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4-OKCUXVHOJIOHbI-2

20*. CHHTE3 W XVMMRYECKHWE HPEBPAH_[EHI/ISI 3THUJIOBBIX 3OHUPOB
XJIOP3AMEUMIEHHBIX XMHOJWH-3-KAPBOHOBBIX KUCJIOT

PaspaboraHbl NpENapaTUBHbIE METONbLI CHHTE3A STUIIOBBIX 3(UPOB 2,4-iop- U
2-0KCO-4-XOPXHMHOIMH-3-KapOOHOBBIX KHCIOT. V3yUeHo noBefesme yKa3aHHbIX COETH-
HEHMI B YCIOBUEX IUENOYHOTO M KHMCIOTHOTO THAPONM3A, B PEAKUHIX € HEKOTOPHIMEH
HYKJICOPMIILHEIMM DEArEHTAMH, & TAKIKE HX OTHOWIEHHUE K BOCCTAHOBHTEABHOMY JEIasio-
reHHposaHuio. IIpHBOASTCS pe3ynbTaThl M3YUEHHS AHTHMHKDOOHOH M IPOTHBO-
BOCTIATMTEIGHOM 2K THBHOCTH CHHTE3MPOBAHHBIX COSIHHEHUIA.

Pamomn3saMeIICHHBIC XWHOIMHA MIPCACTABISIOT 3HAUMTE/IBHER MHTEpEC HE
TOMHKO KaK NPENIIECTBCHHUKI DASTHUIEX TPOUZBOXHEIX XWHOJMHOBOIO PANa
[2—61], 5O m xax coegmuenwd, 0GIARAOIMME MEHHBIMU (DAPMAKOFIOTHUECKIMHE
ceofictBavu  [7-—13]. Hammoe coobmienme cBs3aHo C paspaboTKOM mpema-
DATHMBHBIX METOHOB IOJAYYEHUS STUIOBBIX 3(pupos 2,4-muxgop- B 2-0Kco-4-
XNOPXHUBOMH-3-KapPOOHOBHIX KUCIOT, H3YUEHHEM UX peaKIU/IOHHOH CIOCOOHOCTH
¥ HEKOTOPHIX (hapMaKoiormIecKux CBORCTE.

Stmnossit adup  2,4-muxnopxusommn-3-kapbonosoit xucmorsr (II) 6w
nosryuer npm o0patorke 1H-2-0xco-3-arokcnkapbonnma-4-runpoxcuxuaoausa (1)
xumgmeR xropokuceio dhocdopa. 910 xe coenvHeHMe B AHAJOTHUHBX YCIOBAIX
obpazyerca a3 4-O-anermisroro (III) u 4-stoxcm- (IV) mpow3BOXHBIX a¢pupa L.
CaenosaTebHo, yKa3aHHbIE 3AMUTHEE IpymoHl HeddhgexTusre. B ornmume or
4-XTOpXUBEOIHH-3-KapbOKCUIATOE, KOTODHE IIPM B3aWMOIEHCTBHK c IMCO
JIETKO IPEBPANIAIOTCS B 4-ruapokcunponssenusie [14], mommiTka 3ameHWTH
Kako-m60 atom xjiopa (mnm 00a) sdwupa Il Ba oxcurpynmmy oTEM METOZIOM HE
Hana XenxaeMoro pesyabrata. OCymIECTBATDH TAKYIO 3aMEHY YAATOCH C IOMOMIBIO
GesBONHOTO ameTaTa HATpHY. 1lpH B3auMomeicTBUH 2,4-MUXJIODXMHOIMHOB C
BYKJICODUIPHEIME peareTaMy OOBIYHO 00pa3yercs cMech 2~ u 4-3aMEIEHHBIX
n3oMepos [13 1. BepodaTHO, aHAJIOrHYHONO PE3YABTATA MOXHO OXHIATE I B CIYYac
spupa II. OpHako. ¢ SKBUMOJIPHSIM KOIMYECTBOM AUETATa HATPHES 3TO
coenmuenne ofpazyer oraiosb s¢up 1H-2-oxco-4-xmopxuEonmE-3-Kap-
Soropoit xucnots (V) , a ¢ qBOMHM H3GHTKOM OCH3UIAMIHA — 2-0CH3WIAMIHO-
3~1\ap63T0Kcn 4-XJIOpXI/IHOJII/IH (VD) ¢ BoICOKUMY BHXOOAMH. [lOSyUCHEBIT
pe3yabTAT CBHEACTENBCTRYET O NPEMMYIISCTBCHYOM 3aMCHICHUM ATOMA XJi0pa B
TIOIOXCHWH 2 XWHOJAWHOBOTO 97pa, YTO, OYEBMAHO, BEI3BAHO AKTHBYDYIOMIEM
BJAWSTHEEM KaK CO CTOPOHB! 9TOKCUKAPOCHMIPHON TPYIIE, TAK W UHKIHYECKOrO
aroma asora. [lad OMHO3HAUHOTO DEMICHHAS BOIpOCa O CTpoesmHu a¢mpa. V mo
OIMCAHHOU BHINIE METOREKEe w3 xwuHOoAoHa VII (peakuwms xoroporo ¢ POCI3
3aBEIOMO HE MOXET IDWBECTH K MW3MCHCHUIO XWHOJIOHOBOH CTPYKTYDHD)
CHHTE3HPOBaE STHIOBRH »dup 1-3THI-2-0kco-4- XJIOPKI/IHOJIIHI-3—Kap60HOBOH
xucrors (VIID. B xauecTse Apyroro MoAebHOTO COSOMHEHWS KOHACHCATMEH
AHTPAHMIOBOTO aiblerujd € AUSTIIMANOHATOM TOAYYEH OTHIOBBH 3dup
1H-2-oxcoxunommn-3-xapborosoit  xucnorsr (IX). Cpasmerme SIEKTPOHHBIX
CIIEKTPOB TOTTOMIEHWs 3THX COCAMHEHWIN CBUIETETRCTBYST O HAMWA B HX
CTPYKTYDPE OXHOM M TON Xe CONPSXEHHON cucTemsr (puc. 1).

