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250G Wi i £ N A A ML KA LA BT T LMK, Rikit . SRR ™Yo+
TG —T 12 RE . ARBRGHAN G T 2505 0 5 W BMZ ML A ML | 2586 OB B R B SR A1l
K ARG AR ISR ROR K T ERORET AN A, WS . ik BISCPRI A T A LA ey
Yy & USRI B X, RIS T 255 MU AT HLAL A N SR 22 RS B TR

23— B MR IR R U B SN T35 8 .t T RRG AR s A 2 W, AT
BT 5E MR E SO AR Y R BRI, YA IR REA AR, A B B 28 U
2, (BIAREN AW TS, JUHIE mMERE 251 71 BB AN S T B 25 Wt B4 s
B AN AU, BRG] L BN BT R R EOR 4 A SR R R 2 5 I R S R B L R RO
W, B, 1901 AFFEE LK R, Willstitter 280 1k 20 . AL . THERSE 21 RO IR SER T
WM (tropinone) MY (B 1-1) , T RBEBL, FJa RN 0.75% , (HIXAE 24 I 142 5
Bl M G TR, JFghE T 2R,

NH»
1) NH,CH 1) Mel
—_———~
Na EtOH 2) AgOH

MEQN MezN
1 Br.
Br Brz Na, EtOH 1) HBr 2
2) MezNH 2)IFk i

l A
1y KOH 1) HBr Cros
Br 2)& OH_

B 1-1 EffAERE R g%

MEZN

|

1917 4, BEAL2AS R. Robinson ™' LA T HE . W . PR SR BRAE A 4R JFURE 22 5 28 Mannich 20
Fl— 2 LR SV L 409% ) SR A B T BB (] 1-2) o R. Robinson PA—2c 28, i A& mi i £k
BB T ANG RIS TE R Y& b i E R L, X225 & e s Bl A AR MR i —k
H1F
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CO-H CO.H
CHO .
[ +  CHsNH + 0O — 0 T‘B— 0
CHO ‘

CO,H CO,H

1-2  R. Robinson &t Mannich & K & X Bl 7 R

SUCIEI, A HLGE R A AT & R TG A LA AL = i 22 ), s Se A0 3R] i 7 A
A VE 22 o B e e R R R T 34 sy, T AR VR 2402 1 B 7 SCask A i ) v R A B, 1)
n, 2001 4ERHE DURAE 2 42 T T =0 NS AR X PR AL G A B 28 Knowles . Noyori FI Sharpless,
FER AT AX — ST ) BE AT A 5% 5 T T A B S HR DRk, 2010 4FE By DLURAR2 242 7 T LU
TV 4 JE AR A R B B S . 1 = BF 4 K Heck . Negishi A1 Suzuki, AT 7E ik Bk 5 A4 3R 4 32K i
I TERBYTIER, FEN B 2 AR, A T IR R

AN, HAE462% (combinatorial chemistry) RN F 254G A S H e S Ak & W B4 7 358 B8 i v 5%
PRk, HHLE A (organic electro—synthesis) FIHEIGA-G MAE AR (supercritical synthetic technique) f% )i/
F s ar 2596 et T2 RE, RN 259 & BUB BOR AR R A A A i, B TR ks
AN B ARG AR HE T 25 G R R T, AMLENE 1T — RN BT 258G iU N AT T A2 SN
JIERPIZEAY, T EHLRERS m R . il R REEHL SRS H AR

(—) BUERMEREE

AR T 9w 0 7 AR B 25 ) ARk A TR SIAEY), i $2 003 B AR A 255809
5, PR — MR BT, 1828 B E k2R K Wolher ! N TCHUL AP IRG WL T B WAL EHIIR
Z (urea), JFHA THHLEGBALFARI R, HILAHLE AR KTA R, TEIERL E— T 2 B——251
GBI . RGN AR 2586 AL TG T 19 22 T2

19 2201 % 60 4540, Ab5 AN EBEG W — L5 k0N a7 S Jm AR 25, anm] R (cocaine)
AR (benzocaine) , 19 A0 A, 2 fif PR 25 WP B VE AR (aspirin) . AEABPE T ( phenacetin) ,
AR 25 K A5 BE  (chloral hydrate) ML 5K Z5A5ER HIH  (nitroglycerin) A RUHI T A2 5=, B9 TIL
TR & 1) it

