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Abstract: A short synthesis of the novel antibiotic aranorosin is described which employs a novel 

hypervalent iodine-mediated oxidative hydroxylation of a tyrosinal derivative in the key step. A similar 

pmcedme was employed to prepare 6’-epiamno~in, and hence establish the stereochemistry of the natural compound. 

Aranorosin (1) was isolated from the fungal strain Pseudoaruchiorus roseus and shown to possess a 

broad spectrum of biological activity, including antibiotic, antitumour and antifungal properties.1 The gross 

structure of aranorosin, together with the relative stereochemistry around the tetracyclic nucleus, was 

determined by NMR spectroscopy, mass spectrometry and chemical studies, but the configuration of the side 

chain C-6’ methyl substituent was not established. * The highly challenging structure of aranorosin, combined 

with its pharmaceutical potential, has attracted considerable synthetic interest, both from our group* and 

others.3 We now wish to report a concise total synthesis of aranorosin, thereby establishing its absolute 
stereochemistry, together with the synthesis of 6’-epiaranorosin and several other N-acyl analogues of the 

natural compound. 

5Dedicated to Professor Alan Katritzky on the occasion of his 65th birthday. 
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i. PIFA, U-I&N-H20 (41). &. 

ii. 30% Hz&, NaOH, MeOH, O’C. 

iii. (a) Swem oxidation; (b) Ph3PC(CH$C02Et; (c) DibalH; (d) Mn02; (e) Ph,PCHCO,Et; (f) LiOH 

iv. (7a,b), Ph2POC1, Et3N, THF, rt (‘73-858). (58-598 overall). 

v. DibalH. THF, -78“C. 

vi. PIFA, TEMPO, CH$N-Hz0 (4: 1). 0°C (18-3 1% over 2 steps). 

vii. 30% H2&, LiOH, ‘PIOH, OY! (31-35%). 
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strochxe (lb), with the ~-OR)-connation, to rosin, and structure (la) to its 6’-diastereomer. 

We are currently optimising this synthetic route and investigating the biological activity of synthetic 

aranorosin anatogues. 
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