* Coobmenve 19 cm. [1].
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L61

XapaxkTepuCTHKH  4-CHAPOKCHXMHONNH-3-XapOonoBbiX kucaor XIV u ux atmiosbix adupos XVI

Tabanwua l

) Tapamerpb! crextpos [IMP, CS, M. gt
Coenu- BpyrTo- T e ] Baizxo,
HEHue dopmyiia wp Hapom COOCH,CH3 %
2-H 5-H 6-H 7-H 8-H CHp (2 H, x)| CHy (3 H, 7)

XIVa C1oH7NO3 262...264% 8,38 (1H, ¢) 8,27 (1H, n) 7,59 (1H, v 7,91 (AH, 1) 7,80 (1H, ) - - 97
(pasi.) _ .

X1V6 C10HsCINO3 260...262*2 8,85 (1H, ¢ 8,09 (1H, ¢©) - 7,81 ‘(ZILI, n - - 92
(paa.)

XIVe C1o0H6CINO3 268...270 8,59 (1H, o 8,18 (1H, m 7,83 (1H, 1) 8,00 (1M, n) - - e 94
(pasn.)

XIVr C1o0HeBrNO3 276...278 8,38 (1H, ¢ 8,31 (1H, © - 8,00 (1H, » 1 7,75 UH, ©) s - 90
(pasxn.) .

XIVn C10H5CIbNO3 273...275 8,63 (1H, ¢) 8,20 (1H, ¢) -~ 8,17 (1H, ©) — — - 91

‘ (pazn.) B

XVIa C12H1INO3 267‘..269*2 8,35 (1H, © 8,22 (1H, m 7,63 (1H, 1) 7,92 (1H, 1) 7,83 (1H, p) 4,22 1,31 94

XVI6 C12H10CINO3 303...305%° 8,43 (1H, ¢) 8,13 (1L, ¢) — ‘ 7,67 2H, m 4,25 1,32 89

XVis C12H10CINO3 253...254 8,43 (1H, © 8,14 (1H, m 7,43 (1H, 1) 7,88 (1H, n) - 4,23 1,29 &3

XVIr C12H10BrNO3 318...320 8,37 (1H, o) 8,23 (1H, ¢) - 7,87 (1H, » 7,58 (1H, n) 4,22 1,29 90

XVin C12HoCIbNO3 280...282 8,44 (1H, ¢) 8,08 (IH, o) - 7,95 (1H, c) — 4,28 1,32 77

*

Tipotoust rpynn 4-OH NpossJisiores B BUE CHHIVIETHBIX CHIHA.0B Npy 11,66..13,49 M. 1; npotossl mpynn COOH xucnor XIV — B Bie CHHNIETHBIX CHIHANOB npy 13,91.14,79 ». ;1.
“ 2 AasHble: TeMIlepatypsl Itasreuns 269 °C ¢ pasn. (XIVa), 261 °C ¢ pasn, (XIV6), 269..270 °C ¢ pasn. (XVIa) n > 280 °C (XVI6) [21]. -
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" Puc. 1. 3CII s nponanone-2: I — sdupa I; 2 — sbupd V;
3 — odwmpa VIIL; 4 — sdupa IX
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Puc. 2. 3CII s nponanone-2: 1 — adupa II; 2 — xucaorer XIII;
' 3 — xucnoter XIVa; 4 — sdpa XVIIG
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Puc. 3. 9CII B nponanone-2: | — Xla; 2 — xucnors1 X106

