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2*. CUHTE3 5-OKHMCEY 3AMENEHHBIX
4-TUAPOKCH-1-0KCO-1,2-IVTUAPOITUPHU N A3WHO [4,5-p] XMHOJIHMHOB

Peaxuwmeit N-oxmceit AuMeTIIIOBBIX 3DUPOB XUHOMMH-2,3-AMKapOOHOBBIX KUCIOT
€ IMZAPasMHOM M HOCIEAYIOMUM OKMCIEHUEM HafyKCyCHOM KHCIOTOH CHETESUPOBAHbI
S-OKHMCH NUKIMISCKUX IHIPA3HOE 3aMEIIEHHbIX XUHONUHE-2, 3-TMKAPBOHOBEIX KUCIIOT,
M3 KOTOPbIX 3ATEM IOIYUECHB DACTBOPUMBIE B BORE YETBEPTUYHbIE AMMOBUEBHIE COJIH.

B mpomomxeHme HAYATHX HAMYW WCCASHOBAHWA N0 CHHTE3Y M H3YUCHHIIO
OHONIOrMUECKOM AKTWBHOCTA LUKJIWYECKWX TIMAPA3HAOB TETEPOIMKIMYECKIX
AEKapOoHOBBIX KUCHOT [1] B HacTosmed paGoTe ONMMCAHO MOIYYEHME S-OKHCEH
3aMemeHunX nupuAasuHo [4,5-6 xmaonuaos 111, CoenuHeHRMS 5TOrO Kjacca HE
OIMCaBHl B JHTEPAType, HOSTOMY MBI M3YYH/IA B4 BO3MOXHBIX HOAXOAA K WX
caate3y: 1) B3aumMopeiicteme N-oxuceit mmadumpor [ ¢ ruapasmEIGAPATOM;
2) mpsamMoe OXMCICHUE NHpUAA3HHO [4,5-b xuromuHOB I1.

- Metomuky, paspaloTaHHyl HaMu Aad Doayuesus coemmHermit II [1],
MIPUIIOCh 3HAYATENHHO MORM(UOMPOBATH, TAaK KAK MPH B3aUMOACUCTBHE HAXE
HE3aMemennoro auadmpa la ¢ rugpasmarmaparoM Hapaay ¢ J-oxuceio [la
obpasyerca 3..4% BoccramoBiaeHHOE (opMe Ila, a IpE WCHOIH30BAHUA
rajgorensamemeHnanx auadupos I cogepxanme II pesko sospacraer. B aurepaTy-
pe €CTh IPHMEP BOCCTAHOBAEHWS N-OKWCH NAPHAWHA TIWAPA3UMHOM, OFHAKO
B Oozee KECTKMX YC/IOBHSX WM B IPUCYTCTBMM MENHOTO Kataomaatopa [21.
Ommcaso Takxe BoccraHosicEme C=N-CBES3M OpH IPOBEAEHWH DEAKIHA C
TEADASMHIUAPATOM B KHWIAMIEM 5TAHOJE, UTO OOBACHIETCS BO3MOXHOCTHIO
ofpasoBaEWd JMEMKAA B KuCaopoaconepxamest atMocdepe [3]. Iosromy
B JajmbHEeHmeM peakmuwio auadumpos [ ¢  rEEpASMHEMMAPATOM MBI IPOBONHIIA
B artmochepe aproHa (B coiaygae la sro ymemsmmno comepxasme Ila go
0,5...1,0%). OxcoepuMeHTs! € W3MEHEHWEM BpeMeHu peakmmu (3.8 o)
H KoymdectBa ruapasmETHEApata (2...10 35KxB.), a TakXe ¢ HMCOOAB30BAHHEM
PasIAYHBIX PACTBOPHTEAEH (9TAHON, METAHOJ, W30IPOHAHON, JAMETHI(opMa-
MU} TOKA3a/JIH, YTO OUTHMAJIGHHEIME YCJIOBMIMME IS OCYIIECTBACHES KAHHON
peakuyy ABISIOTCH: cooTHomeHme | : rumpaswmaTmapar = 1 : 3, RundueHme B
JTaHone B arMmocepe aproEa B Teuenmme 3 u. Ilpm 3TOM Ccomepxamme
BOCCTAHOBJCHHOM (opmbr 11 } TPORYKTE 3aBMCHT OT XapakTepa 3aMCIICHHS
B yicxomeoM ausdupe I mpe R* = C] wm R° = F, Cl, Br — 9,5...16%; mpu R”
R®=F, Cl, Br — 30...55%; opu R* = Cl — 45..70%; mpu R’ u R* = F, CI, Br
— 85...95%,. lnsg METOKCHIIPOX3BONHOIO P COOTHOMIERHH I : IMIpa3HEIHApaT
1 : 3 obpasyercst cmech mmkamaeckoro ruapasmpa I1In m N-ammmommuma IV
(coorromrenme 1 : 1 ompexeneno mo cuekTpy IIMP, B X0TOpOM KpOME KBOMHOTO
Habopa CHTHAJIOB apPOMATHYECKMX MPOTOHOB HPHCYTCTBYIOT TAKXKE VIIMPCHHBIE
curaansl NH2 — 8 5,10 m. 1., NH — § 12,00 mx. w OH — & 14,70 m.x).
O6paszosarme momobroro N-amwmmonpomssomoro (NHz — & 5,15 M. 1.) npm
B3aUMONEHCTBHN [muabupa 4-METHIXWHOMAE-2,3-TUKApOOHOBOK XKWCAOTHL ¢
THAPA3MHETUAPATOM OIMCAHO B mTeparype [4]. Harpesamwe monyuermoi cMecu
OIx m IV ¢ 15 oskBWBaseHTamMu TWADASMHTHADATA X nocaeryomasa obpaborka
YKCYCHOU KUCIOTOM fnaroT N-oxuch 1111 ¢ conepxanuemM BOCCTAHOBIEHHOH (HOPMEI
Hn oxomo 29%. Ilpm mcxomsoM cooTHOmEHWH Ix : rumpasmermzpar = 1 : 20

