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LA TR AL SR & O, JLRFIEAE T R TP IR A L £
EACTIRIAAAE T R ansQ TR A S EAT Wk Fles i) S, 15 2 an QT T s i A6 & 4 Bf

CIE
A
|

PH OH
I ]

2 BRI ZER VTR 9 & T8, HARFIEE T

P 5 5 TS H A & VIR AR U & L 5. 0~20. OmL/ g 5

AN/ B BT IR AT AR BT R AN/ B = 980 R R 5

AN/ B i (0 AT A0 QTR s B AL S P BE R EEAE N0 . 1~2.05

AN/ B BT IR S SR I B D920~ 25°C

AN/ B BT IR S SR Ja A BT VE AL DL AP 3R« I RLSE il » T pH R 4k, IR 46 15 21
AT &Y

3 AN ZER 2R I & TS, HARFIEE T

PV (R A PR 1) S £ 73 9896 5

A/ 8, BTk i) N5 5 a7 AL & V0 AR B B B b N8 . OmlL /g 5

AN/ 85 B (AL 75 A s TR s B A 5 P FK) JBE ZR LEAE MO . 17~0. 85

AN/ B FE IR (K SORLH, BT (8 4n ST TR = (A & W0 5 B VR 0 JEORE A - BT 1) 2
i BT AT R an T s i AL &0

AN/ B BT IR S SR Ja A BT VE AL LU AP 3R« S RLSE il » T pH A 4k, IR 46 15 21
AT &Y

4 BRI B SR TR 15 5 %, B AEAE T, TR 1) & B ik iE i — SR I~ 2

FEFRTAA, FERR KT AN BRI 3751 AL 7 A AT IR A7 A R PRI EAT 40 s
H’JH A NAT BN TR A S PRI
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P i an =TT s A6 & 2R B An AR 22 3R 1-44F — el (1) an =R T TR 7 B 46 & 4 1)
B HROTEARH

A/ B, 7 IR B A8 SR I I (/)35 770 D el AR 2 711 5

A1 /8, 7E il B B A OB B B9 57 S an QT TR s 1 4 & P i AR AR it = LE 5~
10mL/g;

/8, Bl () A = S A kIE 4% 51

/8, Bk () AR S an T T s A6 & P BE R EE B 1. 20~3.0;

A1/ 85, B ) S84 S S PR R B N0~ 10/

7. AR EE SR 6 il () & B 715, FRRAEAE T, 78 Bl () S804 S B Pt B9 9 7)o —
A b

A/ B8, 78 B B Ak O A, B (103 77 5 an T TR s A & P R AR AR i &L 9 T/

/8 B i i SR 5 40T TR s A S W B R LEAEL 9 T . 24

/8%, 78 TR i A R BT IR a0 TTT TS A6 BP0 0 & B 100 JEREA < Tk
R 77 S B F) S8 A TR i SR ) dn ST TR AL &40 5

A0/ B P B R s B ) e A B VR L BAT 2D B SR S B 5 U S U S TR Ui
T A3 2T TT A= AL & Y0k

8. — M IV R AL &R0 & BT R AEAE T, AR I T AP IR AR BR 1 A7 AE
R aERTTTR s BACE REAT QR B BT 34 S B2, 45 2 anzR VTR (AL S P R AT

4l\ NH,HCI
N™ O A_-COzH

i v

9. WAL R ZER 8T IR 1 & T V5 HARFIEAE T

Bk ) an =R T TT R~ 46 & 0k - Ao BRI 23R 1-TAE — BT iR M R T T TR s AL &)
(& BT RS 2

A/ 8, FERTIR IR I B, BT IR R i £R 1R 5

A/8, EFTR B0 e B, BT iR R 55 =X T T TR s AL S 0 B AR AR i b 3. 0~
10.0mL/g;

A1/ 85, Bl i F 30 S S R B S 100-110 B 5

A1/ 8, B il B B0 s 87 1) Ja AL B VAL 5 DU P IR NSRRGSR, T
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—MEREFLFRNBRE LA R EFNERTE

