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IPENTAPATUBHBIV CUHTE3 N-AIIETWJI-3-UHIOJJTMHOHOB

AHHoTanus. CoelMHEHUs, COIePIKaLle B CBOCH CTPYKType WHIOIbHBIN LUK, 00Ja1al0T OMOIOTHYEeCKON aKTHBHO-
CTBIO U SIBJISIIOTCS NICTOYHUKOM JUISl pa3pabOTKH HOBBIX JISKAPCTBEHHBIX CPENCTB. J{JIs1 MX OPraHMYECKOTO CHHTE3a aKTHBHO
HCTIONB3YIOTCS B Ka4eCTBE MCXOMHBIX BemecTB N-areTHi-3-MHI0THHOHEL Pa3paboTaHbl MpemapaTHBHBIE METOAUKHI MOTY-
YCHHUA N—aueTMH—}—HH}IOJ’II/IHOHOB, NMPUMEHSAECMBIX B Ka4€CTBE UCXOAHBIX COel]I/IHeHI/Iﬁ JUISL CHHTE3a KOHJACHCUPOBAaHHBIX ITPO-
W3BOJHBIX WHZOJIA, 00TaJafoNINX BBICOKOH TEpaneBTHYECKOH aKTUBHOCTHIO. CHHTEe3 N-aneTni-3-HHI0INHOHOB OCYIIeCT-
BIISUIM ITYTEM TUALCTHIIMPOBAHMS U UHUKIH3AUU N-(2-KapOOKCU(PEHUI)IITULINHA U ero 4-0poMIpor3BOIHOTO ¢ 00pa3oBa-
HueM N,O-IHaleTUINHIOKCHIIOB C TOCIEAYIOIHUM THAPOIU30M IOJYUEHHBIX COCIMHEHHH O I1IeJIEBBIX WHJIOJUHOHOB.
VYcTaHOBIEHO, UTO GpPOM3aMEICHHEIE TPOM3BOAHEIE 00JIaal0T MOBBIIIEHHOI CTaONIBHOCTEIO IO CPAaBHEHUIO C aHAJIOTaMH,
HE comepKaluMu Opoma B OCH30IBHOM KOJBIIE HHIONBHOTO SJIpa, B PE3yNbTaTe YEero MPH UX HCHONb30BAaHHH B PEAKIIHH
HOBBIIIAETCS BBIXOJ] IEJIEBBIX MPOYKTOB.

Kuarouessie cioBa: N-(2-xapOoxcnpennn)rmunut, N,O-1naneTHIHHI0KCHI, 5-0poM-N,O-1Huane THINHI0KCHII, YKCYC-
HBIIl aHTUAPUL, HATPUs CyabuUT, N-anetun-3-uHA0nuHOH, N-aneTui-5-0pomM-3-uHA0INHOH
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PREPARATIVE SYNTHESIS OF N-ACETYL-3-INDOLINONES

Abstract. Compounds that contain an indole cycle in their structure have biological activity and are a source for the
development of new medicinal products. N-acetyl-3-indolinones are actively used as incoming substance for their organic
synthesis. Preparative methods for the obtaining of N-acetyl-3-indolinones, used as incoming substances for the synthesis
of condensed indole derivatives with high therapeutic activity, have been developed. Synthesis of N-acetyl-3-indolinone was
performed by deacetylation and cyclization of N-(2-carboxyphenyl) glycine and its 4-bromo-derivative to form N,O-
diacetylindoxyls followed by hydrolysis of the obtained compounds to target indolinones. It was established that brominated
derivatives have increased stability as compared with the analogues which do not contain bromine on the benzene ring of the
indole nucleus, resulting in the increase in the yield of desired products in the reaction.
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Beenenue. bonbmas yacTb OMOJOrMUECKH aKTHBHBIX BEILECTB U JIEKAPCTBEHHBIX CPEICTB UMEIOT
CTPYKTYPY HNOJMIUKINYECKOTO CTPOEHUSI, IIPU ITOM HEKOTOPBIE U3 HUX SABJISIOTCSA MeTEPOLUMKINYE-
CKHMU COEIMHEHHSIMU, COACPKALIMMH WHONBHBIN hparMenT:
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[losTOMY €cTecTBEHHO, YTO B TMOCIEIHEE BPeMsl BBICOKUMH TEMIIAMU Pa3BUBACTCS HAIPABICHUE
B 00J1aCTH CHHTE3a M MCCIIeIOBAHMS CBOWCTB MMPOU3BOJHBIX WH/I0JA. B pe3ynbrare mosBIISIIOTCS HOBBIE
3(heKkTUBHBIC JIEKAPCTBEHHBIE CPEICTBA IIUPOKOTO mpoduiis aercTeus [1, 2].

