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ZHISEETENHF L ERGRAHYSEET YN 0 B &G 4AEIMKE

A BAEMZHA0SEETY - —hth o EwEMREE
B THASELHAA YN 2ZINEETY > EoB FhHEF
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AT
B7

B~ BHHEA( )

lﬁ 7‘% : "tBu" ;ﬁ\_ "t-Bu" :%; ?:E % =-T 7‘% ; "R" E.‘ ,f& g };"D % ’ %—.}
EAAFREZE "y EHEM R RE S "TES"EF = A H
Ak IMS" & W = F A A "LAH" & 3§ &1L 5 "10-

DAB" £ F10-R B AERAFFI" "BEFEAAL"AEE
ABAKRE FHER Sl h ?oE222=RC8IK

FBEAE=TE: "&@RELALA"EFOP EFPAHREAZIH
# % 5 "tBuOCO" # "BOC" & f # = - # & 5 "tAmOCO" &

FE=-KABEPhCO"EH XA A S "2-FuCO" & 3 2-
wkooh A o A 5 "2-ThCO" & 3/ 2-78 % £ # £ © "2-PyCO" & 3 2-

2 H A 5 "3PyCO" & F3-mbw s A 5 "4-PyCO" F HF 4-ak =
% CH,COERB TH AR A L "CGGH;CO"EF R A-A
WA A EIOCO" E3H C A % 4 5 "bueCO" E3H E T H A
# A ;5 "BuCO" & F E T A # A 5 "BuOCO" & 3 & T & ¥

£ 5 "PrOCO" & 3% 2 & & % X ; "nPrOCO" & 3 £ - A & %
E ; "IIPI'CO" pA am .I:E. I%_J % #}_2 % ; uibueu 7%; 3}5} b T }5"; % : "TI‘IF"

G
&

WO k% "DMAP" & i§4- — F Bk X wb o2 5 "LHMDS" &
BAFE_wAKILE -
T F B AR ARKEHR -

(E10 ,C),0
»

CeCl 4
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B7

&~ BAGA ( 33 )

10-Z A H A -10- 2 EEERAEFFILA09%41 (173 £

P HE)I-R A KR AE FIULO0043 2 (0.17FE £ F)CeCly
HZAEHFTHF F 2245 H A » N25C F & m064 £ 7 (432
EHE)E BB - L8 -3/ % R ERSH U200 ZEF
EtOAc # % » # 7& ™ 50 & 7+ 48 fo NaHCO; K /& & & 8 K % #h =
ko A ERUNGLSOM KER > REAZTRE - AR
Bl »neB tEs8XE 2B Wi £ A840%EOAc/ T
WVE B S BB 0 M 4% 0960 K (90% ) 10-2 £ o A -10-8 T & &
RRAFEFN > HEH -

-

T—FRAREEYREE-10-ZABE-I0-RZBEEERFEFR
L #A1.02 % (1652 £ F)I0- & A-10-RCBEAERFE
FMANEATHF F 25 &N > H-I0CRERARATFT @ BF
A 0668 E F 400 E X F )R = F A XA &k #£248 £ F
(3064 EFE F)mbox - 0 %k HBREYUBKIEHD
Z200E A1 1RADHE > KBRS H U3 EFEIK

AMAKBERENE  EoBAKRE  KEUBBKILEBE LK
ZS0EFAFLI: IRAMER  HHFAHZIARERANBKE
Mo UNaSO,M KL RAAZT R&E - RAKBE AN
B EESBEXTEENIL 0 & A30%EOCAc/ T K E A
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A7
B7

Ao B ( 3 )

a

mEEB > MR 116 H (94%)7-— F A XA K A-10-2 & H A
10- L ¢z & % % %X & ¥ # W - A B & -
IH NMR (400 MHz, CDCl;) © & 8.09 (dm, J=7.64 Hz, 2H, ® ¥ & & , &
£r),7.59 (tt, =754, 143 Hz, 1H, X F 8 & , # 1), 7.57 (m, 2H, X %,
R 4 ), 7.46 (t, J=7.54 Hz, 2H, X F & &5 , f {x), 7.37-7.33 (m, 3H, X %,
Mo, # ), 621, 1H, H10), 5.63 (d, J=7.05 Hz, 1H, H2), 4.87-
4.80 (m, 2H, H5 2} H13), 4.44 (dd, J=6.84, 10.37
Hz, 1H, H7), 4.27 (d, J=8.27 Hz, 1H, H20 « ), 4.16 (qm, J=7.00 Hz, 2H, CH; -

CH,-), 4.13 (d, J=8.27 Hz, 1H, H20 #), 3.83 (d, J=7.05 Hz, 1H, H3), 2.34 (ddd,

1=6.84, 9.63, 14.66 Hz, 1H, H6 a), 2.26 (d, J=7.65 Hz, 2H, H14 a, ), 2.25 (s,
3H, Acd), 2.03 (s, 3H, Mel8), 1.98 (d, J=5.29, 1H, C130H), 1.77 (ddd, J=2.12,
10.37, 14.66 Hz, 1H, H6 8 ), 1.73 (s, 1H, Mel9), 1.59 (s, 1H, C10H), 1.32 (1,
J=7.00 Hz, 3H, CH; -CH, -), 1.19 (s, 3H, Mel7), 1.07 (s, 3H, Mel6), 0.45 (s,
3H, PhMe, Si-), 0.35 (s, 3H, PhMe, Si-).

