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RBEBRRYVERFEFINADO T RALEGRB R YRR

AWHER 1996 F 12 A 27 BRX G, P54 96199356.1, X U
LARA :i&ﬁl%#%%v%giﬁi%éﬁif%&Eﬁéﬁ‘u‘éiifé‘f’é’J
RRAHER P XY H

H AR,

AXPFRFELSRE=Z iﬁgi*ﬁ]%&ﬁﬁ%f%

Bt —ARRADR, LR ER—BHERETN- B - RN~ %
B - R - FELARRAP - RABRMARL, CaeiEAREAN.
JLH#d B EEB#H 5 BB =R, kb&oéJT\ﬁéﬁﬁéxlﬁDZiTﬁ‘J'l'é}E
#% (PACLITAXEL) (RI=Ac. R2=Ph. R3=R4=H) . =% ¥ T#.

F10 45 LR LER AT, S EERAEE (MBI

R10 R3» R7 Ry

Paclitaxel (Wt ®48) 1a Ac Ph H H
10-R LB A EH81b H Ph H H

K4 T #lc Ac IBu H H
10-% LB AL = K 4 7 A&ld H IBu H H
Docetaxel (}odeTaxotere)le H TBO H H
FRAEX (Tetraol) 22 Ac - H H
10-s et RX4%F42> H - H H
BRPHERFELEH22 G - G -
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WTlEsET®Y (T.Brevifolia) 9 kB4R HIL, FEHOHR
ARFRLTAERNREBHT EZHHF L (M) ¥ 2EPACLITAXEL. B i
RMNEEZTEZRGTREDXAENER, PI-RCBRERRFTEIN &
FTehetBRAETHREFE, RAAEFSRGHRIK.

B, ¥ =R PACLITAXEL&DOCETAXEL (Rl=Ac. R2=#&T
£X. R3=R4=H) S F 4R eEMp-RARITEVBAREFFEE R0
- RLBEAXXFEFMARPGTAS L1324,

A EAR (EP-0253 738. EP-0 336 840. EP-0 336 841. EP-0 495
718. WO 92/09589. WO 94/07877. WO 94/07878. WO 94/07879. WO
94/10169. WO 94/12482. EP-0400 971. EP-0 428 376. WO 94/14787)
¥, 4 T PACLITAXEL#DOCETAXEL® R B ¥4 mF k. BHPRAL
9% 4 [L Georg. T.T. Chen. I Ojima & D. M. Vyas#) (RE=FRh £ M,
EaAFAREY , L CACSRXEA H) 583, L& H (1995) A A%

# % [Matthew Suffness €% 4% C# %4 S M) CRCHE Mir (1995) ZH
RN K]|eiE TR =ZR¥ESABLLEE.

EARAETE A0 BARENB ZRAFABRGERF A EE D
FERATPaRBAR (EP-A-0336840) . S#FPFAARXNGEL, B
H—% @ PPACLITAXELH A B HAEX X FFEINEFHY, 5 —F &
TAEAREGEAATHRESRAAGRAEADIC-RLBEARRFEFINO
FAAHE, B ARA104 478 KGR EREY.

LhE, RAFAGARRPLRE, X ERGARKAZE, £
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RO ZRCAREABRY AR =R, w10-KLBREARRFELI,
AR RARHEBMRGRE., A, BAEAT 2RAANTI10-= KK
=X 10-6 C B R R A F A 7 R4E, A/ 27,10-= (2,2,2-= &
CAEAKE) -10-R O AR R FEFFI, X Z4A4RDOCETAXELS ¥ 1]
% (EP-A-0336841) .

BRAZRATFTARARY7,10-— 2 RE =76k, b T 2Ry
AR BBRERERAR, AL LT XGLERNT AHGAER
PE

/A6 HFH1042 840 (A7ERARAFHRETREY AR, L4
BAXKAGEA), T RATERIANBEIRLREAR T A £
6 OB AR, X3 R50~60%MFE, AFFAGT S8R
AR SN, 0GR ERALAME. ARKYEE THEAERELEY
BEAHPRKGEHT, THRELIFFALRAR, A TIEERE
i, 23 &40 ¥ HFWO-A-94/14787 F F7 45 & 653765 343 Bk &
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FPREFXABRELLFEAYG, EIAWTCAEALKGZNER, HAMAER
REBEZRKTRY,