* Coobmenme 1 cm. [1].
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npomasoaoe [V Be ofpasyercd, a monyuenusidi upoxykr [1Ix comepxur Menee
1% BoccranoBneHBON (bopmBl IIx. 3TOT aHOMANBHBIA pe3yaABTAT, OUECBHIIHO,
03HAYAET, YTO BOCCTAHOBJICHUE I'MAPAZMHOM OOJEr4aeTcsd TOABKO IPH HAIWUAH
SJIEKTPOHOAKIENTOPHEIX 3amecturencit B N-oxkwmcnm [ IlomrBepamts 3TO
npennono;xelme UOKa HE YRAJIOCh, TaK KaK4 )ma z(gymx Lmsqmpa c
efKTpOHgnOHopman SSaMeCTI/ITeJIﬂMH ImMm R =R = 0OMe) u I=
O-CH2-0) wm3-3a BeceMma HI/IBKOH pPacTBOPHIMOCTH
HpaKTqucm He peampyrm C TUOPASHHIAAPATOM TPHU KUNIUCHUW B DTAHOMIEC
B TeueHme 3 4.
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WspectHo, uTO HyXICOQWIPHOE 3aMEIICHWE TANOTCHOB B N-OKHCSX
IIPOTEKAET JIeTUE, YeM B COOTBETCTBYIOMUX Terepomukiax [5]. Mur mabnronanu
TaKkWe pEaKIUU A9 HEKOTOPHIX @To%conepxanmx N-oxuceit I T aK‘1 npn
Bsamwoz(encmm Im3thupoB Io ®R'=R Hg R? = B, In R!'=R

=F; R® = Br) wm Ip ®R? = R* = H; R =R =F)c mz(pasmenmxpaTOM
npoucxomxrr OHICTPOE  3aMETIEHAE (bTopa Ha THAPA3WHOIPYINIY, TpHUYEM
rEApaswAbl He 00pasyrooTcd, Tak kak coeqwnenud V, VI wm VII smmazamor B
OCajoK U jJajce ¢ TUAPA3WHTHAPATOM HE pearmpylor. B ciyuae Br,F-mpomseon-
HOTO 3aMEIleHWe WMEHHO atoMa (Topa OFHO3HAYHO HIOATBEpXAaeTcs (opMoit
curaanos 5-H u 8-H B cuextpe [IMP coenunenna VI: aBa cmHmIieTa, OTCYTCTBYIOT
KCCB (Jup). B cryuae F,F-npoussommoro Ha rugpaswHOrPYINLy 3aMeEilaeTcs
rop mpm C(g), Tax xak B cuekrpe IIMP mpoxyxra VII curman — NHNH? cunsso
casuraercs B caabmie moas 3a cder 00pasOBAaHWS BHYTPHMOAEKY/ISPHON
BOIOPOMHOM cBa3® ¢ xmcsoponoM N-oxucu (8 10,28 M. a. mo cpassenamio ¢ 6 8,49
u 8,01 M. a gns coemmmesmit V wm VI), upm ortom dumkcrpoBamHOE
mpanc-pacnonoxenne ceasert N—H m C—F Bpi3piBact B3auMOAEHCTBAE ATOMOB
H u F uepes nares o-cas3eit (1, JHF=2,5Tm).