BRARGUE
[0001] A BAPE Jo— MR Jk i 22 s R R R i S e P IAAAC ) 5 T i

BEREA

[0002] AL AL EAZ SR A b SR B SR o b & AR HL AR U A & T
FRFHEY, NED T IRBCEZE C LIEHAT . ZIHE L (docetaxel) RIAEKZER
(paclitael) FRIEEAL] b HEAT 5 SOE A 2R, BAT ) 1 AT 11 995 AN S g v 1k, HL
PO PR A REI L. 3- 1265 R B M2 A AL BN N IE 597 B B P 2
Y B Z G B R 0%, A U AAC, 72 A%, T e 5 B AR 25 55 1 22 o O
JEERAIE N2 A AL W WA 222 5 ROV AU A RGP RS R B, i B K
HAENm PRI 32 F S BRI T A AT AT RS SO R 22 57 Ak

[0003] LA FY 5 A2 5 A 22 Jis B0 A2 I 10 2 & SO HR AN & A 8 32 2R 10~ L BE 12 =2
TTTANCT 3 EE A SR o FErfr CTBAL ) MM BE T 10 2 Y e 13 2 TR Bk AR I L 200 5
KRR R syn 2t o syn S5 K i) VB L S5 MRp R - FR kANl I Ak T syn (o B, & ROE S
F TR AR PR , AL i A -0 5 52

RAARE

[0004] 7 HH BT S AR e ) B AR 1) RBUI 0o A B AR v S8 A B R 22 0 SR AZ I 11 = 5 P
BHRO RS 55 5t T 15 & A AEBESEOREE 3R O 1 — Fh 3k 57 22 IR £ 1R i S e TR A
BT ARSI G BITVE T L S R ] B JEURHR AN AR A B, D SR AZ B AN 2 A KA
& R B 1 B T 1R O B JEURE A B2 AN 2 0 SAZ R 1) 2 B AR KOR B AR, A A
TIXPIA T 2 Tk Ak Az 7, A H AT DAY TE 2 () S A

[0005] A EARAL 7 —Fn T s I SR & OTE  HEE I N PR AL O
FEREAFIEIAEAE T A T PR AL S D HEAT 00 R From B JOBE, 13 B T TR A &4

RpwT
O
@f\:’/\OH NJ\O
[0006] \—K__

PR OH
| ]

[0007]  FT IR I 2. 11 B9 & AT R AR S0 3k AT I 28 S B 1R % R0 FH B, AR ade I 5 an =R TR o 1)
1AW AR R & 5. 0~20.0mL/g, 5140 ,8. 0mL/g .

[0008]  FfF idk B A Ao 7510 ] g AR AU IR AT Ik A I ) 5 R A 701, D026 DR TR A TR R/ B — 9
PR TR o T 3 ) TR T 1) Jo 2 20 B 326 998 %6 o Bt ik () A 771 ) FH 8 W] 9 3k AT I 2 I S )
IR, G H S5 TR B4 S0 BE R EEAE 0. 1~2.0, 4140,0.17~0.85.
(00091 F Il (1) e N () 0 P82 P Ay AR A 3EdE A T 2 s I ) 5 LR B2, P 20 ~25°C
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(00101 Jfrad (¥ Jse 2 FR) 32 5 R >R A AUk b (1 5 L 00 75 92 (B an TLC \HPLCERNMR) AT 45
I, — LRI s B AL & W0 RIS AR O SOBL 2% ko T IR ) e B2 TR) 118366 . 0~ 24 . 0/
B, 8. 07N

(00111 FERTIR I S S, FEAS R B — PRI SE Bt 5 SR rp, BT i in s T T s Ak S 1 &
JRITIEI JEREN « BT ¥ 2 I iR AR B 1) an s TR s i AL &40 o

[0012]  Ffridk i S5 LA J A B8 D59 ) D G 88 5 B ) B i AR B 5 9, A R AT e B 25 LR
AR R TERG A pHE P, W4 5 B AT T s &40

[0013]  Frad i ansCT TR AL S & T, ok Tt — D s n R B B AW R
FERR AR AN FR S 577 AT AT AL TR A7 AE R R PR REREAT QR Phras R 30 284 S s

