopOensun)xuHokcannH-2(1H)-oHamu 3aBepliuaercss oOpa3oBaHHEM
8,9,10,11-terparuapounnono| 1,2-a]xuHokcanuH-6(5H)-0HOB depe3 TaHICMHYIO MOCIICAOBATEIbHOCTh PEAKIUN aJKHIHPOBAHUS IO
CTopKy ¥ BHYTPHMOJIEKYIAPHOTO aHHETHPOBaHHA. OKHUCIUTENHHBIM JCTHAPUPOBAHAEM MOTydeH HHAOMIO| 1,2-a |xuHoKcanuH-6(5H)-0H.

KuroueBnie ciaoBa: 8,9,10,11-rerparnapounnnonol1,2-a]xunokcanun-6(5H)-onsl, 3-(0-xmopoenswn)xuHokcaanH-2(1 H)-onbl, 1-(1ukio-
reKceH- | -ii1)muppoTuAnHEL, peakiust CTopka, TeTparuIpOUHA0INO0[ a|aHHEMMPOBaHNE, PEHTTEHOCTPYKTYPHBIA aHaH3.

XWHOKCATMHEI SBIAIOTCS BaKHBIM KJIACCOM a30TCOMAEp-
JKaIIIX reTepouMKJIOB,' KOTOpBIE O0O0NamaroT IIUPOKUM
CIICKTPOM OHOJIOTUYECKON AKTUBHOCTH W BEBICTYHAIOT B
KadecTBe HpOTI/IBoorlyxoneBLIxza u anTuBUY” arenros,
AQHTarOHUCTOB PEIETITOPOB IFOKaroHa’™ u anrnorensuHa.’
OHH TaKXKe HCTIONB3YIOTCS B KQUeCTBE MATPHIIBI TS CHHTE3a
I'AMK, OeH3011a3eMMHOB, arOHUCTOB HWJIM aHTarOHHCTOB
peuerlTopOB3 U ISl IPYTUX TepaneBTHYECKUX nerneit* Llen-
HYI0 OHMOJIOTHYECKYI0 aKTUBHOCTH TIOKa3bIBAIOT KOHICHCH-
POBaHHBIE MPOU3BOIHBIE XWHOKCAJIMHOB, TAKUE KaK MUPPOJIO-
[1,2-a]xuHOKCATHHBL, ' TpI/Ia30J'IO[4,3—a]XI/IHOKcaHI/IHH7’8 U
I/IMI/I}Ia30[l,S-a]XI/IHOKcaJII/IHLI.7"9 B npopomxenne Hammx
HCCIIe0BaHMi,” Y HaTpaBJICHHBIX Ha pa3pab0TKy METOJIOB
CHHTE3a W TIOMCKa HOBBIX OMOAKTUBHBIX MOJIEKYJ, B HACTOS-
miei paboTe MBI TOCTABIIIH 1I€TTh CHHTE3UPOBATH MTOJHUIIHK-
JIMYEeCKUE KOHIEHCUPOBaHHbIE MPOU3BOAHBIE 5,0-TUTHAPO-
uHA0IIO[ 1,2-a]XMHOKCANMHOB, TaK KaK WHIOJBHEIN (par-
MEHT — 3HaYUMBbIA CTPYKTYpPHBIM KOMIIOHEHT, BXOSIIUNA B
COCTaB Pa3IMYHbIX AIKaIIOnI0B [IAPOKOTO CIIEKTpa OHOJO-
THYECKOW aKTUBHOCTH (npOTI/IBOBprCHoﬁ,” MIPOTHUBOOITYXO-
neBoit,'> aHTUMUKPOGHOIA, * mpoTHBOBOCTAHTENBHOI).

© 2017 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

560

Mertoas! cuHTe3a HHAOMO[ 1,2-a]|XHHOKCATHHOB B OCHOB-
HOM GasMpYIOTCSl Ha MPOM3BOAHBIX MHIONOB. > Cpemm
HUX TJIaBHOE MECTO 3aHUMAIOT 1-(2-aMUHO(EHWIT)MHIO0IB,
KOTOpBIE, pearupysi ¢ pa3iMdHbIMU MTOCTABIIMKAMU aTOMa
yriepoa, TAKHMH Kak aibaeruibl, ~ keronsl, ! ankensr,'®
aNKHHBL'® °'  JAIOT pasliMuHble INPOM3BOIHBIE HHJOJIO-
[1,2-a]xuHOKCanuHOB. BTOpoe MecTo 3aHMMAaIOT METOHI,
Gasmpyromecs Ha pPEaKIUHd IPOU3BOIHBIX HHJOJIOB,
COJIEpKAIIMX B MOJNIOKEHUH 2 KapOOKCUIbHYIO,” aTKOKCH-
KapOOHMIbHYIO, aMUIHYIO,”" U albJETMAHYI™ TPYIIIbI,
IPH 3TOM 3aMbIKaHWE THMPA3HHOBOTO ITUKJIA XWHOKCAJIH-
HOBOH CHCTEMBI MOXET NPOHCXOAWTH JHOO B OIHY
CTaJII/I}O,23C’24 6o B nBe (CHavanma ¢ oOpa3oBaHWEM CBSI3U
N(5)-C(6) ¢ mocneayromuM 3aMbIKaHHEM ITUKIIa ¢ 00pa3o-
BarneM sz N(12)—C(6a)* nin cHauana ¢ 06pa3oBaHHEM
cBsa3u N(12)-C(12a) ¢ mocneayomuM 3aMbIKaHHEM KA
¢ obpazoBanmem cszu N(5)-C(6)).2*** Tperse mecto
3aHAMAIOT METOMBI, Oa3UPYIOIINECcs Ha BHYTPUMOJICKYIAP-
HOM BOCCTAHOBHUTEJILHOM 3aMBIKAHWH TIPOW3BOAHBIX 1-(2-HUTpO-
¢denun)-1H-uanona, comepKamux —aJKOKCHKapOOHMIIb-
Hyl0°® WM aleTHICHOBYIO® rpyrmty. Hakomer, uerBEpTHIit
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METO]] OCHOBBIBACTCSl HA PEAKIMH BHYTPUMOIEKYIIAPHOTO 3aMbI-
KaHWS 0] ICHCTBHEM arleTata aMMOHUS KeTalel, oOpasyro-
IIMXCS TIPY B3aUMOJICHCTBIN AUMETHIIKETANICH 0-OpOMITHKIO-
TeKCaHOHA C TIPOU3BOAHBIMH 2-6en30m-3-MeTruHIona. >

KpoMe »THX MeETOIOB HMMeeTcs BCEro OIWUH METO[
cuHTe3a HWHAOJO[1,2-a|XMHOKCATMHOB, KOTOPHIA COCTOHT
n3 OOJydeHHs PTYTHOH JaMIoOWd BBICOKOTO IaBICHHS
TIPOU3BOMHBIX 2-O0CH30MIXWHOKCAJIHHOB B TPUCYTCTBUH
TPU(TOPYKCYCHOM KHCTOTHL. >

Takum oOpa3om, wMmeromel cuHTe3a uHIONO[1,2-a]-
XMHOKCAJIMHOB, 0a3upPYIOIIHECs Ha 3aMEIICHHBIX WHIOJNAX,
B TIEPBYIO oOuepenb TPeOYIOT HaIM4YUs IPOU3BOIHBIX
WHJIOJIOB, KOTOPHIC IONYYal0T B PE3YNIbTaTe TPYIOEMKHUX
MHOTOCTaJMNUHBIX MpoLeccOoB. MeTon, OCHOBaHHBIA Ha
HCTIOJIB30BaHUH POM3BOIHBIX XHHOKCAJIMHOB, pa3paboTaH
TOJIBKO JJISI UX OCH3OMIMPOM3BOIHBIX M €r0 HEBO3MOXKHO
pacIpoCTpaHUTh Ha IPYTHE MPOU3BOAHBIC XHHOKCAIIMHOB.

