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IV BRI U R SR A YR R LR A Y B A KRB Rk A g
5K 77 703k B SEACANRT AL B — BB RS2 R, Jinid 2 pP ik B IR £h 2% v R AN B
BREL G i JF H b ik L S pHN4 . 5575,

69 RN ZER6SFIR I AL 540, Ho b Bk Al S Wi A5 — Bhml 2 FBi FE 77, Tk B
JEE 7R3 1 2R LA BT BRI TR R PR R AR BR PR K o

70 ARYEBUR R FIR L5540 , Fovb Pk 4L 5 i A5 — Fie 2 R4, I 3¢
I BT R TP R A YR PR LR Y s A K — R E S Rk AT g
5K 77U 3% B AN AT AL B — BhE 2 SR R, BIrd G2 b3 B B IR £h 4 o R R
Wb gz il F AP Prid L S pHo4 . 5575,

T1 AR ZSRTO TR AL 54, Horh Pk 415 Wi A 85— R 2 Rl 1) P i Bl
JRiFRII%e B R SL S ST S IR T R R R R BR P K

T2 ARYE BRI E R FrIR (A4, Forh Frid 4L 5 W03 3% — e R B 40, Firidh 8¢
IV BHIS IO U R R R A YR R L R A s A K — R B Rk A Birid
5K 7 038 B R R s AR RS R R I 2 b R e B R IR R % R R R
Rt IF B Irid H SR pH A4 . 5275,

T3 ARYEBURE R T2 IR (LA, e v iR 4L 5 03 05— Pheic 2 i JE 51, i i By
JEE 7R3 B PR LA BT BRI TR R IR R AR BR PR K o
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A-FE IH-11B-17-21-=F5-3,20- _EifTE I AE S
MERAFE

[0001]  AHICHIIH %R
[0002]  AHIFEER2011411 H11H 3238 K0 L E m i HG 251 '561/558, 775 73 , H A
T2 LA 51 7 20 DL H AR I AN A S

ARt

[0003]  AREAVS AL & 4-27 M (pregenen)—118-17-21- =% -3, 20- AT EDHI 2 W)
HEW, VAR ENWERZIY)AE N R Rz 2 A (GR) AT/ BEh B JFTis 2 52 44 (MR) 1 3 5 77
1) FH I o A9 R B R 0 S0k B4k S WA E AN I 25 A &9 LA YVR TT 5 08 B s 32 44 (GR)
/B ER Bz U2 24K (MR) A S R HE B 550 1) FH 3

[0004] HHY &

[0005]  # iz gz (GC) BN HIMR 7 — K RWAY, ] FTRIT 2 Pl 5 piE , A
FEHR Y R F i1, T O HR , 1 &0 R 28, A0 100 R i Bk L 2 , 2 B AR M, 5 PR MR AT 199 i A, 5 ol
TR A BB, ARG JE , 16 25 BRI ER 45 i L A S L FIHR BRATBLAG 28 PEIRIE , 1 i e &5
JEE %, IR 2B s s, - IRLAE L G 5 2%, 00 DX B8l 25, MG AR i D) BB B A (MGD) , ¥ 2 IR B 2%
ORI E TR A B 28, WM A, BEIRAR R, IR PRI G A I K (selected infective
conjunctivitis), T HRSTECGAEIE L AE N I BOE (B2 A ) AR T
[0006] &4 GCEBNHITIZ (B, BE B k244 (fluocinolone acetonide) ) 3728 FHFR
)R o AR 7 ) A P A e R R 5 L AT BB A FH s K it /N 2 X R BEL 77 38 K 7 A 1 GCI
B3R5 T (1)U HBEL 77 AR i 1 e R RE PR AL AN 2 TR 4