Cpenu pa3HOOOpa3HBIX METOAOB OPTaHMYECKOTO CHHTE3a COSAMHEHHM, COAePKAIINX WHIOIbHBIH
(parMeHT, aKTUBHO MPUMEHSETCS CHHTE3 C HMCIIOJb30BAHMEM B KaueCTBE MCXOJHBIX COCAMHCHHM N-
aleTUI-3-UHJOIUHOH U N-aneTui-5-0poM-3-uHI0JIMHOH. DTH BEIECTBA CYIIECTBYIOT B JIByX TayTO-
MEpHBIX (popMax: KETOHHOW M €HOJILHOMN. boyiee yCTOMYMBBIM SBIISICTCSI KETOHHBINA TayTOMED, KOTOPBIi
o0nagaeT OueHb NMEPCIICKTUBHON C TOUKH 3pEHHSI OPraHUYeCKOro CHHTE3a CTPYKTYpOid, o0ecrieunBaro-
el BO3MOYKHOCTh TOJTYUSHU S Ha €€ OCHOBE IIeIIOr0 Psa MPOU3BOAHBIX. KpoMe KeTOrpymimbl, peakiiu-
OHHasl CIIOCOOHOCTD ONMPEACSICTCS TAK)KE HAJTMYMEeM BTOPUYHOW aMUHOTPYIIIbI, aKTHBHOI'O 2-METHJIE-
HOBOT'O 3BCHA U CIIOCOOHOCTBIO K BBEJICHUIO 3aMECTUTENIC B OCH30JIBHBIN IUKI [2]. AUMIUpOBaHUE
BTOPUYHOW aMHUHOTPYIIIHI 3-MHAOIHMHOHA CIIOCOOCTBYET MOBBIMIEHUIO YCTOMYUBOCTH 3TOTO COEIMHE-
HUSI K OKHUCIIEHUI0. Bee 9To sBIsieTcsi OCHOBOM 715l MCTIONB30BaHUS 3-UHAOJIMHOHA B CHHTE3aX OHOJIO-
TMYECKH aKTUBHBIX BeriecTs [3—11].

PaboThl POCCHUCKUX YUEHBIX 0 M3YUEHHUIO (PapMaKoJOrHIeCcKOl aKTHBHOCTH KOHICHCUPOBAaHHbIX
MPOU3BOAHBIX MHJI0JIA TIOKA3aJI1, YTO ITH COSAMHCHUSI 00IaTaf0T aHTUTUITOKCHYECKHUM, T'eIaTOMPOTEK-
TOPHBIM, TIPOTUBOOTEIHBIM M aKTOIPOTEKTOPHBIM AcicTBHEM [3—8]. MI3BeCTHBI pabOTHI B 3TOH 00J1a-
CTH U STIOHCKUX ucciaemoBareneit [9—11].

[Ipon3BogHBIC HHIOIMHOHA, COACPIKAIINE aKTUBHYIO OKCOTPYTIITY, 0 CHUX TOp SBISIOTCS TPYIHO-
JIOCTYIHBIMUA U JIOPOTOCTOSIIUMU COCTUHCHUSAMU. ITO CACPKHUBACT JaJIbHEHIIICE Pa3BUTHE UCCIICIO-
BaHMI MPHU pa3pabd0TKe CUHTE3a MEPCIEKTHBHBIX OMOJOIHYECKU aKTUBHBIX BEIIECTB M HOBBIX JICKap-
CTBEHHBIX CPEJICTB.