DIEKTPOHHEE CHEKTPH TIOMIOMIEHMS OKasanuch Hambosiee yroOHEIMH ¥
IOCTATOYHO HE(POPMATHBHEIME ¥ JUIS aHAM34 JPYTHX OPCICTABICHHEX Ha CXEME
CTPYKTYPHEIX - H3MCHEHMM, HNOCKOABKY CIIEKTDH COSHMHEHWN € XUHOMMHOBON
CTPYKTYPOH CYIIECTBEHHO OTIMYATOTCH TI0 CROMM XapaKTEPHCTAKAM OT CHEKTPOB
xun0a0808-2. MssecrHo,. uto 2,4-maxnopxuacans rugpoiusyercs 6 1. HCl zo
4-xopkapboctupmna [13]. OGobmas npreegeHEse Ha cxeme u pruicyakax [—3
[AHHBE, MOXHO CHENATh BBIBOZ, YTO KWCIOTHBIA IMADOIH3 STHIOBHX SGUpOB
2,4-guxaop- (1D, 2-oxco-4-xmop-  (V, VIID 'm "2-oxco-4-sroxcm- (IV)
XHMHO/IME-3-KapOOHOBHX KWCTOT HPWBOAAT K 2,4-THOKCONpPOM3BOTHBIM Xa,d,
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TOTOA KaK IHEJOYHON IHApOAY3 B GOJBIOUHCTBE CIyYAEes IIO3BOJSET COXPAHHUTH
3aMECTHTENN B IOoaoxenuax 2 ¥ 4 xumomumuoBore sugpa (kumcaorsr X1 uw XID.
Hcxmroueane cocrapiager 3bup 11, KOTOPBIH THAPOAR3YETCS BOTHEIM PACTBOPOM
KOH pmo xwucmorsr XIII. Macc-coexTp 5TOTO COSOMHEHUS CBUACTEIBCTBYET O
HAJIMY¥AM OFHOre aroma xyopa B modekyie [15 ] Conocrarienme mpUBENEHHBIX
MAHHHIX CO CHEKTPAMH IMeXTPosHoro momromenns xucaorst X1 (puc.-2) m ee
wm3oMmepa — KuCroTe X[a (puc. 3) — IO3BOIIET HAXEXHO HHICPIDPETHPOBATH
OPOXYKT WienoyHoro ruapoamsa sdumpa II kax 2-xmop-4-TEAPOKCHXMHOIMH-3-
KapOOHOBYIO KHMCHOTY.

Caenyer OTMETHTh TaKXE WHTEPeCHOS TIOBEAEHWE STHIOBOr0 3dmpa
2, 4-IUIOpX HHOMMH-3-Kapborosoi xuciaots II B yCIoBMIX BOCCTAHOBHTEIBHOTO
IEeraJOreHHPOBAHMS METBIO B ICHSHOH yXCyCHOM xucaore. O6pa3oBanne py 9T0M
4-tappoxcuxmHoMMH-3-Kapbonosoi kucaotel  (XIVa) 0Kas3anocs HECKOAHKO
HEOXHUIAHHKM. VI3BECTHHII M XOpOMO W3YYEHHBIM METOX CHHTE3a TaKHX
MOJIEKYIDHHX CHCTeM — peaknus 1 oyana—/lxexobea [16], xoropas u Gsuta
UCIIOAH30BANA HAMMA IUTS MORTBEPXHCHUS CTPOCHUS KuCHOTH X1Va BCTDEUHBIM
cmHTEe30M. Dojee  mMApOKas AOCTYOHOCTh 33MEMICHHHIX aHWIEHOB XV,
ACHOJIB3YEMBIX B CHHTe3e 3-xapOsrToxcm-4-ruppokcuxwHomHEop XVI  mo
Toynmy—Oxeko0cy, B CpPaBHEHHMH C COOTBETCTBYIOIMIMMY AHTPAHWIOBBIMEA
KHCIOTAME TIO3BOJIIET PACCMATPHBATEH NOMYUCHHBM HAMU PE3yJbTAT JIKIIb KaK
CBOEIO poia aabTepHATHBY. B TO Xe Bpems, soccramopienvie 1-R-2-oxco-4-
xaopxmEoEE-3-kapOorcuaaros V, VIII musxoM B jAemdHON yKCyCHON KMCHOTE

