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Promote the percutaneous absorption and increase the
O stability of the anti-inflammatory analgesic spray gel
pharmaceutical composition .
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= RXEARE
Diclofenac sodium is the most commonly analgesics
and a wide range of components used in market. The
present invention relates to a of the spray gel with stable
pharmaceutical compositions containing of 4% diclofenac

sodium, and 1~5% menthol used in topical
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anti-inflammatory agent for pain.
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BRARLETHEERBRERE  AHERANKE THLEEK
R4 A58 (Diclofenac Sodium) % & & A b ) ~ B2
o EHB BTERKT - B - BRBRLRE - £8F A
BRBRBRAHIMEAR  BRFARER S ERASTREZA
BEEEIHNRTAEY  AAHRE RBUEBEIRE &8

RBe X REEGHHEAAERZIE RERRERIRE

B 4 R k49 (Diclofenac Sodium) & ki@ @AFBEAS A

FH oAU (BEME) ORSIUREIZFE2 B AR
g T oM (AUC) AR FHREREFe—F o #RF

Bgsm(Diclofenac Sodium) D IR E B2 2 2 4 : SHIMEE B
FEZOREFTEL EEXAEEEL EEXFEEES -
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HEURRB B I ERER S % T8 5 4 AT A
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BMZ AR PRBAEZABTEAABNBRRERMI ML E
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1. 42 %= 14 1% & (Targeted delivery)ig# » 2 H 2 & M (NO
system)ig# | BIFM Y EHE 0 RRALE @R A200EH R
FZ BRI RIA X EFRR FReREE S BRI

%2 B 82 4 % #)(NSAID) -

2. # f. 584 (Diclofenac Sodium) 4% Spray & €& %

BE

R A8 (Diclofenac Sodium) » 24 JF 48 B 8504
HI(NSAID) &) % att e iR B ~ BhovaEal/Em » & —18
RPRAMBXRORIFABE N X H(NSAID) &y &4 » ©T4R
P/ BRI > WX F RN R 0 PTG BT A B
CBUBE R RNAMERARARAAELE  ARAERARDR T T
BV EIVERSMRETROEMRRBRAZLL -
[ % AT 47 ]

RS A4 4 A 97 54 A5 (Lecithin) & 4 # 82 (Menthol ) 442
EERDRU - AT MR B R ELEH%RE - 4
##US patent 4, 783,450° & £ £ Claim 24 A procaterol °
1£ & Transmucosal 2 transdermal administration @ £
lecithin £ & & ¥4 %4 2~40%; #/A VIT- E & Lecithin 4
AR BRIACB AT SR & E B2 % & 3 &% US patent

6, 780,430 > 3Z & B AL F 2 & & antibiotics ~anti-tumor

4
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agent ~anti-inflammatory agent ~ antipyretic ~analgesia ~
anti-edema agent - anti-tussive agent -~ expectorant -
depressant ~ muscle relaxant - antiepileptic ~ anti-ulcer
agent ¥ & & ;% 4 Compressed Lecithin preparations # %
# US patent 6, 312, 703 > E 454 A 20% and 100% Lecithin »
LB R — KA B A ALk b e AL -

% lecithin § & JE B % liposome: % & # US patent 5, 569, 464
& 5,962,015 » lecithin #4# liposome {& % | A& & -
Lecithin 75 & A # propofol emulsion solution > 4% propofol

RE R AKIE S Bl P ILIbR R 0 B & US patentT, 468, 394

6,743,436 6,399, 087 6, 326, 406 - M ARIE X AR 4R T (3F 1748 -

EoE RER BABRE A5 A HE RSBmO ITEE
R(]). PR B &Lt 2002 22(3):160. ) - #B A shin
b F R 44588 Mentho ) B R EEMBBEE - ABRE B 5
Fo O EAEIE A R HATS B M AP RAR T R 0 RA BT

—RRABENELGERER  BFRFOBAAF °

[#98 R %]
AR B o4 f 5Bt 4n (Diclofenac sodium)4% € & & 4
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b & W45 B2 (Menthol) 1-5%E S A tb 2l Kb AT E B &
wmAY RREMBRBRRE R RBERRAEAEABRERSE

