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3—(5—(§—HEE—¥%—2—‘Q) [1,2,4] %A 0] o}5-3-)-9 D (8= 1) AWE =3 2ho]HefZ][Ambinter
Screening Library, Ambinter, Paris, FrancelZ2%H 4449 4 A, 3-(5-(3-HE=Z-dd)- [ ,2,4]18A)T] o}

%=-3-9)-3 o] (3} 3+ & S = hva
)OJJE] (3= 2)2 FAI2 AFEYolEl=[ComGenex Inc., Budapest, Hungary]ZHE L=
AL, T HAAAZA T EZ Q] B w o] keSS Al st R
7] N Al B FHA dEE ZE kS-S HA 9 R St A =3 E ATt
T AR .
AAd 1
_OH
N
X~ CN  NH,0OH,HCI |
| X NH,
N P
N

N-3lol EEAl-Y meobn| el (5714 31¢%&)

UIE=YEH(1g; 10mmol) ¥ 30| =5
10ml % EHFYEF(2g; 24mmol) S A&sle] H7bska
Ak, olojA, E Edo] t] o] dopdA F oW (TLC
SPMEFS xshd w7bx] Hrtetar, og oA e o] E 50ml
A3, nAR SR, FE 1g(76%) WA A BT

E 15mlo &A1 ).
V&}ar 9} 70C %2 6A17F BQF 71495

), WS E3ES é:_iol?a WA 713,

hu
>,
]
©
g
o
ol
S
iyl
ffl
iy
ffl
AL
S
[t
o )—‘
c,o
o S
O
=]
=]
2
I e

N-3}o] =2 A -3 g} 3] -2-7}-23 ~olu] A
N-8}o] =5 A -2-3f d -0} A Eobm] &l
N-slo]| =2 A|-U el opm] el ;

N-3to] = EAl-3] g g -2-7} 2 ~ofw| el 2

N-gto] EFA]-3-H E -l ol el

A) ;\] Oﬂ 2
@\co .,  Cloccoc @
N cocl

Iz

H-9 Z-2-7t R d-F 20| =(FHA] 3TE)

A XN E) A < A} N =
A Asloll A 243 F2eko]=(6.7g; 53mmol)E 0 WA 5CE WA 7)1, ¥ E-2-7}2 24 0.5¢(4dmmol) S A7}
= h=
=] [e]

=)o o T o =

Stk Wk EFES Ao Zgd sla, 50CE hdstar, o] 2ol ukgo] FAE WA wukel A
GCA Sl £AE).  WE EREE deow @ADL, ede FRAIL, W4 sadox
AAeha, AXAAT. LSS e vl Tz Ageten S
G HHEe fael AzAT(EA HEE)

- eE-4-7tRd S=efol=;

SFUER-FH-2-7tRd SRdol=
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ZIHS3d 10-2008-0000622

4-UER
FEFEEZ-Hxd F2eolx;
FUEZ-Mxd Fzox;

Elodl-2-7tHd FRglol=;
ZH-EoH-2-7tRd F=go|=;
S-HRR-Fe-2-7tHYd E2do|=; 4
ZE-yvyd-2-7lnd FZglol=
_OH

N
| -0 o

N
3% D WU
o~ “CcoH *t — —— /[ N \
N ~
N

3-(5-F&-2-U-[1,2,4] ZAtt] o} Z-3-U )~ 2 H(3}3HE 3.1)

UEZ2ver 16ml F FE-2-7F524H0.8g; 7Tmmol) S 0CZE WZA7]a, 1.3-tAlo]|FZ2E A7l ]o|n =
i76g(4mmol < AAE Zsklth. g EFES 0 WA 5Tl 2A13¢E %‘OJ SACIac) e O%JJroPZE} O%L”]"
ﬂ%f\l_ﬂﬂ, X_LW—% g2 15mlell & A7), N-3fo] =5 A|-Y - olrd 0.43g(3.2mmol )& F7Fskglvh.  wF
fj%% S} Falol wkSo] EAE w7bA 74D (TLCR AT, olojA, ALow WziAI| L, & 100mL1
Aok HAAEE oFste] EeA7)a, AFstel AdxAZY. eSS ZE AR EIHYR A
& 0.23g(15%). Mp. 110-114°C. A e

= =S FASH Azl

3-(5-F&-3-9-[1,2,4] A o} Z&-3-4)-H A (3} FE 3.2); Mp. 105-108TC

_OH

N
| N NO,
©)\ NH, 4 ozN’Q\com (j/l NHJ/

5-(5-UEZ-F&#-2-9)-3-9d-[1,2,4] SAH o} = (3} = 4.1)

N-&}o] == A]-wl =o}u Y (0.3g; 2.1mmol)S F

= 0.5g(2.8mmol)& 7kt Wb £33 E

50mlZ Fal, AAES S ZHE HHAA Y

166°C .

