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I. BtEICEY 5RE

1. FARORE

2.
(1
(2
(3

1888 4= Kossel IZ Lo THBf S L2747 1 U g, EHM & U TR HEE ST
D3, IKICEHRM: T 5720 ORI TS LSHIR S Tunz,

Tu X7 40U 0E 1955 EKE D Robb Ik W AKENEZTA 7T ) D T
hydroxylpropyl #5E(K T, 747 4 U > ORpEZ LLIGHOREF L7228 HAKIZR[IEEDO D & L
TRFE ST,

Tax T4 Y BFIOE ) T4V, B T4 U BT 1959 4 7 A D E RS
2 RFE L CUNe2s, 1998 4 10 HICHE TSN a2 &KL, £ 7 4 U VT
19994E 2 H, £/ 74V 13199949 A LV IRGEZBAtG LT-,

Rl (GVE RN OfE5R, 200342 A 21 H, HHEES 14 45 2 AL 5 (KIRIESH
H) OWTICHagY L & OFHEifE R 257,

F D%, EEEWS IO, 200947 A 1 BIcikGGLE (2274000 o €7
4 VVRERI W, 2 T2 740008 6 T2 7400 08 100mg) I[CEEDOKREE
5T, 200949 H 25 A6 HR5E LT-,

HEOAREN - HEFENRE

) AANTT RF LT 4V ERGKTETHXT T UHERTH D,

) SEAID PTP S NI F = b o L& AT0, 15T LIRIH, AREIoR LI,
) ERZBWEML LT, BEUCRWT, va vy, 6, BlE, SWERE, B
EDBE SN TND



I. &%#ICEET 5IHE
1. BR5T4
(1) f14
T 74V UOFER

E 7 4 U %E 100mg

(2) #4
MONOPHYLLINE®
(3) AFDHEE

1> (mono) ?®-OH % % - 7= hydroxy theophylline

2. —4
(1) M4 (4%

Taxv7 41U (JAN)

(2) 4 (&%)

Proxyphylline (JAN)

(3) RFL
N
3. EWERAR RS

4. 3FRRUSFE
7313 CioH14N4Os
y i 238.25

5. L4 (GfiK)

OH

O CH2CHCHs
|
HsC N

g .

7-( B -Hydroxypropyl) theophylline  (IUPAC)

6. \RA4, 4, KBS, ESES

Bz L
7. CAS BH#ES
603-00-9



I. AMESICEIT HIEE
1. MELENHEER
(1) 5 - R
O SUTR A IEOm R T, 2B 0iden,
(2) BfEHE
KIZETT <, i&/~w(%)’%@%H%#<,ﬁﬁﬂ%metbym%%%Hm
<<, VEFNLZ—TUIEETIZ U,
(3) BEtE
BEIZITIZETH D,
(4) AR (OBR) , BR, BRER
Al - 134~138°C
(5) BIEEMEER
pKa : 6.4 (1 I XV —)VE, HEEE)
(6) SEHRE
MEERR L
(7) TOfDELREME
BRI L
2. AMHSGOEBFLHTICEITHREN
FiR, KBS T 3EMRME LR, S8, MERE, wiimE, S=CEiIsbh
2moiz,
3. MRS OmERABRE
(1) BAKE
ARSI IE IR KRR S O e 2 N % Z8FEHEE 35 & &, BRI E Rz 235, £77,
INET V=T EANTERGD EIHhEF L&, REAICEDY, ZOaIIKRL
TR LAREEMZ D & EHEZ D,
(2) TEERBOS
AREOKERIZH = ERRENA D & &, AEOWEEET D,
(3) FRAMBINLA T N VREE
BAb U U AFEFRNEC LV PET S & &, EL 3490cm !, 1702cm?, 1662cm™?, 1460cm™?,
1289cm & ON 1141em ! T iZ WX 788 5
4. FRRSDEEE
TN E VA
AR BEKEERS (2R L, R ER T E T 5,



V. RFIZEI HRAE

1. #iE
(1) FRORXR, SHEERUHER
i o RS Afka— R
" i B (mg) E4(mm) & & (mm) g — |
£ D il it S 1

T 7= VSRR PO ok ~ _

mit . @ 785

Ak MOXO
£/ 7 4V UEE 100mg H {0 3 B © = \
250 9.1 3.0

(2) HFOME
( TIV - 48K O FESEM: FIioB T 2L EM) OHESBMH)
(3) #Aa—F
( TIV - LA O KR, SMELEOMER) OIS )
(4) pH, BFEXLH, E, HLE HKEOERUREY pH 5%
MR L
2. HWHDOHERL
(1) F®ES (EERS) O
E) 74V VERK 1gh X0 1gER
)74V 8 100mg : 182X 7 0 UL 100mg &F
(2)
A DIV SHE N IL7/ LA
T/ 74V UEE100me : WAE, hUEwayTFUoTS Ly, ANy, ATT YUY TRV T A
(3) T
BATE R
3. BEAH, FOHBEICHT IER
PAROrA