[0007]  IE[R At , AR A 55 A S EER A K E A & AR 8 GCAZ AR I
SRS HUFNE PR RIGCYE Y , AR A e Rk

EARHRE

[0008] L& KI—4HA-ZE45-118-17-21-=F% -3, 20— B RT A Y1E N A ORI P 4
2 SR S A (GR) A/ Bk 2 T 2 32 44 (MR ) 1) 38 o BRI , A SC Rk 104k & ] 3697
% P50 R R B2 AR (GR) SZARBIER 17 T 2R 3244 (MR) 1 18 45 A SR IR i o A SCRT A
(=T 0 1| S N P T/ 231 Bt I =151 N5 1 75 € | INY S T e I @3Bk R
SR

[0009] A BH Fen] T yRI7 —Phak 2 FPR SRR 0 & 4- 22§ 0 -11B-17-21 - =% -
3, 20~ ERAT A M G B A FF T IRYT — FhECE PRIR ERTRE I 775 A A SRk
(A AR /B AR T 0 HR o i ELFR MR P v, T DR HIR , 6 &0 S 98, PRI s e ik L 2
BEBEAR R FR 9 MR AT X s AR, 2 o S B B K, AT 280 , WG & R RHBR 485 i L A
RTHR BR BT B 28 PEIRRE » 1 i Bk 465 2 0%, MR 20 BERE ot , T HIR S I 5 28, A0 IR I 5t 5, G2
BRME D BRI AS (MGD) , 6 J2 s DR AR I 28, T IR IR0 PR A I 98, WM 98, R AR 98, 1 R I e 1tk
SEIEA , T2 RS B s N I BIORE B A ) A A A
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[0010] AR AHWE K IGTT S5M N R 52 A (GR) B2 AR/ B Eh B s 2 524k (MR) 1 5 A
KVRE 77 7%, G G T A EN A &4-22 8 - 118-17-21-=F£-3, 20- i fi7
VIR A MR YR AR IR (0 A6 A P IR I B A 8 1R 2 v i A3 S 9 20, 723897 S8 BB B2 o
W BER R I 2% S A R YRk PR 9 R i ) N R 1) Oz o

[0011]  FE—ANJ7IH, AN K BRI IE B SR I A A 9 4-22 8 - 11B-17-21-=%-3, 20~
TR AN 2 A -

[0012] %1




i BA

3/15 i

CN 104185472 B
[0013]
] TUPAC % #k
1 FE

(8S,9S,10R,118,138,148,17R)-
17-CBEBR B -11-4235-10,13-
SR 3-8UK
-2,3,6,7,8,9,10,11,12,13,14,15,
16,17-+v9 £.-1H- %r&%[a]#
-17-35 88

T B

(88,95,10R,118,138,14S,17R)-

17- LB B 3k -11-%2 #.-10,13-
= ¥ X 3 A K
2,3,6,7,8,9,10,11,12,13,14,15,
16,17-+v9 £,-1H-5F 5,9 [a] 3¢
-17-35 78

ESFii
(8S,98,10R,118,138,148,17R)-
17- LB R -11-7234-10,13-
T A3-EAK
-2,3,6,7,8,9,10,11,12,13,14,15,
16,17-+ 9 &-1H-5F &, 5 [a] 3E
-17-25 B

FER
(88.9S,10R,118,138,148,17R)-
17- BBk -11-#225-10,13-
S=p i
-2,3,6,7,8,9,10,11,12,13,14,15,
16,17-+ 13 8- 1H-3F 5, [a] 3E
-1 7'—%@%

[ & AR

(85,9S,10R,118,138,148,17R)-
17- BBk A -11-# 2 -10,13-
- ¥ X 3 & K
2,3,6,7,8,9,10,11,12,13,14,15,
16,17-+v3 &.-1H-3F /X, F[a] 3E
-17-25 B8

10
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[0014]

6 R ¥ BA
(8R,9R,108,11R,13R,14R,178)
-17- LB BEA-11-222K-10,13-
- ® A 3. & K
2,3,6,7,8,9,10,11,12,13,14,15,
16,17-+v3 &.-1H-28 K5 [a] 3£
-17-35 88