S eSS FASHA Al zs
-[5-(1H-9] &-2-9)-[1,2,4] FAtH o} Z-3-d-u] 2| D (3}3E 4.2); Mp. 200-203C;

-
' ] AskaL, %4*]711, E’E‘/E
, ol3tstel ettt & 0.3g(41%) 24 AL Mp. 164-

3-(4-ZEF 2 2-9d)-5-(5-HEZ-F&-2-U)-[1,2,4] KA o} Z (3 FE 4.3); Mp. 162-164TC;
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ZIHS3d1 10-2008-0000622

3-MA-5-(5-UER-F&-2-9)-[1,2 4] S A ] o} 2 (3= 4.4); Mp. 77-79C;:
5-(5-HEZ-F#-2-9)-3-E]  #ll-2-U-[1,2,4] Ao} = (3} S 4.5); Mp. 181-185T;
2-{5-(5-HEZ-F&-2-9)-[1,2,4] S A ] o} Z-3- }-9] 2 A (3} 5 4.6); Mp. 190-191°C:
2-{5-(5-UEZ-F-2-9)-[1,2,4] A ] 0} F-3-2 }-9] 2} X (3} &= 4.7); Mp. 187-189C;
A F R L2 A-5-(5-HEZ-Fe-2-U)-[1,2,4] $A o} & (3HHE 4.8); Mp. 67-70C;
4-{5-(-HER-FT-2-9)-[1,2,4] A ] o} Z=-3- }-T] 2| D (3}3HE 4.9); Mp. 157-160C;
3-{5-(1-¥) 2} &£-4-9)-[1,2,4] S AT o} Z-3-U }-9) P A (3} & 4.10); Mp. 219-221C;
3-[5-(2-v & -El o} £-4-2)-[1,2,4] A ) 0} %-3-A |-9] D (3} &= 4.11); Mp. 152-154°C;
3-[5-(4-HEZ-99)-[1,2, 4] FA ] o} £-3-L -9 2 A (3} & 4.12); Mp. 179-181T;
2-[5-(3-UEZ-7Y)-[1,2,4] SA o} &-3-2 |- 2| A (3} 4.13); 170-171C;
3-(5-71d-[1,2, 4] A ] ob&-3-)-9 2| I (3}3F= 4.14); Mp. 142-143TC;
3-(3-9FH-3-4-[1,2,4] & A o} Z-5-L)-NEZYUEH (3FE 4.15); Mp. 154-156C;
3-[5-(3-F22-9d)-[1,2,4] &A o} E-3-L -9 2| A (3§ E 4.16); Mp. 122-123C;
3-3d-5-(E] & 9M-3-%)-[1,2, 4] SA ] o} &= (313H& 4.17); Mp. Mp.107-109C;
4-[5-(3-UER-7d)-[1,2,4] S ] o} Z-3-U |-9] A (3435 4.18): Mp. 151-153C;
3-[5-(3-FF L 2-9d)-[1,2,4] A o} E-3-L |-A Y A (S FE 4.19); Mp. 112-113T;
2-[5-(3-UEZ-99)-[1,2,4] A ] o} &-3-U ]-9] 2} (3HHE 4.20); Mp. 180-1827C;
-9 d-5-(E| 23-2-¢)-[1,2,4] AT o} & (33&E 4.21); Mp. 107-109C;
3-[5-(2-UEZ-9d)-[1,2,4] A ] o} E-3-L -9 2l A (32 4.22); Mp. 104-105C;
3-[5-(3-EgZFe w2 d-7d)-[1,2,4] S ] o} Z-3-U -9 D (3}3HE 4.23); Mp. 78-83C:
3-[3-(3-UEZ-¥9)-[1,2,4] A o} &-5-U -T2l A (3 FHE 4.24); Mp. 173-175C;
-[3-(3-9 2| D-3-U-[1,2,4]5A ] o} -5- ) -3 d |-obA Eotr] = (5314 ;
2-H R R -6-(3-7 2] d-3-Y-[1,2,4] SAtt] o} E-5-9)-9 2 D (F A 5
3-[5-(5-B 2R -F-2-9)-[1,2,4] A 0} 5-3-L |- D (FHA]) &
3-[5-(5-H2E-E] e M-2-U)-[1,2,4] A ] o} Z-3-L -T2 A (FHA]) .

