TNE3F 10-2006-0092297

(1993553 H(KR)
(12) F/NE3FE(A)

(51) . Int. CL (11) ¥7/4HE 10-2006-0092297
CO7D 471/04 (2006.01) (43) LA 2006708422
(2D ¢ s 10-2006-7005902
(22) =LA 2006'303¥24
A Al =LAt 2006'303¥24
(86) T Al EAHZ PCT/EP2004/052377 (87) = AlE /N = WO 2005/030770
A E A LA 2004'309¥30¢ = AE LA 20053049074
(30) +-AAF4 03022046.1 2003910€01¢ 35314 (EPO)(EP)
(71 =4l LER Thef opA
= (F]-78467) FaE2 B -EHl - ESHA 2

(72) v+ =}

3|2, BEups
=9 78315 gtE= A w|=A| 2 olo] =7 43
n2E Enpis
=Y 78462 AT ~E-ulZ €l ~-971 13
Ho 2, ghojd| 2

£9] 78464 AR HH| 21 AETA 43
ZEHH, et=gola

£ 78315 == A A E U2 2~ETHA 4a
AdEA, Wz =

=9 78462 ZAEA o ERAETA 20
davZ, vi2g

5 78465 TR FHE-2 W2 -~E 2 A 43

o

Y
oX, 0)‘

_—

(74) &l

= Q
=
7

AT 9l

o

(54) F =4 Giastd A FAEL AR o) Pz A EA|

ok

o
s

R1, R2, R3, R4, R5 2 A7} AAe Aol 7149 2n]E zh= 318h4] (D9 352 A9t &34 INOS o Al A o]t}



] 10-2006-0092297

I}

E
l

dl

YA

o

T
Hi () BB
oF )
o
) a RK !
MM w Lol o
0 =) o0 ,NrL
T —
= S ey
7! o % gl
i il w T
2 bt o oy
K \ul a ;\Iopﬂ
Wi =y Wi =
o = <
] ° T 4
\W‘W T . ay R
o ) o &
N B o T 04
o) = W
=3 o 03 o
= 70 el I g
- el oy ok
o Ao o ]
= Cid o W T
— ﬂTT N
<« 7o° ! W oy
M ) i N a
* S ! 3 C)
—_ ~ D~ ﬂx iny —
= L3 Q o w Mﬁ
T = 70 e .mm
& g 5 ™ o2
ﬂ o AL m m | N
=3 x o o T e o
Z ® R > &
3 ® (3 = o 5
¢n - =
oF E:l yﬁ ATC jut m
iy o Ul H ) = -
~ of — - e 4 .
& mw ) il 53 = !
= K < 0 = vu.z o K
z o N E 7o s | -
2k S o= : S
X0 = 9 <! < N L
A S .02 W & Y w2
\ 2T R 28 3 0w T S R
m@- A 5% &) o) A T < N/ 4 i
¢ : ef Sz iRz e G
£ T o4 %5 2 % 53 Iy 4 S t
\ oMo B ® g TEORo R 4o
z T o B IR OW e o ° # =
T = ¥ oz o@r T oW OEN g = o U
o / W s M EW <

)

-4C-24, #d, 92

-2

=)

4C-

0 1-
] -1-4C-<Zo}m]

bol = % A]-2-4C-F

247, 3d
18k =,

=
=
- X

3-7C-Ate]
/BEE= R12

=1
=

[e)

.

RI11-

< R1

1

= X
A |
s

’

o] 714 R11

T

az
o
=



3] 10-2006-0092297

E
l

70

YA
[}

POl =FA]-2-4C-4Z, 1-4C-L3A]-2-4C-

S

)

PN
TA

|
N

R

—_—
file)

N

& BolaL,

A1

b3, Bl 2 Ato]

& Het2 ol & =It] 2] 7]

Hd7krd,

A

_o}=.
=7

1-4C-¢4, 1-4C

KeN
T

o] 714 R21

7, 3-7C-Ato]Z22dZAvd == R231-

o)
=

=

p]

#Hd,

™

i

- X

R232

o] 7] 4] R231

BK

ol

1-4C-¢

R5+=

5
!
)

A2 AA (A el b)ol A,

ol
—

Nfo

<



TNE3F 10-2006-0092297

R3E 1-4C-97, EelE 702, £ 98] B F2 TP E-F8 1-4C-LFA 0| 3;

= AlZE RIS 3-7C-A}o]Z2 29, Hd-1-4C-<2, 30|52 A]-2-4C-2 A, 1-4C-LFA]-2-4C-22, HAld, I
9 EE=R11- m/r,\:‘— R12-x384 ¥,

o714 R112 1-4C-4Z, F27, 1-4C-YFA], B Ble- B 0]-1-4C-4Holr =

R12% 1-4C-¢44 == =7,

—

R2E 42, 3HO| B2 A -2-4C-27, 1-4C-LFA|-2-4C-47 &

fr

1-4C-2%, 4

R32 F4, 27, 1-4C-¢7, Eg|EFo2vy, B s = T2 ZF22-23 4 1-4C-&=A|o]aL;
T 25 R1 2 R2E 34 28 R1% R27F 285 = A4 9A2 £330 sl 240 28 & HetS A8},
o] 7] A Het&, At4, 3 2 A4 7 o] Fojz o FollA] AelE= 1 UA] 37) slel = RS 23k, 3 84 A7 R21

A/ = o B 11}7} R22% ¢ A 3= al W/E= & A4 9x7F R230.2 235 = 3 A 10
A xsle = FREAo R ¥3¥ SHEAL]EE Hola

o] 714 R21& 1-4C-<Z, 1-4C-<4=A] &= Hd7tnd,

R22% 1-4C-97 T+ 1-4C-<L=A],

R23& 1-4C-24, #ld-1-4C-<¢4, 1-4C-<4A7tnd 1- 4 —OFHA|-2-4C-2Z] | Bi- = U] -1-4C-2Zo}r]
-2-4C-47 HAd, Jgvd, Jed, ¥ 29 3-7C-Alo]ZF 22U 3-7C-Alo]F =LA E == R231- / %
R232-X]3+4H #Hd,

o] 7|4 R2312 & 27, Ao} &= 1-4C-¢4,

R232&= &2 = 1-4C-¢42, &

R3& F4, 27, 1-4C-L3Z A, 1-4C-¢Z, EgZFoamy = A3 e 2 T2 0 2-x3ky 1-4C-¢4=
Al 3

A Z RAE Fa, T2 1-4C-9Z B 1-4C-U4FA],

R5E 1-4C-<4,

AE 1-4C-<Z4 4.

