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R, R, R, R, R, R, X 2 nol Al 1814 Aolw njg} & ojus zh=r},
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A ols ek okl A= sk (D9 dhshe, 0194 °ﬂ, S shehE T olEAe] &= 3
19 < ( ki3

of &, &1 sE L= olEAL Alx WY # o yolrbA= shehy

olElAl e ol@]7bA] Wl EAHATP, NAD', S1ab)e] BA® Aot 1 9o ojfmale we gz 3}
AolAl Fo3 2d 9T Fdgtt. AG 71ed HAE otdkalel &= oln] 1929\ AT
[#%: Drury and Szentgyorgyi, J. Physiol. 68:213, 1929]. o}ldlx=2lo] 93] wi7iEe Ay 2 ¢ 75L& A
4 o Bol ERIsH Ha A2 ofulx=Al 783 shElYle] o R wwuQtol SolHQl Fit=e] A=F A
£E 93 7lsAdo] AR AUt [FE: Poulse, S. A. and Quinn, R. J. Bioorganic and Medicinal Chemistry
6:619, 1998].
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[

2 Fshd o] (isomerism)S YERER, 2 dtwe gl 7)) o] gddAe &
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2-(3-7) g1 9)-9-(2-glold | & o}r) 1 )-10-A o} - s-E o} 2 [1,5- o | F =4,
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¥ oage] the @ FHe] mew, ¥odge w9 34 JRomA 384 (Do BFE, £t o9 o4 4
Et oo ¢ Ei gul HEES FRSHE o 2R wa AW, YY) 2AERL YA AT 24
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oFE, FRAW ofE, AW HE ofE, FFY oFE, P& oE 9 AAY FF FERA AnHoR F8
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Ax, BEA QA EE O, DRAE dehlE S5 (DO SEE, wEsls 428 4 g2

we o ~HE(FHZ: D. W. Robertson, J. Med. Chem., 28, 717 (1985))3} wk&3to =3 3}8k4 ()¢ 3}3tE
o] dojxar, o]ZL FAQao wel olo &, &u] FFEZ HIAHAY, T ol A, & FFEERH F
HojA ole] 718} o] AA T #3 o AR FlE & ).

a8 HHe tuexrsoln=Fe] Egddolnle] &4 E= FASE 18] Hd §Fo) g FujEA T F o
AE oE sEe] EA5A FE 4 ).
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R, R, R, R, R, R, X % nol 47 golg npsl g shaby (19 shghae 349 ofelzbd Bol 93
52 F ded, 2 F 3 A, 771 sEtelA T EHe] s S Abgete, sheby] (11D 9 3t
FHE9] Nolrislol] gk W] AL 1o AW Eo] v} [=: E. E. Glover, R. T. Rowbotton, J. Chem.
Soc. Perkin. Trans I., 376 (1976), G. Timari, Gy. Hajos, S. Batori es A. Messmer, Chem. Ber., 125, 929
(1992)]. N-ofulstE g AA, vigAsAE -EA-s|l=5dolnlo] AL&d 4 gledl, N-olvlste] ja] &

%0,
rl
¥
o
S
rg
to,
ol
ol
i
S~

_10_



<59>

<60>

<61>

<62>

<71>

<72>

<73>

<74>

<75>

<76>

<77>

<78>

<79>

<80>

<81>

<82>

<83>

<84>

SS90l 10-0934796

R, R, R, X 2 nol A7) Aold whel 22 38k (11D e 33H4 (V)] 53225 E
S Abgste] Alx=E 4= v} [F*: Nan Zhang, Bioorg. and Med. Chem. Lett., 10, 2825 (2000)].

R, R, R o] 27 Aog npe} e gata (V)9 a2 st (V)] sgEzie 48 WS AL83)
o] AzE 4 9} [#Z: D. L. Leysen, J. Heterocyclic Chem., 24, 1611 (1987)].

R, R, R\ o] 7] Ao wiep & 81814 (Vo] §F2e w49 WS A1gste] Az= 4 At (Plizer
(Inc) W=+ &3] A 4,175,193%).