Boc.,
OC-

““ “oTES
oTeS

LHMDS

T FRAEABBE R 2O0-Z A KA 3B ELEIQE
%&)-10-&5&%&-10-&am&%##&z.%o.zmi(o.sm%
EE)-—FAEXAYRA-I0-CABEA-I0-RCBEAERF
EFMASSEHATHF P 23RN > #ASCTRERRART » &
#u0.681 £ # (0.681 £ ¥ F)LHMDS &£ THF ¥ Z IM & & = # 1/
B 1% 0 12182 % 40 0317 % (0818 £ ¥ F ) ig X -N-X F 8 % -3-=
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A7
B7
A~ A ( 35 )
A m AR A 4QEHS>RA)- R wE-2-8AE3EHTHF ¥ 2
Bk oo ERAMEMREINC O EAINFIE o AMI0OEFE

Fom B AMAKER S ABLAHAS0OEABRLEXZR=
;koé\{#z_%‘#ggi;ﬁu%ﬁ;7kiit%%’LXNa2804ﬂff.7K§'i%"7‘%’&
EAEAEZTPRE HREADWNTBLERZEXETER H &
f& > 4 A 40% EtOAc/ T X 15 & 5 8 & - @ 4% 0.574 2 (93% ) 7-
A AR A 2O A K AR EEIQESEL)
10-TEBA-10-RCEBALXSEE - HEH -

Boc~
: NH
= Z
\_ s OTES

3-&3&»-3’-(2-%%%)-10-651.#2&-10-)&Lmiﬁ‘ﬁ'ﬁéi.
%owmﬁm%4%ﬁ#ﬁ%,? Ew A 20-Z 0 AWK
£ 3B EL3QEHA)IOCZTABELA-I0-RZBEAELNE
E2EHCH;CNH2EAR- R F ZERAN » H0C TF & w05
EF30%HF £ H,0 % Z & & ° 3/ 8814 > & w20 E F 48 Fo 38
B B KBER » LB RAMUS0EFBEEE T B ER=KR
Sz H M E R AE KR M UNa,SO,MKER - RER
TP EGE  BRAEANVATBLELZBEXETREH &L &
A 70% EtOAc/ T %2 4F & 5 & # - ™ 4% 0411 5L (100% ) 3-AL X
£ 3-QE A)I0-Z ABA-I0-RCEBAEYILEE AR
B o 4 % 160-161°C 5 [ a]p?’=-59.1(c1.0 &£ CH,Cl, ¥ ) : #
CyHssNO ¢S 2 & #7 3 B 1 :© C,5965: H,626 : ¥ &l A&
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A7
B7

C,59.39; H, 6.34.

B~ BEAHHA (5

)

M EREIQCESE)I-CARE- IR BERY R E

1H NMR # #
(500 MHz, CDCl, )
" F 6 (ppm) | M # J (Hz)
10H 1.68 s
2 5.68 d H3(7.0)
3 3.80 d H3(7.0)
4Ac 2.38 S
5 4.95 dd H6 5(2.0), H6 5(9.8)
6a 2.56 ddd H7(6.6), H5(9.8), H6 5(14.65)
65 1.89 ddd | H5(2.0), H7(10.9), H6 a(14.65)
7 4.40 ddd | C7OH(4.2), H6 a(6.6), H6 5(10.9)
70H 2.50 d H7(4.2)
10 6.12 s
13 6.25 t H14 a(9.1), H14 8(9.1)
14 2.35 dd H13(9.1), H14 8(14.2)
14 5 2.34 dd H13(9.1), H14 a(14.2)
16Me 1.17 s
17Me 1.26 s
18Me 1.90 s
19Me 1.70 S
20 431 d H20 5(8.6)
205 4.19 d H20 a(8.6)
2! 4.64 dd C2'OH(5.5), H3'(2.0)
2'OH 3.38 d H3'(5.5)
3 5.51 br d NH(9.5)
NH 5.28 d H3'(9.5)
3'(2-" % % ),H3"| 7.29 dd 3'(2-=€ % & ), H5"(1.1), 3'(2-
& %), H3"(5.1)
32" % % ), H4"| 7.02 dd 3'(2-+€ % # ), H5"(3.6), 3'(2-
& % % ), H3"(5.1)
3'(2- % & ), HS"|  7.09 d 3'(2-k % % ), H4"(3.6)
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AT
B7
Ao BEAEA (57 )
Boc 1.34 S
K F OBk A5, MM 7.51 R F OBE B AR X (7.8), K F
| Bt Bs , ¥ 4 (7.8)
X P BB, A 8.12 D R F Bk 85, M A (7.8)
X F BLAS, H i 7.61 T X P BB, M Ax (7.8)
CH3-CH2-0CO 1.37 T CH3-CH2-0CO(7.1)
CH3-CH2-0OCO 4.28 M
x 2

