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[ Abstract |

antitumor drug with good antitumor activity. However, due to its complex chemical structure, disadvantages such as

Paclitaxel, the first natural plant-derived chemical approved by the US FDA, is a broad-spectrum

poor water solubility and poor absorption limit its widespread clinical application. Therefore, how to improve its
water solubility, bioavailability and targeting effect in tumor tissues has been a difficult and important issue to be
solved. In this article, we briefly reviewed the research progress of paclitaxel prodrugs that improve its water
solubility and targeting in recent years.
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UL 8, I ik — 20 K L] 25 BT B R & AL S
AR M 20 2 g ROk R L AT AR MR AR AE
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2.3.1 GSH mm; 54PN IE 5 4 fAH 1, i 7
Jed 240 LA GO BE G | R IR i R A TR, S ROS
1 GSH ()™ A= i 238, B8 AR IR g 00 5 1E # 21
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B M Y 42 &, AR 98 o i Mk bR BE, DL OIL-
13Ra2 ZZARA T 04 N A VR HTHE ) 36 7 15 5T B 240 Jfd 98
(GMB) , MTT 5245 45 5 4 7R , Pep-PSNPs 3 5% | X
USTMG 4 il F1 K B A 1l 87 P4 K 48 FfL ( BCEC) 1Y B¢
P, 3 % B bR ) GSH ELA 7 UM . 8 Pep-
PSNPs 7EFI H] PTX $E m) 2 ¥y ik ik R G b HA T 1A
ORI S . Han 2577 i £ 1) J0 28 1 5 2% 26 1o 4 ok
251 PTX-s-s-PTX, W& 9,38 = — Hi 54 PTX AH %
$,3,3,3,3-09 {5 = g SR LA ) (DIR) 248 7R
PTX-s-s-PTX NPs {00 1, 12k DiR 13 5] [ 4 5%
K259 DSNs 76 £ Wik N B A S de e v, i o
VE R AR I 5 S0 1Y) % 4%, e 6% 412 a2 245 ) 75 i Jeg 4
i v bR RS 2R AZ B, DSNs B [ DG 7 ik 3K B 8 2
BEPE. FIHHETZ 5OLHGARITERG 38 TR ROCE,

RPN K SR AL TR R
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T OH H
N
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I
) o
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OH ~
o @ﬁo \Cg(— 0 Qf OHC("
NHCOCH, HO NHCOCH,

HO n
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DiR @

" aFH

® ® disulfide-induced
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B9 49Kk PTX-s-s-PTX I Jij 7 7 &
2.3.2 pHmup;RIETZY MR 14U 5 IE E H SR DL
KA B P A1 pH BB B 22 S, O 52 31 2 1 HE 1 3
Jifryge 21 20 5 40 B P A0 B R T — A 0 SR g
WO NS R B pH 22 5, A B Y 48
FZWE pH 1) 3 TR R 24 Al EC A R o 3 7 B 8 S R
2 1 5 R PR ERE I, X T B 2 R e B
HEEL,

Liu 2% Pt & p T — Bl 50 (9 #0 [) CD44 32
TN pH R 1 R 3% 25 3R 58 HA-DOCA-His, W, 8]
10, MASHTE pH {E R 5.0 ~ 6.0 {9 40 Mo 44 1 E %
R RAES AT, i 80245 W g B KM pH 1Y
YR, 5 pHE R 7.4 ~6.5 ML, 4 pH fH N
5.0 ~6.0 B} HA B PAG BELRCR .

EEEEEEEE®=

pH 7.4 J\#N
‘\‘# EPR effect

EEEE % & %
% pH 6.5~7.2

*

CD44 receptor

tumor cell

Nucleus
receptor-mediated
endocytosis

#

endsome

endsome pH triggered
PTX release

pH 5.0~6.0 o

M

B 10 [ CD44 Z AR pH HUBK A4 25 2 58 HA-DOCA-His

TER R ARG, 4L & MR (His) B 8 IR AR S i
T A A pH Bl R R AR AR pHL ik & 245 1 B

<4
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FLAG 4 Y 20 B B PE g . HA-DOCA-His JiE o ]
VIl CD44 Z RS0 AR 5% 32 30 40 i
JF- il e 25 Wy R TS B A0 B o v o AR A 2 R M O 5
75, 7F pH 5.8 () MCF-7 4 s v, 2 4 PTX [y HA-
DOCA-His Ji¢ o XF i Je 248 i A= < 30 i 4 Eu 72 pH
6.8 Fil pH 7.4 BT 3, 7F MCF-7 ZL i 98 B 8 o
HA-DOCA-His fig J0HAT 47 W Hi i /5, X &
HAMEAEH ) HA-DOCA-His Ji¢ 3 fiE % $1E 1] 21 46
LN AE DT AR 0 B N BT 25 90, 4 s 1 PTX B Bt i
T TT 5%k, E 40 PN 8 5 K 24 O Tt R R M
I A AT 5% o

