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Complexation of anethol trithione with 2—hydroxypropyl- B —cyclodextrin
OU Yun—guo,et al

(Department of Pharmaceutics , College of Pharmacy , Chongging Medical University)
[ Abstract JObjective : To study the solubilization effect of 2-hydroxypropyl- B —cyclodextrin (2-HP— B —CD) on anethol trithione and the
complexation of anethol trithione with 2-HP- B ~CD. Methods:On the basis of single factor experiment, the drug complexed rate was
adopted as the index, to study the effects of factors like host—guest molar ratio, alcohol concentration, stiring rate and stiring time on the
techniques of preparing anethol trithione-2—-HP- 3 —CD; the inclusion complex was identificated and solubility was detected by diferential
scanning calorimeter (DSC) methods. Results:2-HP- B —CD can obviously enhance solubility of anethol trithione. Conclusion : The
solubility of inclusion complex increased by 460 times when it was included by 2-HP- 8 -CD.
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21 aeMmeEMNTT ik

211 KWEKOHFEE FHEERRE=/EE,
TKZ BEEBIHBHBE 1 ml 5 10 pg WIHER,
BRI ¥ W 7E 200~600 nm K TS E A EH#E, HH#%
R BRAFTE 433 nm B KA FH & KR, T 7E 3L
B4t 2-HP-B~CD ERW , A= THEEYEE
WiE, At EFE 433 mm fEABAY S BN E R
Wk,

212 HEMARSEREEERE BERRE
ZHIE R, I TCIK 2 B A 9 R ) Bk BE 4 )
4.8.12,16.,20 wg/ml BFRAEER . BULARHERS R TR
433 nm Ab IR SO AR R AR R K P 4 T s o
2% 12 [0 5 7 Y=0.048 5X-0.004 5,7=1, &6t &
HEEEEMBAEEE, MEBHEHNBEEER
0.89%(n=5), H [AI¥&E % E 4 1.65%(n=5)

213 [ERIRE O EREUS =5 20 mg & 100
ml FREAEMRT, 45N AE & 2-HP-B-CD, A
TAKZBEREBEFFHBREZZE ,ES, B 5ml & 100
ml FIFEARBP , MAXKZERBREZE &
433 nm AL & SRIKE , RIBLE TR B R =
W 1E R 15 R X E Y 99.86% ,RSD=0.69%

(n=6),

22 G4HiEE

22.1 JFERTH L

22.1.1 HW-BEHYE FREL2-HP-B-CD2.80 g, &

50 ml BERR R, ALK 15 ml 3547, & 10 I B /1 1%
HEEF IR 37 CHEFEIA R, PRI =41 0.48 ¢, A
i B K B A AR, AR 8 Y R (1 ml/2
min)iEHNE] 2-HP-B-CD /KIS W& w5 18
B37CHHF 1L HEZRTHE 40, B EREG
U CHRBEEFTRE, BT, 12 80 B,
T &3, BT REEH,

22.1.2 REVLPEEY FRE2-HP-B-CD2.80 g,
A Gi4kK 2 ml V5 A%, FRERE =5 048 g, I &
Tk BRI, A 2-HP-B-CD /KB, A B
BEHL, BESE 2 h, B, B T4, 33 80 Hf, V17 #
#3 M, BETHRE&H,

2213 A%HTHRE I 2-HP-B-CD2.80 g, &
50 ml BEHR R INZiAk K 15 ml PR, B AE IR B 1 3
PR EIR 37°CHEH: , PRI =5 0.48 g, G &
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B RIER AR R B =AY, a5
Xt 3 MERAE DSC, ARE A& RHMRR L EE
r, U T ARiHE,
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£3 LI)EZKBER
. Rx GAE%)
A B c D
1 1 1 1 1 62.19
2 1 2 2 2 68.58
3 1 3 3 3 55.28
4 2 1 2 3 57.53
5 2 2 3 1 76.57
6 2 3 1 2 60.68
7 3 1 3 2 66.37
8 3 2 1 3 63.69
9 3 3 2 1 79.67
K, 62.02 62.03 62.19 72.81
K, 64.93 69.61 68.59 65.21
K, 69.91 65.21 66.07 58.83
R 7.89 7.58 6.41 13.98
F4 BI=H-2-HP-B-CD EEYNEERABEZHNANESH
BE(T) A EE R r Ks AG(KJ/mol)  AH(KJ/mol)  AS(KJ/mol)
25 y=0.014 5x+1E-04 0.999 5 10 509 -23.02
37 y=0.009 3x+2E-05 0.999 5 6258 -22.68 -31.67 -0.029
45 y=0.007 5x+4E-06 0.999 1 4723 -22.44
(6.24+1.46) mg/L, HL&YEIEMIEG KL 460 £,

——————s 3

=2

60
Al (min)

1. F2G ;2. Bi=H 5 2-HP- 8 —CD ¥FE -S43, i
=i -2-HP-B -CD 254
B3 B-omBHRARHER
FHi#EA 2-HP-B-CD W% 45N, EaSY .,
233 WEREDE ﬂﬂxﬁgﬁﬁﬁ:fﬁi(% 20 mg) .