1-4C-2242 1 WA 4719] 84 RS zhe= A e 24 dZd7]o)t} o & &5, HE o] AR E sec-HH, tert-4-
g xay olaxzd Tula, 53], oe E wE ot

2-4C-AAE 2 A A7) B AAE 2 A4 B B2 A7)0l 6B 5Y, $E, o 2% Y, sec-38, tert-¥

1-4C-ANL 17 4709) gk 942 2 A4 GAolth, o] o) 5] A5 5 = ez, WY A(-CH,o),
o] & @l (-CH,~CH,-), E & g @l (-CH,~CH,-CH,-) 2 © E g}l & @ (-CH,~CH,-CH,~CH,-) 7] o] t}.

1-4C-k3 A1, Ak 9ol Hake] 1 Ul 4709) Ba AR08 2 A4 B 2] 9207)% 2gehs 7]olth, olsth ¢
Aste] Qi 4 Qi 1A 4719) Ba AAF e SFAE, S Sof RBA], o £¥EA], sec-HHA, tert-H 5
A EREA, O\ AEZEA, L 5, o FA] L w5 7] o],



TNE3F 10-2006-0092297

3-7C-Alo]Z2 U2 Aol ZF 2 X 2 F Alo|FR2NE Alo]Z2dEY Alo]F2dA 9 AlojZ2dd S ez, o1 5
o A Aol F 22 Alo| F2EE W Alo]F 23 E o] nlgh2 sl

3-7C-Alo] F2 LA E 2 43t 3-7C-Ao] F2UA 7] F sz X3d e 7] E Yepdith o & B Alo|S 222
e 2 Alo]|ZF 2 A el 7] ot}

w o] ojule] xeH = dRAL BE EE v AE g4 BE ST 20T

—4C-A= A, olE B9, 2,2,3,3,3-AEEFQLREZEA], HEF QR FA,

I 1,2 2-HEREF O RAFA], 22,2-EEFQ iﬂl%*l, EYEFonvsa

A7101aL, 1 Tl M HEF L2 EA 7] 7F vhetd s, o] g i ete] "R 1-4C-25A1 9] 74 ¢

Zp 5 ko] ige] 2R = AR AEH = S v

1-4C-LFA-2-4C-2 A& 4% 1-4C LI F shtz X 3he 3 f:z 2-4C-¢27] T shbs YEIY dH4

T AUz dE 59, 2-(AEADE (-CH,-CH,-0-CH,), 3-(W|5A)2Z 23 (-CH,-CH,~-CH,~-0-CH,), 2-(l| 5 Al
g (~CH,~CH,-0-CH,~CHy) % 2-(e]2Z 2% )9 g (-CH,-CH,~0-CH-(CH,),) 7] °]t}.

Sto| =5 -2-4C- LA ol ExA 7| 2 A FE 4 2-4C ¢ 7] F shuE ekt A5 e o E 5,
2-3lo]=E Ao e 9 3-3fo]| == A] 2% 7] o]t}

Bi- i T-1-4C- 2ok o) A Qo] Hate] AL 1-4C A7) F 1 EE 20E Tadc e
H-1-4C-¢obr) ], 53]t o], teldol] = 2 o] AT 2P o] 7] o],

), E-2-4C-2A 2 AeEd Rie- e U-1-4C-gHE o] T stuE A SE dEd
2-4C-247] T shiE YEriu 52 5 e dE Y 2-("Hr gt i) g 7] ot

HI-14C-4 24L& A7 2 X ge F=3 1-4C-427] T s Yepdt 52 = o & W dud 2 iz

1-4C-4A7tRd 2 s 1-4C &47] T sh7t 285 7t d7]olv). o & &1 ok’ [CH4-C(0)-]1 7]olth.

i)
B~
>,

¢

3}Z(N-oxide) -OR5Z A g+¢ I 2|d o] A4l ES YEld

A HA BH(BH a)dl A Hete 9hds] ¥3td wi= REH o7 B¥3ly Bi- = g3 vHlojAlo] &8 3 = A1
AR E A2 AEOo 7 o] F 01;4 Al 2=®lo)an, A1 A 3 WA 79 BiAto] &8 ¢k 3] st vHERE & H 2 AR
=9 ¥ Bola, dHZA|EE ¥ BE A4, A 2 3 FolA 5E¥ o s deH = 1 X 3719 slH = dAE 235}
a, dlgZAtel 2 aB~1“ 2N Sa7|2 Ao do g X&Ea, A2 i, g o A7) A1 il §+
o, WAl Hola, A7) @ Het2 & B4 A7 R212 A9 A o= X3y i, /= & Het o g4 97 R222 A

o2 ¢ X3y, Y/EE ¥ Het2 @A CSA 7|2 Ay oz X35 a1, W/EE 3 Het2 o A4 9A7FR23

o7 dex o g X gker,

#4 aol WE Hetd] o=, ob2tld, obAlE oY, s ele]d, a2l vl d, Eusls 2 od, veEed, ontEe)
O, sslebdy, arseiy, ne gy me tenedeld, @ 44 o) S B S, oOF 59, 2-
S4B, 2-feelild g, 2- S, 250 22 B0, 25 U g seld eI 2671
Sas AP vd, 2- S MehA Y, Ei 5-S -1 4-tlobAlhd, 2 B o Ed S-SAlo|E EE HloneEd

S5 r1 bl 5 A ek o5 G S, oA T, e oL Ael D, 19,54 B meel
U L 1,23 4 A e ao|E 2ol A7 U R 4 Rout, olo] §EE AL oo,

r_l

o714 ALgE =, ol "M B kel A v FhR Y B R (moiety) & B33, F Axo] AFE w) LFAbo|=
R el $47) F 9Ae] A%d w XY T RS Y