B mpomecce TpOBENCHHBIX HAaMH HCCICIOBAHUN II0
CHHTE3Y ¥ WCIIONB30BAHUIO a30THCTHIX TeTEPOLUKIHYC-
cknx coemunenui,” %! B TOM uMCIE XMHOKCATMHOB M
WX KOHICHCHPOBAaHHBIX aHAJOTOB, OBLIO ITOKA3aHO, YTO
TIPOU3BOHBIC XHHOKCAJIMHOHOB, COJICpIKAIIHe B TMOJOXKE-
HUM 3 3aMECTUTEIH C AIEKTPOQMIFHBIMA PEaKIIMOHHBIMH
LEHTPaMH, CIOCOOHBI K peakUusM aHHEIHPOBAaHHUI C
00pa3oBaHUEM, B 3aBHCUMOCTH OT IPUPOJIBI 3aMECTHTEIS,
nuppoio[1,2-al-, mvunaso[1,5-a]-’ wim tmasono[3,4-al-
XUHOKCaNMHOB.”  Cienyst 3TOW JIOTMKE, B HACTOSILIEH
paboTe MBI TOCTaBWIM CBOCH LENBIO CHHTE3 TETParuapo-
uHpono[1,2-alxunokcanmmaoB I Ha ocHoBe 3-[(apmn)-
(2-okconukiorekcu)MeTHI |XuHOKcanuH-2(1 H)-onoB 11
(cxema 1), momarasi, 9TO B YCIIOBHSIX PEAKI[H BO3MOXHO
AHHEJMPOBAaHUE TETPATHIPOWHIOIHHOTO LUKIA B PE3YIlb-
TaTe BHYTPUMOJICKYIIPHON HYKICO(DMIBHOW aTaku aroma
N-4 Ha atoMm yriiepoaa KapOOHHIHHOH TPYIIIIEL.

Jnis MOCTHKEHUS TOCTABICHHON MEIH MBI HCIOIB30-
BaJHM [OCTYIHBIE HAM IIPOHM3BOIHEIC 3-(0-XJIOpOSH3MI)-
xunokcanns-2(1 H)-oroB 1a—h,*! KOTOpBIE, B 3aBUCUMOCTHU
OT YCIIOBHH HCCIIEIOBaHUS, pEarupyroT WIH KaK o-3aMe-
IICHHBIE OCH3WIXJIOPHIBI, WIIH KaK TeTePOaHaIOTH -XJIOp-
KETOHOB — (-XJIODUMHHBL. I3BECTHO YCHENTHOE HCIOIb-
30BaHME pEaKUUN AIKIIUPOBAHUS CHAMHUHOB TAKHMH
ANMeKTpopMIaMy, Kak OCH3WITaNOTeHHUIBl, 4YTO Mpea-
CTaBIISIETCS YAOOHBIM METOJIOM ISl CHHTE3a aJIKIIIKETOHOB

Cxema 1

Kocit

no Cropky.*? Hcronp30BaHue B 3TOH PEAKIMH O-XJIOp-
KETOHOB  II03BOJISICT ~ CHHTE3MPOBaTh |, 4-IMKETOHBL,
a HCHoJib30BaHue 3-0-(XiopOeH3mn)xuHokcanuH-2(1H)-
oHOB la-h B KauecTBe AaNKWIMPYIOIIMX PEareHTOB HU
1-(tmKorekces-1-ui)-nmupponuauHos 2a,b B KauecTse
AITKWINPYEMBIX MOXKET MPHBECTH K HOBBIM HPOU3BOJHBIM
xuHokcanuH-2(1H)-onoB — 3-[(apmi)(2-0KCOLUKIOT€KCHT)
MeTui|xuHokcanuH-2(1H)-oraM 5 uepe3 COOTBETCTBYIO-
Iiee MMMOHHEBbIE TPOU3BOIHEIE 4 (cxeMma 2, Tabm. 1).

Cxema 2
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Ta6auna 1. YcnoBus cunTesa, BBIXOH! U T. 1. 8,9,10,11-teTtparuapounnono[1,2-a]xunokcanuu-6(5H)-onos 3a—i

XWHOKCaITMHOH Enamun IpoxykT R R? R® R* Beixon*, % T. m1., °C
la 2a 3a Ph H H H 71 (45) 325-326
1b 2a 3b 4-O,NC¢H, H H H 82 (42) 318-322
1c 2a 3¢ 4-CIC¢Hy4 H H H 64 (42) 331-333
1d 2a 3d 4-BrC¢H, H H H 59 (19) 312-315
le 2a 3e Ph Me Me H 80 (57) >350
1f 2a 3f Ph Me H H 65 (35) 340-342
1g 2a 3g Ph H, CO,H** H 52 (24) >350
la 2b 3h Ph H H t-Bu 67 (26) 328-332
1h 2a 3i Hex H H H 54 (12)*** 208-210

* OGI].U/lﬁ BBIXO/] (B CKOOKax YKa3aH BbIXOJ aHAJIUTUICCKHU YHUCTOTO 06pa3ua, BBITIABIIEIO B XOJ1€ peakuml).

** CMech H30MEpOB.
*¥% Jlns peakuuu, npoeaeHHOM B MeCN.
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OpHako TIpoOBeINeHHE peakuu 3-(0o-XJIOpOSH3WIT)XIH-
okcanuH-2(1H)-ona (1a) ¢ 1-(unkiIorexceH- | -um)muppou-
JWHOM (2a) B Pa3IMYHBIX OTHOCUTEIHHO MATKHX yCIOBHAX
(B AMokcaHe TpM KOMHATHOH TemIieparype B TeueHne 12 g
u npu 70 °C B teuenue 3 4, B IM®PA npu KOMHAaTHOU
Temnepatype B TeueHue 12 1 u mpu 70 °C B Teyenue 3 4, B
KHIDIIEM AaleTOHUTPWIE B TEUCHHWE 3 U) TPHUBENO, II0
naHHbIM criekTpoB SIMP 'H, k cMecu mpoaykTos 4a u 3a B
Pa3IMYHBIX COOTHOIICHMAX. Kak mpaBmiio, Impyu IOBBIIICH-
HBIX TEMIIepaTypax B OCHOBHOM 00pa3yercsi MPOIyKT
BHYTPUMOJICKYJSIDHOH KOHAEHCAIMH 3 W3 NPOMEXYTOd-
HOTO COCOWHCHMS 4, XOTS MOCIEAHUH TOXXE OCTAcTCs B
cMmecu. B mons3y 00pa3zoBaHus MPOMEXYTOUHOTO COCTUHE-
HUSL 4 CBHIETENBCTBYIOT HAJIWYHE B CIIEKTPaxX PEakIMOH-
HOHM cMecH, MOITY4YeHHOM NOCiE yIapuBaHUS pacTBOPUTE-
Jed, Hapsgy C JAPYTMMH CUTHaJaMHd 4YETKHX ayOneToB
(/= 11.0 T'm), mybmet ayomeroB mybmero (J = 11.0, 6.0 u
3.2 I'm) u myGmer ay6netoB (J = 6.1 u 6.8 ') mpu 4.66,
3.65 m 3.24 M. 1., COOTBETCTBYIOIIUX O0-OCH3WIHLHOMY
MIPOTOHY W NMPOTOHAM B MOJOXKEHHUAX 1 M 5 IUKIOTeKCHITN-
JICHOBOTO ITUKJIA.

