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2 0.1U o}t =21 dlopu|ihA] o] ZA)skel] 96-9 Z# o] Eo A [PH]-SCH-58261(33 [Dionisotti et al., 1997, Br J
harmacol 121, 35915 10D 219 .4 & 21510 SLA¥1 ob) 5 XAC: 2N AL §o1o] 15015 154 4
Sh<i). 10Mel A 0.3nM7AKI o] 1079] ol A S AWsIerh RE B4e 4o Sasigla, 28 o4 v
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7] & 1ol A =AE nt ] 7.2 27}9) pKigte Yehdr,

©
iy
(e}

[¥ 1]
AAd W | bAKD | bAGoKD)

1 5.90 8.67

2 5.18 8.19

3 5.18 8.24

4 5.18 8.10

5 5.18 7.23

6 5.18 7.30
s}k 19 313tE -‘1}6“] [9] 3}3tEo] ofgtH o2 & 87b5st A2 A2 A, o & 50] 23} AlA| 9 Fe= A
S 9T ofst ALAE, o2 Eo] A, B, ey, A W A kR U, BA, HIA i A Fej AT
Fold 4 131‘4 o & qu Fekol FEj 2 A FoAR AL, dE 5o FAIN S FE|E v GG FolE X 9l
ofst AlAE Axs7] Ao et ew Babel B mE 7] o i e 18] SRS e 5 ATk A
2 g AR R 18] FA), B4, Zelok2al B 0] o 52, o2 Bol A, 92, el g 9 A Ak )
8 GAZAM AFES = ) A A g He GAE, dE B AEH, g, AN dtaA] e A L8
Folth. 2y, &4 229 54 wel, A Aetd e 78‘%01]% "é‘iﬂ 2 01“13} A = ok ek &
DA H S A7) A GAE, dE 5o &, 282, 284S, A EF Solth ool A3 g, dF 5o A
Q1% A3k, oo, A, wholA) £ o] Eel g Sol)

L3 okst A A=

- ) 5. ’
Fo, mha Al i ASAA S G5 vk olE

= ofshA r
N ARFAOE Fad BAL ARG OZ BB sht ool wHAIsh I o FolPoE MEE AL TP
£ 7] SR O] Alx W R o) B
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S=E73] 10-0577109
SPMEYEY 259 2-H|FA| -N-(4-H FA|-7-EEH -4 - -l ZE o}&-2-Y)-olo] Y I H o} = 85mg
(O 21mmol)4 wukgE gl Q0 TIIESR 73mg(0 43mmol) ‘j] BEZ3d 2 0.05m(0.43mmol) E H7 s}, &

2 16417 ok §7 7HAS AL oo, W EFEL A2 WA a, o d ohMHo| ER B ek, T 9 £} A
S A%aA A olol, §714S FAUEFAN A% 5L, ATl $HHAT. S ZzrlEd
(2/1 EtOAC/ STy ]3] B4 AAH A ZA 1-H4-2-92-1,2-Tho] Sho] £ -] 2] -4 -7} 2 AH(4 9] 5 4] -
7-BEY-4-A- 2 0} E-2-) -0l = 32mg(32%) S S5

ES-MS m/e(%): 499(M+ Na", 14), 477(M+H", 100).

o}, fALE WA o FEH

ol

PADS cq 2:
[4-(4-HZA-T-RED-4-L -l 2E o} ZL-2-A 7Pt R D) -2- % 2 -2H-T] Z D -1-L | -0 EAF ol o] =g =

DMFZ 9] S 2 E3IEF 2 o BRRoIAE | EE AFE3Le] 2-WF A -N-(4-H| FA]-7-EEH-4-d -l ZE| o} &~
%3

2-d)-ofolay A LOW 25E

—

ES-MS m/e(%): 495(M+ Na*, 25), 473(M+ H*, 100).

Al X Q;] 3:

2-S2n-1-(2-a-5FY)-1,2-t}olglo| =2 -3 2| -4 - T} 5 A4 - A -7- 2 E U -4 - -Hl 2 E] o} F-2-2)-o} ]

DMF%9 @ 2 =3lEF 2 1-HER-2-F =S AFE3le] 2-W|EA| -N-(4-H| EA| -7-RZH-4-Y -l X E|o}=-2-

d)-ololxY IRl oln| =2 FH A %3515 H)

ES-MS m/e(%): 479(M+ Na*, 32), 457(M+ H*, 100).

PADS cq 4:

2-S2-1-vgd-2-dvE-1,2-golsto| ER-I] ¢ H -4 -7 A4 - v F A -7 - R E - -4 - A -l 2 E opE-2-)-of
SV ERF Y 2-(HE2RE)d g d sto] =2 H 2ulo] =& AFE-3lo] 2-HHA| -N-(4-H| FA|-7-EZJ

-4-d-HlxEjo}E-2-Y)-olo] AY IRl opn| =2 K E A Z3}¢l T

ES-MS m/e(%): 500(M+ Na™, 30), 478 M+ H"*, 100).