Al 5

f\;’o H N/O L
U:/fi]//L\h%>“<§>:B + Mel — N [ 4 \ |
_ | i
N N

3-{5-(1-7| |- 1Hi-3] £-2-91)-[ 1,2, 4] SAb ] o} -3-91 }-3] €] W (B} & & 5.1)

2~ = -
ATTE]THF 15ml & 3-{5-(IH-3 &-2-¥)-[1,2,4] A t] o} &-3-L -9 & Y (1g; 0.5mmol)E -70ColA YEF
el g A g ato] = 0.18g(1lmmol)S H7Feta, w3 EFES -70TColA 308 H<F wukslar, 0TelA 1/\1;

Zo} wulsly =} %
B WU, M EREE 0T YA, L2 RAE 00700, o)) & WA, W
S =70CelA 1/2A13F Bt nnket o, A-2olA ] wukeic, AAES 2y AZvEagdgR ;;
3T, 4% 0.04g A A (37%). Mp. 108-109°C. -
AN 6
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6-(F 2 d-3-9-[1,2, 4] At ob&-5-9 ) -T2l d-2-7t L U EH (318 & 6.1)

SMHNEVEH 15m F 2-BEH-6-(3-YHU-3-9-[1,2,4] 2 A}t]o}Z-5-2)-1] 2 © (250mg, 0.83mmol) = AJ¢k
3-F 80mg(1.24mmol)S 33] 7AI7]( /A%, 8 T EFEd S2go)= 24 (1pmol )] &4E
A7bela, v a-(UudEav ) H 24 2.3mg(4.1pmol) 2 W2ZetEg Eda(gllded oldE) 4ng(4.1p
mol)S FH7beteich. @Y AES 33 @rIsta, F9 XA 30% F¢ wwEgith. EFES U
27| A17)aL, 80°C ol A 17/\11 Sk Trgealn. RS ERFES FHA7IAL, IS o " ol H | ER 5438t
i, B2 Aﬂﬂo}@t} 71 & FAUEFOR AXA7|AL, FFA7|L, AEEYHR HZ 5 g ofAlH
oJE 20%5 A& *‘817} Ay e aRaEage 2 At & 80mg. Mp 201-203C.

o fAraAl Azl

E
9-3--[1,2,4] 5 A opE-5-<

Ol'
Af)

5-(3-1] g -FH-2-7tHUEH(3}EE 6.2) Mp. 141-144TC ¥
5-(3-9 2] 9-3-24-[1,2,4] & A} ] o} £-5-U)-E] e A -2-7} R U E L (3} 5= 6.3) Mp. 159-161C.
N/\] Oﬂ 7

3-(3-¥¥9-3-<-[1,2, 4] FAH ob£-5-) -l ol (3} = 7.1)

N-[3-9] 8] d-3-%[1,2,4] A ] o} Z&-5-4 ) -3 d |-o} | E o}y
= 0.48g(1.7mmol) & g o= Hrleta, AU, Wb 28-S AL o= A i, 50T A 15/\]7P ot 7b
g3ttt Wke ESES odw FHAY|m, E& etk EgEC ¥3 TEAIYEE(aq ) S
H7bstal, ole olHEHOER FE3la, F7] A4S AFE AHea, SHUEFOR AxAya, cd7 S

=
AR, AAES 2 F=vED AT, FE 0.2 (48%) Mp.161 -163C.

RS
=
i

A A 8

3H%E%%%%Eﬂﬂiiéﬁﬂ%%a%QHﬂq.Eﬁﬂ%a%ﬂﬂLﬁﬁi%%%%i
o2 100 pM)F wluste FA4sAY. E4dL 517 A 71AE 393 ZdolE 57| (Fluorescent
Image Plate Reader; FLIPR)oIA &FEA WhHS Al&3te] T 7HAHosE =43}
AR sZ=/3-s TAS AT, BCyp 32 I3 #4S 72 AT, ECy (8 sx2)2 Ad

=
A9 2 veha, o7]M, USE-FEE Ky WS EAENRE 2850 U 277 Ay Y=uE &
5 ) o

F 1

FLIPR nAChR a4B2 EAE R Uz ed ZdA A

3}t = ECso( 1 WD) yzee] thuj gk Hd w-3-(%)
3I3E 1 6.8 97
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