JumarHocTudeckuM mpu3HAKoM obOpaszoBanus §,9,10,11-
TeTparuaponHaomno[ 1,2-a|xunokcanud-6(5H)-onoe  3a-h
ABIIAETCS B MIEPBYIO odepenb Hanuune B crektpe SIMP 'H
XapakKTEepHOTro JUIs MOAOOHBIX cucTeM® = ' myGnerHoro
curHana nporora H-1 (J = 8.3 I'm) mpu 8.01 M. 1. Hapsmy
C CHTHaJaMH JIpYTHUX MPOTOHOB apOMAaTHYECKHUX IIMKIIOB,
JIBYX MYJBTUIUIETHBIX CUTHajoB mpu 1.69-1.72 u 1.90—
1.93 M. 1. u aByX my0ner myOneTHBIX curHanoB (J =~ 6 I'm)
npu 2.47 u 3.24 M. . IPOTOHOB LIMKJIOT€KCEHOBOr'0 LIUKJIA
(raHHBIC TIpEBEAEHBI JUI1 coenuHEHHs 3a). [pyrum
XapaKTepHBIM CHUTHAJIOM SIBISIETCSI HAJIWYHE YHIMPEHHOTO
CHHIJICTHOTO CUT'HAJIa aMHUTHOTO NTPOTOHA 1pH ~11 M. 1.

CpaBuuTenbHBIH anamm3 crnektpo SIMP 'H coenmue-
HUi 3a,e-h 1O3BOJIIET MNPOBECTH MOJHOE OTHECEHUE
curHasuoB. Jlst Bcex 3TUX COCJUHEHHH CUTHAJIBI IPOTOHOB
(eHWIFHOHN TPYNIBI B MOJOXEHUH 7 TETPAarnApOWHIIOIO-
XMHOKCAJIMHOHOBOM CHCTEMBI, HE3aBUCHMO OT HaJIMYUs
WIN OTCYTCTBHSI 3aMECTUTENSI B IIMKJIOT€KCEHOBOM IIHKIIE
TETParuipOMHAOIBHOI CHCTEMBI WIIM B OEH30JIbHOM ITHKIIE
XMHOKCAJIMHOHOBOM CHCTEMBbI, PE3OHUPYIOT OTHAENIBHO OT
JPYrUX CUTHAJOB B 3aBHCHUMOCTH OT XapaKTepa 3aMecTH-
TeJiell B HEM, M MX MYJBTUIUIETHOCTH JIETKO HMHTEPIIpe-
TUpyeTCs (CM. SKCIIEPUMEHTAIBHYIO YacTh).

CpasHenue criektpoB IMP 'H coemmuenns 3a n 2-MeTni-
7-pennn-8,9,10,11-rerparuaponnnono[ 1,2-a]xuHOKCaNNH-
6(5H)-ona 3f, cTpykTypa KOTOpOrO YCTAQHOBJICHA PEHTIEHO-
CTPYKTYPHBIMH HCCJIEJOBaHUSIMM, a TakXKe CIIEKTPOB
coenuHeHus: 3f cO CIIEKTpOM OCHOBHOrO M30Mepa Kap0o-
HOBOM KHCIOTBl 3¢ IO3BOJISET OTHECTH BCE CHTHAJIBI
IIPOTOHOB OEH30JBHOIO IUKJIA XMHOKCAJINHOBOW CHCTEMBI.
Hanpumep, cinabononsHble TyOieTHBIE CHTHAJIBI IPOTOHA
H-1 B obmactm ~8.00 M. n. B cimy4yae coenuneHus 3f
pe3onupyroT npu 7.80 M. 1. B BUJE CHHIJIETHOTO CUTHANa
M3-32 HalW4Ms B TMOJOXEHUH 2 3JIEKTPOHOJOHOPHOU
METWIBHON TPYIIBI, OKAa3blBAIOIICH BIHMSIHUE KakK Ha
XMMHUUYECKHH CIBHT, TaK W Ha MYJBTHIUIETHOCTh CHUTHAala
coceqnero nporona H-1. Curnaner nporonos H-3 u H-4
coenuHeHus 3f pe3oHUPYIOT B BUAE 1yOJIETHBIX CUTHAJIOB C
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J=8.2wu8.1T'usobnactu 7.04 u 7.17 M. 1. B ciyuae xe
coenunenusi 3e mportonsl H-1 u H-4 2 3-numerun-
OEH30JILHOTO 1IMKJIa XWHOKCAIMHOBOM CHCTEMBI PE3OHUPYIOT
B BHJIE CUHIJICTHBIX CUTHAJIOB B o0iactu 7.77 n 7.04 M. 1.

Cpasrenne crektpo SIMP 'H coemmuenuii 3f u 3g
MO3BOJISIET OTHECTH CHUTHAJIBI IIPOTOHOB OCH30JBHOTO
IIUKJIa KaK OCHOBHOTO, TaK U MHHOPHOTO IpPOAYKTOB 3g C
KapOOKCHJIBHOM TPYNIION COOTBETCTBEHHO B IMOJOXKEHHSAX
3 u 2. Ilpotonst H-1, H-2 u H-4 ocHOBHOro mpomykra
pe3oHupyoT B Bume nybmera (J = 89 I'm), myGnera
nyoneroB (J = 8.9, 1.9 I'm) u ny6nera (J = 1.9 I'm) mpu
8.08, 7.69 u 7.88 M. 1. coorBeTcTBeHHO. [IpoToHE! xe H-1,
H-3 u H-4 MuHOpHOrO mHpoOAyKTa PE3OHUPYIOT B BUIE
VIIMPEHHBIX CHHIJIETHOTO M JBYX IYOJETHBIX CHI'HAJOB
(J/=28.7Tn) npu 8.60, 7.81 u ~7.35 M. A. COOTBETCTBEHHO
(nmocneaHMIt CUTHAN HAKJIaAbIBA€TCSI HA CUTHAJBI IPOTOHOB
(eHWILHOM IpyIIIbI).

3aMeHa apWIBHBIX TPYII B HCXOAHBIX XWHOKCAJIHMH-
2(1H)-oHax Ha TEKCHJbHYIO II03BOJIIET CHUHTE3HPOBATH
cootBercTByrommit  8,9,10,11-terparuapounnonol[1,2-al-
XMHOKCANUH-6(SH)-0H, HO C OTHOCHUTENBHO HHU3KHM
BbIxoJoM. Peaxnus 3-(1-xmoprentuin)xuHokcanus-2(1H)-
oHa (1h) ¢ 1-(mmxyorexces-1-um)nuppoauauHoM (2a) B
quokcaHe U JM®PA mnpu pasnuyHBIX TeMIEpaTypHBIX
YCIOBHUAX NPHUBOAMUT K CMECH MIPOIYKTOB, a B KHIIAIIEM
alleTOHUTPHWIE IPOTEKaeT ¢ O0Opa3oBaHUEM B OCHOBHOM
senaemoro npoaykra 3i (cxema 2, Tadu. 1).

