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TMonyuena cepus Iu- U TPUSAEPHBIX IPOU3BOIHBIX UPPOJIA HA OCHOBE Kartaautiieckon peakuun CH-sp2-amu-
HOMeTWINpoBaHus upposa ouc(1,3-okcazannkinoank-3-mwi)MeTaHaMu B IpucyTcTBUU 5 Mon% ZrOCl,-8H,0.
Peakius mpoxoauT 1o noyoxkeHusM 2, 5 uiau 2 TUpposia B 3aBUCUMOCTH OT B3SITOTO KOJIMYECTBA AMUHOMETH-
JMPYIOIIUX PeareHTOB, MOJydyaeMbIX U3 (OpMabIeruia 1 o,m-aMUHOCIHPTOB (2-aMHHO3TaH-1-omna, 3-amu-
Homponas- 1-ona, 4-amuHOOyTaH-1-0ma). Peakuums amuHomerminpoBanus nujona ouc(1,3-okcazonuanu-3-mumn)-
METaHOM IIPOXOANT B nosioxkeHue 3. B ciydae kapOazona B 9TUX yCIOBHSIX poTeKaeT N-aMHUHOMETHIIMPOBaHUE.

KirodeBble ci10Ba: TMppoIL, MHIOI, KapOa30J, aMHHOCTINPTHI, (hOPMaNIbAETH, AMHHOMETHIMPOBAHNE

DOI: 10.1134/S0044460X19090051

ApoMaTuieckue COCIUHEHUS, BKIIOYAIOIINUE IU-
THJPO- M TETparuapo-1,3-okca3oibHble (pParMeHThI,
001a1af0T HEMpOMEINaTOPHBIME CBoOMcTBaMu [1—4].
Jus dopmupoBanus GeHmI3aMeneHHbx 1,3-0kcaz3o-
JBHBIX IIMKIIOB, HAPUMEP B CUHTE3€ JICKAPCTBEHHBIX
MIperaparoB MeMOJMHA WM aMHUHOPEKCa, MCIOIb3Y-
T [3+2]-IUKIOKOHACHCAINIO  O-(DYHKIIMOHATN3H-
POBaHHOTO OEH3MJIOBOTO CIUPTA C TYaHUJMHOM WA
[4+1]-umKiIOKOHACHCALIMIO C OpomimaHoMm [2—4].
KonnercupoBanusie muppoiio| 1,2-c]okca3on-1-oHb 1
oKca3010[3,4-a|uHa07-1-0Hbl OBUTH MOy9eHBI MHO-
TOCTaAMIHBIM crtocoOoM [5]. CBesieH sl O MTOTyYeHUU
1,3-okcazoin-3-ui-, 1,3-okcasunan-3-mi- u 1,3-okca-
3eraH-3-UI3aMeneHHBIX THPPOJIOB OTCYTCTBYIOT.

B nponomxenne nccienoBaHuii o CHHTE3Y HOBBIX
(hapMaKkoJIOrMUeCKH aKTHBHBIX IMPOU3BOIAHBIX psia
a30JI0B [6] HAMM TTPOBE/IEH CHUHTE3 JU- U TPUSACPHBIX
COEJMHEHUN C MUPPOJILHBIMHU, T€Tparuapo-1,3-okca-
30JIBHBIMH ITUKJIAMH B MOJIEKYJaX, a TAKXKe C UX IIe-
CTHU- U CEMUWICHHBIMU UKJINYECKUMU TOMOJIOTAMH —
1,3-okcaznnanamu u 1,3-okca3enanamu. [ mOpumHbIC

1346

MOJICKYJIBl C THUPPOSBHBIM (hapmakodopom (MHIIOM,
KapOOIMHBI, Kap0a30i) MEepCreKTUBHBI KaK MYIBTH-
TapreHTHbIE HEUPOIIPOTEKTOPHbIE BelecTna [7].

Hamu mpe/yioxeH HOBBIH Crocod KOHCTPYHPOBa-
HUS  TeTparuapo-1,3-uzokcazonuant-3-uia3amenieH-
HBIX TUPPOJIOB, MHJIOJIOB U Kap0a30JI0B Ha OCHOBE pe-
aKI[1 AMHHOMETUIIMPOBAHHUS B TIPUCYTCTBUU 5 MONT%
ZrOCl,-8H,0 B xauecTBe Karanuzaropa. Beibop kara-
su3aTopa 00ycioBjeH ero 3Qp(OEeKTUBHOCTHIO B peak-
musax CH-sp2-aMUHOMETHIIMPOBAHUS TUPPOJIa U MH-
J071a, a Takke N-aMUHOMETWIMPOBAaHHUS KapOazona
[8].