THTHIFARAEZIERF fFUEeLBLTHREZ LA
i RATHIZL-NEGEKR UEHELALEHEINAT
AP BEARKRKABELSZT — R P -

Xs_\}lH @)
X3 H
OH
(13)
it 4 ¥ X< X; R,
1755 tBuOCO- 2-% K EtOCOO-
1767 tBuOCO- 2R A EtOCOO-
1781 tBuOCO- ETHE EtOCOO-
1799 tBuOCO- 2-opt 7F Bk EtOCOO-
1808 tBuOCO- 3-mk i A EtOCOO-
1811 tBuOCO- 4-mt o K EtOCOO-
1822 tBuOCO- 2-7% % A EtOCOO-
1838 tBuOCO- 3-7% v AR EtOCOO-
1841 tBuOCO- 3k % A& EtOCOO-
1855 tBuOCO- BT A EtOCOO-
1999 tBuOCO- BT H K MeOCOO-
2002 tBuOCO- 2-nk o2 MeOCOO-
2011 tBuOCO- 3-nk 9% A MeOCOO-
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A7
B7
A~ BEAHEA( 55 )
2020 tBuOCO- 4-mb oF Sk MeOCOO-
2032 tBuOCO- 3-vk ol A MeOCOO-
2044 tBuOCO- 2-7% % K MeOCOO-
2050 tBuOCO- 3-vE iy A MeOCOO-
2062 tBuOCO- EAE MeOCOO-
2077 tBuOCO- 72T A MeOCOO-
2666 tBuOCO- 2-7% h B MeOCOO-
2972 PhCO- 2-7% % A& EtOCOO-
2988 EtOCO- 2-vk K EtOCOO-
2999 iPrOCO- 2-F A& EtOCOO-
3003 iBuOCO- 2=k % K& EtOCOO-
3011 2-FuCO- 2-% o K EtOCOO-
3020 2-ThCO- 2-7 % K EtOCOO-
3033 C4H, CO- 2-= % K EtOCOO-
3155 nPrCO- 2-2% % K& EtOCOO-
3181 iBuOCO- 2-7% *h B EtOCOO-
3243 tC, Hs CO- 2- o & EtOCOO-
3300 3-PyCO- 2-- % K& EtOCOO-
3393 4-PyCO- 2-k - K& EtOCOO-
3433 2-PyCO- 2-k u K EtOCOO-
3911 2-FuCO- 2-7k v A EtOCOO-
3929 nPrCO- 2-% & EtOCOO-
3963 iPrOCO- 2-7% vl A EtOCOO-
4000 tC; H, CO- 2-vk A& EtOCOO-
4020 EtOCO- 2-7k Ak EtOCOO-
4074 C,H, CO- 2-nk o Ak EtOCOO-
4088 2-ThCO- 2-vk *h A EtOCOO-
4090 PhCO- 2-7% d B EtOCOO-
4374 ibueCO- 2-k u A& EtOCOO-
4636 iBuOCO- 3-k vl A EtOCOO-
6466 iPrCO- 2-k A EtOCOO-
4959 tC, H CO- 3-vk o A EtOCOO-
4924 iBuOCO- 3-0E - K& EtOCOO-
4844 iBuOCO- Cpro EtOCOO-
5171 tBuOCO- Cpro EtOCOO-
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A7
B7
A~ BEHAE( 39 )
5155 iBuOCO- ETHE EtOCOO-
1788 tBuOCO- BETHA EtOCOO-
1767 tBuOCO- EARA EtOCOO-
1771 tBuOCO- NP3 EtOCOO-
1866 tBuOCO- #oHEARE EtOCOO-
2060 tBuOCO- 2R A MeOCOO-
2092 tBuOCO- A MeOCOO-
2088 tBuOCO- #oHARE MeOCOO-
% 43

BEBEWIAAXINAAMEZ Y THHTIHEALSE
XBVzHILEBILY  HFPR G XL AaFHLTF
Ryo % R ,0C00- © ERjg, B[D&KRKKKALERRKRZC £C
Ak 2w F A A REEL - "RRIXKERAEA T
2 AARCA (ERKLABRRZICGECGH £ &
W AELE REEL  PRKRBERTHA - AHFEARTH
£ DB RRXALBRRZICGECGHRE  Zodmkit
TR sBEKETHEEA At E S (VERKIKRE
BRAZELA AVERRKXARAERARZIBEF K Fomw=
2o LERARATAHEEAIHAEM N ERKEEA
% o #lkw R T AR (,0C00- » £ ¥R, 5F 4 % &
B4k pHAKXBRAL -
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o AT
XA EHEROLFS u!
L BEIAE( 4) i "
X5 X3 R;q
tBuOCO- 2-nk o & R, OCOO-
tBuOCO- 3-nk o B R, OCOO-
tBuOCO- 2% u K R, OCOO-
tBuOCO- 3-k g K R, OCOO-
tBuOCO- 2-ok o H R, OCOO-
tBuOCO- 3-nk o2 A R, OCOO-
tBuOCO- 4ontt, 2 R, OCOO-
tBuOCO- 2T HE R, OCOO-
tBuOCO- 2 & A R, OCOO-
tBuOCO- %A A R, OCOO-
tBuOCO- BTA R, OCOO-
tBuOCO- Z kA R, OCOO-
tBuOCO- XA R, OCOO-
£ F @A 2-7k o B R, OCOO-
XK 3-nk o K R, OCOO-
£ 7 i A 2-% % A R, OCOO-
¥ F B A 3% % % R, OCOO-
P 2-nk % A R, OCOO-
X984 3-nf o2 A R, OCOO-
£ 7 A 4onit, 72 K R, 0COO-
£ 78 A 2T HA R, OCOO-
X 985 A 2 & A R, OCOO-
PR Y %A A R, OCOO-
X 7 A BT A R, OCOO-
£ 7 8 A RS R, OCOO-
X9 A X 4 R, OCOO-
2-FuCO- 2-7% o A R, OCOO-
2-FuCO- 3-nk o K R, OCOO-
2-FuCO- 2% % & R, OCOO-
2-FuCO- 3-8 o & R, OCOO-
2-FuCO- ~ 2-0it o2 A R, OCOO-
2-FuCO- 3-ok 7 K R, OCOO-
2-FuCO- 4-oit o2 FK R, OCOO-
2-FuCO- 2T H A R, OCOO-
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A7
B7
& éf‘ Bﬂ :}é Bf] ( 41 )