Jl1s mosydeHus MPOU3BOJAHBIX 3-WHJIOJMHOHA Yallle BCErO MPUMEHSETCS PEaKLUs UKIU3aAIHH
N-(2-xapOokcudenmmriununa (1) myrem ero o0pabOTKH KUIISIIIUM YKCYCHBIM aHTHAPUIIOM JI0 TIOTY-
gerust N,O-nquanermmuaaokcrna (II) Bernenennsie N,O-1uane THIWHIOKCHIIBI TTOIBEPTalOT CEICKTHB-
HOMY THJIPOJIU3Y TIO alleTHIJIBHOM T'PYIINe B MOJIOKEHUU 3 TIPH JACHCTBUM CyJib(pUTa HATPUSI B BOJIHOM
cpene mo oopazoBanus N-anetun-3-uagoaunona (I111) [4, 15].

R OAc R 0
Ac,O/KOAc @U/ Na,SO @C/r
2 3
NHCH,COOH N N

M (ID LC (111)

R COOH

e

Ia, IIa, IIIa: R = H; 16, 116, I116: R = Br

Ilens paboThI — pa3paboTKa yCIOBUI MpenapaTUBHOTO CHHTE3a N-aleTHi-3-uHI0anHOHa 1 N-arie-
THI-5-0pOM-3-WHIOIMHOHA C HCIOIH30BAHNEM J1a00PaTOPHOTO PEaKTOpa C MOCICAYIONUM THAPOIU30M
cooTBeTCcTBYIOMHUX N,O-THane THINHAOKCHIIOB, a TAK)KE BBISICHEHHE BIMSHUS HATU9IHsA OpoMa B OeH30-
JHHOM KOJIbIIE Ha PEAaKIIMOHHYIO CTIOCOOHOCTH U CTAOMIBHOCTH MOTyYaeMBIX COSIUHEHHI U Ompeene-
HUE UX (PU3UKO-XUMHYECKHX XapaKTePUCTHK.

Pe3yabraThl uccenoBanuii u ux oocy:kaenue. Cuares N-(2-kapOoKCHPEHUT)TITAITNHA (COSTHHE-
aue Ia), ¢ mocnemyromum ero OpomupoBanueM 10 N-(4-0pom -2-kapOoKkcupeHUIT)IITUITHHA (COeaIHE-
nue 10) ormcan Hamu panee [16]. meroTcs myOaukanuu 00 WCITOJIb30BAHUH YKa3aHHBIX COCTUHECHHIH
B KadeCcTBE MHTEPMEAHATOB I moiryueHus N,O-muaneTHiinHIokcuioB (coenqnaenus 11a,0) [12, 13]
n N-ametwi-3-uanonuHoHOB (coequuenus I1la,0) [14, 15]. IlpoBeneHHBIC SKCIIEpUMEHTAIBHEBIE TTPO-
BEPKH yKa3aHHBIX METOIUK MTOKA3aJIH, YTO JUIsI MacIITaONPOBAHMS OHU HYKJIAIOTCS B TopaboTKe.

IIpu mpoBeneHNN IKCIIEPUMEHTATBHON paOOTHl CHHTE3bI OCYIIECTBISIA B TaOOPaTOPHOM MeTall-
JTUYECKOM peakTope. B Tabnmuiie mpuBeeHbl XapaKTePUCTUKN CHHTE3UPOBAHHBIX coequHenuit. [lomy-
yeHHbIe N,O-IHaleTUINHIOKCHIIBI PACTBOPUMBI B HU3IIMX CHUPTaX W OOBIYHBIX OpPraHUYECKUX pac-
TBOPHUTEIAX 32 UCKIIOYCHHEM YTIIeBOA0pOoJ0B. CHHTE3UPOBAHHbBIE WHIOIMHOHBI TaK)KEe PACTBOPHUMBI
B YKa3aHHBIX PAaCTBOPHUTEINAX 32 MCKIIOYEHHUEM AMITHIOBOTO d(upa. Cieayer OTMETUTh, YTO OpOM-
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coieprKalIfe MPOU3BOJHBIC HHI0JIA UMEIOT 00Jiee BEICOKYIO TEMIIEPaTypy IUIaBICHHS U XyKE PacTBO-
PSIIOTCS IO CPaBHEHUIO C UX aHAJIOTaMU, HE COJIEPKAaIlMMHU B Ka4eCTBE 3aMECTHTENs1 Opoma.

