United States Patent [

Kurono et al,

5,037,981
Aug. 6, 1991

(111 Patent Number:
{451 Date of Patent:

{54] INTERMEDIATES FOR SYNTHESIZING
BH, AND ITS DERIVATIVES

[75] Inventors: Masayasu Kurono, Mie; Takehiko
Suzuki; Tomio Ogasawara, both of
Kasugai; Nobuko Ohishi, Gifu; Kunio
Yagi, Nagoya, all of Japan

[73] Assignee: Kabushiki Kaisha Vitamin Kenkyuso,

Gifu, Japan
[21] Appl. No.: 515,962
[22] Filed: Apr. 27, 1990

Related U.S., Application Data

[62] Division of Ser. No. 277,109, Nov. 29, 1988, Pat. No.
4,937,342,

[30] Foreign Application Priority Data

Nov. 30, 1987 [JP]
Nov. 30, 1987 [JP]
Nov. 30, 1987 [IP]

62-299977
62-299978
62-299979

Nov. 30, 1987 [IP] 62-299980

Jun. 22, 1988 [JP] 63-152217

LR3I (T o K CO7D 239/47

[52] U.S. Cl oeeeiceeeetrrecescnesenseenesennens 544/320

[58] Field of Search ........ccccoevcvenvnnvccrennnenen. 544/320
[56] References Cited

U.S. PATENT DOCUMENTS
4,939,252 7/1990 Schwartz .......ccceveeemrererens 544/320

OTHER PUBLICATIONS

Chemistry of Organic Synthesis, vol. 46, No. 6 (1988),
p. 570.

Primary Examiner—Donald G. Daus
Attorney, Agent, or Firm— Armstrong, Nikaido,
Marmelstein, Kubovcik & Murray

{571 ABSTRACT

The present invention relates to intermediates for syn-

thesizing BH4 and derivatives thereof. The intermedi-
ates are shown as follows;
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wherein R is a hydrogen atom, alkyl, aralkyl, or aryl
group; Rjis an alkyl, hydroxyalkyl, or polyhydroxyal-
kyl group; Rj and R4 are the same or different and rep-
resent alkyl, aralkyl, or aryl group; Rs, Rg, R7, and Ry
are the same or different and represent a hydrogen atom
or acyl group; Rois an alkyl, aralkyl, or aryl group; Rio
and Ry are the same or different and represent a hydro-
gen atom or acyl group; n is an integer of 5 or less; and
HX is an acid. The invention also relates to a process for
the preparation of L-biopterin.
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