2-FuCO- EAA R, OCOO-
2-FuCO- B A A R, OCOO-
2-FuCO- BTA R, OCOO-
2-FuCO- % %A R, OCOO-
2-FuCO- XA R, OCOO-
2-ThCO- 2-7k % A R, OCOO-
2-ThCO- 3-vk o K R, OCOO-
2-ThCO- 2-7 u K& R, OCOO-
2-ThCO- 3- o A R, OCOO-
2-ThCO- 2-nk o K R, OCOO-
2-ThCO- 3-mk o A R, OCOO-
2-ThCO- 4-mt o2 A R, OCOO-
2-ThCO- £ T W& R, OCOO-
2-ThCO- £ A A R, OCOO-
2-ThCO- A A R, OCOO-
2-ThCO- Z2TA R, OCOO-
2-ThCO- Bk A R, OCOO-
2-ThCO- XK R, OCOO-
2-PyCO- 2-7% h & R, OCOO-
2-PyCO- 3-nk o A R, OCOO-
2-PyCO- 2-k u & R, OCOO-
2-PyCO- 3- u K R, OCOO-
2-PyCO- 2-wk 7% A R, OCOO-
2-PyCO- 3-mk o A R, OCOO-
2-PyCO- 4-nk o K R, OCOO-
2-PyCO- ETHE R, OCOO-
2-PyCO- 2@ K R, OCOO-
2-PyCO- B A A R, OCOO-
2-PyCO- B THA R, OCOO-
2-PyCO- AR R, OCOO-
2-PyCO- E3p- R, OCOO-
3-PyCO- 2-vk o A R, OCOO-
3-PyCO- 3-vk #h K& R, OCOO-
3-PyCO- 2-k o & R, OCOO-
3-PyCO- 3- % A R, OCOO-
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A7
B7

ER ’%’g‘ A 3t B ( 42 )
3-PyCO- 2-nk ® A& R, OCOO-
3-PyCO- 3-nk & A& R, OCOO-
3-PyCO- 4-nt o A R, OCOO-
3-PyCO- ETH A R, OCOO-
3-PyCO- £ A4 R, OCOO-
3-PyCO- R A A R, OCOO-
3-PyCO- 2T A R, OCOO-
3-PyCO- % & A R, OCOO-
3-PyCO- XA R, OCOO-
4-PyCO- 2-vk d A R, OCOO-
4-PyCO- 3-rk od A R, OCOO-
4-PyCO- 2-2§ o A R, OCOO-
4-PyCO- 3- u K R, OCOO-
4-PyCO- 2-nk % A& R, OCOO-
4-PyCO- 3-mb ® A R, OCOO-
4-PyCO- 4-k 72 A& R, OCOO-
4-PyCO- ETHA R, OCOO-
4-PyCO- E ALk R, OCOO-
4-PyCO- Z A K R, OCOO-
4-PyCO- 72T A R, OCOO-
4-PyCO- %R K R, OCOO-
4-PyCO- rE R, OCOO-
C,H,CO- 2-% h A R, OCOO-
C,H, CO- 3-vk o A& R, OCOO-
C,H, CO- 2-% o & R, OCOO-
C4H, CO- 3-8 u & R, OCOO-
C4H, CO- 2-nt % K R, OCOO-
C,H, CO- 3-mk o A R, OCOO-
C,H, CO- 4-nt & K R, OCOO-
C,H,CO- ETHAE R, OCOO-
C,H,CO- EGE S R, OCOO-
C,H, CO- %Ak R, OCOO-
C,H, CO- 7T A R, OCOO-
C4H, CO- % s A R, OCOO-
C4H, CO- X & R, OCOO-
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E/RR ’ﬁ‘ Bl 3L°A ( 43 )

EtOCO- 2-vk A R, OCOO-
EtOCO- 3-vk o A R, OCOO-
EtOCO- 2-% v K R, OCOO-
EtOCO- 3-v u A R, OCOO-
EtOCO- 2-nit o2 A& R, OCOO-
EtOCO- 3-mt & A R, OCOO-
EtOCO- 4-ni o K R, OCOO-
EtOCO- £ T WK R, OCOO-
EtOCO- £ ARk R, OCOO-
EtOCO- B A A R, OCOO-
EtOCO- 7T A R, OCOO-
EtOCO- %R & R, OCOO-
EtOCO- r A R, OCOO-
ibueCO- 2-vk A R, OCOO-
ibueCO- 3-vk o A R, OCOO-
ibueCO- 2- u A& R, OCOO-
ibueCO- 3- u A R, OCOO-
ibueCO- 2-mk o A R, OCOO-
ibueCO- 3-mk o R, OCOO-
ibueCO- 4-ni o K R, OCOO-
ibueCO- £ T WK R, OCOO-
ibueCO- 2R/ AK R, OCOO-
ibueCO- 7R A R, OCOO-
IbueCO- BT A R, OCOO-
ibueCO- 7 %A R, OCOO-
ibueCO- XK R, OCOO-
iBuCO- 2-vk o A R, OCOO-
iBuCO- 3-k o A R, OCOO-
iBuCO- 2-k u A& R, OCOO-
iBuCO- 3- 9 K R, OCOO-
iBuCO- 2-nk o K R, OCOO-
iBuCO- 3-mt % R, OCOO-
iBuCO- 4-n o K R, OCOO-
iBuCO- £ THE R, OCOO-
iBuCO- LS R, OCOO-
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E/R ‘ﬁ‘ A 3t BH ( 44 )
iBuCO- R AA R, 0COO-
iBuCO- B TA R, OCOO-
iBuCO- A R, OCOO-
iBuCO- A R, OCOO-
iBuOCO- 2-7k o B R, OCOO-
iBuOCO- 3-vk o B R, OCOO-
iBuOCO- 2-k u K& R, OCOO-
iBuOCO- 3-o u A R, OCOO-
iBuOCO- 2-nk 9% K R, OCOO-
iBuOCO- 3-wk oF K R, OCOO-
iBuOCO- 4-mk & K R, OCOO-
iBuOCO- ETHE R, OCOO-
iBuOCO- £ A/ A R, OCOO-
iBuOCO- Z A A R, OCOO-
iBuOCO- BT AR R, OCOO-
iBuOCO- Rk A R, OCOO-
iBuOCO- XA R, OCOO-
iPrOCO- 2-vk ol B R, OCOO-
iPrOCO- 3-vk ol A R, OCOO-
iPrOCO- 2-7 v & R, OCOO-
iPrOCO- 3-o u A& R, OCOO-
iPrOCO- 2-nk & K& R, OCOO-
iPrOCO- 3-m o K R, OCOO-
iPrOCO- 4-uit 9% K R, OCOO-
iPrOCO- ETHA R, OCOO-
iPrOCO- E A X R, OCOO-
iPrOCO- 7 Ak R, OCOO-
iPrOCO- B TR R, OCOO-
iPrOCO- B %A R, OCOO-
iPrOCO- P R, OCOO-
nPrOCO- 2-vk o A R, OCOO-
nPrOCO- 3-vk o K R, OCOO-
nPrOCO- 2-k o & R, OCOO-
nPrOCO- 3- % A& R, OCOO-
nPrOCO- 2-nk o K R, OCOO-
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X RAEHEROLFS A) o
/R 'ﬁ‘ﬂﬁﬁaﬂ ( 45 )HF% " A * A 8
MA g1 5. 9
nPrOCO- 3-nb wE AR R, OCOO-
nPrOCO- 4-nit o K R, OCOO-
nPrOCO- £ T H A R, OCOO-
nPrOCO- 2R K R, OCOO-
nPrOCO- %A & R, OCOO-
nPrOCO- 7T X R, OCOO-
nPrOCO- Bk A R, OCOO-
nPrOCO- XA R, OCOO-
nPrCO- 2-vk o & R, OCOO-
nPrCO- 3-n%  H R, OCOO-
nPrCO- 2-% % A& R, OCOO-
nPrCO- 3k o K R, OCOO-
nPrCO- 2-mt w2 A R, OCOO-
nPrCO- 3-mk o2 K R, OCOO-
nPrCO- 4-mit, ¥ H R, OCOO-
nPrCO- £ T H A R, OCOO-
nPrCO- LGS R, OCOO-
nPrCO- %Ak R, 0COO-
nPrCO- B2 T4 R, OCOO-
nPrCO- % kA& R, OCOO-
nPrCO- A R, OCOO-
tBuOCO- P EtOCOQO-
K F g A 3-nk o H EtOCOO-
X 7oA 3-k o K EtOCOO-
£ F A 2-nk ¥ K EtOCOQO-
X F A 3-mt i A EtOCOO-
¥ F A& 4ot ¥ K EtOCOO-
X7 aE A 2T M A EtOCOO-
X ¥ A ENGE S EtOCOO-
X 7R 7 A Kk EtOCOO-
K ¥ A 7T A EtOCOO-
F ¥ % %A EtOCOO-
XA E3 EtOCOO-
2-FuCO- 3-nk wh A EtOCOO-
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zC %
Co#t %