7 B 5
(8S,98,10R,118,138,148,17R)-
17- LB BE 3 -11-5% #-10,13-
= ¥ A 3 A K
2,3,6,7,8,9,10,11,12,13,14,15,
16,17-+ w3 S-1H-2R /X, 3 [a] 3E
-17-3< 88

8 - ¥ A A B
(8S,98,10R,118,138,148,17R)-
17- LB BE-11-72 #£-10,13- =
L S - A
2,3,6,7,8,9,10,11,12,13,14,15,
16,17-+ 19 £-1H-2K %, 4 [a] 3E
-17-3 88

9 rel-  ® K A B
(8R,9R,108,11R,13R,14R,17S)
S17-T BB -11-#235-10,13-
= ¥ #* 3 A K
2.3,6,7.8,9,10,11,12,13,14,15,
16,17--+ 179 S-1H-35 /%, 5 [a] 3E
-17-3k 88

[0015]  RiE “Z49%% Ll 87 2 iR XA Shsi 2 69, HARE FCE A & Y i
HARYE I R A/ NEAS 2 I AE B BRI B3 S U8 AR PR AR B 2y AT sz I £
BFER AR T B B 67 G T e B E BRI £h e 2K

(00161 DA BS TE 20 AE Wi tH I A BH AL G- W0 0 B T s 6, T3 FH -6 38 1 R A Vi
BT IR V8 WITCALER 49 0 Eh R R R VIR IR L H R S s IO ML 9t 2L BR L PR A
TR NER VFLIR I BRTR A R B SR ok IR VIR A R W BRIH R AR R L PR L
M R R VR AR R TR PR L SR L ORI L R 5 (Handbook of
Pharmaceutical Salts,P.Heinrich Stahal&Camille G.Wermuth (%% ),Verlag
Helvetica Chemica Acta-Ziirich,2002,329-345),

[0017] DA IE 20 H I A AR & BH AL & W I B in e £ » P Ie It FH -5 0 1 Bl Ak 252 1R 1 3R A

11
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T WAL, 1] a2 A AN S A e AL AR A UK EE s BUE ML, B L HE &
1% G e . N3 2 % (benzathine) "Ik ZE (Handbook of Pharmaceutical
Salts,P.Heinrich Stahal&Camille G.Wermuth(Zw%H),Verlag Helvetica Chemica
Acta—Ziirich,2002,329-345)

[0018] A& BH B4 A WA H S AT LRV A M 8 3K X A FR AR AR B a2 9 o Ut
FIE RN G, K EH) BEAD S

[0019] AR A& Ym] T35 797 2 FHER 5899 08 , A FEE AR THR W IEF+ &1 HO6HR
% B 9%, PR 0 FES i IOk L 2 , e B e R R 9 T AL DX R A2 , 5 P T I B B K i, R i 6
I 5 6 &5 R AN 3R &5 JBE A R TR BRI B 1) 28 PR i , 8 sk Sk 45 R 48, HR 20 B 9 , IR
9B, I 5 28, A IR J5 25, B AR B DO BB AT (MGD) , 6 J2 R AR 4, A PR G2 M AR 4, T s

R BOIRIAE S e PFRRANELS R, T2 BB S B3 R B N L BOE (B A &
[ A REAS A,

(00201 AEA R IR S — A SEHETT S b, 32400 T TR S S s A2 44 (GR) A/ Bk
S Jas S AR (MR) Yo 35 AH IS A9 AE 1 5325 o B 4, Pl el 15 75 2 He 10 32 3 i IR T A 2
EMEDFRULEY), BUEM A5, B2 Bl a2t .

(00211  AE 5y —Aseitr &b, Rt TR AER e L2 AT =0 RR LS
Yz & .