TNE3F 10-2006-0092297

T A (I b)oll A Het2, A ao] F-Aldlolm, 44, & 5 A= o] o)Xl o FollA AEE= 5 1 A 3719
FHZUAE F3ala, ¥ e QA7 R21IE A8 Ho® Mgy /w3 B 9

2 A7 R22E H xlﬂﬂ i /s

o A 947} R232 xlﬁhqh, 3WA 109 Zahd i FEH o R xabd e 2ate]Z8 B E Vb,

A poll 2 Het7] 9] o= R21 2/F= R22 2/ = R230.2 Aeld o2 X349 4= 91, olAlEd-1-<, 3 22 d-

1-¢, g+~ 1 Y olnttEYd-1-Y, F|lo R =Y - 4 o iEfﬁia}"d—l—"a‘,iEﬂﬂla}ﬂ 1-¢, OJ%%J 1-

o, o] Aa¢lEW-1-9, 1,2,3,4- EﬂEE‘ro}O]EEﬂiﬂ 1- »]ﬂﬂ%—l—%_‘,l?_ ZY- . 1,2,34-E| Eg}slol ==
EU-2-9, 14 ] oA #-5-2-1-9, 3|7 2}~ 3 o1 o, H 1,4-1SA- o}z}m& 4.5]d82-8-9 &

E S, o]l AR A= =

o9} &3], WA boll WE Heto] 74421 o &=, 1] ¥

T 1,4-YSA-8-olA 2T 2[4, 5] H7H-8-4 S A5

w3 boll WE Heto] Bl 744 ¢l o &=,

R212 X35 92 d- 1 o} H}%ﬁé}ﬂl—t— R21& 1-4C-<2 = wHd7lnd, & o], 4-He - Hgd-1-4, =
=4-xd-aHgd-1-

v A Sk A = R21 1-4C-&=Al o] aL, R22=

R21 B/5%+= R22% X3k 1,2,3,4-H Egslo] =20 aFEwd-2-4,
CRolAaHEd-2-Y, EE 6,7-HdEA]-1,2,3,4-HEZ}

1-4C-&=A], A& 501, 6,7-HvI5A-1,2,3,4-H| E2}5}0]
stolE 2ol 2 mi-2-4

4-No] R230.% x3tg 9| e}zl-1-¢Y, A -5t A = R23S 1-4C-24, Ad-1-4C-<4, 1-4C-<47tRd, 1-4C-&
FA-2-4C-¥Z4, Rw- T E]—1—4c—°gfgo} |%=-2-4C-<7, #d, 9 v, ﬂﬂ%,iiﬂg 3 7C-AtolEF =k,
3-7C-Alo] 2 dZm|g, == R231- W/E= R232-%3k9 Jﬂé o714 R231& & =27, Alofx &= 1-4C-¢Z ol
R232% @27 i 1-4C-dZ oy, nfE A} A= R23S 1-4C-242, #ld-1-4C-<4Z, 1-4C-<A7tRd, 1-4C- O—J
FA-2-4C-¢Z, ¥d, =& R231- 9/EE R232-X8Hg #d, o] 7]A4 R231 &2, Ao} B 1-4C-<Zoar,
R232% €27 = 1-4C-4Z oy, o & Eof, 4-N-v& -2} -1-, 4-N-o| - 2} -1-<, 4-N-1l 2 -=
HeH-1-9, 4-N-2-#ule)-9 g2} -1-L, 4-N-(2-H| EA o &)-3] H &} x-1-, 4-N-opA| &l -3 o g} 7 -1- |
4-N-#d-9H|2-1-Y, 4-N-(3,5-tF2 29 Id) -2t -1-9, 4-N-(4-Ao}=dd)-d g -1-Y, 4-N-
4-vesd)-g a1 -1-4d, 4-N-@C-wEdd)- 3 &2 -1-¢, 4-N-C 4-tdf o D) - -1-d, =&
N-(2,6-td g d)-g A -1-4

4-No] R230. % 2|3t 1,4- 1’40}x1~ -5--1-¢, v A &A= R238 1-4C-92 &= Hld-1-4C-¢4, o=
4-N-"l&l-1,4-tJo}A| F-5-2-1-Y, 4-N-o| & -1 4-t]o} A F-5-2-1-, T 4-N- W2 -1 4- Dlo}xﬂ% 5- % 1—
o; =

4-No] R230.% X 3td T wydegtd-1-¢, vga3 A= R23S 1-4C-242, o2 E9], 4-N-H& -5 297 g7 -1-
AS AT 5 ot oo G A= Gt

x| ghol| w} s}oha] [9] s1ghE o] Aee 1S EE A AL e BE QU8 2 doln 53] gt A g H o=
AFEE = st o2 S8 F7] 2 f7) A 4718 A9 5 Ak 34, Aitst o2 s B84 2, 53], 4
S 2 FEA AN A, dE B, At BEEGLAL Qak, Aok 3k ol A EAE A E 2L D-FF 24, WA
2-(4-3lo| =F A )Mzt FE| 24k S A A4, B Ak, ghe-24k, DAL, FupE A S04k, &AL B 2E
22 7}, A olEt, BEFAEEL vekEEA B 350 ERA]-2-Y X EAlol | 7] Abe, B T U]
Aol 3k Aokl whel 18] 11 SE3F v) & (equimolar quantitative ratio) =X TFE H] & E o]jw 3l ol o] Q F5 =X%|d
ulet, o Az L)

A, A71E Zhe o T, XS mE}, Aetsith A7 E 2tE A d2A, gE, YER, TE, T, &5 E, v
%, BEHE, 42 E, =259 B oyt o] AuHa, A7) @7E TEF S B g2 U SR o Az 48
o}



] 10-2006-0092297

I}

E
l

70

YA

o

o

ol
s o
ol mp
o fom
= ol
B 1Y

o]
—

Nlo

<

K

|
N

)

Al=2-4C-27, 1-4C-<FA|-2-4C-<A, #d, 92

3-7C-Atel2 2L, #Fd-1-4C-2
POl =FA]-2-4C-4Z, 1-4C-L3A]-2-4C-

S

[e)

i

)