Tabauma 2

3CII HeKOTOPHIX XMHOJME-3-KapOOHOBBIX KHCJIOT H HX
OTHIOBBIX 3(QHPOB B NpOmaHoAe-2

. g . 107, = £ ..1073,
f;(;;gf Y .CM1_013, A e | vomst e ot iﬁﬁ_ V :E:,\,Il-ol3’ A, mv. | momt o emh:
. - I . .« J
I 45,7 - 219 24,4 Xia 48.4 207 27,9
. 1. 42,6 : 235 36,4 . 43,3 231 : 30,5 ,
34,9 287 11,4 40,2 249 o 8,2%
33,6 298 10,9 36,3 275 ) 6,7 -
29,0 345 4,3 35,3 283 6,6
29,6 338 5,5
L 47,1 212 29,3 X16 48,4 207 25,0
42,2 237 45,6 42.8 234 36,0
35,2 284 " 3.8 40,2 249 9,9%
33,8 296 3,6% 36,0 278 7,5
32,2 311 2,9 35,0 286 7.2
30,8 325 2,8 29,6 338 6,2
V 48.8 205 28,8 X1 45,8 218 24,1
43,0 233 31,4 43,0 233 © 27,5
40,2 249 7,9% 39,4 254 ' 18,2*%
36,3 275 7,3 33,2 301 . 8,0
35,2 284 6,6* 32,0 313 .. 8,7 .
29,3 341 . 55 30,7 326 6,9
VII 48,5 206 24,1 XiIVa 46,6 216 27,9
42,7 234 ' 33,6 ' 452 221 i 27,8
40,2 240 9,0% i 40,6 : - 246 . 20,2
4.36,0 278 . 7,0 - . 39,4 254. -17,3
35,0 1 286 657 32,0 313 12,7
) 29,4 340 54 ‘ 30,9 324 ) 9.9
X 48,0 - 208 35,2 XVII6 | 48,2 207 22,5
1 42,7 234 39,0 - 39,0 256 o 9,1
34,9 | 287 ‘11,3 . e 35,0 286 - 2,1
28,2 355 6.6 . J N .

. * . OBbo3BavYeHH! HeperHOH Ha CHEKTPOIpaMMe.
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MOXHO DEKOMCHAOBATH B KAUECTRE IPEDAPATWBHOTO METORA NOIYUYCHHS
oTIIOBHX a¢upos 1-R-2-orco-1,2,3,4-rerparumpoxuHonuH-3 -Kap60HOB}>IA Kuc-
gor XVIL

ConocTaBaeHnES SAEKTPOBHBX CIEKTPOB MOMIONICHAS, IPUBEIEHEHX B Ta0/I.
2 w Ha pucynkax 1—3, moxassipaer, YTo MEepexon 0T XUHOIOHOBOH-2 CHCTEMEL K
XWHOJAHOBONR CONPOBOXAAETCY TWICOXPOMHBIM CMEMIEHWEM [OBYX IIEPBHIX
ITARHOBONHOBEX TOJOC M IPHUBOOMT K CYHIECTBEHHOMY NEPEPACHPERSHICHTIO
WHTCHCHBHOCTH, TIOMIOMICHUS B KOPOTKOBOJHOBON YacTH CHEKTpa. B coiyuae
shupos XVII cmektpsr ceupmerenscrByor o ruppuposammz gz C3)—Cw),
IOCKONBKY IO CBOEH DPUpONEe OHHM OUEHD OJIM3KH K CHEKTDAM STH/IOBBIX (PHPOB
varomasmaoseix xucmor [171. IIng macc-cnmextpos adumpos XVII xapaxrepsa
JeTKOCTH 06pasopanus monos [M-HT, ocsosEoe mHampapseHume (hparMenTammu
KOTOPHX CBS3aHO C DPAaCCIUICHUEM STOKCHKADOORWIBHOM —TIPYIIIEL, dUTO
00yCHOBAMBAET HOABICHAE (DPATMECHTHBIX MOHOB 1M—H20C2H5 7" = Maxcamans-
HHIX 00 WHTCHCHBHOCTH IIMKOB [M—HCOOC2H4}

Wzyuenwe amTuMuKpoOOHON AKTHBHOCTH CHETE3WPOBAHHEBX COCHMHEHWH
IIPOBENEHO METCIOM ABYXKPATHHX CEPHMELIX pa3seneuni B Oyapoae Xortunrepa
(pH 7,2..7,4) ¢ mocHexyrommwM BHCEBOM HA TUIOTHYH THTATCIBHYIO CPERY
(MacomenTomusld arap) [18] mo oTHOmEHWIO K CAEAYIOMIAM TECT-IITAMMAM:
Staphylococcus aureus (ATCC 25923), Escherichia coli (ATCC 25622),
Pseudomonas aeruginosa (ATCC 78837) u Bacillus subtilis {ATCC 6633). Y
Pe3yIbTATOB IIPOBERCHHBIX HCCHCAOBAHME CHCAYET, YTO 2-0KC0-4-XJI0p- ®
2-x70p- 4—mﬁp01<cnx1momm— ~-XapOOHOBBIEC K¥CIAOTH MPOSBITIOT n361/1pa:remﬁ{oe
AHTAMHKPOOHOE M[EHCTBHE IO OTHOHIEHWMIC K St aureus. Mumwmanszas
IOOABJSIOMAY POCT YKA3aHHOH TeCT-KyAsTYPsl KoumeRTpanmus kuciaor X1 u XIIT
cocrasager 30 mxr/Ma. B pany 4-rappoxcmipomssonasix X1V, XVI (raba. 1)
Gonee BHCOKYIO aKTHBEOCTh IIPOSBATIOT STHAOBHE 3¢upsl X VI, onmaxo St. aureus
K HAM OKa3aJiCH MIPaKTHUSCKH HEUYBCTBUTEABHBIM, MUAHAMATbHAE TOA2BIISIOMAS
pOCT KCOHIEHTpaUms muxjiopsaMmemerHoro admpa XVIx mo orHomesmo X Ps.
aeruginosa cocrasmra 60 mxr/»r u 30 MXD/MI — IO OTHONIEHMIO X OCTATBHEIM
TECT-KYABTYPaM.