B 2RI R A PR
O/\/\OH O/\:/\OH
[0014]
|

[0015] 75 Bk () 30 S8 A S S, FITId 1R 9 7110 ] g S gk A 7 I 288 I 7 1) i R 7 » A
PR T (T E) o B ads ()3 70 FH B mT DR A S8k AT M 2 I S 1A 5 R &2, ik
55 TR i PR RE S ) AR AR i B b A 15.0~20. 0mL/g, #9121, 18 . 86mL/ g

[0016]  Jidk () ik 7K 5 AT )9 AR A3 AT )b 28 s 2 1) i BB ZK 7R, A3k g 2 -, 491, 4A 5
T-9i o BT IR BB ZK SR 1 m R A St AT I 2 I B I R FE L A0 3R L 5 BT IR 1 TR R I
() BB Al 90.3~1.0, 51, 0.528.

[0017] BT IR (AR RR 175 5 77 T A AR S0 A7 LGS S B 1) 3 AN K R i 277 5 A8 38 DT
AR TATE o BT AN KRR 175 T 550 1 FH 1 m D A S dt AT 1M 28 I B 1 o R FH 2, A ak L
5 R B PO BE I R R B R0, 1~0. 2, 640, 0. 13,

[0018] By Idk () 48 A4 71 AT g AR 3kt A T b 28 I 7 1) o RAS KT R 5 5 7], DI a2 S D e 7R A 2
K o BT () A A 700 19 FH 2 T D AR AT R AT M 2R e I 1) B &, P L 55 i I ) PR AR I
JREEAE N1 .5~2.0,%111,1.61.

[0019] BT I A S804 771 ] g AR ST R AT I 288 I L 1 5 IR A 711, DI a2 S 3 0B T I8 - ik
() S8 AL TR T B ] 9 AR ISR AT 288 e B2 1R 5 R0 FH &, D0 e 5 o %) A A e ) B R LU A
N1.2~2.0,010,1.48.

[0020] oy adk () BA AR A I S8V P ek B2 PT Ay AR B AT I 288 I 2 ) o BRI B2 5 A% S —50°C ~—
10°C, #i14n,-20C.

[0021] BT Id () PR SR Ad S 82 P 3B T SR FH A At H 14 3 Ak 00 75925 (511 i TLC L HPLCENMR)
HEATAT I, — M LA BT 1 PRI AE B Y R B A DR J R 2% o BT I (1) R BT (]I 36 20 ~ 48 /N
[0022] Py id () AR S84 s B 1) i A 38 7 325 T DR SIS s S T R s b B v S AR R B AR R B
UL PR N SE UG VK R (B, FH10 % S AL AR K) 20 AR 206 WA, IR 46 15
BRI S .

[0023]  —FpansRIT TR /R IS P & B 25, LA HE W R 20 B8 7RV 7 R, 7R A7)
FEAE TR T TR A& Y47 a0 T Pros B 84 O, 43 21 an =X T T TR R 46 & 4 R

9

5
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Gig
NJ\O NJ\O
_—
24 .'\_&_— ¢‘.

[0025] PRk ansX LTI FroR AL & 000 & B 16, Bl () an =R T TR Ak &9 v R H
wn b AR s TR R 1AL S & RT3 3.

[0026] 7Pl (1) S8 A IORE R BT I B3 7710 ] DR A 3R AT 2 e R F 5 R 711, P Ry
RIG I, BRI 9 — FF b o BT I ) 3 79 ) FH B Ay A Al A7 1 288 7 1) 0 P
i, Ik 5 T TR A S AR R T b A5~ 10mL /g, 4511, Tml./g o

[0027] B id 09 S8 T AT 9 AR 3kt A T b 28 I 7 1) i B AR A7 IR0 T — R A b g 2%
B o FITIR R B AT FH B T O A AU AT L 2R N R R &L AR L S T T AT R 1)
1AW BE JREGARL AL . 20~3.0, 5, 1. 24

[0028]  Fvidk ) S A I V2 R UG P ] SR AR Ak A T 2 e I 1) o R, AR 3 S0~ 10 BEE, 431
1052,