R, o, OCOO-

R, , COO-

Bl1

-COX, o

#_AE R
© R K
zZC %
Cg ¥t %

R, 4, OCOO-

R, , COO-
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B12

-CONHX ,

BRE R
& R X
zC &
Cg it %

R, ¢, OCOO-

R, , COO-

-CO0X, ,

MEA

R, 3, OCOO-

C. Hs COO-

R, , COO-

-COX, 4

RREA

R, ,, OCOO-

C. H; COO-

R, , COO-

-CONHX, ,

MR A

R, 4, OCOO-

C¢ H; COO-

R, , COO-

-COOX,

RE R
@R A
ZC 2
Cg ¥t %

R, ¢, OCOO-

Cs Hs COO-

Ry, COO-

el janl jauf) fus

-COX, o

AR
& B 4K,
ZCE
Cg it %

R, 4, 0CO0-

C¢ Hs COO-

Ry, COO-

-CONHX, ,

AE A
& B 4K,
ZC %
Cgix %

R, 4, 0COO-

C¢ Hs COO-

Ry, COO-

-CO0X, 4

AAE R
i G
zZC &
Cg Ji %

R, 4, OCOO-

Cg Hs COO-

Ry, COO-

-COX, o

RAF R
& B4R
ZC &
Cg i A

R, ¢, OCOO-

C¢ H5 COO-

R, , COO-

-CONHX, ,

AE R
& R AR
zZC &
Cg J %

R, 3, OCOO-

C4 Hs COO-

Ry, COO-

C10

-CO0X, ,

RE
& B A
2C %
Cq 1 %

R, ¢, OCOO-

C¢ Hs COO-

Ry, COO-
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Cl1

-COX, o

ARAF R
& R K
2 C %
Cg it %

R, 4, 0COO-

C¢ Hs COO-

Ry, COO-

Cl12

-CONHX, ,

AAF R
& R X
ZC %
Cg ¥t &

R, ¢, 0COO-

C¢Hs COO-

Ry, COO-

D1

-CO0X, ,

R AE

R, ,,0COO-

C H; COO-

OH

D2

-COX,

MEAE

R, 4, OCOO-

C H; COO-

OH

D3

-CONHX, ,

MEAE

R, ,,0COO-

C¢ Hs COO-

OH

D4

-COOX, ¢

AR
& B
zZC %
Cg bt %

R, ¢, 0COO-

C¢Hs COO-

OH

asjjanf) jung fus

D5

-COX,

AR
& & K
2C %
Cot A

R, y, 0COO-

Cg H; COO-

OH

D6

-CONHX, ,

AREN
& B K
ZC %
Cg ¥t %

R, 9, OCOO-

C¢ H; COO-

OH

D7

-COO0X,

A_E R
&R A
ZC %
Cg }i &

R, ¢, 0COO-

C¢ Hs COO-

OH

D8

-COX, g

AAF R
& B4R
ZC &
Cg M %

R, ¢, 0COO-

C¢ Hs COO-

OH

D9

-CONHX, ,

R_AE R
& B A
zZC %
Cg ¥ %

R, o, OCOO-

C¢Hs COO-

OH
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D10

-CO0X, 4

AFE R
A: G
zC %
Cg it %

R, ¢, OCOO-

Cg H; COO-

OH

Dl11

-COX,

AER
& B
zC %
Co#t %

R, 9, OCOO-

C4 H5 COO-

OH

D12

-CONHX, ,

RE R
@& B 4K,
zZC &
Co it £

R, 9, OCOO-

Cg H5 COO-

OH

El

-CO0X, 4

#EA

R, o, OCOO-

C¢ H; COO-

OH

E2

-COX,

R A

R, ,, OCOO-

C¢ H; COO-

OH

E3

-CONHX, ,

BEA

R, ., OCOO-

C¢ H COO-

OH

E4

-CO0X, 4

wAEF R
i G
zZC &
Cg 2 %

R, ¢, 0COO-

C4 H; COO-

ol (o) (e} e

OH

ES

-COX, o

ARE R
@& B 4K,
zZC &
Cg it %

R, ¢, OCOO-

C4 Hs COO-

OH

E6

-CONHX ,

RE R
@ B AX
ZC B
Csbi%g_‘

R, g, OCOO-

C4 H; COO-

OH

E7

-COOX,

AE R
3 QY
z2C %
Cg J %

R, ¢, OCOO-

C4 H; COO-

OH

E8

-COX,

#_AE R
& R 1K,
zC %
Cg i %

R, ¢, OCOO-

C4 H; COO-

OH
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E9

-CONHX ,

