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We have recently developed a preparative method for the selective synthesis of 5-benzoyl-
3-ethoxycarbonyl-6-methylthio-1-R-1,2-dihydropyridin-2-ones 1a,b from available starting materials and
showed that these products readily condense with nitrogen-containing 1,2- and 1,3-dinucleophiles to give bi- and
tricyclic heterosystems [1].

In a continuation of this study, we have found that 1,2-dihydropyridin-2-ones 1a,b react with
1,3-diaminopropane 2 with recyclization to give 6-(R-amino)-5-benzoyl-3-(1,4,5,6-tetrahydro-2-pyrimidinyl)-
2H-2-pyranones 3a,b.
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Three broad multiplets of the tetrahydropyrimidine ring at 2.04-2.06, 3.52-3.53, and 3.98-3.99 ppm, a
doublet for CH;NH (3a, 5 2.75 ppm, J = 4.5 Hz), a quartet or triplet for the AIkNH groups (8.92-9.05 ppm), and
singlets of the tetrahydropyrimidine NH groups are characteristic signals in the '"H NMR spectra for confirming
the formation of compounds 3a,b. The strong deshielding of the NH protons indicates the existence of
intramolecular NH--O hydrogen bonds in 3a,b. The existence of the aroyl fragment carbonyl group in
compounds 3a,b was indicated by ’C NMR spectroscopy since the Ph—C=0 carbon signals at 191.0-194.1 ppm
in the starting 1,2-dihydropyridines 1a,1b [1] and product 3a are extremely characteristic.
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The IR spectra of 2H-2-pyranones 3a,b show characteristic stretching bands for the NH group at
3300 cm™ and for the carbonyl group at 1670 cm™.

The composition of products 3a,b was supported by elemental analysis.

This recyclization may be seen as a new synthetic method for the preparation of previously unknown
2H-2-pyranones.

The 'H and *C NMR spectra were taken on a Varian-300 spectrometer at 300 and 75 MHz, respectively,
in DMSO-dg with TMS as the internal standard. The IR spectra were taken on a UR-20 spectrometer for KBr
pellets.

5-Benzoyl-6-(methylamino)-3-(1,4,5,6-tetrahydro-2-pyrimidinyl)-2H-2-pyranone (3a). A solution of
1,2-dihydropyridin-2-one 1a (0.331 g, 1 mmol) and 1,3-diaminopropane 2 (0.222 g, 3 mmol) in 2-propanol
(4 ml) was heated at reflux for 2 h and cooled. A precipitate of compound 3a was filtered off. Yield of 3a was
0.134 g, (43%); mp 253-256°C (nitromethane). IR spectrum, v, cm™: 3300, 3100, 2950, 1670, 1640, 1590, 1550,
1510, 1440, 1400, 1380. 'H NMR spectrum, 6, ppm (J, Hz): 2.04 (2H, br. m, 5'-CH,); 2.75 (3H, d, J=4.5,
NHCH;); 3.52 (2H, br. m, 6'-CH;); 3.99 (2H, br. m, 4'-CH,); 7.39-7.65 (5H, m, C¢Hs); 8.31 (1H, s, H-4); 8.92
(1H, q, J=4.5, NHCHj;); 10.88 (1H, br. s, 1'-NH). BC NMR spectrum, o, ppm: 18.7 (5'-CH,); 26.1 (NCHj3); 38.7
(6'-CH,); 39.9 (4'-CH,); 98.8 (C-4); 104.6 (C-5); 128.5, 128.9, 131.1, 140.0 (Ca); 146.8 (C-3); 155.0 (C-2";
161.4 (C-6); 164.4 (C-2); 194.1 (Ph-C=0). Found, %: C 65.73; H 5.32; N 13.74. C,;H7;N;0s5. Calculated, %:
C 65.58; H 5.50; N 13.50.

5-Benzoyl-6-(ethylamino)-3-(1,4,5,6-tetrahydro-2-pyrimidinyl)-2H-2-pyranone (3b) was obtained in
39% yield analogously to 3a, mp 257-259°C (nitromethane). IR spectrum, v, cm™: 3300, 3100, 3000, 1670,
1640, 1580, 1540, 1510, 1470, 1380. '"H NMR spectrum, 8, ppm (J, Hz): 1.07 (3H, t, J= 6.6, NCH,CHjs); 2.06
(2H, br. m, 5'-CH,); 3.47 (2H, br. m, NCH,Me); 3.53 (2H, br. m, 6'-CH,); 3.98 (2H, br. m, 4'-CH,); 7.40-7.61
(5H, m, C¢Hs); 8.32 (1H, s, H-4); 9.05 (1H, br. t, NHCH,Me); 10.87 (1H, br. s, 1'-NH). Found, %: C 66.64;
H 5.68; N 13.15. C;3H9N;0;. Calculated, %: C 66.45; H 5.89; N 12.91.