Ilpomseomabie xwmrEOAwHA II, Kak ® CloegoBajo OXuAaTh, OKA3AJHCH
MHEPTHBIME X [efcTBUI0 OOJBPHIMECTBA OKACASIONAX arcHTOB, OOBIUHO
UCTONIB3YEMBIX Uist cHHTE3a N-OKucel s-medMnuTHBIX TeTepOIUKIOB, HaIpH-
Mep, mM-xJaopHanbensonnag kucaora (0], oxone {7], cucreMa GTOpUCTOBOTOPOA-
Hag K@crota — muMerwihopMammy — merason [8]. B nmmrepatype ormmcano
OKHC/ICHUWE IHAKJIWUECKOTO THApAswia NHpHAnH-2,3-quxap0oHoBofi KHCIOTH
HATyKCycHOM Kucaoron npu 95 °C # mokazaHo, YTo B 9THX YCIOBHIX ITPOMCXONHUT
IUAPOAN3 ¥ AEKAPOOKCHIMPOBAHUE, HM3-33 UYETO BHIXOK IN-OKWCH COCTABISET
toaeko 33% [9]. AmajnormuHBie HPOIECCH, BHANMO, NIPOWCXONAT H TIPH
OKECIeHMM XWHOAWHOB 11 (XOT9 MBI HE BHINEILIN HPOAYKTH pasnoxenwuq VIII
wn [X), npruem smecro 32 %, HaNYKCYCHOH KUCHOTHE Ty UIE MCHOIb30BATE CMECh
yrcycao# kmciaoret uw 309 wuepexwcu momopoxma (1 : 1) mpm Temmeparype
70...75 °C. Oxguako A1d ragoreE3aMelieHHbX coenmaernii 11 ckopocTs ragponmsa,
OUEBHMAHO, OMM3Ka K CKOPOCTH OKHCJICHHES, B peaybTare Berxonsr N-okuce#t [11 me
NMPEBHIMIAIOT HECKOABKMX MPONECHTOB. J(MPEKTHBHOCTE METORHKM YAAJIOCh
TIOBEICHTH 32 CUCT MCIOJb30BAHMS B KAUECTBEC MCXONHBEIX HE YMCTHIX XWHOJIMHOB
II, a pamee monyuemmeix Hamm cMeceir ppom3BopEhix II mw III, mpmuem ¢
comepxanueM BoccTanoBaennoi gopmer 11 ue Gonee 609, . Ilpu sToM copepxanne
N-oxucm B mpomykTte yaaercd ysemmumth mo 80..95%, xora m ¢ Gonpummmu
IIOTEPIMHE 34 CUeT IMRAPOIM3a, HOcae dero umcrhlie cogmumucHwms 11 momyuens
MHOTOKDATHOM KpHCTaAnusamver uz aumerwadopmamuna. Takam ofpasoM Ham
VOANOCh CHHTE3HpPOBATh pgn 3aMemenmsix N-okmceir Illa—i, xorga m ¢ Gosee
OrpaHUUYCHHEKMY BADUAHTAMY 3aMEIICHUS, UeM T THprHAa3wHo [4,5- 5 [xuHOomHOB
II [1]. Ilpeobnamarmomaa gis mpomseommtix 11 4-rmapokcm-1-oxcodopma mis
5-oxwuceii 111 momxsEa OBITH HOMOHATEIPHO CTAOMIA3APOBAHA BHY TPUMOIEKY ISP~
HOH BONOPOXNHOE CBY3BI0, UYTO IOLTBEPXAAETCH HRAHHBIME CcoexTpos I1IMP
coemmenni [1la—u: qBa ymvpenaux caraana s obnacta 6 11,95...12,20 (NH) n
14,12...14,83 m. x. (OH).

Cepbesnoil mpobIeMol 0Ka34/1aCh OYEHD HU3KAS PACTBOPUMOCTD COENMHEHH
II u 1] (upw xOMHATHOW TEMIEpPATypPe TOJBKO B JAMETUICYIbGOKCHAE M B OUCHb
MJIEHPKOM KOHUEHTpamuu). BBegesHme MONOTHATEABHOTO THXPOMHMIEHOTO
3aMECTUTENS UPAKTHYCCKH HE YIyUYUIO DPACTBOPMMOCTH IPOWM3BOKHOTO X 1O
cpapHeHMIO C N-HezamemeHamM mpom3sogebeM 1ls [1]. llpm wmormmrrkax
IOy yeHus coeit coenmueHni 11 ¢ nepBwyHBIME, BTOPAIHBIMYA WM TPETHUHBIMA
aMHMHAMHA OKa3aJ0Ch, YTO TAKWE COMM TIP¥ YOAPABAHWM WX PACTBOPOB
pasyararorcs Ha WCXOXHBIE KOMIOHEHTH. lIpob/ieMy yOoanoch PElidTh 3aMeHOoH
AMWHOB HA THAPOOKWCH YETBEPTHYHHX aMMOHWEBHX OCHOBAHWMK (AHAJIOTHYHEIM
METOJ OIWCAH I MOIy4Yesus cosic 10-TupoKCuTIPON3BONHBIX TupUAasuHo [4,5-
bIxmuromuuos [10]). Tak, upu obpaborke coemuuenni 11 oqEuM SKBHBANIEHTOM
THIPOOKWUCH XOJMHA B METAHOJE HPOUCXONWT OTHICIUIEHNE MOJIEKYJIH BOXB U
obpasyroTca X0awHOBHE comu X1, 4 C TEAPOOKHCIMA TETPAMETHIAMMOHAS MK
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terpasTriaMmonmns obpasyiorcs coma XII, XIII. Ilpm wmcmombzosanum OBYX
SKBUBAJICHTOB TIMAPOOKWICH XOJWHA TOMYyYCHA AWXOIMHOBAS COMb X1V, uro
moaTBepxaaer Hagnume 1,4-murappoxcmbopMer mas coepumenns 116 8 pacrsope.
Amanorruso S-oxwcn mmperazuso[4,5-6 xumomraor 1 mpeBpamneHbl B XOJMMHOBEIE
coma XV wru terpaankwiaMmonmesbie com XVI—XVIIL. Bee moryuennsre coxn
XI—XVIII ouens rmrpockonmasbl (cMm. Tabna. 2), OQHAKO BECBMA YCTOMYMBEL
(MOTYT XpaHWUTBCS 0Oe3 W3MEHEHWA B TEUCHHE HECKOIBKHX MECAUEB IIpH
KOMHATHOHM TEMIIEPATYPE) M XOPOIIO PACTBOPWMEI B BOAE, METAHOAE M STAHOJE.
IIpr womkmciHeHWM METAHOMBHBIX pacTBopoB comedt XI—XVIII ¢ mouru
KOJIMYECTBEHHEIMA BHIXOZAMY BHXEICHB MCXONHBIC MUpuAasuHo [4,5-5 [xnaoma-
Bol II mwma N-oxwem II. Msr mpumucamm comsm XI—XIII m XV—XVIII
4-oxcu-1-0KcohopMy Kax COOTBETCTBYIOMEYIO HANOOIEE YCTORUMBEIM TAYTOMEPAM