AE R
&R K
zZC %
Cg 1 %

R, 9, OCOO-

C4 H; COO-

OH

E10

-CO0X 4

AAF R
3 Qe
zZC %
Cg it %

R, ,,0COO-

Cg Hy COO-

OH

Ell

-COX,

ARAE R
&R K
zZC &
Co#t %

R, ¢, OCOO-

C Hs COO-

OH

El12

-CONHX, ,

AE R
& R R
ZC%E
Cg it %

R, o, 0COO-

C¢ H; COO-

Fl

-CO0X, 4

REX

Ry g, OCOO-

R, , COO-

R, , COO-

F2

‘COX] 0

#EE

R, g, OCOO-

R, , COO-

Rgy , COO-

F3

-CONHX, ,

REL

R, 9, OCOO-

R, , COO-

Ry, COO-

F4

-CO0X, 4

RER
& B X
zZC &
Cg it %

R, ¢, 0COO-

R, , COO-

Ry, COO-

anll e jung jaw

F5

-COX, o

AF R
@& R K
zC &
Cg i %

R, 9, 0CO0-

R, , COO-

Ry, COO-

F6

-CONHX, ,

AR
& B,
2C &
Cg kit %

R, 9, 0COO-

R, , COO-

Ry, COO-

F7

-CO0X,

AER
V3 e
zC %
Cskﬁf&

R, 9, OCOO-

R, , COO-

Ry, COO-
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F8

-COX,

BAF A
& B
2 C %
Cg M &

R, ¢, OCOO-

R, , COO-

Ry, COO-

F9

-CONHX, ,

AIE R
@ R K
ZC %
Cg J 5

R, (, OCOO-

R, , COO-

Ry, COO-

F10

-CO0X;

®_AE R
& R R
ZC %
Cg ot %

R, ¢, 0COO-

R, , COO-

Ry, COO-

F11

-COX,

ARIFR
& B
ZC %
Cgt £

R, ¢, OCOO-

R, , COO-

R, , COO-

F12

-CONHX; ,

ARE R
& B
z2C %
Cg ¥t &

R, ¢, OCOO-

R, , COO-

R, , COO-

Gl

-CO0X, 4

REA

R 0, 0COO0O-

R, , COO-

OH

G2

-COX, 4

#EA

R 9, OCOO-

R, , COO-

OH

G3

-CONHX, ,

REL

R} g, OCOO-

R, , COO-

OH

G4

-COOX, ,

RER
& B
zZC &
Ce ket %

R, g, OCOO-

R, , COO-

OH

angl jung janl jan

G5

-COX,

# e R
@ B AR
z2C %
Cg % &

R, ¢, OCOO-

R, , COO-

OH

G6

-CONHX, ,

AREFER
& B 4K,
ZC %
Cg it %

R, o, OCOO-

R, , COO-

OH

-68 -

AWER EE A& BB ERECNS) ALK (210X 2972 %)



1286552

AT
B7

£~ B (

66 )

G7

-COOX,

wE R
& B
zC %
Cg Wi A

R, ¢, OCOO-

R, , COO-

OH

G8

-COX, o

w_E
& B
zZC %
Cg i A&

R, o, OCOO-

R, , COO-

OH

G9

-CONHX, ,

RER
& R
z2C %
Cg 1 %

R, o, OCOO-

R, , COO-

OH

G10

-COOX,

ARAEF R
& B
zC %
Co it &

R, ¢, OCOO-

R, , COO-

OH

Gll

-COX, o

ARE R
& B4
zZC %
Cog it %

R, ¢, OCOO-

R, , COO-

OH

Gl12

-CONHX

R
@ B4
2C %
Cot £

R, 4, OCOO-

R, , COO-

OH

-CO0X, ,

#EE

R, 5., OCOO-

C H; COO-

OH

OH

-COX, o

¥ELE

R, ,, OCOO-

C H; COO-

OH

OH

-CONHX, ,

#AEL

R, 9, OCOO-

C¢ H; COO-

OH

OH

-COOX,

AREFR
&R R
ZC &
Cg it %

R, 4, OCOO-

C¢ Hy COO-

OH

OH

-COX, o

ARAE A
& B 4K,
zZC &
Cg bt %

R, ¢, 0COO-

C¢ Hs COO-

OH

OH
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Hs

-CONHX, ,

AAF AR
@R AR
z2ZC %
Cg it A

R, ¢, OCOO-

C¢ Hs COO-

OH

OH

-COOX, ,

AE R
O S
2C %
Cy % £

R, ¢, 0COO-

C¢ Hs COO-

OH

OH

-COX;