[0029] v adk (1) 804K S5 I ) JE R TR PR AR 433 71 5 R 0 77 9% (9 4nTLC W HPLCERNMR) 32
ATRE I, — M UL =T TR 7 Ak A 0 1 D B AR DR J I8 24 55 o BT IR 1 e B2 B [ AJE J 4 ~ 12718
B, 140, 87N

[0030]  7F Fridk i) A8k S R, FE A R B — ARG SE it 77 2 b, B ik B an =R T T T s AL &4
() BT V0 JERREA < BT 43 741) BT i B S8 A A R BT i () s T TR s A6 &40

[0031]  FiTid B9 S8 A S I PR i A B 7 v R A SH 288 I o7 ) i R S A B 7 9, A e BRI e 0 5
DL IR A R B SE G a8, IR A D8V, 13 B an =R T TTRR B4 &0k b

[0032]  —FpanRIVAT /R &I A BT %, AW NP R AR T, W=t
ITTFR A G P T a0 N Bs 38 OB, 43 B an =R TV = 1AL & 4 RIS

J\ NH,HCI
N~ O A_-COzH
0033 S i H
[0033] o #OH O/\O/H
o

i v

[0034]  FEUNAIVAT /R SR A OT 5, Brid B an =X T T TR 4k & 9% A | Fe
AT TTRRAL SR & BT 1545 5

[0035]  FE Tl () 30 S SiH, B (1) IR AT DR AR 038t A7 I 28 I B2 3 IR, DLk ok 21
PR, 5140, JoT B E 3T %6 I ERIR o BTk ) R 1 FH 1 R D AR A dE AT I SIS s 87 () R =
ik H 5T TTFR A& Y AR AR BiE b 93.0~10.0mL /g, 441, 8. 0mL/g.

[0036]  J il (1) FF- B4 B 7 K1) ik B2 T )9 AR B3R AT 028 e I ) o R B2, DI 9 100-110 52 o
(00371 Jvadk () - 348 e I 1) 3 R TR FH AR 433 71 5 R0 0 77 9% (97 4nTLC W HPLCERNMR) 32
FTRGI, — M LA =T T TR 28 A A0 & W03 S I AR R S 87 2% 0o BT 1) S 2B ] 4R 38 2 . 0~
10. 0/, 45140, 6. 0/
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[0038] v idk (I 34 S 2 ) J Ak B 735 AT D9 e SR8 S5 I ) i AR B 5 9% A R ATE ade (2
CAN 2D BRSO 58 G » 7% A0 A ™ i, PR BE S T8 A5 2 AR VTR I 54
[0039] A BHILHR M ¥ — P s TR AL &4,

NJ\O

[0040] Phg OH

[0041]  FEASE T ARSI IR A2 Al b, Bl BARIE S, v R R A G, RIS A R B 25 B A
S

[0042] Ak BH BT AR AN Rk 35 T 5 T 1

[0043]  AKEHFTIAR =R N10~35C.

[0044] AUk B ARARGEE 20 U RAE T < BTl S 0 O 7 B2, SR AN A AR R, B ASBE A 2
1 A BEI G R 1 BRI TR BE SR, 3 A2 BE AN 2 M RAZBE R 1 & BURRAS R K%
1, B FIF X P R R 25 P00 Tk Ak A8 77, Al ] LA E 21 B

B A
[0045] T~ rfyd ik St 491 1) 7 20— 25 0 BH AR R B, AH I AN DALkt 4% 2 B PR i 6 B ok 1) <%
it 4515 ) 2 A o TR B S it A A Y B R AR SR A R SR T v S 4 R BT VRN AR A B R R
i Ut B L
[0046]  Siztifsl1
[0047] IR,

0
[0048] O/\/\OH O/\;/\OH

[0049]  MiEHALIM4ASr i 14g, DV A R — R N PR3 . 5g¥ T-400mL & ke, B 2F T —
1B N DY S5 P AR B4R 42 . 6g Ak SR T B MI) — &0 R e ¥ i 100mL , 5 FF2F /NBT Ji5  Ji
26. 5gRIFERZ Y T 100mL — S H B, In5e , fE 1% E R P HE R TLCE /R R MV 584, I
20mL10 % A BRI MR KRN, 4 A WL, P e ik i 153 B A AL W REBE 258 . 95
84% , 4l fE98% .
[0050] R .