2-(4-m| EA D) -9-wl Hofr] le-10-A]ofte-s-E ] opE R [1,5-a | H=d

g4 (Dol A, R 2@ Re 24 942 i), Re Ad7]2 gehgs, R'e Re 8 1.3-Redddr e
§483, RS Aobwr]2 Yehfn, RS 4-dEAHI7]S Yepa, X N 712 Yehfe, ne 1o]T).

a) 2ol m-g-Aloh-4-F 2 2]

10 g9 2-ofH|=-3-Alofi—-4-3| EFAF =AU 15 mlo] A3} 22X Ho ZFES 110 Colx uytel 7FEatsd
o o] W EFES WAL, 100 mlo] WWed] Fe &, 10 %99 FASVUER &Y 60 mlE
FTIAZT. AAEE A AAES 0440}04 AASEL 50 mlo] EE AFETE. o3& XA F 7.5 ¢
o] ¥4 FES AATE. mp.: 210 T.

oﬂ NIO

NMR, &y (400 MHz, DMSO-ds): 7.21 ppm, (s, 2H, NH,), 7.35-7.40 ppm, (dd, 1H, 6-H), 7.53-7.57 ppm, (d,
1, 5-H), 7.70-7.75 ppm, (dd, 1H, 7-H), 7.93-7.98 ppm, (d, 1H, 8-H)

b) 2-0v] t=-g-A]ofte-d-l 2 o 1] e 7] 5 )

5 g9 2-op|e-3-Aof—4-F R 27 E A} 11 mlo] MAHolE 130 TolA ambsl 7hdsiint. o] kg &5t
=& 50 mle] =oll i, AdE= FAE AdEE oHstal 50 mle] == AFst. w3 AdEE o
dyFoprl =2 Afdgste] 5.2 gof w4 S¢=S AU Mp.: 206 C.

NMR, &y (400 MHz, DMSO-ds): 5.02-5.03 ppm, (d, 2H, N-CHp), 6.22 ppm, (s, 2H, NH,), 7.14-7.16 ppm, (dd,

1H, 6-1), 7.24-7.26 ppm, (dd, 1H, 5-H), 7.30 ppm, (s, 5H, Ph), 7.50-7.52 ppm, (dd, 1H, 7-H), 8.16-8.19
ppm, (d, 1H, 8-H), 8.30-8.33 ppm, (t, 1H, NH)

¢) 1.2-t]opu] g Alope—d-wl Ao - ] B A el &

30 mle] HHEEFoHEFS] 2.0 g9 2-ofn|-3-A|o}-4-HlH ol =5 o] & do] ]
@59 1.78 g9 -EZ-3|==aolul s 20 TollA 158 Wel Arlsksict. o] vhg E3ES 5AI7F 5oF gt
gt 2, AR HAES AdFgstd AASAY. AT 9 2A 1S oMHEYELHZRE A5t 3.1
g9 ¥A IFES ATt mp.: 207 C.

d) 2-(4-dEANFHD)-9-l Dol —-10-A ol x-s—EgolE&E[1.5-a | A=A

4- Aol m-F e F-Ed g ol ES 15 nle] Hgde] EFE] 2 go ol
bS EFHES 847 Fek 100 ColA wwbeigity. EFES 50 mle] B £,
T oMHEUE-RZRY A2Ast] 1.1 g9 A 33=S AT, Mp.: 237

2.0 g9 1,2-tjop]=-3-Alo}k~
A AstES Hulbelglth. o] Wb
AAE AR oJFate] A Az

@}

NMR, &y (400 MHz, DMSO-ds): 8.78 ppm (t, 1H), 8.58 (d, 1H), 8.38 (d, 1H), 8.10 (d, 2H), 7.98 (t, 1H),
7.39 (m, 5H), 7.07 (d, 2H), 5.14 (d, 2H), 3.82 (s, 3H).
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<86>

<87>

<88>

<89>

<90>

91>

<92>

<93>

<94>

<95>

<96>

<97>

<98>

<99>

<100>

<101>

<102>

<103>

<104>

<105>
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A 2

2-(2-F2)-9-(2-F L] & obr] ) -10-Aobre-g-E ] o} £ 2 [1,5- o | 733

832 (DollA, R 2 RE 44 9aolm, Re 2-Fa7joln], R 2 RE= 37 1,3-%erddr]2 g4sta,
Re Aolwr12 Uee, Re 2-F872 Ueha, X= NI 712 Jehs . ne 10|}
a) 2-0bn] -3l obte—d-(2-F v g o} n] 1) -7 2

