


1816 

(a) ) 

OBn 

OBn 

2 

HOCH2 CH20H 

2 

(b) 

/ 

(c),(d) 

(e) 

/ OR 
5 R=Bn 

0 
7, R=H 

Bn= 

(a) 

lb) 
(cl 

(d) 

(el 
(fl 

(91 

CH20, HCI (g), CH2C12, 0” 

2-amino-6_benzyloxypurine, NaH, DMF, r.t. 

20% Pd(OH12 on carbon, H2 (5Opsi), EtOH 

20% Pd (OH I2 on carbon, H2 (50 psi 1, TsOH, EtOH / He0 

Nolo4 in H,O 

NaBH4 

HAc-HCI (20 :3 v/v), 55-60°, 1; hr. or CFsC02H-Hz0 ( 1:9 v/v),r.t.,overnight 





1818 

9) 

10) 

11) 

12) 

13) 

14) 

15) 

16) 

17) 

18) 

19) 

20) 

21) 

22) 

23) 

W. T. Ashton, J. D. Karkas, A. K. Field and R. L. Tolman, Biochem. Biophys. Res. Commun. 108, 

1716 (1982). 

J. C. Martin, C. A. Dvorak, D. F. Smee, T. R. Matthews and J. P. H. Verheyden, J. Med. Chem. 26, 

759 (1983). 

European Patent Appl. No. 072,027, assigned to the Wellcome Foundation Ltd., February, 1983. 

Characterized by 60 MHz NMR in CDC13: 6 (from TMS) 7.28 (s, aromatics), 5.42 (s, OCH2Cl), 

5.02-4.42 (m’s, -Ca$l s and Hl), 4.18-3.38 (m’s, sugar protons), 3.35 (s, OCH3). 

Prepared by addition of 2-aminopurin-6-yltrimethylammonium chloride14 in dry DMSO to sodium 

benzyl oxide (2 equiv.) and benzyl alcohol (3.6 equiv.) in DMSO. The reaction was carried out at 

room temperature, and after a single work-up, the final product was obtained in 92% yield. An 

analytical sample could be obtained by crystallization from EtOH-H20 which had an mp and UV 

spectrum identical to that quoted for material prepared by a different route.l5*16 Calc. for 

Cl2HllN501’0.25 H20: C 58.65; H 4.72; N 28.50. Found: C 59.02; H 4.58; N 28.47. 200 MHz 

NMR (d6-DMSO): 6 (from TMS) 7.87 (s, H8); 7.62-7.36 (m’s, aromatics), 6.32 (s, NH2), 5.52 (s, 

0-CH2-0). 

J. Kiburis and J. H. Lister, J. Chem. Sot. (0, 3942 (1971). 

W. A. Bowles, F. H. Schneider, L. R. Lewis and R. K. Robins, J. Med. Chem. 6, 471 (1963). 

M. J. Robins and R. K. Robins, J. Org. Chem. 34, 2160 (1969). 

Calc. for CqlH43N507: C 68.60, H 6.04, N 9.76. Found: C 68.65, H 5.98, N 9.76. 200 MHz 

NMR (CDC13): 6 (from TMS) 7.90 (s, H8), 7.56-7.04 (m’s, aromatics), 5.52 (s) and 5.45 (ABq) 

(N-CH2G and 06-CH~-$1, 5.00-4.28 (m’s, sugar O-C%@%, Hl’, NH21, 4.04-3.44 (m’s, H2’, H3’, H4’, 

H5’, H6’, H6”, 3.34 (s, OCH3); mp 107-llO” (dec.). 

200 MHZ NMR (d6-DMSO): 6 (from TMS) 7.85 (s, H8), 7.40-7.03 (m’s, aromatics), 6.52 (s, NH2), 5.40 

(s, N-CH2-O), 4.88-4.28 (m’s, 0-CH2-O’s and Hl’), 3.80-3.15 (m’s, H2’, H3’, H4’, H5’, H6’, H6”, and 

HDO), 3.29 (s, OCH3). 

Calc. for Cl3Hl9N507’1.7 H20: C 40.24, H 5.81, N 18.05. Found: C 39.87, H 5.39, N 17.82. 

200 MHz NMR (d6-DMSO): 6 (from TMS) 7.80 (s, H8), 6.66 (s, NH21, 5.35 (ABo, N-CH2-01, 5.13- 

4.62 (bm’s, OH’s), 4.49 (d, J = 3.4 Hz, H l’), 3.74-2.92 (m’s, H 2’, H 3’, H 4’, H 5’, H 6’, H 6”, and 

HDO), 3.24 (s, OCH3); mp 210° (dec. softens at 1690). 

See K. W. Buck, F. A. Fahim, A. B. Foster, A. R. Perry, M. H. Qadir and J. M. Webber, Carbohydrate 

Res. 2, 14 (1966) for a related oxidation-reduction sequence. 

It should be noted that this reaction sequence can be utilized to give ready access to radiolabeled 

material by the use of NaB3H4 in place of NaBH4 in the preparation of 9. 

We thank Dr. A. Rosegay for this modification. 
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