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TE LA

2(TI-2-5 & )-2- F -

j *‘\i AR LEE 7 27

o \/S)fiok z;mﬁ:m&a-?g-m& . oo
2-(4-R-FEARA)2-FTA-RBRANAILY K
TR CA2-BE U RBA-2-FA-A &
o A E XA T £ & X BK AT R # # : Troeger, Uhde., J.
Prakt. Chem. 1899, 59, 320-349 -
A 1.11 g(26.4 mmol) &, & 1t 42 £ K & % & w £ 3.47
g(13.2 mmol)2 2-F & sk B A -2-F A -/ & 2 & » THF/ %
o (/1> 50 mL)¥ 2 k¥ - W REEZTB T HHI8) 8 o

AR EE— %A K20 mL)# % B # % ADCM(2x15 mL)#%

Mo MEEKENKBFTALHBLEZEZAL M HCIK & & #

e Z2pH 2 4 84 K& ADCM(3%20 mL)¥ &R - # & & 4

ZAMERYPA B KKK » 8Na,SO& B BB - £ 8K

TRERER 153296 g22-Bo it 2-FA-B& -
WBE LR AR T 8
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%3
A FE# £ %% AR[%] | m/z[M+H']
O\ OH 2B mEBA-2-FA-& 258
2S¢
0 50% i3 64 [M+Na*+H"]
)\‘& OH 2-F K -2-(A W -2-5% B R )- 9 195,212
0™ 0o g % [M+H,0"]
o‘s"o i 1 7 B R
ROl 7 -3 M
3
2-B R RmEEA-2-F K-
® <:L.,s>§(°“ EARAEE2TEA .
00 0 8
>L_ s \OH 2-F A-2-2-FA-Ak-2-5 69 209,226
004 BB R)- Ak [M+H,0"]
)\ OH = 2
o"s~‘o 2-(Ak-2-rE BB R )- 7 B 29 181
0
3-F K -2-(Ake-2-m il -
OH
/L:LW TE 32 209
)(lL oH 2-(The-2-7a B A )-2-F A - 23 209, 226
' j & [M+H,0"]
\/Sa/lou 2-The a3k -2-F A-R g 89 198 [M+H,0"]

TRB4: SRN-GS-F=ZTE-BEL-3-K)2- BT A &
A-2-FA-m

B AESOCTRAEAEBA(l mL)EF2 )65 ik & 45100
mg(0.4 mmol)2-K Tl B K -2-F A -H & E 1t 4 48 B &
ARitY - BREALHEZEZBLERBRTRL B EZI TR &

7 e
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A R B ORIt W s BN DCM(0.5 mL) ¥ B % A £ 67
mg(0.48 mmol)3-BF X -5-F = THXE 24 BEINN-—_EFH A
LA mL> 0.48 mmol) »DCM(1 mL)¥ Z &% ¥ - %
REAZETHRFISIE 2B BEAS - BRERAY
i DCM(4 mL)# # B A 4 #v NaHCO; K & #%& (3 mL) %k #& -
A KB ENGLSO R BREARBTRESE - BRBAEY
BT RERENW(Z=AEy > B#E  DCM: 0-5%C & T &)
it > 214 mgZN-(5-F=THA-E-Eo-3-£)2-Ba k&

@ surovimam-
RIT FEAT I ZEOhRBLRE ®EH -
% % B
ERN-4-F=TE-E22-R)2- T B BA2-FA-H5 8
BE(R17TF 2 K #51)

(0] ~ N
NgF 4 Br><n/0\/___\ls\><n/0\/ \,S\><H/OH /,S\\><ﬂ/ YS
- oo g o o °© %% N:’/i

o—wn

+ (0]
a

4

@ uni:cirTRABALTE A®L S
.itn VA& A F £ & X Bk A i R 2 # . Faucher, A.-M. %
AN J. Med. Chem. 2004, 47, 19-21 ;

Binsiti, C. Eur. J. Med. Chem. Chim. Ther. 2001, 36, 809-
828 ;

Field, L. ; Clark, R.D. Org. Synth. 1958, 38, 62-64 ;
Troeger ; U., J. Prakt. Chem. 1899, 59, 320-349 -

# 2 (6.3 mL)Roa-% B T8 28 (2.9 mL)H m 25 g(49

123275.doc -26-
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mmol) ¥ 4% E B B W N DMF(50 mL)¥ 2 B2 ¥ - B R &
ES0CT ~ £RATHH#FI8)IH - BRELLSYWA L@
B5 (250 mL)# # - A # v NaHCO3 K % & (2x100 mL) » 2 M
HClK # & (50 mL) ~ B 4 (1x50 mL)#% # > E & Na,SO, %
B BIE O EREBTRE  5323.04 g22-Fhamit-2-
FRA-RBCE -

kb &M ALCMSHK 4 FTAEH > Bkt & #4448 'H-
NMR K # % % ¢ '"H NMR (360 MHz > £, 4 -d) & ppm 1.33

® (3 H, t, J=7.1 Hz), 1.66 (6 H, s), 3.06 (3 H, s), 4.28 (2 H,

q, .J=7.1 Hz) -
TR2: SR2-TRABA-2-TA-Am 8

2-F IR B AR -2-F A -8k — Bt FEA $ BR3P
wARHEE

# 270 mg(6.6 mmol) &

it 42 KA H m E 500
¥

3 ¥

mg(2.6 mmol)Z 2-F Jx sz 8 X -2-F A -& 8 ¢ & » THF/ %
(41> 5SmL)F2ZRY - BREEETBTFHHEIS)NE - %
RE#®—F A K20 mL)# % B # % A DCM(2x15 mL)#%
ko BBEKENAKSFPASBLBEERL M HCLK & % &
{tZpH 2 A& HE/RH(1/1» 3x20 mL)¥% &R & 4 X &
HESH ZARERS A B Kk > £NaySO, % % B 8
oo ERBTRERR 39413 mgz2-F st de £ -2-9
A-BE - bbb W AELCMSHESH TR EEE > B bbb &4 1%
B 'H-NMR % # % £ ¢

'H NMR (400 MHz, DMSO-ds) & ppm 1.49 (6 H, s), 3.08 (3

123275.doc -27-



200823199

H, s) o
T3 ARN-U-F=TEA-E4-2-K)2-F ok @A-2-F
A-R 8K

# b £80CTH Z#A&8AQ mL)R 22653 K %97
mg(0.6 mmol)2-F i sk M R -2-F A -H B Z /b B 48 B & &
it - RRBEBLAHNEZZLAEARER TR B EX L A&
;ﬁ °

