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Optimization of Preparation Process of Enteric — Coated Alliin Pellets — Alliinse Bilayer

Tablets and in Vitro Evaluation of Their Anti — Tumor Effect
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Abstract: Objective To optimize the preparation process of Enteric — Coated Alliin Pellets — Alliinse Bilayer Tablets, and to

evaluate their anti — tumor effect in vitro. Methods The preparation process of alliin pellets was optimized by the single factor test
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with the cumulative release rate of alliin as the evaluation index,and with the type and dosage of disintegrating agent,the enteric —
coating dosage and the mass ratio of microcrystalline cellulose (MCC) to alliin as the investigation factors. The preparation process
of Enteric — Coated Alliin Pellets — Alliinse Bilayer Tablets was optimized by the single factor test with the yield of allicin as the
evaluation index,and with the amount of MCC in alliinase layer and coating temperature as the investigation factors. The inhibitory
effect of Enteric — Coated Alliin Pellets — Alliinse Bilayer Tablets with different mass concentrations on the growth of tumor cells
102, Bel — 7402, HL. - 60 and Hela was evaluated by the methyl thiazolyl tetrazolium (MTT) assay,and the cell growth inhibition
rate was calculated. Results The optimal preparation process of alliin pellets was as follows:5% sodium carboxymethyl starch was
taken as the disintegrating agent and 2% sodium dodecyl sulfate was taken as the wetting agent, and the mass ratio of MCC to
alliin was 1 : 1 (m/m). The optimal preparation process of Enteric — Coated Alliin Pellets — Alliinse Bilayer Tablets was as follows:
the dosage of MCC was 72 mg per tablet, the coating temperature was 25 C, and the coating technology was extrusion
spheronization method. The growth — inhibitory rate of 21.98 — 131.89 wg/ mL (calculated by allicin) of Enteric — Coated Alliin
Pellets — Alliinse Bilayer Tablets on LO2 cells was not more than 10%. Compared with those in the L02 group, the growth —

inhibitory rates on Bel — 7402, HL. — 60 and HelLa tumor cells increased significantly (P < 0.05),which showed a concentration —

dependent manner. Conclusion

The optimal preparation process of Enteric — Coated Alliin Pellets — Alliinse Bilayer Tablets is

stable and feasible,and the prepared product has an obvious anti — tumor effect in wvitro.
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Fig. 2 Effect of coating weight gain on cumulative drug release
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Fig.3 Effect of MCC dosage in alliinase layer on the yield of
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Tab.2 Comparison of growth —inhibitory rate of Enteric — Coated

Alliin Pellets — Alliinse Bilayer Tablets on tumor cells(%,n = 6)

Clpg/mL) L1024 HL - 60 42 Hela 41 Bel - 7402 41
2198 2.60+1.36  3.60+2.75 10.34+3.91" 22.86+5.45"
43.96  3.30£2.28  7.30£2.09° 16.33+3.58% 32.62+6.21"
65.95  4.79+2.66 13.39+4.18 22.28+4.42% 40.37+5.15"

49.52 +4.62°*"
60.31 £ 3.987*
70.62 £5. 09"

31.38£5.03"
45.53£4.36"
58.64£3.67"

87.93  6.83£3.39 21.64£3.39
109.91  8.56+4.83 32.56+4.23
131.89  9.71+3.61 48.69:5.96

E: 5 L0228348,'P < 0.01;5 HL - 60 2L 3L 45 ,*P < 0. 05;
5 Helazatbdx , 2P <0.05,

Note: Compared with those in the LO2 group, ‘P < 0.01; Com-
pared with those in the HL — 60 group, P < 0 05; Compared with
those in the HeLa group,”P < 0.05.
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