A E(ER0TF):

7019Diclofenac Sodium#FHUE *J@% W/\V
EREE fﬁgﬁl%&ﬁx\ﬁﬁl’ et

FESLHLR ¢ 35,0000 5
ALy - 7019-00

BHEEHE ¢ 2010.11.09
BEBLMBER 1 20101111

HE IME Diclofenac Sedium & f(%)
G Big |RBRITE EREBHBH 90.0% ~ 110.0%LA
RN SRR BB R B
Inital | 2010.12.02 &HE &¥E 9.8 {005
R‘:;’ SC% M| 20110214 auE SRS 99.2 100.2
M | 20110517 &HiE SBE. $9.7 994
ACHEBETRRE 18227 818
e M 2011.02.14 HRE EHE 59.3 1004
RHE5% | 6M 2011.05.17 SWE 2HE 99.7 100.3
CHERA RUIRGR) 18287 9971
G

7019Diclofenac Sodium#hEEUEIE4% WIW
BEBEYHRA9R WY EE AR BRE -

[ M
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R E1 4 Diclofenac Sodivru R % E MBS B RUHARR S+ &

W08C [ 65%R
Davs % of Drug % of Drug
y Remaining Remaining(Log Value)
0 09.80 1.9991
90 99.30 1.9969
180 99.70 1.9987
y= -2.41879E-06 X+ 1.998476008
EeBantth 90 %R y= 1.9542
RALH PEx= 18287 X
40°C /1 75%RHE
Day % of Drug % of Drug
¥s Remaining Remaining(Log Value)
0 99.30 1.9991
90 99.20 1.9965
180 99.70 1.9987
y= -2.41879E-06 X+ 1.998330149
EEeRESLE 90 BEFRR  y= 1.9542
RALHPEx= 18227 X
7
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B FLEEDiclofenac SodiumiB R E E B R E UHIRETH

Days % of Drug % of Drug
i Remaining Rematning(Log Value)
0 100.50 2.0022
90 100.40 2.0017
180 _100.30 2.0013
y= -4.80627E-06 X+ 2.002166134
EEREALS - 90 RIEFTTR  y= 1.9542
ALK PREx= 9971 X
40°C 1 75%RH
Days % of Dreg % of Drug
Y Remaining Remaining(Log Value)
0 100.50 20022
90 100.20 2.0009
180 99.40 1.9974
y= -2.65538E-05 X+ 2.002529895
EEBESHLS 90 BIFRTR  y= 1.9542
ALK Ex= 1818 &

AHRRE2ZE B mE 4% 5 9954 A5 (SOYBEAN LETHICIN)
5~10% & 2 & » tb & % 5 8 (Menthol) 1-5%EZ E & 4t A
LA B u % AR & & 0 ) & ASCORBYL PALMITATE 4 &AL

MONOBASIC SODIUM PHOSPHATE MONOHYDRATE 2 4 85| ~ >
¥ DIBASIC SODIUM PHOSPHATE HEPTAHYDRATE % 4% % -
o —Hewm LB —4n(EDTA -2Na) 0.02~0.06%Z 2@ %tk
BESB - EB ALY E ALCOHOL - & = &% (PROPYLENE

GLYCOL)10-20% € € & # tt ~ £ & # (ISOPROPYL
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ALCOHOL)10~20% & €& »te Rk Ao E 100%EE B b > i
24 B &% (Hydrochloric acid)10% & & & b &R & &.1L48
(Sodium hydroxide) 10% £ Ea@ o tb AL pH & 4

6.5~8.0 -

[ 3% 7 K ]

AR —F LB T I EHH T E A AE LR
VB A28 8A 2 5] 35 o
T 1
oA ] Ko BH BNEE

(mg)
2808400410 DICLOFENAC SODIUM 40.00
9200005440 SOYBEAN LETHICIN 75.00
8404602300 ISOPROPYL ALCOHOL 105.00
8436000161 ALCOHOL 95% 50.00
8816000330 ASCORBYL PALMITATE 0.20
8408000300 MENTHOL 10.00
9600025000 PROPYLENE GLYCOL 150.00
5612002609 DIBASIC SODIUM PHOSPHATE HEPTAHYDRATE 2.62
5612002617 MONOBASIC SODIUM PHOSPHATE MONOHYDRATE 0.93
6400000310 E.D.T.A. 2Na 0.40
9604001100 PURIFIED WATER 565.85
Total 1000.00