AMuHOMeTHIIpYIOIUii pearenT —ouc(1,3-okcaso-
TUIUH-3-WT)MeTaH 1 — MoJryYeH KOHIeHC el 2-aMH1-
HOATaH-1-oma ¢ mapadopmom (cxema 1) [9]. B cmecu ¢
ouc(1,3-okcazonuaun-3-mwi)meraHoM 1 B pesyabrare
MEXKMOJICKYJISIPHOW TETEPOLMKIM3AINN JIBYX MOJie-
KyJ1 2-aMUHO3TaH-1-051a ¢ 3 MoyisiMu (hopMasibieruia
oOpasyercss  Ounukio[4.4.1]-1,6-nuaza-3,8-nmuokca-
yaaekaH 2 (30-35%) [10]. PeakumoHHOCIIOCOOHBIN
ouc(1,3-okcazomunuu-3-un)metad 1 B yCIOBUSAX pe-
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aKLUH, TO-BUIMMOMY, JUMUHUPYET MOJIEKYTy OKCa-
30/IUiIMHA ¢ O0pa30BaHMEM aMHHOMETHIINPYIOLIETO
HHTEpMennaTa A.

Karamusupyemoe ZrOCl,-8H,0O B3aumoneiicTaue
mmppona ¢ o6wmc(1,3-okcazomuauH-3-un)metanoMm 1
B COOTHOLICHWH 1:2 TPUBOAUT K TPHUSICPHOMY
2,5-6uc(1,3-n30kcazonuann-3-unametnn)- 1 H-nuppo-
1y 3 ¢ BbIxo1oM 65%. CeneKTUBHO MPOXOAUT PEAKLUs
npu cooTHomeHuu pearedT l:muppon = 1:1 ¢ obpa-
30BaHHEM IUSAICPHOTO Tpon3BogHOTO — 2-(1,3-M30K-
ca3oiIuauH-3-unmeTnn)- | H-nuppona 4 — ¢ BBIXOIOM
74% (cxema 2). Ha ocHOBe mHImolla W KapOa3oiia B
ATUX yCIOBHX moiyuyeHsl 3-(1,3-n30Kkca3zonuanH-
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3-unmetun)- 1 H-unnon 5 (87%) u 9-(1,3-uzokcazonu-
IiH-3-uaMeTrn )-9 H-kap6azon 6 (52%).

CTpoeHHUe TONyYeHHBIX COCIWHEHHUH IMOITBEPXK-
neHo paHHbiMu SIMP 'H, 13C, a rtaxke Meromom
Mmacc-cnekrpomerpun. B cniekrpax SIMP 'H curnanst
MIPOTOHOB MUPPOJILHOTO IUKJIA PE3OHUPYIOT mpH 5.9
(3)us5.9,6.7, 7.3 m. 0. (4). MeTHICHOBEIE POTOHBI
MEXJIy TTUPPOIHHBIM U OKCA30JUJIMHOBBIM IHKIAMHU
HaOmonatoTes ipu 3.7 M. 1., a poToHbI Tpynbl NH —
B obOmacti 7.20-9.35 M. n. Cur"Hajiel METHIIEHOBBIX
MIPOTOHOB OKCAa30JIMJIUHOBOTO (PparMeHTa, HaxoJs-
IIUECs MEXIy aTOMaMH{ a30Ta M KHCIOpPONa, IPOsIB-
JISTFOTCSL B BUJIE YIIUPEHHOTO CUHTIIEeTa mpu 4.3 M. 1.,
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Torza kak nportons! ¢pparmenta CH,CH, okcazonuau-
HOBOTO KOJIbLIA MPOSIBIISIIOTCSI B BU/IE TPUILIETOB € J =
6.8 I'i, y aroma azora — B obnactu 3.0 M. 1., a y aTomMa
kucaopozaa — rnpu 3.8 m. 1. B cnekTpax coenunenuit 5
U 6 Hapsly ¢ CUI'HajJaMU OKCa30JIMIUHOBOIO KOJIbIIA
HaOJIOAl0TCSI COOTBETCTBYIOIINE CHIHAIBI aTOMOB
BOJIOPOJla apOMaTUYECKOro Kojbla. B Mmacc-cnekrpe
(MALDI TOF/TOF) coenunenuii 5—7 uMeroTcsi UH-
TEHCHUBHBIE IIMKH MOJICKYJSIpHBIX HOHOB [M + H]™.