IBATHREABLLSBEASE N K8 F Cintd SR, RBRTHR
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AL EGHNERAGARALAT RN,

T @il X3ad % 3 = £
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BOR 64 BB B A R 12 A B AT & BT % L9 i8 X3a897,10- &
BZmEk ¥,
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R10A® XO-CO-R& 8L, Rl @ 57 2 L,

R EFTER, EXRREBETREAGREET, Aot/ R4 R A
Gt (Jed-wteg bt — 1 - AR R - FHARARR) AL T, HAiESLY
AT HEGMEGRE (1~12%5F) ERB A2 H &7 2 657-(p - A
Bk A E RH)-10-2 X B =R+,

A TRBARE, & SEMNZELRLEN, #508E a4, e
ZRAPR. R A TEK.

A& A B 6T R I B3 T A RGBS B = o m e AT
Wt 1342 g gk s AT E 4L, A% 2138 X3d9 B =T AH

X ¥ 3d

Ri1. R2. R4. R5. Rg- R7 . Rio#Riqiedf @A = L, WAA

RIZATE ZRGMENEKLR,

RENTIEGEERTETRGREY, LEHFHF/RF LA/
A H A/ AMEFRMENK, ABAHEGE =R,

KMNEHRAMNERLERAARK (EP-0253 738. EP-0336 840. EP-0 336
841. EP-0 495 718. WO 92/09589. WO 94/07877. WO 94/07878. WO
94/07879. WO 94/10169. WO 94/12482. EP-0 400 971. EP-0 428 376.
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94/07879. WO 94/10169. WO 94/12482. EP-0 400 971. EP-0 428 376.
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FH. QT F AL,
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Bt-d4- RN -REek S 2-BA B A, 4 AR (4S,5R)F MR, RIFE A E A (+)(E)
A& eitmiza,

4% F A 654 K[P. J. Kocienski, (% HA) Thieme Verlag Ed. ,
p7 (1994) A3 MLk |BE# P HR AR REFEETLG AL
Y.

#B—Fhkeg S X, ERAERARNEPEAB AT XGEAE:

3

EXYZIA7245F AR T,

373, ZAWISA TR EH, CAHKEdh g,

BB EERKEVG S —FREFTE, Z3. ZARZST £ 5 — A A FRE,
L2733, ZaWI5hk =4 A%k,

BRIEERLVY S —FHRETE, 23. Z4RZISF G B A B H IR
0 — &5,

BB —FHEGF X, RIABARA222-Z 2 CABL. 2-Z A FH2-
AAHEK. 227 vaRi-caARAPHEAPTARER,

it X3a697,10- — B RBE = RBERMER KRG T, BHIF R
HERRPTEGEE, HREBRAXRL. R2. R4. Rs . RgRi4 K
BAetT. &, AHANESHRY £ X TR7FR10 AT £ 658 X26510-K LAt
A¥EFFEE, AR LFESARPACLITAXELH 69 —#F £ 4 F 4k,

BtAK KM iEF ZAPACLITAXEL® —fr 4l & 5 ik, X &4 8
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PACLITAXEL# & 65 3 AR A YR AT a2 LGEP A H. Ry
AFLBAGAXDGRXXAETENNAYSL, REERAEGHEART
BHEARBEY, 2ERGAM/AFLAT TR/ T/ ZMEFNER
&, AFHPACLITAXEL® A7 3£ & 24k,

HBARAIBRAE, EBARPKEC) ~ColIi, #aldeg PR,

Ci, BA. FEEA. TRAAARRIBFHARRTE, XL, o

BRARRAEFHAK. IARLLERTRAL, SRESIEIRALATY
7% -

HAFRRE, BRALXAKRCI ~Cotisrzt, #HAEaXBHA, K
T, mRARFKTHE,

HBFX, BBRAEXMKAESFERALFHE, Baha xR, 2L,
BIA, E. wboe k. o RS,

xE, MBAE, ALK, 3. 3 T42aKRE, BRATELEL

B, #AZ &K FEARE&CH.
BTG E

BT @ EEWA, KRAF ER P AEGAREEFZANE.

