Supplementary Materials

B 4849.600
S5, B
2 4981.758
8 =02
g 7
4762.133
4673.430 5069.795
4000+ 4586.495 | 5113653
4497216 |
5158.533
3000 " 5199.842
4275642
2000 V M |‘1 ﬂl WJ #
1000
-—_—_ T
3750 4000 4250 4500 4750 5000 5250 5500 5750

m/z

Fig. S1. The MALDI-TOF mass spectrum of DSPE-PEG,q00-R8-dGR.



= 04
310 4055.375 4631423
g | 4276806 4454 307
5 e 4761582
£
1.0
3924672 4894.609
1 3837.705
08 4982.932
0.6
0.4
0.2
———— —— —— ——
3500 3750 4000 4250 4500 4750 5000 5250 5500 5750 6000
m/z
Fig. S2. The MALDI-TOF mass spectrum of DSPE-PEGq00-R8-RGD.
15:03:10 23-Feb-2013
130223_LYY 4 (0.069) AM (Cen,4, 80.00, Ar,10000.0,0.00,0.70); Sm (SG, 2x3.00); Cm (4:59) TOF MS ES+
-~ 15377654 381
100
1552.4475
1523,0872
1567.1017
1537.4276| 1552.0945|
1567.4469
1522.7698 1590,7777
1590.4283__
1605.1229
1575.7552
1503.4227
1508.7566 1523.7662|
1605.4454
1538.4332 1620,1016
1604.7672|
= 1619.7634 1634.4663
1500.0956
16194197 1649.1288
1499.7659
1485.4037 1634.7797
1485.0746
1470.7531
1470.4225_
1635.1338
1461.7808
1648.8174
1649.4866 1678.4963
1447.0963 1664.4274| 1678.8263
1679.4825

1460 1480 1500

1520

1540

1560 1580

1600

1620

Fig. S3. The MALDI-TOF mass spectrum of DSPE-PEG>q00-R8-EGR.
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Fig. S4. The MALDI-TOF mass spectrum of DSPE-PEG>qg0-R8.
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Fig. S5. The HPLC spectra of DSPE-PEG,npo-peptide conjugates.
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Fig. S6. The semi-quantitative results of western blot study of Neuropilin-1 (A) and integrin B3 (B)

expression level on C6, bEnd.3 and Hela cells. *** indicates p < 0.001 versus Hela cells group.

Fig. S7. The identification of tight junction on the bEnd.3 monolayer in vitro. The monolayer was

stained with anti-ZO-1 antibody (green) and DAPI (blue) was used for nuclei staining.
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Fig. S8. The cytotoxicity study of different and blank vehicles or PTX solvent on C6 cells (n= 3, mean
+ SD). * represents p < 0.05 versus other blank liposomal group. Horizontal coordinate represents
corresponding PTX concentrations of blank liposomes.
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Fig. S9. The apoptosis study of C6 cells incubated with free PTX (B), PTX-PEG-Lip (C), PTX-R8- Lip (D),
PTX-R8-RGD-Lip (E), PTX-R8-EGR-Lip (F) and PTX-R8-dGR-Lip (G) for 24 h, untreated blank group (A)

was used as negative control.
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Fig. S10. The semi-quantitative results of western blot study of CD133 expression level on C6 cells

and C6 stem cells. *** indicates p < 0.001 versus C6 cells group.
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Fig. S11. Ex vivo images of organs of intracranial C6 glioma bearing mice different time points after
systemic administration of DiD-loaded liposomes.
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Fig. S12. The semi-quantitative results of the confocal images of glioma sections of C6 bearing mice
24 h after systemic administration of DiD-loaded liposomes (n = 3, mean  SD), ** and *** indicate
p <0.01 and p < 0.001 respectively, # indicates p < 0.05 versus R8-Lip group.

Table S1
The particle sizes and zeta potentials of different liposomes and the entrapment efficiency of

different PTX-Lip (n = 3, mean % SD).

Size (nm) PDI Zeta potential (mV) Entrapment efficiency (%)
PEG-Lip 104.8+£3.32 0.222+0.007 -7.3520.25 -
R8-Lip 106.41£5.94 0.237+0.025 -5.1010.78 -
R8-RGD-Lip 103.1+£3.82 0.223+0.006 -5.2810.25 -
R8-EGR-Lip 102.0+£3.99 0.260+0.055 -3.7810.26 -
R8-dGR-Lip 107.4+8.77 0.240+0.049 -3.2610.86 -
PTX-PEG-Lip 104.4+2.76 0.226+0.004 -7.4610.13 93.96+4.55
PTX-R8-Lip 112.51£2.62 0.248+0.009 -4.8510.60 96.67+2.43
PTX-R8-RGD-Lip 108.8+4.17 0.219+0.012 -4.8610.60 93.42+2.21
PTX-R8-EGR-Lip 109.616.72 0.262+0.052 -3.2611.00 95.32+3.74
PTX-R8-dGR-Lip 111.3£3.32 0.254+0.029 -2.4310.61 95.43+4.19

Table S2

The ICsg values of different PTX formulations against C6 cells and C6 stem cells.

ICso value (ug/mL)
(against C6 stem cells)

ICso value (pg/mL)
(against C6 cells)

PTX-PEG-Lip 9.59+0.76 31.51+£2.69
PTX-R8-Lip 6.62+0.53 26.69+1.71
PTX-R8-RGD-Lip 0.92+0.07 16.26+0.93
PTX-R8-EGR-Lip 0.21+0.04 9.10+0.59
PTX-R8-dGR-Lip 0.08+0.02 2.18+0.44
Free PTX 0.90+0.11 24.83+£1.51




