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One-step dry-coated tablets (OSDrC), which are useful as colon-targeting drugs, were prepared using Eudragit L
100-55 (Eud-L) and chitosan (Chit) as an outer layer. The lag time of OSDrC with an outer layer of Eud-L : Chit at a
ratio of 3 : 1 in each test medium was greater than the gastric emptying time in the first fluid simulating the stomach and
was greater than the small intestine transit time in phosphate buffer (pH 7.4) simulating the small intestine. Drug-release
profiles of OSDrC were evaluated under test conditions considering the amount of gastric acid and bile acid, as well as
the amount of fluid in the colon. The lag time of OSDrC was greater than the gastric emptying time in test medium
simulating the stomach and greater than the small intestine transit time in test medium simulating the small intestine,
although it was affected by the amount of gastric acid and bile acid. Drug release from OSDrC was completed within the
colonic transit time in the test medium simulating the colon, although it was affected by the amount of fluid in the colon.
Therefore the prepared OSDrC were found to permit drug delivery to the colon.
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Fig. 1. Drug Release Profiles of 5-FU from OSDrC (Eud-L :
Chit=3: 1) in the Sequential pH Change Method
Each data point represents the mean£S.D. of three measurements. Test
medium: (A) 1st fluid (pH 1.2), (O) phosphate buffer (pH 7.4), (@) 2nd
fluid (pH 6.8).
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Table 1. Ingredients of OSDrC (Eud-L : Chit=3:1)

Material (mg/tab) Core Outer layer Total
5-FU 10
Lac 40
Eud-L 112.5
Chit 37.5
50 150 200
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Fig. 2. Drug Release Profiles of 5-FU from OSDrC (Eud-L :
Chit=3:1) in Test Medium
Each data point represents the mean£S.D. of three measurements. Test
medium: (A) 1st fluid (pH 1.2), (A) hydrochloric acid aqueous solution
with 0.2% NaCl (pH 3.0), (@) phosphate buffer (pH 4.7).
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Fig. 3. Change in Weight of Tablets Consisting Only of Out-
er Layer (Eud-L : Chit=3: 1) in Test Medium
Each data point represents the mean+S.D. of three measurements.
Most error bars are included in symbols because of small value. Test medi-
um: (A) 1st fluid (pH 1.2), (A) hydrochloric acid aqueous solution with
0.2% NaCl (pH 3.0), (@) phosphate buffer (pH 4.7).
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Fig. 4. Drug Release Profiles of 5-FU from OSDrC (Eud-L :
Chit=3:1) in the Sequential pH Change Method
Each data point represents the mean+S.D. of three measurements. Test
medium A: (A) 1st fluid (pH 1.2), (A) hydrochloric acid aqueous solution
with 0.2% NaCl (pH 3.0), (@) phosphate buffer (pH 4.7).
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Fig. 5. Drug Release Profiles of 5-FU from OSDrC (Eud-L :
Chit=3: 1) in Phosphate Buffer (pH 7.4) with DC

Each data point represents the mean£S.D. of three measurements. DC

concentration: (A) 0%, (H) 0.01%, (@) 0.1%, (A) 0.5%, (@) 1.0%.
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Fig. 6. Change in Weight of Tablets Consisting Only of Out-
er Layer in Phosphate Buffer (pH 7.4) with DC

Each data point represents the mean+S.D. of three measurements.
Most error bars are included in symbols because of small value. Formulation
and DC concentration: ((0) Eud-L only, 0%, () Eud-L only, 0.01%, (O)
Eud-L only, 1.0%, (A) Bud-L : Chit=3:1,0%, (M) Eud-L : Chit=3:1,
0.01%, (@) Eud-L:Chit=3:1, 1.0%.
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Fig. 7. Drug Release Profiles of 5-FU from OSDrC (Eud-L :
Chit=3:1) in the 2nd fluid (pH 6.8)
Each data point represents the mean+S.D. of three measurements.
Volume and rotation speed: (&) 900 ml, 50 rpm, () 10 ml, O rpm.
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Fig. 8. Drug Release Profiles of 5-FU from OSDrC (Eud-L :
Chit=3:1) in the Sequential pH Change Method
Each data point represents the mean®S.D. of three measurements.
Volume and rotation speed of 2nd fluid (pH 6.8): (<) 900 ml, 50 rpm, ()
10 ml, O rpm.
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