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#E

il Reh & BET X-He#dHH - %8 Flack £
BT A BFRATMYEHEESLR-ELE BAREL S
ZEFr R (InDkHE =R REFELE BF RH)-
B & TR ok & & (38 mg) -

AHGRRZE R P BB RRE (CNS)AL MAE (210 x 297 2% ) 14 311488D1

('mﬂ‘ﬁ%mw N B g = s )
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320 Pk oo 3 H w0 e i ol O N B

A7
B7

VEBARER (15 )

X : 144.0-144.5 °C (oM )

A LE

#MX4h: C: 52.03, H: 3.82, N: 11.38, S: 8.68, F: 15.43,
0:8.66 .

XRM: C: 52.08, H: 3.76, N: 11.58, S: 8.75, F: 15.42

IH-NMR: 2.25(3H,s), 4.40(2H,q,J=7.8Hz),
4.68(1H,d,J=13.8Hz), 4.85(1H,d,J=13.8Hz),
6.69(1H,d,J=6.0Hz), 7.29-7.39(2H,m), 7.52(1H,m),
7.81(1H,m), 8.37(1H,d,J=6.0Hz),11.00(1H,bs).

IR(vem 1): 3081, 3042, 2984, 1586, 1478, 1441, 1306, 1267,
1163.

UVmax(CHCl3): 283.7 nm

[alp = + 199.2° (¢ = 0.202%, CHCl3)

RUBEREBA FEREKIZE (CNS)AL #IE (210 x 297 2% )

15 311488D1
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D P 3 op e e 1 om0 e B 4 9%

A7
B7

o BERRHA (6 )

%) 1
R BEBBERBER NS H

o F X i Cy¢H4N;0,F;S

e & 1 369.36

mEBEE > HH T REER

CN 3 N : 0.40x 0.30x 0.04 (mm)

& & CEREHSE

B Y H : a=8.549(1) (A)
b =23.350(1) (A)
c=8.72002) (A)
B =103.90(1) (°)
V=1.689.8(4) (A)

® 1R : P2,

Z : 4

s ECGHE®) : 1.452(g/cm?)

R R & H

$B/%E B $9.12

R(IZ= 20 (1)) : 0.036

Flack % # :-0.02(2)

HH 2

(R) -2-[[[3-F % -4-(2,22-Z R T A £ )-2-Mkw K] F
Rz s B A]-1H- X k2 (R(H)-HMETR% )& &
L2EFH 2RBHREH (R) -2-[[[3-F £-4-(2,2,2-

AWEREBA FEBERFEE (CNS)AL MAE (210 x 297 25 ) 16 311488D1

(.«am'ﬁ%mm* B e 22 s )
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320 R oo 3 wo o e P Gl o 9% 35 B

A7
B7

B BERA (17 )
ZRZAA)2 Mz A F R D A8 A]-1H-X 3 ok =& (9.17

)R REY (20 BH) > mwK(15 EH)L KR o B
REBHFEBR  WAKQROEFA) EFREERY > B
BEKEBRLZ UAGOEH 20 ) % B2 - &
BUA—_RAEBQOEA)RK  RETHE HSER
Q.10 AL ) B BAHE RO L)ENRBHIAOBOEH)F »
BREERE B _RERABGOZEA)MARRT > BA &
> EERTHERSCHBR  BEUEALRBRHYER > UL
—EAREAR(IOEA)AK=ZR  BRETHE BRHEELEL
(7.85 %) WA EEwe R (7.80 %)mBHAEn kw225
EA)EAAKRKGCOEA)Y  BRAEAEZRETHE 1 8> BE
KERXRBE® > A&\ -K(Q:HASEBH) % > RET
R BAERGES L) KK ER388 L) A
ﬁﬁm(4%7’+)& ERAABR(M4EFA)FP R ER > BRE
ETHEI O & BRUELBREL A F & X & (6
ERH)RBKB=R > REBTHE > KT R(H)-# & K= (3.40
X kB EE 99.8%ee) -

(i Dh- 2 i o ook B (v B e 78 o )

-.__._._._____.__.______.__..____..%-__.____._.g‘t.____._._._.%q; ——— e
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220 P b 3 H oo do e 3 i o 98 33

B7

K A H

O: 8.66

7.78(1H,m),

1163

1H-NMR: 2.24(3H,s),

4.74(1H,d,J=13.6Hz),
6.68(1H,d,J=5.8Hz), 7.26-7.36(2H,m), 7.45(1H,m),
8.35(1H,d, J=5.8Hz).