R B R E M A DCMQ2 mL)¥ B % Aw £ 91 mg(0.6

® mmol)2-A KX -4-F = TAELANN-— E H K ¢ & 5 (0.13

mL)A»DCM(l mL)Y 2B & ¥ - B RBEALE T B FHHFEI8)
F o R E R4S % ADCM#A 2 > A 44 NaHCO; & & % (2
mL) ~ B K (2 mL)%R # > A& Na,SO,#% % - #E %8 KA

R R RBAEY  BEHEREENK(ZAIL o & EE

R > 0-20% L B T &5 )& — % 44t > 4% 2/ 116 mgx N-(4-
FEZTA-E4-2-5%)-2-F % A-2-FA-R 8%
& 17~ ﬁi&BqﬂﬁMdz%@MfM&ﬁkﬁﬁ?ﬁaﬁ%%°
® ¥ %&C

EBRN-S-F=Z=TEA-ZR2-3-%)2-FR2(AI-1-B% &
A)-AEBE(KRLITY Z K #10)

>§roa "
E <
\/\s N
o g
?' Na'

O

QO—n=0
14 \\
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THB1: ARl-AREREMND
Yo VB FE AT £ E SURK AT ol R B
Faucher, A.-M.% A > J. Med. Chem. 2004, 47, 19-21 o

Binsiti, C. Eur. J. Med. Chem. Chim. Ther. 2001, 36, 809-
828 -

Field, L. ; Clark, R.D. Org. Synth. 1958, 38, 62-64 -

#% 0.23 g(1.6 mmol)l- & % # 8 £ & m £ 0.26 g(3.2
mmol)NaHCO;3#2 0.4 g(3.2 mmol)Na,SO3# 4 (1.5 mL) % =

Q@ v HRBAESCTFmAILE - ARETHR S

B AW EREIFNBPBLEQCO L)Y LB ALK & &
Bl A8 - MIERERB FTRELENIGFO0.18 g 1-5F 1 & 52 &
sn B -
TH2: AR2-B-N-G-F=TEA-F-B4-3-%£)2-FX-5
& AR

o JE & A F £ F Bk AT i R 2 # : Katoh A.% A
Heterocycles 1999, 50, 299-308 o

B AEG60CT A Z= 5 8 £ (10 mL)&R #2853 & %5
g(30 mmol)2-2-2-FARBE/LAMBERAILY - B RE
R BLAERBRTHBRBEXITHREBR > AF 248K 28R
ity o

AL B R AL A R DCM(15 mL)¥ 2 & &M X & & & o
242 g(30 mmol)3-B A -5-% = T A E - o $152 mL(30
mmol)NN-— E 5 X Z A A DCMQ0 mL)¥ 2 &k F - 3
REEZ£ZRTHRHFIS)H - FRERASHA 4 F NaHCO;
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KERECXIS mL)R KA B LR 8 - B EHREE—F A
BREMK  &MgSO# % > BREALABRBR TEE - Bl
ARBDERIREALERN (ALY > BEEDCM > 0-20%
LB LB )&M) NIF 285 gx2-2A-N-(5-5=TH-E%
o -3-K)-2-FA-R A -

WAF LA AR AR T 8B

%4
® o T 4 #% A %[%] | m/z [M+H"]
H
N 2-1%-N-5-F =T HA-BBog-3-4)-
Br W ' 97 289/291
O Ny 2- ¥ 357 B A
H
B%Nm PRLFEANGERT w2 311313
O Nz F R)-5 8

H
Ne_ 2-38-N-(5-% = T £-2-F & -2H-
Bf>§f \N/>7< 51 302/304

O _N-y o 3 )-2- T K- M B
H
N S 2=
Br 1 2-582-F R N-(6-= £ F &-otboz-2-
0O N~ 7 311/313
E B)- 75 B AR
F7 F
Ne_ 2% N-G-B =T A-BBok-5-2)
o er W / = 68 289/291
O O 2-F K-AEhRE

PRI ABRN-G-F=ZTE-BB2-3-£)2-FHA-2-(F%-
1-5% 8 X )-% & &

o B & AT £ A& X kA R H
Faucher, A.-M.% A » J. Med. Chem. 2004, 47, 19-21 -

Troeger ; Uhde ; J. Prakt. Chem. 1899, 59, 320-349 -

Binsiti, C. Eur. J. Med. Chem. Chim. Ther. 2001, 36, 809-
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828 o
Field, L. ; Clark, R.D. Org. Synth. 1958, 38, 62-64 »

# 87 mg(0.71 mmol)l-FH )l LD AE B M B — K &K i E 160
mg(0.55 mmol)2-7& -N-(5-% = T X -8B 8« -3-4)-2-9 4 -
R EE B ANDMFG3 mL)Y 2B & ¥ o HAwabg (48 uL) B # &
B AESOCTHR#FHIS B - FRAHAL M HCLA & % (1
mL)E /bt B A LB 3x3 mL)¥X R - A 2HKREE

NaSO, . L BE - BBERERBRTFTRE - By T i g

}

® TREEBEM(ZAIL® > BE8H  ER - 0-20%C & ¢ )&
6> RiF 886 mgXN-(5-F5 =T KA-E-Bok-3-4)-2-F & -2-
(A b-1-mx 86 XK )-5 B RE -
ZIT~ FRCEFAIAZEBGRBLEES R EH -
¥ %D
ERN-5-B=ZTHA-BB2-3-%)2-FA-2-2-FA£-5 -
1- 7@ A )-AEBE(RITY Z K #52)

i H
‘ SH + Br /N\o —_— Y\SX(N =N,
(o} S 0 =~ 0

H
N
o} X,

TH1: ERN-GS-F=ZTEA-BRB2-3-%)RTAMA-2-
¥ A-/ 8RR

# 37 mg(0.65 mmol)KOHSR & # v £ 82 pL(1.31 mmol)2-
FER-1-BARBERLHEQC L)Y 2 E@BHERY B0 5w
190 mg(0.65 mmol)2-#% -N-(5-% = T A -E B ok-3-£)-2-9
A-ABBE(HFEB PH2FPAHARHE) BRERA Y M

123275.doc -31-



200823199

RETVABEETISIE - BFREAHFEZTE - BB B
(KBr)i@/E » 3t E R 815 mL)i#w % - B ERABRE F L
4 045 8160 mgZ N-(5-% = T A-E Bk -3-£)2-E T4
BA-2-F A-m 8RRk -

RAE S 2 A R AT B ORR

%5
A TEHE % 1% EE[%] m/z
[M+H"]
H N-G-# =T H-E-Bok-3-%)2-8 83 299
O Ny Tz% uLZES‘z"?g'ﬁ B Rz

