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F—5 & 1B

SRS, FRESER B S K5 F W F 440 F (chiral molecule) , B & REEF
ERIE R A MER O FE Y R . B 0500 % R A LAY 50 4 1 Xt B 57 #4544 (enan-
tiomerism) , BEATIECEE SR B MHKR. SEMBRHENRBEYERELEEL,
FRASME TR .

$1.1 FHAAYHRHEREX

FHREEBYEH —FAUHE FUANEFSATFHXRR. FHERARFHER
BHZ—. AWHKFHLEIBERAEFUF R PHATH AN EFENEEEME
YRS FRGEZERTZEMEEY RS ELE FHESE. MREDENYRRKZRE
—ERE R E RN EERN LR, RRE¥E N D-# 2, DNA R IE%
WA RS . 75 YR B A IR0V 3 7 P BT I B9 40 R (451 o P 40 R T ) 32 )
— LK EEFR . EEATIBRPREENZEHEY-HERNIBISFHERNER. K
. A FHFEEETEIBIEE TS EEMIEM.

BT A BN REERASYEL L HNAREREENEM. REFX
XERIRE ESEETEN, FHAYXSMGHEFBERFER RO RRE, X T L E>
HAEEERE KHSFME, TEHIHXTUMER. BNFEASYRIREE AN
ERIERRFRORS, TRRNTARS RELS RS M6 FR ERETL. LH
BIFER,FECEPERE T“FEH Tk (chiral industry) X HE—NF KL, 7T 1, #
FX—SBHMAEHREAHEEENEX.

1.1.1 4teodsteikeg R 2 F R A F FHATHIKG E M

BAEF SO EFEAMFF OB E, L3 EnERMAREEAR, &=
ZL MR, NMEEFHESG=S P, ERYG M . FH . EREABNFESRHP, X/
ERBUEFHE.

B

EH=S i ZHRAEETFHN. GYENSSAERE-BoNEYHLELRE,
HEEEYRSFZENHFECRATFHEIRITMERELNE, AUARERE
YITEAEYERAEESFETRANEBEFEMGEER. REEPEHHREN, M FEYH
MR AF A EANT R, HRETRENEE. B3 PEGNERRSETIE
%, KRB E P EEREBURS BAE ¥ EN . flan, AR EE D RERMA RS
RREREA HEEN HE ARG EERE AR BITERNELEE, LA

BRAREACFERNEER, HBM PR BERORRAER. BRESS, Y
e 1.



EHERBREHEERNFEYRRTE AU RAFEFE, M AERE R 2584
B, MAFRERTE. A7 PREROTEERENSEETRTAEERGHEERS
Co WS EMBIA R, (O -WRARRKRFY 0B RN FRBFLN, MR- 2N 24
BN, FEFGZG P SME BRI R B X B AE , R AEEARR. F, AMAZHEER
R—MTERRTH, RA D () -MRERAEREEM, T L-(H) -3 RENZLBH
G IRIT O RER I 25 40 2K AR, R (S) - B R R B E B A 255K, (R) - H9 U U 2 — A
L BIERRUN G RS R, BB IR e M 2 8 E — R/~ & 20 HH42 50 £0FF
BB IT Z A IR SR B9 25 4y, A LAYK ek B TR TEBR NG AR ROR R EF. ERRE
B, AR R RAE” B R A MM LR R IL, WA 4, 518 THARE. FXH
B RE,“RBAE"H R (S) - MR, (R)-HWENEA RFHAER. R R-HRE
A3 pH ZUHTHEREHEL, BUMERAEATRE. TRFUHARMNEGR ¥
MEEME, N REE"HAFHTIUABIER. XUTRUE, KMtk R A EE