n1g 6asossix coemmuerwi I1 [1] u 111, onaako cTporoe 0KasaTeabCTBO CTPYKTY DB
STHX COJicH TPeOyET MOMONHMTEILHEX HCCASIOBAHMIA.
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CumresupoBagueie mamu coemuEenmd [lla—ia, XVa—n m XVI—XVIII
TOKAa3a/J4d BHICOKYIO AKTUBHOCTh B KauecTee aHTaromumcTo NMDA-penenTtopos,
npuyeM o GONBIMAHCTEY TECTOB OHE mpeBocxonar coemmmenma [I m XI—XIV
C OMMHAKOBHIMH 3aMECTHTENIMHA B OCH30/IPHOM IHKIE. 11onpoCHEE PE3yabTATH
OHONMOTMUECKIX ACTHITAHNH OyayT OmyO/IMKOBAHbB TO3/HEE.

SKCIIEPMMEHTAJBHAYG Y9ACTb

Cnextpb IIMP s3anmcans: va ciektpomeTpe Bruker WH-90/DS (90 MI') , BHyTpeHHwME CTARIADT
TMC. Temueparypsi IIABIEHNS ONPEAEAeHb] Ha MUKPOHATPEBATENEHOM Onoxe Boetins i He KOppeKTH-
posayst. YucTora coepuuenuit onpeneaena MetogoM BOJKX (Zorbax Pro 10 Cs, 4,6x250 vm) . Topsuk-
Has (asa: 40% auveromurpuaa — 60% 0,1 momsproro docdartroro Gydepuoro pacrsopa ¢ pH 2,5.
Herexrop UV-254 am).

0061 as MeTonuka CHHTe3a 5-OKHCeH 4-THIPOKCH-1-0KC0o-1,2-paruaponnprrasuao] 4,5-bxmao-
auHos Hia—o.

A, Peaxning N-oxuce#t TuMeTsIOBEIX 3hHPOB XHHOMH-2,3-1MKapOOHOBBIX KHCJIOT I ¢ rugpa-
suaragparom. K pacreopy (wim cycnensum) 5 mmons guadwupa la—ir [1] B 25 M kumsmero 31asH0a
B atMocdepe aprosa xobasnsior 15 MMons ruppasunTuapara (s puatupa In 100 MMous) ¥ cMecs Kutis-
THT IPYU HEePEMEITMBativy B TedeHMe 3 1. TIocse OXiaskAeHus CMECh BBIIEPKUBAFOT CYTKH IPH KOMHATHOM
TEMIEPaTyPe, BHIIABIIMEI OCAZOK OT(DHIBTPOBBIBAIOT, NPOMBIBAIOT HA GuibTpe sTanonoM u sdupom. [pu
BhiiepXUBaHUM QIIBTPATA B TEYEHUE HECKONBKMX HEMENIb MOYKHO [0JIyIATE JOHONHUTEIbHOE KOMMIe-
CTBO TMAPAMHMEBOH coyu. [TOMIVUEHHy:0 THMADASHHMEBYIO COJMb 0e3 oumcTkH 00palaThiBaroT 15 M
YKCYCHO#M KWIGJIOTHI, CMeCh nepeMernmsaroT 3 a upu 70...100 °C, sateM oxnakparoT 10 KOMHATHOM
Temriepatypol. Ocanox 0ThMIBTPOBBIEAIOT, IPOMBIBAIOT Ha (DUABTPE STAHOIOM U I(PUPOM, NIOTYICHHYIO
cmecs nipomasopubix I v 1T aranusupyrot merogom BOKX. TIponykTe! € copepaxaruem coeguuerms I
Gonee 15, HOABEPraloT HONONHUTEIHHOMY OKMUCIEHHIO. ]