4. BEOREEHTICBTERELE"Y
(1) MESHBREUVEHREFESR

O/ T4 VUK I

AR 40°C - T5%RH

[RAETILERE (N T sk ]

HETE B =R LRA7 3]
<JHHE> &H5 BH AR IR 1% A4 3»H 65 H
PEgk IK1702 o ~ B B
g R s gy | TKL802 ik [FI22 [Fl22 22
1K1902
=n=t IK1702 A R
GEVETIS, AL A<y )| TKI802 e
ALE () 1K1702 135.4 135.9 136.0 136.2
< 134~138C > 1K1802 135.2 135.9 135.8 136.2
1K1902 135.9 136.3 135.7 136.1
iR IK1702
(AR, BRI 7 An), EeE,| 1K1802 e — e
vE, A7 4V V) 1K1902
o . IK1702 0.02 0.14 0.05 0.11
- fﬁiﬁi . 1K1802 0.09 0.07 0.08 0.09
: 1K1902 0.05 0.02 0.07 0.26
BB 5y IK1702 -0.04 0.08 0.05 0.09
<O010%LLT > 1K1802 -0.03 0.05 0.07 0.08
: 1K1902 0.01 0.02 0.06 0.09
GSHIPE (%) 1K1702 100.7~103.1 98.6~100.0 98.4~99.5 101.4~102.3
<154y, 85%LLES 1K1802 99.7~101.2 98.6~ 99.2 98.1~99.1 100.1~105.0
’ 1K1902 100.7~102.0 98.3~ 99.5 98.4~99.1 100.9~102.9
R 1K1702 100.0 99.9 100.4 100.4
<98.5%LLE > 1K1802 100.1 100.1 100.1 99.7
: 1K1902 100.2 100.3 100.5 100.0

Ko RTRBICHTOEAER (%)

OF /74U U8 100mg EHIRGAER  25°C - 60%RH

[ A& nILhE

=8 A ook TR
<HiK > &5 BR hA I 12 » H 24 » H 36 % A
PESR DRoGo! N ik e ik
BTk E & E
<HOOREE> DR0701
HERRE: AR1401 \ ) j )
GEFERE, FABIRASs FA)| DROSOL | s i s
St AR1401 94.4~99.4 96.6~100.0 94.6~103.2
mHE (%)
<1574%, 85%LLE> DRO0601 94.4~97.2 98.4~ 99.3 99.0~104.2 99.3~103.7
DRO0701 96.5~98.3 98.8~ 99.5 93.9~105.6 92.9~100.7
LB (%) ¥ AR1401 100.2 100.6 100.9 101.0
<95.0~105.0% > DRO0601 99.9 100.9 101.0 100.5
DRO0701 100.6 100.5 100.7 100.6

CRRRICHTOEAE (%)




(2) HwEEOREESR

OF/ 74U UBE100mg  EaEE 40C [EODE, R[EBA]
HIEHEH = LRAFHIR
<> He BH AAIRE 2 I 1% H 3» A
PR R ~ - -
< PanHEE> KC1201 e 7l 22 jFl 22 Ak
wHE (%)
154y 85%LLES KC1201 | 92.4~100.8 97.5~100.9 91.8~101.9 91.2~99.9
a8 (%) *
<95.0~105.0%> KC1201 99.7 100.0 99.2 100.4
(&) WE (N)
<19.6N BLE> KC1201 73 67 77 90
S BTFRICKHT D AR (%)
O/ 74V BE100mg  HEESE  25°C - T5%RH ML, Bifk]
HIEHEH =RV PR AR
< i > &5 Bk 238 1% A 35/
PEIR "R - s :
<[R>S KC1201 ik IR 72 A A
wHE (%)
<15 SERLES KC1201 | 92.4~100.8 87.7~99.1 98.7~101.0 95.6~99.9
G (%) *
<95.0~105.0% > KC1201 99.7 99.7 100.2 100.7
(%1H) WE (N)
<19.6N L |> KC1201 73 68 67 66
% BRRICKHTHEHE (%)
OF/ 74V 4 100mg A SR, BOE (D65 LI, KA
<M > FE BHAA R 40 5 Lx-hr 80 57 Lx-hr 120 7 Lxhr
PR R ~ - B
< AtOFEE> KC1201 Ha IFl il 2 A
BEHME (%)
<154y, 85%LLES KC1201 | 92.4~100.8 | 90.1~101.5 | 96.5~100.3 | 93.9~100.3
a8 (%) *
<95.0~105.0%> KC1201 99.7 99.7 98.8 99.4
(&) WE (N)
<19.6N LI |- > KC1201 73 91 92 39

Ko RTREICHTTOEAR (%)

AR,

AR 1148 H 20 H) #B3FI12FHME L7,
5. RERUBREOREM

FARPAYA

6. fhFl L DESEL (MEIEFHEIL)

YR L

[ (+h) BASRBCEAINZ - §2/4 - 0 72 VA O BRI ZRIREE T O EME

AREBRIEICHOWT (BH)