B8 T 8 R A B A ENR

ARPHIZAGREFTP-RAGRAZEABRY AR ARXEN 5 &6
EREGEE, ERAEXGEM L T222-Z & CABER (Troe) , 58
GZAABBREGF XA TATEFIOEEAAZYBAGWBAGR =6
EXFERY (EP-A-0336841) , A Te i 7T ENFH HEHR.

A —HRBRTRAELLNGERGFT X, AATFANEET2,
2, 2-Z&- VT AEE (TCBoc) #=# CLH&ZEHL (Tbroc) , X B/ R
HEmf L X FTroc, #A10-K oA 2 X KT HII4 Y A RS & H
T, XAPACLITAXEL#DOCETAXEL¥4 .M 2% & A 6y i 4k,

EDNFRRGEIANA RN FERGRABE &4 4T

- = K: 38C

- FM: & ¥k

- LPERE: 1L1~15BR%%

— BAFA W E: 16hr

13
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— AR wbk, SER%E, 4-ag bt -1 -Hwv, 14BER %
_ X BARE, 2EBAMALTER (FIHIERSE) .
B S kmEERTEESNER,

EAEKWI EFRRGLERF T T &G LT,

A1
10-5 LEBAR R FHRNRY et Sapl: ik

T ek
- BB R & 4T A Trock# -
7-Troc-10-DAB III (0~25C, DMAP, %% ), 4954
7-Troc-3 X 4% ¥111 | w52
ARG EAT, MTrockds ) % aH ‘

7-Troc-10-DAB III (0~25C, DMAP, #%) 5660
7-Troc-. X%f&%lll 7 4 ﬁ —-51~57--—~i |
 ABRWEAT, ATChckd %k
7-TChoc-10-DABIII_(40~60T, PP, #7%)| 7889
7-TChoc-¥ X4 %4 1 ] 7587

ATESHRY (8 4l) o
7-TES-10-DAB III* 9094
7TES-$ X AFE W | 564

%5 Troc=2,2,2-= & L& EHX; TCboc=2,2,2- = &R T A& H; TES=
Z AP HERE;, DMAP== PR &K a; PP=4-#tug ¥t — 1 Hatg;
DAB=K. LBRAE R FE 4.

* i B8 Uk T 84~86%]J.-N. Denis, A. Greene, J. Am. Chem. Soc.,
5917 (1988) ]

HURARGERELEFRAR, KAPOHERYPLDN T4R7
AR O10-KUBAREFREE MNESABET AP Aegi
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BHRATEAEFGI10-KCBRARXEFREL U, EEALERAABER T
Ay —ag—#AE,
LME#ATNI0ERAGAEERALN, RESTRT-ZCATHR
N0-BL LB AR R FEEL NIKF 2 6KE,
BrG10-KLBERRAFESORTEARYPHRRFEE IF 2
MERESTRAFHR T T EHFBGKRE (75-87%357-64%) .

5 5 3R 9

% 5640 1

7-0-(2,2,2-Z & BT A H)-10- OB ER X FFF I

L5094 A, A40CHEREILRT, AR HFH6500mg (0.919mmol)
10-5 LB A R 2 HE 4 I40.19¢ (1.29mmol) 4-wtrg ikt — 1 - HEabw &
SmLEAK & PR FEHEREZMA026g (1.10mmol) 2,2,2-Z &P T K E
EAA2ML-K PR Y ER. AREVIHIRE, BRAXRKEA, MA2%
AR KER (SmL) AANER, AASZEK (2xSmL) & &, ALK
BT, HRAEXS. A#K (15~40pm) L &#ER M F5 (B
FOER/ LR TE, 60/40) B, FHGEHAKNGT-0-2,2,2-Z&RT A EK
H)-10-B CBEA R RFFE UL (F£=89%) .

2 RE e T o4

- RMN 1H 400 MHz (CD C13) (8 ppm) : 8,10 (2H,d, J=7,3 Hz) ; 7,62 (1H, ¢, | =

7,3Hz) ;7,49 (2H,t,J=7,6 Hz) ;5,64 (1H, d, J = 6,8 Hz) ; 5,50 (1H, d) ; 5,39 (1H,
dd, J = 10,6%= 7,3 Hz) ; 4,97 (1H, d, J = 8,6 Hz) ; 4,89 (1H, m) ; 4,34 v 4,20 (2H,
2d, ] = 8,4Hz) ;4,09 (1H,d) ; 406 (1H,d); 2,60 (1H, m) ; 2,31 (3H, s); 2,29 (1H,
m); 2,13 (3H, s) e (1H, m) ; 2,06 (1H, m) ; 1,90 (6H, s) ; 1,85 (3H, s) ; 1,09 (3H,
s); 1,06 (3H, s).

