Hacroswee nsobpeteHne OTHOCUTCA K HOBbIM NPOM3BOAHLIM MOPOKCAaMOBON KWUCOThHI U KOTOpbIE MOryT
MCMNosb30BaTbCs B Ka4e€CTBE aKTUBHOMO KOMMOHEHTa Npu Tepanuu anabeTnyeckon aHrMonatmm, a Takxke K crnoco-
6am mx nonyyeHus.

OpHuM 13 Havbonee 4YacTo BCTpevyarwmxcs 3abonesaHnii obMeHa BeLeCTB sIBNAETCA caxapHbin auaber,
rMaBHbIM CUMMTOMOM KOTOPOro SIBNSieTCSl HapylweHne GanaHca meTabonvama yrnesogoB B opraHuame. Caxap-
HbIVi gMabeT YacTo CompoBOXAAETCA NaTtofiormyYeckmmn gecopmanmsMmn cocyaoB, HanpuUMep, CyKEHUs1 COCY10B B
KOHEYHOCTSX, naTonormyeckass gedopmaums CocyAoB MMasHoro AHa W T.4. XOTH, B JOMNONHEHUE K WHCYIUHY U3-
BECTHO 3HauMTeNbHOE YMano apeKTMBHBIX NekapcTs, B obnactm neyeHus anabeTmyeckon aHrmonaTmm, cBa3aH-
HOW C OCHOBHbIM 3aboneBaHneM, pe3ynbTaTbl, 0b6ecnedmBaeMble JOCTYMHLIMU Ha pbIHKE COCTaBaMM, KpalHe noc-
peacTBeHHbI. DTO MOMOXEHME BbI3BAHO TEM ABRMEHUEM, YTO CaxapHblvi AuabeT NpyBOAUT K UBMEHEHUAM aJpeHep-
rMYeCcKnX peLenTopoB COCYAOB U, CriefoBaTeribHO, MEOULMHCKOE NIeYEHNE MMEILLM MUCH Ha pbIHKE rekapcTBaMm
NPUBOAMUT K afpeHEepPrnyeckon peakunn, OTIIMYHON OT peakLmu, NPOUCXOAsILUMX B KPOBEHOCHbLIX COCYAax NauneH-
ToB-HeamabeTnkoB (Nature New Biology, 243, Ne 130, 276 (1973); Szemeszet, Ill, 23(1974); Encocrynolo vy, 93,
752 (1973). AnpeHeprmyeckue peLenTopbl KPOBEHOCHbLIX COCYAOB Y NaLMEHTOB-AMabEeTMKOB MoaseprarTcs
npespalleHuo B 6eTa-peLenTopbl 1n3-3a KONMMYECTBEHHOMO YyBenMyeHns obmveHa BelecTs. 3a TpaHcdop Maumio
peuenTopa OTBETCTBEHHOCTb HeceT BblAeneHne mogynatopa (Amer. J. Physiol., 218, 869 /1970/). Nocne po-
6aBneHna mMoaoynaTopa K opraHy anbda, aroHucTbl anbda He GyayT Gonblue NPosABAATL aKTUBHOCTU, Tak Kak
peuenTop TpaHchopmumpoBaH B 6eTa dopmy.

McxopHasa yyBCTBMTENBHOCTL anbga MoxeT 6biTb BoCCTaHOBMNeHa nyteMm aobaeneHnsa 6eta-6nokupytoLLe-
ro areHTa B OpraHuam.

B cnyyae ka4ecTBeHHOro M3MeHeHUs obMeHa BelecTB Ha mMogenu auabeta unu B XXUBOM 4YenoBeke aro-
HUCTbI anbda, Hanpumep, HopadpeHanuH, ocrtalTca 3ddeKTMBHBIMU, 3TOT ahdeKT, 0OagHaKO, MOXET OblTb KOM-
neHcuMpoBaH AobaBneHnem 6eTa-6noKMpYIOLLMX areHToB. ATO NpeacraBnseT cobol nepsoe yHKLUNOHANbHOE 13-
MeHeHNe, KoTopoe MoxXeT obHapyxvBaTbca npu anabete, Hanpumep, fobasneHnem AnnokcaHa (Iekcarmgponu-
pUMMONH-TETPAOH), 24 Yaca cnycTa nocne BeeaeHnd. B cnyyae gnabeta HecoBeplueHHOe Npeobpa3oBaHue arnb-
da-6eTa peuentopa — BO3MOXHO, Bbl3BaHHOE 00pa3oBaHMEM anbTepPHATUBHOIO, Tak HasbiBaemoro "®anb'-mo-
AynsiTopa — CNyXUT B Ka4eCTBE OTNPaBHOW TOYKM NATONOMYECKUX UBMEHEHNIA.

N3BecTHO, 4YTO 0ObIYHbIE GeTa-b6nokvpytowme areHTsl (MHgepan, 1-( MeTMnatmnamuHo)-3-(1-Hadra nMHOK-
cn)-2-nponaHon, BuckeH, 4,5- gumpgpo-2-(5-metun-2-(1-metunatmnde Hoken )-metun)-1H-umungason) npotMBeono-
KasaHbl Npu Tepanun avabeTMyeckon aHrmonatuu.

MN3BecTHbI NpousBogHble O-(3-amuHO-2-okcunponun)-amugokeuma (nateHT BeHrpuun Ne 177578) cenektme-
Hble K auabeTy, 6nokvpyloLme agpeHeprniyeckue peLentopbl.

3agaven Hacrosiwero nsobpeTeHns SBNAETCS CO3daHUe HOBbIX MPOU3BOAHbLIX MOPOKCAMOBOM KUCMOTHI,
o6nagatoLwm X aHTMaHMMonaTMYeCckon akTMBHOCTL 0 Npu aAvabeTe.

MocraBneHHas 3agava AOCTUrAETCA HOBbIMMW NMPOU3BOAHBLIMU MMAPOKCAMOBOW KUCNOThl 06LLen dopMynbl I:
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rae X — npeacraensiet cobown atom Cl, Br, |;

R — npeacrasnsieT cobon eHUn, Kotopbin MoxXeT 6biTb 3amelteH (C1—Ca)ankokcurpyrn now, unv NUpuaun,

m-0,2,

R’ npeacraensiet cobor atom Bogopoaa unm (C+—Cs)ankun,

R? npeacraenseT cobont (C—Cs)ankun, (Cs—Cr)umknoankun unu R' n R? BMecte ¢ aToMom a3ota, K KoTo-
pOMY OHU MpUCOeAMHEHbI, 0Opa3yloT reTepOoLMKNNYECKMIA pagvkan, BelOpaHHbIA U3 rpynmnbl, CoaepXallen: nune-
pUAVHUI, KOTOPbIN MoxeT ObiTb 3amelleH ABYMs (C1—Ca)arkunbHbIMY rpyrnamm, NMpponMaMHum, MopdonuHun,
nunepasuHun, 3amelleHHbln (C1+—Ca)ankunsHon rpynnon u 1,2,3,4-TeTparnapon3oxm HONMMHUI, 3aMeLLEeHHbIN ABY-
M5 (C1—Cg)ankokeurpyrnnamu; 1 X KNCNOTHO-aAAMTUBHbLIE COMNU.