W3 naHHBIX TaOMHUIBI BUIHO, YTO OpOMCOJIEprKallie MPOU3BOAHBIE B pEaklUsIX MpeBpaleHus oo-
pasyIoT NPOAYKTHI ¢ O0JIee BEICOKUM BBIXOJOM. BeposiTHO, Hannuue B MoJieKyJie OpoMa OKa3bIBaeT CTa-
Ounusupytomiee IeicTBUE MO0 OTHOUICHUIO K OKMCICHHUIO B MPOLEccaxX aleTUIMPOBAHMS U THAPOIN3a
yYKa3aHHBIX coelnHEeHUH. [Ipn 3TOM B cilyuyae HCIIONB30BAHMS B PEaKIUAX HE3aMEIICHHBIX aHAJIOrOB
MOYXHO HaOIIOaTh IMOSBICHHE OKPACKU MPOAYKTOB PEaKIMU U MOBBIMICHHOE 00pa30BaHUE CMOJIOO-
Opa3HbIX MOOOYHBIX BEIIECTB.

Omnucano nonyyenne N-aneTui-3-uHI0IUHOHOB TpH rujponnie N,O-TuIeTHInHI0KCUIIOB C HC-
rmosib3oBaHueM cynbdura Hatpus [4,14] n metanaudeckoro Hatpus [15]. OTnuyuTeNnbHON 0cOOEHHO-
CTBIO CyJIb(hUTa HATPHS SIBISIETCS TO, YTO OH 00NagaeT CHIbHBIMU BOCCTAHOBUTEIBHBIMU CBOHCTBAMH.
[IpennpuHsATHIE HAMU MONBITKY IPOBEACHUS THAPOIN3a C IPUMEHEHUEM psifia APYTUX BOCCTAHOBHUTE-
Jel MeNoYHON TpUpoAb! (HaTpust cynbhuaa, HaTpUst HUTPUTA) HE IPUBEIH K ycrexy. LleneBoit unmo-
JIMHOH He 00pa30BbIBAJICS BOOOIIE MM MPOUCXOINIIO OCMOJICHHE TIPOYKTOB peakinu. [1onoxuTens-
HBINA PE3yIbTaT OBLI MOJIYUEH TOJIBKO MPH UCTIOIB30BaHNN OMKapOOHaTa aMMOHHUS. B pe3ynsrare ObLI0
MIOKa3aHO, YTO CyJIb(UT HATPUs U OMKapOOHAT aMMOHHUS SIBJISIIOTCS HanOoJiee NOAXOASIINMHU areHTaMH
IUIS TIOTy4YeHus 3-WHI0MMHOHA TTpH ruApoiu3e N,O-1raneTHiInHI0KCHIa.

CrenyeT OTMETHUTB, UTO NpH Tunponuse coennnenus Ila odpasyeTcs n1Ba Buga 0CcaaKoB ¢ pa3iny-
HOU TeMIIEpaTypoi MJIaBJICHUS U PAa3IMYAIOIIKXCS IO IBETY: HI)KHUN CBETII0-0€KEBOro LIBETa U I'oJy-
OoBaTblii BepxHMid. [lomydeHHBIE pe3yNbTaThl AJIEMEHTHOro aHann3a u MK-cnekTpockonuu BblieseH-
HBIX IPOJYKTOB MOJTHOCTBIO UIEHTHYHBI.

DU3UKO-XUMHYECKHE XapPaKTePUCTUKU CUHTE3UPOBAHHBIX coeIUHEeHU

Physicochemical characteristics of the synthesized compounds

Haiineno, % Beruncieno, %

HanmenoBaHue T,.°C Bpyrro-dopmyia B}’I;Oﬂ’
C H Br N C H N °
N-(2-xapboken-er) 219 CHNO, | 5538 | 463 | — | 675 | 5538 | — | 718 | 89
rounuH (1a)
N-(4-Gpow- 2-rapGo- 230 C,HgBINO, | 39,64 | 3,21 |2896 | 503 | 3944 | 2916 | 511 | 77
keupenumrunuH (I16) | ¢ pasnoxeHuem