5%“ N-G-F=TH-E-Bok-5-%)2-4-| 63 351
SO e s QrETTTIEE e

T2 ARN-G-B=THEX-BEEk 3-%)2-BE T A%
E-2-F K-7 8k

#%0.99 g(1.61 mmol)¥ & #i & £ 47 = % B (OXONE®)—

R M Ao £ 160 mg(0.54 mmol)N-(5-% = T £ - B & ok -3-
® A)2-ETABRA2-FA-BEBBEN=-B/K(5/1 2.5
mL)Y ZB&RF - BHEERFREFTETHMEISNE -
BEERBELSHEIA _BERGC mL)k#k - BERERE
TRGA BB A KZEE - ADCM(2x5 mL) % & Af 4% K &
R BB e XA MKERY A M F NaHCO; & & & (5
mL)~ BX(5 mL)Ah# > @Na,SO& B BB - BAERLAE
METRE KRR ZBDHESETREE *}’T(——;’Lﬂﬂ;ﬁ? BB
# : DCM > 0-10%Z 8 T & )44t > X 4% 2] 98 mgx N-(5-%
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ETA-BE52-3-K)2- B TABBA-2-FA-%8 % -
17T~ DY A EHGRELESF @ EH -

# & E

S RN-5-F=TEA-F-F~4-3-%)2-FX-2-(m & -% % -4-

AT RmEBA)REBE(GKLT K656

(o]
KOH
OAW AN, B>§],o\/_. gg(ov
o o) 3 o) j o)

H
><R/N N, >§(°” >§(°\/
O 0 DU - o//\\o

Bl AR RCES-(WR-%h-4-2 F &)8
Yo g & AT £ SUBK AT R B #
Watson, R.J. % A  Tetrahedron Lett. 2002, 43, 683-
685 o
A 1.27 g(11.2 mmol) & KR T & 4F % A £ 0.97 g(5.4
mmol)4-i2 ¥ A w H kg ¥ DMF(9.7 mL)¥Y Z 5% ¥ - # &
@ FAEETETFTHH3IIH - Hw®(100 mL)E # &R & &4
#1 M 48 F» NaHCO3; K & & (2x25 mL) & % & (25 mL) % #% - %
ABMBEENaSO K BRLEREBTRESE - KA E
BEREEMN (AL > BEE B 10%T 8 T 85 )4
b > 432081 gBi R T BES-(m & -%kwh-4-% F 4 )8 o
WRFUWEF A AR T AR T B E
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%6
PR 4% AR [%] [Mﬂ/}zm
o)
O/\ S/U\ iR T B S-(m9 -k H-4- % F H)ES 86 175
o
S
OO/ \l(])/ AR Eﬁs-(ﬂg iﬁ;%ﬂ"ﬁ] -4-_}1‘;) it 68 161

T2 AR2-FTARA2(WR-% B -4-RFAAR)A 8
. &

o A4 0.86 g(15.2 mmol) & A& b4y W 2 8 (78 mL > M & B £
ARRAT)FXBERSmEO8]L g(4.66 mmol)si & T B S-(mw
A-%wm-4-AFR)EF - BRELAZTET - A28 ATHH
0.5/ BF o # Z R Mm2.1 mL(14.1 mmol)a-72 & T & Z & > A
BREBHANF - BEBRAFAFABRLBERLERE T
REE o KRB EBENDCM(100 mL)¥ B A 48 v NaHCO,
K& % (50 mL) ~ B (50 mL)% # B £ Na,SO,% % - B &
BERBTRERER SO UYHBEBRHEFETREW (=4

@ by mEE: RKE020%C B LE) 55076 gz
FE2-(Wa-%Ss-4-XAFRBR)-FH# T8 -

RBFULERF SR RTF C &

&7
T E% 4 A % [%)] [Mﬁ’ﬁ+]
O [2-F £-2(m f-kh-4-% T
S
OOA 5 R R)-7 8 2 5 66 247

123275.doc -34-



200823199

; s % [0 m/z
‘O\ 2-F R 2-(19 fi-sk-d-
O 73 [
s>§or ~ (g msos 75 233
1-(m & -%h-4- K F X5
| o)
OAS B ETR TR 77 29
o) o)
THB3I: CAR2-FRA2-(WR- %S 4- AT RBHERA)AE
. B
B FT EAS P2 REH -
® A 4.1 g(6.6 mmol)¥ & &1 8 £ 47 = % B (OXONE®)— %

M £20.76 g(3.1 mmol)2-F K -2-(w £ -% % -4-2 F £ 5
A)ABCEN_BKR/K(1/1>10 mL)P 2 xR +P - B &
ERFREEBTHHING - OB RBESRLA
;%%Gmm%%°%ﬁﬁﬁﬁET%%uﬁ%ﬁ%%
B oo A5 R A Y ADCM(50 mL)&R K (5 mL)# 2 - 8 4
R 5 & B A4 A NaHCO3 K & &k /8 K (1/1)R 4 4 (20 mL)
ok B & NaSO.8 %% - BB B A REB FTRE > 452077 g
@ o vFi 2 (wa- kB 4ATRBBR)DEHCE -
MBI AF AR THEE

*8
ST EM 24% £ E[%] [Mn-ll-/:rl
§ Yo% [hnrmnea S| 0 |
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AN , 2 [0 m/z
2t E1 EEI%) | v

oS ] - | -
THB4: Em2-FR2-(WH- %D 4- AT RERBR)-F &
W R T EA FHEIFEREH -

# 228 mg(5.43 mmol) & A b 42 B K A& % & mw £ 769

mg(2.77 mmol)2-F X -2-(w R -%kh-4- A F Ik 86 X )-A &
ZEWTHF/AR(1/1> 10 mL)Y 2%k ¥ - B RELT BT
@ s BRBRAKRETRS - BEBWERN X
(10 mL)¥ B A T & (2x25 mL)#%k # K& N kB ¥ A 5
BEHEF*MHA1I MHCIK A8 ILEpH 2- #BHAXE R &
CEBEEXSOmML)XHRAEMAE AHE/RMH GBS0 mL)E R - &
AL AR ERNENaGSOLEALBRE - ARBTHER
R 452734 mgz2-F A -2-(w R -%h-4-K F e