Hacrosime coeguHeHnst He BNVSIIOT UK BNUSIIOT 04eHb cnabo, Ha agpeHeprnieckmne peLenTo pbl 340POBbIX
KPOBEHOCHbIX COCYA0B, HO MPOSIBMNSAIT CUITbHOE BO3AENCTBME Ha agpeHeprMyeckne pelentopbl, AedopmmpoBaH-
Hble caxapHbiM AnabetoMm. ITOT 3peKT BO3HMKaET Npexae BCero Kak CenekTMBHbIN GeTa-6nokupyioLwmn
apeKT, cnefoBaTeNbHO, coeanHeHns oben dopmynel (1) NpUMeHNMbI MPY MEOULIMHCKOM BO34ENCTBUMM Ha Ava-
0eTnyeckyto aHrMonaTuio, cnocob NonyvYeHUst KOTOpbIX 3akmyaeTcsi B TOM, YTO CoeAMHeHne oblen ¢opmynbl
(VI):
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rae R, R' v R%, m uMeloT BbileyKasaHHbIE 3HAUEHUs, NoABEpraloT 06 paBboTKe ranouaMpPYILLM areHToM 1 Nony-
YeHHoe Npwu 3ToM coeamnHeHmne obwern dopmynsl (VIII):
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rae X, R, R n R? uMeloT BbllLie ykasaHHbIE 3HaYEHsI, MOBEPratoT MMAPONNU3y B BOJHO-LLENIOYHOI Cpeae C noce-
OYIO LM BblAeSIeHUeM LieneBoro npoAykta B (hoopMe OCHOBAHMWS! UM B BUAE KUCIOTHO-aAaUTVUBHOW COMKU UK

R - (CH)m—C —NH: HClI  Ri..

o R

Il
N-O-QH2CHCH:2 +

rae R, R' 1 R%, m uMeloT BbilleyKasaHHbIE 3HAYEHs!, ANa30TMPYIOT B MPUCYTCTBUAN HUTPUTA HATPUS U ranonaeo-
AOPOAHOM KMCMNOThI C NOCNEAYIO MM PasfoXXeHNeM MoryyYeHHON Npy 3TOM CONW AUA30HMSA U BbigeneHnem Lene-
BOrO NpoaykTa B hopMe OCHOBaHWS UMW B BUAE KUCITOTHO-aAoNTUBHOW COMK.

MpoaykTbl peakuny MoryT 6bITb OTAENEHBI OT PeakLUMOHHOW CMeCcH U3BECTHbIMU MO cebe meTtogamu, Hanpu-
Mep, Kpuctannusaumen n akctparmpoBaHmeM, Npu UConbL30BaHNN BOAbl B KayecTBe peakumoHHon cpeapl. Koraa
MCMNOIb3YIOT Op rAaHMYECKNE PaACTBOPUTE NN, MPVUMEHSIIOT KpUCTannu3aLmnio Unu BelnaprBaHue C NocnenyoLwen npo-
MbIBKOW BOOOW M aKCTparmpoBaHueM. [poayKk Tel MoryT ObiTe BblAEMNEHbI B BUAE UX CONMEN NN U3 U30NMUPOBaHHbIX
OCHOBaHMWI MOryT GbITb 06pasoBaHbl CONMU MyTEM MCMNOMb30BAHWA MOMAPHOrO 3KBMBaNeHTa MUHeparnbHbIX Ux op-
raHW4eCcKMX KUCNoT, NPeanoYvTMTeNnsHO hapMaleBTUYeCckU NPUEMMEMBbIX COMEN, UK, MPU KeNaHUn, 3 cornemn Mo-
ryT ObITb MONy4YeHbl CBOOOAHbLIE OCHOBaAHUS.

O6wmn 6eTa-6nokmpyrowmin acpdekT coegmHeHnin obwen dopmynsbl (1) M3y4eH Ha aHeCTe3MPOBAHHbIX KOLL-
Kax. B aTmx ucnbitaHMAX Kpome perMcTpaumm KpoBSHOMO AABMEHUSA U YacToTbl Nynbca, Takxe M3ydyanu BnusHue
UCNbITbIBAEMbIX MarepuanoB Ha COKPaTMMOCTb NIEBOTO Xefnyaoyka. B kayecTBe aTanoHHOrO MaTepuana Uaionb-
3o0Banu Mingepan (1- nsonponunamumHo-3-(HadpTmnokeu )-nponaH-2-on).

BeTa-6nokmpytowmin acbdekT CoOeaUHEHNI COMACHO HACTOSILLEMY M300PETEHMIO UCTIbITAH HA CNUparnbHOM
n/vunn konbueBoM npenapate aoptbl kpbic (J. Phamacol. Exp. Therap. 158, 531 (1967)). OkcnepmMMeHTanbHbIn
anabeT 6bin HaBeaeH ¢ nomolusto CTpenTo3oToumHa /2-(3-HNTpo3o-3-MeTunypeunno)-2-geokcun-D-rnokosa/. Peak-
LU0 OLEHUBANM Kak NoNoXUTENbHYIO, Koraa anbda-cT Mynupytowmii adekT HopagpeHanuHa Ha KOHTPOIbHbIN
npenapart, TO eCTb TOT, KOTOPbIi He Obln 06paboTaH CTPENTO30TOLMHOM, HE UCTbITbIBAN BO34ENCTBME, @ NonyYarn
3aWwmM Ty Ha aAnabetnyeckon aopte. Mpu ucnbitTa HUAX, NPOBOAMMBbIX C MCMONb30BaHWEM COEOUHEHUI COMACHO Hac-
ToSALEMY N306peTeHNIO, Mponcxoaun o6LMIA ceneKkTUBHBIA 3hdEKT, MPOABISIOLWMIACA, B cnyyYae anabetnyeckmx
ucnbiTaHun, B cunbHoM Geta-bnokvpyloem addekTe, B cnyyae HOpMarbHbIX UCTIBITAHUIA — B OTCYTCTBMM UMK B
NPUCYTCTBUK TONbKO nerkoro 6eta-6nokvpyoLe ro adpdekTa.

MpoBeaeHbl 3KCNepUMEHThI Anst U3ydeHus Toro, 3awmuiaeT nu MiHgepan cokpalle Hue, HaBejeHHoe Hopag-
peHanuHoM, Ha cnupanbHbIX Npenaparax aop Tbl XUBOTHbIX-AMabeTnkoB, obpaboTaHHbIx CTpenTto3oTounHom. B
KayecTBe KOHTPOMs, MCMONb30Ba M XMBOTHbIX, NpeaBaputenbHO He obpaboTaHHbix CTpenTto3oTouuHoMm. Mony-
YeHHble pe3ynbTaTbl CYLEeCTBEHHO COOTBETCTBOBANWM M3BECTHbIM K3 nutepatypbl (Amer. J. Physiol. 218, 869
(1970)), To ecTb anbga-cTMMynupytowmii 3dpekT HopagpeHanuHa 6bin 3awmweH iHaepanom npu UcnbITaHUSX C
anabeTom, HO He nMpu HopManbHbIX ucnbitaHuax (Endocrinology, Vol. 93, Ne 3, ceHT. 1973 1.).