N,O-nunanerni-
unpokcun (11a)
5-6pom- N,O-nu-
anetunuagokcui (116)

78,5-79,5 | C,H,NO; | 66,58 | 508 | — | 637 | 6635 | — | 645 | 38

124-125  |C,H, BINO,| 49,02 | 3,39 |27,62 | 4,06 | 48,67 | 2699 | 473 | 70

N-aueTunin-3-uHI001- 120-128
yion (I11a) 130-137 C,(HyNO, | 68,42 | 5,17 - 7,75 | 68,56 - 8,00 87
N-anernn-5-6pom- 184185 97

C, HBINO, | 47,07 | 513 [31,50 | 4,86 | 47,27 | 31,45 | 5,51

3-unnonuHoH (I116)

JkcnepuMenTadbHas 4acThb. MK-criektpsl perucrpupoBann Ha Dypre-criekTpomerpe «Nicolet
Protégé-460» B Tabnerkax, 3ampeccoBannbix ¢ KBr; cnektps SIMP 'H — Ha cnextpomerpe Bruker
«Avance-400» B neiitepoxiopodopme. UHCTOTY MPOAYyKTOB KOHTpodupoBain Metogom TCX Ha ma-
cruHkax c¢ cunukarenem Merck 60 F,s,. B xadecTBe pacTBOpuTEns 00pa3loB NPUMEHSIIN METAHOI,
AITFO’HTA — CMECh XJIopodopma U JieAssHOoN yKcycHoU kucaoThl (19:1 mo o6bemy). Temmeparypy riaBie-
HHUS ONPENEIISIN Ha CToJuKe boatuyca.

CuHTE3bl OCYIIECTBIISUIM B JIAOOPAaTOPHOM METAJNIMYECKOM peakTtope oobemMoM 10 11, KOTOpBIi
MIpe/ICTaBIIeT COO0H MMITMHAPUYECKUN dMATHPOBAHHBIN cocynl auamMeTpoM 250 MM U ceprudecKum
JTHOM C OTBEPCTHEM JJIsl BBITPY3KH, CO CbEMHOMN KPBIIIKOH, pyOanIkoi 1 SKOpHOH MelIankoi. B kpbii-
K€ PeaKTOpa UMEIOTCS YeThIPe OTBEPCTHSL: IS 3arPy3KH HCXOAHOTO ChIPbs, YCTAHOBKH O0OPAaTHOIO XO-
JIOAMIIBPHUKA, MEIIAJIKN U JaTdynKa Temneparypsl. st peakTopa UCTIONb3yeTCs BEPXHEMPUBOIHAS Me-
manka mogenu IKA RW20 ¢ perynupyemoii ckopocTbio BpamieHusi. TernaoHocuTens aiis oborpesa py-
Oamku — cunukonoBoe maciio [1C-100, nuama3on pabouux Temnepatyp: ot +25 mo +170°C. Ilonaua
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W HarpeB TEIJIOHOCHUTEN S OCYLIECTBIISIETCS MIPH MOMOIIH IIUPKYIAIHMOHHOrO yiaeTparepmocrata U-10.
st oxnaxknenus pyoaiku peakropa npumMensuin 30 %-Hblil pacTBOp 3THIIOBOrO CIUPTa B Boae. MUHU-
MallbHas Temmeparypa oxjaxaeHus —15 °C. Ilogady oxiakaroIero pacTBOpa OCYIISCTBIISIN Yepe3
HUPKYJSIHOHHBIH pedpuxepaTop WCR-PS.

N-(2-xapooxcudpennmrannul (I1a) u N-(4-0pom-2-kapookcudennmriauunn (I0) — cunres onu-
caH B pabore [16].