(00221 ASCHIA A 50 m] LA 2247 S5 ) 77 Bt P o T B SR A Sk B BB ¥ T AR,
BT B /N & — T S B 2R SR AE 2 Img/ R A £91000mg /R IR 56 FH P 5 B AR 1 7E £
10mg/ R Z £9500mg/ K HIVEE A o 78 75— Don BISE T S, — it & ¥si Fiik 54w L
£J0.5mg/kg/ R EL1100mg/kg/ RELL) Img/kg/ KA £1100mg/ kg /K Vi A7 £ T 4L 5P Ek
TR b o SR, AEAEART 25 52 15 D0 T B FH A AL 5 0 ) S s B il oL B 2R 25 F8 BRI R A1 0
T 0 G 10 A B AT EE L R A B B MR IR B F ™ A 2 DA S e P e 440 1
5E o AL EEH UL T RAE D HRAG T I

(00231 7£ 53— AR B sty Gevh , et TR ARAEZ 2 LRI M sk i = M G
VI Z5 A S - AL & P a] DA A VAR LB o3 I R, I o S5 R A HY e
PR AGMEE 5E G T W 5 B SR A HLECTE LR BB E IR & 1 AF s
PR A ST IR ) — FE 22 R &9 B, ) DAKG — R M & ) 55 LR 2
BRI AR AL G, R R 700 AR BT AR R R FLTR TR B R DA SGE 5 A
A AT FLA AR 2 o IS T 288 A o, 475 T 2 W S SPURE S B o A B S B b . =T
BRI EKTER A R AR S R EE N IR P SRR I I =R
S VA BGE F A 7 2 A [ AR BB A 2 7R 0 A A4 o S 41, m] DA Y B
T 58 77 SR TR €57 DA B B o AR SCPINR AL S0 LA 2 AR E R B o IR 0 7 A2 S 22
IR BB S AL DT

[0024]  f£ 5 A SEHE T S, AR SO AL & ) A Ze 1 DR A n] 4552 19 R 303 a0
PR YRS P 791 93 ) 58 T8 P o 828 1 5 HL At 3 A8 M LA P AR B ), ) 0 N S 2
Bobm o IS H AR IR AR ] LRSS BAR T 3B 5 H B AN BN B UL KA
DAL B P 3 A 5o U Ab S RS R v £E — Bl s i 1R) A SRE SR GG PEAL & ) B/
Lo L FRIIAE I SRR 1) T 45 5 RO TR BT 259 &

12
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[0025] @&& T4 0N ARG ZWA AW, Bl 77 527 (troch) Hi%E (lozenge)
PR P VR AR AR AT A3 EC MR TR SSRGS B 2 R ) B R A R i R e P
[0026]  A] DARRAE A S0k O i T AR = 2 A S AT il s B e T2 0 B
W AW, 3% B SR AW m] A — PrEk 2 Pl LA R AL 25 2% B SR 0UFI T 1 /) il 741, Bk
PRI B BRI Q0 R | LA SORRS , TR A ey L A& T TRk I, 8 R, DL AR
F3 7)o B P d R O N VA AR PR S S R B 25 T2 B AR A AR ST IR AL &
Y il

[0027]  Z4WpeH A9 m] LA A JE B Al v SR B AR 3R o 1Z TR B AT L A58 1 4 B R
R TR DA S B VR AR B O A VAT RO il o JE B mT VRS U 5RE T A TS B B ol a7
{140 5 R R B 39 P ) TS TR T 9 B A VR R VR B, I W L, 3T B R VAR R
T AFE R IMAE RTE ISR . ik B 1, 7T DR BT AR A AN R i, 45 A
FRI e B R ECH v s L R D R (LS YR ) , RARAZAE AR 1ol 40 22 o il B L FE 4R
Tl ARRT IS, A RRIR B BRI, WM ER 2 BRSE  AT AR 75 B2 NG ph L B T R P
G o

[0028] A EHAL G4t n] LAk A X A DA T B i 254 « 1 S8 20 A 4 ml a1 s
AR IR AA W5 B B AR I IR VR A T A%, B R 50 o, mlal R SR 2 R )
A H MBS LR R R N N 2, B8 B s AL RN/ B A LB ZE D)