B~ BFEAER ((18)
wEs : 147.0-148.0 °C (9% )

UVmax(CHCl3): 283.6 nm

XMHE: C: 51.85, H: 3.92, N:

4.38(2H,q,J=7.8Hz),
4.87(1H,d,J=13.6Hz),

[alp =+ 180.3° (c = 1.004%, CHClj3)

# %4 : C: 52.03, H: 3.82, N: 11.38, S: 8.68, F: 15. 43,

11.26, S: 8.82, F: 15.22

IR(E/cm'l): 3083, 3034, 2975, 1586, 1478, 1441, 1306, 1267,

£ 2
X-st B X Ge 5 &

20 (7)) FEEE d-E (A) |48 % % B (%)
7.560 0.141 11.6841 100
13.060 0.165 6.7733 44
15.160 0.141 5.8394 55
15.440 0.141 5.7342 84
20.040 0.165 4.4271 23
21.720 0.165 4.0883 89
22.560 0.141 3.9380 24
22.820 0.141 3.8937 24
24.080 0.165 3.6927 37
26.120 0.118 3.4088 32
28.680 0.165 3.1100 20

RUSEREBA PEBRRIZE (CNS)A4 #H& (210 x 297 %) 18 311488D1
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P oo 3 HOme 30 e 3 i o 9 33N

DR

A7
B7

B BN (V)

K3

(R) -2-[[[3-F £ -4-(2,2,2-Z R T A A )-2-Mk =g B ]F & ]
EHEmA]-IH- X ok 1.5 X4 H&E

2K H 1 KB B EEH (R) -2-[[[3-F %£-4-(2,2,2-

ZRCCAR)2-Mw B]F A]E A& A]-1H-X 3 =k £ (100
ER)ERCTEHEO0.15ZEH)Y > mAK(0.15EH) EA K
Bk BEREIBTHEIIB BEKELRNE S > N
XQEA)EK =K REBTHE ##HF (R)-2-[[[3-F
A-4-222-Z R A R)2- M A]F R4 8A)-1H-X
Tk & B 1.5K5%H096 F%)-

wH : 76.0-80.0 °C

N 2

X4k : C: 48.48, H: 4.32, N: 10.60, S: 8.09, F: 14.38,
0: 14.13 '

XRME: C: 48.52, H: 4.44, N: 10.49

AHGRREERA T BB RIRE (CNS)A4 MRAE (210297 2% ) 19 311488D1

Comod D ek i T ol ek ¢ (v B e 22 005 )
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H2 D PSR oD ou B HOme o e B i of 9% 3 i

A7
B7

& BEAWEE (20)

%k 3
X-8 4 4 8 S
200°) | FEEE | d-E(A) |BEBE%
6.680 0.165 13.2212 9
9.200 0.165 9.6046 21
9.960 0.141 8.8734 | 25
10.980 0.165 8.0513 42
213.380 0.141 6.6120 22
14.960 0.141 5.9170 63
15.680 0.165 | 5.6496 100
17.640 0.212 5.0237 34
19.760 0.212 4.4892 33
25.420 0,188 3.5010 23
29.800 0.188 2.9957 20
T 1

% R
#HE SD ARG RA(F# 78 £8 230% 250 )8 &

28 N FH K BENEHAERRHORAT - B & 23CHE
KT ¥R E LA % (xiphoid process) R H B L L% 0 &
b HE O REABHRANAB-RLERE WRRE
G R ERIEE SR BT B EA 1%8 % A E (10
EF)RBHE BEREANBRBSZERY » 10 0 484#% » &

BAXFTERGEAGEBRR Amilay B BE T4

ABRREBR ¥ AR E (CNS)A4 MAE (210 %297 2% ) 20 311488D1

.
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A7
B7

VEREARER (1)
%ﬁk&%ﬁ Beymo o ﬁiﬁaﬁﬁﬁ'ﬁ‘#ﬁiﬁ] F— 18 %

BXxEHkE(mn) E—BEBEXSRENELASLE
RESHGEEHE

R B 2 #AFeH (R) -2-[[[3-F £-4-(2,2,2-Z LT &
E)-2-Mpeg R]F A]Z s B A]-1H-X & =k = (R(+)-# & IR
ok )R N4 0.05M NaHCO, =z 0.5%F £ & # % (pH 9.5)
BRT  REBRHWAIOSHELORET(HERS 22
® Fr/iaofr) BEBEREHE 05 9BHY £ aCEHK
. Fo)REHIZ T a8 KX Steel Bt & -
B Rk 47 -

£ 4 |
a | =2 Bi&ﬁ ’{% ——— °o
*g“ v ﬁ]g(mglkg) :}Eﬁ(mm) W%‘J¢$(/)
e 1 - 10.9+ 1.9 -
- (R)-#r & Uk 4 & & -3 0.2+ 0.2% 98.0

LEBBE TR I B LT LA BERE (SR
BT 9EEY)
*p<0.01 (¥ = 4] 42 » Steel’s X &)

900

B ) 2

RO 2REFHRE)-METRAL(5S ERL)R B $ 44 1
BABHRHO)-HWEMALGC EA)IHNEAREKZBR T -
EOOCTHAEMMABEMVEIR(BRBRE) £ Y
RYREBREHR 2S5 EAZBESERGAESH 0.2 £ £/
EF)VRER RSB REGEOBREEZRRASA > ET 9 M