5 g9 2-ofm|=-3-Alote—4-F2 25U 1 nle FHYHR(FEFHIT)S 130 TollA wuksl 719 &k
S ESES 50 mlo Eo Ha, AAFHE FAES oI5t AASEAL 50 mle] EE AHFSFATH
Gl JHES 20 ml o oﬂ%%i%‘—ﬂ ANAAE] 4.8 g0 TA SFES AT, Mp.: 208 C.

b) 1.2-topr]ie-3-AJopre—4-(2-FHvdolr i) A m el H-Ed o] E

30 ml9 tWEESoln =39 2.0 g9 2- o}ul+—3 Aot —4-(2-Fhudolu| ) Ed gHd, 20 mlY HEF=
2uEtEe] 1.78 go 0-EA-3=220lNlS 20 T4 158 ¢k o Z7kstgict. o] ¥hg 2325 5471
Fob wukel ¥ AAE WA AA BAS oisle] A v opAEYEDZRE AdAse] 2.1 go A

FFES AAT. mp.: 211 C.

c) 2-(2-FH)-9-(2-FHgoln]x)-10-A| o} e-s-Ego}EE[1,5-a | A=

2.0 g 1,2-T]obr] 34l ohrmg-(2-FAr| ofr] 1c)-7) el - AU o £} 15 ml o] Felvle] Bl 2 gl
Foo-AhREAN GaEe Atttk o] Wy TEEL 8A7 F9 100 TN wwrshdith EFEL 50
niol Bl %3, A" 242 onetel AAF F opEIELRRY AdYHe] 11 g0l EA FTES o

=}
=oh. Mp.: 203 C.

NMR, &y (400 MHz, DMSO-d¢): 8.74 ppm (t, 1H), 8.52 (d, 1H), 8,32 (d, 1H), 7.90 (m, 3H), 7.63 (m, 2H),
7.14 (m, 1H), 6.68 (m, 1H), 6.44 (m, 2H), 5.11 (d, 2H).

A 3
2-(3. 4-v gt S A Hd)-9-(2-FHuFo}r| ) -10-A| o} e -s-E o} L2 [1,5-a | FEF

g2 (DolA, R 2 RE 42 9xolm, RS Fdsoln, R 2 RE 37 1,3-Reddrs g4sta,
RS Aolr]e Uehjn], R 3,4-dgar] A dr]S Jehya, X -NI 718 YR, ne 1ot}

a) 2-(3. 4-vE At 9 d)-9-(2-FH "o} o )-10-A|ofe-s-EgfobE R [1,5- o | H =7

2.0 g9 1,2-Tlo}v] i3 Alohiem4-(2-F & bl 2)-7) ) - Aol =9 15 mle] sl Egol 2 gol
3,4-M AT S AR ASEe Aobeledh, o] g EFES 847 Fek 100 TlA wiksiTh. ERE
50 mle Eoll £a, HAE AAE AFste] AAT & o JNEYELHZRE A3t 1.4 g9 %A 3=

mo o

oloith. Mp.: 185 T.
NMR, &y (400 MHz, DMSO-dg): 8.55 ppm (m, 1H), 8. 51 (d, 1H), 8.31 (d, 1H), 7.93 (t, 1H), 7.57-7.70 (m,
3H), 7.05 (d, 1H), 6.44 (m, 2H), 6.11 (s, 2H), 5.08 (d, 2H).