HpCI[JIO)KCHHaSI METOOOJIOI U 6I)I.Ha yCneurHo
peanu3oBaHa Ui CHHTE3a Pa3sHOOOpa3HBIX IIOJIHU-
rereporukioB — (1,3-okcasunan-3-mi- u 1,3-okca-
3enaH-3-wI)MeTHI3aMeIeHHbIX MupposioB 9—12 ¢
HCIIOJIb30BAHUEM COEIMHEHHH 7 W 8, MONydeHHBIX
reTepoluKIn3anel  3-amMuHONpomnaH-1-oma  wiu
4-amuHoOyTaH-1-oma ¢ Qopmanbaerugom. Karamus
peakimu CH-sp2-aMHUHOMETHIMPOBAHUS THPPOJIa B
npucyterBun 5 mon% ZrOCl,-8H,0O B 3aBucUMOCTH
OT COOTHOIIEHHs peareHToB 7(unu 8):muppon = 2:1
i 1:1 IpUBOANT K COOTBETCTBYIOIINM TPH- UIIH JTH-
AACPHBIM IPOMU3BOJAHBIM ITUPPOJIA.

B macc-cniekrpax coequHeHuit 9—12 mpucyTCTBY-
IOT COOTBETCTBYIOIIME MHUKHU TOJIOKUTEIBHBIX HOHOB
[M + H]". dusa cnextpoB SAIMP coenunenust 9 Obuin
CAeNaHbl OTHECEHHs] CHUTHAJIOB C HCIOJIb30BAHUEM
METOJUK rereposiepHoii cnekrpockonuu AMP. Ha
ocHoBanuu 3kcrnepuMenta HSQC walimens! ciemy-
IOIIUE KOPPENSUU: MYJIbTHIIET METHIIEHOBBIX ITPO-
TOHOB Tipu 1.66 M. A. JaeT KPOCC-TIUK C CUTHAJIOM
atoma yriepona mpu 22.03 M. 1., TPUIUIET METHIICHO-

BBIX MIPOTOHOB IpH 2.83 M. A. — C CUTHAJIOM aTOMOB
yrepoaa npu 49.2 M. A., TPUIUIET METHIICHOBBIX TPO-
TOHOB NpH 3.82 M. JI. — C CUTHAJIOM aTOMOB yIJiepo/ia
npu 68.8 M. I.; YIIMPEHHBIH CHHIVIET METUJICHOBBIX
MPOTOHOB TpH 4.25 M.JI. JaeT KPOCC-MUK C CUTHAJIOM
aToMOB yriepoaa npu 84.4 M. ., CHHIJIET TTPOTOHOB
apOMAaTUYECKOro KoJiblia TIpu 5.92 M. 1. B3auMojeii-
CTBYET C CUTHAJIOM aroMa yriepoga npu 107.2 m. 1.

B cnekrpe 'H-13C HMBC rereposiiepHble CIIHH-
CIIMHOBBIC  B3aUMONICUCTBUS  JEMOHCTPUPYIOTCS
BBIP@XKCHHBIMM KPOCC-TIMKAMH MEXKIY CHUTHAJlaMHu
AIMKIMYECKAX METUJIICHOBBIX ITPOTOHOB Y aToMa a3o0-
Ta pu 3.74 M. . C aTOMaMH yTiiepojia apoOMaTUUYECKO-
ro xkonbua npu 107.2 u 128.5 M. 1., a Takke CUTHaNa-
MH alAKIAYEeCKUX METHJICHOBBIX MPOTOHOB y aTroma
azota npu 3.74 M. 1. C yIJIepoaaMH OK3a3UHAHOBOIO
konbIia ipu 49.2 u 84.4 M. 1. (cxema 4). Habmromarorcst
TaKXe KPOCC-TIMKU MEXKIY CUTHAJaMU METHJICHOBBIX
MIPOTOHOB OKCAa3MHAHOBOTO (hparMeHTa.