% 36,490 2

7-0-2,22-Z KRBT AEXK)-XRXFEF I

LR B REFEELRT, @& 3% 6260mg (0.347mmol ) 7-0-(2,2,2-
ZEABTAER-10-KCBRAZRFFFE I #127.5mg (1.04mmol) 4-
e A AR A A2SMLA K KPR THERLZMMASOL

15
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(0.695mmol) TE&. AFRBRETFREIIHAEL, A2%HEBKE &
kA, HEFspH=6, AARETR, FREXRSE. A8k
(15~40pym) LEEREFHGARS (b FTH/LERLE, 6/4) 5,
135 AR 697-0-(2,2,2-Z /BT ABER)-RRXFFE I (FF=96%) .
720 F A BA e T 6455

- RMN 1H 400 MHz (CDC13) (6 ppm) : 8,10 (2H, d, J = 7,6 Hz) ; 7,61 (1H, ¢, J =

74Hz); 7,48 (2H, v, J=7,7 Hz) ; 6,52 (1H, s) ; 5,65 (1H, d, ] = 6,9 Hz) ; 5,39 (1H,

dd, J = 10,440 7,3 Hz) ; 4,96 (1H, d, J = 8,9 Hz) ; 4,86 (1H, m) ; 43240 4,17 (2H,

2d, J=84Hz):4,01 (1H,d,J=6,9Hz) ;2,69 (1H, m); 2,30 (2H, m) ; 2,29 (3H,

s); 2,16 (3H,s) ;2,14 (3H,s) ; 2,07 (1H,d, ] =4,8); 1,97 (1H, m) ; 1,95 4w 1,91
(6H, 2s); 1,80 (3H,s); 1,61 (1H,s); 1,15 (3H,s); 1,07 (3H, s).

T3 (HLE A )

70-ZRCARBEE10-RLBAR X AEE 1

L4055 K, A40CHABEHEILRT, A HE500mg (0.919mmol)
10-F LB AR X2 HFEF HI40.19¢ (1.29mmol) 4-wkegtt -1 - FKatg &
SmLEK =~ & FE T ERZMA0.152mL (1.10mmol) =& L RAERX &
A2mL-& PR TYHE&R. AARIVERE, RIFRKEA, H2%85id
& (5SmL) oA A MER, AAKEK (2x5SmL) &k, AREETR,
FBERSE (HXaREiEIN, FE=57%) . £k (15~40pm) L
GiERus Fa (R RO/ CEKRLE, 60/40) &, FHa&EH KK
7-0-Z/RCABX10-BCBmEREAFFE 1.

FE 0 W B e T 64

- RMN 1H 400 MHz (CDC13) (6 ppm) : 8,10 (2H, d, J = 7 Hz) ; 7,62 (1H, t, J =
7.4Hz): 7,49 (2H,t, J = 7,6 Hz) ; 5,65 (1H, d, ] = 6,9 Hz) ; 5,44 (1H, dd, J = 10,8 Fu
73 Hz):5,39 (1H, d); 4,98 (1H d, J=7,5 Hz) ; 4,89 (1H, m) ; 4,84 424,70 (2H, 2d,
J=11,9 Hz) : 4,3542 4,20 (2H, 2d, J = 8,4 Hz) ; 4,10 (1H, d, ] = 7Hz) ; 4,01 (1H,d, ]
- 1,8 Hz): 2,64 (1H,m); 2,31 (3H,s); 2,29 (1H,m) ; 2,11 (3H,d) ; 2,05 (2H, m) ;
1,89 (3H, s) ; 1,09 (3H, s) ; 1,07 (3H, s).

5 7647 4
TO-ZRUABAREREE I (&H)

16
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LEFFBBEFHEEXLRT, @RHF461.70g (2.36mmol) 7-0-=& ¢
fHEHE10- AR RAEEFE I #0.96mL (12mmol) %< £17mL £
K_&KFPRPEEREZHA068mL (0.695mmol) LA R, ANFRE
RRE3DEHAE, Ak (2x20mL) ®&xA i, ARBRE TR, Ft&REX
%, LK (15~40um) LEZERLFHGAE (M. AR/ LR U,
6/4) B, FREAKRKGT-O-ZRKCAER-RXLEFT I (F£=75%) .