< R1
A

A)
-
2
=

i
=]
=
R

—_
file)

BN
B

opAIE| ol a1, & =

L

s

TC

s)edl, el e, 9%

Hd7trd,

R

A
—1}\] BE\__

_o)l=.
=

y

A8 4] 7]

€]
=

el
1-4C-<4, 1-4C

[e)

i

[e)

pu

% Het
o] 714 R21

A1



TNE3F 10-2006-0092297

R23& 1-4C-<4,
) gke Hd,

&,
e
L
|
S
<
e
iISS
—

-4C-4d7tRd, 1-4C-4FA]-2-4C-¢4, #d, ==+ R231- 9/5E+ R232-

o] 7] R231& =27, Alobw B 1-4C-242

R232+v &=E7 =& 1-4C-¢44, 2

=
w
flo
4
I
e
fu
a
—
-
O
©
Y
[
i)
!
t
to
fr
=)
Eum
et
rlr
e
rN
o
et
rlr
N
fu
|
t
to
it
B
o
)
—
-
O
©
A
>
o
K

EE RIS 3-7C-Alo] Z 297 Hd-1-4C-<4Z, o] == -2-4C-2Z, dd, ¥8|d, == R11- 2/EE R12- A
ke Hd,

=R B R2E 3 2E]a R19 R27F AR = A4 AAE 236te] dlH2Ate] 28 ® Hets @438k,

o714 Het2 o B4 ¢A7F R212 A€ 4 Oixl%ﬂi Y/EE | ga %X}ﬂ R22%Z O X351 /=8 A4 ¢
A 7F R23%Z 285 a1, 24 7] Het2 oFAEIH-1-4, F &2 d-1-¢, FH2t3-1-¢, [ eR2Z--4-d, sy Fd
-1-9 iﬂjﬁﬂa}{ -, AEU-1- 01,01*01% —1 o 1,2,3,4- EﬂEE‘ro}O]Eiﬂiﬂ 2-2 FHFd-1-9, &
Ei?d -4-9,1,2,34-HEgsto| =2o] A md-1-Y, 1 4-topAR-5-2-1-<, == 1,4- u}—%A} 8-ofx} 23| 2

[4.5]d]1%H- 8 o],
o] 714 R21& 1-4C-4Z, 1-4C-LFA] == Fdvtud,
R22% 1-4C-<3A],

R232 1-4C-¢4, #ld-1-4C-¢4, 1-4C-<A7tEd, 1-4C-L¢FA|-2-4C-<¢4, 9ld, =+ R231- 9/%+= R232-
218k Hd,



TNE3F 10-2006-0092297

o] 714 R231& S22, Aol B 1-4C-24,

R232+v &=27 =& 1-4C-¢44, 9

R3& F4, T2, 1-4C-2FA), 1-4C-¢7, EgEF e avd £ 93] e F2 ZF0=-33H4 1-4C-29F
Alo]a;

R4E 24,

R5& M€,

Ax old otk

= A% R12 3-7C-Abol 22, v d-1-4C-47, 8fo] =54 -2-4C-47, 1-4C- LA -2-4C-7, »d, 9]
, EEE R11- 9/®E= R12-2] 84 9,

R2E F4, 3Ho)| EFAI-2-4C-44, 1-4C-L3A-2-4C-22 = 1-4C-27, 2
R3& 74, &2, 1-4C-44, EdEFenvd, B s Be T2 7 2-X]3hy 1-4C-4=A o]
E= A% R1 R R2E @70 8o R19} R27F Aehs = A 945 238ko] e 2] S8 & Hets 973,

o 7|A Het2 dd2ltd, 9 &ejvd =& ofAlE U d, £ REEY FoREEYd, S-SAh-FHoerRaZad &
S,S-U&A-EoRmaZyd w123 4- EﬂEa}o}OlE olaFEYd B 1’4 (1-4C-<3A))-1,2,3,4-H Eg}s}o]
CRolAdEgd, e oddt]2 A = R2IE xl H I, £ AN-(R23)-T # 2} d = 4N-(R23)-& &

gAY, = AN-(H)-1,4-t]obAl #-5-2-1-Y L= 4N-(R23)-1,4-t]o}A| F-5-2-1-Lol a1

o714 R21& 1-4C-<, == fldtnd,

R23& 1-4C-¢47, sl d-1-4C-4Z, 1-4C-4Z7kd, 1-4C-45A1-2-4C-¢ 7, vd, B R231- B/%E R232-
| 2kl vl d,

o] 7] R231& &2, Alob B 1-4C-<47,

R232+v &=E7 =& 1-4C-¢44, 9

=
w
rlo
4>
I
ik
fu
)
—
-
O
©
Yy
[
i)
!
4t
to
fr
i)
Eum
et
rlr
o,
rN
o
ot
rlr
N
fu
i
4t
to
it
K
rlet
i,
—
-
O
©
A
>
o
I



TNE3F 10-2006-0092297

= R1LS 3-7C-Af]
3y )y,

il

2947 Hd-1-4C-<44, slo|=EA-2-4C-<4, Y, vgd, == R11- Y/EE R12-

o714 R112 1-4C-2, 1-4C-LFA], B Bio- 3 U]-1-4C-¢Z o] o] a1, R12% 2o A,

TE=RI1S 24, 1-4C-4FA), B P - T U] -1-4C-¢Zoln o] 11, R12%= 1-4C-¢Zlo|H,

R3& @&, 1-4C-27, Eg)EF e v, B 3 B T2 ZFQ2-X88 1-4C-2FA, T 53] F4°]
al;
F= R1 % R2e @7 Z18] 3L R19 R27F A9 s = Ao 9245 2 ddsto] sH 2] 28 & Hetw 943,

714 Het HHlgld-1-¢, == R212 X g9 Aozd-1-do|H,

o] 7] 4 R212 1-4C-¢4 T+ #d 7t ol i,

= HetS R21 2 R22% X|3H9 1,23 4-H| Egtalo| =g o] aqmd-2-YolH,
o] 714 R21& 1-4C-L-A],