N,O-muanerumaaokcu (Ila). Cvecs 1587 mi (16,8 Monb) ykcycHoro anruapuma u 362 1 (3,69 MoJn)
BBICYLICHHOTO alleTaTa Kajus 3arpyskajin B Ja00paTOPHBIN peakTop M HarpeBau 0 KUTICHUS MIPH Tie-
peMernuBanuu. 3ateM a00aBisin B 6 mpuemoB cycnensuto 362 r (1,85 monb) coenunennu Ia B 780 mi
YKCYCHOTO aHTHApUAa. Peakiinonnyto cmech kunsatsuia 20 MuH, ObicTpo oxuaxaanu 10 10°C u BBoau-
nu nipu riepememuBannn 2610 M Bonbl, oxnaxkaeHHon 1o 0 °C. [lepememuBanu 1o oOpazoBaHuA Cy-
CIICH3UH U JIOTIOTHUTENBHO BhIAepKuBanu 10—15 MUH NMpu MOCTOSHHOM OXJIaXXJACHUH PyOaIIku peax-
Topa. [Tomy4eHHYIO CYCIEH3UIO BBITPYKald M3 PEakTOpa, OTQHIBTPOBBIBATIN 00pa30BaBIIMIACS Oca-
JIOK, TpoMbIBaiu B bl 110 290 Mt 50 %-HoH yKCYCHOM KUCIOTBI M TpHokabl 110 290 mi 50 %-Horo
sTHIIOBOTO criupTa. [lomyunnu nocne cymku B Bakyyme 154 1 (38 %) nmponykra, KOTOpbIi KpUCTAJIIHU-
30BajM U3 3TUJIOBOTO CIIMPTAa ¢ aKTUBUPOBaHHBIM yrieM. Ilocne cymku B Bakyyme Boiaensnu 120 ¢
coenunenus Ila B Buie KpUCTAILIIOB XeNTOBATOrO 1BeTa. R cocrasnser 0,56.

UK-cnextp (cMm~'): 3468 (NH), 1741 (COO), 1698 (-C(O)- N), 1211 (C-N).

Cnexrp SIMP' H (§,m.1): 8,461(7), 7,71 (2), 7,54n (4), 7,407 (6), 7,317 (5), 2,61c (CH,COO), 2,39¢
(CH,CO).

5-opom-N,O-mnanerununaokcus (I16) momyganu mo mpuBENEHHON BBINIE METOAUKE C HCITOJb-
30BaHueM 1pu 3arpy3ke 2420 mi (25,65 mMoiib) ykcycHoro anrupuaa, 307 r (3,13 Mouib) kanus amerara
u 307 r (1,12 mons1) coequuenust 16 B 650 M ykcycHOro aHruapuaa. PeakimoHHy10 cMech IO OKOHYAHUH
peaknuu pazodasisima 2560 mit Bonbl. [lomydeHHBIH 0CaIoK OTQUIBTPOBBIBAIIN U MTPOMBIBAIIN JIBAYKIBI
o 250 mut 50 %-HOW yKCYCHOHM KUCIOTH B ABaXAbI 1o 150 mu 50 %-noro sTunoBoro cnupta. Ilocie
cymku npu 60 °C momyuunu 233 1 (70,2 %) nmpoaykrTa, KOTOPBIH KPUCTAJIIN30BAIN U3 3THIJIOBOTO
cnupTa ¢ akTuBMpoBaHHbIM yriieM. Cymunu npu 60°C u Beiiensiiau 200 r coequnenus 110 B Buze xen-
TOBAThIX KpUCTAILIOB. R, cocrapuser 0,65.

UK-cnextp (cM!): 3420 (NH), 1756 (COO), 1715(-C(0)- N), 1210 (C-N).

Crnextp SIMP 'H (8,m.11): 8,341 (7), 7,71c (2), 7,671 (4), 7,461 (6), 2,60c (CH;COO0), 2,38¢ (CH,CO).