B. Oxucienne cMecn npouseomusx I u M1 mepexucyio BOZOpOaa B YKCYyCHOM kucaore. K cMecu
10 nn yxcycroit kucaotst ¥ 10 ma 30% mepexumcu BOZOpORa N00aBnsioT cMech npoussopusix 1 u III,
nonygenHy0 mo Metony A. Cmech nmepeMemmsaror mpu temueparype 70...75 °C & rewenue 1...6 1 (8
3ABMCHMOCTH OT copiepxanusd II), GbiCTpO OXJIAXAAIOT N0 KOMHATHOM TEMIIEPATYPBL M CPa3y PUibTPyIOT.
Ocanox Ha GuabTpPe HPOMBIBAIOT BOHOMH, CYIIAT Ha BO3JyXe M aHaM3upyror meropom BOZKX (xpome
coevmeruit 11 1 I moasisr0TCS AONOMHUTENbHbIE ipumecH) . TIpogyk st ¢ copepxanuem II Gonee 159,
MORBEPraroT NOBTOPHOMY OKMUCIIEHMIO, TPOAYKTHI ¢ copiepxanuem Il MeHee 15 %, nepexprcTammmaosbBaoT
uz puMeTwihopMamupa (MHOI2 MHOTOKDPATHO) RO moiyderms S-oxmce#t IH ¢ wwmeroroit 97...99,5%.
DUsUKO-XMMUUIECKYE XaPAKTEPUCTHKY coeuHenmit [Ila—a nprBegers! B tabn. 1.

Q0nias METOAMKA CHATE3a XONHHOBBIX COJIel 4-TAIpoKcH-1-0xco-1,2-auruaponrpyunasuao[4,5-
blxmmoxuaos X1 v S-oxuced XV. K cycuensun 10 mmons coeumenus I [17 zums I 8 50 M merasona
pH nepememyBanyy 100aBasnot 10,5 MMomb 45% pacTsopa THAPOOKMCH XOMHa B MeTaHone. CMecs
NEePeMENIMBAIOT KO PACTBOPEHMS 0CafKa, PACTBOP YIAPUBAIOT JIOCYXa B BAKYYME, OCTATOK 3aTUPAIOT C
aneToruTpriIoM. Ocanok OTduIbTPOBEIBATOT, IPOMBIBAIOT HA DUIBTPE ALIETORMTPHIIOM ¥ AGCOIOTHBIM
adupom, cymar B Bakyyme (1...2 mM/pr.cT.) npu 40...50 °C. Ilomyyaror xomuossie conu X1 wm XV 8
BUJle UHTEHCHMBHO OKPAIIEHHEBIX TMFPOCKOIMYHBIX IOPOUIKOB, KOTOPBIE IO YUCTOTE OGBIMHO COOTBETCT-
BYIOT MCXOIHBIM coepuuenysM I vinwm I11, a B cyuae HEOOXOIMMOCTH MOTY T OBITE [IEPEK PUCTAIIM30BAHbE
u3 usonponanona. OHIHMKO-XUMHUYECKHE XAPAKTEPUCTHKY coefuuennit XIa—u,Mm—o u XVa—J npu-
BEAEHH! B 1401, 2.

TeTpaanxuIaMMOHUEBEIE COJH 4-THAPOKCH-1-0kC0-1,2-guruaponupunasuso|4,5-b] xmaoxa-
HOB X1I, XIII u 5-ok#ceit X VI—XVIIL Ilonyuens! aHa OTMUHO npepbiymeit o0mei MeToguke 13 10
Mmoo HpougsopHsix 16 [17 v 116,58 u 10,5 MMons 259, pacTBOpa rMAPOOKUCH TETPAMETHIAMMOHMS
B METaHOME WM 35 %, pacTBopa ruAPOOKUCH TETPAdTHIAMMOHMS B BOAE. DHMIUKO-XUMHUIECKYE XaPaK-
TepucTuky coegunennit X1, XITI, XVI—X VI npusenens! B Ta0L. 2.

J¥XOMMHOBas COJb 1,4-qarmapokcr-8-xnopmapraazuso [4,5-b]xuaomsa XTIV, Tlonyuena aganory-
HO IpembIayme obmeit Merorvke u3 10 mmors npoussonsoro 16 {17 v 21 Mvons 45%, pacteopa rupOOKHCH
X0nuHa B MeTasosie. DU3HKO-XuMUYeCKye XapaKTepUCTHKY coepuenust X1V rpusenens: B Ta0m. 2.
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Tabunuwma 1

XapakTepPUCTHKA 5-OKMCER 4-TuapokcH-1-okco-1,2-puruaponupujasuno[4,5-b]xunommHos  Ia—1