EAMFHAYEERE (R 1-D,
%k 1-1 FHABYHBRENTEER

BB S5ER
HYE
(S)-HH (R)-¥ &Y
R 4
! (Thalidomide) Ll B
2 %E?ﬁf HRHREY RAER
(Penicillamine)
3 ZEETBE (S,S)-H#H#E (R,R)-¥y &
(Ethambutol) ME%E FEkH
4 ik B By 48 5F R
(ketoprofen)
£B8
5 Y IT A& FRIE & BORLIR B 40 M >
(Dopa)
6 %EZ?EPJ RR B L1175
(Ketamine)
7 U TS SEHEERNEAZSERIE VR TT B
(Salbutamol)
8 BRI B PEMTZY L 16877 L AES ME R, B iR
(Propranolol)
0 ke Yk 25 S
(Tetramisole)
10 e W RES EHmEA
(Amfetamine)
B R B \ .
1 (Throxine sodium) TREAX i 18 25
i2 Ao I ERBEREEY TEBEEE

(Ibuprofen)

1989 4, X M & % MY EE R (FDA) W25 ¥ i 4 FBF 5% b .0 (CDER) AL T 32 &

020



B HIZE i £ (CDEF Stereoisomeric Committee) UBF R MEIEHF XM EH FE. 1992 &F 3

A, FDA R T FHEHYHE I EN, AHERLEEFEEENLEDY, LT B IE

Ko B AT A PR VB B AT RIBTE BAZ5 9 3 ) R0 L5 1R B — X R R 2y )

. SKRHEGARFRE—-BELYERIERHG TP —THNEE ., R

125 T — S AR PR SR Tl A4 7= F M 2 Y sl 25 9 el (R i 35 41
FEFHEY 6

%ﬁ%%@ww

EF LY (799)
B — XAk (61)

FHED G {mﬁﬁ&ﬁmen

EHE ™, M A R R 250 1850 Fi, H P 523 FR KRB ELERMLY,
B 6 FAEF 25 A0 8 Fh AN BEMRSD B B — T BRI, 5350 1327 MO 28 REY . K
FHEAGYH 528 F, HB 40% . RTVEN B —XTBEZ YAtk b7 g S Foe b, Uk 61
Fi, T AT BEVR th B A9 0 467 Fh. BT AR b, FUZY M RIEFEMRBE,

®12 AURELHILEA

B3t Bk {A (509)
SME IR (8)

f%ﬁ*%m%%wmq

Ak 25 (1850)
%&%%me{

=Y KR B R 4L FD K=\ E

L-Dopa LEWEZ B & R B (Rh-DIPAMP) Monsanto & L1 %8

L-Dopa ZfE£ B A& R KL (Rh-P-P) VEB-isis-Chemie
L-ERER S & R (Rh-PNNP) Anic, Enichem
L-phenylanaline

Carbapenems #i4£ ¥  MME K K (Ru-BINAP) Takasago B &

Naproxen 53 4 & K (Ru-BINAP) Monsanto & LI &}

e-amino acids EER & &N (Rh-DuPHOS) Du Pont #

MK-0471 &7 BE4L C=0 & F xR ((B]") Merck

Naproxen 5 ¥ 4 8K (Ni-P-P) Du Pont ##

Cilastatin AT  HEKEARMCul") Sumitomo ¥ 4 , Merck, Sharp & Dohme
Disparlure {£ 8. %& & 4k & M (Ti-tartrate) J. T. Baker

(R)-8 (S)-Glycidol ¥ & 4k [ i (Ti-tartrate) Arco FUZETA]

gKH M

Cs-epoxyalcohol &4k & W (Ti-tartrate) Upjohn

INBRIFE B

Antihypertensive FEARM((Mn]") E. Merck

Menthol 7 7 &% A # # (Rh-BINAP) Takasago &b

Aspartame FHF O E SEHEB RN G. D. Searle, Monsanto
Ibuprofen 7§ &3 BB A B[ Pd(tppts);s ] Boots i1 Hoechst Celanese Corporation
REGFHE