Bbino obHapyxeHo, 4To coeamHeHmns obiwen dopmynbl (1) NposenAanNu HekoTopbi obwmi 6eTa-6nokupyto-
wmii 3dpcbekT. Mo cpaBHEHUIO C KOHTPONbHLIM GeTa-6rnokupytowmm MiHaepanom, ncibitaHHble COEQUHEHUS NPOSIB-
nsiny adbcpekT Ha ABa Mo psgKa HKe B MHIMbupoBaHumu 6eTta-6nokupytowero D,L-1-(3,4-anoken-coeHnn)-2-n3onpo-
nurnamMmuHo-aTaHona.

B T0 e Bpema coegnHeHus obLien dopmynsl () nponsBoaunu 3HauUTENbHLIV NapannenbHbIN CaBur Brpa-
BO Ha KPVBOW [03bl pearpoBaHUs Ha HOpaZpeHanuH Ha Komble aopTbl Kpbicbl, 6onbHOW gnabeToMm, (M/mnu Ha
cnupanu) B nopsaake 3HaveHus addekta NHoepana. fosa NHoepana 6bina 0,5 mkr/mn, B TO Bpemsi Kak [o3a coe-
OnHeHuns obwen dopmynbl (1) coctaBnana 1,0 mkr/mn.

B cooTBeTCTBMM C 3TUM, ranoreHaHrngpuabl O-(3-aMuHO-2-0KCUNPONW)IMAPOKCaMOBOW KUCMOTbI obLewn
dopmynel () MmoryT npegnoYTMTENBHO UCNONL30BaThCA B Tepanuu niboro poga AnabeTtnyeckon MUKPO- U Mak-
poaHrMonaTtin, B YacTHOCTU, AnabeTnyeckon petnHonatum u anabetnyeckon HedponaTtuu, B Criydyae caxapHoro
anabeTa. Bbilwe ykazaHHble coequUHEHNS MOTYT ObiTb UCNOMB30BaHbI camu No cebe unu B Buae dapmaueBTnyec-
KMX npenapaToB NpoguUnakTukn unu Ans revYeHns B akTMBHOWM ¢ha3e 3Toro 3abonesaHus, Takke Kak U B OCTPbIX
cnyyasx.

"anoreHaHmMapuabl MOPOKCaMOBOW KMCMOTbl obwen dopmynbl (1) aBnaTcA 3PEeKTMBHBIMUN MCKITHOYA-
TENbHO Ha NauneHTax B cTaauy opmupoBaHUS anabeTa n HeadhdeKTUBHbLI A4Na NUL-HeaMabeTnKoB.

N3o06peTeHne AononHUTENBHO UAMIOCTPUPYETCS B Cre Ay LUMX NpUMepax.

Mpumep 1.



2,3 r Hatpusa pacTteopstoT B 200 mn abcontoTHoro ataHona u 3atem gobaensatoT 12,1 r 6eH3anbAokcMma.
Mpn Temnepatype KuneHnsa pacTteop 3-NUNepnanHo-2-okcu-1-xnopnponaHa, nonyyYeHHbIn u3 9,3 r anuxnopruapu-
Ha 1 9,5 r nunepuaguHa B 50 M abcontoTHOrO 3TaHoNa € NOMOLLBH M3BECTHBIX NO cebe cnocobos, Ao6aBNsAlT No
KannaMm. PeakumoHHYl0 cMecCb KUNATAT B TedeHue 8 4acoB C o6paTtHbIM XOMNOAWIMBHUKOM, OCaXAEHHYI0 COrb
PMNbTPYIOT NPU KOMHaATHOW Temnepatype 1 pacTBopuTenb yaanawT auctunnsauyuen B Bakyyme. K ocratky B 100
M1 5%-Horo eKoro HaTpa ¥ MacisiHUCTbLINA NPOAYKT 3KCTparmpyto T 6eH3nnoMm. Nocne cyliky u BbinapyBaHuWst 9KCT-
pakta 6eHsdona nonyyatot 8,2 r O-(3-nunepuanHo-2-oken-1-nponun)- 6eH3ansgokcnma. 'mgpoxnopua 3Toro npo-
AyKTa OTAEensoT OT ero pacTeopa nsonponaHorna nyrem BBeAeHUSA razoobpasHon CoONAHOW KMcnoTel unn fobas-
NEHUs CONSIHOM KMCMOThI B 9TaHOMe K pacteopy. Temneparypy nnasneHus 137°C (13 nsonponaHona).

AHanus Ha 6a3e C1s5H23CIN2O2: Mon. Bec 298,81.

PaccuutaHo: C 60,29, H 7,76, N 9,37, Cl 11,86.

HanpeHo: C 60,35, H 8,00, N 9,25, Cl 11,90.

2,98 r O-(3-nunepuamnHo-2-okcu-1-nponun)-6eH3anbaokcnma Kunatat B 20 MN TMoHUNXNopuaa B TeveHne 3
yacoB. Xrnopua O-(3-nunepuanHo-2-xnopo-1-1ponu)-0eH3rmapokcamoBOn KUCNOTbl OTAENAT A0 0OaBneHnem
npumepHo 100 mn 20%-Horo BOAHOrO OCHOBaHMA A0 pH=11, ¢ nocnegyloWmm 3KCTparMpoBaHMeM Xrnopodop-
MOM. OKCTpakT xnopodopMa cywaT Ha cynbdaTe HaTpus U BbinapveatoT. MacnonogobHbIv NPoayKT MOXeT
ObITb Npeobpa3soBaH B coe ANHEHNE 00Len op Mynbl Pa3NUYHbIMU NYTA MUA:

a) 3,4 r MaCISIHUCTOrO NpoAyKTa MAPONU3YIOT ¢ nomoLsto 20 mn 20%-+Horo NaOH npu 55-60°C B TeueHune
2 YyacoB npu nNepemMeLLMBaHnn, aKCTparmpytoT 6eH30nom, pacteop H6eH3ona cylwaTt ¢ MOMOLLBI0 TBEPAOro OcyLlato-
Lwero areHTa v 3atem BbinapueatoT. K octaTky fo6asnsioT 50 mn consiHOM KUCnoTsbl B aTunauetaTe. MNpu nepeme-
LMBaHUW OCaXaatoT rmapoxopug u3 xnopuaa O-3-nunepuamHo-2-oKkeu-1-1ponun-6eH3rMapokcamoBOi KUCIOThI.

Beixoa: 2,1 r, AMP (ocHoBaHue, CDCls: 7,4-8,0 m (5H); 3,9-4,4 m (3H); 2,2-2,8 m (6H); 1,3—1,8 m (6H); 3,5
¢ (OH). Temnepatypy nnasnexus 140-142°C (13 usonponaHona).