R* 0
3
oo
R? TN N
"0, O
H
oo , \ ] oo, % Criexrp TIMP (DMSO-Dg), &, m. i, J, T
HGHIXI/[C- R R3 R @%m; Ty °C Boixom, %*
C H N apoMaTHYECKHe TPOTOHBL (oGMemggbrS: ¢ D,0)
1 2 3 4 5 6 7 8 B 10 11 12
mMa |H H H C11HN305 57,56 | 298 | 18,22 >300 7,88...8,28 (2H, M); 12,02 (1H, ym. c); 65,0
57,65 3,08 18,33 8,46...8,79 (2H, m); 14,83 (1H, yu. ¢)
9,07 (1H,c)
me | H c H C11H6CIN3O3 49,34 | 229 | 15,40 >300 8,12 (1H, 1. &, J1 = 9,0, J2 = 2,5); | 12,10 (1H, ym. ¢); 88,0
50,11 2,29 15,94 8,60...8,73 (2H, m); 8,96 (1H, c) | 14,55 (1H, yu. ¢)
HIs H Br H C11HgBrN3O3 42,57 1,91 13,40 >300 8,27 (UH, a. 1, J1= 9,5, J2=2,0); | 12,00 (1H, yur ¢); 78,0
42,88 1,96 13,64 8,60 (1H, g, J = 9,0); 14,40 (1H, ym. ¢)
8,82 (1H, g, J = 2,0);
9,00 (1H, ¢)
mr |H F H C11HgFN303 53,43 | 235 | 16,90 | 297..298 | 8,07 AH, x & % J1=9.5, 12,00 (1H, ym. c); 37,0
53,45 2,45 17,00 J,=8,5,73=2,5); 14,58 (1H, yu c)
8,36 (1H, a. 1, J1=9,5, /2= 2,5);
8,75 (le A. A, Jl = 9151 -72 = 5v0))
9,02 (1H, ¢)
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IIle

IIDx

113

11807

Ik

IIIn
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Cl

Ci

Br

Cl

OMe

Cl

Br

Cl

Cl

H

Cl

Ci

3,83 (3H, c).

C12HgN304

C11HsCI;N303
C11H5BrCIN;O3
CuHsBI‘C]N303

C11HgCIN;O5

C11HgCIN3 03

C11H;sCLpN304

Tocsie OKMCIIEHNS U NepeKpUCTANIM3AUE U3 JUMETHIKhOpMaMua,
Il —OCH3

>300

>300

>300

>300

>300

>300

>300

(1H, c);

(1H, ¢

(1H, 5, J = 9,0);

9
9
1
0...8,31 (2H, m);

8 (1H, 1. 1, J1=9,0, Jo = 2,0);
3 (1H, c)

0

8

8

(H, 5,7 =9,5);

H, 1, J =9,5);
(1H, ¢)

11,95 (1H, ym.
14,70 (1H, yuu.

12,06 (1H, ym.
14,32 (1H, ym.

12,06 (1H, yum.
14,28 (1H, ym.

12,13 (1H, ym.
14,32 (1H, yu

12,05 (14, ym.
14,60 (1H, ym.

12,16 (1H, yu.
14,64 (1H, yur.

12,20 (1H, yum.
14,12 (1H, yum.

c);

c)

€);
c)

c);
©)

)
c)

o);
)
c);
c)

c);
<)

68,0

16,0

15,0

17,0

31,5

33,5

20,0
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Ta6auua 2

Xapaxrepuctnka coJeil 4-rugpoxcu-1-0kco-1,2-parupponupunasuHo[4,5-b]xunonunos XI—XVIIX

S , —_— et %o Crextp IIMP (CD30D), O, . a, J, Ty
HeHwe R R @%yl\jl;?lﬂ Ty °C Beixop, % »
c H N annaTUICCKue APOMATHYECKHE
IIpOTOHBI TIPOTOHEI
1 2 3 4 5 6 7 9 10 1
Xla |H |H | CiHpoNOs 5423 | 7,39 | 14,15 102...110 | 3,21 (9H, yur. o); 7,64...8,02 (2H, w); 8,09..8,57 | 81,5
*H,0°2CH30H 54,26 7,59 14,06 (pasi.) 3,38...3,64 (2H, m); (2H, m); 9,17 (1H, ¢)
3,89...4,13 (2H, m)
XI16 H Cl Ci6H;9CIN403+0,25H,0 54,10 5,55 15,61 189...191 3,25 (9H, ymw c); 7,89 (H, n. 5, J1= 9,0, J2=2,5); 84,0
54,08 5,53 15,76 3,37...3,67 (2H, m); 8,23 (I1H, n, J = 2,5); §,34 (1H, n,
3,87...4,17 (2H, m) J=9,0); 9,13 (1H, ¢)
XIe |H |Br | CigHioBrN4O3+2,5H,0 44,07 | 514 | 12,73 234...236 | 3,22 (9H, yu. c); 7,99 (1H, x. 1, J1 = 9,0, Jo = 2,0); 61,0
43,65 5,49 12,72 3,38...3,67 (2H, m),; 8,26 (1H, n, J = 9,0); 8,41 (14, p,
3,88...4,08 (2H, m) J=2,0); 9,09 (1H, ¢)
XIr H F Cy6H19FN403+2H,0 52,08 6,23 15,19 229..230 | 3,20 (9H, yur. c); 7,64...7,91 2H, m); 8,39 (1H, x. 1, 95,0
51,89 6,26 15,13 3,40...3,58 (2H, m); J1=19,0,J,=5,0); 9,12 (1H, ¢)
3,88...4,08 (2H, m)
XIz  |H | OMe | CiyHpN404:3H,0 51,18 | 6,89 | 14,01 202...203 | 3,20 (9H, ym. c); 7,45...7,67 (2H, M); 77,5
50,99 7,05 13,99 3,39...3,59 (2H, m); 8,22 (1H, p, J = 9,5);
3,89...4,11 (5H*, m) 9,01 (1H, c)
Xle |Cl |Cl | CigH1sClN4O3 Hy0 4724 | 500 | 13,60 | 205..208 | 3,22 (9H, ym. ¢); 8,46 (1H, ©); 8,55 (1H, o); 83,0
47,65 4,99 13,89 3,40...3,62 (2H, m); 9,14 (1H, ¢)
3,89...4,15 (2H, m)
Xbx | Cl  |Br | CysHysBrCIN,O3+H,0 42,78 | 4,60 | 12,44 207...209 | 3,22 (9H, ym. c): 8,53 (1H, ¢); 8,64 (1H, ¢); 90,5
42,92 4,50 12,51 3,34...3,66 (2H, m); 9,13 (1H, ¢)
3,84...4,16 (2H, m)