RAK A EERRER KRB REAR =K, EX=ZK=RH, RAEFHEHAH

Yy R B, 0 R R PR S BER H VIBE R B R P R A R R B R EHF

SENMBZE IR C B2 DRk B 27 00, R R B =K R . 5F K
e 3



EREL, FHREUMFEHOFINBREFEERAE - TEARE ARIAFHE
. SRS HERR R EEEL R RN PR B YR L., WNREE REEE AW
BS IR, WEASAFHRL . ETE 8 ML kR k4 xtxtpid) , HEF RE—
AR A BEERE, KA AR RAEE. HEXBRGUSMNEEENEAER,
AP B E BB RIE AR 1/8, 4 7/8 TAER(E T % R A2 B LR, M H T H
BAWBREHN LM AEERRAVENFTR. REAORE, XERILKXE, BEIK
HERBIEEKR, AMESHR A8 NRENRE , EFHRAEFNERRTE.
g Sk

TEM R R 24 o R, X EE R A F R B HIEER . X R R AT
fe SR ARMBIFEIAME, B, 100X 6% EHHN =R EFRABREN ™D,
P ET K 275°C, Tl AR MY RAEHR A G TRE . BN YEMRT 200CHEK A
AR L-A MBS YRS R 180C, Y L-FLB ik iBRE 80/ D-FLERAT, #H N /Y
BEYRBEE124°C, BIEAS, R ¥ bR R A — &K
£5, EMREEE—XBELEFEEYFEEFTFROBTEA, AMTEBERARHREE
ORI
SRT:E:

AR TERGYRRE TRENEIERS NER FEEXMEAR. M RFER
A DEHEENR,. EOFEd L-REEMRAR. B ARFIEEERPHAFZ TR
hREEAEEEERN., FRUTLHAN AMBUAFNEYEA LR A ¥ERY R
HRRE . X—SR A EATE, AMEF B IR iR Fp 18, T B VR R AT
KRBT HM,

EREE:

RRBERFRBSUSYHEEETFHNYE . EARRP, ZRUL-JTBREKTE
R, B ERE, FInER B2F SFEBE  ELEERERP REFZLE
YA B EEFHERL, MEHRE SBEATFHAEDS BEHARAEESY — B HNIMHE
HEiE , SR AN BE R RO B R X B R 7 A B A AR RS0, IF A4 1 S-RUR I H &R,
i R-BIH KAk, EfxEEALEe REOERLEY, LAETHD UBRBFF
B X B A .

2 FERR, FHAL A Y& P BT SR 69 16 FAR 258 1, A R B4 P A Xt R FE
BEVER T HATRE R BB ANESR., EMAERBEREAREFENFHLEDE
BILHINEE.

§$1.2 FHAAWNTGE )RR RIS

B BRI FATR, FHAEYES R PEROERAMYRE . Bit, #7FH#
HAMRRA B GLE L. FEE AN F LA 9 00— 3 3 B A o REAE R B 5T A9 R W
VR, B0 05 1 Xt B ik B T S A RO H 250 . (U F YT & R LI R i B
B XTBRZG Y LA AR 2096 A B B K5 1999 4R BRI F M 254 ik 1000 12K

o 4 .



T RSN ERYG MR EEZEE, RAREEETHAS YT R A BEM.
EFHERMHAT G A RUAEGMEDRERHTGRK, Y5 8%, K
WA oy 8%, A AL R 7Y, R AL & 2004 TG A 350 fLRTT. KR
K 19%. HLF EXEESHTFEFHFEPERETER, FHEFEHEREFRIETF
PERE G B B R, R BB FHE R EAR AT 5, TR &= AT AT . ik,
F AR R T R BB, 1997 EREFHH K 12 {23%5T,1999 4 15. 6 {Z% 7T,
2004 4 24. 4 fL3ETT,