JIpoTHBOBOCTIAMATENRPHYIO AKTHBHOCTh CUHTE3WDOBAHHBIX COCHWHEHWH,
W3yUeHHYIO 10 MeTonuke paborust [19 ] Ha MOzeIH KapPareHMHOBOXO OTEKA MPH
TIEpOPaNBHOM Cioco0e BBETEHWY, MOXHO XjaaccuuuupoBaTh Xax ciabo-
BHRIPAXEHHYIO.

SKCIEPUMEHTAJIBHAY YACTDH

DiexTpoHHBIE CHEKTPhl HOMNOUIEHMS TONYUeHs! Ha cmexrpomerpe Specord M-40 & pacteope
TIponiasonia-2 (107,10 moms/ 7). Crextpo TIMP sanucanst va npubope Bruker WP-100 SY s IMCO-
Ds s CDCls, suyTpennmit crangapr TMC. Macc-cnextpst nonyuenst ua npubope Finoigan MAT-
461 B, uonusupyromee sanpsxeaue 70 5B npu 6aUIMCTUEECKOM Harpese 06pasiia.

O1rrosie 3GHPBL 2-0KCO-4-TMAPOKCUXMHOIMH-3-kapOonoseix kucxoT (I 1 VID). momydeus! 1o
paspaborannoii Hamu panee Metopuxe [20]. Cunres 4-rmapoxCHxXHHOMMH-3-KapBoHOBLIX KHC0T (XIV)
¥ ux 3TH0BbIX adupor (X VI ocymecrsaeH no usegecrHomy criocoldy (210

Janmelie sneMenrecro anamsana C, H, Nu ranoreH COOTBETCTBYHOT PACYETHBIM.

S1rnopsi adup 2,4- KEXEOPXEHOAWH-3-KapSoHoso# xacnore: (I, C12HeCIizNO2). A. Pactzop
2,33 r (0;01 mom») adupa I8 15 Mn POCI3 xemsarar 3 u. Msborrox POCI3 OTrOHSIOT IIPY NOHMKEHHOM
N@BNEHMH, K OCTAaTKy AoGaensror 20 M JensHOM BOZBL M 3aTEM HEHTDAIMIVIOT pacTsopoM Na2COs.
Ocanox adupa I ordMnbTpoBHIBAIOT, NPOMBIBAIOT BOAOM, BRICYUIMBAKT. BBIXOX 2,62 r (97%). Tax
85...86 °C (aranon). Crextp IIMP (CDCl3): 8,23 (1 H, n. ;1', J=70Tuwnul,5Tn, 5-M1),8,05 O H, 5.1,
J=72u1,8Tu, 8-H),7,84 0 H, 1.0, J=6,5u1,8Tu, 7-H}, 7,68 O H, 1.1, J=7,0m 1,5 T, 6-HD),
4,55 2H,x,/=17,0Tu, COOCH, 1,46 m. 1. (3H, 1, J=7,0 Ty, CH3).

B. Pacteop 2,75 r (0,01 mons) 4-auercxcunponssoguoro I 8 20 My POCh xumsatar 3 g sum
BBIZEDXMBAIOT B TEUCHHE 5 CYT NPHM KOMHATHOM TEMIIepaType ¥ 06pabaTsiBaioT a HAOTUYHO OTRICA HHOMY
g merona A. Beixoxn 2,59 (96%).
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B. Y3 2,61 r (0,01 Mons) 4-3TOKCHIPOM3BORHOTO IV aHAAOMHMUHO METORMKE HEPBOr0 OIbITA TO-
syuazor 2,53 1 (93%) scpupa I

UnentHaocTs 00pasuos sbwupa I, NOAYUEHHBIX PATMUHBIMEM METONAME, YCTAHABIMBAKOT 1O
OTCYTCTBUIO NENPECCHM TEMIEPATYPbL ITABIEHMS CMEIIAHHBIX [1P00, 4 TaKKe 1o criexTpaM IIMP.

