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Formulation design and evaluation of sustained-release tablets
containing loratadine
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Dept. of Pharmaceutics & Biotechnology, Konyang Univ.

ZHEt S A 2] A 5o T2 ARS-HE ofolth A AlAlE ARt gl v]3)] ol 55w S50 =8 okart
# A&H k= o] ek o] AgellMe Zefebd el oFE gt AdlelA A&E F QT A AAZ N
1 Aol M= Eudragit RS, RLE| B &0l ©E §5F S vlwstust sty BE AW S £5% o]
ol Ao w1 ATAY A} 2:2 AL AYst BE Aol 4~10kgf U], B+ o] viEE 1.0% oyl
Aoz FAFt), ahgk HrloA], BE xo] 3k 7]F0] 95.0%~105.0%0] E3+d Zoz ﬂoliﬁﬂk L2 4
- 30%, 2408, 480%, 720%, 1080%, 1440% T = Sty A8 Ay A A7} 7P 22 Ao AgE<]
ot

2 Aol wof Hdd A %ﬂﬁ}Ei =S
1.4 & sty da FEd FAEE & Holvh 24t
(Fx ez | AetulA) s Z:E]r‘ﬂlﬂ-‘ﬂ 35
5} 5 5 Z==A7 o =
S| AEPNS AU v AE W 5G] F2 LA @l aepAle] vs 3474 A8 &

B g Fzlgo] di S AR & Fzrgo] 3
Er)E = g3 28 ofWl(vasoactive amines) & &, N :r &<l L * Ak &S Aol
et S8A2 Fool 4% £%, A gy, C oo
A, x, 71EA 75, V1A 9 s do EE}E}‘E(Loratadine)—‘l 24 I e A R,
Ak BlzEl £AE Vsl wek HL H2, H o 2 slaekel H1 #8A g 3 2942 7}
3, H4 47HA R f7sod, HI #8452 < A A %A a3 ~ehn Aotk | Aol HI &
ger] dgke] 4S5 o7 H2 #%iﬂ% 91k Aot AdstA EalA dFowmn gy =y Z=AS o
o2 S7HA 71 H3 9 H4 FEAE 2970S Atz 7ls& St 197 wEe FE Ly =7
dorla vEds 4ol Aonldd, W FERY A8 TN dEE FHoR

ol e AL slaho] HI Agtels Ag oo AE HEYL G B AT G0ks ol
o 5 — = ==

Adotel AgoHe Aow ey vy W wy 000 AF 19 18 10mg, 21240 AT 30k
Eoslz ag 24 98E @ 1% egor ¢ B0F 19 19 Sme 19 18% S EeE A

AbEEE2 . @A 400]Fo] AutEe] glom oy = I okg o] A&Yo] Ao Aol St
7] Age Am okgE g AR 3o e AHd A A (Extended—release tablets) & A4
%o we} Alkylamine, Piperazine, Piperidine, Et WES Ea A 7MEol dhow okEo] HHE| W
hanolamine, Ethylendiamine, Phenothiazine® 6 HEE ES AAgolA AAZE =) Ak A
o® FE3ta ¥ ¥ A9 (blood brain barrier) o AAe] Hla ELI7} A kR YE wL
o F3 Axol wt 1A 24U B 7} QA el A 7HES A %" 2 gub A
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[1¥ 1] Chemical Structure of
Loratadine
2. 7171 2 Ak
2.1 7171

B 2185 9)5lo] Balance (FX—300i, AND), o]%4] €%
71 (ENERPAC, KOREA), wk&% 5747 (FT-1020, US
A), FEZ471(FUIIW ARA, JAPAN), €%7](DS 8000,
LABINDIA), UV—Vible spectrophotometer (UV—1280,
SHIMADZU), wRE](MSH-20D, WiseStir)E AF-3}51
.

2.2 Aok

A A Zol] A3 A]2k0 2= [ oratadine, Hydroxypro
pyl Cellulose (Wako), EUDRAGIT RS PO(EVONIK,Ger
many), EUDRAGIT RL PO(EVONIK, Germany), Polyvin
ylpyrrolidone (ACROS), Avicel (SIGMA— ALDRICH), Sil
icon dioxide (EVONIK), Magnesium Stearate (Merck) ¥}
f%9d 072 Sodium Hydroxide (OCI company, KOREA),
Potassium Phosphate monobasic (DUKSAN), Hexadecyl
trimethyl—ammonium bromide (FLUKA, DENMARK) &
ARg-aFI T

