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7-TPUOTOPMETHI-5-OEHAII-2-OKCO-(1H)-OK CA30JI0-
[5,4-5]IIAPUIVIH W HEKOTOPHIE EI0 CBOMCTBA

Kasmesas cons 7-tpudropmernn-5-hemmi-2-oxcooxcazono [5,4-b) mipumma (IV)
nonydeHa B peakunu L'odmana w3 3-amuuoxapbonmi-4-rpudropmeTii-6-demu-
2(1H) -nupupona v 6e3 BeleieHys NPEBpaIeHa B 3-aMuno-4-rpudropmeran-6-bermur-
2(1H)-nupunon. Hpu anxunupoBauuu cosu IV o6pasysorca.l-zamemenHbie-7-
TpudTopMeTII-5-the Hu-2-0kC00KCa300 [ 5,4-b] mupuppast. Ionygerst 6-ranorexno-7-
Tpudropmerur-5-penmi-2-oxco- (1 H) -oxcazono [5,4-b] muprmrss:.

B ormmume or 2-oxcooxcazonol4,5-b JompunmEos cmETE3, CBOMCTBA H
OHOOTAYECKAS AKTHBHOCTh 2-OKCOOKCA3070 [5,4-b upriuHOB Mano M3yYeHH
[1—4]. IlepBoit w3 NPOW3BONHEIX 2-OKCOOKCA30Ji0[3,4-blumpummaa — ero”
6-apcenoBas KMCA0Ta — TOAyUYeHa anmiupoeanuem 3-ammuo-2 (1H) -nupumon-5-
apceHOBON KHCIOTH ocresoM [1]; B manemelimeMm ¢ocred OvT 3aMeHeH
6mc (tpuxnopmerwn) kapborarom [5]. OmHOCTAaAMEHBIL METOX CHHTE3a CAMOTO
2-oxco-(1H)-okcazono{5,4-b Jmmpunmra (I) OCymEecTBAEH aAmMMipOBAHUEM
3-amumo-2 (1H) -muprrona Guc (Tpuxa0opMeTiuD) KapGoHaTOM («TpHbOCIeHOM»), a
TaXKe KapOOHMIMMAMHARAZ0JIOM B IPUCYTCTBUY ocHoBarms npu ~78 °C [2, 3].
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OR'=R?’=H; IVR'=K,R®>~H; VIaR'=H, R®>=Cl, 6 R =K, R*=Br; VIII aR?>~H, R'=CHs,
6 R = Calls, s R' =n-C3H7, r R = n-C4Ho, 1 R = n-CsHi1, e RY=i-CsHig, % R = CHCH=CH3,
3R =CH2Ph, uR* = CILCOMe

Panee Mel coolmanmu, uto 35,7-mmsamenmenssie 2-oxco-(1H)-oxcazono(s,4-
b luMpumMHBL C BHICOKMMF BHIXOOAMM UOJy4YeHsl B peaxnwm [odbmama wus
COOTBETICTBYIOMMX 3-amuuokapbormn-2 (1H) -mapanonos [4]. Ilpogoxas stm
VICCAEHOBANMS, MBI IpoBen: Oojee HOAPOOHOE W3yueHWE MOBEHCHUY 3-AMUHO-
xapborun-4-rpadropmeria-6-genmi-2 (1H) -mmpupora (11D B peaxrma lodpma-
Ha, M3YYIM CBOMCTBA NOJYUEHHOTO 2-0KcookcasononmpuanHa 11 u ero xanuesoi
com IV. :

B IpoTHBONOIOXKHOCTS YTBEPXACHMIO apTopos paboter [6], mo mammm
OaHHEBIM, amuHOKapOomwmnupumon III B peaxmum T'odmama mpw XOMHATHOR
TeMreparype 3a 1 u maer KaJmeByI COab 2-0Kcookcasosommpuawaa IV B Buae
KPUCTAIOTHAPaTa. KpUCTa/Iw3anuonHEas BOgA YOAISCTCI TDPH HaTrpeBaHuy
xpucramroragpaTa 1V mo 105 °C. Ilpw marpeBaHWHU 5TOM PEAKIUMOHHEON CMECH IO
80...90 °C Ge3 rimenenus uaTepMennara [V moayueHa JETKO PA3EEIIEMAST CMECh
ammaa V i comm IV (~3,5: 1).