2-0OKco-3-kapbarokca-4-aueroxcuxuaommn (III, C1aHisNOs). A. K pacrsopy 11,66 r
0,05 momw) sdupa I u 4,05 1 (0,05 Moms) nupumaa B 30 MII CYXOr0 AHOKCAHA KOGABISIOT IPY OXaXK-
nmenum u nepememueanyy 3,7 mx (0,051 moms) anemwrooprna. OcTasasaoT Ha 4...5 u. JIoGaBmsmoT
100 a1 BOABI. Boigenmeommiica ocarox xwvzHonwaa III 0TdOWALTPOBBIBAIOT, HPOMBIBAIOT PacTBOPOM
NaHCQ3, sojoit u esicymmsaor. Boixox 9,87 v (72%). Tua 166...168 °C {(aranom) . Coexrp IIMP
(IMCO-D¢): 12,30 (1 H, ¢, NH), 7,69 (2 H, 1, 5,7-H), 7,50..7,12 2 H, v, 6,8-F), 4,30 C H, k,
CH>CH3), 2,43 (3 H, ¢, CH3CO), 1,28 M. 5. 3 H, 1, CHLCH3). ‘

B. Pacrsop 11,66 r (0,05 moim) 5¢dhupa I s 30 Mx yKCyCHOTO aHrmapupa kunatat 30 musr. ¥sGeIToK
Ac20 OTTOHSIOT TIPY [OHYDKEHHOM AarncHuu. OCTATOK 06paGaThiBAIOT TI0 METORMKE, HMEIONEHHOH B
criocobe A. Beixox 12,48 r (91%)-

Cmemannas npoda ¢ sdupom I, noaydeHHbM 0 COCO0Y A, HE HAeT AENPECCHH TEMIEPaTypsl
ILIABACHHMSL.

DTeIOBHE 3Dup 2-0KCO-4-3TOKCUXHHOANR-3-KapBoHoBoi kucxorer (IV, CigHisNOs). K
pactsopy 2,51 r (0,01 Moms) 3TR10B0TO 3BMpa 2-0KCO-4-XJI0PXMHOIHHE-3-Kap6oHoBoi KucnoTsL (V) B
10 My afCOFOTHOrO 5TaH0MA NOOABISIOT pacTsop stmnata Hatpus (u3 0,46 r (0,02 mons) Merasumde-
ckoro Hatpus ¥ 10 M1 aGCOMOTHOTO HTAHONA) M KHIATAT 2 4. PEaKHMOHHYIO CMECh OXJIXKIAIT ¥
BHUIMBAIOT B noakuciaeHunyio HCI soxy (pH 4) . Bememmsumitca ocamok 2¢upa IV otdrnbTpoBsERIT,
nipoMBIBAIOT pacteopoM NazCOs, zatem roaoit u BuCyInmMBawT. Bexon 2,04 r (78%) . Tux 174...176 °C
{oranon) . Coextp HIMP (CDCl3): 12,21 (1 H,¢,NH), 7,92 (1 H, 7, 5-1D, 7,66...7,10 (3H, M, 6,7.8-H),
4,48 (2 H, x, CH2CH3), 4,36 (2H, x, CH2CH3), 1,49 3 H, 1, CH2CH3), 1,44 M. 1. (3 H, 1, CH2(H).

Sruioesiit 3dup 2-0KCO-4-XAOPXABCAMH-3-KapboHoBo# kucaorhi (V, Cr2H10CING3). K
pactsopy 2,7 r (0,01 mons) adupa I B 15 Mo nepanocit AcOH nobasmsror 0,82 r (0,01 moins) GessorHOro
AcONa u xungrar 10 9. Oxnaxgaor, nodasnsor 100 v sopsr. Ocagox adbupa V 0TdMIBTPOBBIBAIOT,
IPOMBIBAIOT BOTOM ¥ BhICYIIMBAOT. Bexon 2,41 r (96%). Tux 194...196 °C (sramoxn). Crnexrp IIMP
(AMCO-Ds): 12,44 (1 H,c, NI, 7,88 O H, 5, /=8,0Tu, 5-H), 7,68 (1 H, 1. 5, J=7,8 1,2 T, 7-H},
7,35 (2H, M, 6,8-H), 4,34 2 H, x, CEHLCH3), 1,31 M. 1, (3H, 1, CH2CH3).

Sruaosbiii 3dup 2-0eH3HMaMUHO-4-XAOPXAHOANH-3-kapOonoBo# xuCAOTH (VI,
C19H17CIN202). K pactsopy 2,7 r (0,01 mons) 3dupa 1 5 20 mn meranona mobasisior 2,14 r
(0,02 Monp) OensunaMuHa M Kungrar § 9. Oxmaxpawor, zobasnsior 100 ma somei. Ocamox o1-
QUILTPOBBIBAIT, NPOMBIBAIOT BOXOH M BHICYmMHBANT, noaydaror 2,35 r (69%) abwupa VI Tun
180...182 °C (popmemi stamom. Ry 0,65 (Silufol UV-254, xnopodopm—uponanon-2, 16 : 1). Cuextp
IIMP (MCO-Dg): 8,46 (1 H, 5, J=8,0 I'u, 5-H), 8,09 (1. H, v, NH, npu nobaeneruwu D20 ucueszer),
7,78 (1H,7,/=4,01n,8-H),7,63(1H, 1,/=4,01Tx, 6-H), 7,55 (1H, 1,/ =4,0Ty, 7-H), 7,29 G H,
¢, Hapon, CH2CsHs), 4,58 (2 H, ¢, NCH2, pacmeniesve 5T0r0 CHMTHaua B Eybner HaGaromaercs B
pactsope CsDs), 4,05 (2 H, x, J=7,0 T, CH>CH3), 1,07 M. 1. 3 H, 1, J=7,0 T'u, CH2CH3).