£¢T

XIa

XIu

XIm

XIu

XlIo

XII

XIII

X1y

XVa

Br Cl
Cl H
OMe | OMe
0—CH2—-0
F H
H Cl
H Cl
H Cl
H H

C16H18BrCIN403°H,0

C161‘119C1N4O3 ¢ 0,5H20

CigHy4N4O5+2,5H,0

Cy7H20N405°2,5H,0

Ci16H19FN4O3+2H,0

C15H17CIN4O, « HyO

Ci9H35CIN4O,+2,5H,0

C21H32C1N504 * HzO

Ci16HaoN4O4*H, 0O

—
54,85

201...

184...

195...

212.,

215...

194...

195...

182...

179...

203

185

197

214

216

195

196

185

180

,22 (9H, ym. ¢);
,34...3,66 (2H, m);
,87...4,13 (2H, M)

,22 (9H, ym. c¢);
,35...3,66 (2H, M);
,87...4,13 (2H, M)

2

3

8

2

3

8

,20 (9H, ym. ¢);
,38...3,60 (2H, M),
,92...4,14 (8H*, m)
,20 (9H, yur. ¢);
,36...3,60 (2H, m);
87..4,13 (2H, wm);
,20 (2H, c)

1
3
8

,18 (9H, yuu. ¢);
,33...3,55 (2H, m);
,86...4,14 (2H, m)

3,21 (12H, ym. ¢)

1,16...1,38 (12H, m);
3,14...3,40 (8H, ™)

(18H, yur o);
3,76 (4H, m);
4,27 (4H, m)

6
0.
9.
0 (9H, ym. ¢);
0.
8.

’

1

..3,64 (2H, m);
4,14 (2H, m)

H]

3,3
3,5
3,9
3,2
3,4
3,8

?

8,43 (1H, ¢); 8,73 (1H, ©);

9,13 (1H, ¢)

7,71 (AH, 0. 7, J1 = 9,0, J2 = 2,0);
8,20 (1H, g, J =9,0); 8,38 (1H, &,
J=2,0); 9,19 (1H, ¢)

7,47 (1H, c); 7,68 (1H, ¢);

8,92 (1H, ¢)

[o |

38 (1H, ©); 7,54 (1H, ¢);
85 (1H, ¢)

7)59 (1H7 A.a. A, Jl = 9757
Jr=8,5,J3=2,5); 7,99 (I1H, n.x, J1
=10,5,J2,=2,5); 8,27 UH, a. 1, J1
=9,5,1,=16,5); 9,22 (1H, c)

7,89 (1H, a. 1, J1 = 9,0, J3 = 2,5);
8,24 (1H, », J = 2,5); 8,34 (1H, n,
J=9,00;9,12 (IH, ¢)

7,89 (1H, n. pn, J1=9,0, J, = 2,5);
8,24 (1H, g, J = 2,5); 8,34 (1H, g,
J=9,0); 9,12 (1H, ¢)

8,04 (1H, 1. 1, J1 = 9,0, Jo = 2,5);

8,39 (1H, n, J = 2,5), 8,47 (1H, #,
J=9,0); 9,26 (1H, c)

7,69...8,00 (2H, m); 8,18 (1H, yu.
n, J=8,0); 8,59 (1H, ¢);

8,76 (1H, ym. g, J = §,5)

