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PRI OEH and B -Sitosterol B -D-Glucoside
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Grafted copolymer of PMAA and PEG in a 1:1 ratio
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Figure 1. Structure of P(MAA-g-EG) copolymer and budesonide, and characteristics of P(IMAA-g-EG)
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Figure 2. Release profiles of budesonide
from polymer microparticles plotted as a
function of time.
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Figure . 3. Plasma concentration profiles afier
intravenous administration of budesonide solution and
intranasal administration of budesonide/polymer at a
dose of 2 mg/kg budesonide in rabbits
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Figure 4. Chemical structure and components of B-sitosterol B-p-glucoside

Table 1. Bioavailability of various dosage form of insulin, verapamil and FD-4
formulae with enhancers following intranasal administration in rabbits

Drug Dose (/kg)  Dosage form Enhancer F¥ (%)
. 10 % w/v okic acid 32x14
tnsulin 1010 suspension” |, < 113+ 16
Lactose (control) 39.8+34
Verapamil 0.75 mg Powder® SG 60.4+3.5
Sit-G 90.7+9.8

Lactose (control) 41+11
Powder ¥  Sit 6.9+ 04
Sit-G 83+1.0
. PBS (cotnrol) 26+04
FDa ! mg Solon o4 wiv C10 8229

Suspension

b 005 %wvSi 5809
0.05 % wiv Sit-G 89+ 04
N 005%whSi 92+08

0.05 % wiv Sit-G 11.7£0.7

a) F from 0 to 8 hr for insulin, from 0 to infinity for verapamil and from 0 to 3 hr for FD-4.

b) Particles are less than 75 pm.

¢) verapamil:enhancers = 1:3 weight

d) FD-4:enhancer = 1:2 weight

¢) The size of nanoparticle is about 80 nm,
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Figure 5. Effect of various enhancers on
calcein leakage from liposomes with
entrapped calcein in  incubation in
methanol-1/10 PBS (1:1) at 37 °C for 60
min
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Figure 6. The effect of 50 pM Sit-G on intracellular calcium concentrations in the excised nasal mucosa from

rabbits
The arrows indicate the time of addition of 1 % DMSO (2 mL), 200 uM Sit-G (50 pL), 200 mM CaCl, (50 uL), and

26 uM ionomycin (4 mL).
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Figure 7. Effects of enhancers on TEER and FD-4 permeation through the excised nasal mucosa in rabbits by
the addition of enhancers

Figure 8. Observation of Sit-G nanoparticles by
freeze fracture (magnification x 100,000)
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