HEA 20 2, AP R R, RIS 126 O & g, VF2 BA ARV 0 a
HLHIAR A B, BN, 1910 4R E L Y245 P. Ehdich WIE TR HLE L& 9 b i i AT d A
BCBHT IR F LA (neoarsphenamine) , 20 2840 & BRI S 25 W 7E 2590 A il ol Db B B0 S, il
2 270 10 ¢ BN F A2 A 2P0 T 25 ISR A ) — B 0 FELRR A, AR DA 1 ARk 400 v & 25 A%
Jum oA S Rdr . SR, AREZ LY FREENEINZ ——F %R (penicillin) 111 B
N FHHES) THEFE R (streptomycin) . PUIRZE (tetracyclines) EHAEREKIAG AL, HMRET —142
BT 24 2 U R B T AR 2R T H

FOWIMA RS, mTarnES, RS EEAEREZ A R, FIEA T RENA
J1. Wdy, TR AR2E R RER AT AR B TSR A R . SR, A HLE A e R Bl B
SRS R B | R AL 4 R A A R 1 A A3t G i s R B 1 2 U R R R, — RS
PUAiZ . D IAEZS . PORTPINZS | PUERZ . DURTEZS . PUMB 2SS ARARIT ST, KRR b 4
AT BN I 2 A ISP 25 W) BRI R R A ORI 25, e R . SRR C MIRIRER VS 45,

220 HaR, VG HGRBIEMEE RN, 2 EMERE | &2 TR KRR A Y) o1
MBS, SR, A LA ML A AL R A 2906 Oy e T A i sk, slan, SEEAER
R. B. Woodward (1917—1979 4F) , Woodward — 4 FH T RIXA AL AW A PRI (5 7R AL & W 25 5
EHINFGE . 1944—1975 4F |, G T 4T (quinine) . AHEEE (cholestenone) . "B LR i & (ad-
renal cortex hormone) . FHYFS (cortisone) FIF|IMF (reserpine) . M4§Z (chlorophyl) . FEEEEE (la-
nosterol) . 4E/EZ B, (vitamin B,,) 5520 RFVEAVAEY, IEH T, R TIAE bR

C.:



H
H
HO N
MeO N
~
N
%5 (quinine,1944) ] [ ¥4 (cortisone, 1951)
® HH H
HaNY\/\l_rN R
&)
CO, 0 ];N _N_ _OAc
.2 )

CO;

=) 71 1# # C(cephalosporin C,1966)
44 22 B1o(vitamin By,,1973)
1-3 Woodward &R —&HRREHNENUEY

20 4 70 4EATTAG, 250G e A, TERTI TARROREER b, & A AT iR S 25 FE
WA AL R . 5 A —00 A KU E. J. Corey, ML i A M43 HT (retrosynthetic analysis) 7775 A%
BT FIG B T 2 m e | BB PR R AR, ARSI AR R RS, ) isPuA BRI N RS
LAY, LB NEE B (erythronolide B, 1975); AiSIAR KL EY), WHTHIIRE F,, (prostaglandin
F,, 1975); ZWRE_IGRAEY, WERANE B (ginkgolide B, 1988); H=MFKMLE&Y, WA=
i A, (leukotriene A,, 1979) FIRIRMPUEAYIV P EE R A (saframycin A, 1999) 52 HA 5
TEER AR A2y (K 1-4) o X PR IR nyg <0G ot T3 LA SC R 5 vk i+
fbo BT Corey $2IHAHLE MM “WA AL MG R T 50 2R E RFRKMED,

Xﬂhﬁméﬁﬁ?ﬁioﬁﬁ@i, PRHARAS T 1990 4F3% DUR 2%

HO, &
NN N o NS CO.H
OW\/\/ - Me
HO &H
41 % P4 B (erythronolide B,1975) Hi % Jlit % F2, (prostaglandin Fa,,, 1975) [ = %A, (leukotriene A, ,1979)
NHCOCOMe

< o [/ cN

HO\)L
Ho M ?
o.

Me™ H
2 OMe
#1445 P9 BAB(ginkgolide B,1988) b i 4 55 2 A(saframycin A,1999)

B 1-4 Corey &BHINLANBRERERNRA=WIZEY
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20 et oKk, 2438 L A VA 15 3% Anemonia sulcata WP 433545 3] T — Bl EL AN (8 B9 1 £ KR 7=
Y)——FZE R (palytoxin) (I 1-5), @45 %EE, Hr 7N CuH,3N 04, & 64 DTG,
FOTREAFTER A RE H Oy 270 (2.36x107" ), (R Jiifs 25 8 02— T HL PR AR PE A AR . mafih K
Kishi RS FHW 9/ NH LS 8 4E 5577, T 1994 58 VI E R RN G, BEHFRNLE SR
HUALE 100 ZAERARE . AW RMLIR, ERIIHURE Y6 B F28 AH iREE,  [a) It
BT 2506 WA A P RE IR B S R FIAG A0 AR B