[0029]  FEATARI 45 5 15 0 T 22 i FH R AL A M0 ) SEBR ok il o 5 A 25 8 B AH S I 1B 1 , 7
IR I B B R AR RS R T | AR I — R B AR e E ) R R S A R it FH g AR T
T 5E o

[0030] A IR 1) A2 Be % VA 17 0 B o 2R 52 4k (GR) A/ BRLER B B 2= 52 4k (MR) 4L &
W) o 51 W1 R R EE (AL A AL , B #3804k & 9] A T KGRI AL AT/ B 45 A 4B - IE
L, 1240 A R A RO IR 7 R 3038 RNORE o 12 AL A mT i — 5 @ Rk R P B B A DA
FR SR )55 2 SO B 5 AT o AT v FIR R P RIS o (% B 7 FIS I 0 5 A P (40 e Jo T e ot R 9%
FFAE ) I 0 B il AN FL A i i — DA N TE PR A AT 2 N 2 A R T I A

[0031]  7E &g vh , i s R v J 3 it NS, 5 A i I GO fun kb ZE KA L Uk JEAA T8 BA S 3
KB, R ARAT AL P VR 1 G CI B 77) B o B (A mT (R R ) o R N e LA AR /0N () 5 1
(Cantrill%,1975) B2 REEAE NIGIT I AR 22 A M i i — 20 S FF 2 2 Rl I AL
AT RA TR B RIEAR & B 2 & BB HsL.

[0032]  ANAEEAZ IR TTA BARER ISR A a8, B A R TR &2 , BT 0 B B 7 F R 1 747
(K44, B BT TR AL S mT oA T i B 5 2 (A0 B TS R A2 AR AT .

[0033] AR ST FIARGE “YBI7 A R BIRRE 7R 7 B M 28 1 i 7 3 Bk
P AR B At e PR IS AR TE 75 53R (1) AR 4 2 TR 2 A 82 V) 25 A & W0 ) & o A — S S il 7 6
5 B RS2 NI L s o AE — B SLiE y =h TR FLEh N

[0034] By FHI IR IR 550 ] DA A6 G 5 (1) i A s 8 7l G o B 5 S7LRR T T 5 B Tl PR Y
(2) SRR A AAE ) 1 T KTERT 8 B e BB L s (3) R & 71, 1 s R L oK
K53~ BF B BB P AR G, DA B (4) Vi 771 v fn Bl g R 6 L 0 R PR B0 » o AT B R AR
(KB T DA OB R A, LAEZEAE B Rl v (1% 8 A AR UAC , A T 7 55 K 4D T P 32
PERRSAE F o 491201, AT DR SIS AR v 0 S 1 ek I e ol I ek 5

13
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[0035]  7E—ULd i T , £ 11 A il 77 AT DA A B BH B e B e 2, Stk & 5 s
5] A2 5 TR ) 9 S o R 45 Tl R 45 By I8 VR A o B AT 1 T DA e B e T =, Hoole 4k
A5 KB ST G A S VR i B VR A

[0036]  ARSCHTIARIAA ik Al /B SRR B AT 42252 1) 1 5 B 2 A it FH o TG i R ) ] 2252 1)
TRARASAF T DL R e FH AR MR o B R B T T U 25 58 (3 2, e M ) T e 3218 3
FERETIE M , AE N AT RS &7 3 P B KA o FEAS BB 738 Pk e K AL 0 T 5 BT il BT 3 v
AT A3 F0E T R SR AR B3 mT i 52 04 o S 4, HR B m] 482 52 1A v A ] DA A 4 28 DA Ik By A
F S B3 5 B T TR LATE 22 kAT FHIN iy 4

[0037] X} -T-HR 2 FH , 3 5 A FH AR P SR 7K VA AE 9 = BN W) il 28 Vs VB 25 711) o AT
FH 5 138 (1) 22 A 2R3N PV VAR 35 70 83 T PHARL o i 750) Hh  mT A B BRI 252 BT 1
7 FE3 7] i 77 AR I 9 2 59

[0038]  mJ A -T-ASCHrdk (T HR FHZEL A4 1 B TS RS AEA IR T, R L&V 80T B LAl
TR T B 2R TR RN R 2R 7K o T FH T 2 T 3 2 7110 A 481 i ¥RL80 o R ASE , 45 b m] FH I A 4 m A
FH-F A SCHTIA IR A 6P X S AP EFHEA R T, B LGB R LG g B 52 TR
SR AR ISV (poloxamer) JR FF SEAF4E 2 FR 2 SR 4R S 2 FAlig K .