STUAOBLLH 9¢HD 1-3TU5-2-0KCO-4-XJIOPXHHOIAE-3-Kapbonosoi kucaotsl (VI C14H14CINO3)
CUHTE3MPOBAH AHANOTMIHO NOTyueHEE0 3dupa I (A) ¢ Borxonom 83%. Trun 81...83 °C (sranon). Cnextp
IIMP (EMCO-De¢): 8,05 (1 H, 1, 5-H), 7,78 (2H, ™, 7,8-H), 7,45 (1 H, 1, 6-H), 4,39 2 H, x, OCHY),
4,32 (2H, x, NCH», 1,31 (3H, 1, OCHxCH», 1,24 M. . (3 H, T, NCHCH3).

3rukoBpi 3QHD 2-OKCOXREHOMMH-3-KapCoroBoH xucaorsl (IX, Ci2H1iNO3). K cmecu 1,21 ¢
0,01 mosp) anTpamrutoBoro anemermua u 1,60 r (0,01 mMons) mustmnManouara B 10 M mponanosia-2
nOGABRSIOT HECKONBKO KATIEb MENEPHAMHA M KMISTIT 2 U, 3ATeM BHINEPKMBAIOT NPK KOMHATHOL
remreparype 8...10 u. Ocanox adripa IX oTdUIBTPOBHIBAIOT, HPOMBIBAIOT 3(DMPOM M BHICYIUBAIOT.
Barxon 1,54 v (71%). Tux 160...161 °C (91anon). Jiut. pammie: Trx 163...164 °C [22]. Crexrp IIMP
(BMCO-Ds): 12,04 (1 H, ¢, NI, 8,51 (1 H, ¢, 4-1D, 7,80 (1 H, x, J=8,0 I, 5-ID), 7,60 (1 H, 1,
J=78Tu, 7-1),7,31 O H, 5, J=7,8 T, 8-1), 7,20 (1 ¥, v, 7 =17,8 Ty, 6-F), 4,24 (2 H, x, CHY),
1,28 m. 1. (3 H, 1, CH3).

O6pas MEeToMKa KHCIOTHOrO TAAPOJIM3a ITANOBBIX SHPOB XHHOIMH-3-KapGOHOBBIX KUCTOT.
Pacreop.0,01 Moms €OOTBETCTRYIOMETO ITHICBOT0 Sdupa IT, IV, Voo VIO 530 M 6 1 HCl ommrar B
teuenue 3 u. OxnaxpmawT, nobaprsoT pacreop NazCOz mo pH ~3,5. Ocamox KHCHOTHI X OT-
WIBTPOBBIBAIOT, HPOMBIBAIOT BONOH, BRICYINMBAIOT. Borxonst 74...90% . VizsecTHbre 2,4-THMOKCOXHHO-
JH- 3-xapGoHOBbie KHCHOTHI Xa,0 MAeHTU(DHIMPOBaHb 110 Tm\&neparype TLRABJICHUS] CMEIIAHHBIX Tp0d
€ 3aBenoMBIMM 00pa’namu, & TAKXE [0 AaHHBM caexTpos TIMP [20].
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2-0Kkc0-4-xX0pXUHOIRE-3-kapOonosag xucikora (XIa, C1oHeCINO3). Pactsop 2,51 r
(0,01 mous) sbwupa V B 20 mx 109 sormmoro pacreopa KOH xunsitst Bo pacTsopeHus ocanka (~2 9).
Oxnaxnaror, nopkwcisror HCL no pH 4. Ocagox xuenots: Xia OTMIHTPOBHIBAIOT, IIPOMBIBAIOT BOZOH,
BRICYHIMBAKOT. Bmxo;( 2,17r (90%) Tun 243 °C (pasi., 3TaHOH) .

T10 AHANOTMYHBIM METORMKAM OBLIN IOy YeHbL: .

1-Dmn-2-0Kco-4-xnopxunons-3-kapborosaa xucaora (XI6, C12H10CING3). Borxon 84% . Tan
174...175 °C (3tanon). Cnextp IIMP (JIMCO-D¢): 14,70 (1 H, ym. ¢, COOHD), 8,07 (1 H, 5, 5-1D),
7,96...7,65 (2 H, ™, 7,8-H), 7,44 (1 H, 1, 6-H), 4,33 Q 1, x, CIDHCH3), 1,24 M. 5. 3 H, 1, CH3).