Ao 4
2-(3-9849)-9-(2-Heoldu ol i )-10-A o} -s-Eo}Z & [1,5-a | A=Y

(DA, R 2 RE 44 901, RS 2-goldrlolu], R 2 RE= 3 1,3-Reddrs g48
o Aohwr]E Yyehie, RS 3-929712 gehia, XE NI 712 YERiH, e 1o]T}.
a) 2-0}1] -3 o} te—d—(2-E] o d vl & o} 1] 1) -7 s 2

5 g9 2-ojue-3-Alol—4-F 22 EUI 11 nl9 Eodudoldls 130 CollA mutsl 7Fd3idnt. o] wvF
EFES 50 mlY B Z1, AEEE HAES AFste] AASIE 50 mle E2 A, @34 HAd
S 25 mlY e ZRE AAAS 5.2 ¢ %A SFES ATt Mp.: 208 C.

a5

)

2]

6
R

K

)
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<107>

<108>

<109>

<110>

<111>

<112>

<113>

<114>

<115>

<116>

<117>

<118>

<119>

<120>

<121>

<122>

SS=50ol 10-0934796

b) 1.2-Tjopn]te-3-AJote-d4-(2-E]ol v Fotr i) -F| el w-Ed e ol E

30 mle] TR EFOI =] 2.0 g9 2-0pn] e-3-Alobe-4-(2-Fl ol A ot ie)-F57 Gole], 20 ml9] ¢
FREUEF] 1.78 g9 0-EZ-s| =S40 20 TollA 15% Wl #7leigint. o] Wg E3FES 5ARE &
Qb awkeh = Fd WA A4 2-& ouste] AlAstaL, ofMEUELRZRE AdAste] 2.1 g o ®A 3
S At mp.: 198 C.

c) 2-(3-9 g )-9--EddHEolr] )-10-A| o} e-s-E o} E = [1,5-a | HEH

2.0 g9 1,2-tjopr]i=-3-Alope-4-(2-Eloll drdotr| m)-Fzefw-Ed o] B 20 mlo] THdEFolr=e] &
geol, 4 mlo] Egoldenldt 4 go] dd-3-7t2Radus| s Hrleigitt. o] W E¥ES 84 ¢

100 CollAd wukatitt. &3S 50 mle Eo Hx, AR AAHS 73 & olNEYELRZEE QYAAS
o] 0.8 g9 %Al 3FES AUk Mp.: 249 T.

NMR, &y (400 MHz, DMSO-d¢): 9.25 ppm (s, 1H), 8.71 (m, 2H), 8,35 (m, 3H), 7.86 (m, 1H), 7.51 (m, 3H),
7.17 (m, 1H), 6.98 (m, 1H), 5.25 (d, 2H).

A 5
2-(3-3| =8 A H ) -9-(2-F]o| d & o} 1] - )-10-A| o} =-s-E o} Z 2 [1,5-a | F=H

}_

olr

g5t (Dolld, R 2 R 42 9xtolx, R 2-gloldrleln, R 2 RE &7 1,3-Serddr)s g4
R Aobws)E vehle, RS 3-8 =S A ds1E Yehla, X N 71E b, 0 1o]th,

K

a) 2-(3-3|=F A9 d)-9-(2-El dm[ & o}v] 1= ) -10-A] opte—s-E g o}£ 2 [1,5-a | =

2.0 g9 1,2-tjobr|m-3-Alohe-4-(2-El ol Aol ) -7 52 Bl =} 20 ml o] HrdEEolr=e] &
gheell, 4 mle] Egjodolvldt 4 gof 3-s|EsAM=AE=E HUletglh. o] whg FREE 8AI%E §<
100 CellA awbslgiet.  E=S 50 mlo] &l X, HAdw A4S ojuste] AAT F opEYELZRY
Ad7gsted 0.9 gof A =S AU, Mp.: 248 T.

NMR, &y (400 MHz, DMSO-dg): 9.66 ppm (s, 1H), 8.81 (m, 1H), 8.52 (m, 1H), 8.35 (m, 1H), 796 (m, 1H),
7.62 (m, 3H), 7.44 (m, 1H), 7.32 (m, 1H), 7.18 (m, 1H), 7.01 (m, 1H), 6.88 (m, 1H), 5.29 (d, 2H).

AAlel 1ol 71=E el ool Alx® sk (D)o F7F shheEe v 2 =9d 540l a1 & 1o 714
o] St}

A

A

A
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s==4

Mp: [°C]

160

179

250

219

R/

\7:::]\ 231
OMe

OMe

~-

OMe

RS

R4

A4

C

R3

(o}
W

S
Y

NH

NH

NH

NH

No.:

10.

