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The present invention is directed to (S)-(-)-1-(4-
fluoroisoquinolin-5-yl)sulfonyl-2-methyl-1,4-homopiperazine
hydrochloride dihydrate, to a method producing the dihydrate,
and to a drug composition containing the dihydrate.

The compound of the present invention has less
hygroscopicity as compared with (S)-(-)-1-(4-

‘ fluoroisoquinolin-5-yl)sulfonyl-2-methyl-1, 4-homopiperazine
hydrochloride anhydrous crystals and thus, exhibits excellent

chemical stability.

106868-971127.doc -4-



1354670 197;,;_11- 37

+ - P HRAEE e

1. —#&(S)-(-)-1-(4- A A Bk Rh-5-K)ma A -2-F &-1,4-4
ko BB - kS -

2. wH RKRAIZ(S)-(-)-1-4-A X B2 H-5-K)mts X-2-F
A-14-F k-t BB®RE .- —Kkb& 4 LAy AL E
8.80~9.40%(F K. /%) °

3. HFRKBIZ(S)-(-)-1-(4-A A B2 Hh-5-K )R8 A-2-F
E-14-A%HBEHBRBRE - — k&Y BAEBKXKXALLHE

® d o N s A E (20)8.660 ~ 15.240 ~ 17.180 ~ 25.100 ~
25.780 ~ 26.780 ~ 28.100 ~ 30.060% 33.200° & 4 45 # £ -

4, 5 K B22 (S)-(-)-1-(4-A A B b -5-A ) da £-2-7
E-l4-ARHBBSBE - — k&M RAEHBAXELGLSHE
b 44 B E (20)8.660 ~ 15.240 ~ 17.180 ~ 25.100 ~
25.780 ~ 26.780 ~ 28.100 ~ 30.060% 33.200° & 4 #5 & % -

5. wH KBI~4F 42— B2 (S)-(-)-1-(4-A A E 2H-5-K )%
BA-2-FR-14-F ot BEE - — K& RAE&ISSR

® B L 0 854 974 1146~ 132383418 "W &
EHMRKE -
6. —HwHF RAI-SFE—FZ(S)-(-)-1-(4- R K& & % -5-
A)VFBAE-2-FA-14- AR} BEBRBE - —KES-HehH
Fik o AHBBABS)-()-1-(4-RA K R EoHh-5-K )R k-
2-F A -14-F ok Bt B EBMNSO~100CHKF » B F
AR KM E BEB E A E0~30C -
7. = K62 (S)-()-1-(4-F A B ok ok -S- £ )8 £-2-F

106868-971127.doc -1-




1354670

3.
9.
[
10.
®

K-l 4-A% T BBEE - — kKo EBIE  HFKRH
A EAHENGS)C)1-(4-A K B EHK-5-K)mtsX-2-F
A-14-A%HBHKBEH]1I0~20EFH -
ho 5 K BO6KTH 2 (S)-(-)-1-(4-F A B opok-S-5 sk a4 -
2-F K -14-HFhhBH®BE keSO ERFT X HL T
KoM AEARBEH GO EEL R AH1:2~1:6-
— B Embh EBA(S)()-1-(4-R K EEHh-5-%)
A -2-FA-14-ARFTBRE - —KEWREF LT
Wi RBEIZB R asdh  HG4MLETRRERAEREE

A: R I

106868-971127.doc -2-



1354670 -
- /Z_\ = /;f\

. - EX:

800

1000

1600

BN

& 1

‘o
8
]
Bz
8

@~ © O é @ 0 o o o

o o o o o o o @ @

4% 4%
106868-fig.doc -1- 2 mﬁ



1354670

—r——————ere——mry

E |

B T R R e A T R N e A A

009

000!

008!

0002

0062

(sd0) F%8

4
SO

srrawTARSTU I 5.

ORORXRE AR R

R L e

et P Lane e

o e Bman

RECERPAISS

XTAN

106868-fig.doc




1354670

Tl

000709 . . .. 000'0F __000%0Z gL o
B v ! 10001
] .

\ 0002

RJ
L

T . o
- 1{000¢ _
o {odor

: — . : . : ,. : 0003
d sdd)

T N AT etafat e s Pl ar M €A e e BB Hiae me a e e o meia BT\ R AT afe o ey @ aerPEs YA A AT LS il s Aok N e st fat B UMD BN S ¢ He e 4Y e Yo g PN NI s 3N ds % e nr s ATORE s Cos TIPS

106868-fig.doc



1354670

A 7 S

v B

oor o¥::
8°008 0'052 0°002 D051 9°00 005 ,..: .
riae- L —— T T , 0079
0°08-
00°y-
o su/s. |1 90" Zpl-
0°01- .
0°0 “.
oo i [
0°02
o — |- 4 00°i-
0oe + m . |
) Q 1782 : M
oo +-.......... ..... PRy~ ...-.I&..w. 080
008}
081
808
(1,11 00+

YHEE

106868-fig.doc



1354670

A EME

0°38-

‘03~

0°0

0"