Monteiro %5 Shyfif ok PTX [ I VA fife M K 305 I
RIS R R, & 8 T 18k PTX By IR IR )2 K
TEERFT pH UG BT AA (SpHL-FA-PTX) , % & A fif
JAH) BALB/c # B h B9 MDA-MB-231 40 #6471 ¥t
Ji e 3% MBI Y o 2 B BT AR e i R B R IR 2
(DOPE) JIH i B 2 57 2 s ( CHEMS ) | — fifi Ji /%% w5
Tk 2, B -5 2, —. T2 2000 ( DSPE-PEG2000) 1 — fifi g
P i i Tk 2 2 g -5 2 — 185 2000-F A ( DSPE-PEG2000-
FA) 4138, 2% FEJR 4 52k 5.7:3.8:0.45:0. 05, H7E
pH 7.4 TRUEAETE (HAERRYE 54T pH 5.0 BHARCR
. — R P 5L 5 45 L £ B, SpHL-FA-PTX 7%
MDA-MB-231 4fi g b o] Kt B ik PTX, 355 GO/Gl
HT 240 L % 35 16 0, 14 BE A0 e/, R T 40 B 48
e R AR TR AL, R R A R BT T
B, AR T S AZ BEXT T 2L IR VR T TR W

B 7 b R # g i ed 46 40 GSH mi B A pH i
b, e Ath L 1] o 98 A 5 1 O B AN 32 AR AR AR IR B
HRIBWAEY WA B] T AN B KR, W
P T 4 1) 7 FH T I DR ARt T O 2 ke
3 HiE

JEE SORROGE IR, 08 5 R R R th 2 Rl A
F AR By, B Ao A ARG B SR AR R &
b GRS R DL K 2 2 2 1 AR R A,
JEU NS AR o AR S RE IR YT R =4 T BD
FARWGIT ST RO, B RS R A R R N B
B AT S IR T R R IR IT T BT S A
BRI

BBy — PR 25, BT 15 0 o g
T, BT M B A R 2 w2 W BE Y T
5o BRI, T SRR BEA B i 25 WK I Pk Rk 22
S LA ol A B 7 80 K DR A 2 A 1 A2 B AR K
MR o LA EEAZ T S BEAA, S fifk e oK 5 P S HE 1)
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R I 25 BT SR R AR 2 BIE S 8 AN I R R Y 1) A
Wi AR L= e P ) 2 28 DL SR AR 20 BE BRI 5 S Y
TRA WOk B2 W A2 B B K, 7 B R RO
I7 R R AR B T ARG BN R o Bl AT
T RE BRRYE R BESE B 24 KN T 5
SR BIM E, IR R Z AN SR, MAEA .
IR A, K A B R v Y (R I 7 TC AR -2 1A A
ST B 1 R A0 L 98 R IR R A U R
TR i) ) 700 S AL T AR o PR B BRI AT
WA SRR T i, 38 3 K70 1 3 A 2y, i g 4141
i 3 e 2l 1) o Bl 1) 0 T 3K R 2 SR A B
SETRAL (o A T, 52 B 24 W A R DR R, B
G AR R 1 KR B i R 22 B TR AR e PR K
B — FR 4 ] B 7 A5 B k. D Abraxane 55
Wi R AT B 25 W97 28015 3 17 B e, 2 1k A A D A
SR T A e 8 T 62 4 78 AR 3K B — s Y R R T
Ji B 20 2032 B f= R (A B B R — A R R
@) gk 245y 5RT R 542 I B R O 2 R T
AN BB, AR F AT B A7 RO B 4 A, L T
AEJE T AARAS B I i g 2H 2000 2 90 S 2R 1 AR )
T3 R 33 Xt L 1) A P 8 A TR AR B TR R Y
@ Z 24t 25 1k 2 1 2 B0 MR 25 W 1 — A e
K 0 2K 1) 750 55 Jp 9 Bl B S5 W RO R 4 A, K P P B 1)
PEAT B Tk, 2 25T 25 1 e T W REAS B BRI 2
WARWETE . RERMPI R TR B, B2
£ il 770 77 Xl 5 3 7 R T A AR AT
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