/KT}\ cq 5:

1-2-EEd-4-d-2-F2-cl")-2-Fa-1,2-to|sfo] E 2 -3 2| -4 -7} A4 v HA] -7 R E -4 - -dl 2 ]
Q)
=

o} -2-l)-o}v] =

DMF 1m¢ 2 1,2-tFo] | EA N EF 4mlE 2] 2-2 2 -1,2-T}o|slo] 2 -3 g -4 -F} B A4 - EA] -7-FEZ 2 -4-2 -
Hl ZE|o}E-2-2)-o}n = 200mg(0.52mmol) Y] wHk LMo SV EFCFFZF2 60% F-2FN) 44mg(1. O4mmol)% A7}

BFATH Ao A 158 FoF wilkdk & B =3l E 90mg(1 04mmol)& H7Fslar, 719 158 &<t wiks A3kt
olo], 4-(2-FRZ Zo}AE) R Z2 95mg(0.58mmol)S H7}eta, EIES *E‘%ow 16413 &<QF wdtksksich 10%, Elacs
STES olE ofAHo|ER X 3tar, 0.5M 4, 3} TERAIYER 9 X3 A5 A5 AFHEAT e AN

& of3star, o3t Alo]AE S el 2R AlF s, o]o] EFdol AdE s, Agstel E58klth S Al iiu}ilﬂM
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57—

(MeOH/CH,CL,) o] 5ol o & o}l e|o] Eo] A nlafislo] 34 AQA uA2A 1-2-BEA-4-Y-2-
)-olH] = 83meg(31%)S 53

2 !
A-1,2-Tho] o] = 2 -3 2] ¥ -4~ 745 A AHA -] B A -7~ B E R -4~ - 2 E] o} -2
et

il

o x_og)-2-&

{1/

ES-MS m/e(%): 536(M+Na", 25), 514(M+H", 100).

/\1}\0;] 6:

1-ho] o & 7huk 2 &l vl © -2 % -1, 2-Tho] o] = 2 -3 2] W -4 - 7h AU - B A -7 - 5 BT -4 - -l 2] o -2
)-ofm =

L2-thelv S Aol gt @ DMFZ 9] 3l EF, &
-1,2-tfolsto] B2 -] 2] ¥l -4 - 7h 5 A (4 - A -

s} 2 9-Z 2 2 -N N-t}o| v g o} Eo}n] =& A}2510] 2-
A E IR R AP I e

ES-MS m/e(%): 494(M+ Na", 22), 472(M+ H", 100).

(57) FT-2] ¥

AT 1L

3k 1
OCH,
N\ H
>—N TN
\ N R
(o]
(0]
(@]
871 2ol A,

RE #d, ded-2-%, -C(0)-0-C, 4~¢4, -C(0)-C,_4~¢Z, -C(O)-EE7d, -C(0)-NR'y, -(CH,),~NR'y = -
(CHz)n_O_C1,6_?E]_—7E]_O]j—,

NN “ e
R'= 4 £ C 4~94d 5 Atk

AT 2.
Al 1 el 1ol A,

EEEOELEIOE S

3T 3.
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A 2 el Ao A,

ﬂJ9

1-MA-2-8 -1 ,2-t}o]Fto| 2 -] g —4 T} B A A (4 -1 EA] -7-RZ B -4 -2 -] ZE] o} ZF-2-)-o}n] =] &}5}

19 35,

il

AT 4.
A 1 3ol o1A

Rol ~C(0)0-Cy_- 27 8k3H4 19] 3haHg,

7% 5.

A 4 gl Qloj A,

[4-(4-P 5N -7 -2 B -4~ - 2 E| o}E-2-AFp0h R )28 2 -2H-5] 2] D -1~ | o} M B4 o & of 21 29l 5}
st 19] 35

7% 6.

Al 1 el gloy A,

Rol -C(0)-Cy_s~22% 35t 1] st

AT,
Al 6 el 3ol A,
£-1-(2-% 2= 58)-1,2-0bo] 3to] = 2 - 7] 2 -4 -7} B A (4 -V 5 A -7 - R E A -4- A -l 2] o} F-2-9) -0} ]
=Rl 3her 19 Bk
37 8.
Al 1 el 9lefA,

NEEEECE LRSS

A7 9.
A 8 2ol 910} A,

2-%2-1-(F ¥ H-2-d - g)-1,2-vhol o] =2 -3 e -4 - TR AU - H A -T- R E R -4-d -l 2 obE-2-9)
—oluj =] 3} [9] 3}TE-
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377 10.
Al 1 el 1o A,

Rel -C(0)-RE YS! 584 19] 53%.

AT 1L

A 10 el e A,

AT 12.
Al 1 el JoiA,

ROl -C(0)-NR',3] 813+ 19] 33+,

AT 13.

Al 12 Foll 3lolA,
1-(ctelME bt A v e)-2-5 4 -1, 2-to| st o| E R -7 2] —4 - FHT A H4 - W S A -7 - Z 1 -4 - -l Z E] o} F-2-
d)-obr] =9l 334 19] ﬂ%‘%.

AT 14.

a) 517] 382 69] s5tE S &17] ghehe] 79 FetE T FA 7] Sl FolA 2ol A 2 WA 18413 E<t ukEA]A &)
7] ge2 19] ES Zﬂié = =

33k 6
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[7&71 Aol A,

Ro] 7Y, 929, ~C(0)0-C,_4-

)

[7&71 Aol A,

Re] ~C(0)-EEJ, ~(CH,),~0-C,_4-

47 15.
Al13 WA A 138 F

A 14 ol up2 W

0l7] tt

A

o}
=

2, ~(CH,) NR'
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2 _E‘Et
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