Coenuaenust 3—5 pacTBOPUMEI B BOJE M TIOITOMY
MIPUTOHBI JIJIST UCTIOJIB30BaHUSI B KaueCTBE OMOpEry-
JIATOPOB B BOIHOMU cpeze. i aTux coequHeHuil us-
ydeHa (yHTUIHIHAST aKTHBHOCTB 110 METOY TU(y-

Cxema 4.
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3un B arap [11]. B kauecTBe TecT-00bEKTOB UCTIONB30-
Baiu (UTONATOreHHbIE TPUOBI Fusarium oxysporum,
Bipolaris sorokiniana n Rhizoctonia solani — Bo30yau-
TETW Pa3IUIHBIX 3a00JCBaHUN CEIIbCKOXO3SHCTBEH-
HBIX KyabTyp. CoeauHenune 3 okasbiBaeT (hyHTHCTa-
THYECKoe JieiicTBre Ha Rhizoctonia solani, 3anepxu-
BacT €ro pa3BUTHE M CIOCOOCTBYET (HOPMUPOBAHHUIO
HETUNHUYHOTO MHLEMs. OcTanbHbIE COSINHEHUS HE
OKa3bIBAIOT BO3JCHCTBHS Ha PAa3BUTHE MHKPOCKOIIH-
YECKHUX IPUOKOB

Takxum o6pazom, momydeHa cepust (1,3-okcazaru-
KJIOAJTIK-3-MIMETH )[IPOU3BOIHBIX THPPOJIOB Ha OC-
HOBe (hopMaibIernsa, o,0-aMHHOCITHUPTOB U MAPPOIIa
nyteM Karamusupyemoit ZrOCl,- 8H,0 peaxuun CH-
Sp?-aMUHOMETHIMPOBAHUS MPPOJIA TI0 TIOJIOKEHHAM
2, 5 wim 2 B 3aBUCHMOCTH OT COOTHOIIICHHUS pearcH-
TOB. AHAJIOTUYHAsT PEAKIUsl C MHJOJOM IPOXOJUT B
MTOJIOKEeHHE 3, a Kap0a30II B ATUX YCIOBUSIX pearupyer
o aromy N,

OKCIIEPUMEHTAJIBHA S YACTb

Macc-cnektpsr B peskume MALDI perucrpupo-
Banu Ha crnekrpomerpe Bruker MALDI TOF/TOF
Autoflex III, B kauecTBe MaTpuIlbl HCITOIB30BAIIN CH-
HAIMHOBYIO KHCJIOTY, TPO0y TOTOBUIN METOAOM BbI-
CYIIMBAaHMA Kaluid BemecTBa B xyopodopme (1:10).
UK crnektpsl 3anmuckiBain Ha Dyphe-CIEKTPOMETPE
Bruker Vertex-70V B BazenunoBoM macie. CHeKTpsl
SIMP 'H, 13C perucrpupoBaiu Ha CHEKTPOMETpE
Bruker Ascend III HD 500 (500, 125 MI'n). pac-
tBOpuTenb — CDCly, BHyTpennuii ctangapt — TMC.
I'omo- u rereposiiepHble IByMEpHBIE HKCIIEPUMEHTHI
BBINIOJIHEHbI C HCIIOJIb30BAHUEM CTAHAAPTHBIX HM-
MyJIbCHBIX IOCHeA0BaTeNbHOCTeH (upmbl «Brukery.
Xon peakumii koHTponupoBanu mertonom TCX Ha
miactuHax Sorbfil, smroent — rexcan—EtOAc (1:2),
MIpOsIBJICHHE TTapaMu HO/1a.