Ob6pazoBanue 8,9,10,11-terparunpounnomnofl,2-a]xun-
okcanuH-6(SH)-onoB 3a—i oObBsCHsETCS HYKJICO(DHIBHOI
aTtakoii atoma N-4 Ha 351eKTpOoUIBHBII YIIepoHbIH aTOM
HMMOHHEBOH TPYNIBl MPOAYKTa AaJKWIMPOBAHUS TIO
Ctopky 4, CONMPOBOXMAIOIIEHCS 3aMBIKAHHUEM IHUPPOJIU-
HOBOTO IIMKJIA, YTO BEAET K MPOMEXKYTOYHOMY HPOAYKTY
A, KOTOpBIH B YCJIOBUSIX PEAKLUU 4Yepe3 MPOMEKYTOUHOE
coequHeHue B apomatusupyercs myTeM SIMMHUHUPOBAHUS
XJIOpHUia MUPPOIUANHUS (cxema 3).

Cxema 3

L,

w
+
Z+
7\
T

Hanmdme 1uKIOreKCeHOBOTO (parMeHTa B COCTaBe
8,9,10,11-terparumpounono| 1,2-a|xunokcanun-6(5H)-0HOB
3 mpeamnonaraeT CHHTE3 HX apOMATHYCCKHX aHAJIOTOB, YTO
Obu0 peanu3oBaHO Ha npumepe 7-¢penmn-8,9,10,11-
TeTparuapouHa0i0[ 1,2-a|xunokcanuu-6(5 H)-oHa (3a).
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Kumsiuenne mocnemHero ¢ XJIOPaHWIOM B KCHIONE B
teuenne 50 4 mpuBomuT K 7-¢eHmmMHIONO[1,2-a]xuH-
okcanuH-6(5H)-oHy (6) B pe3yibTaTe NPOTEKAHUS OKUCIH-
TENBHOTO JeTUAPUPOBaHUs (cxema 4).

Cxema 4

N / Ph N/ —Ph
@ Chloranll @
p-Xerne A,50h N e}
82% H
3a 6

Metogom PCA ycraHOBICHa W TpOaHAIH3HPOBAaHA
MOJIEKYJISIpHAsE M KPHUCTAJUIMYECKasi CTPYKTYpPBI COEIHHE-
Huii 3a,d—fh,i. Teomerpuueckas CTpykTypa MOJEKY]I B
M3yYeHHBIX KpucTautax coeauneHnit 3a,d—fh,i (puc. 1, Ha
npumepe coenmaeHus 3f) mpencraBmser coboit cuctemy
YeThlpeX KOHJCHCHPOBAHHBIX IMKIOB C TPAKTHYECKH
IUIOCKUM  13-4JICHHBIM  COMNPSDKCHHBIM  ()parMEeHTOM
(MakcUManbHOE OTKJIOHCHHE OT IDIOCKOCTH COCTaBJISET
0.157(9) A B coemmnennmn 3d). IIEKIOreKCEHOBBIIH
(parMeHT HaxOOHUTCs B KOH(pOpMANWHU "MOTyKpeco", mpu
KOTOpOil mepudepuiiHbIe  sp -rHOPHIN30BAHHBIE ATOMBI
C(9) u C(10) pacnonararoTcsi COOTBETCTBEHHO HAJ U IIOJ
TUTOCKOCTBIO COTPSKCHHOM CHCTEMBL.

MoTtuBB 00pa30BaHUs KPUCTAIUIMICCKON CTPYKTYPHI BO
BCEX W3YYEHHBIX 00pa3nax OIWHAKOBEL: IIOCPEICTBOM
Kjlaccuueckod BogoponHo cBsizu N-H:---O Monexyssl
M3YYEHHBIX COCIUHEHUI B KpUCTAUIaX 00pa3yIoT IEHTPO-
CUMMETPHYHBIE TUMEPHI (pUC. 2a, Ha IPUMEpEe COCTHMHEHUS
3e), KOTOpBIE B CBOIO OYepe/b YKIAIbIBAIOTCS B CTOIKH 3a
cuer - m- 1 CH:--m-B3aumopeiicTBuii. YKiaabBasCh B
olmiee OIMUCaHWE CTPYKTYPHI KaK CBS3aHHOH CHCTEMBI
CTOJIOIOB, COCTOSIINX M3 HEKUX aCCONMATOB, TEM HE MEHEee
OTIIMYHYIO KPUCTaJTHICCKYIO CTPYKTYPY nMeer
coequHeHHEe 3a, SBIAONICECS KPUCTAUIOCOIBBATOM C
JIMCO B cootHomenuu 1:1 (puc. 2b). 3a cuer Bomopon-
HeIX cBs3eit N—H---O ngaHHOe coemuHeHHE 0oOpa3yeT He
HEHTPOCHUMMETPHYHBIH JUMEp, a HEHTPOCHMMETPUIHBIH
TeTpamep, B KOTOPOM MOJIEKYJIbI TeTparupounoio| 1,2-al-

Pucynok 1. MonekynspHas cTpykTypa coeauHenus 3f B mpen-
CTaBJICHUU aTOMOB JJUIMIICOMJAMHU TEILIOBBIX Koyiebanuii ¢ 50%
BEPOSATHOCTHIO.

XxuHOKcanuH-6(5H)-oHa 3a cBsI3aHBI HE HEIOCPEICTBEHHO
JIpYT ¢ OpyroM, a uepe3 moJekyiasl JIMCO.

Jpyroe pasnuuue HaOmromaetcs Uit coeauHeHuid 3d u
3h (puc. 3), KOTOpbIE KPUCTAJUIU3YIOTCS C JIBYMSI HE3aBH-
CHUMBIMH MOJIEKYJIaMH B AJIEMEHTapHOU sAueiike. [Ipu atom
reoMeTpust MoJieKys1 A u B B 000MX cOeTMHEHUSX TPaKTH-
YeCKH OJMHAKOBA, 32 MCKIIOYCHHEM OYEHb HE3HAYHTENb-
HOTO OTKJIOHEHHs] OPOM(EHMIBHOTO 3aMECTUTEINS B MOJIe-
kyie coeauHenust 3d u pasBopoTa mpem-OyTUIBHBIX WU
(eHmIbHBIX 3amMecTuTeNelt Moniekyn A u B coenunenust 3h.

ITonpoOHBI aHaMM3 KOPOTKMX KOHTAaKTOB IIO3BOJIMI
00BSACHUTH KpUCTaJllIU3allu0 3TUX COGI[I/IHCHHIZ C JBYyMs
HE3aBHCUMBIMU MoJjiekynamu. Tak, B coeaunenuu 3d, B
COCTaB KOTOPOT'O BXOJUT aToM Opoma, peanusyercs ciaboe
HEKOBAJICHTHOE B3auMojencTBue Br---m (paccrostHue OT
aroma Br 1o nenTpouna nukna cocrasiseT 4.156(9) A, mo
miockoctd 1ukna — 3.640 A, yron C-Br-uenrtpoun co-
crasnseT 105.79°) ¢ ygactuem atoma 6poma MoJeKynsl B,
B TO BpeMs KaKk OKpYy)XeHHe aroMa OpoMa MOJIEKYJIbl A He
MO3BOJISIET €My BCTyNarh B Kakoe-JIM0Oo, Jake O4YeHb
cmaboe, B3ammopeicrtBue. Takum 00pa3oM, KpHCTaIIH-
3alusd  JaHHOI'0 COCIWMHCHHA C JBYMsS HCE3aBUCUMBIMU
MOJICKYJIaMH B 3JIEMEHTapHOW YacTH SA4eWKku 00ycCIOBJICHA
pa3nudIreM B OKPYXXEHHH aTOMOB OpoMa.