AHanu3: Ha ocHoBe C1sH22CIoN202:

BbluncneHo: C 54,22, H 6,37, N 8,43, Cl 21,14;

Hanpgero: C 53,12, H 6,26, N 8,19, Cl 20,84 %.

6) 0,81 r (4,74 mmonen) AgNO3 pacTBopsitoT B 4 MN BOAbl U NPV NEPEMELLMBAHUN K 3TOMY MO Kannsam Ao-
6asnsatT 0,19 r NaOH (4,74 mmoneid) B 3 mn Boapl. BogHyto cycneHanto AQOH nepemelwmBatoT BMecte ¢ 1,5 1
(4,74 mmoneit) xnopuaa O-(3-nunepuamHo-2-xnopo-1-nponun)-6eHarapokcamosoi kuanoTsl npu 50°C B TedeHune
3 vacos. 3atem cycneHsunto akciparpytoT 6eHsonom, cnon 6eHsona BbICYLLMBAIOT CyrbdaToM HaTpus, UnbT-
pYIOT, BblMapvBatoT U MOABEpratT 3Tany coneobpaszoBaHusi, OnMcaHHOMY B npoLiecce a). Bbixoa KOHeYHoro npo-
AykTa coctaBnsieT 95%. Puandeckre gaHHbIe KOHEYHOTO NPOAYK Ta NOEHTUYHbI BbILLEOMUCAHHbBIM.

B) 3,0 r (9,49 mmonen) xnopuga O-(3-nunepmnanHo- 2-xnop-1-nponun)-6eH3rnapoKkcamMmoBO KMCNoTbl pacT-
BopsitoT B 10 Mn ataHona, npu nepemMelusaHum gobasnsatot 0,86 r (1,05 - 107 Monew) auetata HaTpus B 15 mn
BOAbI, U CMeCh NepeMelLn BakoT B TeueHne 3 yacos npu 50°C. PeakumoHHYI0 CMecs BbinapuBealoT B BaKyyMe U oc-
TaToK 3KCTparv pytoT 6eH30rnoM. SKCTpakT B BeH3one BbICyLLMBAKOT Ha CynbdaTe HATPMs U BbinapuBatoT, nonyyasi
B pe3ynbraTe 2,12 r macnaHucroro xnopuga O-(3-nunepuanHo-2-auetokcn-1-nponun)-6eH3rmapokcaMmoBon KMec-
notbl. MNonyyeHHbIR Takum 0Bpa3oM CroxHbIA acmp pacTBopsloT B 20 M aTaHona, ¢ nocneayloumm gobasne-
Huem 20 mn Boapl. K atoit cmMecn gobaensiiot 0,25 r NaOH B 20 M Boabl 1 nepemelun satoT npu 40°C B TeyeHue
O[IHOrO Yaca, 3KCTparMpytoT 6eH30rMoM, 6EH30MbHbBIV AKCTPAKT OCYLUM BAKOT CYNbdaToM HaTpys U BeinapmeatoT. 3
ocTaTka Nony4atoT cofb cornacHo cnocoby npouecca a). Boixoa 90%. KayectBo npoaykTa naeHTUYHO KadecTBy
npoaykTa B npolecce a).

Mpumep 2.

CrneaoytoT npoueccy, onucaHHoMy B npumepe 1, HO HauMHalKT ¢ 3-Nupuaun-ansaokcumMa n 3-NunepuguHo-2-
oKkcu-1-xnop-nponaHa, nonyyasa O-(3-nunepuanHo-2-okcun-1-nponun)-3-NMpuann-ans4oKCUM, KOTOPbIA BBOOAT B
peakumio C TMOHUIXITOPMAOM comacHo npumepy 1. MNocne yaaneHus TMOHUNXMOpMAA BbinapyBaHWEM, U3onpona-
Hon JoGaBnaT K octaTky, obecneurBas Takum obpasom Kpucrannusauumio xnopuaa O-(3-nunepugnHo-2-xmnop-1-
nponun)-3-NMpMann-rmapoKCcaMoBOl KUCOoTel B BUAe aurapoxnopuaa. Temneparypy nnaeneHnus 142°C (43
nsonponaxona). Beixoa 85%.

AHanuma Ha ocHoe C14H21CIsN3O: Monekynsap. Bec = 389,15.

Bblumncneno: C 4321, H 544, N 10,79, Cl 36,44;

Hanpgero: C 42,97, H 5,62, N 10,59, Cl 36,80.

CornacHo gpyromy BapuaHTy NonyvyeHus BblleyKaszaHHbIn gurnapoxnopug xnopuaa O-(3-nunepuamHo-2-
xnop-1-npo nun)-3-NUpuann-rm4poKcamoBO KUCIOTbl HE BbIAENSIOT, BMECTO 3TOTO K OCTaTKy nocne Bbinapusa-
Hua pobaensaT 10% NaOH go pH = =11, cormacHo npymMepy 1, 1 NOMyYeHHYO TakuM obpa3oM CMech 3KcTparu-
pytoT xnopodopmom. Criolh ¢ Xnopodop MOM CyLlaT, BblMapuBatoT U 3aTeM TMAPONU3YIOT C UCMOMb30BAHUEM JHO-
6oro u3 npoueccos a), 6) n B) us npumepa 1. Cmeck nocne rmaponuaa aKCTparmpyroT 6eH30M0oM, BbICYLLMBAKOT Ha
cynbdaTe HaTpua u BoinapveatoT. OcTaTOK PacTBOPSIOT B aLETOHEe C nocrneaylowmm gobaBrneHneM MareuHoBON
KNCNOTbl U BbigeNeHnem nornyyeHHoro Takum obpasom xnopuamaneuHarta O-(3-nunepugnHo-2-okeun-1-nponunn)-3-
NUPUAUN-MMapOKCaMOBOW KUCNOTbI NyTEM (pUbTPOBaHUS.

AMP (ocHoBaHue, CDCIl3): 9,03, 8,59, 8,00, 7,1-7,4, 3,84 c (3H), 1,1-1,8 (6H), 5,28 c (OH).

TemnepaTypa nnasnedus 125°C (13 auetoHa). Beixoa 65%.

AHanua Ha 6a3e C1gH24CIN30s: MonekynsapHbin Bec = 413,79.

Bbluncneno: C 52,24, H 5,84, N 10,15, Cl 8,55;

HanpenHo: C 52,26, H 5,99, N 9,87, Cl 8,46.

Mpumep 3.