A)-A & -
MBILERF A ARRT B
o *)9
z 2 % 10 ' m/z
o T & 2 3% A £[%] (M
OH 12-F % -2-(m & -9k -4-%
'¢S¢ .
cO/O\ >(ﬁor PR R)-7 100 251
? & vk vh -4- 52
O\s on (2T A2(wWB-skokAH 537

o) :OO ﬁﬁz%)-ﬁﬂéﬁ

1-(e9 -4~ F o5k 26

OH 80
(Q/\o"&‘o I TR 263
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THS: EAN-GC-F=ZTEA-Z84-3-%£)2-FX-2-(w &-
%o -4-R Finm s X)-R 8B
W R T EA S FBRAM AR B
FEAESOCTR B4 HA0.4 mL)Z I 1) 653 & ¥ 122
mg(0.49 mmol)2-F & -2-(m9 & -sk % -4-K T % dh £ )-5 &
FLHBBEBZIBEAILY BREAHNZEZBALARERTS
BB EXEHEA -
B A4 B B N DCM((Q2 mL)¥ B % i £ 63 mg(0.49
@ ol mA S EZTAEEARNN-R AR AR
(145 mL > 0.88 mmol) " DCM(Q2 mL)¥ Z & & ¥ - § R & A&
ERTHR#FINE - B RERZLASHADCMR2 mL)#% 2 8 A
£ Fo NaHCO3; R B R /B AR A H(1/1 > 2 mL)#k #% - B £ 4
B@&NaSOs3e 4k > BRERALAREBTRE - BRAEADES S
B (—RAL® - BBER  RKR > 0-20%2 8 T8 > B2
DCM > 0-20%C 8 T 85 )41t » X 45 2]41 mgz N-(5-% = T
BA-RRod-3-K)2-FA2-(WH-%Bh-4-AFRasmA)R
B B o
21T~ ZEEFY A ZEBARBEULBF D LEH -
% % F
EHRN-5-F=THE-BRB2-3-%)2-F % -2-(w & - % -4-
R RBABA)FEE(RLT X H74)
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H 9 H i
YD VTR
o =~ ) — 0 (o] (o] =

H
><n/N N
A =\
o” o 0]

THB1: AR R CES-[I-G-E=THRA-BER43-2n7
BE)-1-F -2 A8

# 157 mg(l.4 mmol)#i &K Z & 47 & i £ 200 mg(0.69

® mmol)2-/% -N-(5-% = T A -BE B o -3-%)-2-F £ -/ 8 § (&

HEB B2 A HHB)NDMFG3 mL)Y 2 &% ¢ - #
REEERTFTHRHBEIINE - BRERASHWA &S mL)#
BHM2 M HCIk & (5 mL)k #% - 4% A # B &£ Na,S0,%
B BIRBEAREBTRSE > #8151 mgz 4K ¢ 8 S-[1-
G-F=TEA-BRBA3-ARTFHEA)I-FA-24]8 -

MBI BF SRR T HR T K8

%10
/ 2 &= T0, m/z
o)
nL’R. & Ey‘ES-[l-(S- % = T;_.%-—,g\- "%
)L%or m k3R FBA)-TA-C A8 | O 285
NO)
/ﬁ’\ AR LEES-[1-(5- % = T £-2-F A-
?ﬁr W 2H-wtok-3- R FaaA)1-F4-2| 73 298
o K)Es

Ns . - =
S>§( T\Jy AR CEES{1-F K-15-= £, 7 -

0 o 2- B F AR )7 A 6 62 307
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ST 2% A % (%) [Mﬂ/;l+]

-5- AR FEEA)-1-F 6 A&

* H
/LLS>§]/N \O‘N B T & S-[1-(3- %.:_ K-E2
0 / . 62 285

T2 ERAN-G-F=ZTHEA-ZE82-3-2)2-FHA-2-(w £ -
Rl -2-AFRAARK)-H @

£ FER T HT70 mg(0.42 mmol)2-(3& ¥ £ )m & % % & 340
RL(1.05 mmol) Z 8 4% & & Q1% % T &8 ¥ )&% / £ 100

mg(035 mmOI) ML ’F{‘ /& gﬁfi S'[l‘(S'% =T _7%- =X “‘?‘2 “.éh 3- %B’E
® BEA)1I-FA-ZAIBENLEBEQCOL) Y2 5& P - BRE
mMBESOCEBFIS ) - BRERLAYERR FTRE LK
MM ERBERRH (=R > B&8H  Ew o 0-20%2
BB LB )&t > ML 4F 382 mgx N-(5-% = T A -8 & op -3-
A)-2-FR-2-(w K-k -2-AFRABA)H & B
WMIE LB A A R 5
%11
oF R 4 7% A %[%] m/z
. [M+H+]
H N-S-%5=TXA-B-Bok-3-| 71 327
oY DA |[Pr2Fs2m@asn
© O Nog AT AMA)BEGRE

TH3I: ERN-G-F=ZTE-B-E4-3-£)-2-FA-2-(m £ -
ok o -4- AT RS E)H SR

o A& ED S B2 R BB -

# 460 mg(0.75 mmol)¥ B 2 8 £, 47 = % # (OXONE®)—
R MR E 82 mg(0.25 mmol)N-(5-% = T £ -E =B ok -3-4)-
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2-FEA2-(ma-kd-2-AFEABA)-ABEHREN _BR/K
(/1> 4 mL)y2BRTY - HEERFRAEATETFTHEHEI]N
o WO LR HBBEHLR 2R mL)k#& - HER
ERBTREASHRAKREE - ADCM(2x5 mL) ¥ &\ A7 43
KER - BESHZARERY A M NaHCO; K & % (5
mL)~ BAKR(5 mL)%# > @Na,SO, % % LB - HE R A
BB TRSG HKAZBDBESERENH (=4l » B
# : DCM: 0-10%C B T & )41t » X4 85 mgz N-(5-%
ETEA-BB34-3-K)2-FA2-(mwa-%vdh-4-£ F s
*)-H A

Z17 FAFY Moz Eo G RBULRE R EH -
¥ %G
EBRN-5-F=TEA-B-F-3-%)2-F X -2-(w £ -% 4 -2-
AFRmEBE)-RBR(K17 ¥ #82)

i H N N
/U\8><n/N /N\o . O/\S><[( /N\O — O)/O\/’ < I :N\0
0 o 0 X
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HARZHARXBHRABRWHERBLAETHEEY - £ &
D FTHEXZBLZASGDHBAANBE P UBERER K
R AKK -

o B FACB2REAB ZEEARSHAETR D LB
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KA
ABRAZRAB RRBARAGORALB LA TH A &
MANEZFFTURERATHAEIMMBEZERRKRERS