()]
PucyHnok 2. BonopoaHocBsi3aHHBIE acCOLMATHI B KpUCTaIax coequneHui (a) 3e, (b) 3a.
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b)

Pucynok 3. Paznuuns B TeOMETpHH JIBYX HE3aBUCHMBIX MOJICKYJ B KpHcTaluiax coenuHenuit (a) 3d u (b) 3h.

Pasznnuue B reometpun MoJiekyn A u B coenunenus 3h
TaKKe OOBSICHSACTCS peaju3aluell ciaadbIX HEeKOBaJICHTHBIX
B3aMMOJICHCTBUHN, paznuyHBIX 11 Mosekynl A u B. Tak,
pa3IuuHbIl Pa3BOpOT mpem-OyTHUIBHOW TPYNIBI 00BsC-
HsETCSl peanu3ainueil kopoTtkoro koHTakTa CH---m Mexay
MoJiekyiaMu A u B, oOpasyrommMcs ¢ ydactuem aroma
H(92F) mpem-6yTribHOM TpyNIbl MOJIEKYJIBI A W NATHWICH-
HBIM Te€TePOIUKIOM MOJeKybl B (pacctossaue H(92F)---Cg
coctaBsier 3.009 A, C(92A)---Cg — 3.668(7) A), H(92F)---moc-
kocth mukma — 2.89 A, yron C(92A)-H(92F)---Cg —
126.96°, Cg — ICHTPOUI IMKINYECKOro (hparMeHra).
AHAaJIOTUYHO Pa3IMYHBINA pa3BOPOT (PEHUIBHBIX 3aMECTHUTE-
neit oOycnoBien peanuszanueir CH---m B3auMopeicTBus
MEXJy 3TUMH 3aMeCcTUTENsIMH B Moyiekylax A u B, B
KOTOPOM YyYacTBYET apOMaTHYECKUH ITUKJI MOJIEKYJIBl A U
rpynna CH monekynsl B (pacctosiaue H(3A)---Cg cocras-
nsiet 2.818 A, C(3A)---Cg — 3.400(8) A), H(92F)---mockocTh
maxnia — 2.74 A, yron C(92A)-H(92F)---Cg — 121.74°). Tlapa-
METpPBI BOJOPOIHBIX CBsi3el, crekunr- u C—H---n-B3aumo-
JeHCTBUI B KpUCTAJUIaX U3yYEHHBIX COeIMHEHHN 060011e-
HbI B Tabmuiax S2—S4 (aiina conpoBoAUTEIbHOW UHPOP-
MaIiH.

Takum o6pa3oM, pa3paboTaH HOBBIH NPOCTOH OHO-
PEaKTOpHBIM MEeTOJ CHHTe3a TeTparuapouHoio[l,2-al-
XUHOKCANUH-6(5H)-0HOB M yCIIOBHSA MX apoMaTu3auuu. B
OCHOBE METOJA JIEKUT ABYCTAaJUIHBIN IIPOLIECC, BKIIIOUYAIO-
IMHA peaklnio alKWINPOBaHUs |-(IMKIOreKceH- | -mm)nup-
pormuauHOB  3-0-(xyopOeH3nin)xuHokcanuH-2(1H)-onamu
mo CTOpKy W TOClieayloliee aHHEeIUPOBaHUE TETParuapo-
HWHAOJIBHOTO THKIAa B IPOMEXKYTOUYHO OOpa3yrOIIuXCs
XJIOpHJaxX 1-{2-[apmun(3-0kco-3,4-TUruAPOXMHOKCATNH-
2-AIT)METHJ |IIUKJIOT€KCHITUEHO } TUPPOTUANHUSA,  COIPO-
BOXKJAromeecs: BBIOPOCOM XJopuaa mnuppoiuauHus. Ha
MIpUMEpPE OTHOTO M3 MPOU3BOIHBIX TEeTparuapouHonol1,2-al-
XUHOKCANMH-6(5H)-0Ha TOKa3aHa BO3MOJKHOCTh CHHTE3a
7-apumHnono[ 1,2-a]xuHokcanuH-6(5 H)-0HOB. AHAIN3 MoJie-
KYJIAPHOH M KPUCTAUTHYECKOW CTPYKTYpP HCCIICIOBAaHHBIX
COCIMHEHUI TOKa3al, 9YTO 3aMECTHTENH HE OKa3bIBAIOT
CYIIECTBEHHOTO BIUSHHUS Ha KOH(OPMAIMIO MOJEKYT B
KpUCTaUIe W KPUCTAJUIMYECKYIO YHakoBKY. OCHOBHBIMHU
(akTOpaMH, ONIPEaENAIOIINMHU CTPYKTYPY, ABISIOTCS HAJIH-
Ype IIEHTPOB BOJOPOJTHOTO CBS3BIBAHUS M OOJIBIIOTO
IJIOCKOTO (hparMeHTa.
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BKCHepHMeHTaJH)Haﬂ HacTb

UK crextpel B o6nactu 4000-400 cv ' 3anmcaHsl Ha
cnekrpomerpe Tensor-27 (Bruker) c¢ onTuyeckum pas-
pemenneM 4 cM ' 1 HakomenueM 64 ckana. OGpasib s
peructparuu UK criekTpoB U3roTOBIICHBI B BUJIE TaOJIETOK
¢ KBr. Crextpsl IMP 'H 3aperucTpupoBaHEI Ha CIIEKTPO-
MeTpe Bruker DRX-400 (400 MTI'tr), DRX-500 (500 MI'1x)
umn DRX-600 (600 MI'm), a cmekrpst SIMP °C — ma
cnekrpomerpe Bruker DRX-600 (150 MI'm) B JIMCO-dg,
BHYTPEHHUI CTaHIapT — CHUTHAN pacTBopureis (2.5 M. A.
s sgep 'H, 39.5 m. x. mst smep °C). Macc-CrieKTpsI
MAJIIN 3amucanbl Ha Macc-cektpomerpe Bruker
Daltonik UltraFlex III TOF/TOF. Macc-cieKTpbl BbICO-
KOT'O pa3pelieHus 3alucanbl B pexuMe pediiekTpona (pas-
pemienne 10000) ¢ dhuxkcupoBaHHEeM TOJOXKUTENBHO 3apsi-
XKCHHBIX HOHOB ¥ HCIOJB30BAaHHEM METAIJIMYECKON
mumierd. JlanHpie 0OpaboTaHbl ¢ MOMOIIBIO MPOTPAMMBI
FlexAnalysis 3.0 (Bruker Daltonik GmbH, Bremen, Germany).
B kagecTBe MaTpuIBl HCHOJB30BaHAa 2,5-AUTHIPOKCH-
OeH3oifHas kuciaoTa JnUOO napa-HUTpoaHWIMH. [lns
MOJIy4eHUSI MAacC-CIEeKTPOB C TOYHBIM 3HAYCHHEM Macc
UCTIONB30BaHa CMeCh, cocrosimas u3 obpasua B JJMDA
(5 mr/mn) u penepuoro Bemiectsa I19I'-400 (1 mr/mu) B
MeCN B cooTHomeHMH 1:5 ¢ MOCJIEIOBAaTEIBEHBIM
HaHeceHHeM M ymapuBaHueMm 0.5 MKJI pacTBopa MaTpHIIBI
(10 mr/m1) B MeCN wu 0.5 Mkt cmecu. B psie ciydaes st
YIy4IIeHUs  BBIXOJA  IIOJIOKMTENBHO  3apshKEHHBIX
KaTHOHM3UPOBAaHHBIX  Mojekyn  goOaBmsercs  CsCL
VkazaHHas KoMmo3WIus oOecrieunBaeT abCONIOTHYIO
omubKy ompeaenenus macc He Oomee 0.0030 a. e. M.
Temmepartypsl IUIaBICHHS ONPEAETICHB HA  CTOJHKE
Boetius. Bce pacTBOpuTENnH Tmepen HCIOJb30BaHUEM
OYMIIIEHBI COTJIACHO M3BECTHBIM METOAMUKAM.