Oo0mas MeToAMKa CHHTe3a coequHeHui 1, 7,
8. Cmech 0.45 T (15 mmonb) napadopmanbaeruia u
10 MMOJIb COOTBETCTBYIOIIETO aMHUHOCIINPTA (2-aMu-
HO3TaH- 1 -0j1a, 3-aMHHOTIPOTaH- 1 -0J1a, 4-aMHUHOOY TaH-
1-oma) 1 25 mu OeH30M1a KUTISITHITN ¢ Hacaakon JlnHa—
Crapka B TeueHue 5 4. [lociie OTTOHKHY BOJIBI peaKIT-
OHHYIO CMECh OXJIAXKAANU U yrnapusaiu. Llenessie co-
enuHeHus BeIAesn ¢ BerxomaMu 70—100%. dusuko-
XUMHUYECKHE XapaKTepUCTHKH coenuHeHus 1 coot-
BETCTBOBAJIM TMIPUBEICHHBIM B padore [9].
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buc(1,3-oxcazunan-3-un)meran (7). Bpixon
97%, OecusetHas xuakoctb. Cnekrp SIMP TH, &,
M. 1.: 1.56 m (4H, CH,), 2.93 T (4H, CH,N, J = 4.8
I'm), 3.65 ¢ (4H, ArCH,N), 3.78 T (2H, CH,0, J=4.8
I'm), 4.32 ¢ (4H, NCH,0). Cnexrp SIMP 13C, 8¢, m.
.. 22.4 (CH,), 47.7 (CH,N), 68.0 (ArCH,N), 68.8
(CH,0), 82.9 (NCH,0). Macc-cnexrp, m/z: 187.1445
[M + H]* (Beruncneno st CoHigN,O,: 186.1368).

buc(1,3-oxcazenan-3-uia)meran (8). Brixon
92%, OecuperHas xuakocTb. Cnekrp IMP H, &, m.
a.: 1.56 ymr. ¢ (4H, CH,), 1.72 ym1. ¢ (4H, CH,), 2.44
T (4H, CH,;N, J= 6.0 I'r), 3.65 ¢ (4H, ArCH;,N), 3.78
1 (2H, CH,0, J = 6.0 T'm), 4.28 1 (4H, NCH,O0, J =
6.11'n),4.42 n(4H,NCH,0, J=6.1T'n). Cnexrp AMP
13C, 8¢, M. 1.: 24.3 (CH,), 27.0 (CH,), 50.3 (CH,N),
62.2 (ArCH,N), 69.1 (CH,0), 83.8 (NCH,0). Macc-
cnektp, m/z: 215.1081 [M + H]" (BeruucieHo mns
C;1HN,O,: 214.1681).

OO0masi MeToOMKAa CHHTE3a (OKCA30JIMINH-3-IJI-
meTui)-1H-nuppoJios 3, 4. Cmech 0.07 M (1 MMoItb)
nuppona, 0.16 T (1 MMoIb, IPY TONYYEHUN COEAH-
venus 4) wm 0.32 T (2 MMOJIb, TIPH TIOJTYYCHUH CO-
enuaenus 3), 3 mut tomyona u 0.016 T (0.05 MMorb)
ZrOCl,-8H,0 nepememmanu 6 1 npu 60°C. Ilocne
OXJIXKJICHUS PEaKIIMOHHYIO CMECh ITPOITyCKaIIK uepe3
cioit Si0O,.

2,5-buc(okxcazonuaun-3-uamern)-1 H-nuppoa
(3). Beixox 65%, xenroe macio. Crexkrp SIMP H, 3,
M. a.: 3.00 T (4H, CCH,N, J= 6.8 T'n), 3.68 ym. c (4H,
CACH,N), 3.79 T (4H, CCH,0, J = 6.8 I'n), 4.32 ym.
¢ (4H, NCH,0), 5.94 n (2H, CH,,J=2.4Tu), 7.20 ¢
(1H, NH). Cnekrp SIMP 13C, 8, m. 1.: 51.03 (C612),
55.05 (C 417), 63.03 (C5.16), 86.28 (C214), 107.20
(C1o.11) 128.23 (C79). Macc-cnekrp, m/z: 238.298
[M + H]" (Bbruncneno anst Cj,H gN;O,: 237.1477).

2-(Oxcazoauauu-3-uamerun)-1 H-nuppoa  (4).
Beixon 74%, sxenroe macio. Criekrp SIMP 1H, 8, m. 1.
3.02 T (2H, CCH,N, J = 6.8 I'n), 3.68 ym. ¢ (2H,
CA,CH,N), 3.81 T (2H, CCH,O, J = 6.8 I'n), 4.30
yur. ¢ (4H, NCH,0); 591 ¢, 6.70 ¢ u 7.34 ¢ (3H,
CH,,), 7.20 ¢ (1H, NH). Cnekrp SIMP 13C, 3., m.
a.: 51.03 (C6:12), 55.05 (C 417), 63.03 (C5:16), 86.28
(C214), 107.20 (C10.11)128.23 (C7-9). Macc-criekrp,
m/z: 153.0956 [M + H]* (Beruncneno aist CgH,N,O:
152.0950).