(1) MR Hlodsn -~ XREELE - BHELE X WA
BB~ mAFREBESEFHF(ARDS) . 45 5% ~ B £ B ~
& & M E % MR (COPD) ~ %% (& B EE (R AR
XFERABEI)RREGE BRI AT LE B Er2
@ o irsmamEDE - R BEREEAL
M REBERE") WEREBRALEZE(AELEIHN - BHWH - 5
W B RN BB A B RN - WA - 2R A
%GB )
(i) RARREBEBRRRIWAFTBER ' HEB KX 2
BERR > AEBRAEAMMG X - ARRBRAREABEMN S
MR REMEMS X REREKES % Rl %
kAR RATHME R (M SR M X E K B
XK-BEX-FTHEX BEEMEE 2R 2B
/,?'Tiﬁv}%’@'Jﬁné\%fi?lﬁiﬁ’}é‘ﬁiﬁi«‘}i‘f"}%%‘)i
AR A& R K E 1% BF (Sjogren syndrome) ~ # ¥ B 55
(Still disease) ~ & @ # K % 4% # (Felty syndrome) ; & &
PR R EREALTBAERKER
(i) BHMER AR ZLBRERE > #ldo b
FERMEAKE  HESR &R HEH - LRriTeh
EXHEXIBHEMBRRE BREAL(ZTEBK): 0
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B BB RMEKRE REBAME X
(IV) £ & E K ' EHFMHL2FHKE - & H M S HK
X-~EHMHEHERARX - BHEKX - EAHAF ER
(Wegner granulomatosis) ~ E 4 L B & % ~ & Bk 3 4 =&
bt~ BEETHRGREH M4 m
(V) RER "Bl X - FEB: BEG 2E5 - BS
Vi) BA BB RERE AFMABDZE L > 4l 4
G BE X OBRB X
® (vii) B Bl AR ama il 4428 (5 5
FOFY BMAFEE)ZIAMRTR S REBEREBZANRR/
%1% MR B M AT X

(vili)) BB ER ‘Bl XHBRB - KB EBE - B KR
B X (L % B K% (Crohns disease)) > #HE MR L& B £ 5 §
XK OBREAL  ALBRE - - A¥BRETB X FREZER
%

(ix) EFREHFR "Bl ELBEFTRAMSGE N O
® BBEAF S OB TR NGBS FBBS XRBEMNS
B\ o
(x) BB @ BEHEABEX - DEHB X
XomX S RWELX S R&EB X F
£
(xi) F~ BRBENDEB N Z EH : 6 o F o8 ; B8
MAEXIBER RENEEMRE X - REE24F

£ AT E R

it B X & B

_&‘
B AR R R MR
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(xil) & ER  Hldo > AR LA REEIENZ K
KA SHMEBRILE S EHBEHE BB L 20 E
HBEG NG RAFR ALBIAIMLEBRER(AEEE
P R~ BT 2k iﬁ%ﬁl&fé(Alzheimer's disease) ; M 4 & K
# (Parkinson's disease) & B & K /&% (Creutzfeldt-Jacob
disease) ; ¥ # # K # %% 7% (Huntington's chorea) - & %
K % (Pick's disease) ; S H W & T E B ) > & % A &/ 2
(ERZEREMBAIRAEBEASAERSE - R 2R

@ cusk(eEHIVAR EMBIRE AFE AR
#f (Guillain-Barre syndrome); EHR M EH -~ P AR 4 #
BRAZENE GBS
(xill]) R B " B RARBEZE LR ET L BARBREHRE 0 A
BEMELDRED E
(xiv) BB ERK ' AR AKC @Bt ahn s EF4K5E
(Hodgkin's disease) ~ B M #H BB HE N ¥ BB 5 # e
MBS EREMEBE ALBERE
(Xv) Ao kB Ayl B > Wik %BERIEBR;
FHRE T HF L% 2 &M F KB £ (Thyroiditis de
Quervain) ; # & ¥ 4k B X (Hashimoto thyroiditis); & &

% K 7% (Morbus Basedow); M ¥ B M F %M X % &8

TR ARE 5 R #F X K& (Graves disease) ; I# 4 &

mREBEFRBEBAER)

(xvi) BFREBXBHEHRABEDIRE £ E B

(xvil) RERALKE  PloMERHKL -  BRBHA SR
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25 M X E R B E 1% 2 (SIRS) ;
(xviil) @R B > Fw T KR - BB AEAR - FH4ALE
RS GRERERR MAERRE BREELEAR BG - =
XA ER -BG FHEXRTTEYE - KB
(xix) WA R > HFo AR T ERAAMNB AR B H
FER SRR HAEHEES  MEEBRE BF&
RN CERRERE AR S FHER ABEBRAE
(IBS) kB G HFALRR ~ FHMAE ~ sk h
@ ) wmmEs HeTEA - FEBERBEHE 8
LRIWER BEARREFERYE  HEBE - BLANE
Bk EEBAIDS Mz ERERE - BEIG - A
RESGHEEHRER - FFRLESFBZRARE - 0K
R R BRZHER  EHMUBEERBEBZEHE - FRALR
B FTRIVELAHKRBE - FTHELER - ARABE - RER
ok - AEVBRMALERHSEETZIRE - $H MR
B AAERMR - MM ARERR - e EBE NS
ZHREBHEBER
(xxi) B AT REFERAXNT R EAM B X 4/
REEXHEAR  FPHS X BRAMEMS X - RER
BRACMEEBREX -RBRR S4B X - MHBEERBOLA
BH - MABERBR) - LRE - FHEX - F242H
BRX-FEX-REAEMNGEE 4L ERBHE X NAF
BER MABEERRE RERARELS IR LBLEHA
AR MK -BRBARBMBZIERE TR - ARAR R
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R FERE R 8~ REHR - 25 MHamRB
(xxil) B H WA TREFEIXAXTEB AN S Z B A
AR ' HEaphtahnr EF4K% - EXKEE
HRERNFER HEAB FHELEBE ALBBRRERD
(xxiil) A H > oo B EMHARB - 4 R £ 3T k 2 16 &
B RRVAR - BAFARARBZHERE - #ARE (L
B HERRAEERR);
(xxiv) R S HERKERBK > AL LT KRS KR
@ kAR T ARARMAR  BRBEEL - B
BERG - AW CHRRES - SNUEE - FZH -~ 58
BMRZETHEG BEARIBLEEERAEAREN - B
e M AR B EIBANMIERZSE S BABE - F
X - BRCRAPBARG - BEXRFTH AWM G
MR - B KRE R B MK B RR 0 e MR B
hERE - -BARRETERYE BEARERBBE RS
HAREEXBHB IR LT HRALERELERD ®EE R
(Bl B BBE ~ 5 RE - ROAREHB B RES R
T E LALLM K-
AHBAREECHE ' BRAE BRERKILWoRoEE
BB RIZRAEBRE) BE - NboE - FEHREE -
REAMFIREBRABEHRBEZGHE - BARE - 3B~ &
BERRE FRENBEGHER G - A ALEE ~ § 8
BT EAG  -BEG VRXBERFHALEE AKX
18 B WX R 12 B o
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REBRANPABRER)  BECSHUTERAKREL LA
Ry S RGEDEEROY  CEFIALEHY BEH
MRBUE Y -