OH

E1-5 @#EEE [palytoxin, Kishietal. (1994) ] H%&#

ARk, 2596 U B SR TAE A I AR Rk, 2 A MBI B A Y R B AR e T
(B 1-6) . BIIGTREZEAZEE (taxol) HIAAL, W THFAMIAEEEL, A 11 ADFrHEPomm 1A
17 B IEF B VO 28554, DRI SEAZ IS 102 ORI G g Tl T HE A B 20 BLG /N 1 2%
M, 3 1992 0k, A 30 2R AS HREEEN G R, XTEALE L ESEFEW, 1989
RS IR M ST K221 Robert A. Holton LAMEKIMEZL 542 Taxus baccata R IEHEIUY 10— LB
ToRRGFEE, TN T EZEN A, 1994 45, Holton 58 A T S AZEEMN H K2 A M., M5, Nicolaou
(1994) | Danishefsky (1996) . Wender (1997) . Kuwajima (1998) . Mukaiyama (1998) %5 i~/ X
AHYR S8 BT ZEAZ B 25 1

W N g — A, TRECEY) o TG B BrR] L EATRRIE 5 2 A B T
YA IR R, GBI, LBk T, SuRIes, DUOTSEHUA B BT 25 HoR
BB R & T 25t i Esf Ik, B st A TIRIB e, s RO A M E W A
b, BEONR T Y0 TROMBOCER, e T T2RIReR MU, B 25 T E R R IR - Bk
Sy eI, ARPATLUE G N TA R, AR T AeA b, R T ASEXBEIRIAIT oK . BRI,
256 U R R C B A, HIETEARWHL IR S5 T By7 4l , A R .

(Z) BIUEERRZIAYE A

H 1828 G MR ER LK, AN E 20k i 7R 3 w20 0 XU B R, 753X 450 R 22 1) 1R
g R LABGE AR AR . AL AEe T K2y ekl R, ER2YSE R IR R G IR

C



%2 K2 E L [taxol,Holton (1994), Nicolaou (1994), Danishefsky (1996),
Wender (1997), Kuwajima (1998), Mukaiyama (1998)]

1-6 EMENUFEN

MPER, CHIRTEBEZ L b, AL AT S 250Gl b T — DR G R, QI 1R,

Wy TRRZEAZAVAE Y, Z T TIa | RGO, W& —EMAL
el 1A IR B RS R B FRAT] TR O TAEAR N KR IV 240 8, TRl X B A
HIZY . DRI RO A AR R IR B

AR BTN T WS P Y E RN, ISR Y | 2 A SR B B 1 Y
KR, U Aldol 2R | Grignard KU, Wittig SR 45 A5 — 285 M A N B A T¥Z RO, WK IR A9
BURERE | f-se iy, AR AR U L, 1T 2580 b 2854 P, ABEEatg A
XIFREASNE | B AR BRI ST SO 5 R4 T AL B 8 B RN, G053 N SRR 43 il I
L. (ring closing metathesis, RCM) . AXFFRIFEELL (sharpless asymmetric dihydroxylation, SAD) FlAXf
FRIFEAL (sharpless asymmetric epoxidation, SAE); i8N0 T DAk 4 @ Ak 700 () e i 5e SR B |

(Z) FEARMFAEBSINAMERELE—THEMR

1RGN 250)6 MOT I — HR 29 a M i, BEERHLIEL , P HEOR | Bionk | B &soT
R ARG R, 51925 & 0 b T — N G B, I T2 YE s kg, Blhn, R R
(microwave reaction) . B FIRAK (ionic liquid) . TCIEFI AR (solvent—free synthesis) . FEAE AL (solid—
phase synthesis) , SREIFRBTHARSFZEW A, HEMZ, 2 AW R g, 280 ] 3 585 %
Tl A

1986 4F, MERIAC TR KA AL Gedye S LRI F & BUTE TR H BEAT (Y 4~ GUAE I 8 5 R AL GR
R IR AL GE AR bR 240 Af, fEYIMEGE S MO R, X—RKIBRRZ X, SR TAHILEG
A A ZZRFHEAR | FrERIF RGO BARR 30 240, kAL SEA HLE N g BFFE 2l
AU A G B — A, R SRR SE R, A B SR IEAT A AL, S B # A GE 1Y
IMPOT BB T, BRABRIERE, 7 Rm Kom i Halith, %4, TUHESR A,