o
[0051] Q/\/\ OH N’LO

Ph OH
[0052] K5 DR —1R BIM P=25giE T 2 G200 = THH , INNER R (B ik 98 %) 87 . 20—
255 [ ML8/INIF, TLC i s JEURFRE AR T 2%, I B B BN VR AN st Bt IR IR 4, R 27 9, 48
FERT95% . HFEEH T F— 2% k.
[0053]  'H NMR (500MHz,CDC13) 8:7.40-7.34 (m,2H) ,7.34-7.30 (m,3H) ,4.37 (d,J=3.5Hz,
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1H) ,4.30(d,J=3.5Hz,1H) ,3.6(dd,J=3.5,7.5Hz,1H) ,3.5(dd,J=3.5,7.5Hz,1H) ,1.2
(s,3H) »
[0054] LB

%

120857
) >
[0055] N\_z_ — \
PR OH PR aH

o}
[0056] W DR AR BH = 27 A T 2002 & e, KoK E R, o #bin A\ 45¢
AN ERE LS AW, FELOFE DL R bk 2 R N A5 I, i 8 W4 TR B e S 250, B B
97% , HiEHT T — LK.

[0057] HEEPY.

NH,HCI

A

[0058] NP ., - COH
pn“WOH O/\é;
0]

[0059] 42D BR =13 B #2558 2002 1k #h 18 (B 73 #437 %) , InFA[Elii100-110%
2 JFRHE R RGO 7 SRR , YA AT H P2 I8, ARk, TR R R 7 22 R 2R R
£h18g, & & 98% HPLCALZ-4E ) , T4l E99.5% HPLCTFPEARE) , =A% 50% .
[0060]  'H NMR (500MHz,DMS0) 6:8.66 (brs,2H) ,7.50-7.54 (m,2H) ,7.34-7.40 (m, 3H) ,
4.37(d,J=3.5Hz,1H) ,4.30(d,J=3.5Hz, 1H) .

[0061] izt 512
[0062] JER—.

[0063] WOH Q/V\OH

[0064]  ¥giH LI 7 ¥ i 140g , D-IPT A R — =t N iR 3534 T-4000mL — & H g, W BE F —
FE 5 IR DY S A AR 4K 4 26 g A S0 T B 3MAR) — &0 G2 ¥ i 1000mL , 43 2= /N J 8
265g R FERE VA T-1000mL — S H B, In5e , fE1% 00 FE R HibE R TLCE /R V584, I
200mL10 % S AN TR KN, 73 A HUAR , ek 5 Wk 4615 2 AL N AR 2508 . 15 36
84%.

[0065] R .

0

(@]

1]

[0066] @/\;/\OH N7 o
Ph“:\_&OH

[0067] ¥4 B IBR—15 B HI =M 2508 1A T 520002 T+ H7 , i\ = 4 iR 21058 . 2025 FF
S B ZETLCE 7 JEURHE A TE 5%, N B FR A VA v HH AN b = & FF TR , VR 46, I 270750, , 46
ERFI5%, EEHT NS84k,

[0068] HUE—.
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A
[0069] ”\_a— s \
PR M—OH PR OH

o)
[0070] W DB A BA =4 (27050) ¥ T-2000%= T+ S e, OKOKIR A 2R s e i
450g = SAALEE L RE LSS W, T bt 2 ROV A5 R, ik R W4 115 B 1) 77 i 2508, 9T %, B
T T KM
(00711 EY.

NH,HCI

> .
[0072] \ = por et
PH OH OH
o

[0073] R B BR =433 774 (2505¢) SN2000ZZ T4k R IR , AN ml it 22 JEURMH 2%, Wk 4 4w K
8y SRR, v EIAT H 7 I L T B e A, TR R A S 2 R IR Eh 180g, B R
98% , F1E4199.5% , =P E50% o
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