HomxucoenmeM BOXNHOrO pacTBopa KajimesBoi comm IV seeneH  7-
TpudropMerTwi-S-peama-2-oxco- (1 H) -okcazono [5,4-b mapuppr (1), maeaTHy-
HE moiayuenmoMy B paGore [4]. Ilpuw ranoreampoBanmy OKCoOKcazona [J
obpasyrorca 6-xmopo- m 6-Gpomonponssonuse VIa u VIG coorBercrBeHHO.
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" KuusuesweM OKCOookcasoma Il B cMecm OSraHoma w " IM®A swmesien
3-srokcuxapbormmavusomapuaor VIL. Viccaenopamms: mo pacrcpmrmo OKCA3070-
HOBOTO LHKJIA IPONOIKAIOTCH.

N-3amemenusie  2-OKCOOKCAa30/10[5,4-5 [IupuimEs, HONAydYCHHBIE AJNKH-
JIMpPOBaBYEM OKCasoyionupumamaa | ankmnraxoremuiamu B pactsope [[M®DA B
IPACYTCTBHH ' OCHOBAHML [2 31, obuaagator CBOWICTBAMY AHANBTECTHKOB, HC
TIPOSBISIONINX IIPH 5TOM TIOO0YHOTO aHTHHOMHCEITHBEOTO KeicTeud [3 ].

Jlna moxygerus N-3aMemeHHsx 2-0kco0kcaz0m0 [5,4-5 lmapwpwsos VIII Msr
TCIOJIB30BAIM TEOpaT Kaamesoi commu IV, Ilpa marpesanwm mocaenaei B pacTBOpe
IM®A ¢ ankuiranoreHEWjaMu, OCHSWIXIODHAOM H METHWIOBHBIM S(HpPOM
XIOPYKCYCHOM XHCIOTH BHOEHCHH ~N-3aMEIIeHHBIE OKCOOKCA30IOMAPHIAHEL
VIIIa—wu ¢ xopomwmMuz Bexogamu. OKa3axochk, YTO AJKWIMPOBAHHE MOXKHO
NPOBOXUTE TAKXKE B PACTBOPE STAHONA, OXHAKO BHIXOAH N-aJKHIBHEIX
TIPOW3BONHEIX HECKOJBKO Hmxe (HanpmMmep, N-aumursHoe mpomssopHoe VIIEX
moxy4ero ¢ sbixomoM 749%,). Bruxonst coexmmennyt VIlia, Ville nossmmarorcs 10
93 1 79%, COOTBEICTBEHHO TPH ajmmnposaﬁnn 6esoxaOM Kammesoi coma 1V B
abcomoraom [IM®PA. B

Taxwum 06pa3oM, Ha IpUMEpPE 3-aMIHOKAPOORAT-4-TpA TOPMETIT-0-(hEHFT-
2(1H)—1mprmona moKasaHa BO3MOXHOCTE CHHTC3d 2-0KCOOKCasonro[5,4-5 lmu-
pUnmEOB 1O peakimwm  [opMana, AAKWImpoBdEWE KaJdWeBo# comm  7-
TpudropMerui-6-derma-2-oxco- (1 H) -oxcazono [5,4-b [mupunmaa ABJIFETCH
YIXOGHBIM npenapa'rmsmm METOZOM TIOJYUEHNS  €ro l-saMemeHme Tpo-
H3BOTHBIX. . :