MTFRAYHEERME RNEF RS, FHEABRRNFRAFREIES
EHMBEHALAT EEF-LALHHDARANRKRE. ANEEE A& KEF
RBER MARNEEEBEFERCELIUBBHETHREFL. ENHETKTE
BRI R T &R BAERSE. HETR EEEEAEGVREHEYROT G LR
A, %5 B AN HEHEATRARTR . BT EERXT FHAA YT ER N FARR M
Tk R A

Hir L FHAMHHATFE EERBUF A RN TFRAYNTRF L BAECRY
Y BREENRS . EABMEENFHEYIIRIF R LG RFT BERRE, 8T EEM
FHURLZG W 07328 » A 5 AR T TSR =AU — D B BUFE I K 732 1 F Y
SMEBES T B — R E 9N MRRAAG Y BERE A FHELEY, KA NS
B A RMBEE A FFREAEA ST BRI E AR E P AARERBER T
BRI WHTERAURBREBUGY. XR-FMEFFRMAEENRRE. B
BB ITIF & 69 TV 26 9 ST B b A 3 o) s R 0 A ke FHE L B AR T F M G gy 3
B gy B . SEPR EEATR—A R B O, B B B R f— AT,

BERAN, B EFRGYHF LSRR TECRE T T HHS BERE B TR
E—AHERFECAFNFHEAYHAGRAMESHE. EX—TRAKNFRSER
KT, ZERABANAN PATERR, XERBAMEHEREHLE T
R R . BE R YA KB P B AT E R L FESY PRI RELE TR S B X —
BRI, REATRAIE REREL L. T2TUSMERES, bR E S A
B M AN T 3, B AR R B 2 A R A AR AU . R E M2 TR B
AEMMEIREEE, FHERMFHEENY SR EENERETFHAGYEROHI 1
RERT XEEE, FHEYTLESBRRRERRE, BEEULHE S EE, IRAH
5. SAERBSTHHEHER HRSANFEHERTE HHEEREYERMLE &8
AR, BUBHERFEFHEELN . FHER. FHEPEAESENELFRITELER
W FE 24 B R AR AR F R TR TR T RS A AR A
EERA, KBEFHRLFEHGY. HER AYIRTL . BEXARBFEEZSHE
REHEHR  HFI X HFFEELEYHRTHRERANFIEATE. BERERBFE
S HMEEAT B P REFITIF FHEFUHAYHRTNE TRERENR. AE
£S5 G —BRBARRE TAE B MR F AW AIH , 3 PR LM
B

MEEREAHAAANFHEAYEREARBNE REWGTLEGERE S

o« 5 .



Mk R BRENFHAEARERBELTT. HFERENIHFELR, REEANSAFHE
YIfF AT SRR REF AW RR, K7 RER | 5L R 28l Fi i 5 F
EHRARGFZRA.

B2 . FUHUAYRAEERNEFWH N MK 2 RATR, ERARE ¥
JBE B9 B BE A B A 124 2B SR 89 BAR AT SR B

§1.3  FHk p-mAERAEARFR A B A AL

HEEFBEEYENFEEERFSINERGEE . FHIES R E LRI HRE R
BRE_E), EXEFHERY S , HAEALSXTHRERAREE ZTEA SR 7HRT
MEBFTE R EHASEOBFAR. FRERSHREL KEFHASHERITHFER
URREFHSRESY BABKEHMEX A£G FRMAHI TR, AT £ 8 R
EHAEY . K. B. Sharpless™ #l R. Noyorit™ (1993 4F [ i k% 3518 # ) 763X 77 W4
TRRHFAK. EFUHESBESYNRITEHY RENKEZERBEEN AHEHEEZWE
R RE B FHEIRBIRR .