3.AEH

3.1 AAe Az
Loratadines &-f38t= A4 FA1= Table 18] A1l
w2t AepH 02 A Zzskqict A A=A HPCE, A
Wl 2 Eudragit RS - RLE, FEAZA Avicel 1015
AMEsI o AgA| 2 PVP k—30, 2 AWA A2 Silica, &
BAE Mg.stE AFEsI Y A~EXHHS 217 Eudragit RS

: Eudragit RL H]-&2 4:0, 3:1, 2:2, 1:3, 0:4% s}o] A=
A Z8F T

3.2 "L AlY
A 1085 Aol s ST T vk &
1 150rpm 2% 100counts AA|3FA 11 2

o] nEEE ATt

UiEW):Mﬂﬁé%—MQ?Q%XmO
s NEREE:
3.3 A% A

ATAZ o] 43 AAF AR 71 F2S 9lo] ARE
g1ttt

275 7N A9 TS FUsl 2ot Bt FHE
o MRS e AXE v|wste] 2 AA)

7HE sl

-
[
ofs
o
I3
o
e =L

o Tl T2

Azek A 34& 8, 502 W 3 AAASR
& oy standard &
Z3F e} o)% A %3t standard €4S 0.45um WH

3.6 &=/

SEAHE AW A B, C, D, E 2 thxoks Halo] 459
pH 6.8 <144l ¢kl 900mle]l ol A& dAl CTAB
= 1% d7F 5 oisk ofd 10709 &2/ 198W T Al 24
(Paddle®) ol w2} 37.5CellA 100rpm o= AAI8kSiTh A
ek AIZF 217 (30, 240, 480, 720, 1080, 1440%) o] w2}
AEE 5miE AFESITE AFHE AE 0.45m BEH] 2
B2 of 3}t 5 UV/VisE o]&at] 522l 245nm
A FFEE SHaSITH

3.7 7A%3H| (Limit of Detection) &} &3] (Limit
of Quantification)

Loratadine A th32] A& o] g3te] HEsh|9}
JeFeAlE Teksith

LOD=3.3x (a/s)

LOQ=10x (a/s)
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4.1 vEL AY

ZF Ak ulEEE S A9 [ 1]l YERISIth
nEL SA7]E o] gato] 7 AW MR AT A 2wt
EEE AT B Aol it At 1.0% o]
WE wEeilons Be Aol AAEA Attt ddk
Eipsi=g
[ 1] Friability of sustained—release for Loratadine.

. Tablets Loss .
Formulation ) ) Friability(%)
weight (g) weight (g)

A 3.990 3.982 0.20
B 4.000 3.995 0.12
C 3.994 3.985 0.22
D 4.001 3.990 0.27
E 3.978 3.970 0.20

4.2 3% Nd

ZH A ALE 54§ 13k [ 2] JEhSITh
A, D, E A¥e] A5t A-FoiAzA A3hst HEQl 4~10
kgfE HH5ato] 7)ol A ettty iy 1 7]?&01] =

[¥% 2] Hardness of sustained—release for Loratadine.

Formulation Hareness(kgf)
A 4.33£0.67
B 4.67%+1.33
C 3.66£0.32
D 4.1740.83
E 4.33+0.67
4.3 SZ0A}
7 Ay 8

[ 3] Weight variation of sustained—release for Loratadine.

Formulation Weight Variation(g)

0.3996+0.001
0.3969%0.009
0.3972%0.01
0.401+0.02
0.3989%0.008

mooOow>

4.4 sk=F7)
UV/visE o] &3l 574 =
61x+0.00410f thdste] Lk A= [ 4] of YeRASIT

Absarbance

w=10.0361x + 0.0041
R'=0.9958

0 5 10 15 20
Concentration (ug/mi)

[z13 2] Calibration curve of Loratadine.

[3% 4] Contents of sustained—release for Loratadine.

Contents(%)
100.80£2.12
101.42+2.56
99.16%0.28
100.04+1.67
102.18+2.42

Formulation

oo O w

4.5 E=EAE
Loratadines $H1-st AW 9] 82418 dyE 192z

e 1T

|
=1

curmul ative drug release |
.
!

[2% 3] Dissolution profiles of Loratadine

4.6 7AZ3H) (Limit of Detection) £+ &3] (Limit

of Quantification)
AzstA gl A=FsAE FHste] [ 5]l YeRiglc

[3% 5] LOD, LOQ of sustained—release for Loratadine

SE of intercept 0.003499955
SD of intercept 0.005243104
LOD 0.788935922
LOQ 2.390714917
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Ao We-& oz A vhESvhal ddegl o
ARl A el 1S Asitta ddsigith 1 o=
S84 H7Rs ATold CE AF AiEo], vleLo e
B Aol 9-8HA Ughom 8% o] s g
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