B M S BEH e T 4 H:

_ RMN 1H 400 MHz (CDC13) (8 ppm) : 8,11 (2H, d, J = 7,1 Hz) ; 7,62 (1H, ¢, J =
7 4 Hz); 7,49 (2H,t, ] = 7,6 Hz) ; 6,39 (1H, s) ; 5,64 (11, d, J=6,9Hz); 5,61 (1H,
dd, ] = 10,7 40 7,2 Hz) ; 53,0440 4,65 (2H, 24, J = 12 Hz) ; 4,99 (1H,d, J = 8,2 Hz) ;
4,87 (1H, m) : 4,33 et 4,16 (2H, 2d, ] = 8,4 Hz) ; 4,02 (1H, d, ] = 0,9 Hz) ; 2,64 (1H,
ddd, j = 14,4,9,5 #27,2 Hz) ; 2,30 (3H, s) 4o (2H, m) ; 2,17 (3H, s) 12,13 (3H,4d,J =
0,8 Hz) ; 2,04 (1H, m) ; 1,83 (3H,s); 1,63 (1H,s); 1,14 (3H, s) ; 1 ,09 (3H, s).

%345

13-O-[[(4S,5R)-2,4- =k } -4,5- = & ek 5 K& X]-7-0-(2,2,2- Z &R
TAER)-RXEAFEE I

EXRREEAHEEIART, QK54 43.38g (12.7mmol) (4S,5R)-2,4-
R A 45— AEAE S KBERAONLEA X PEYTHEREZ WA
2.61g(12.7mmol) — R TE B - T e, BHESIHE, M ASg (6.33mmol)
7-0-(2,2,2-Z &R T AEK)-RRXFFF 1I4#0.77g (6.33mmol) 4-= 7k
AT, EXFZEBRETRERSGHISHH. SEREREWZE, BE
RkGEA A, K (15-40pm) LEFERUFAGEDS (K KR/
LRRLE, 9/1) .

o 36 AF 216,286 & BARRK G iR AL (K E=94%) , G FHE
t%T%%r

RMN 1H 400 MHz (CDC13) (8 ppm) : 8,18 (2H,d, J = 7,2 Hz) ; 8,07 (ZH, d, ] =
7,6 Hz) ;7,64 (1H, v, J=7,4Hz) ;7,60 (1H, v, J=7,3 Hz); 7,52 (4H, m) ; 7,39 (5H,
m): 06,47 (1H,s) ;6,24 (1H,t, J=8,4Hz):5,70(1H,d, ] =7 Hz) ;5,59 (1H,d, ] =

7.3 Hz) ;5,35 (1H, dd, J = 10,44 7,2) ; 4,93 (2H, d, J = 7,3 Hz) ; 4,29 404,17
(2H,2d, ] = 8,5 Hz) ; 3,96 (1H, d, J = 6,9 Hz) ; 2,71 (1H, m) ; 2,37 (1H,dd, ] = 15,1
#99,2 Hz) ; 2,28 (1H, dd, J = 15,147 8,8 Hz) ; 2,13 (3H, s) ; 2,01 (6H, 5) ; 1,95 %o
1,93 (6H, 2s): 1,80 (3H, s): 1,72 (1H,'s); 1,23 (3H, s) : 1,18 (3, s).

17
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% 3416

13-0-[(2R,3S)-0-% 7 & A -3-F K 5t 2 & 8-1-K]-7-0-(2,2,2-Z &8, T
AEL)-ERFFEE I

AXRBEREABEELKRT, @R H46100mg (0.0963mmol) 13-O-
[[(4S,5R)-2,4- — ¥k % -4,5- = A mEed 5K ]-3 X ]-7-0-(2,2,2- Z &R T £ &
B)-RRAF 4L AW & %H(1mL)# 7 &(1mL) ¥ 45k £ A0.2mL
(0.2mmol) IMM LB KER, AFRRBETRERHALRESHI4IHI0S
B, £ A15mg0.2mmo) AR ZERAME, AREHI1004, ALBLS
(2x2mL) ¥BREAEMFE, Ak EA A, RARETR, KREX%.