B =545 2-HP-B-CD W3R & ¥ Al = Fi-2-
HP-B-CD &4 (M4 F 20 mg i =5 ) 4+ H| & 25

ml AR B A, b2t f K BC L A, T 25 °C
18 7K 5 3% % 28 (50 r/min) 145 1 d, 9535 &5 G ¥
BEWBEE L 10 min, B EIE A 0.45 pm JEHE T I8,
BREE R W FH 0K Z B Bl M A58, T 433 nm &b
WA BE AR bR gt 2k AR TR B =
= Hi-2-HP-B-CD &% .Hi =i 5 2~HP-B-CD
PR AW A AN TE K PRI R AR T = R
BRI R E R 0.39 mg/L, T i AL 5 4 59 15 1
BE R (179.40+1.26 )mg/L, Y1 L IR & ¥ B W5 1R JE Ky

PR A YU K 16 fiF, ,nﬁ%%wbﬁjz@‘&%
J& AT LA E BN = AR R AR
24 BHBELERNE SRE(PEARLNE
2 1. )2005 4F R M 7 DU R 1k, 2 KRS 4 BRI
i =8 (20 mg) , W =B 5 2-HP-B-CD ¥R &Y
M =8 -2-HP-B-CD B & ¥ (&M XM T 20 mg H
=& 645, L4 1000 ml 4ifb K AR HAN R, BE
37 C+0.5 C, R FEW:, ¥ 4 100 r/min, AZ5 Y
B fih ¥ A A R AL A Y8 1 min BURE 1K,
HE® 15 min BAE 1 K, B K5 FI AL 2 ml, [F &
ST B RN 45 & [ IR B S A B, RE AR B 25 ml A%
GREh K CERBREZE,#5,F 433 m
b0 5 W WA AE AR 4R b o 2R AR BRI = B B
RV E 4%, B =6 & =M-2-HP-B-CD &
) R H =Hi5 2-HP-B-CD Y HIE S Y HEHER
WEIE 3,

ME 3 A]LLE Hi1H =8 5 2-HP-B-CD 4%
K =855 2-HP-B-CD Yy 3R & ¥14F 8 R 7 4%t
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mMEERAEEY B %, W =M 5 2~-HP-B-CD
AL 5 min A S5 H =65 2-HP-
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B-CD YIRS YA H =HAE 120 min L&A &
B EREWE=Z/MYS 2-HP-B-CD B &Y
BB EMBERH A EE,

3 3 i

HEFE B R & 2-HP-B-CD A3 & H 14
B, T =B A4 Uk BE A A R A 48, (B2 Rl IR R T
L, EERNEEEERK, A vREEREK, R
MTEEYHER; HEXRLREBRECET
2R EAYEA DSC K2 AR M BRRE
BEAE,ERHERTEEY , BEREELENZGER
TR 460 15, A L F B FR AR KIEEES,
BT =8 R B SRR A ST B, R A K
KR = O AR B A 0 B LR R

HMAG.AH . AS WHEHRW , A RMNMEH K
HITH BN HEER LA RERETLURER
YRS R R AR R R, B R F
BEEEIEI, BN JLE MK, RELF X
BERRBEREZEAAKBER, AREE RN
EHGTH -EREEEREE S MBS ZMMTE
fir RERS , REEFERBERMN, FENE
WMiREFH R EE BAESS, HBEBK, BB R
KESYREEAE  NRREEE, B FEE/D
T, RANWEARRL, HE NS 2, RTixEE
RBAR, Brid el &a 6 Yet , PRE Y aRE
MAEE RN AT EER,

A AL XA 1F A 5 ma 2 X e, & 4
FAR E5Frhe , BRESTLAFHFRE,
KRR TE S TREKXREBEA T 7=
AN, X FIEKPEREARTFSEEKT A
MZiYIT S , A PLEF B A B2 IRIER 2 FaB AL
FoFRE, AN TEE RN H#HT HIHILE
FERKKE, BRERIEZFS LTS FRE,E
FEEAVEBERN E2ERNE Gy ERHa
AHAERA, BF S F AR E4FHEREK,
HHANBAARNES FHERS E0T, XM
ML T 2-HP-B-CD B &, Hit , FELWA
LRI XA R RE T B, X TR0
BRREMARENFILBERNN Y, 7T LIRS
TNIE X MR B SRR A, S W DUE M R
BEINBRMARE SR NmEQE TR PAR

W 3 [ AR A AL ) VR BE AR 36 40 A IR B AT

2-HP-B-CD f& B-CD HJ— Fh/K ¥ 1% i 15 2E
¥, 7 B-CD & T %0 2 5| AFEKER2 —
RNE BWIKRT B-CD & 540 FHNIRE RS EMEE
J ERBTHRRMEEEIMER,EHERT B-
CD W— A Ry b RSN, WRAEE
BB S KBRS (F IR T REAE] 75%) , 2-HP-B-
CD 5B B G YIE , 259 i g B <, B IR
N[ gES2 2-HP-B-CD f#iFE T 2 ¥y e v i B A B Bt
AFRSHIFEKRRE XERRREH RBEEEAR
ERBHER, M E YRS R R B K/
T YR R R W MR

4 #&

AIRX W % ] 2-HP-B-CD fE R IBEIREH =5
WOV A B BV R R 3 O T = B R AR T S ) 4R
BERFITSERE , AT 8% S0 7E 10 51 00 P A WLIAF 2
K BEN BENE RERANZ KA
T 5 ) Bt 4 40 & 40 4 B 0 R T £k 4 59, e R K
875 1 IR 4 A 50 A 9 o R
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