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Total Synthesis and Anti-inflammatory Evaluation of Dorsmerunin A
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Abstract Benzofurans have been found to be one of the major sources of drug development for a variety of diseases, and
have received increasing attention in the field of synthetic medicinal chemistry. Dorsmerunin A, a natural cytotoxic product of
2-benzylbenzofurans, was isolated from the roots of Dorstenia kameruniana. In this work, Dorsmerunin A was firstly synthe-
sized in 49% total yield from 4-methoxysalicylaldehyde and 2-bromo-4'-methoxyacetophenone through intramolecular con-
densation, reduction and deprotection. The in vitro anti-inflammatory activity of Dorsomerinein A was initially tested using the
murine macrophage RAW264.7 model, and the results showed that it showed good inhibitory effect on NO production at a
concentration of 25 pmol/L, as well as proinflammatory factors (IL-6, IL-18 and TNF-a).

Keywords Dorsmerunin A; total synthesis; anti-inflammatory activity; mechanism
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Scheme 1 Benzofuran natural products and drugs
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Concentration/(umol*L ") Survival rate/%
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3.125 97.25

6.25 96.36

12.5 81.81
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Figure 1 In vitro anti-inflammatory activity of Dorsmerunin A
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Figure 2 Preliminary anti-inflammatory mechanism of Dorsmerunin A
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ds) 0: 7.40 (d, J=8.5 Hz, 1H), 7.23 (d, J=8.7 Hz, 2H),
7.10 (d, J=2.1 Hz, 1H), 6.90 (d, J=8.7 Hz, 2H), 6.82 (dd,
J=22, 2.3 Hz, 1H), 6.46 (s, 1H), 4.02 (s, 2H), 3.76 (s,
3H), 3.73 (s, 3H); *C NMR (100 MHz, DMSO-ds) o
158.5, 157.6, 157.5, 155.7, 130.2, 129.9, 122.0, 121.0,
114.4,111.7, 103.1, 96.4, 56.0, 55.5, 33.6.
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