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Abstract


Rasagiline is a compound with important neuroprotective activity applicable to the treatment of neurodegenerative diseases. This work describes an easy and straightforward methodology to the synthesis of new propargylated rasagiline analogues derived from commercially available 6,7-dihydro-5H-cyclopenta[b]pyridine.
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          Selected 1H NMR and HRMS Data
Compound 1: 1H NMR (400 MHz, CDCl3): δ = 2.09–2.16 (1 H, m), 2.32–2.39 (1 H, m), 2.42 (1 H, t, J = 2.4 Hz, OCH2CCH), 2.77 (1 H, ddd, J
          1 = 4.6 Hz, J
          2 = 8.7 Hz, J
          3 = 13.3 Hz), 3.00–3.08 (1 H, m), 4.38 (1 H, dd, J
          1 = 2.4 Hz, J
          2 = 15.6 Hz, OCHHCCH), 4.46 (1 H, dd, J
          1 = 2.4 Hz, J
          2 = 15.7 Hz, OCHHCCH) 4.98 (1 H, dd, J
          1 = 3.7 Hz, J
          2 = 7.0 Hz), 7.10 (1 H, dd, J
          1 = 4.9 Hz, J
          2 = 7.6 Hz, Harom), 7.51 (1 H, dd, J
          1 = 0.6 Hz, J
          2 = 7.6 Hz, Harom), 8.39 (1 H, d, J = 4.9 Hz, Harom). ESI-HRMS: m/z calcd for [C11H11NO + H]+: 174.0913 [M + H+]; found: 174.0917.
Compound 2: 1H NMR (400 MHz, CDCl3): δ = 1.87–2.03 (m + br s, 1 H + NHCHHCCH), 2.26 (1 H, t, J = 2.4 Hz, NHCHHCCH), 2.45–2.53 (1 H, m), 2.84–2.92 (1 H, m), 2.91 (1 H, ddd, J
          1 = 3.8 Hz, J
          2 = 8.8 Hz, J
          3 = 12.7 Hz), 3.58 (1 H, dd, J
          1 = 2.3 Hz, J
          2 = 17.0 Hz, NHCHHCCH), 3.72 (1 H, dd, J
          1 = 2.4 Hz, J
          2 = 17.0 Hz, NHCHHCCH), 4.42 (1 H, t, J = 7.0 Hz), 7.12 (1 H, dd, J
          1 = 5.0 Hz, J
          2 = 6.9 Hz, Harom), 7.55 (1 H, d, J = 7.6 Hz, Harom), 8.42 (1 H, d, J = 4.9 Hz, Harom). ESI-HRMS: m/z calcd for [C11H12N2 + H]+: 173.1073 [M + H+]; found: 173.1072.
Compound 3: 1H NMR (400 MHz, CDCl3): δ = 2.22 (2 H, t, J = 2.4 Hz, 2 × NHCHHCCH), 2.23–2.40 (2 H, m), 2.77–2.85 (1 H, m), 3.01 (1 H, ddd, J
          1 = 5.1 Hz, J
          2 = 8.6 Hz, J
          3 = 13.7 Hz), 3.70 (2 H, dd, J
          1 = 2.4 Hz, J
          2 = 16.9 Hz, 2 × NHCHHCCH), 3.83 (2 H, dd, J
          1 = 2.4 Hz, J
          2 = 16.9 Hz, 2 × NHCHHCCH), 4.44 (1 H, t, J = 6.7 Hz), 7.11 (1 H, dd, J
          1 = 4.9 Hz, J
          2 = 7.6 Hz, Harom), 7.52 (1 H, dd, J
          1 = 1.3 Hz, J
          2 = 7.6 Hz, Harom), 8.45 (1 H, d, J = 4.2 Hz, Harom). ESI-HRMS: m/z calcd for [C14H14N2 + H]+: 211.1230 [M + H+]; found: 211.1224. 
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