Monyyenue coeauneHuii 3a—i (oOmas MeToqUKA).
DKBUMOJIIpHBIE KoJu4ecTBa XuHOKcannH-2(1H)-ona 1a—h
n 1-(1-mIppoNMaNHO))IMKIOTeKCeHa KHIATAT B KOIOe ¢
0o0paTHBIM XOJIOAMILHUKOM B 5—10 MJT IMOKcaHa B Tede-
Hue 6-10 4 70 3aBepiieHUs] peakiuu (KOHTPOJIb METOJA0M
TCX, amoent CH,Cl,—AcOEt, 1:2). Ocanok, o0pasyio-
muiics B XOJe Peakiyd U JOMOJHUTEIBHO NPU CTOSHUH
PEaKkLMOHHOM CMECH IIpU KOMHATHOM TeMIeparype,
OT(UIFTPOBEIBAIOT W IIONYYAIOT AHAIUTHYECKH YHCTHIC
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oOpasusl coequuHennii 3a—i. OunbTpar ynapusaioT, ocTa-
TOK IMpPOMBIBAIOT Bomoil (2 % 5-10 Mi), 3KCTparupyrmoT
xanopodopmom (3 x 10 mi), cymwar, ymnapuBaroT, Iepe-
KPHUCTaJUTM30BBIBAIOT M3 YKCYCHOW KHCIOTBHI, IOJYYaroT
JOIIOJIHUTENFHYI0 — TOPLHMI0O  aHAJUTHYECKH  YHCTOTO
coeauHenus 3 (tabm. 1). B ciaydae cuntesa coequnenus 3i
BMECTO JIMOKCaHa B KaueCTBE PACTBOPUTENS HCIIOJIb3YIOT
AIlETOHUTPUIL
7-®enn1-8,9,10,11-rerparuaponnnono|1,2-a] xuHoKkcaMH-
6(5H)-on (3a) momywyaror u3 1.00 r (3.69 wmmoib)
3-(a-xmopOen3mn)xunokcanuu-2(1H)-ona (la) u 0.55 r
(3.69 wmmonp) 1-(1-nupponuauHO)IMKIOreKceHa (2a).
Beixon 0.83 r (71%), Genble kpuctayusl, T. wi. 325-326 °C
(AcOH). UK cnektp, Vv, cM : 3439, 3108, 3028, 2931,
2853, 1647, 1611, 1514, 1483, 1439, 1394, 1328, 1215,
1120, 1072, 874, 803, 739, 726, 696, 666, 631, 569.
Crextp SIMP 'H (400 MI'), 5, m. a. (J, T'm): 1.69-1.72
(2H, m) m 1.90-1.93 (2H, ™M, 9,10-CH,); 2.47 (2H, &. &,
J=62,J=60)u324 CH, a0 n, J =62, J = 6.0,
8,11-CH,); 7.14 (1H, n. n. 0, J=7.9,J="1.17,J = 1.6, H-2);
723 (1H, o. n. 1, J=7.7,J =74, J = 1.0, H-3); 7.28-7.30
(2H, m, H-4, H-4 Ph); 7.35 2H, n. o, J = 7.7, J = 7.3,
H-3,5 Ph); 7.39 2H, a. n, J = 8.5, J = 1.9, H-2,6 Ph); 8.01
(1H, ym. n, J = 8.3, H-1); 10.95 (1H, ¢, NH). Haiineno, m/z:
447.0431 [M+Cs]". C,H;sCsN,O. Brruncneso, m/z:
447.0468.
7-(4-Hutpodenun)-8,9,10,11-teTparuaponnmoao-
[1,2-a]xunokcanun-6(SH)-on (3b) mnonyyaror u3 1.00 T
(3.16 mmonap)  3-(4-HUTPO-0-XJIOPOEH3UIT) X UHOKCATIHH-
2(1H)-ona (1b) u 0.47 r (3.16 mMouns) 1-(1-nupponuauHo)-
nukinorekceHa (2a). Bexox 0.93 1 (82%), 30motucro-
KOpHYHEBbIe KpucTayuibl, T. mi. 318322 °C (AcOH).
UK crektp, v, cM™: 3434, 3176, 2935, 2854, 1654, 1615,
1597, 1515, 1481, 1438, 1392, 1344, 1328, 1205, 1107,
855, 745, 698, 576. Cnextp SIMP 'H (600 MI'm), 3, M. 1.
(/, T'm): 1.70-1.71 (2H, m) u 1.89-1.90 (2H, M, 9,10-CH,);
248 2H, n. o, J=5.5,J="7.1)n 320 2H, n. o, J = 5.6,
J=26.2,8,11-CHy); 7.14 (1H, o. o, J = 7.1, J = 7.4, H-2);
725 (1H, on. n, J=74,J =174, H-3); 7.31 (1H, x, J = 8.0,
H-4); 7.66 2H, n, J = 8.8, H-3",5' Ar); 7.99 (1H, 1, J = 8.4,
H-1); 8.18 (2H, n, J = 8.8, H-2',6' Ar); 11.14 (1H, c, NH).
Cnexrp SIMP C (150 ', IMCO-dg), 8, m. 1.: 21.8; 22.3;
23.0;26.3; 116.2; 116.4; 118.1; 122.0; 122.1; 122.4; 123.8;
124.1; 125.0; 128.9; 130.3; 131.8; 141.5; 145.6; 154.6.
Haiineno, m/z: 360.1386 [M+H]". C,HsN;O;. Brrumc-
neHo, m/z: 360.1343.
7-(4-Xnoppennin)-8,9,10,11-rerparugpounosno|1,2-a]-
xuHokcaauH-6(SH)-on (3¢) nomygator u3 1.00 r (3.27 MMoJIb)
3-(0o,4-muxnopoensun)xuHokcanuH-2(1H)-ona (1¢) u 0.50 r
(3.27 wmmomp)  1-(l-mupponuanHO)IUKIOTeKceHa (2a).
Bexon 0.73 1 (64%), 6exeBble KpucTawibl, T. 1. 331-333 °C
(AcOH). UK crektp, v, c™M : 3170, 3107, 3026, 2976,
2943, 2855, 1645, 1614, 1515, 1478, 1439, 1391, 1327,
1268, 1216, 1146, 1091, 1016, 998, 867, 839, 792, 734,
711, 666, 576, 539. Cnextp SIMP 'H (400 MI'), 3, M. 1.
(/, T'm): 1.70-1.72 (2H, m) u 1.89-1.91 (2H, ™, 9,10-CH,);
246 CH, n. n, J =58, J=59) n 323 2H, 1, J = 5.8,
J=154,8,11-CHy); 7.14 (1H, o. o, J = 8.1, J = 7.2, H-2);
724 (1H, . n, J =73, J =178, H-3); 7.29 (1H, n. &,
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J=8.2,J=1.6, H-4); 7.38-7.41 (4H, m, H Ar); 8.00 (1H, n,
J =84, H-1); 11.00 (1H, ¢, NH). Haiineno, m/z: 481.0071
[M+Cs]". C5;H;7CICsN,O. Beruucneno, m/z: 481.0078.
7-(4-Bpomdennn)-8,9,10,11-rerparmapounnono|1,2-al-
XxuHOKCAIUH-6(SH)-on (3d) momyuator w3 1.00 r
(2.53 mmomb) 3-(4-OpoM-o-x10pOeH3mI)XuHOKcaTHH-2( 1 H)-
ona (1d) n 0.38 r (2.53 mmonb) 1-(1-MUPPOITUIMHO)ITUKIIO-
rekceHa (2a). Beixom 0.66 r (59%), cBeTyio-OekeBbIC
KpHCTaIUEL, T. . 312-315 °C (JIMCO). MK crektp, v, cM ':
3437, 3028, 2924, 2857, 1651, 1615, 1511, 1479, 1440,
1397, 1329, 1071, 1013, 997, 836, 750, 667, 574. Cnekrp
SMP 'H (400 MTn), 8, m. a. (J, Tw): 1.72-1.73 (2H, M) u
1.91-1.92 (2H, ™, 9,10-CH,); 2.47 2H, n. o, J = 5.8,
J=6.1)n3252H, n. n,J=6.1,J=5.1, §11-CH,); 7.16
H, n. 1. 1, J=179,J="177,J=1.7,H-2); 7.25 (2H, n. n.
n,J=179,J=12,J=10,H-3); 7.30 2H, n. n, J = 8.0,
J=1.7,H-4); 7.35 2H, n, J = 8.5, H-3",5' Ar); 7.54 (2H, n,
J=28.5, H-2',6' Ar); 8.02 (1H, n, J = 8.4, H-1); 11.02 (1H,
¢, NH). Haiineno, m/z: 526.9538 [M+Cs]". CyH,7BrCsN-O.
Brruucaeno, m/z: 526.9553.
2,3-Inmeruii-7-penni-8,9,10,11-rerparugponnnoio-
[1,2-a]xunokcanun-6(SH)-on (3e) momyuator u3 1.00 t
(3.34 mmoutp) 6,7-mumMeTrI-3-(0-XJTOPOCH3M ) X HHOKCATHH-
2(1H)-oHa (1e) u 0.50 r (3.34 mmoup) 1-(1-nupponaunuHo)-
nukiorekcena (2a). Beixox 0.92 r (80%), cBeTio-kpemo-