K 3,5 r (10 mmonew) O-(3-nunepnamHo-2-oken-1-nponun)- 6eHsamugokcm-agurngpoxnopuaa gobaenstot 40
mMmornieit xrnopucroro Bogopoaa (8 37%-Hon cpopme) npu 5°C npu sHepruyHoM nepemetlmsaHum. Mocrne nobasne-
HMA 5 MN AvOKcaHa cmeck oxnaxaatoT Ao 0°C ¢ ucnonb3osaHWeM Mbaa ¢ cornbio. Mpy Tol e camoii TemMnepary-
pe oobaenstoT no kannam pacmop 13 1,38 r. (20 mmonen) NaNO2 B 6 mn Bogbl B TeveHue 1,5 yacoB BpemMeHu, ¢
Nnocrneaylo WM UHTEHCUBHBIM NEPEMELLMBAHNEM B TEYEHME 4 YacoB NpU TemnepaType okpyxatowen cpeapl. Knc-
Nyl0 peakumMoHHYI0 cmeck noAwenaymsatT gobasneHnem 10%-How rmppookucy Hatpusa oo pH = 11, a 3atem
akcTparvpytoT ¢ nomolpto 100 mn 6eH3ona. BeH3onbHbIN CNOW BbICYLLMBAKOT HaZ CyrbdaToM HaTPUSA U BbiNapu-
BatoT. I3 octaTka nonyyatot xnopug O-(3-nunepmanHo-2-okcu-1-nponun)-6eH3rmapokcamoBon KUCNOTbl nyTeM
[o0aBneHnst HacbILWEHHOro pacTBopa COMSIHOM KUCMOThLI B 3TUnaLerate 1 BblaensoT pmnbTpoBaHuem. Temnepa-
Typa nnasnesus 139-141°C.

AHanuns Ha ocHoee C15H22CI12N202: Mo nekynspH. Bec = 333,25.

BbluncneHo: C 54,22, H6,37, N 8,43, Cl 21,14;

HanpeHo: C 54,62, H 6,16, N 8,09, Cl 20,71.

Mpumep 4.

CneaytloT npoueccy, onucaHHoOMY B npumepe 3, HO BMECTO COMSIHOW KUCMOTbl MCMOMb3YI0T OpOMUCTLIN BO-
[OpOoJ B KayecTBe ranounasogopoaa, nomnyyvas B pesynbTaTte rugpoxnopus 6pomuga O-(3-nunepnanHo-2-okeun-1-
nponun)-6eH3rapoKcamMmoBoil KUCnoTsl. Beixon 27%. TemnepaTypa nnaeneHust 138°C (M3 naonponaHona).

AHanns Ha ocHoe C15H22BrCIN202: Mo nekynsipHbii Bec = 377,71.

Bbluncnerno: C 47,63, H 5,87, N 7 ,41;

HanpeHo: C 47,60, H 6,19, N 7,50.

Mpumep 5.

Cneaya npoueccy, onvcaHHomy B npumepe 3, gurnapoxnopug amugokcuma O-(3-nunepuamHo-2-oken-1-
NPOMNUI)-HUKOTU HOBOM KUCMOTbI AMa30TUPYIOT, C MCMNONb30BaHMEM COMSIHOWM KMUCIOThI B Ka4eCTBE ranounaBoaopo-
paa. MNocne avasotmpoBaHusa U peakumn "BeinapuBaHua”, n3 xmopuga O-(3-nunepuamHo-2-oKkcu-nponun)-3-nupu-
AVN-TMOPOKCaMOBOM KUCMOThI, MOMy4YalT ManevHat B CyXOM OpraHM4eckoM pactBopuTene nyrem pobasneHusi
MONSIPHOrO 3KBMBANeHTa ManeuHoBON KUCNOThkl, a 3aTeM oTaensioT. Temneparypa nnaenexus 125°C (43 aueto-
Ha). Bbixoa 58%.

AHanms Ha 6a3e C1gH24CIN306: MonekynspHbin Bec = 413,79.

BbluncneHo: C 52,24, H 5,84, N 10,15, Cl 8,55;

Hanpgeno: C 52,26, H 5,99, N 9,87, Cl 8,46.

J10s0: 110 mr/krxuBoro Beca Ha kpbicax Wistar.

Mpumep 6.

Cneaya cnocoby, onncaHHoOMy B npuMepe 5, HO ¢ ucnonb3oBaHneM OPOMMUCTOro BOAOPOAA BMECTO CONsi-
HOW KMCNoTbl B KayecTBe ranovasoaopoga, nonyyarT manevHaT 6pomuga O-(3-nunepuamHo-2-xnop-1-iponun)-
3-NUpMaNN-rMAaPOKCaMoBOit KUCNoTsl. Beixod: 58%. Temnepatypa nnaseneHus 117°C (13 augtoHa).

AHanums Ha ocHoBe C1gH24BrN3Os: MonekynsapHbin Bec = 457,25.

Bbluncnerno: C 47,36, H5,21,N 9,16, Br 17,13;

HanpeHo: C 47,67, H 5,31, N 8,80, Br 16,78%.

Mpumep 7.

CnenytoT npoueccy, OnucaHHoMy B npumepe 3, HO C MCMOMb3OBaHNEM OMMMAPOXIOpMAa MMOpoKCaMOBON
kuecnotel O-(3-nunepnanHo-2-oken-1-nponun)-3,3-aMde HUN-NPONMOHOBOW KMUCOTLI B KAYECTBE KOMMNOHEHTa aMu-
JOKCUMa B peakumMy ama3oTMpOoBaHuMs, NonyyalT Aurmapoxnopus rmapokcaMmoBon kucnotel xnopuaa O-(3-nune-
puanHo-2-oken-1-nponun)-3,3-anudeHMN-NPoN1oOHOBOW KNCTOTHI.

Boixoa: 30%. Temneparypa nnasenexus 149-152°C (13 usonponaHona).

AMP (ocHoBaHue, DMSOde): 7,1-7,6 m (10H), 4,5 1 (14), 3,34 (2H), J=7,5Tu, 3,9 br ¢ (3H), 2,3-3,0 m (6H),
1,3-1,9 m (6H), OH c akpaHnpoBaHuem.

AHanus no C23H30CI2N202: Mo nekynsapHbIn
Bec =437,40.

Bbluncneno: C 63,15, H 6,51, N 6,40, Cl 16,21;

Hanpeno: C 63,50, H 6,79, N 6,31, Cl 16,47.

Mpumep 8.

Cnepysa npoueaype, onMcaHHOW B NpuMmepe 3, HO C UConb3oBaHNeM aurngpoxinopuaa amugokcuma O-(3-
AN3aTUNamumHo-2-okcn-1-nponun)-3,3-an de HUN-NPONUOHOBOW KUCIOTbl B Ka4ECTBE MCXOOHONO KOMMOHEHTa aMu-
AOKCMMa, Mony4yarT OurMapoxnopua rmapokcamoBon kucrotel O-(3-anatmnamuHo-2-okeun-1-nponun)-3,3-amde-
HUM-NPONMOHOBOI KNCNOThI. Buixoa: 32%. Temnepatypa nnaeneHus: 155°C (M3 nsonponaHona).

AHanus no C22H30CI2N202: Mo nekynsipHbIi
Bec =425,40.

BbluncneHo: C 62,11, H 7,10, N 7,52, Cl 16,66;

Hawnpeno: C 62,10, H 6,98, N 7,45, Cl 17,00.

Mpumep 9.