<123>

220

250

158

195

298

239

216

0

CF,

NH

NH

NH

NH

11

12.

13.

14,

15.

16.

17.

<124>
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s
NH \\Q;;y - \\[;:] 217
18. Q Me
NH \© -~ \©\ 260
C !
NH MeO.
\© © \i \©\OM9 24
20. >
0
\© ( \©\0Me 22
21. =
o
o [~
o
2. x
o
$=0 \© ~ KI> 248
o
<
0
s0, \© ~ ML
o
24, (
=
S W(j ~ _ L 160
y & OMe|
<125>
<126> Axe 10 Z1EE el o8] Az s (11D9] FHAL =
ATt
<127> i 11
-/Ra
(cRRY,
P X
R = I CN
e
R N NH,
(1II)
<128>
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Mp: [°C]

192

202

250

167

n

X

RS

R3

Me

OMe

Cl

Cl

RZ

No.:

26.

27.

28.

29.

<129>

183

182

172

143

129

136

212

168

Me

C

OMe

OMe

_Me

«Me

_Me

30.

3L

32.

33.

34,

3s.

36.

37.

<130>
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<131>

<132>

<133>

<134>

\@ ( 0 1 213
38, x

\© cl NH| 1] 234
39, \<

)

\@ Cl\f NH| 1| 221
40. x

\© Me\-f NH | 1| 198
41. X

\© MeO{ NH| 1| 201
4. x

\@ ( NH | 0 214
43, x>

3 I11.
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<135> ()
No: | R* * R® Mp [°C]
HO
360
N
44, . ' :
Ci
250
\ .
45,
=
g 278
Cl
46,
Me
\i 283
N
47.
MeO
360
N
48.
=
234
S
49. OMe
<136>
Me
246
=
50. N
. ' =
< 267
N
51. Me
[
\i 293
.
52.
<137>
<138> 21A e 53
<139> A At AFEEHE TR 9 W o3 7] 2 AAE AT
<140> A 25 mg
<141> SEQ A 50 mg
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<142>

<143>

<144>

<145>

<146>

<147>

<148>

<149>

<150>

<151>

<152>

<153>

<154>

SS=50ol 10-0934796

o] Al (Avicel) 21 mg
A2 23X 1] E(Crospovidone) 3 mg
2okl vkl 1 mg
A) B3

Hle

o el AF: hA3 FEAES L&A= CHO AEES WY PBSE 33 AFsre =z S43aL, 1000 XgollA 10
7 oF QFZ=N(50 mMe] Tris, 10 mMe] MgCl,, 1 mMe] EDTA, pH 8.0)FlA TR 3IA]
7131, 43,000 xgollAl 10% &<k A4 (Signa 3K30) e ths, A7) AFd dsdFelA o AAE A
T -80 CTolA L& masigict.
Ag T2 EF: CHO-hA3 2 AA(2 pg @A k) =S AdFHolA AEN(50 mMe Tris, 10 mMe] MgCl,, 1 mMe]
EDTA, 3 U/ml9] o}dll=Al golwli, pH 8.0)Fl4 0.5 nMe] [ I]AB-MECA(p-o}m] =-dld | g7} = & »~olu] -
obd| :=41)(100.000 cpm) = mOmﬁ]RmMN{k%ﬂéﬂiEiﬁﬂﬂﬂbﬂﬁ]%ﬂﬁﬂ]%*?ﬂ50ﬂ§.ﬂ
o] 117 Eeb Ao QFH|o]Aste] H|-So]Z Ag = AF FIES FAIY. olRS StER GF/B
8 AF ZEH0.5 99 ZdEelr]l FollA 3 Az Bt AMHAA ) Aol AZstar, 1 mle] WY 50
mMe] Tris, 10 mM9] MgCl,, 1 mMe] EDTA(pH 8.0)% 96-¥ B.&tdl A 3}u]~E(Brandel Cell Harvester) ol A]

43] AHaTt.  7Za-7F2E (1470 Wizard, Wallac)® 23S AEstgdtt.  AdA&[%]= 100-[(AE 3gE =
Aske] &A - v EolF BA)/ (£ A - v]Eo]F &A4)]+100

