= C-19
MPRREGHEMRARBEE

Wik 2 34 5 H 25 HEUE
HEEES 17102
HzeiEl - EBEME (C)
AR AR : 2008~2010
ZEES ;20500410
MEFESL (X)) PEGZJ S 7 FLEESHEKAFAUEES FOESEEN & MREER
T4 O R AT

MEiRER (EX)
penetration
MEREKRE
¥ A7 (KANO ARIHIRO)
AMKZE - S EMELFHRAR -
HEESES : 30403950

PEG-grafted |inear cationic polymer for tumoraccumulation and cel |

HEHIR

R OB E (F130) -

PLL-g-PEG IZ siRNA 72 EOElE & ZEREAREZTER L, B i dik
BEA~OBIRT Y R — #@ﬁéhtoLbb\ﬁ%kmﬁA%\kioﬁﬁﬁﬁ E3cn
PLL, PEG#HE. PEG /"7 7 FNROEEITIT->Z Y LTV, & 2 THEX 28R, 7“?7 kR
® PLL-g-PEG Z %72 > CAM L., A MH LIZFE %, PEG 77 7 MR 30%% B 2 5 & EE
FEMERNEE D E L LB EOBIMERL LAERE LI ENHL N oz, T, AILEANK
IR AME ORINE)T ) RN —ICHHTH HEINREI N,

MPEA2Rd 2 &75)6}@

WFZERCR OB (3530)
We previously showed that polyethyleneglycol-grafted poly-L-lysine (PLL-g-PEG) exerts

long lifetime of nucleic acids medicine, such as siRNA, in blood circulation. It is conceivable
that PLL-g-PEG is useful as a drug delivery carrier for tumor treatment. In this study, we
examined the effects of PEG grafting ratio and the length of the PEG chain and PLL
backbone on the stability of siRNA/PLL-g-PEG complex and the tumor accumulation. As
the results, it was revealed that the higher PEG-grafted PLL, more than 30%, is efficiently

accumulated in tumor tissues and even the affinity to the siRNA is augmented.
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Table 1. Preparation and characterization of PLL-g-PEG

PEG

Grafting

Name PLL PEG Molecular Weight

Ratio  Content
Mw  Mw  MWY10° Mw®/Mn* (mole %)° (wt %)°
28K2P72(91) 28,000 2,000 602 2.0 72 91
28K5P5(67) 28,000 5,000 174 1.8 5 67
28K5P36(93) 28,000 5,000 420 2.5 36 93
40K2P37(84) 40,000 2,000 130 1.5 37 84
40K5P5(67) 40,000 5,000 83 1.6 5 67
40K5P37(94) 40,000 5,000 640 1.7 37 9
40K 10P37(97) 40,000 10,000 1000 15 37 97

“Mn= the number-average molecular weight; Mw= the weight-average
molecular weight. Mn and Mw were determined by MALLS. "Determined by
"HNMR.
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