P T oD 5 H o o e 3 itk ol o 2 i

A2

AIKR DA ¢ BB RIEE (CNS)AL JIE (210 x 297 2% ) 2t I1488Dt

(omi i 2k o0 b B v B el 22 v )
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20 P T o 0 H o 3 P 3 gk o 98 5 i

A7
B7

A~ EERIREE (22 )
72 HPLC # # T 4o # * R(H)-#MM & R4: 42 E(H KL B L)

TaM AN EBRTERE  BR K 5T

HPLC 4 # & #
¥ A%k E& UV 275 nm
%3 : YMC Pro C18: 4.6 x 150 mm

BE8AE: K/AHB/=C EABEO63:37:1)F & wahsk

AEpHT7 A ey AR -
o‘ﬁ:i 1.0 ml/min
THEE 40C
HowE K10 ©l

£ 5 |
%%&ﬁ/”ifﬁz R(+)-#F & Tk =& 85 £ & &
% %7 1 % (gsgi%)
& & 18 xXBE 97.0
2 @ B & 93 8
4 8 B & 91.7
& EH 138 B & 70.8
2@ LE T 57.5

THRABLEOCTHRER(BREN) E4BHFHTH

FH2EABZLERBI% ALEETH 1IHEIHLE
B2ZAEHETAIBABE T08%R LA 2BHALBES57.7%

BULEREARG) BB AERLEANARRER R

BRELANEREF B -

AGRREBR ¥ IR E (CNS)A4 A& (210 297 2% )

311488D1

Wi i N B B )
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A7
B7

BB (B3 )

[ ¥ LA A H]

‘ AERAEETERBEORAEHER - E&IH 5

R REBEAR HalFEREAAREELFHRK:-
BAOMAHABEAR HEBLER-ZEHDAETHERLARE
o FABREHNELGEREFEERAERZIERE R &R
Moo O FOREBETFTH > AEFEAISBULEFARDERER
ZRUBEREFEALMA X ERHRFH AFAZEBL
HEHR B BEABBH Cnax RB AW AUC XE A% 4G ¥

BEAREMBEAFARAGSF L ARBHA  BRTRERMFERAY
MM ARHAARBLTAAR KA T B % REATHR
HEREZRER -

[ X J

2D PSR b B 1w o e B o 8 S

AESEREBA P Ri%E (CNS)A4 M4 (210x 297 2% ) 23 I11488D1

Com D 39 580 o0 i 17 v Bt e 1 005 )

e Tt ST
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?&ﬁ.,,"»

IR O 3 H mo o X ik of S

BS

W PXENME (FAZLH D (R)I2-[[3- F £-4-2,2,2-Z A2 AH)- 2w K] )
FA]ZFEA]-1H- R sk ko2 4 R

AR A KM — M FE e (R)-2-[[[3-F £-4-(2, 2, 2-
SRCRA)-2-M R A )F A )G ARBA]-TH-% %% 2 K
SHzEER RAARABRERKS RA -

AXEAHE (HPZ 44 © A CRYSTAL OF A HYDRATE OF (R)-2-[[[3-METHYL-4-
(2,2, 2-TRIFLUOROETHOXY ) ~2-PYRIDYL] METHYL | SULFINYL] - 1H-BENZIMIDAZOLE h)
A novel crystal of a hydrate of (R)-2-[[(3-methyl-4-(2,2,2-
trifluoroethoxy)-2-pyridinyllmethyl]sulfinyl]-1KE-
benzimidazole of the present invention is usefﬁi for én excellent

antiulcer agent.

RUGRR @M 7 RE TIZAE (CNS) A4 M4&8 (210 X 297 23)
. 2 311488D1
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5y st 3 B H 0 3 36 6 3

H3

A J i’\% 90111098 3% & #] & % % T
FHEAR @%i$” ﬁ“”“
(955@115 88)
1. —# (R) -2-[[[3-F £-4-(2,2,2-Z R T & % )-2-Mt = & ]
Rl A]-1H-Libokob oy 1.5 K0 ES -

2. W B EAHEEE 1 EZER BT X-HEHKESH
WG EEFEMEMA 13.22-9.60 8.87~ 8.05-
6.61~5.92~5.65~5.02~4.49~3.50 & 3.00 % (A)f B
B MEE -

3. w W HEANGEERE | A HE &

éiﬁr%iﬁ%'rii%-%‘E%\ﬁ’é‘iﬁﬁé‘NUD(#i’é%é@_

HIEFRR) BEKE MALT HE B - RBER B &
B BN ALCEERE AMHESFRELMHEF X5 R

HMEEFBLE R BIAaNBEEERANIRGLEE B EH £ -

T EE LA IR T RS LETE T REY E X Sk

FHBRAG R ERBSL RALE A RRHERE -

-

Ev &8 &M4GHARER

AR RE @A 7B R REE (CNS) A4 (210X 2972 %) 1 (FiE4) 311488D1
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