R TG S BRI, SRR EORZ AN ST, Hoh B A . TCIERIE L, KA R, im S
TARBAR —E R YT O G R YR T ], T 2506 i kK g HoE B E “a@fey” Ml
CRIFRSE AR WIS, IO EOR T e — e R . SO IR TR R

B TR ER 2 B AR MR, 1992 4F, Wilkes LA 1-H1 3E—3- 2 3L0kmk g BHES 74 A 5
b 1-H 3E-3- 2 FE0RkME | FEEEIR M E0M 50% 1 AICL, FA7E T, LGSR E] T 8°C, ik /& B Il AR B IE N
ARG, EXUUG, BRI A RIERET 2RI, B TR EA R e
ettt S5 A e, TR AT, BT IARES R Lewis BR . Franklin FRAYRRYE,
HERsR T, XA R, IR E RN, BESALON | BEREAL L, B TR AT A R
AT, BT 2 i 30 25 G UK

@
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G r 25 & WS S LA ML oisn), I R LI R ¥k . ATE . ARSI, fET
A= I I A VF 22 B9 2 A BRI BT IR AR B, JCHIR 20 BRI 5 4% o AR R JFE A4 JC I 701 5 A
TG BB B2 BN TR, AR T AR Bk th TR0 s a0 B e 5 g . alaid . X A28/
f e T LA R B PRI B A5 T R, TR IO VB TR BRI R, R B R, O HLBCA R B4
A, BOSHYJE AL PN BRI, [RIRE, KA G R A . AR AR, WiBOR B st
BB 2585 SR BEFE R Tl AL A b, U X S5 R IF AN, AR R 22 AR B0 TR) R fE B AE 4
AR, IS AR, XA R G A R H R,

st A S REAR RS IR, AT — BN AR RS e I D A RE R A o BEE AT TR B WL A A AR
BHRA , ARS8 Mo Fp AR RAT , BEHR A BT, EAHA B (solid—phase organic syn-
thesis, SPOS) RIZTIAE, Fril BAHG G, e SO 4 s f A 700 B 5 1 (B AH e 20 1 3R B, A i o )
P S HARIRK R AT AP B AP RN, A A S W I R B — R v Rk, SR R gy
B, MR, [EAHG RCRERS [R5 A 25 W AT 1B, PRMGX RO T kAR 25 )5 ORI e B AT R Y
B, A 1963 FFEFIAHE AT LI, Ak &R T B AHZ IR SE R B IR B & MO, S Ei [EAH
TR G R TR LR R SRR

3G B ATTEOR BRI, BB EOR I L B 2506 U EA T R, #s
SIS 2516 Bl G B, AR T A,

(M) FHAYNHEHETERAYESHNEZEBIS

FE (chirality) 2 AARRREARENE, SAMKREAAE, 5 amE = RY REMEA R, &
W2 K MR8 I ol 35 A TR S5 B TTE IR 231 BT L, A= WA N A 1 A A SR R A BRI TEAS 3R
P R B R SRR S, AN B AR A 5 | e — ZR 90 A B A Al S Ry )il R [ Aot B AT e 88 ) 57
IRBEREE,

FRATTHRFOIE 2 K2 252 th T TR, BRI T8 —Fe, HEMF TS Tl sER
AW BAFE R EYEE, P FERRKAREAF W RRZ —, 450 FUHE Z 5128 H IERS,
ARERBIA MR, MMELT R A TE . Bk, T#A% 0 TR, A Hiiba
BADGAE TR 252 2506 U B2

FEB|THEL Y (chiral drug), AEARKER G “RBE" FH4E, 1953 44, BIFERE
Chemie Fl 25 A FMIGE T —F A48 “WHER 80825 (K 1-7), Z25% 208 G YR IK ik 7 2o 4
Chemie 2 FITE 1957 A4 25 ARG b 44« Rbidss” B T, M4ELUS, BRMAVEE A LB, %X
WS LR AR B BTy, S RRZE A 1.2 T2 A BEE IR “ ROis” sy <1507,
“RNAET FiEE, TR EEES R T AMTES R EN, ARSI BT R BN R
T, P s B A WIOIT A A 206 25 Tol ik, HEsh 17 BE25 Tl R JEFIEL