R22% 1-4C-<=A] 0] a1,

T Hetd 4-No] R232.2 X349 vldf|gbl-1-doH,

o] 7]4 R232 1-4C-<Z, Hd-1-4C-<Z, 1-4C-<ZAIHd, 1-4C-LFA]-2-4C-<Z, #dld, == R231- /==
R232- 3% #Hd,

o] 714 R2312 &t

f
f
o
>

o
o
H‘
A
iy
—
L
¢
i
)

R232% 227 = 1-4C-<gZ ol 1
EE Het 1,4-TolA|T-5-2-1-<, = 4-No] R230.2 2|34 1, 4-t]o}AH-5-2-1-Y o],
o] 714 R23& 1-4C-4Z & fd-1-4C-<Zo]

= Het2 4-No| R230. 2 A3ty s rudatd-1-Ldo]y,

—

o] 714 R23& 1-4C-<Z o] aL,

_10_
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EE Hetd RE2Z2-4-4, ofAlEd-1-¢, 9 Zgd-1-Y, =+ 1,4-USA-8-0olxA 23] 2 [4.5] | ZH-8-H o] 11,
R3S 24, 27, 1-4C-¢47, EgEF o 2vd, e 943 B F2 ZF02-234 1-4C-LFA]o]a1;
R4E $22,

R5E €,

Ax og o)t

R3E 1-4C-97, EelE 702, £ 93] B F2 TP E- 38 1-4C-LA 0| 3;

EE A R1° 3-7C-Apel 224, o d-1-4C-, Sfo] EHA-2-4C-L 4, 1-4C-L&=FA-2-4C-24, 2, ¥¢]
9, EE RIL- B/®EE RI2-A8H4 A,

o714 R11& 1-4C-24, 1-4C-<=A], £ t-1-4C-FA ot =0, R12%= d= 700 7,

T RIS G2, 1-4C-4FA, T U-1-4C-2Zopv] 0] 31, R12% 1-4C-4Zo]H,

R2: 4, 80|28 A -2-4C-% 2, 1-4C-4FA-2-4C-¢Z EE 1-4C-¢4, 3

R32 F=4x0]aL;

=4S R1ER2E 34 22]al R13 R27F A3 = A4 A2k 23] s =Alo] 28 ¥ HetS ¥48kaL,

o] 714 Het& I g vy, I 2gtd B oA e, = RaXay EoRaZeyd S-2A-FoReXgy k=
S,S-HE&A-Her=EEYd, B 1,23 4-HEHSto| E2o|AFEgd e v-(1-4C-¥3FA)-1,2,3,4- EﬂEa} 3lo]
CRolAF s, e olddllt&A = R21E X 8HE vH 2o d, =5 AN-(R23) -9 #H A d B AN-(1-4C-¢
A)-s 2 HHAY, B AN-(H)-1,4-topAB-5-2-1-9, 4AN-(HA9-1-4C-2Z)-1 4-HopA| H-5-2-1-< L=
4N-(1-4C-€&Z)-1,4-HotAA-5-2-1-H o]

o] 7] R21& 1-4C-¢7, &= wld7tnd,

R23& 1-4C-27, #ld-1-4C-¢Z, 1-4C-<A7tR Y, 1-4C-LFA]-2-4C-<4Z, dld, == R231- L/ R232-
2 gke Hd,

o] 714 R231& & 27, Ao} = 1-4C-<,

_11_
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5] AFEARERE & A o] Ao boll mHE ke sheh 19] shetE, ©

it
o
bl
il
lo
o2
X
B
>
o
il
)
X
B
>
o
il
o,

EE RIS A28, W, 2-stol=s Ao Y, dd, ¥ed, B R11- 5% R12-% 8k A9,

7] R1L& w9, M%) i cludopr] ol 3, R12E @4 EE SF020] A1},

I
rlr
=
—
—
rlo
uf
P
e
il
to
Jm
,
L
>
=
c
a
&
o
°
=
=
—
[\]
r
2,
i
o,
g

= R1 % R2E S0 2-3fo| == A0, ©

Wi R1 % R2E §70 283 R19 R27F AFE S A4 942 2akalo] alvwAlo]2e & Het

filo
ot
ox
ol
K

o714 HetL A g dl-1-¢, £ R212 X3 vdgd-1-Lo]m,

o] 7]A R21& WlE & ddvtidola

T Het2 R21 ¥ R22%2 X84 1,2,3,4-H|Eg}slo] =2 o] 475 -2-Y ol

o3 7]4 R21-& W54,

R22%& W5 A 0] 3L

T Hetd 4-No] R230.2 X ghd v #|gbxl-1-dojm,

o] 714 R232 ®lE, o€, 94, Huld, obAlg, 2-w S5 Aol Y, #ld, == R231- B/%= R232-21 8k #d,
714 R231L @2, Alof = el

R232% ¢4 = wgo)

H

T Hetd 1,4-tolAl#-5-2-1-9, T 4-No] R232.2 X g4 1 4-t]opA#-5-L-1-doln,
o 714 R23& W g, ol d & Wl o]ar,

T HetS 4-No] R230.2 X315 &5 yldelz-1-2o]n,

o] 7] 4 R23& W e o]

EE Het2 REZWU-4-o, olAlEd-1-¢, 2 d-1-Y, = 1,4-tSA-8-o}A =3 &2 [4.5] v xH-8- o] 3L

_12_
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=
w
y

=2
gﬂ
[
AL
il

sRo Y, B EYET0 RS o] x

= AE RIS Ao E28 A Alo]|Z2RE AolEaxay HA 2-3o|E2A-dd 2-wEA-dd, Hd 9y,
EERIL- 9/EE RIZ-A3H A,

o714 R11& v g, W] EA], =ty doln| o]l R12E S5 20| AL
EE RIS EFLE, 94, vEA], B gudolr|zo]al, R12+ WEo]H,