AAF AR
& B4
zZC %
Cg J 5

R, ¢, OCOO-

C4 Hs COO-

OH

OH

-CONHX, ,

RE R
& R
ZC 2
Cg ¥ A&

R, ¢, 0COO-

C¢ Hs COO-

OH

OH

H10

-COOX, ,

RFE R
& B
z2C %
Colt &

R, ¢, 0COO-

C4Hs COO-

OH

OH

HI11

-COX, o

AE R
& R R
ZC %
Cg Wt %

R, o, OCOO-

C¢ Hs COO-

OH

OH

H12

-CONHX, ,

AE A
@& B AR,
zC %
Co it %

R, ¢, OCOO-

C¢Hs COO-

OH

OH

I1

-CO0X,

REA

R, 3, OCOO-

R, , COO-

OH

12

-COX;

REA

R, 4, OCOO-

R, , COO-

OH

I3

-CONHX, ,

BEAE

R, 7, 0COO-

R, , COO-

OH

14

-CO0X ¢

A_AE R
& B,
2 C 2
Cgi2 %

R, ¢, OCOO-

R, , COO-

|00 |O

OH
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I5

-COX, o

ARE R
£ BAX,
zZC %
Cg ¥t &

R, 4, OCOO-

R, , COO-

OH

I6

-CONHX ,

ARE R
@ B AR
2 C %
Cg 2 %

R, ¢, OCOO-

R, , COO-

OH

I7

-COO0X, ,

ARFR
& R A
zZC %
Cg 1 %

R, ¢, OCOO-

R, , COO-

OH

I8

-COX,

AER
4% B4,
2 C &
Cg M %

R, ¢, OCOO-

R, , COO-

OH

I9

-CONHX, ,

RER
@& B4R,
ZC %
Cg } %

R, ¢, OCOO-

R, , COO-

OH

110

-COOX, ,

AER
A S
ZC %
Co it %

R, ¢, OCOO-

R, , COO-

OH

I11

-COX, g

AER
& IR K
zC %
Cg it %

R, ¢, OCOO-

R, , COO-

OH

I12

-CONHX, ,

AR
& R 4R
zZC &
Cg bt %

R, 4, 0COO-

R, , COO-

OH

J1

-CO0X, 4

EA

R, ;,, OCOO-

R, , COO-

OH

OH

J2

-COX, ,

il

R, ,,0COO-

R, , COO-

OH

OH

J3

-CONHX, ,

R A

R, ., OCOO-

R, , COO-

OH

OH
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J4

-CO0X, 4

#AE R
&R AR
zC &
Cg ¥t A&

R, 4, 0COO-

R, , COO-

OH

OH

J5

-COX, ¢

RAE A
& B X
zZC &
Cg bt %

R, 4, OCOO-

R, , COO-

OH

OH

J6

-CONHX, ,

AE R
&R AR
zZC %
Cg bt A&

R, ¢, OCOO-

R, , COO-

OH

OH

J7

-COO0X, 4

#AF R
@& B AR
2 C %
Cg Ji &

R, 4, 0COO-

R, , COO-

OH

OH

J8

-COX,

ARE R
@& B AR
zZC %
Cg J 5

R, g, OCOO-

R, , COO-

OH

OH

J9

-CONHX ,

RE R
&R K
ZCE
Cg 4 &

R, 4, 0COO-

R, , COO-

OH

OH

J10

-COO0X, 4

AE R
@& B X
zZC %
Cg it &

R, 9, OCOO-

R, , COO-

OH

OH

J11

-COX,

AAE R
& R 4K
zC &
Cg it %

R, 4, 0COO-

R, , COO-

OH

OH

J12

-CONHX ,

RER
& B
zZC %
Cg it %

R, o, OCOO-

R, , COO-

OH

OH
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K1

-CO0X,

#EA

R, ,, 0COO-

R, , COO-

R, , COO-

OH

K2

-COX, ,

pEA

R, ., OCOO-

R, , COO-

R, , COO-

OH

K3

-CONHX, ,

#E A

R, o, 0OCOO-

R, , COO-

R, , COO-

OH

K4

-CO0X,

"R
& R K
2C E
Cq t5 £

R, ¢, OCOO-

R, , COO-

R, , COO-

OH

K5

-COX; o

wAE R
® R A&
2C %
Cq 42 A

R, ,0COO-

R, , COO-

Ry, COO-

OH

K6

-CONHX ,

ARE R
& RO
zC &
Ce 2 %

R, ¢, OCOO-

R, , COO-

Ry, COO-

OH

K7

-COOX,

"R
L QY
2C %
Co 1 %

R, ¢, OCOO-

R, , COO-

Ry, COO-

OH

K8

-COX,

R E R
& B AR
zC %
Co #i &

R, ¢, OCOO-

R, , COO-

Ry, COO-

OH

K9

-CONHX, ,

"R
LI QA
2C, %
ot %

R, ¢, OCOO-

R, , COO-

R, , COO-

OH

K10

-COOX, ¢

AR
@R A
zZC %
Cgft &

R, ¢, OCOO-

R, , COO-

Ry, COO-

OH

KI11

-COX, 4

RAF R
@& R K
2 C &
Cg it A&

R, ¢, OCOO-

R, , COO-

Ry, COO-

OH
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K12 |-CONHX,, |# % # |R,,,0C00-|R,,CO0- |Ry,COO-|OH
& B
2 C %
Co i A

X #s

BeRd bWkl mEgz il mpEsEn
HwEEEBMCTIE) R ELA A2 F2TEA B AL (BB K
ZMcCoy KSass B & » 2 F10% F e L& 75 #1100 8 x / £
FHEMERIOE L/ EA 4% EF)XT0E RIS KBA
m oo ff B E£CO 3 HF B F 0 H3TC TR ASIHH > M
EBARBARZEYN - BEH2FHEBZILLAH UAKHE