HRERLEZRBRRERAKRMET > ABRAILA I EEA
BEE-—REEL2IFRESZH 4001 mgZ: 4100 mgx
FEN O BEASLAFHEEHEZE 0.1 mg: 420 mgz
BERN - -RAAMT  BRNREEZRELTONFAEMET > A
ALY IHETHEBDAEHE 0.7 mgZE 47000 mg >

® BEEHEHT.0 mgZE 41400 mgo F 2 H B ¥ B T kT
FHRHREZIBLAEETRELEZTRERX - THAH T —
REBEHEIZO6R -

K S

ZELCEDNTHARTILA D —RANALHE

I B B4 X % (NSAID) > & #£ COX-2#p #l & » # % &
B # £ % (M | % % (alminoprofen) -~ % <& % 3%
(benoxaprofen) ~ A £ B (bucloxic acid) - F % %
(carprofen) -~ 3 # 3 (fenhufen) - Jk 3 % 3+ (fenoprofen) -
R - S (flurbiprofen) > M % % (ibuprofen) - 3| =% & %
(indoprofen) ~ & % % (ketoprofen) - =k /% 3 (miroprofen) -

# & 4 (naproxen) - “2 & % (oxaprozin) ~ % & X%

(pirprofen) ~ & # % % (pranoprofen) » 4% % 3 (suprofen) -

"k /% 7 8 (tiaprofenic acid) & #i & % 3 (tioxaprofen)) - 7 &

#7 &£ # (73] % % ¥ (indomethacin) + T & % ¥ (acemetacin) »

FT # % # (alclofenac) - #3 £ 2 # (clidanac) ~ % £ % &
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(diclofenac) ~ % # # (fenclofenac) - 3+ % % # (fenclozic
acid) ~ % # ® (fentiazac) ~ vk B 3+ & (furofenac) - & T %
B (ibufenac) ~ ## % 5 # (isoxepac) - B % & & (oxpinac) -
4F M B (sulindac) - & ¥ # (tiopinac) ~ #& % T (tolmetin) -
% % % ¥ (zidometacin) & 4% % # (zomepirac)) ~ 3¢ #F &%
(fenamic acid)#7 £ # (F £ % #F 8 (meclofenamic acid) ~ ¥
% #F % (mefenamic acid) & & % #F & (tolfenamic acid)) ~ #
RK-#BBEATEY - & & B (oxicams)(## % 4% & (isoxicam) ~ £
% & B (meloxicam) -~ w#t B & & (pirokicam) S 4 S5 R B
(sudoxicam) & # # & B (tenoxican)) ~ K% & B % (T & K
% B >~ W R A& B . € (sulfasalazine)) & b o & %7
(pyrazolones)(FT % & AR (apazone) ~ ¥ 9 #£ (bezpiperylon) »
JF % #r 87 (feprazone) ~ ¥ 3k & £ (mofebutazone) - & # =
(oxyphenbutazone) - X & T £ & (phenylbutazone)) :t & #
& # (coxibs)( ® R # # (celecoxib) ~ & # # %
(valecoXID)

s

B J % H# (rofecoxib) B 4k & # #
(etoricoxib)) ;

% R Bl % R AR K B 0 % 4 9B 9k (morphine) ~ & & 3
(propoxyphene ; Darvon) - d# & % (tramadol) ~ T & % =
(buprenorphin) ;

59 38 8 FA BF B 0 ¥ 4 58 & F (carbamazepine) - £ & 4
(mexiletine) ~ # ¥ = 9 (lamotrigine) -~ % 3 B %
(pregabaline) ~ 4 T % (tectin) ~ NW-1029 - CGX-1002 ;

N& 45 8 7 18 i /A 87 % > 3% & & # 3 K (Ziconotide) »
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NMED-160 -~ SPI-860 ;

fom FAREETHF LERFARAESR > ¥ 4 SR-57746 ~
B % T (paroxetine) -~ & % ®& JT (duloxetine) -~ 7 # &
(clonidine) ~ FT 3K # 4k (amitriptyline) - % &k & #§ (citalopram) ;

K % %8 B B > ¥ 4o 4% 46k & (betamethasone) ~ # 3 4
(budesonide) ~ T & 4 (cortisone) ~ . E kX #H»
(dexamethasone) » & 4t 7T & # (hydrocortisone) -~ ¥ # & #&
(methylprednisolone) - # R # (prednisolone) - # R #

(prednisone) & #h % & # (triamcinolone) ;

g

e m & HlL £ B # R B > # o &% X B &

(bromopheniramine) + £ X # # (chlorpheniramine) - #

N

el

4

3 % # (dexchlorpheniramine) - # # #| =2 (triprolidine) ~

N

el

& #7 7T (clemastine) ~ X /& ¥ 9 (diphenhydramine) - = %

# (diphenylpyraline) ~ d =t #F #% (tripelennamine) - 3

(hydroxyzine) ~ ¥ = % (methdiazine) - & &

)

(promethazine) ~ F #| & & (trimeprazine) -~ F # 4

£ A

(azatadine) ~ %E & 9% (cyproheptadine) -~ % b =&

(antazoline) -~ 3k B #F # (pheniramine) -~ =t #

B

(pyrilamine) ~ F 3 =k o (astemizole) ~ 4% JE #F

&

(terfenadine) ~ # & 4# =& (loratadine) ~ & # #

G)
;%'.
7

(cetirizine) ~ 3 £ % # & (desloratadine) ~ 3k & 3k #F

s

(fexofenadine) & £ & # #] % (levocetirizine) ;
B BEH2X B LA > ¥ ®ekH T (cimetidine) ~ 3k
¥ & T (famotidine) & & & # T (ranitidine) ;
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B FR¥H B > ¥4 B E R & (omeprazole) ~ % % h o
(pantoprazole) & 3% % % 31 ¢ (esomeprazole) ;

B ZHERB RS- mAHBIPH B > Fok &3
4% (zafirlukast) ~ % & 3 % (montelukast) ~ % 4 3 #
(pranlukast) & 3% 9 i@ (zileuton) ;

B 3 R BF OBl 0 ¥ & & R % (ambroxol) ~ # % £ B
(lidocaine) ;

VR1 42 3 & & # 4 # ° # 4 NGX-4010 ~ WL-1002 -

. ALGRX-4975 ~ WL-10001 - AMG-517 ; .

ok B L BROME dr % B AR K B > ¥ 4o ABT-202 - A-
366833 ~ ABT-594 ; BTG-102 -~ A-85380 ~ CGX1204 ;