Jo b 2 102mgd R EALAY (R E=%) , ARATT—¥, %
BAT 4o F 6545 b

- RMN 1H 400 MHz (DMSO-dg) (8 ppm) : 8,15 (2H,d, J = 7,9 Hz) ; 7,97 (2H,d, J =
77Hz):7,75 2H, v, ] = 7,4 Hz) ; 7,64 (1H, v, J = 7,7 Hz) ; 7,59 (1H, v, J = 7,7 Hz) ;
7,48 (2H,d, J=7,3Hz) ; 7,42 (2H,t,] = 7,5 Hz) ; 7,42 (2H, 1, J = 7,5 Hz) ; 7,19 (1H,

] ’

t ] =7Hz): 6,34 (1H,s) ;5,89 (1H, 1, ] = 89 Hz) ; 5,47 (1H,d, ] = 7 H2) ; 5,28 (1H,
dd =105 #27,3):5,16 (1H, d, J = 6,8 Hz) ; 4,98 (I, d, ] = 9,5 Hz) ; 4,80 (1H, 5) ;
441 (1H, d, J = 6,8) ;4,06 (2H,s %, );3,72(1H,d,J =7 Hz); 2,26 (3H,5) ; 2,07
(3H, s) ; 2,0 £1,6 (4H, m) ; 1,86 (6H, 5) ; 1,83 (3H, s) ; 1,64 (3H, 5) ; 1,05 (3H, s) ;

1,01 (3H, s).

5% 76,47

7-0-(2,2,2- = BT K FEH)-¥ 4 8

EXZEBEREAHEALRT, AR HF5490mg (0.0852mmol ) 13-0O-
[(QR,3S)-O-%X F &t A 3- XX -7 2 £ 8%-1-£)-7-0-2,2,2- Z &R T &KEH)-
XRFEE MA9 A4 (4mL) 78 (dmL) REDFHER EMA
0.25mLafEBAAKER, LARBEATRHIALRESHISI N, £ A
LB CE (2x5mL) EBRAEAE, AKX (SmL) &2 %64 i,
MABETH], AEX%. £4K (15-40um) LEERUFHAGAS (&
Bi: HOH/LBRLE, 6/4) .

18
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Jo 347 2163mg & & ARG AT (KE=T0%) , CEA T %

- RMN 1H 400 MHz (CDC13) (8 ppm) : 8,12 (2H, d, J = 7,4 Hz) ; 7,75 (2H, d, ] =

7,3Hz);7,61 (1H,t,J=7,4Hz);7,50(5H, m); 7,38 (5H, m);7,19(1H,d,]=
9Hz); 6,47 (1H,s); 6,18 (1H,t,J= 8,6 Hz) ; 5,79 (1H, dd, J = 8,9 2,2 Hz) ; 5,70
(1H,d, J=6,8 Hz) ; 5,33 (1H,dd, J= 10,3 7,2) ;493 (1H,d, J = 9 Hz) ; 4,80 (1H,
d,J=24Hz) ;4,314 4,21 (2H, 2d, ] = 8,5 Hz); 3,91 (1H,d, ] = 6,8 Hz) ; 2,66 (1H,
m); 2,38 (3H,s); 2,33 (2H, m); 2,13 (3H,s); 1,99 (1H, m) ; 1,94 (3H,s) ; 1,90
(6H, s); 1,81 (3H,s); 1,19 (3H, s); 1,18 (3H, s).

T8

13-O-[[(4S,5R)-2,4-— ¥k K45 — amrd 5 X3 X)-¥ 2 F5F 1
AR EREABEEAKT, @& 44 46390mg (0.376mmol ) 13-O-

[[(4S,5R)-2,4- = % 3k -4,5- — A ME~E-5-3K )-8 K]-7-0-2,2,2- = &\ T & &

HR)-XRFFEE NEIOMLLECE FHER EZMA300u L (5.26mmol)