92,0

97,0

89,0

89,0

57,5

79,0

83,5

94,0

91,0
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OxoHuaunue Taba 2

1 2 3 4 5 6 7 9 10 11
XV6 |H | Cl | CiHgCINGO, H,0 4930 | 546 | 14,24 185...188 | 3,22 (9H, yu. 0, 7,88 (1H, 1. 1, J1 = 9,0, J3 = 2,5); 87,5
49,93 | 550 | 14,55 3,41...3,59 (2H, m); | 8,27 (1H, ;1,./ 2,5); 8,52 (1H, ¢);
3,90...4,10 (2H, M) | 8,76 (1H, 1, J = 9,0)
XVe |H |Br | CigHBrN4O4 H,0 44,85 | 4,93 | 12,9 191...193 | 3,20 (9H, ym. c); 7,99 (1H, z. 1, /1= 9,5, J2 = 2,0); 71,5
4475 | 3,92 | 13,04 3,40...3,56 (2H, m); | 8,41 (1H, &, J = 2,0); 8,53 (1H, ¢);
3.90...4.08 (2H, m) 8,64 (1H, 1, J = 9,5)
Xvr |H |F Ci6H10FN;04+ H,0 51,84 | 5,67 | 15,05 203...204 | 3,22 (9H, ym. ©); 7,64..7,98 (2H, M); 8,62 (1H, o); |  37,0%
5217 | 575 | 1520 3,41..3,6] (2H, m); | 8,87 (1H, & 1, J1 = 10,0,
3,92..4,12 (2H, M) | J2=5,0)
XVg |H | OMe | CyHpuN,O5Hy0 5323 | 637 | 14,60 193...194 | 3,20 (9H, yw. c); 7,44...7,60 (2H, M); 71,5
53,68 | 6,36 | 14,73 3,41...3,57 (2H, »); | 8,51 (1H, ¢);
3,92..4.12 (SH* m) | 8,69 (1H, 1, J = 9,5)
XVl |H Cl | CisHi7CINGO5+3H,0 46,05 | 5,81 14,17 228..229 3,20 (12H, ym. ¢) 7,87 (1H, 1. 1, J1 = 9,0, 72 = 2,5); 73,0
46,10 | 5,93 | 14,34 8,27 (1H, 1, J = 2,5); 8,54 (1H, 0);
8,77 (1H, n, J = 9,0)
XVII |H |Br | CisH;BrN,O3+3H,0 4136 | 529 | 12,80 218...219 | 3,23 (12H, ym. ¢ 7,81...8,00 (1H, m); 8,37 (1H, yur. |  42,0%
41,39 | 533 | 12,87 o); 8,45 (1H, c); 8,64 (1H, 1, J =
A 9,5)
XVII | H Cl | C1oH,sCIN4O3+ 2H,0 5349 | 6,79 | 13,08 145...147 | 1,16...1,38 (12H, m); | 7,85 (IH, 1. 1, J1 = 9,0, J2 = 2,5); 38,0%
5321 | 682 | 13,06 3,18...3,40 (8H, m) | 8,24 (1H, 1, J = 2,5); 8,51 (1H, ¢);
8,76 (1H, 1, J = 9,0)

*

+2

Iepexpripatorest curgansl —OCHg— u OCH3,
IMocrne NepeKpUCTa/UIN3AAN U3 U30NPONaHoNa,




CIIUCOK JIUMTEPATVYPDHI

1. Poxxoé E. , Huckynosa ., N'onvd M., Kaneunvwe H. // XI'C. — 1998. — Ne 1. — C. 86.
2. Kubota S., Akita T. // Yakugaku Zasshi. — 1958. — Vol. 78. — P. 248; C. A. — 1958. —
Vol. 52. — 11834.

3. Paul D. B. // Austral. J. Chem. — 1974. — Vol. 27. — P. 1331.

4. Kurasawa Y., Takada A. // Chem. Pharm. Bull. — 1980. — Vol. 28. — P. 3457.

5. Ochiai E. // Aromatic Amine Oxides. — Amsterdam; L.; N. Y.: Elsevier Publishing Co., 1967. —
P. 340.

6. Nicolaou K. C., Maligres P., Suzuki T., Wendeborn S. V., Dai W.-M., Chadha R. K. // 3. Amer.
Chem. Soc. — 1992. — Vol. 114. — P. 8890.

7. Robke G.J., Behrman E. J. // J. Chem. Res. (S). — 1993. — N 10. —P. 412.

8. Rhie 8. Y., RyuE. K. // Heterocycles. — 1995. — Vol. 41. — P. 323.

9. Paul D. B. // Austral. J. Chem. — 1984. — Vol. 37. — P. 87.

10. Pat. Eur. 0.516.297 / Bare T. M., Sparks R. B. // / C. A. — 1993. — Vol. 119. — 8821.
Jameuiciuli uHCHumym Op2aHu4ecKoz0 CUHmMesa, Hocmynuno @ pedaxyuio 24.09.97

Puza LV-1006

e-mail: kalvins@osi.lanet. v
Merz+Co, 111353,

60048 Frankfurt am Main,
Germany



	Page 1
	Page 2
	Page 3
	Page 4
	Page 5
	Page 6
	Page 7
	Page 8
	Page 9
	Page 10
	Page 11