Crnepnyst npoueccy, onmcaHHOMY B npuMepe 3, HO C UCMNOSb30BaHMEM O-(3-130NpONMAaMMHO-2-0KCU-1-Npo-
FIVIJ'I)-68H38MVI;IOKCVIM,D,VIFVI,CI,DOXJ‘IODVI,D,& B KayeCTBe UMCXOAHOrNo KOMNOHEHTa aMunaoKcuMma, nony4varT rmgpoxnopug O-(3-VI 3onpo-
MUNamnHo-2-ok cu-1-nponun)-6eH3rnapokcamoBoi kucnoTel. Beixoa 12%. Temnepartypa nnaenexus 122°C (13 nsonponaHona).

AHanuns no C13H20CI2N202: Mo nexynsipHbI
Bec = 307,22.

Bbluncnero: C 50,82, H 6,56, N 9,11, Cl 23,08;

Hanpgero: C 51,12, H 6,58, N 9,05, Cl 22,89.



Mpumep 10.

N32-FM?DpOKCVI-3-(I'IVIpVI,EMH-1 -un)-nponokcu/-2-nupuanHkapbokcumugonn xmno pug (2)-2-éyrenguoar (1:1).

Mpouecc NpoBoAAT aHanorM4Ho npumepy 3, HO ucnonb3ytoT O-/2-rmapokcu-3-(MunepugnH-1-un)-nponun-
KapbokcamugokCMm OuUrnapoxnopua B Ka4ecTBe aMUOOKCUMMA U NPOAYKT BbIAEMNSOT B BUAE MareuHara B cpege
auetoHa. Beixog 1,3 1 (31%).

T.nn.: 61-64°C (13 atunaueraTa).

TCX Rf= 0,67 (knsenbrenb 60. antoeHT: PhMe-MeOH-EtOAc — cc. NH4OH 7:6:6:1).

I/IK([cm‘1] J/IKBr): 3416, 1670, 1574, 1506, 1367, 1055, 997, 991, 864, 791, 717.

H aMmP (250 MHZ, DMS O; ctaHgapT DMS0=2,50 [ma]): 8,70d, 1H, 7,90b, 2H, 7,53m, 1H (nupuaunH 6-3/4-
5-), 6,03s, 2H (CH=CH), 4,32bs, 3H (NOCH> + CHOH), 3,3-3,0b, 6H(3x NCH3), 1,75b, 4H/2xCH2 (3)/, 1,54b, 2H
ICH2(4)/.

( 1)3C—FIMP (63MHZ, DMSO; ctangapt DMS0=39,3 [ma]): 166,8, 148,5, 125,1, 136,8, 121,7, 149,1 (nupuamH

2-3-4-56). 1353 (CH=CH), 137,8 (C(ClI)=N), 76,9 (NOCHy), 63,0 (CHOH), 579 (CH-
-CH2-N), 52,6 /CH2(2)/, 21,9 /CH2(3)/, 20,8 /CH2(4)/.

Mpumep 11.

N-/2-I'nppokcu-3-(anaTmnammHo )-1ponokcn/-3-NmpuanH-kapbokeuMmugonnxnopug rugpoxnopug (1:1).

K pacteopy 1,0 r (3,7 mmon) N-/2-rugpokcn-3-AMatm naMmuHo-nponokcu/-3-nvpuanHkapbokcmMmng-amng,
(CAS /131 782-74-6/, CA90 435907) B 5 Mmn Boasl 1 1,8 mn HCI npn 5-0°C gobaensioT no kannam pactsop 0,81 r
NaNO:2 (11,7 mmon) B 3 MNn BOAbI M CMECL NepemMeLlLnBaloT B TeyeHre 1 yaca npu Ton xe TemnepaType. 3atem
0,78 r NaOH B 4 mn Boabl A06aBNAOT 1 NPoayKT akcTparmpytoT 2x10 mn Boabl. AUPHLIA pacTBOp MPOMbIBAKOT
Bogon 3x10 mn, BeicywmeatoT Hag NaxSOs n BeinapueatoT. MacnsHuctein ocagok (0,53 r) pactBopsitoT B 5 mn
n3onponaHona n npoaykT npeuunutmpytot gobasneHnem 4M HCI/m3o — PrOH.

Beixoa: 0,35 r (29), T.nn. 117-118°C.

TCX. Rf=0,66 (kusensrens 60, antoeHT: PhMe — MeOH-EtOAc — cc. NH4OH 7:6:6:1).

NK: ((cm ™)/ KBr: 3292, 2959, 2854, 1578, 1475, 1484, 1409, 1273, 1099, 1049, 976, 901, 838, 704.

"H-AMP (250 MHZ, DMSO: crangapT DMS0=2,50 [ma]): 10,35b, 1H (NH"), 8,97d, 8,70dd, 8,17m, 7,55m
(nvpuaunH 2-6-4-5-), 6,02d, 1H (OH), 4,45-4,25m, 3H (NOCH2>+CHOH), 3,4-3,0m, 6H (3x NCH), 2,25t, 6H
(2xCHa).

1‘)’C—FIMP (63 MHZ, CDCls3; ctangapt CDCI3=77,0 [ma]): 151,0, 128,6, 134, 123,1, 148,0 (nvpugmnH 2-3-4-5-
6), 135,2 /C(CI)=N/, 78,2 (NOCH), 65,5 (CHOH), 55,5 (CH-CH2-N), 47,1 (CH2-CH3), 11,8 (CHa).

Mpumep 12.

N-/2-'mapokcn-3-(nMpponuamnH-1-un)-nponoK-cu/-3-nupuamnHkapbokc ummgomnn xmopua (Z)-2-6yteHamoar (1:1).

N-/2-I'mppoken-3-(nupponnaunH-1-un)-nponok-cu/-3-npnanHkapbokcumma-amna-gurnApoxnopua, (CA
/1(1;151/8)2-78-0/,{35%2000435907) AnasoTupyloT cornacHo npumepy 11. MNpoaykT BoAeNsoT B BUAe ManevHara u3 atunauetara. Beixon 0,3
r o), T.NN. 89—~ X

TCX: Rf= 0,58 (kusenbrens 60, antoeHT PbMe — MeOH-EtOAc — cc. NH4OH 7:6:6:1).

MK: ([cm‘1]/ KBr): 3323, 2953, 1585, 1497, 1385, 1366, 1194, 1070, 1022, 876, 864, 704.

"H—AMP (250 MHZ, DMSO; ctaHgapT DMS0=2,50 [ma]): T 333K 8,97d, 8,69dd, 8,15m, 7,53m (nupuauH 2-
6-4-5), 6,03s, 2H (CH=CH), 4,4—4,2m, 3H (NOCH2 + CHOH), 3,4-3,1m, 6H (3x NCH.>), 1,9bs, 4H (2xCH>).

Bec—AaAMP (63 MHZ, DMSO; crangapt DMS0=39,3 [ma]): 166,8 (COOH), 151,3, 127,5, 134,2, 123,5, 147,0
(MvpuamnH 2-3-4-5-6), 135,6 (CH=CH), 134,6 IC(CI)=/, 64,2 (CHOH), 55,9 (CH-
-CH2-N), 53,6 (NCH2), 22,1 (CH>).

Mpumep 13.