B He ] 2
B R EB BNEE
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(mg)

2808400410 | DICLOFENAC SODIUM 40
9200005440 | SOYBEAN LETHICIN 50
8404602300 | ISOPROPYL ALCOHOL 100
8436000161 | ALCOHOL 95% 50
8816000330 | ASCORBYL PALMITATE 0.2
8408000300 | MENTHOL 10
9600025000 | PROPYLENE GLYCOL 100
5612002609 | DIBASIC SODIUM PHOSPHATE HEPTAHYDRATE 2.62
5612002617 MONOBASIC SODIUM PHOSPHATE MONOHYDRATE 0.93
6400000310 | E.D.T.A. 2Na 0.4
9604001100 | PURIFIED WATER 645.85

Total 1000.00
B 3
B2 1% o= 2 Busa

(mg)

2808400410 | DICLOFENAC SODIUM 40
9200005440 | SOYBEAN LETHICIN 100
8404602300 | ISOPROPYL ALCOHOL 200
8436000161 | ALCOHOL 95% 50
8816000330 | ASCORBYL PALMITATE 0.2
8408000300 | MENTHOL 50
9600025000 | PROPYLENE GLYCOL 200
5612002609 | DIBASIC SODIUM PHOSPHATE HEPTAHYDRATE 2.62
5612002617 MONOBASIC SODIUM PHOSPHATE MONOHYDRATE 0.93
6400000310 | E.D.T.A.2Na 0.6
9604001100 | PURIFIED WATER 355.65

Total 1000.00

10
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%K 3 Bo&B BusE
(mg)
2808400410 | DICLOFENAC SODIUM 40
9200005440 | SOYBEAN LETHICIN 50
8404602300 | ISOPROPYL ALCOHOL 150
8436000161 | ALCOHOL 95% 50
8816000330 | ASCORBYL PALMITATE 0.2
8408000300 | MENTHOL 10
9600025000 | PROPYLENE GLYCOL 150
5612002609 | DIBASIC SODIUM PHOSPHATE HEPTAHYDRATE 2.62
5612002617 | MONOBASIC SODIUM PHOSPHATE MONOHYDRATE 0.93
6400000310 | E.D.T.A. 2Na 0.5
9604001100 | PURIFIED WATER 545.75
Total 1000.00
B 5] 5
B R o E® BUER
(mg)
2808400410 | DICLOFENAC SODIUM 40
9200005440 | SOYBEAN LETHICIN 100
8404602300 | ISOPROPYL ALCOHOL 150
8436000161 | ALCOHOL 95% 50
8816000330 | ASCORBYL PALMITATE 0.2
8408000300 | MENTHOL 50
9600025000 | PROPYLENE GLYCOL 150
5612002609 | DIBASIC SODIUM PHOSPHATE HEPTAHYDRATE 2.62
5612002617 | MONOBASIC SODIUM PHOSPHATE MONOHYDRATE 0.93
6400000310 | E.D.T.A. 2Na 0.5
9604001100 | PURIFIED WATER 455.75
Total 1000.00

-~ FHEE
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G RBRN  BAER LR RREREO R RN

St RatEg A5 (Diclofenac sodium)4%E €8 »
tb; 47 & (MenthoD1-5% € € & 4 b A B & — &
(PROPYLENE GLYCOL)10~20% € & & » tt ~ B & &
(ISOPROPYL ALCOHOL)10~20%Z € B 4 tb R A ZE 100%E

EA ML o

W FEEAERE | B ARELERBREME A8z

(Menthol) 1~5% & & & 4-tt & 97 &% A5 (SOYBEAN LETHICIN)

o~10kEEB AN LL

e FHFEHEES 1B L pH@EA6.5-8.0-

e FEEAEEAR IR B S AR L BW LS

(EDTA -2Na) 0.02~0.06%E 2B ntb g HEAH -

ANBK
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