N-anerna-3-unaonaunon (Illa). B nabopatopHsiii peaktop 3anuBanu 1460 M1 BOIbl U HarpeBaiu
1o Temmneparypsl 70 °C, 3arpyxaiu U pacTBOpsuUid npu nepememmanuu 94,58 r (0,75 mMomnb) HaTpus
cynbdura 6e3BoHOTO, 3aTeM BBOAWIH 68,2 T (0,314 Moxb) mponykra Ila n nepeMernimBaiu mpy TemMIe-
patype 70—75 °C B reuenne 1,5 4. Peakimornyto cmech oxsraxaand 1o 20 °C, BRITpyKaJld U OCTABIISIIN
Ha HECKOJIBKO YacoB IpU yKa3aHHOW Temmeparype. BeimaBmiue 2 cios ocajka, OTIMYAIOLIUXCS MO
OKpacke, OTACISIN (pUIBTpOBaHNEM, TPOMBIBAIIN BOAOW M CYIIMIM NMPH KOMHATHOH TeMIlepaType Ha
BO3/yX€, a 3aT€M B BaKyyMe 110 MocTOsTHHOM Macchl. Cymmaphbiit Beixon 11a 47,78 1 (86,86 %). Ilepe-
KPHCTAJUIN3alKs M3 BOJIBI M U30IPOIHMIIOBOTO CIIMPTa ¢ aKTUBMPOBaHHBIM yriieM. R, cocrasnser 0,46.

UK-crextp (cM~!): 3412 (NH), 1716 (C=0), 1676 (-C(0)- N), 1284 (C-N).

Crnektp AMP 'H (3, m.n.): 8,550 (7), 7,740 (4), 7,667 (6), 7,221 (5), 4,29¢ (2), 2,32¢ (CH,CO).

N-anerunsa-5-0pom-3-ungoaunod (II16). CunTe3 OCylIeCTBISIIM aHATOTMYHO CUHTE3Y MPOAYKTA
IIla. B 1525 M Bogsl, HarpeToit 1o 70—72°C, BBommim 97,83 1 (0,78 Mob) HaTpusl CynbpuTa 06€3BOI-
HOT0, TTocie pacTBopeHus nobassinu 96,2 r (0,325 mons) mpoaykTa 116 1 mepemenminBany mpu yKas3aH-
Holi Temmepatype 4,5 4. Peakimonnyto cmech oxuaxanu 10 20 °C, ocazok OTACIsIA QUIBTpaIUCH,
IPOMBIBAJIN TPHKABI BoAoH 1o 160 mut u cymmnu nipu 60°C. Homyunnu 74,5 t (97,8 %) Bemecra 1116
xenroro nsera. [lepekpucrannmsanus us 70 % crnmpra (mo oovemy). R, cocrabnser 0,43.

HMK-crextp (em ! ): 3412 (NH ), 1716 (C=0), 1672 (-C(0)- N).

Crnextp SIMP 'H (3, m.n1.): 8,431 (7), 7,81c (4), 7,711 (6) 4,30¢c (2), 2,30¢ (CH,CO).

3akiouenue. PazpaboTanbl npenapaTuBHbIE METOIUKH CHHTe3a N-aleTui-3-MHI0JUHOHA U N-
aneTUI-5-0poM-3-UHI0JIMHOHA IPU IPOBEACHUH NPOLEcca ¢ UCIOIb30BaHNUEM 1a00paTOPHOI'O peak-
Topa. OnpezneneHbl (QU3NKO-XMMHUYECKUE XapaKTEPUCTUKM CHUHTE3MPOBAHHBIX N-aleTHJIMHIOIMHO-
HOB. Ha ocHOBaHWM MOJTyYEHHBIX PE3YJIBTATOB YCTAHOBIIEHO, YTO IPUCYTCTBUE OpoMa B 5-0CH30JIbHOM
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KOJIbIIC MHAOJIBHOT'O sAAApa MNOBBIIIACT CTaOMIILHOCTDh M TEM CaMBIM BbIXOQ 6p0MHpOI/I3BO,E[HI>IX nHJa0J1a
B pCaknuAX MNPEBpPAIlCHUSA IO IMUPPOJIBHOMY KOJIbILY. CI/IHTGSI/IPOBaHHLIe N—aHeTHH-3-HH,Z[OJ]HHOHLI
NPUTOAHBI IJIs IPUMCHCHM S B KAYCCTBC NCXOAHBIX BEUICCTB ITPU IMMOJTYUYCHHUN OHOJIOrHYeCKN aKTHBHBIX
IMPOU3BOJAHLIX MHJ0JA, NPOABIAIOMUX TCPANCBTHUYCCKYIO AaKTUBHOCTL U INCPCIICKTUBHBLIX B KAaUCCTBC
JICKaAPCTBCHHBIX CPCACTB.
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