AHanorMyHo Obinn NonyyYeHbl CrieayloLLmMe CoeUHEHUS:

N-/2-rngpokcun-3+2,6-ammeTmnnmnepuanH-1-1I) -nponoke w-3-nMpuanHkapboKC MMUMEOW XIopUA,

T.nn.78,5-79°C (m30 PrOH)

TCX: Rf=0,66 (kusenorens 60, antoeHT: PhMe — MeOH-EtOAc — cc. NH4OH 7:6:6:1).

UK: ([cm‘1]/ KBr): 3090, 2930, 1580, 1435, 1379, 1307, 1275, 1204, 1094, 1049, 1020, 980, 914, 714.

"H—AMP (250 MHZ, CDCIs, ctaHgapT TMS = 0,0 [ma]): 9,09d, 8,66dd, 8,12m, 7,35m (nmpunanH 2-6-4-5-),
4,33d, 2H (NOCHy), 2,6m, 2H (2xNCH) 1,8-1,2m, 6H (3xCH2), 1,12d, 6H (2xCH3).

Bc-amp (63 MHZ, CDCIs, ctangapt CDCIs=77,0 [mg]): 151,0, 128,7, 134,3, 123,0, 148,0 (nvpnanH 2-3-4-
5-6), 135,1 /C(Cl)=N)/, 78,5 (NOCHy3), 66,9 (CHOH), 55,2 (NCH_), 59,3-57,7 (2xCH), 33,2-32,9 /2xCH> (3)/, 24,1
ICH2(4)/, 21,9-21,6 (2xCH3).

N-/2-rngpokcn-3-(Mopdo nnH-1-un)-nponokcu/-3-mpuanH- kapbokcamugoun (Z)-2-6yteHamoart (1:1).

T.nn. 137-138°C.

TCX: Rf= 0,45 (kusenbrens 60, antoeHT: PhMe — MeOH-EtOAc — cc. NH4OH 7:6:6:1).

MK: ([cm‘1]/ KBr): 3310, 1580, 1483, 1464, 1443, 1354, 1072, 1024, 982, 870.

H-AMP (250 MHZ, DMSO; ctaHgapT DMS0=2,50 [ma]): 9,00d, 8,72dd, 8,18dd, 7,57m (nupuguH 2-6-4-5),
6,03s, 2H (CH=CH), 5,9b, 1H (OH), 4,2—4,3b, 3H (NOCH2 + CHOH), 3,80d, 4H (2xOCH3), 3,0-3,3b, 6H (3xXNCH>).

Be—AamP (63 MHZ, DMSO; ctaHgapt DMS0=39,3 [ma]): 167,0 (COOH), 151,5, 127,8, 134 ,4, 123,7, 147 2
(nvpnamnH 2-34-5-6), 135,2 (CH=CH), 134,2 /C(CI)=N/, 77,1 (NOCH>), 63,1 (CHOH), 58,4 (CH>N), 63,2, 51,7
(MopdronuH).

N-/2-rngpokcu-3-(4-me mnnunepasnH-1-nn)-nponoken/-31mpuanH-kapbokcumngounn xnopua (Z)-2-6yreqanoart (1:2).

T.nn.: 174-175°C.

TCX: Ri=0,51 (kusenbrens 60, antoeHT: PhMe — MeOH-EtOAc — cc. NH4OH 7:6:6:1).

MK: ([cm‘1]/ KBr): 3207, 1693, 1578, 1456, 1358, 1304, 1020, 974, 864, 702.



"H-sAMP (250 MHZ, DMSO; ctraHgapt TMS=0,0 [ma]): 8,97d, 8,72dd, 8,17m, 7,56m (nupuanH 2-6-4-5),
6,15s, 4H (CH=CH), 4,3m, 2H (NOCHy), 4,05m, 1H (CHOH), 3,25-2,5m, 16H (5XNCHz, NCH3, 2xNH", OH), 11—
14b (2xCOOH).

Be_amp (63 MHZ, DMSO; crahgapt DMS0=39,3 [ma]): 166,8 (COOH), 151,3, 1279, 134,3, 1237, 1471 (nu-
puonH  2-3-4-56), 1342 [C(CI=NM33,2 (CH=CH), 780 (NOCHz), 65,7 (CHOH), 591 (CH-CH2-
-N),55.2, 50,0 (NCH>),42.3 (CHa3).

N-/2-rngpokcu-3-npon-2-1n-ammHo )-Nponokcn/-3-nupuamnH-kapbokcumugoun xno pug (Z)-6yteHamoar (1:1).

T.nn.: 108-109,5°C.

TCX: Rf= 0,55 (kusenbrens 60, antoeHT: PhMe — MeOH-EtOAc — cc. NH4OH 7:6:6:1).

UK: ([cm‘1]/ KBr): 3200 (b), 1582, 1479, 1383, 1358, 1200, 1119, 1057, 986, 876, 700.

"H—AMP (%50 MHZ, DMSO; ctangapt DMS0=2,50 [mpa]): 9,08d, 8,72dd, 8,17m, 7,57m (nupmnauH 2-6-4-5),
8,40b, 2H(NH2), 6,02s, 2 (CH=CH), 59b, 1H (OH), 4,30d, 2H (NOCH2), 4,19b, 1H(CH-
-OH), 3,10m, 1Hes, 2,9m, 1H (NCH3), 3,35m, 1H es, 1,23d, 6H (n3onponun).

“C—AMP (63 MHZ, DMSO; ctangapT DMS0=39,3 [mg]): 167,1 (COOH), 151,5, 127,7, 134,3, 123,7, 1471
(nupugmH 2-34-5-6), 135,9 (CH=CH), 134,8 /C(CI)=N/ 76,7 (NOCH3); 64,8 (CHOH), 49,7 (NCH>), 46,2, 18,6 es,
17,9 (n3onponun).

N-/2-mmppokcun-3-(Tpe 1.6 y Tuna MmHo )-nponoK-cu/-3-tmpuanH-kapbokcammaonn xnopug (Z)-2-6yre-Hoart (1:1).

T.nn.: 148,5-149°C.

TCX: Rf=0,51 (knsenbrens 60, antoeHT: PhMe — MeOH-EtOAc — cc. NH4OH 7:6:6:1).

UK: ([CM_1]/ KBr): 3500-2700 (b), 2986, 1632, 1582, 1470, 1356, 1204, 1124, 1067, 1034, 997, 874, 698.

"H-AMP (250 MHZ, DMSO; ctaHgapT DMS0=2,50 [ma]): 12,4b, 1H (COOH), 8,98d, 8,72dd, 8,17m, 7,58m
(nvpnaun 2-6-4-5-), 8,35b, 2H (NH2"), 6,03s, 2H (CH=CH), 5,9b, 1H(OH), 4,33d, 2H (NOCH>), 4,19b, 1H (CHOH),
3,10b, 1H es, 2,88m, 1H (NCH>), 1,3s, 9H (3xCH3).