R2E 4, 2-3lo]=FA]-og 2-EA]-oE = vg o

}at,

(o0

T+ 2F R1 Y R2E 7 2812 R13 R27F 285 &= A4 9AS 283519 s 2401 &8 & HetS A4
o171 Het dgltd, ¥ Egtd =& oAlEltd, B B2 E|leR2Zad, S-SA-ForaZed =+
S,S-HSA-HoeraZEd, e 1,2,3 4-HEGslo|=2o|aFEEd, U-1EA-1,2,3 4-HEgsIo| =20 AT =
g, T g-o| 5A]-1,2,3,4-HEZ S| m2o| AFmeld, B 4, 4-dE2A0SA - g vd = 4-(R21D) -9 &
Od, E= 4N-(R23)-F HgtAd E+= 4N-H &l - g+4ﬂ]a}ﬂé EE=4AN-(H)-1,4-tolA #A-5-2-1-Y, 4AN-¥ 2 -
14-C) b Al Fh-5-&~1-9, AN-0] ©- 1 4—t] o} 4] f-5-2-1-), = AN-o D1 4-T]ob 4| P-5- 21~ o] 3

o] 7|4 R21 WE, = A d7lEd,

R23& Wg, o, W4, Aule, obAd, 2-vEA]-ol |, #id, = R231- 9/ = R232- X 3h¥ o,

o 714 R231& 94, Ao} = HElo] 11, R2328 o o] AL,

T R231& 4, Alof H= vgo]al, R232& wE o],

=0
wW
rlo
4
[
i
-
to
Jru
ults
[
=)
lu}
[
i)
!

=50 21

Euﬂ
f

i Ee) TR0 25 A o] 1

w o] BBl Sua A4 RE7F 1D 514 19 HFRES EF,
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ok o] 3lel & o] o2 B A o= AV} o gl 5184 19 A EES L)

ot o] glghE o] I o2 5 A A= RE7F fEo]al A7F o E il )8k 19 SEES X

B outg o] 33 o] wE ofE EW sl A A o= R4V} 401 8)8HA] [9] B3 E S-S ¥ 3k

ok o] 5135 o] ik T} 5 A A o= R47F W€l 5814 19 313t EE5S xgtsit)

ok o] 3lelE- o] I thE EW g A o= R47F F40]al, R57F WEo|a AV} ol g llel 318k (9] 3EES ¥33)
=

ok o] 31ghE-o] It T} 2 S A A o= R4V Hdo]ar, R57)F WlEo]a AV} olde@llol 318k [9] 3 EES ¥33
=

Woubg o] 31ghEo] i o2 S AN & ol s ¥ Fio] oju|thxy g d ¥ Al 9] 6-9] o] Ay =
3leha) 1] Bt E 5 33t

ool mE 31320 X357 R3 2 oln| ¥ d )=, dd ol olnttxy ey ¥ Al Avd AgtE = A 93]
ste] 28 e = g2t Yo AFE 5 dar, T1of wpel 2 3o sigtEe] 5Hg A A d= olv| e d | 7t
HEl = 53] g} 9 X d AgH = 3teh 19 3 E 58 ¥3H3)

olo} e ste], B whg o] 3135 o] I 0} 2 A=, Hd Yol ojvn|thzygd ¥ A]xE Aty = A 9 X o s}
o] R3o] L 28 F= el X AFE ol opv| s d 7|7 g2} $1X o AgtE = sleh 19] S EES 33
Hoado] irE 31gE 9] X3k7] R11 2 R12% #ld o] A4 Axlo Agte] = 23 X0 tisle] o2& wE} == v
2 1A AgE 5= Ak

Woubgol w2 3ghE o] X317] R231 2 R232+= dld #Ho] & A4 Axlol] A= A o dete] Q28 wEL =
= g2 FAeA Adstd 4= )

a1514 19 SHFES 317 A%aha sh7] WS Aol A ekl uks} o] iz 5] AA 9] el = 55 vhst 2ol
E sk AL Hl5El el d % ek,

upebA, 3F7] BEg-A] 1o UER ble} 2ol 818k 119] S1eHE (A5 R4, RE 2 AE 7] T3 on| & 2ta X A st
ol&7](leaving group), B} HASHA = BE EE B3] 8 9 5)& 31314 [[[(2]% R1, R2 ¥ R3& A7) FolA on & 2t
A YE BAaA] e 58] Bt o 2E 27), Al Alo] S St o AEH 27V, ol Eo] BAAL IUE o ~HE
7)) BAAE i 53] AL o 2B 2(cl S o] 3k o e 2)sh 7] Wh3(Suzuki reaction) S 91 A =

71 &Foll v A7) 31 3}3HA] 9] 8}3FE (A1 E R1, R2, R3, R4, R5 2 A& A48 9n) & 2t=th) S e 2 g,

&=

o
o él 1

$0,-N(R1)R2

RS
(] v o

@ ) Ei
R4 amn
N AYN R4 SO, -N(R1)R2
(5= qﬁ@
H N

& Feixpol A FAR Bl W/EE 87) 7| AH L ek7] Aol = EA s vheh o &
a7 e,

AAB A=, 227 bl

%ﬂﬂvﬂ&ﬂ41

>[) o{o
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O FAA R, 7] 227 vbge f7] &0 @5, o5 So] EF4, WAl tu g L Folulo] oA EE o 5 24}
(ethereal) (| & E° tHl Ao gt = 53], tl54h) = 438 §uljollA] e 1 -5 A], & vl st A=
7] &u(538] 152D 9 =& X3ste Z3ENA, F71(lE S0l Egoldeln]) e vt s 771 471 E &
ol ket , FAstEE, TRAVEE, A, BohAlE £ 53], @A ZE) ¢ fﬂvﬂ Hola&: Fuf ol & 5o Y
7 = 53 kg (s %C% Pd(OAc),, PdCiy(PPhy), B, 53], Pd(PPhy),), B, el Ao ¢sle]Fe] A

atoll A =3 4= vk, Whg-2 20°HA] 160°C, &7 60°HA] 130T 9] &%= Wl ellA 103 WA 543t &7 30% WA