Bble KpucTauibl, T. Wi. > 350 °C (AcOH). UK cnektp,
v, oM 1 3440, 3166, 3045, 2955, 2934, 2843, 1650, 1605,
1517, 1479, 1446, 1410, 1384, 1370, 1332, 1277, 1213,
1022, 880, 807, 768, 638, 590, 503. Cnextp SIMP 'H
(400 MI'm), 9, M. 1.: 1.69-1.71 (2H, m) u 1.91-1.93 (2H, M,
9,10-CH,); 2.22 (3H, ¢, CH3); 2.29 (3H, ¢, CH3); 2.45-2.47
(2H, m) n 3.24-3.26 (2H, Mm, 8,11-CH,); 7.04 (1H, c, H-4);
7.26-7.36 (5H, m, H Ph); 7.77 (1H, ¢, H-1); 10.79 (1H, c,
NH). Haiineno, m/z: 475.0791 [M+Cs]". CyHxCsN,O.
Brruucaeno, m/z: 475.0781.
2-Metui-7-¢penni-8,9,10,11-rerparuapounoiof1,2-al-
xuHokcaaun-6(SH)-on (3f) nomyqaror uz 1.00 r (3.51 Mmob)
6-metni-3-(a-xnopbensun)xuHokcanuH-2(1H)-ona (1f) u
0.53 r (3.51 mmonp) 1-(1-mUPPOIMINHO)IUKIOTEKCEHA
(2a). Beixox 0.75 1 (65%), cBETIO-KOPUYHEBBIE KPUCTAJI-
ael, T. . 340-342 °C (AcOH). UK cnektp, v, em’': 3435,
3160, 3025, 2939, 2848, 1648, 1625, 1609, 1518, 1483,
1444, 1432, 1392, 1371, 1330, 1214, 1026, 874, 804, 749,
727, 696, 635, 569. Cnextp SIMP 'H (400 MI'n), 3, M. 1.
(/, Tm): 1.70-1.71 (2H, m) u 1.90-1.91 (2H, ™, 9,10-CH,);
2.37 (3H, ¢, CH3); 246 2H, 1. n, J=5.7,J=5.9) u 3.25
CH, o. 1, J =59, J=6.1, 8,11-CH,); 7.04 (1H, n, J = 8.2,
H-3); 7.17 (1H, n, J = 8.1, H-4); 7.27 (1H, n. 0, J = 6.8,
J = 6.8, H-4 Ph); 7.32-7.38 (4H, m, H-2,3,5,6 Ph); 7.80
(1H, ¢, H-1); 10.84 (1H, ¢, NH). Criekrp SIMP *C (150 MI'w),
0, m. m.: 20.2; 24.7; 28.0; 32.2; 42.0; 45.8; 54.1; 114.8;
126.7; 127.8; 128.3; 128.8; 129.1; 130.4; 131.1; 132.2;
138.6; 153.9; 162.5; 211.1. Haiineno, m/z: 461.0594
[M+Cs]". C2,H,,CsN,O. Beraucneno, m/z: 461.0625.
6-Oxco-7-¢pennii-5,6,8,9,10,11-rexcaruapouniosiof1,2-al-
XHHOKCAJIUH-2(3)-kapOoHoBas Kucjaora (3g) moaydaror
3 1.00 v (3.17 mmomp) 2-okco-3-(o-xmopOensmn)-1,2-
JTUTHAPOXUHOKCATNH-6(7)-KapOOHOBOH ~ KHCIOTHI  (CMech
m3omepoB) (1g) n 0.48 r (3.17 mmons) 1-(1-muppomuauHo)-
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uukiorekcena (2a). Beixon 0.59 r (52%, cmech u3omepoB),
KpUCTAJIbl MOJIOYHOTO 1BeTa, T. I > 350 °C (AcOH).
UK cnektp, v, cM 1 3222, 3055, 2935, 2853, 1695, 1689,
1655, 1621, 1519, 1482, 1385, 1330, 1296, 1234, 1215, 911,
806, 766, 698, 678, 589, 516. Cnextp SIMP 'H (400 MI'w),
S, M. a. (J, Tm): 1.71-1.73 (2H, m) u 1.92-1.94 (2H, wm,
9,10-CH,); 2.46-2.48 (2H, m) u 3.25-3.27 (2H, wm,
8,11-CHy); 7.29 (1H, n. n, J = 6.8, J = 6.7, H-4 Ph); 7.34—
7.41 (5H, m, H-2,3,5,6 Ph, H-4*); 7.69 (1H, 1. n, J = 8.8,
J=1.9, H-2); 7.81* (1H, x. n, J= 8.8, J= 1.7, H-3%*); 7.88
(1H, », J=1.9, H-4); 8.08 (1H, 1, J = 8.9, H-1); 8.60* (1H,
ym. ¢, H-1*); 11.12 (1H, ¢, NH). Haiineno, m/z: 359.1353
[M+H]". C2,HgN,05. Beraucneno, m/z: 359.1390.
9-Tpem-0yrun-7-¢penni-8,9,10,11-rerparngpounnoJio-
[1,2-a]xunokcanun-6(SH)-on (3h) nonyuaror u3z 1.00 r
(3.69 mmoub) 3-(a-xsopOensiun)xuHokcamH-2(1H)-oHa (1a) u
0.76 T (3.69 wmmomb) 1-(4-mpem-OyTUIIMKIOT€KCEHIIT)-
nunepuarta (2b). Bexon 0.92 r (67%), 6enbie KpUCTAILIBI,
T. 1. 328-332 °C (AcOH). MK crextp, v, cM : 3422,
3177, 3034, 2955, 2865, 1656, 1611, 1505, 1483, 1440,
1387, 1364, 1327, 1246, 1215, 1075, 926, 870, 820, 744,
729, 698, 666, 578, 554, 541. Cnextp SIMP 'H (400 MI'n), 8,
M. 1. (J, Tm): 0.90 (9H, ¢, (CHj);); 1.39-1.42 (2H, M) n
2.17-2.20 (1H, m, 9,10-CH,); 2.34-2.38 (2H, m) u 3.35-
3.39 (2H, m, 8,11-CHy); 7.14 (1H, 1. n. 1, J = 7.8, J = 7.8,
J=17,H-2); 7.23 (1H, n. n, J = 7.2, J="7.1, H-3); 7.27-
7.31 (2H, m, H-4, H-4 Ph); 7.37 QH, n. n, J=7.8, J="7.2,
H-3,5 Ph); 7.41 2H, n. », J = 8.1, J = 1.7, H-2,6 Ph);
7.99 (1H, n, J = 8.3, H-1); 10.94 (1H, ¢, NH). Haiineno, m/z:
371.2097 [M+H]+. C,5H»7N,0. Berumcneno, m/z: 371.2118.
7-T'ekcn-8,9,10,11-rerparuapoungono|l,2-a]xun-
okcanun-6(SH)-on (3i) nomyyatot u3 1.00 r (3.58 Mmoiip)
3-(1-xmoprentuin)xunokcanud-2(1H)-ona (1h) u 0.54 r
(3.58 wmmonb) 1-(1-mupponmuauHO)IUKIOTEKCeHa (2a).
Brixon 0.63 1 (54%), 6enbie kpuctamisl, T. 1. 208-210 °C
(IM®A—i-PrOH, 1:1). UK crektp, v, cM : 3443, 3168,
3025, 2953, 2922, 2852, 1643, 1613, 1505, 1441, 1399,
1378, 1329, 1245, 1176, 1111, 873, 738, 726, 716, 665,
614, 562, 549, 516. Cnextp IMP 'H (500 MI'm), &, m. 1.
(/, Tu): 0.83-0.87 (3H, m, CH3); 1.24-1.31 (6H, M, (CH,)
3); 1.48-1.52 (2H, m, CH,); 1.73-1.77 (2H, m) u 1.85-1.89
(2H, m, 9,10-CH,); 2.87 QH, a. 1, J=7.4,J=7.1) n 3.13—
3.16 (2H, m, 8,11-CH,); 7.07 (1H, n. n, J = 8.0, J = 7.3,
H-2); 7.16 (1H, n. 1, J = 7.6, J = 6.9, H-3); 7.23 (1H, n,
J=17.7,H-4); 7.88 (1H, n, J = 7.9, H-1); 10.78 (1H, ¢, NH).
Haiineno, m/z: 323.2155 [M+H]". C,;H,7N,O. Brruncineso,
m/z: 323.2118.
7-®enunnnnoo[l,2-a]xunokcannu-6(SH)-on 6).
Kursresat 1.00 1 (3.18 mmonb) 7-dennn-8,9,10,11-tetparumpo-
uHpono[1,2-alxuHokcanuu-6(5H)-ora (3a) m 3.12 T
(12.72 mmoup) xmopanmia B 30 MuI KCWJIOda B TEUYECHHUE
50 4. TTocne ynapuBaHus pacTBOPUTEIS OCAJOK OYHIIAIOT
KOJIOHOYHOHM Xpomartorpadueld Ha cuimkarene (Silicagel
100/160 p, smroent rexcaHn—AcOEt, 4:1—1:1, Ry 0.36).
Brexon 0.81 1 (82%), po30B0-0ekeBbIe KPUCTAIIIBI, T. I
312-314 °C. UK cnekrp, v, em 1 3395, 3180, 3030, 2979,
2923, 2859, 1663, 1615, 1601, 1560, 1506, 1493, 1449,