Be-amp (63MHZ, DMSO; ctangapt DMS0=39,3 [ma]): 167,0 (COOH), 151,5, 127,5, 134,3, 123,7, 147 1
(mvpnamnH 2-3-4-5-6), 135,8 (CH=CH), 134,6 /C(CI)-N/, 70,6 (NOCHy>), 64,7 (CHOH), 56,2 (CH2-N), 43,4, 24,8 (by-
™n).

) N-/2-rngpokcu-2-(LMKnorekcunammHo )-nponok-cu/-3-nupuanH-kapbokcumumgonn xmopug (Z)-2-6yteHgunoart
(1:1).

T.nn.: 135,5-136,5°C.

TCX: Rt= 0,64, knsenerens 60, antoeHT: PhMe — MeOH-EtOAc — cc. NH4OH 7:6:6:1.

NK[em ™) KBr: 3500—2700 (b), 2943, 1590, 1454, 1350, 1200, 1040, 1003, 989, 872,737, 714.

H-AamP (250 MHZ, DMSO; ctaHgapt DMS0=2,50 [mg]): 8,98, d, 8,72,dd, 8,17m, 7,57m, 1H (nMpnann 6-
3/4-5-), 8,4b, 2H (NH2"), 6,03s, 2H (CH=CH), 5,87b, 1H (OH), 4,328d, 2H (NOCHy), 4,22m, 1H (CH-OH), 3,2—
2,9m, 3H (NCH2 + NCH), 2,15-1,0m, 10H (5xCH>).

Be-amp (63 MHZ, DMSO; ctaHgapt DMS0=39,3 (ma): 167 (COOH), 151,5, 127,7, 134,3, 123,7, 147 1
(nvpugmnH 2-3-4-5-6), 135,8 (CH=CH), 134,8 (C(Cl)=N), 76,7 (NOCHy), 64,7 (CHOH), 56,1 (CH2>-N), 45,9 (N-CH5),
28,5-27,8 (2xCH2(2)), 24,5-23,8 (2xCH2(3)), 23,7 (CH2(4)).

N-/2-mmpgpoken-3-(5,6-anmeTtokcun-1,2 .3 ,4-Te TparuaponsoxXuHoNmMH-2-111)-Nponoken/-3-NMpUaNHKapGOKCUMUAONIT  XII0-
pua.

T.nn.:111,5-112°C.

TCX: R¢= 0,50, knzenvrenb 60, anoeHT CHCl3-CeOH 9:1.

NKlem ™) KBr: 3132 (b), 2949, 2812, 1580, 1514, 1488, 1384, 1289, 1225, 1128, 1053, 994, 922, 845, 810,
710, 700.

H-amP (250 MHZ, CDCl3; ctangapt TMS=0,0 (ma): 9,084, 8,65d, 8,12d, 7,35m (nupuauH 6-3-4-5-), 6,63s,
6,53s (Ph), 4,38d, 2H (NOCHy), 4,22m, 1H (CH-OH), 3,65 ABq, 2H(NCH>), 3,83 (2xs, 6H (2xCH3), 3,0-2,6m, 6H
(3xCHy>).

12C—FIMP (63 MHZ, CDCl3; ctaHgapT CDCI3=77,0 (va): 151,1, 128,6, 134,4, 123,1, 148,0 (nupmnguH 2-3-4-
5-6), 147,6, 147,2, 126,0, 125,8, 111,3, 109,3(P), 135,4 (C(Cl)=N), 78,1 (NOCHy), 65,7 (CHOH), 60,0 (CH2-), 55,8
(OCHg3), 55,6 (N-CH2), 51,1 (N-CH2>-CH3), 28,5 (CH2-CH2-Ph).

Mpumep 14.

N-/2-rugpokcn-3-/(1-nnnepnamnn)-nponokcn/-a-(3 ,4-aumetokcmde H1)- aueT MUaoUn xnopua.

3,87 r (10 mmon) N-/2-rmgpokcun-3-(1-nunepugnn)-nponokcu/-o-(3,4 - MeTok cMbeH3nn)-auetTaMnamH
mapoxnopug (CAS /131782-83-7/) pacteBopsaotr B 15 wmn Boabl. PactBop oxnaxgatoT no -4/
-5°C, po6asnsioT 9,8 mn HCI n pacTteop 2,76 r (40 mmon) NaNO2 B 8 mn Boapl (M0 Kannsm) npu Tol Xe Tem-
nepatype. CMecb nepeMelumMBaloT Npu TON Xe Temnepartype OONOMHUTENbHO 2 Yaca 1 NoAllenaymsatoT Ao-
6aBneHnem 2 NaOH/8 mn Bogabl. Mpoaykt akcTtparmpyoT 3x15 mMn 6eH3ona, 6eH30MbHbIN pacTBOP MNPOMbI-
BatoT 15 mn Boabl u 15 mn HaceiweHHoro pacTeopa NaCl, cywaTt Hag Na2SO4 1 BelnapusatoT.

2,9 r macnsHucToro ocraTtka pacmopsatoT B 10 mn atunauetata, nogkmuansaioT HCI B atunauetate go pH2 un
BbinapueatoT. O6paboTkon macna 20 mn auetoHa 0,4 r TBepAOro NpoaykTa HenpopearvpoBasLLero npoagykTa no-
ny4atoT. ALle TOHOBbIV MMbTPAT BbiNapMBaloT, 0CafoK pactBopstoT B 15 Mn BoAbl.

pH nosoaaTt oo 8 NaHCOs3 ¢ nocneaytowen akctpakumnern 3x10 mn Bogpl, BblcywmBatoT Hag NaxSO4 1 Bbl-
napueatoT. Cbipor NpoaykT ObIN uccnenosaH xpomarorpadmyeckn Ha 60 r kuzenbrens B CMECK aueToH-3TUnaue-
Tat (1:1). Beixoa: 1,02 (27,5%), 6ecuseTHOe macro.

TCX: Rf= 0,80, knsenvrens 60, antoeHT PhMe — MeOH-EtOAc — cc. NH4OH 7:6:6:1.

WK[cm ~"Jnnetka: 3400 (b), 2930, 1605, 1590, 1515, 1460, 1260, 1235, 1145, 1020, 980, 845, 745, 655.



H-amP (250 MHZ, CDClIs; ctaHaapt TMS=0,0 (mAa): 6,82s, 2H 1 6,77s, 1H (deHnn), 4,17m, 2H (NOCHy),
4,05m, 1H (CH), 3,86 2xs, 67 (2xOCHs), 3,71s, 2H (Ph-CHz), 3,6b, 1H(OH), 2,38d, 2H (CH-
-CHz-Ng, 2,58m, 2H, 2,37m, 2H, 1,56m, 4H n 1,45m, 2H (nunepuauH).

Be-amp (63 MHZ, CDCIs; ctaHgapT CDCIs=77,0 (ma): 149,0, 148,3,127,1,121,3,112,1 n 111,2 (dpeHun),
139,1 (C(CI)=N), 77,3 (NOCH>), 65,3 (CH), 60,9 (CH2>-CH2>-N), 55,8 (OCH3), 42,3 (Ph-CH>), 54,6, 25,9 1 24,1 (nu-
nepuauH).
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