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L-Dopa 2N JiE N A .
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4.2 #KHH (glycidol , Arco Co. [12])
O

AOH . > OOH Ti-tartrate / \ OH S

R- 1 S-glycidol
@@ 90% e.e.
noon L
H
S-Propanolol

4.3 ANHIREABL(Cyg-epoxy alcohol, Upjohn Co.!13))

(0)
\N\NOH — \/\/\‘)\/ OH

T7H 81%, 98% e.e.
4.4  antihypertensive (E Merk)[#4]

@@& el

= 96%

97% e.e.
(~)-Cromakalim

§ SZ |
=
O

5. FHEMKR A TR A HRER

B BR AF 540 0 7] (Opthalmic MK-0417, Merck!!)), —FhkE#6, HTHFH
iR, EREAKIR N EAERR Y,
D

O OH T_\I
i P T m
24
S S S S S S
O 0.
Ph Ph 96% e.e. MK-0417
O
R = /
N—B
\
R



6. WBHKB R

# £ A2 (L-Menthol , Takasago[!®)

AN -
NEt, Rh-S-BINAP H
EI NH
k I\ NEt,
ZnBr, H, ,Ni
— —_— (1R, 3R, 45)
CHO
= OH :
N /\

N

R-citronellal 96%~99% e.c. (—)-menthol
gkop[ OH CHO /‘q CHO
OH OCH,
20 T/Y 20T/Y 40T/Y 10T/Y T1T/Y

7. E¥EBRN

Ry 37 2 Bk 551 (Aspartame, o-L-aspartyl-L-phenylalanine methyl ester, APM sweeten-
er, G.D. Searle; Monsantd !7)

125 UL ERRI T 20% ~40 % R B-APM, WA B, HEE RN B RS, 4
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i N\co,Me
— LM CO,Me

PM = Phenylalanine
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IE 30 ok, EAHNAF T R EENRBELZ - BAXNKRELNRHAN A, 8
19 tH42 Fischer #47 T S EMAER & M8 TR LG R B SH &, FA T
ANFFRR R PR TR LA, BB H 100 R P13, AR RN MK RITREH T A
B B .

(1) FH YA X FR AL (chiral pool)

§*—>T"
FHR S BRI HFAT FHOFHELEY T+,
(2) T 1 BY 3 B9 A 3 BR B2 L ( chiral auxiliary)

AS*

=
T FHER ST SRS A AT ANF R K AS*, 2R 3R K 15 3
FH R N AR EA ST Bl S* 5, BRIHMFEHE=H T,
(3) F LT B AR X FR AL (chiral reagent)

*

A T*
B ABEHRTABRMFMAFERAN S, BARNEOIFOTFHLESY
T, i FHE R R BEFR 439k [l ke,
() A Xt R4 Ak B i (chiral catalysis)

cat®
A r

TEIRY) A BEAT AR FR R BT B A 20 B 9 PR T cat™ , 188 5 50 R 4 S T
B R B2R T8 P G H ) AR A A R TP AR AR 4 L By 4 A XoF BSR T , 2 R X R O o 75 B0
BIFHEF= T, cat ™ FER R P IEERE 15 B F 4 384 (chirality increment) 8% F £ 7K
KW (chirality amplification) o

(1),(2), Q) AM BRI A B YRR, T (4) WE#EA'H RN, T s KR
FHAESYRHRBEEFMLAHNER,

AR 2 B A X BR Fe o B 4 b B8 B AS SRR AL R, X G BE R — AN E KB KR,
FEAIT FRHEAL I BERY & B, 22 B 1L #R 2 Rl A9 Knowles! 2 M E 1 Horner > 7E 1968 4
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