Abg opdl A 784 A

o defe] AF: hA FEAES L= CHO AlE
oF AR T 15%
é%ﬂﬁngB@ o}

i

W PBSE 33 AlFHsle] #=3skaL, 1000 xgelAl 103

FoF N (50 mM9] Tris, pH 7.4)Fol A #&A3FA|Z]aL, 43,000 xXgolA 108 FoF
= | Ags ST & AAE HEAZ] F -80 CollA g4I B3}

F

32

g T2 EF: CHO-hA, & AA(B0 g &1 )2 AdFeo]d EN(50 mMe] Tris, 3 U/ml ofdli=Al o}

I2x

%=21)(80.000 dpm) 2 10 me] R-PIACN'-[L-2-
P2 Fd A, & 539 100 w2 3o 3AIZE Bt A2oA o] dste] vl-5ol4 A%
< AT olAE FEW GF/B FE A LH(0.5 %9 Zdlolrl FdlA 3 Azt
17Dl A ofzbabar, 1 mle] WY 50 mMe] Tris(pH 7.4)2 96-4 Bd A a2 iolA 4
3}k, HiSafe-3 Zre|d 9] A3l 96-9 Z o] Eol|A] WEF-7}2E] (1450 Microbeta, Wallac)Z ZA]
=459k, olARlEl= 100-[(AN8 ST EAse] B4 - wSold BA)/(F BAH - wEod @

, pH 7.4), 10 nM¢] [HICCPA(2-E & =&- N-A 2z aEg-o}
2]

>,
o
of
Mﬂ o

w L

(

[e2 o [ .-
%)
[0
(&

A

ox o tob off 1H & =
2
=
N

>
=

g ot = Ay TEA HF

A3 Z2EF: 7 pgd YHHEK-293 AEE FAAZE AL Ay, obdlxAl 8, FH Y Receptor Biology,
Inc.), &=M(50 mMe Tris-HC1, 10 mM¢] MgCl,, 1 mM] EDTA, 2 U/ml o}u]:=2l Zolwl& A pH 7.4), 20 nM

o) [HICGS-21680(2-[p-(2-7+2 B Yo &) ol o & o} 1] 4= ]-5 ' -N-o] &l 7} 2 2 o} m] -0} ¥ 3= 41) (200,000 dpm) 2
50 uMe] NECA(S'-N-eg7t2 3 2oln|m-old =) S, F H3] 100 pb® 3hef 90 &<k Aol A5fHo] st
of H]-5ol% A L= A SFES AT, olAE SER GF/B 7 A ZE(0.5 %9 ZE]ddd o]
W Fo AHHA A A Asta, 1 mle] W 50 mMe] Tris, 10 mM2] MgCl,, 1 mMe] EDTA, 0.9 %2
NaCl, pH 7.4)2 96-4 B&d A sn|xejaolr 43 AZHs3ich. HiSafe-3 ZHe| o] A8 96-9 ZelolE

oA WE-7}$E (1450 Microbeta, Wallac)® A4S Ao, AAS[%]= 100-[(A 3 33E &=A st &
A - HEold FA)/(F EA - HEH &A4)]1+100
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<155>

<156>

<157>

<158>

<159>

<160>

<161>

<162>

<163>

<63>

<64>

<65>

<66>

<67>

<68>

<69>

<70>
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Abeh ofd =] Ay, TEA AP

A% TREZF: 20.8 pgo “HHEK-293 AETE HAASE ALF Ay ol F8A, FTEFY: Receptor
Biology, Inc.), €+=H(50 mMe] Tris-HCl, 10 mM9] MgCl,, 1 mMe] EDTA, 0.1 mMe] wi=olwdl 2 U/mle] ofd)
A ol E A pH 6.5), 32.4 nMe] [HIDPCPX(8-A| 2= M El-1, 3-T) 3 &3 5 4HE1)(800.000 dpm) 2 100 )
NECA(5'-N-d &7} 2 H ol E-olt| =A) S, F H3I] 100 W= 3to] 303 &< A-2oA] Aifuo]dste] Hl-&
ol A3t = AE SFES s Y. olAS SEERE GF/C 78 AR ZE (0.5 %99 EeldEdolyl Fo
AU HAA AN AZstar, 1 mle HE 50 mMe) Tris-HCI(pH 6.5)& 96-4 Btdl A }H]| A~ Abol| 4] 43
MZAEATE.  HiSafe-3 ZHe|d ol EA8F 96-A Z@o|Eo| A HE}-7F2E (1450 Microbeta, Wallac)® A&
A&, AAE[%]= 100-[(AF 3= SAste] &4 - v5o)d &4)/(F &4 - w514 &4d)]+100