H .
0O N 0O . O 0]
O ' O
H .. : . H
N* R : § N
O ' o}

AR S Z ST
B 1-7 FIERE (thalidomide) HIXTRRRHIER
FRE TR A HOR, SR KRR AR U B L IR Ay (ST Bk, s e
&), FHIEEG (YA EE ) KORXFR T A A S BT 2 F Y, X e ke
AEARAT B TR KRR, U IEHE AR A 3R 70 R X FRAE AL 1% T 75 0 R 53, 2001 438 DR b2 i 4%
T T A AEA KA AT A A S DTk BRI RT L, KRR ALY 7 AE AR T 25 W il £

C:



E5 % N T T € e [UR LA ARES

THIEARYF 3 4 FHE L YA U5 T 1848 47, Pasteur & BUAMEHETWT A1 TR4ANFR7E 27°C 45 B I LI
PORIMEIEIR -G Y, TP X WA 8 1 TS MR —4E, mT LU B O BE I8 5 W3 7 6 74 & 1423
I, BORRAES IR, RN EORIR T IESE TR, AR AR RS, B A B
WHINEM AR R, ARG =I5 0 5 5 BB TSR 2 Tk . BiE @i
HoRR ARG, VIBC O B EA N ZER A GRS IRk P it ok T i iEoR 28 8, B il | bR
§E, S ERCREFTN HECATZ, N b OSBRI SO B0k [ il i SR G agiE  (SFC) |
S EIEE (GC) | R @I (HPLC) . B RIKE (CE) %] BB, RREL 700
R, 'ETIRReR,

FAEVRE WL LA RS 153 1 R IR s S i AR S 0 J5ORE, d e A2 B A A 7 ik e Ak P12y
Yy, RRTHEAEYAZIERR . B . WSR2 Tk b O R SRR 250 5 BOH BOAZ O AP B,
PARER I FPEUG B2 00 7 REMS AN DREE | A O AR e 219 HAR ™1

T A= ARG, S A TR AR L, AN PRI R 7 2 A T 25 0 07 ik b i
AR, BEAERT AFRNI R L B S SRR AR PR BT R Tz R, T AR
L SRR EREWI S B SRR S5 B M A RIS AR 25 Wil 2 0% 0 05 o AN AN RS B
2k, A XORAAE 256 B B RO ARAR N T B 25 W& b . AR BRI TS ¥ T el O
SRR TR AR R, HATREZ B9 TR R AN 1-8 Fs

OMe ; ?\P“.\\: o
P MeO [ ou X ‘:CPth
e
l\O o o PPha
(8.9)

(S)-CAMP _S)-DIPAMIP (S,5)-DIOP
8
0 <
PPh; H C)/ PPhs 0 PPh,
2
] I PPh, " o l l PPhs <0 ' ! PPh;
(0]
(S)-BINAP {S)-TunePhos (S)-BEGPHOS
CYQP
e _ x
,
PPh, N\ _A_PPhy
Ce PPh,
(R,S)-BPPFA X=NMe;
(R)-(S)-Josiphos (S,S)}-BPPOH X=OH TRAP

B 1-8 JMFHERMEK
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24 Rk, AITEREES M 2 000 2 TSRO, (H R A BTG A BAT Tl A1 I A4 i
S, ARPREH] & 2GR B Z AL, AN FRITIEEAE R . TIERCR A& 807k 2 2%,
MELIHRAT, it & 5, T ELECIRE I A, TEAE HBBET X — > S i 8 28 FON — AN A e
AOERENE, WARBA AR BIEE ot T, B H B0 AS AR 2 S BORE A L W A g i 4
&K, Wi, AXPRAELG ORISR TAREERIE I,

L i

EARAN TSR, AP =40 T DURET A 251 A RIS, AN . 24ROV, N T
AHUEAANGUAAEAL, JX SR A TR 250 6 RIS K e e AR SC A I ) LR AN B 4G SR Y &
FEEXF WG LSS T A S AL B R R T — S AR AS, JCHOR SRS R P A AR R, ] e 4
TR BRI BN, e e AR L SR IO s =, al o S T PR 25 T SRR G BE
H SRR AR BRI B G H 2, 2 ) W) a I, AMUERE Y5 A, A L r B
WA, BV AR AR BRI id B e A SRS IS e 22 50, B IR0 A0 BT RE S AL Preie g

B2, ABEENAPL AR 80 a A BOR MBI E . T2 T2yl 4 55 77 1 fif
TVRANE e, AT RELERE— A AR REAE X 25 )5 A REAS I — M B, 255 O R 2
TArh— ML NE, SRR AR TR G, R AR A A ih sh i LU SE A PR, B2y
PG W X5 5 M ANk B AN A R BRI, A SERERS A A AF HhER A9 BEIR, Rl R I A S LA AR A7 /Y
bl , ATV T —EE RN E

S 3k
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