* CHrHaJI MEHOPHOTO H30Mepa.
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1438, 1405, 1371, 1327, 1242, 1179, 1074, 991, 927, 839,
803, 743, 699, 666, 631, 611, 566. Cnextp SIMP 'H
(400 MTI'm), 8, m. 1. (J, I'm): 7.29-7.33 (2H, M, H Ar); 7.36—
7.42 (3H, m, H Ar); 7.46-7.49 (2H, M, H Ar); 7.55-7.62
(3H, M, H Ar); 7.70 (1H, 1, J = 8.0, H Ar); 8.51-8.54 (1H,
M, H Ar); 8.59 (1H, n, J = 8.8, H Ar); 11.40 (1H, ¢, NH).
Haiinero, m/z: 443.0157 [M+Cs]". C,;H;4CsN,O. Brrauc-
neHo, m/z: 443.0155.

PeHTreHOCTPYKTYpHBIC HCCIeJOBAHHS KPHUCTAJIOB
npoBeseHbl Ha audpakTtomerpax Bruker SMART Apex II
(coemuuenus 3a,e,f) u Bruker KAPPA Apex (coexnnHeHus
3d,h,i); usnyuenue p(MoKa) 0.71073 A. CrpykTypa pac-
muppoBaHa MPSMBIM METOJIOM I10 IIPOrpamMme SHELXS.**
ITonoxeHus HEBOAOPOAHBIX ATOMOB YTOUHEHBI B U30TPOII-
HOM, a 3aTeM B aHU30TPOITHOM MPHOIMKEHHSX 110 POTrpaMme
SHELXL-97.** AToMbI BOAOPO1a aMHHOTPYIITIb! BhISBICHI
U3 Pa3HOCTHBIX PAIOB SJIEKTPOHHON IJIOTHOCTH (KpoMme
coenunenuit 3d,h), ocraapHbIe TOMEIIEHBI B BHIYUCIEHHBIE
nmojoxeHusa. Bce pacdeTsl TNPOBEAECHBI C  MOMOINBIO
nporpamM WinGX*>® u APEX2*. PucyHKH BBITIOTHEHBI C
nomomsio mporpammel PLATON.?’

daiin conpoBOIUTENEHON HH(GOPMAIMU, COJEpIKAIINI
Kpuctaorpaduueckue naHHbie coequHeHuit 3a,d—f h.i,
JIOCTYTICH Ha caiiTe xypHaina http://hgs.osi.lv.

Paboma evinonnena npu unancosoll nodoepoicke
Poccuiickozo nayunozo gponoa (npoexm Ne 14-23-00073n).
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