P2X3 % #8 3 41 Bl > # 4 A-317491 -~ ISIS-13920 - AZD-
9056 ;

NGF & % & & # 4L & » # 4 RI-724 -~ RI-1024 - AMG-
819 ~ AMG-403 -~ PPH 207 ;

NKI1 & NK2 4 4t & > # 4 DA-5018 -~ R-116301 ; CP-
728663 ~ ZD-2249 ;

NMDA # 4t # > # 4 NER-MD-11 - CNS-5161 -~ EAA-
090 ~ AZ-756 -~ CNP-3381 ;

67 i@ 8 A 4E Al 0 ¥ 4 CL-888 ~ ICA-69673 -~ 3 % A %
(retigabine) ;

GABAZR ¥ & » 3% %o 38 £ ) B (lacosamide) ;

o hF FAERETHE LR FLRAZA > %o SR-57746 - 4
BHIT - BBEIT TR -FRAHHK - BREH - A
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¥ % B (flibanserin) ; &
1R SE R % (4 4F 5 ¢ 38 (sumatriptan) ~ 4% % & 38
(zolmitriptan) ~ #F Jx d 38 (naratriptan) ~ & & & 3=
(eletriptan))x 4 & -
—RBBRERBBELY
EARAILADRAEEERE AR FERBEmiy
ZHARE SFAEVTHABERKFFREOZIER R
REBLECLARAIED —HitdHh - AL AZILEHF
® T’Tﬁﬁ'ﬁiﬁ%'fi’ﬁ"}éﬂé\ﬁ%’%’%igﬁ’}?d?i“é'fz’&#i%x‘aﬁké\%
TREE - EXETRATREGALZE R AP
B O RUEHEBIBEBERISRAER - B2 404558 -
REBBRERBMAER - REAZLA D TH LbE AR
RBAABRAZHALEIMDEBRAER > FTAFLEL &
BERMAWMAER - —f&mET > KEHAZILASHRMEU
ERABMERBEAKEIRA
BoRRL  UBMAMIEHRHA -

-

mBALE MHB & RE4H

ABRAZMCAD THRAENMEORTZIE R @A R B F
A - RGN BE 2B L0 Y B EFHLE R
b Bl o TUE R FER - RED R RE B AN W
N(Hoost @ - 28 - LE BHREBERBRABRB & -
B~ FR -BERIAFHXRBUB X)) 842 @R
MERAEABNSIEQMEHLY > &0 - BHEPI o ET) -
BRFEH AP B F BRBEREHEBHHLE - BR
BoMBERABETPLBERBLRBEARRE AR
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BlzAfRAbed  BANTOEHEBERH - BEH -
REEEHER  BHARELEL REERLLTH
XRZBABE BRERA B AR LB AN S HERE YR 2
BROACYXI TR CARTLBRB AN KL o BATHRIN
B %o B LA F X BK ¥ 5% ! Remington: The Science and
Practice of Pharmacy > % 20 Jk > A. Gennaro ( % ),
Lippincott Williams & Wilkins, 2000 ; Handbook of
Pharmaceutical Additives, Michael & Irene Ash ( %4 ),
‘ Gower, 1995 ; Handbook of Pharmaceutical Excipients,

A.H. Kibbe (% ), American Pharmaceutical Ass'n, 2000 ;
H.C. Ansel & N.G. Popovish, Pharmaceutical Dosage Forms
and Drug Delivery Systems > % 5p& * Lea® Febiger, 1990 ;
EXRAEXF AT XABARI T > BB LR
g o

Eh R BULARMTEAH > ANBERBERERY P2 A
HALSCHHIBAREREA AR AR EZAE =
FH(B o KRER)SHE R -

BREBR(FTI)REXBRZabhasr o

AABRE(BYXARRBATBEAB R LT E2)T 44 A% H 2
feet  RAB  REABHAE (oA B a
B HB)T &sZitsddy -

ﬁ%%@%&%z%%@%%@%i%%&%%z&%
KRB - B ’é’?%?’m | RTHBPHET ~ILANREN
EHTABRE  EREAHBKRAAFABE - Tz g 8 %59
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B BEATEHBAAB K BB BEHBK - HHKE
RRLWARM T Lo AT ERSRANALY r A BT Y
AASBELADRERIBX - Bb > TEHELRBED
TUNEFHFEBITELIHBHREHN(L#£1,3-T =
B2 ~ K ~ A & K& & (Ringer's solution) ~ % 3k & 1t 49 &
R A ERFERBBR (oAb AN ES hEs R —HbEs) B
MB(EAdBR)RBEUNTZEATEH AR EFRZ
HARM  -ZETEHNBEARDAEREE X 5 #H B %
@ rmamsn RECLHMAWR - TEiELHE
TAHF01ES5% wwz KB HILY
BREORAZECA D 2BREDAEB £ - 528 -
AE - BB ABRRE HNBRBoOKRE S AFRBEALLY
ZERBLITIERXZIOAODBEESHAETETER RN H
(%@%%&zﬁ§%ﬁ~ﬁ%\%%‘ﬁ%&&ﬁ%~
RIEBRG - BHMN - B BeiTRTEY - 5HEHB
HE - R BERBRE AR THABERBURY B
WA - Wb AR A REBBREEARY T AR
TRERIENH DS EANLEF R BT ELEZFIHE AR
Yo ZERFAOEELRARY AN B ZpHE LA B R 2
PHE R MEER | BB EXEEBHEa4: AN BRI ZY
EHMEFRENE T BIAABERBENBRIE DR
REBRFMEY B B P EBRK -
BHhBEORELEDZRBEPOELR ~ BAR &
B RBREFR CBEERBRE ZEBEPAFAERB (R
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K~BR-ERBAER - b CERBMRKE)T 4
FERER LD NFTAEAEBAINIER > %o BHE
B~ FLACEH ~ BFER - MR B - ARB A EAE -

ZELeHZARBBCERFT - HE - LF - kB -
B~ BB - BREFER - RAE - RFT - BB R
FH - ZAABRBRAZE  BTA4FBEZ T hhM
Bl EobB BEE  REEHNBEZEH > RAKFRAF
BAZHER R KBLELEMNL > A RETAE B

@ s ssEw AEVLHBETE A
EREAEZHFRAER -  REABKXZE - RE AR F T
TAEARMERZ B LORE oA FTRREFTATRNAA
NAMZLERHE FERATAE AR ZIHI%EE
#98% > R P BEMLFARSZ S E 4H80% -