Bzt #HAAFNBZBAEAT  RBLEBOIEALBHEE
RAWMEZR FX2TEAREERN - B E BB REY
HI3ICTFT—RBLERIE AN ERERE > B0 8H22
A MA 0 A4 E F Hank K F 45 B /5 & (HBSS) it % 3% & m >
AmSEAMBEAL EEREAnBEDRES 0 XAHEHE
Bk NHETRE  ERAAEZHEE  HEwpd % -
HE@BEFEER RAZESHARALSHZIDOBE(HE S
Hom AL HIERZZE,RE) -

-74 -

ABER EH A F BB EZECNS) A4## (210X 2970 5)



1286552

AT
. B7
A~ B ( 72 )
1t & 49 & 5% sh
ID.50 (nm).-HCT116
R
5 ek 0.6
1755 <1
1767 <10
1781 <1
1799 <1
1808 <10
1811 <1
1822 <1
1838 <1
1841 <1
1855 <10
1867 <1
1999 <1
2002 <1
2011 <10
2020 <1
2032 <1
2044 <1
2050 <1
2062 <10
2077 <10
2086 <1
2097 <1
2666 <1
2972 <10
2988 <1
12999 <1
3003 <10
3011 <1
3020 <1
3033 <10
3155 <1
3181 <1
3243 <1
3300 <10
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3393 >50
3433 22.3
3911 <1
3929 <1
3963 <1
4000 <1
4020 <1
4074 <1
4088 | <10
4090 <1
4374 <1
4636 <10
6466 <10
4959 <1
4924 <10
4844 <1
5171 <1
5155 <10
1788 <1
1767 <10
1771 <10
1866 <1
2060 <10
2092 <1
2088 <1
X #l 6

oREERAERZEH

BRI BERBEBASHITINENTETY » AW REEA
BERAAIS ELIZILESE M AR - H % # H Cremophor®EL
BRAMEZERY  EHBEHUABREEF 2H25E
ARAEEAHMIUIINZHER - BHLERBEAIZETHH B KM
B O UMAARNRFRAZIELZ L THELZER -

BER2 B EBILSHMITBIAEANTEF > UAHWAREEFH
BERAEANBEALZILS Y ZIER - F % 8 H Cremophor®EL %
BRAMEZBERY " FAERFEUBLREEASTALOE LI
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SEMITBlZER - BLBERERIZETINHRZIBKRHE XU
HRAPRTFRAZIBZLIITHEIZIER -
X #7
URBHEABRFRZIEH

AR AREBLAYZORESY > TREELSE LI
AUt XRBEN—EARBTAER > ZHE G
F8TFTAKFTELAINK T A% F(CMO -

X 48
ORZERA B ZHE

THABAZRBEBLSHAOEZL)EN A FHRQE
#F)¥ » 3# T F Ao Cremophor®EL & & (100 £ %) - T — & F
REAEZETABR  UBREBYHE THMEHKEFE
6O0ERL)AMERBHEF  ELREUHBAHRK > THE
Ao TR AR A Bl -

X519
FEeBmLERARALCRZIESE

AR L TAE RE B 2 H B A % EN100% L B F o
UMBREBEEAERSANVELCAHZIER - THILER
X 19 £ & 4 # % Liposyn®Il (20% ) # & » L #H # U B & & £ #
SAR2ERILAMZAILR  BELBIKER -

AL &2 TR AE AL EE LS % EH100% T 8 F o
UHMAEEFERAANVEALAILAHZER - THILER
MU 19 & 7 # 2 Liposyn®lUI 2% ) #% 2 » £ R # U B &R & £ 7
SE2ELLAO AR BELBRER -

AR THERETAZIHREBALSHENLI00% T & F
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U BERERSAIVELICESHZER - T HF LER
L9 E & v # = Liposyn®PlII 2% ) #% % » £ # # A X R & £ #
SRAERLICA LR BRIFEBHKEA -
X #4110
SRS MBECBRERIERZIESE
BRI THEAFAZREBILSYHENINNN T 8EF @ KU
MAEBEFALAIMWERAILEDZIER - THLERAEFR
M Cremophor®EL Z R M B L | # » AKBZEUNIETEMHIEMR
BRAE UBREEABRLSATELLEHZER
HIELKHHZER -
BER2 THEABERAZREBACASAHBENI0% T ETF » K
MABEEAERSAIMELICAHZER - TH LERA
% 8 M Cremophor®EL A B M B E R H# » AAEA R4 E T HZ
RERABE  UHMAREBEABZRSANTEZERLILESHZ
ER O BIERBIKEAR -
BRI THEAEAZREBILSHENI0% TETF - K
HrBEAERSAFIUELILASAHZER - T H LEFERA
%ﬁ%ﬁCremophor‘@EL BEREBLERHE KRB U2BEEHH
ZERBREHEE UMBAREBEEAERSAI2E RILSH
ZHER HIEEHBKEAR
X1l
HEBLAYBERAABENEZEBEA DI TN FL
AERELHFMKNREEEAZILEBILASHLIISS 0 AT 7
#E P H A& 10% T & - 10% Cremophor & 80% % % & /K - 4t
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FhEBLAY  HBATHIOZER2AEZH X HAE -
% A HRBMMME R Z R BEE (3 L E H# % (paclitaxel), Bristol Meyers
Squibb) @ f& M T & B & & 15
RYERXZAEFBEBEAESHEY » % A SK-MES
B RHMNEYERA KR &NCL-HI299 (H1299) & - # SK-
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C(7) * & — % B = C(2), C(9), C(14) » vA A 1l 4& B X % -
ECHEAHE (FAZ L% Cl0 CARBONATE SUBSTITUTED TAXANES )

Taxanes having a carbonate substituent at C(10), a hydroxy substituent at
C(7), and a range of C(2), C(9), C(14), and side chain substituents.
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