flr _r,i

24X 7t Fot 43 AR S = &l E7]5 a1 92 B3 7F 2 (protective gas) dFoll A G E T,

227 WL o & E90] Tetrahedron Lett. 1998, 39, 4467, J. Org. Chem. 1999, 64, 1372 %=+ Heterocycles

1992,34, 13959] 71Al = o] A}, F 249 o} dhefo] = Apo] o] ~=7] F 2 - tjgh duk4 31

1128 Miyaura,
N; Suzuki, A. Chem. Rev. 1995, 95, 24574 & 5= glt}.

R1,R2, R3 R Y7} 48 on| & 2t 518h2] 1119] B4t e B2t ol 2 2(d & So] 913 o 28 2)E A5
A B A e g e e A SgE At g v e G oA e s dojd 5= vt shekA I
o BaAt oﬂ*EﬂE(oﬂ ol Uz A= 2)E, dE Eo] dd B S0l ks, 53 dd Fetol=, uid s =
HEshe B 82 nghEoA Suete], dolus, gt siil= Fehs Slo] A4 stell A, dl& Sof vla-( vzt
E)-HuE A}J‘lo}b £ CﬂMW Z1A - vpeh o] Ald = v AEA oz, dojl gt o A EE Feld 5
9aL, EE u}ﬂmﬂﬂ]b o= Al (in-sitw) B L o] A 2] glo] 22=7] wkgofl A AR},

R4, R5, X 2 A7} 448 ov] % 2 sheh4) 119] 8322 517] AAlalo] 7] A5 o o} o] i 817] wrg-4] 20] Lhebdl
HES} o] EE= o] S} fAFEHALE Ml akA] PofAlnt.

[e]

a}7] Wh-g-2] 204 R4, RS B X7} =8 ol & 2t A7} ol & /lQ) 3t8124] 19 313HE 9] g/ o] dA] 4 o= 7] A et}

e 2

Reaction Scheme 2:

N

()]
(u) \ %
a.)Monomethyl malonate potassium salt/piperidine/pyridine

b.)H,/PAIC (10%) c.) NaOH d.) Polyphosphoric acid

o4 Vi) SE o) 2-9129) B AlEE 6 So] FH(REA FEAt]) D o] F o) S48} wg o5 Agw

3} ik I
o S22, B AFE 2 91 2 vk (Wittig reaction) D}S o a3k ubeS o] 8ot AFE & 3k

o

_15_
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R FA PO Boid = iz, WE 3-U-(1-40)-LFA A 2] 9-2-) L 29 o o] B33 Vo] SE)
Og- s ARG IVE] )2, 2,3-clobrl sl el F A (3814 1] BHEE)= W B o] sk 5e44 11
sges 2ok

4-v 5 A -3 2] d-2-7} 2 B ¢ d| 3} o] = (3} 82 VIO 3}3HE) <
2446-2458 (1990)°l 7] 2} = o] gt}

i)

i
rlo
£,
i
i

o] Ashimori et al, Chem Pharm Bull 38,

speha] V9| shgte B3 AH om Ae7hed 4-HER-2-9F - -N-FAo| =2 7F AJzteto] UERT]E 1-
AC-LSA7| = A 3o wm Axzd 4 vk 2 thg 2ol 4-(1-40)-LFA-2-F F - -N-FAlo| =& Auj=] 4
sbsh GAIE Bal 4-(1-40)-LFA -T2l d-2-7t 2 B v sfo] = (5} 8H2] VI sh3t&) 2 7 ghet)

3-(4-vEA 9 YA -2-d) 22 9 24H(3}8H 2] Ve 818HE) ] 3142 paragraph Starting Materialsol 7] A = o] AT},

R4 % X7} 35 o
SAG SR Yo Az 5 Ak

i
PN
rlr
L)
)
1>
i
L)
%
e
rlo
ok
N,
w
2
30,
)
T
et
rlr
of
N,
)
ol
e
r1
rlr
of
N,
L)
o
o
L
2
BN
to
o
>,

/HEH;H o=, g}zsl—)d 4 ﬂ%L%

2 9o HEE S 9la, e Ao R 515k 19 s13HE ] 92 f8 3t (free
compound) = Askd 5 At} & +

oA ksl r e B0 R = O 22y =

el SolH oz dadhukg 23 thaf & &

pul

AT}
Zuh = 2714) 31l o8 /)9 w24 S Al (reactive centers)o] UTHH, A3t WS Ao A EojF o w7 WSS
YA 717] 2 ’3H, 1 5 2ol vk FAS Hav|d 9] dAalA o= apdel= Zo] sttt AL Akl Al
TR ot} YdEH We BE 7] & g3 AA T 7 A=, dF E9], T. W. Greene, Protective Groups in Organic

Synthesis, John Wiley & Sons, 1999, #|3%, =+ P. Koc1ensk1 Protecting Groups, Thieme Medical Publishers,
2000 oA & 4= )t}

o

£ FRFHE EE AYSHE Aol o Fo AL A Fu(E B, oMAE, MANLAE i of

JE3} 28 AE, Yol Qoe 2, b Eeslol =2 e £ U S g ofd 2, Oﬂa}uﬂ%f_z Zzay

© Bashel Ao, S HE, ol LR R 48 ARAE AUE D)l 7] g plA DO

Avk G ol AAHY, A7k Aol e vlgE AR w S Sl o)af dojHnk. Aol & 4715

asification)l o)a §-¢] 432 A8 = Y0 o= T o AW Ak Il @ Yo, FebA oz A
O

:ug

o Z
, oo s

vk 2 5 A = 2 Aol A A FH A (conversion) FA AN Al 2 AR 7F 2 e 7 BH 3
£ 50 st7] Ao d=ZA 71AE o s FE =

Ho
~
2>,
o
ol
2
i
e
\
O/
ol
=

o]

Aol et aL 71| 9 FEO 7] xsko], B 2] shehes A% e

A A
E s HE & 5 Atk o8 E BE Ve U E § FE B 2 U e Aot

o1 AR 5 S Aol $YE S e 9eAel A A9
=11

<l AOH ﬁmlﬂ

_16_
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7] AAels B aEe 0 PAL R AEeht B uge dgsk A opth 8 A7
o THE T SR EE S A A B A S AE S EA AR A R 5 %

AN mp.& =4, he A7 de 9, mine &, TLCe @9 A 2vtE a8y, Rf= 4] Al4=(retention factor),
MSE A#HEA ~HEYH ME 4 o] &(molecular ion)E YER 1L, 7|€} ¢Fo] = 1 AFA| 7 G AN Al 2442 2] 1]

g 2e
Ao
AE W42

o

1. 2-[2-(4-r HA T2 9 -2- D)ol & | -6-[4-(4-v D 2 2 -1-Q % F )3 d | -3H-o|v]thx-[4,5-b |5 e] &)

