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BAEMBFESN WA TBRABZRTEAFAANTAD - £
AL KREHBAT > I00mIB E@FEYy a4

N & 1 FACKTIBEE LWL B—4— R
(mg) (mg) KA (mg)
(mg)
)| 10 10 - 3
2 1.0 15 - 5
3 100 - - 5
4 10 - 5 3
5 1.0 - 10 3
6 0.5 5 7 2
7 1000 5 15 4
e 8 210 10 10 3
9 160 10 10 3
10 90 10 10 3
11 23 10 10 3
12 10.5 10 10 3
13 2.7 10 10 3
14 0.5 15 10 2

% 100ml% % % % & 4 :

= 15| 1 FILXF ZL_HBwilB— BHE ULE/KRASME
(mg)  J=g(mg) M=sk&H(mg) (mg) %100ml(% m/m)

1 10 10 10 3 20/80
g 2 10 10 10 3 50/50
3 1.0 5 - 3 70/30
4 100 - 10 5 70/30
5 10 - 20 2 70/30
6 1.0 - 10 3 90/10
7 0.5 - 10 2 90/10
8 1000 - - 4 90/10
9 100 - - 3 90/10
10 10 - - 4 95/5
11 2.5 - - 3 95/5
12 0.5 5 - 3 95/5
13 10 - 5 3 100/0
14 10 5 3 100/0
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KB P CuKy » A=1.540598 A X-H & Eehsh R4 40 kV >
40 mA ; &Y g B - 3- 40 °20

TERBFTLEMINAKESE D ZX-HHEBHHMRS®EEE
BARBEARKRE > 2530 °20) - wHF MM B EZ AL T
fo o R BRETREH SO EERL  UTHEZRE®RA
REEHMIZKEHZER  THRBABAEATRELER -

20 dua [A] 5% BRI, [%]
3.54 24.97 6
12.54 7.05 25
12.94 6.83 24
13.72 6.45 40
14.15 6.25 7
14.39 6.15 8
15.88 5.58 2
18.68 4.75 100
19.11 4.64 59
20.27 4.38 6
21.05 4.22 5
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20[° dhw [A] % B/, [%]
22.03 4.03 2
23.02 3.86 3
24.16 3.68 3
25.12 3.54 11
25.35 3.51 11
26.14 3.41 3
26.66 - 3.34 4
27.69 3.22 5
27.89 3.20 4
28.19 3.16 8
28.74 3.10 6
29.05 3.07 13
29.42 3.03 6
29.86 2.99 16
30.45 2.93 12

# 5 # (DSC/TG B 3% » § 2)
MAHKRAHRTAHDSCER X 48 M o9 & 8 &  Mettler
Toledo # i #9 DSC 822 ; Ao & & % : 10 K/min ; ¥ 38 %
B Z3aMB ABAE N, 80 ml/minig ;s €& :
12.4 mg o
RAZBRIHTCGREARAM O KB R 2 & Mettler
Toledo® i #9 B % IRE 48 (Nicolet FT-IR 4700)# TGA/SDTA
SSI M BRI ik &R 10 K/min; 3B A
o X RLEMB AMAE N> 20 ml/minii & 5 &
€ :27.8 mg-
ABRFBILEY IO KA ZX-HEHRE > #2248
LHI2C FTHAERBAK - 1B XK E(- 6.8 %K)E =~ KA H(A
HEL2HELAT)HERNRBEEARLAY - BEXKSYHEH
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C21H6N205 x HC1 x 1.5 H,O ===> C53,HN;Os x HCl1 + 1.5 H,0
M =4499 M =4229 M=270 Am=64%

a4
ERAIVLELEDTERIAREEXN ISR RIERYE R
SR WwWREEZ EHBAIMCEHTTAVALER
EFWERFBELYEFLEDE BB o) EARBEREKYE
% -~ & % B 5 - PDE4-3 #| & - LTD4-# 41 % - EGFR-#
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¥ A o6y L BE i M W M B R4 AHER R E
(tiotropium salt)(i%& 1t 4% #& 42 ) ~ £ 1€ 4% B (oxitropium salt)(i% 1t 4
BA) A4k H (flutropium salt)(R b s 4 ) - B Hic s B
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b4 & 42 ) ~ # 3] 4& B (trospium salt)( R B 4E) > EHE X
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4-— R KB LEEBETF R

% A &R 8 B B2 BB MBS % EE BRI
(prednisolone) ~ # & #» (prednisone) ~ & B A # ¥ 4% (butixocort

propionate) ~ # & 4 A (flunisolide) - 4% & 3k # (beclomethasone) »

W & #® # (triamcinolone) ~ # #» & 4% (budesonide) ~ # # + &

(fluticasone) ~ ¥ £ 4t # (mometasone) - 3§ % % 4% (ciclesonide)

#. % 1& (rofleponide) ~ # E 3K 4 (dexamethasone) 4% 4 %

(betamethasone) ~ #b k 3 4% (deflazacort) ~ RPR-106541 -

126 ~ ST-26%
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MCC-847 (ZD-3523) ~ MN-001 - MEN-91507 (LM-1507) ~
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- 1-(((R)-(3-(2-(6,7- = F-2-"2 % &) T W A )R K£)-3-(2-(2-
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AR BB
- [2-[[2-(4-F =-TE-2-F X)-5-XA%H AR T AKX
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O . .sxmume:

The present invention relates to a crystalline, enantiomerically pure
hydrate of R-6-hydroxy-8-{1-hydroxy-2-[2-(4-methoxy-phenyl)-1,1-
dimethyl-ethylamino]-ethyl}-4H-benzo[ 1,4]oxazin-3-one-hydrochloride and
its activity as a long-acting betamimetic, on its own or combined with one or

more other active substances for treating respiratory complaints.
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