7. BH%

(1) BHBRE
HARIGHFINERLBEE =S 7o 7 0 ) DBURRN T axo 7 0 U U8 OIEIZHE
WIAEHRBRAZITHY L&, /74 VERKOE/ 7 4 U U8 100mg 1 TAHBMEICEA L

T2 ZEDHEER STV 5,

(FBRIRIZ K 900mL % vy, FEHEERIES 21512 LY, 50rpm CRERZ1T H)

B LA
TR L AE IR ] T
1g/g 1543 85%LL I
100mg 1547 85%LL E

(2) BHHR
<E/ 74V VK>
BRI
Wil AASRT R

2R KLk

[Alisd M OVRBRTR  50rpm (pH1.2, pH4.0, pH6.8, 7/K)

[AE]

- pH1.2 (50rpm) TIiE, 1557 LANICFE) 85%LL EiEH L7z,
- pH4.0 (50rpm) TIiE, 15 57 LANIC ) 85%LL R L7z,
- pH6.8 (50rpm) TiE, 15 73 LAINIZ Y 85%LL Eis L=,
- K (50rpm) TIX, 15 43LANICFH) 85%LL FiaH L7,

T 74V VERITREREMEICE TS [Taxe 7 0V U8y OFERFITH D,

(VA H il AR
AR b pH1. 2 (50rpm) AR ® pH4.0 (50rpm)
100 —e 0 100 —e o
80 80
60 60
40 40
20 ——E/ J4JUREK 20 ——FE/ T4 VEX
0 L L 0 1 L L
0 5 10 15 0 5 10 15
R (9) B (53)
BHE () pH6. 8 (50rpm) A () & (50rpm)
100 C O 100 o 0
80 80
60 60
40 40
20 —o—E/ T4 VEX 20 —o—E/ T4 Y UEXK
0 1 1 0 1 L
0 5 10 15 0 5 10 15
BERE (53) BERE (53)

(n=6)




<E/ 74V HE 100mg>
B ES s

Wil AR EHRERE

IRV

[mldisd M OViRBRTR : 50rpm (pH1.2, pH4.0, pH6.8, 7/K)

[HE]

- pH1.2 (50rpm) TIi¥, 15 3LINIC

Y1) 85% LA F¥AHY L7z,

- pH4.0 (50rpm) TiX, 1543 LINICHY 85%LL RiEH LT,
- pH6.8 (50rpm) TIiE, 15 /7 LANIC Y 85%LL Eiat Lz,
- /K (50rpm) TIX, 1543 LANICFH) 85%LL FiaH L7,

E 74U U8 100mg (T EHAHEICET D [TaXx 7 0 U g OFEERFITH D,

BB L

(VA H il AR
ioﬂ(” pH1.2 (50rpm) A b pH4.0 (50rpm)
100
80 80
60 60
40 40
20 —o—E/ 7 1) E100mg 20 —e—E/ 7«1 iE100mg
0 L L L 0 1 L L
0 5 10 15 0 5 10 15
BERE (53 BERE (53)
BHE% pH6. 8 (50rpm) BHE (%) K (50rpm)
100 100
80 80
60 60
40 40
20 —e— Tt/ 7«1 >#100mg 20 ——FE/ 7«1 EiE100mg
0 L L L 0 L L 1
0 5 10 15 0 5 10 15
B (53) B (53)
(n=6)
. EPENFERE




10.

11.

12.

13.

14.

. BFIhOBERRES OREBHBRE

JRRIZZEDEE, SEANTIMAL T/ — L THIl# Al L TAIRZZARRE LT, 71X
V74 ) OB EERNT 5,
HEPOFEMHSDEEE

R 7FueXi 7 0 U DOERELY HEH

BE « S5 AT BRI E VA

palli]

PAROrA

BAYT HAIREMED 5K MY

M ERR L

AR ELRESR - BB LERICET S1ER
Y LW

T Dith



V. ARICET HIEH
1. FEXIEHR
RAE SR, WEME (BR) RAEKE, O o MmO ARA
2. AERUVHAE
Tuaxy 7 4L LT, @EMA L H 200~300mg & 2~3 [EZHERR O #5515,
R, AR, EIRIC X0 EEEET S,
3. ERERALIE
(1) BET—421\v45—o
M EE R L
(2) ERERZHE
M EE e L
(3) ESFREIBHAER
MR L
(4) BREMHER
M EE R L
(5) MREERIEAER
1) |EALLETHERGHRER
MR L
2) HEHRER
M EE R L
3) RLMHER
M EE R L
4) BE - WEBANEER
M EE e L
(6) AEMEER
1) SEABERE - FEFEARERE FHIEE) - ERTEREBERSER (TRERKKR)
M EE R L
2) RBEULLTEEFTEOHNERIEEM L -HBEOBE
Y LW

10



VI. E33EEICEAT HIRE
1. REZNICEEDHHILEMITILEDEH
XV UFUBER (TAT 4V, BT A )
2. EEEH
(1) EREREL - ERRF
BRI L
(2) ENZEFRS T HEEBRAHR
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