3-(1,3-Oxkcazoauaun-3-uameTu)-1 H-ungoua
(5). Cmech 0.12 1 (1 mmoub) uugomna, 0.16 T (1 MMoIs)
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Onc(OoKca3oMuaAMH-3-MII)MEeTana, 3 MJI TOIyolna |
0.016 r (0.05 mmonb) ZrOCl,-8H,0 nepemeruBanu
6 u mpu 60°C. [locne oxJaxaeHUs PEAKIUOHHYIO
cMech mpomyckanu depes cnoit SiO,. Beixon 87%,
xenroe macio. Criexkrp SIMP H, 8, m. 1.: 2.30 ¢ (2H,
CCH,N), 3.47 ¢ (2H, CH,0), 3.46 ¢ (2CH,, NCH,0),
3.80 ¢ (2H, CH,N), 7.12-7.53 ¢ (5H,,), 10.20 ¢ (1H,
NH). Cnexrp SIMP 13C, 5., m. 1.: 49.03 (C?), 56.05
(C%), 63.03 (C5), 89.28 (C2), 112.20 (C14), 112.39
(C7), 119.63 (C11), 120.34 (C!2), 121.14 (C13), 126.19
(C3), 127.23 (C19), 136.75 (C10). Macc-cnekrp, m/z:
203.1322 [M + H]* (Bbrumcaeno ana Ci,H 4N,O:
202.1106).

9-(1,3-Oxcazonuanu-3-uametTuii)-9H-kap6a3on
(6) momyuanu ananornyso u3 0.12 r (1 Mmouts) kapoa-
3oima, 0.16 r (1 MMoib) Ouc(OKCa30IHIUH-3-1IT)METa-
Hau 0.016 T (0.05 Mmons) ZrOCl,-8H,0. Beixon 69%,
xenroe macio. Criekrp SIMP 'H, 8, m. a.: 3.10 T (2H,
CCH,N,J=6.8Tn),3.70 T (2H, CCH,0, J= 6.8 T'n),
5.42 ¢ (2H, C4,CH;,N), 4.32 ym. ¢ (4H, NCH,0); 7.19
¢,7.18cn8.64c(3H,CH,,) Cuiextp SIMP 13C, 8, M. 1.:
52.03 (CH,), 48.8 (CH,;N), 63.6 (ArCH,N), 65.9
(CH,0), 85.0 (NCH,0); 109.2, 119.3, 120.5, 122.3,
125.7, 143.4 (C,,). Macc-cniextp, m/z: 252.1718 [M]*
(Bbruncneno aus CyH (N,O: 252.1263).

2,5-buc(1,3-oxcazunan-3-nameruna)-1H-nup-
PoJ (9) noiayyanu B YCIOBUSIX CHHTE3a COSTUHEHUS 3
U3 UppoIa U peareHta 7 B cooTHomeHuu 1:2. Beixon
79%, xenroe macimo. Cnekrp SIMP !H, 8, m. .
1.66 m (4H, CH,), 2.83 T (4H, CH;N, J = 5.5 I'n),
3.74 ¢ (4H, ArCH;,N), 3.82 t (4H, CH,0, J=5.1 I'n),
4.25 ¢ (4H, NCH,0), 5.92 n (2H, CH,, J = 2.3 I'n),
8.7 ¢ (1H, NH). Cnexrp SIMP 13C, 5., M. 1.: 22.03
(CH,), 48.8 (CH,N), 49.2 (ArCH;N), 67.9 (CH,0),
84.4 (NCH,0); 107.2, 128.5 (C4,). Macc-cniexTp,
m/z: 266.17 [M + H]* (Beraucneno aus C 4Hp3N30,:
265.1790).