SKCIIEPMMEHTAJIBHAY 9ACTh

Crextpsi IIMP 8 CDCl3 u IMCO-Ds sammcanst Ha cnexrpomerpe Bruker WH-90-DS (90 MTn),
BHYTpeHHuit crangapr TMC. UK CHCKTpBI san;(caiiLL Ha crnekrpomerpe Specord 71A B napadHHOBOM
Macie (o6nacts 1800...1500 em™ u rexcaxuopOyrammene (obaacts 3600...2000 cm . Kowntpons 3a
XOAOM peaknuil ¥ MHEMBHIYATbHOCTBIO NOXYYeHHbIX coequueHuMit mposomwicst TCX HA IIaCTMHKAX
Silufol UV-254. o : )

JlaHHBIE 21€MEATHOTO aHaIn3a Ha C, H, N # rajioreH COOTBETCTBYIOT DACUCTHBIM.

XapakTeprcTikH coenmuenuit IV—VIIT TPENCTABICHEI B tabmiuze.

Tuapat KamEesoH comn 7-TprAdTopMeTHA-5-thenmi-2-oxco-(1 H)-okcasoxofs,4- b]nupnmma
(IV, C13HeF3KN202 <« 2H20). K pacTtBopy runo6poMsra KaJus, NPUrOTOBISHHOro u3 6,7 r
(120 mvonp) KOH 1 1,2 M (24 Mmose) Braz B 40 M BORBL, HIPH TIOCTOSHHOM NEPEMEIMEHBANMU M OXJI2K~
DEHMM JIENOM MeRNeHHo mobaBmmor marpersir o 70..:75 °C pactsop 5,6 r (20 MMOJB) 3-aMUHO-
xapOommn-4-TpudTopmetin-7-derr-2 (1H) -mtpmiona 1) s 100 ma 109 KOH. Ilepememusanme
npononxatoT 1 u npu KoMEATHON TeMrepaType. Ocamok NepeKpHCTaUM30BLIBAIOT M3 3TAHONA.

TopkuscaenyieM BOXHOTO pacTBOPa XAaMMEBOi Cosmn IV BhIIensIoT OKCOOKCA30AOHMPHIWH 11, uAen-
THYHBI NOJIyYeHHoMY B paGore [4].

3- AvuBo-4-rpadropmMeTan-6-erun-2 (1E) -mpagon (V, Ci12H9F3N20). Peaxumio mposoasT
AHAJOTHMUHO NpefBIEYHIE, '0RHAKO MOCTe NepeMemMBanus | § IpM KOMHATHOH TeMmeparype
PEaKLMOHHY0 CvMeCh HarpesaloT eme 1 g 70 80...90 °C. Iocne oxmasxaenus eemanzer 1,57 (22,3%)
Ge3BopHoit Kanueso conu IV. Ocanok OTdIETPOBLIBAIOT HK (bpmbrpary nobagmsmor CONIHYIO mc.uory
10 PH 7. CBeTno-»xenThiil OCanoK aMuHa V' TIEPEXPHUCTAIUIHMSOBBIBAIOT M3 STAHOMA. .

7-TpadropmeTai-5-derun-6-xaop-2-okco- (1 H)-okcazono[5,4-b] mupumme (Via,
C13HgCIF3N202). Pacrsopsr k3 1 r (3,6 MMoms) oxcookcasomonmpruaa H 8 15 vx JIMDA u 0,4 T
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Xapaxkrepucrtaka coegmeeRui IV—VIIIla—un

Coenm-
HeHHe

BpyTro- )
bopmyra

T °C

Coexrp TIMP*,
, M. I

HK cnﬁ

Bri-
XOH,
%

v
T'uppar

v

Via
Vi6 -

vii

ViMa
VIS

© Vs

VoI

VIie

Viis

CisHsF3KN202
- 2H0

C13HsF3KN202

C12HoF3N20

C13HsCIF3N202
C13HsBrFaN202

Ci15sH12F3N203

C14HoF3N202

C15H11F3N202

[ C16H13F3N202

Ci7Ha5F3sN202
C18ﬁ17F3N202
Ci1sHi7F3N202
Ci1sH11F3N202

CooHi13F3N202

Ci16H11F3N202

> 255
(paan.)