2-0xco-4-zroKcuxunonun-3-xapboposas kuciaora (XU, C1zH11NO4). Boixon 91%. Tun
212...214 °C (zranom). Caextp IIMP (IMCO-Dg¢): 13,74 (1 H, yur. ¢, COOH), 12,07 (1 H, ¢, NI,
791 UH, 5.0, J=7,9%1,8Tu, 5-H), 7,64 A H, 1.1, J=72u 1, 7T, 7-1}, 7,38 (0 H, 51, 7 =7,9Tq,
8-1),7,28 0\ H, 1.0,/=7,2u 1,311, 6-H), 4,32 (ZH, k, OCH2), 1,41 M. . (3H, 1, CH3).

2-Xnop-4-reApoKCHXMHONUE-3-Kapbouosaa kuciaora (XU, C1oHeCINO3). Boxox 89%. Ton
197 °C (pasn., aranon). Crnekrp IIMP (IMCO-Ds): 12,41 (1 H, ¢, O, 8,19(1 H, 7,/=8,0I'n, 5-H),
7,90...7,20 M 7. (3 H, M, 6,7,8-H). Macc-cnexrp, #1/z (OTHOCUTENbHAS UHTEHCHBHOCTD, %) 223 (29)
[M]7,205 (100) [M-F201 7, 179 (25) [M—-CO2] 7, 170 (74) [M-H20Cl] ©. ITpusenens: suauerms m/z
TOMBKO JUISL M30TOMA kol

4-Tuppoxcuxuuoug-3-xapbonosas xucxora (XivVa). Cvecs 2,7 r (0,01 mom) adupa Il u 5S¢
Mexraoro noponika B 30 mu nexsnost ACOH xunsarar § 4. OxaaxnaoT, QICIbTPYIOT, 0CTATOK ITPOMBIBAIOT
cnmproM. K ¢rumrpary mobasnsior SO mn soms:, pacteop KOH mo pH 8...8,5, nepememmBaor U
dumsTpyror. @uistpar nopkucksot HCL no pH ~3,5. Ocagox xucuots XIVa OTQHILTPOBBIBAIOT,
HPOMBIBAIOT BOOM, BhICYHIrBaror. Macc-cmextp: 189 (33) [M] * 171 (56) [M-HL01", 145 (100)
[M-CO21 ™, 117 (58). ; :

Camemanmas ipoba ¢ ofpasiom kuciotst XIVa, nomyuesnsM 10 metogpke pabors [21], He maer
nenpeccu TemuepaTypsl asienss. DCI oTrx coeguHeHit MASHTUYHBL.

Stanoesii a¢up 2-0xco-1,2,3,4-Terparuapoxunoana-3-xapfososo# kucxors (XVila,
C12H13N03). Cmecs 2,51 r (0,01 monp) sdupa V i 5 r upnaxosoit meuin B 30 M renasoit AcCOH xumarar
NpM MepeMEenMBAEMK 5 4. OXIaXAA0T, QUIbTPYIOT, OCTATOK HA (MIBTPE HPOMBIBAIOT CHFPTOM.
@urpTpaT YNapuBaiOT NPK NOHVOKSHHOM NABICHMH ROCyxa. Beowon 1,47 r (67%). Tor 210...211 °C
{sranon). Coextp IIMP (IMCO-D6): 10,36 (1 H, ¢, NH), 7,09 (1 H, 7. 5, J=7,0 u 1,30y, 7-H), 6,85
(UH, 1.7 J/=80ul,6lu,5-H),662(0H, 1.8/ =72ul,8Tu,6H),636 0 H,o0.n0J/=74u
1,5Tu, 8-H), 3,93 (21, x, COOCH?), 3,72 (1 H, ¢, 3-1), 3,25 @H, 1, CHD), 0,93 M. . (3H, 1, CH3).
Macc-crextp: 219 (38) M]7, 218 (92) [M-H]T, 172 (73) [M-H20C2Hsl™, 146 (100) [M-
HCOOC:H4] ™.

STunoEbUA 3¢hup 1-3THiI-2-0kc0-1,2,3,4-1eTparuipoxeHoanH-3-kap0oHosoi xucaotsi (XVIIG,
C14H17N03) n01yUueH aRaIOrHIHO € BHrX0noM 63 % . Ton 127...129°C (rexcan) . Cnexrp IIMP (IMCO-
De):7,2 U H, 1.8, J=6,8u1,3Tu, 7-H), 6,96 A H, 1, J=8,0I, 5-H), 6,78 QA H, 1, /=701,
6-H),6,47 O H, 1. 1, J=7,2u1,6Tu, 8-H), 3,99 (4 H, x, NCH + COOCH?), 3,76 (1 H, ¢, 3-11), 3,31
(2 H, 7, CH, 1,26 (3 H, 1, NCH2CH3), 0,98 M. . (3 H, T, COOCH2CH3) . Macc-cnexrp: 247 (18)
IM]7, 246 (80) [M-H] ™, 200 (29) [M-H20CoHs) ", 174 (100) [M-HCOOCH4] .
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