Fi FEERANCIERNRE, BRENBAF, EARXFRE B H R AR REARR
M. SREECREFEENTFHEES . TUMTEESBE FEMERFHEMAER X
PSRN (R 1-DRAFRBUEEEBEND (R 1% TAEELEER
B FLAEAL T, AT BT AR AL — o 2B B A0 R AR AR R R (R 1-3) L R X FRER
R B (R 1-) FAXTFR Henry RV (R 1-5) S M A FREMRRE . EI169#
R ERAZHEEFVN AR EIEFHEEANEKRTFHNERTREAETARY
B BE S, AT S EFMTEW B.Li.Zn ERME A Y, S 5 A X R K B, 80 A X B
HLEPRIABEENER. ANENEAERARBEBNTFHEMARCY(E 1-D, XFHBIRE
B EEYNAERE, B ELE, FRG(R)-VY T, CIEHNE ERE.FZH&
PR DS H, B EER R T kBT pEERE YRR RE
MEMRMN —EHEZXKE,

Ph Ph
Ph Ph

2__{, Ph,PCl, Et;N o: ;/Cﬂs
—~CH Benzene
H ’ beh,  bph,

|
H (1S,2R)-DPAMPP

CO,Me «,COMe
PR [Rh(COD)CI],/AgBFy/ (15, 2R)-DPAMPP  py;

NHCOMe 50 atm Hz, MCOH, .t S NHCOMe

up to 100 % yield
up to 98.3% ee

# 1-1



R

(

NH

0 CEOH (4 mol %) OH
t-BuOK or i-PrONa (6 mol %)
[RuCl,(p-cymene)), (0.5 mol %)

i-PrOH

Y

up to 96% ee
% 1-2
@ N(CH;),
o OH CH; OH
(2 mol%) Z
H + (CHj3)Zn — > H
up to 97% yield
up to 95% ee
= 1-3
Ph
N Ph
O go CI)H) 20
mol%
RANAR? - AR
hexane, rt, TBHP
up to 87% yield
up to 80% ee
X 14
Ph CH;,
RCHO + CH;NO - NO
32 TUPLEN, Zn(OTH), RA\/ 2
up to 99% yield
up to 90% ee
=® 1-5



OH

OH
H
‘\ N
HO \\\ \ﬁ
Paclitaxel Satbutamol
3.0 LR T M
O
e \/O RREEEEE . \ ,0\/\0/\© Fossem-n- -
o N— o : '
AT TN
: ‘ ' OH '
bemrees ; N ;
Metoprolol Bisoprolol
RICHIR g IR
:' """" 1
oY NN
von M
SOl
Labetalol Propranolol
i DR BRI
O
~o - .
oY NN
{OH
Isoprenalin Esmolo} Lemmmam-- 3
RHYE EBRE Y a)R

111 S FEEBFUHRRMAY



S1.4 MBRABNIR BRCE

X BR A BRI S B b e — o ST A 1B R 5 T A R AT LR X R A, AT LR IR
Xk, AEFMFHANBRRME . STAEEESE ORI FRE B R, 749+ W
ST B IET BRI BB EREEK. FUFRARNRNER, ERHFAENREE
B FRE . FFEYB R Xt i i, T o R — X e ik & 9 B 4 $ (percent enantio-
meric excess, Yee) AJVENE BIZANFHEBRE BB IRHE, ARRX 1-60)RFRWTF

%ee=%g%;%§%><100% = 1-6

KA [RIFSIHFHIAH EE X BAR =R B AR EXTBRIE =Y &,

PR W o A b A, U o A — 3R X i A X 55— S X B4R B 0 B S B (per-
cent diastereomeric excess, Y%de) BJ{E R BiZ AR E B K MR RAE, AR (K 1-
DRAWMTF

%de=%%;—8%x1oo% #® 1-7

A [AJR[BIA 58 T BT A Y B R EETRE=YHE.
BEEART,.TRELIELCE S BRAHBRRIELE, M Yee FFHEMAET 74
(percent optical purity, % 0. P), X2 4iF % 0. P B9& L& F UM HIE L B LU
ZaEyREMARNEE REMBERAMOHELE. AR 1-OFRRWT
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