> 255
(pasn.)
198...200
(pazn.)

204...206

187...

| 208...

154...155.
104...

116...
‘ 95...
92...
108...
126...

137...

140...

190

210

106

118

97

94

110

128

139

142

3,33 (H20), 7,13...7,60 (4H, M,
Ph, CH), 7,91 (2H, M, Ph)

7,22...7,56 (4H, v, Ph, 6-H),
7,13...8,00 (2H, m, Ph)

5,98 (2H, ¢, NHY), 6,42 (1H, c,
51D, 7,40 (3H, ™, Ph), 7,62
(2H, v, Ph), 12,02 (tH, NH)
7,35 (SH, v, Ph), 12,44 (1H;
NH)

7,55 (SH, M, Ph), 9,31 (1H,
1,19 GH, 1, CH3), 4,05 (2H, x,
CHy), 6,68 (1H, ¢, 5-1D, 7,49

1 (3H; m, Ph), 7,82 (2H, M, Ph),
8,64 (1H, c, NH) -12,42 (1H;"

NH)

3,53 (3H, CH3), 7, 40 (3H, M,
Ph), 7,71 (H, ¢, 6-H), 7,89
(2H, M, Ph)

1,40 (3H, 1, CH3), 4,06 (2H, x,
CHy), 7,48 (3H, M, PW), 7,77
(H, ¢, 6-H), 7,97 (2H, M, Ph)-
1,02 (38, 1, CH3), 1,80 (2H, m,
CHy), 3,91 (2H, 1, CHp), 7,44
(3H, M, Ph); 7,75 (H, ¢, 6-H),
7,93 (2H, u, Ph)

0,97 (3H, 1, CHa), 1,11...2,00
(4H, M, (CHY2), 3,93 (H, T,
CHy, 7,46 (3H, m, Ph), 7,75

(14, ¢, 6-H), 7,93 (ZH, M, Ph) -

0,93 (3H, 1, CH3), 1,11...2,00
(6H, M, (CH3), 3,94 CH, T,
CHy), 7,46 (3H, M, Ph), 7,77
(1H, ¢,’6-H); 7,95 (2H, M, Ph)
0,97 {6H, x, 2CH3), 1,65 (3H,
M, CHy, CID), 3,93 (ZH, M,
CHy), 7,44 (3H, M, Ph), 7,75
(1H, ¢, 6-H), 7,93 (2H, M, Ph)
4,62 (2H, n, CH2), 4,93...5,44
(2H, M, CHY), 5,69...6,20 (1H,

™, CID, 7,49 (3H, M, Ph), 7,77

(1H, ¢, 6-H), 8,00 (2H, u, Ph)
5,24 (2H, ¢, CEh), 7,24 GH, v,
Ph), 7,44 (3H, m, Ph), 7,75
(1H, c, 6-H), 7,97 (2H, v, Ph)
3,76 (3H,c, CHy), 4,71 (2H, ¢,
CHY, 7,40 (3H, M, Ph), 7,70
(H, ¢, 6-1), 7,91 (2H, M, Ph)

*  Crexrpsl coepusenuil IVa, V, Via, VI sanucamsr 5. JMCO-Dg,
IV6 — s CD30D, VI6 u Viila—u — B CDCl3.

| 3235,

1788,

3434,
1650,
1594
1768,
1594
3499,
1646,
1594
3200...3060,
1798, 1634

3210...3135,
1800, 1628

2999,
1672,

1722,
1625,

1626,

3395,
1632,

1706,

1634

1616

1814, 1634,
1614 ‘
1800,
1616

1786,
1616

1782,
1614

1784, 1628,

1614

1794,
1654,
1610

1670,
1630,

1790,
1612

1786, 1760,
1634, 1622

1634,

1634,
1630,

1632,

1632,

65,2

69,2

64,3
65,6

69,0

85,7

74,4

80,0

72,3

69,4

69,4

| 80,0

57,7

71,6

5,4 \mom,) ClsSma IIM(IJAOG'benuHmOT ¥ OCTABISIOT Ha 24 1 [PV KOMHATHOM TelvmepaType Barem
pa36a3n5n0T BOZO M OCATIOK NEPEKPHUCTAIUIMI0BRIBAIOT U3 STAHONA.