= EEAEE A7) shhEEol AR otk Ay 8 Al i AN SRt AgE A 2l 1o

CHO-hA; 2} #NA17d<] [T T]AB-MECA ¢ 3] T(K)E =M= FAH(EHE: G. Scatchard, Ann. N. Y. Acad.
Sci. 51:660, 1949)& = ate] WAMY SHAA ¥3F Aol o3 FAUATE. 100 B-ZFA3 A2
(33%: Y. J. Cheng and W. H. Prusoff, Biochem. Pharmacol. 22:3099, 1973)& ZH&3o=2Zx H3lx A<(K
DR ST

gsha (1), (1D, (11D 2 (IV)9] 98 e A &4 ans e, A 1 A73elx Qe
H sk (D9 st 2Foz2A Al 2 FFadelA Aol 384 (14)9] @H&% | 7V F8% 245 e
o 97 sREES AlQlstale, o5 K k2 20

FEsich. AR obulieAl Ay A AdE AT o)lE9] K w2 3.5 WA 0.78 Mok, M fEle 8%
B K & 0.82 WA 0.78 nM ©]UT}.

ool ggEe HHe AA|EES AN, A ofdHlkAl A, Ay 2 Ay FEA SHENE Y FHelA
1,000 ®i o]Ate]l MEl=Z fehfiAL).

T, ¥ 2] sghee) Ay B g oA A8 ALV FE] An, ol59] EDy @2 Hal, °lE

= 2+ 38H) (Ta)9] 33E

mb
j:
of
ol
=

T 32 3Ek (119 3jtEs EAI8haL,
% 4% 3hE (11D9] stgES A8k,
% 5% 38 (IV) 9] s3tES =AI8haL,
T 62 3ekA (V)9 s3tes =Alshar,
T 72 3E] (VD9 FES TAEHAL,
T 82 ke (VID9 stgES EAsh,
T 9% dhg &4 18 EAg

_20_



)

k1

g

F1

k
:

)

k1

o
J
Jm
Qﬂ

10-0934796

R3
(CR'R?),

R3
(CRTR?),

R3
CRRY),

_21_



10-0934796

s==4

B
H

.

B
H

V.

B
H

B
H

R3

,(CRIR?),

HX

Vi

B
H

R7_<

Vi,

_22_



k1

)

g =4
e o
R Rs
POCI,
sl | ———
RT N7 NH,
H
V.
R3
J
(CR'R2),
X
R4 Re
\
s 1l TSH

R3
(eriRe),

f
o X
R \R
J T

%Ry

VI

cl
RY §
R
s 1l
RN Ny,
v
R3
l
(CR'R?)
RY 1 6
R
s
R™ "N” “yy

_23_

o
J
Jm
Qﬂ

_(CR'R?)_R3
HX
VI,

10-0934796



	문서
	서지사항
	요 약
	대 표 도
	특허청구의 범위
	명 세 서
	기 술 분 야
	배 경 기 술
	발명의 상세한 설명
	실 시 예
	도면의 간단한 설명

	도면
	도면1
	도면2
	도면3
	도면4
	도면5
	도면6
	도면7
	도면8
	도면9




문서
서지사항 1
요 약 1
대 표 도 1
특허청구의 범위 3
명 세 서 7
 기 술 분 야 7
 배 경 기 술 7
 발명의 상세한 설명 8
 실 시 예 11
 도면의 간단한 설명 20
도면 21
 도면1 21
 도면2 21
 도면3 21
 도면4 22
 도면5 22
 도면6 22
 도면7 22
 도면8 22
 도면9 23