LEA221mg (3.38mmol) 44 . £30C TR F1IH1508 A E, ATLC
Bk, dE860 ARt EK (SmL) 4%, FRARFGEBRIAKE
kA (2xSmL) , BEHMAK (2xSmL) %k, HRARBE TR, AEX

i

€ BA do T 64

- RMN 1H 400 MHz (CDC13) (8 ppm) : 8,18 (2H, d, J = 7,3 Hz) ; 8,07 (2H,d, ] =

o3t fF 2131dmgtr B oW (B F=x %), ¥AEABATT—¥,

7,4Hz);7,64(1H,t,J=7,4Hz);7,60(1H,t,J=7,3Hz); 7,52 (2H, ¢, ] = 8,1 Hz) ;

750 (2H, 1, ] = 7,8 Hz) ; 7,39 (3H, m) ; 6,27 (1H,5) ; 6,24 (1H, t, J = 8,5 Hz) ; 5,67

(1H,d, J = 7,1 Hz) ;5,59 (1H,d, J = 6,9 Hz) ; 4,96 (1H, d) ; 4,95 (1H, d, ] = 6,9 Hz) ;

4,29 404,15 (2H, 2d, J = 8,4 Hz) ; 3,82 (1H, d, J= 7 Hz) ; 2,57 (1H, ddd, J = 15,9,6 #a
6,8 Hz) ; 2,48 (1H, d, J= 4 Hz) ; 2,38 (1H, dd, ] = 15,340 9 Hz) ; 2,27 (1H, dd, J=

15,340 8,7 Hz) ; 2,24 (3H, 5) ; 2,04 (3H,5) ; 1,89 (3H, 5) ; 1,88 (1H, m); 1,75 (1H,

s): 1,67 (3H,s); 1,26 (3H, s); 1,15 (3H, s).

5 76,4919
# 4 PACLITAXEL
19
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a) ©13-0-[[(4S,5R)-2,4- = ¥ K -4,5- — K mErd-5- 2] & K ]-7-0-(2,2,2-
ZEARTAZL)-1-2E2FEF 1M

EFBRERERILRT, @K% 6515mg (0.0148mmol ) 13-O-
[[(4S,5R)-2,4- = ¥ 3 -4,5- — A g5 ]- & K]-7-0-2,2,2- = &R T R
B 2HEF NIAwW A% (0.18mL) 4 7 & (0.18mL) RE&H ¥ &
HaZmAI L (0.09mmol) IMHEBKER, AXRBEATHRIRAL
BAWEIH ., EAOmLGEAFERAAKERZE, MAIMLY & %
A ImLKREHEAGHIE, BEFRAEARIDEIONH . A A
25mLLBR L&A 2.5mLAEXE, MUK LE (25mL) FRAT KA,
AREBETRAFGH A, EEXRS.

o 3. 5% 2] 14mg7-0-2,2,2-Z &R T &E X)) ¥ B8RS (KE=T0%) ,
REZIIREAXFAATT V.

LR EEFREELRT, @& 8% 613mg (0.0128mmol ) 7-0-(2,2,2-
ZEARTABA) PR A2ZMLLE LG THEREIMAIO L
(0.525mmol) TE#+22.5mg (0.344mmol) HH . LHFRER THHF2/]
B304 4 ATCLE#, AALMAIMLLRUBHEREARE, LEM
&K (ImL) . BAEBRAAKXER (ImL) AR EA A, ARRE
$THRE, BREKS.

£ (15~40pm) L& &R % =P (b AT/ TBRLE, 6/4) .
Jo 3t 9 & 1 9.5mg4: & K A WPACLITAXEL (K #=89%) .

b) #13-O-[[(4S,5R)-2,4- =% K -4,5-— A WE~k-S- K| EK]-RRFFF
111

LB BEAEREILRT, @& H4%629mg (0.347mmol) 13-O-
[[(4S,5R)-2,4- = %} -4,5- = A ME=4-5- K- F K- RFFL MW A%XH
(4mL) # 7 & (4dmL) R4SH 6 E & L A0.7mL (0.7mmol ) 1M#j
4B, AXRBBAETRAERERSHAIE ., A A6mLE) et & B AH K
KRZE, MAIOmLAKFEHERGHIN, ARFREARIPHIOIH
LM A20mLLE C&EAIOmLAEKE, HLBL® (20mL) FRAZTH
KAn, MARETHRAFGH A EEXRS.

Lt (15~40pm) b &ER thin = (Bl K TH/ LR LE, §5/5) .

20
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o3t 5 % £ 270mg 4 & K A PACLITAXEL (K %=93%)

21
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