‘6-Bpom-T-rpudropmerrn-5S-dermn-2-oxco- (1H) -oxcazono [5,4-b] nupummu
C13HgBrF3N202). K pacreopy us 0,5 r (1,8 mmos) oxcookcaszona It BS M JM®A nipu nepemenmeaHuu
nobasnsor 0,14 M (2,7 mvons) Bra u marpesaror 5 4 mpu 60 °C. Oxnaxpaot u pasbarngior BONOL.
Ocanok nepexpUCTaIIM30BHIBAIOT U3 ITAHONA.
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4-TprdTopomerni-6-pennn-3-sToktukapborumamuno-2- (1H)-nupugos (VIL,
C1sH12F3N203). Pacrsop u3 0,5 r (1,8 mmons) okcookcasona I, 2,5 mu sramona u 2,5 mx JIM®A
Kuigrar 2 9, 0xnaxaaror. OCafoK NepexpUCTA/UIM30BEIBAIOT M3 Pa3taBIeHHOro STanona (4 : 1).

O0mag MeTouKa noryJenus N-3aMe e HHbIX 7-TprGTOpMeTHN-5-DeHmI-2-0KC00KCa30a0] 5,4-
blmupuausos (VIITa—u). K pacrsopy 0,5 r (1,41 MMO3b) TUApaTa xamiesok coms IV 8 10 mu IM®A
TI0 KaTLTSM ITPH NEPEMEeIMBaHIM 100aBasi0T 3,1 MMOJIb COOTBETCTBYIOMENO OPTAHMIECKOTO TAJIOTCHUAA
M HATpeBaloT Ha BOHsHOM Gaxe 1 4. CMech OXJIAXIAI0T, BbLIMBAIOT B BOAY ¥ A0GABISIOT pa3taBiIeHHY0
constayto kucnoTy 10 pH 6...7. Coepumesne VIIIa nepekprcTanmM30B6IBaI0T U3 PasbaBIeHHOTO AHMOKCA-
Ha (4:1), VII6—u — u3 pasbarnensHoro 5Tanona (4:1)..

1-Annui-7-rpudropomeTii-5-denni-2-0k¢ookcazonof5,4-b} nupagaa (VIIIx,
C16H11F3N202) monyuen taxxe us 0,3 r (0,84 mmonp) rmapata K4nMeBoi COM OKCOOKCa30xa IV B
10 »mt sTamosa u 0,16 M (1,9 MMoib) amGpoMuaa B § ML STAHOJA, HATPEBAHVEM HA BOMIHOL Gane
1 u. Bexoz 0,2 1 (74,1 %) . He naer qenpeccim TeMIepaTyphl ITABsieHus ¢ sasenoMem VI, mos JIyYer-
usmM B JIMPA no o6meis Meromxe.

i-Metan- (VIIIa) u 1-usoammur-7-rpudropMeTmI-5- (e Hua-2-0Kc00keas30u0] 5,4-b] nupuaan
(VHIe) TOJTY 9EHbI AHAJIOTVITHO U3 6e3301mon KaHMEBOH COTHU IV B PacTBOPE CYXOT0 JM®A ¢ Beixonamu
62,83178,8 % €00TBETCTBEHHO. B pacrsope a6COBOTHONO 9TAHOAA BBIXOR COETIMHEHLIS VIla cocrasnger
71,4%.
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