REFERENCES

1. V. N. Britsun, A. N. Esipenko, A. N. Chernega, E. B. Rusanov, and M. O. Lozinskii, Khim. Geterotsikl.
Soedin., 1660 (2007). [Chem. Heterocycl. Comp., 43, 1411 (2007)].

367



	Chemistry of Heterocyclic Compounds, Vol. 44, No. 3, 2008
	LETTERS TO THE EDITOR

	REFERENCES


<<
  /ASCII85EncodePages false
  /AllowTransparency false
  /AutoPositionEPSFiles true
  /AutoRotatePages /All
  /Binding /Left
  /CalGrayProfile (Dot Gain 20%)
  /CalRGBProfile (sRGB IEC61966-2.1)
  /CalCMYKProfile (U.S. Web Coated \050SWOP\051 v2)
  /sRGBProfile (sRGB IEC61966-2.1)
  /CannotEmbedFontPolicy /Warning
  /CompatibilityLevel 1.4
  /CompressObjects /Tags
  /CompressPages true
  /ConvertImagesToIndexed true
  /PassThroughJPEGImages true
  /CreateJDFFile false
  /CreateJobTicket false
  /DefaultRenderingIntent /Default
  /DetectBlends true
  /ColorConversionStrategy /LeaveColorUnchanged
  /DoThumbnails false
  /EmbedAllFonts true
  /EmbedJobOptions true
  /DSCReportingLevel 0
  /EmitDSCWarnings false
  /EndPage -1
  /ImageMemory 1048576
  /LockDistillerParams false
  /MaxSubsetPct 100
  /Optimize true
  /OPM 1
  /ParseDSCComments true
  /ParseDSCCommentsForDocInfo true
  /PreserveCopyPage true
  /PreserveEPSInfo true
  /PreserveHalftoneInfo false
  /PreserveOPIComments false
  /PreserveOverprintSettings true
  /StartPage 1
  /SubsetFonts true
  /TransferFunctionInfo /Apply
  /UCRandBGInfo /Preserve
  /UsePrologue false
  /ColorSettingsFile ()
  /AlwaysEmbed [ true
  ]
  /NeverEmbed [ true
  ]
  /AntiAliasColorImages false
  /DownsampleColorImages true
  /ColorImageDownsampleType /Bicubic
  /ColorImageResolution 150
  /ColorImageDepth -1
  /ColorImageDownsampleThreshold 1.50000
  /EncodeColorImages true
  /ColorImageFilter /DCTEncode
  /AutoFilterColorImages true
  /ColorImageAutoFilterStrategy /JPEG
  /ColorACSImageDict <<
    /QFactor 0.76
    /HSamples [2 1 1 2] /VSamples [2 1 1 2]
  >>
  /ColorImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000ColorACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000ColorImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasGrayImages false
  /DownsampleGrayImages true
  /GrayImageDownsampleType /Bicubic
  /GrayImageResolution 150
  /GrayImageDepth -1
  /GrayImageDownsampleThreshold 1.50000
  /EncodeGrayImages true
  /GrayImageFilter /DCTEncode
  /AutoFilterGrayImages true
  /GrayImageAutoFilterStrategy /JPEG
  /GrayACSImageDict <<
    /QFactor 0.76
    /HSamples [2 1 1 2] /VSamples [2 1 1 2]
  >>
  /GrayImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000GrayACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000GrayImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasMonoImages false
  /DownsampleMonoImages true
  /MonoImageDownsampleType /Bicubic
  /MonoImageResolution 600
  /MonoImageDepth -1
  /MonoImageDownsampleThreshold 1.50000
  /EncodeMonoImages true
  /MonoImageFilter /CCITTFaxEncode
  /MonoImageDict <<
    /K -1
  >>
  /AllowPSXObjects false
  /PDFX1aCheck false
  /PDFX3Check false
  /PDFXCompliantPDFOnly false
  /PDFXNoTrimBoxError true
  /PDFXTrimBoxToMediaBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXSetBleedBoxToMediaBox true
  /PDFXBleedBoxToTrimBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXOutputIntentProfile (None)
  /PDFXOutputCondition ()
  /PDFXRegistryName (http://www.color.org)
  /PDFXTrapped /Unknown

  /Description <<
    /FRA <>
    /JPN <FEFF3053306e8a2d5b9a306f30019ad889e350cf5ea6753b50cf3092542b308000200050004400460020658766f830924f5c62103059308b3068304d306b4f7f75283057307e30593002537052376642306e753b8cea3092670059279650306b4fdd306430533068304c3067304d307e305930023053306e8a2d5b9a30674f5c62103057305f00200050004400460020658766f8306f0020004100630072006f0062006100740020304a30883073002000520065006100640065007200200035002e003000204ee5964d30678868793a3067304d307e30593002>
    /DEU <>
    /PTB <>
    /DAN <>
    /NLD <>
    /ESP <>
    /SUO <>
    /ITA <>
    /NOR <>
    /SVE <>
    /ENU <>
  >>
>> setdistillerparams
<<
  /HWResolution [600 600]
  /PageSize [612.000 792.000]
>> setpagedevice