[0039] iR EECA T, al IS TR EATEREEA RR T, & Fr 2 & AL
BN SR R AT B AR H A A R HR L AT 252 15K S

[0040] AT A % bt FH T 18 75 pHI) 2% o 70 RN 5 v IR B A 1 5 AR B T 332 1 o DRI O
22 PSS 2018 $h G2 37 A R 6 2% 0 7] L TR 9 R 2 PR R G £ G2 ) o 42 7 R A
T T T 18] 7 X 6 | U KT PH

[0041]  FE— A7 SEitET7 S H , WA SCArR IR A9 mT B TR 2 i a g LT =

i R RS
[0042] %2
[0043]
2% = (%w/v)
T T R #30.001-5
B J& 55 0-0.10
BN 0-40
5k 2R 1-10
2% M 0.01-10
pHiE 5 5 q.s.pH4.5-7.5
AL MR
K PER MR
afifk K MR 75 Z 2100 %

[0044] £ HAthSC D5 e v , R BE Al 4552 A4 mI TE i ol A TR VRS o A SO T AL 54
A EE DA RS IS B 7 R TR T o 3 A, AR ] TR ) Bl B 2 m] A MR i 3R 5 Wi dn SR L
MR LB IR A 5 S5 M SR PR ARG o

[0045]  —BLom B PEAL & Pl WS PPN ECE 2 A SO FAL SR A & o Al IR I ih
7 B ELARHR B9 E B — AL POR BC Sl AN R EE B AL 540

14
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[0046]  HH TN 32 AR IR ™ B U7 P REAFAEIR K £ 7, 3 B A & 2 A Hoph
RGBT, DR B TR 32 a3 IRRS i v Tt FH 7 QR 59 858 R IR A 5E o

[0047] TEIAR

[0048] R 4R i, HiY SC— MM IR AR SCTE IR IA 34U A7 461 1 R B8 R A 1 5 i AN R
i1l 52 AR SR AR AR B o AR ST L BR AR S 7 BAR S B, 5 0] 55 B 48 s
s

[0049]  DARSZiE A A T #AT R B PR U, T AR B AL AR AS R AMEART 77 2B il 4%
BH o AR SR B AR N K 22 38, AT AEAS RS H AR B ()RS P B ] 40 155 200 e BA T S it A4
YEH AL AE R .

[0050] P ARGTUHEL AN 572 1M 5 WLIRI I 5 %N Rl 4 e Al AXmT dd et DA R 7 20 9 R
EYNMERAT 510, SRAEAT I A AT &, AT LR g 43 55 .

[0051]  SEjifsi1

[0052] Bz o B A1 L 7—Pa A7 AE I R 2 o i s 52 A S eI 2 B

[0053] i I & AMMTV-blafi iGN I HeLa 4l fo & (A #E Je 2 M, & /R 4 2 4
(Carlsbad),Invitrogen Corp.HIMMTV-bla HeLa CELLSENSOR®)VFIIMHE R BT 52
A4 (GR) B0 RUBE o 12 40 M 28 7556 1l 45 58 Sl B2 JBTIR0ER 52 A4 M) 2 7o A (X MMTV ] 2 76 A1 4] 42 o
™ HE A B B cDNARY R IR i B AR RS e i AL e

[0054]  OFfifl & My AIAs REAL S W kb ZEKAR I A — U @ AT B — DRI R 45 RS 45 T 3%
3 o A% LA 100nM s KA A WU B FFA6 1K — > e BURS BO B 3R 51, #E4T Fr A il 3R /B 10
B o KA A P B 57N o AR PR GRS -5 B A J: DR B— 1A I Frie il 11%) 3R Ak, L dd i
FRETJEAAE LE 22 v B 50 T 2 R A A e i I o 122 D e PR BRI o Vi B A A W0 S AR 1)
AR IF BT 10058 A P30 B8 AN B o 3 v 55 AR A B PR AR T s RSO 1 2 48 D
TR HIME 2 H K T0.6, RSN K - HIME.