TITRERBE BREERBZEZEAA-HTUAEDE
BEXEZERAEGBBARFHEIEE B2 B HEABAR
B HNUNBERBRRELZ R IHBARER T  AXBELES
FHE O BERBEIARAALE Y DEME MY - B
ZERBANRAFERECEHLRXERFAABRRRE/IX» X
MEEBRXRIPBNREMFTFZIARABTRAILS D - FHRILA Y
ZRERBEAYINESSY% B4 BHH3%EL15% -

HNBARERN T AR AZLAHTHBEBUEAE B
HHEZIHA - BRTABRERNZIRATEZRE > K&
AR EEEE R (H = F ke ¥k~ =

5
AWALK WARAIK - tAAR At ALl d

i
0
pill
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ARAE)M A WMEBEORXRFLERRE - 2ETEALT > &K
BAFZREELATHORMABELSH E2EYHAAR
UERMAFHEFERRASMDDARXNT B 4 B T #
TABRBARAERZILAY - AEBRAE - FESXRERE
EEMNAWNBEHB IS4, > #loPCTR B AH L% WO
97/126873x (L £ A L B 6> # % % A RESPIMAT®§ £ % =
K H); WO 94/07607 ; WO 97/12683 ; & WO 97/20590 »
THRESLFZENHME BE 2 2HMERLEXI A F X4
® L ixv-
BEBRETERERBERLBAER > L% %5 B 1A
ERE T LAYV HEBRBEBREAERER R ERE B (2 &
BERi >~ TThE - HRtAB >~ it d - 285 FE2

0|

RLC_BREVDIAB LB ZEHEBRERBEUS)R S -
EHALEY —BAHABEAHEH005EZ10E B %L R Eab
FexnAEaty-o

AL AERAOEDY > ABEAZLADWGATES
ZHRBEIARVEAR RABES D TIELRABED
TOMARBABRAEBETARALBEATRESY ) AL EAYHE
%%%°ﬁ%ﬁﬁ%%ﬁ%ﬂ%ﬁﬁ%’ﬁ@%’ﬂﬁ&
BAZAZILE Y —RARRERBHE ALY > Bl 0T 4
FOOSEEZNEISEE%ERLA D I 488 - % %288 %
BMAUBCERREAALBIAES - H48 - BEFA - Bm
Bl FHEEH -  BRERER  BRUBRZEH - &%
HoBaABBRN - AR - RABHE(Z o 8 H# %B-4
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)

EFRM%RB - RARARB(HFLTRMB/B - T 28
'ﬁ%%%@%ﬁﬁgﬁﬁi\ﬁa;ﬁ\ﬁ&ﬁm%o

R B e
Bedn - it R B - B AERBE
£ Rs -

i 2

LB AR M - RS B4 -

=B

XF &84T
¥ RS % 5
B RBEMY -

PFLTEXZIRBRABRHEECE R LA E Sl &

A e

BEEERYZEH

A5 )
o B4 Bl 2 & (mg)

EWME 100
L 140
IR B 240
B T eg o BR 15
AR RS Bk 4% 5

3 500

KB ZEREME -~ LBER— % FE KB

R AW Eﬁf?\ ’

%4 B

R+ = & &l -
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F AR B OR BB R AR BS B 4%
t/o\/ﬁ'- ﬁ°5§'/tb/\#hff§%b(%ﬁi

B.4z &
bR H 4z B2 ¥ (mg)

EHME 80
LB 55
E KRB 190
R T oL g g &R 15
A2 RE BE 4% 2
PR MR E 35
# F AR 23

4t 400
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R BEXETHEME - — B ERBH > LB HESsSE

FRARLUH LB RZEAEAL —R > BRLAMGE > EHE
EABBAK-—BRMIABELBAR  BRLLBRLHS - F
MBEFREBOVMNRARBEEBRELLS  LBERAMWEBE AW
B A g R T s H o
C.eL R4 B
am F4x B2 & (mg)
EWME 5
SLAE 30
R 41.5
R Tk o R 3
AP RS B 4% 0.5
4@zt 90

HEENE S ZRBH - ABRRLHE UL AL DR
CERAKAM BARAREXEFB-EA I mmE &2 68
EHASCTTHRABZ B BBRE —GHE  EHBESR
EBRAR  EREATEERAEAOmMmEE 2 W& H K
S HEHLAERZIREFBOUN LT EEURAALY
BERBENERZIER - BARERITARERABM A -

DA%
am 5B &2 ¥(mg)
EWME 50
EK Bk 268.5
AR RE Bk 4 1.5
4 320
HEEDEEEITRBHRRASCELAKREN - BERGEH» A
R BEBRR G BAERBERERLLS - Bl izas

MBBANRT B2 B AR
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E.RZ8EER
Ay BEREZE
EWME 50 mg
#ALsn 50 mg
A5 A K 5 mL

HE Y KB APHT LR % N APH SSEG6.5TF &
BNkt AAMmAAMRELRERE - HHAESZE
REBRBELRERELBAGCHETBAZE T X8

ARAEBEEH - RHAHS mgs 25 mg&k S0 mgiE e 4
’:féj' o
® F.2 ]
ahy ERAZ ¥ (mg)
EMEME >0
B2 s 160
s 1700

AARBEIER - EA0OCTHREMBE ZENRY

73’(‘%‘1’ R A GP_§.3SC.E.¢E)\‘ZS—.$)§J%I[

K38 5 #

4P Z A Bl

A ¥ o
Gt ERER
am b A
‘ ENME 0.005
Bk L BL4E BE = o B B 0.1
BERAZATRA-_A-ATR WRZEI00Z &
(2:3)

R zMHBEREFRBAT O ZAEBNEZ b o 8 444
FREFEBSRS0 plB gk - 2F5& AT 8 = B &
(#l%00.02F E%)ZFHHY -

H.A A BAZ # B
|t A
ENYE 1.0 mg
FLAEE KO MAE2SmgZ &
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LARBAZ 3 H
o p A
EWME 2.0mg
LR KA HWRE25mgz &
J. AR Z B
aty ;3
EME 1.0 mg
LEEXSY HRESmgz &
K. A A BAZ #4H8)]
. am b A
MY 2.0 mg
SURE KO HRESmgZ &

ETHH-T-JERKY > ARNBAZHB AR ERF X -
oK BEINRARASALE—R®HEH o

123275.doc -121-



200823199

B PXEAFR:
ABABFRX()LLASY

ABERAZILSMEASZCB2S B E ACB2% 8 2 4T % # -
HABXRSGRAE > BTAREEXE - oo AR
MB AW TTRDERRER -

CEXBEARE

Compounds of formula (I)
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are disclosed. Compounds according to the invention bind to and are agonists, antagonists or
inverse agonists of the CB2 receptor, and are useful for treating inflammation. Those

‘ compounds which are agonists are additionally useful for treating pain.
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