2-(1,3-Oxkcazunan-3-uamerua)-1H-nuppoa (11)
MOJTy4Yalld B YCJIOBHSIX CHUHTE3a COENMHEHUH 5 u 6 u3
nuppoja u peareHta 7 B cooTHomeHuu 1:1. Boixon
80%, sxenroe macio. Criekrp SIMP 1H, 8, m. 1.: 1.61 M
(2H, CH,),2.99 T (2H, CH,N, J=5.5Tn), 3.74 ¢ (2H,
ArCH,N), 3.851(2H, CH,0,J=5.1T1), 6.24 ¢ (H,,),
6.76 ¢ (Hy,), 7.37 ¢ (Hy,), 9.4 ¢ (1H, NH). Crextp
SIMP 13C, §,,, M. n.: 22.47 (CH,), 47.8 (CH,N),
68.0 (ArCH,N), 73.8 (CH,0), 83.0 (NCH,0); 107.7,

117.7, 128.37 (C,,). Macc-cniextp, m/z: 167.11 [M +
H]* (Beruncneno st CoHy4N,O: 166.1106).

2,5-buc(1,3-oxcazenan-3-uamerun)-1H-nup-
poa (10) monydyanw B YCIOBHSX CHHTE3a COCIUHE-
Hus 3 U3 nUppoia U peareHra 8 B cootHoueHuu 1:2.
Buixon 63%, sxenroe macio. Criekrp SIMP 1H, 8, m. 1.
1.55-1.60 m (4H, CH,), 2.31 1t (4H, CH,N, J =
5.5 I'm), 3.73 ¢ (4H, ArCH,N), 3.82 t (4H, CH,O,
J=15.1Tn), 4.25 c (4H, NCH,0), 598 1 (2H, CH,,
J=2.3Tn),9.7 ¢(1H,NH). Cuexrp SIMP 13C, 8, m. 11.:
24.3,25.7 (CH,), 48.8 (CH,N), 49.2 (ArCH,N), 67.9
(CH,0), 84.4 (NCH,0); 107.2, 128.5 (C,,). Macc-
criektp, m/z: 294.4050 [M + H]" (BeruucieHo mis
Ci6H,7N30,: 293.2103).

2-(1,3-Oxcazenan-3-uameruii)-1 H-nuppoa (12)
MOJTydald B YCJIOBUSIX CHHTE3a COCIUHEHWHA 5 U
6 u3 muppona u pearcHta 8 B cootHomenun 1:1.
Beixox 70%, sxenrtoe macio. Cnekrp SIMP H, 3, m.
o.: 1.54-1.61 m (2H, CH,), 2.47 T (2H, CH,N, J =
5.5Tn),3.75c¢(2H, ArCH,N), 3.87 1 (2H CH,N,J=5.1
I'm), 5.97 c (Hp,), 6.54 ¢ (Hy,), 7.35 ¢ (Hy,), 9.1 ¢ (1H,
NH). Crextp SIMP 13C, 3, M. 11.: 24.3, 25.4 (CH,).
49.3 (CH,N), 53.6 (ArCH,N), 70.8 (CH,0), 82.7
(NCH,0); 107.5, 117.8, 128.4 (C,,). Macc-cniexrp,
m/z: 181.2781 [M + H]" (Beruncneno st CyoH;(N,O:
180.1263).

ABTOpBI BBIpaXKaroT OnarogapHocTh LIeHTpy Koui-
JIEKTUBHOTO MOJb30BaHUs «Arujens» WHCTUTYT He-
¢brexumun u karanusza Y dumckoro ¢enepaibHOTO
uccaenoarenbekoro neHtpa PAH 3a cTpykrypHbie
HUCCHEOBaHUs coeauHeHui, a taxke H.D. I'aaum-
3STHOBOH 3a M3y4YeHne (YHTUIIMHON aKTHBHOCTH.
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A series of di- and trinuclear pyrrole derivatives was prepared by the 5 mol % ZrOCl, 8H,0O-catalyzed
CH-sp2-aminomethylation reaction of pyrrole with bis(1,3-oxazacycloalk-3-yl)methanes. The reaction pro-
ceeds at the positions 2, 5 or 2 of pyrrole depending on the amount of aminomethylating reagents obtained from
formaldehyde and a,®-amino alcohols (2-aminoethan-1-ol, 3-aminopropan-1-ol, 4-aminobutan-1-ol). The ami-
nomethylation reaction of indole with bis(1,3-oxazolidin-3-yl)methane proceeds at the position 3. In the case
of carbazole, N-aminomethylation proceeds under these conditions.

Keywords: pyrrole, indole, carbazole, amino alcohols, formaldehyde, aminomethylation

JKYPHAJI OBLIEN XUMHWU Tom 89 Ne 9 2019