0°02

0*ob

0°08
L 4
00+

G =]

0o+ O/ Gk
8' 00§ 0°042 0002 [Nl 9001 0°08 9°g2
i T T T T T 09" (-
-1 oy°1-
4 0z°1-
.,w.-\m ~AT 987912 |

o i

®

DAY SRS S A SPPUIN SIS SO SR -

'_F
]
.
]
]
]
»
)
[)
[}
.
.
13
.
.
.
3
’
.
.
1
.
3
.
.
.
(3
*
.
*
.
o

-

|1..¢.ﬂ 09°0-

09°0-
Gp-0-
02"0-
00°0
02'0

02'0
00+

HEH

¢
wz/

ﬂ

106868-fig.doc

o

A3

/



1354670

106868-fig.doc

4k e R R

[

L

4

o
Lo

%
=3 f—3 [~
== PR o~

(%) EIBEE

[—2
-—t

4

3

REHE (8)

& 6



1354670

G1

L 5]

(H) B

—

0l

%6 EHY —a—
%4 6HE ——

0°¢-

G'1-

0°1-
G°0-

¥ 0°0

G0
0°1
G°1
0°¢

=21

il
hi]

™
#

24

(%)

106868-fig.doc



1354670

AUVIEUNS

. o...o%.w. 89 _To TO0 90

00+ o
_O)

0's¢
[ 1,
0’9
,_

"

00y’

Q'S
ool

oL

oos
0'se
0'06
0ve
o's0L
0’50}
00k}

'St

SW~NW

U

)T

00" 101 ~00 I8!

)42

8 =

[(H] 9z .
’0.. .

oSt  o0C . O o (21
wi~-mwuf —= =

g 0'04 9

S VT AT A AT
.I‘\J.\\)\-l )\/3‘4 ;.

e RN L N
RN R
A AL |

)Ja\r«l’\ff.ﬁ(}. - .J_.
a.));\l\li(\ tt(,.v).)u( N ‘

RN, LI SR
o, ..I»all/ ~ \./\GS. ﬁ )\/—-*.J. - .nn.v\(’.
R ASATRAIA e et 2
nﬁ,f,”ﬁfif&,wr\n((f% ‘ AYa ands

- TN WIS f\}. AR AL " -
T T e R e T )\iﬁ”aﬂv .T\/\r?\.l}.. {ad

P ¢ .\..(l/sl!l\.

I e T ?..\l{.,.)..ilv\/\ﬁ..ll(y\),. er.l] tlLWlJ,.. .M\

v
3 . BT s "
.\‘J;&ﬁf Y T
AN 5 AN |

y . 178 e

R ‘)elslitw \!J«Is...,l .l..

- o ¥ et o it it s it A
Y B 4 SR 3
\.)).v(/m J ..\.iﬂll.l‘ S, - ..\]u.JJol\llulcl.-c
. AT AL UL R ) P - .
P s WA ¥, e s Lo s p s P 4 s AR
Jc et Wil é).\.ﬁ ‘ ) A v 3 ;

-u.. (s Yardanaloaione

T i gt

N Ve i 0040
.w.\ll.\\.....!t\lf...rr |

’. DU

L d \\1()!& s svman
[ N ooc

\-!.\.‘.J )M\.‘\.\der\u..\\o\(’.-/-.-;ﬁ \\l}..\lr..".)\{.. w
e e oo e \;\I.{r\‘/”% J\l..\ﬂw\ .\u\.\f\\l{ﬁ&t‘m g 3 —ta o

P g et an, ¥

4

- e ip s s,
& ?

P s L L PP ..J.)c..l
TN N N

¥

g

p— : .\r\h.au.}l'g ¥

S P oV TN ;3\}\”{: A \’r

féxﬂ)ﬁﬁ{ﬂ?})&).)}«f\;)ﬁ.?

- oy ot
el e

TouEey g

NPty - ey i

ru._,\la...i.ti..«(‘ ~
N
e

. G
5 4 ™
Lt e W N g Y L T 0 g Naa (I\I\‘(.)*\I(J A, ¢ A iy
Pane A oo, e, )%}\l\l .fl’\\l) c..n.“\l'.., I .<\ﬂqlc\||) '/\c.l i

f ]

O A /
o

A "

I J&\!l;. .l].fo.l)((\\!l\:

\
m_td \ul\.‘ll."l’&-(\\l.(lo
.\l\. .

Y LT s A era 1 | e

0006
0000}
- loooss
00024
00T}
000YE

~6ooss

(edd] EE

106868-fig.doc



1354670

+ - BEAEKR
(F)AFHEARERAF (1) B -
(D)AREZBZAHFREERSA

(& MR RHA)

A AREFLEXFE  HEARERTRBSUOLEL

[1t1)

”Q‘ 0,F
éi\ 2N .Hc1 (1)

106868-971127.doc -3-



	BIBLIOGRAPHY
	DESCRIPTION
	CLAIMS
	DRAWINGS