[0055] i Rpik &4 23N HH GRIE 5 18 i 1) 77 & MO PR IR (3R 3) o R ML BRI H 5 BEA
o B R EE AL 21305 R &L RE

[0056] &3 Ml K¢ BTiB R S AR AR o 7 HE LA 57 77 AWK i X HEAL A4 b ZE K P DA A2
Frid b &I ECso (nM) FNZ ' K.

15
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e EC50 F£100 nM# Vie
(nM) GR HBEY%

1.05 e | 0.87

1.35 88 0.87
[0057] 141 85 0.87

1.97 86 0,87

3.25 65 0.87
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e EC50 | £100nM#g | 2
(MM GR | 5%
6.04 47 0.87
OH 6,31 85 0,87
7.07 84 0,87
[0058]
41.6 43 0.87
>100 15 0.87

17
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- EC50 ZE100 nVI8Y z
(nM) GR B %

>100 5 0.87

[0059]

[0060]  SEjifiif5i]2

[0061] Bz SR EE AN L 7-Ba AT AE MR &6 52 o s 52 4 e Qe 2B

[0062] ffi I & A UAS-blaMf iEF K K HEK293 T4 e R (UAS-bla HEK293T
CELLSENSOR®) P-4/ #h J7 B2 52 44 (MR ) i 228 o 1% 40 RAEGALA b I 05 750 /7 3]
(UAS) F1 75— Fhgm oAk & 82 1 GAL4 (DBD ) -MR (LBD) [ FR15 A4 A 1) 42 11 T &5 A B B i
AilF cDNARY) R IK 48 R A A5 e L B % OB AL G W) FUGE R AL & Wil 155 B LAl 550 77 = — X
Py AT I — AN SRR 45 G g5 TR 4P o f# LA 100nME K AL & W03 B UR 10— X A5 2L
MR 23, BEAT I A B AR M 10 U & SN o WA A V0 B 167N o GAL4 (DBD ) -MR (LBD) [
O 5 SRS R B- N BRI ) 2654 , HOE T FRETIEM7E bb 2t Bl 36 T 20 b (1 Bk kA6
Mo Z D se 58 70 v Ak A s 32 AA I s A 3% BLmT F T 005 Ak A P 3 e A %
PE o T T SRR A B A AT B KO IR 2 A I 5 T B BRI o 2B K T70.. 6, R Bk 3e T
) R IF I BN A YR BB MRYE 5 0 1 75 AR e ok (£4) .

[0063] 4. £ ¢ FRisias S AR RLEE « 7~ th LA BN 75077 =t 0 ) B AL & 4 s S DA A Pl
H LOFMLAYIIIECs0 (nM) FNZ ' H

[0064] 4

18
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b EC50 100 nM&EY | 2
(nM) GR
0.47 xR AL A 0.77
2.85 81 0.77
2.90 75 0.77
[0065]
2.94 77 0.77
3.17 76 0.77

19
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13/15 T
i EC50 | A£100 nM&g#%E% | Z°
(nM) GR
5.27 72 0.77
5,68 64 0.77
7.46 62 0.77
[0066]
9.29 56 0.77
15.6 62 0.77
>100 27 0.77
[0067]  sZjiEfH3
[0068]  yRYTHE N LT+
[0069]  —4758% 1 T EFE VB IR BHE A A AT BIATHG & 1 Z = A R I B RILHE IR N
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