40mle] &7]9 b5k F 1.12 g9 1-(4-BH2 Rzl -2 d)-4-w e -9 7 2t3, 0.978 g©] H| 2~ (I FetE)-T 1
2.0.06 g9 1,1'-¥2-("Hd 2y w)-H 24, 0.077 ¢ [1,1'-°]=(HHd-E230 v 24 | Ze2t5-t Z 2 go)
Z(CH,CL,9ke] H3kAD), 1.03 g9 24t ZHg 9] E3b2S N, atoll 8417 &< 90C = 7Fd ghet. %71% El—%*&?% 471 4
oJ7 = 15mlol, 15mle] 7)€ & F 0.931 g9 2-[2-(U4-HHA A d-2-D) D ]-6-°] 2 omv}za

[4,5-b]FE]d (2 &4 Al), 0.283 g9 HlE7| (gD E22)-215(0) 2 0.678 g9 Engg
0.208 g9 A3t HES N, ol H7teteh. 7] £FES N, st A 16417 B3 372 7k staL, Wztshar
1 pHE 7% @& te fEeaneo s 33 223t 519 §7)| 8= A EFOoR Axsln,
=3 *‘EHP*‘ AQ(HEZ 2 e/ erS 15-10:1) Aol ARrtE 293t} a2vtE gy 2o 2
= 9 odolAH o] ERZRE 9 ALe] AAZE m.p. 193-195C ¢ A2l A7) T4 3¢E 0.545 g& A=}, A

A ~AEZ L 4934 Daoll A B2} 9 A (molecular peak) MH" & vepAT]

2
o

2. 2-[2-(4-v| B A 9] 29 -2-9N)ol & | -6-[4-(4-M Ao eb5l-1-9) - ¥ )~ s d|-3H-olm|chz-[4,5-b 5] 2]

8m1-°4 2718 USAak F 0.593 g0 1-(4-Bar-ws-&3d)-4-w2d-g9 27, 0.42 go] vl2=-(FUYZetE)-t R
£2,0.025 g9 1,1'-0l2=-(Uld 29 =)-#| 241, 0.033 g9] [1,1'-8lA(Hdd-EA9) w)d 24 | 2t 5-vF 2o
~@H61ﬂ43ﬂﬂ>0M2g4Z47LVLEL%%E% FEAIA N, 8kl 164]7F 59 90T & 7} g}, &7
H geate] A7) dojxl E3HE 4mloll, 4 mle] @7]1H & 5 0.371 g9 2-[2- (4 HEA 3] g d-2-2)o]| &l ]-6-0] & & -
3H-olvttx[4,5-b]¥eld (% =4 A1), 0.113 g9 HEZ7|=(EALd 2 29)-22+5(0) ® 0.27 g9 e 5
&4 9 0.083 g9 At HS N, stoll H7pgit}. 7] FHE v 88, “71 1?&%3 N, 3hell A 1741k F<t
110C = 7FEstar, W2star, B8 H7Fetal pHE 72 9 U3 ool H ol ER 33] &3t 4% F7] 835
FAGEFOR Axstal, wFHetal e A7 A (HF R 2 /v e 22-20:1 1% NEt,) el A &vtE 18]
st} AEmfEY Y FA o2 3 2380 5% 2 ool o] ERRE Y] Lo AASE m.p. 160-162T ¢ 2
A Al A7) FA 3HE 0.128 g5 Atk AR A A E YL 569.4 Daoll Al ¥4} 9 F(molecular peak) MH™ =

ebde,

3. 2=[2-(4-vEA g g -2-eD) T |-6-[4-(4-d I H A3 -1-H-<3d)- dd]|-3H-o]lu|t}%-[4 5-b|v]&]d

8mle] &7]% vt 5 0.572 g9 1-4-B25 Hﬂxﬂ—gzé)—zl—ﬂlé—ﬂm]a}ﬁ, 0.42 go] Bl A-(F}FetE)-t| 1

£,0.025 g9 1, 1'-H]2-(HHAl X230 0)-H & ,0.033 g9 [1,1'-Hl 2o d-F 29 w)# 2 A4 | 25 -] F Z2fo)

E(CH,Clyobe] 314D, 0.442 go] 22t 2] EFES 288 FEAA N, 3ol 747 53 90T = 7t g, @71€

U8Ake] A7) ol 3% 4 miol, 4 mle ©7]9 & 5 0.399 g¢] 2-[2-(4-WEA P -2-D)o| & |-6-0] & = -

3H-olmttx[4,5-b]¥2d (2% &4 Al), 0.121 g2] HEEY li(Eﬂﬂ]éEiﬁd)—ﬂa}%(O) 2 0.29 g9 A F

&4 9 0.089 g9 At HES N, stoll H7pgth. A7) FEE v B8, 47 SFES N, fs}oﬂ 17A1%F &< 115TC
o

= 7kdetal, Wastal, =& AUletal pHE 72 9 U oldobAElol ER 33 &3t = d #7]8vsS Faty

M=
E
=1

=
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EFog Az, B&5t1 FAE A A AP E2 2 e/ v gL 28-26:1) Aol F2rtE Y s 320 E
g Ao £ 289 w5 2 oNEYER/MES(3:1)ZFEH | ALY AA SR mop. 218-220T 9] 44 11
ol A7) A IE 0.27 ¢S A=), AFgRA AAEH LS 555 4 Dadll A 2 3] A (molecular peak) MH" & UE

4. 2=[2-(4-v|EA I e]d-2-eD) T |-6-{4-[4-(4-A o}l D)3l -1-A-= 3 |-} -3H-o|n]t}x -

6 mle] &7)9 T2k % 0.406 g9 1-4-BER-dlA-=3xd)-4-(4-A ol d)-9 # 2}z, 0.28 g9 v ~- (I} =2}
BE)-UHE 0.017 g9 1,1'-0]2-(Hald L29 w)-d| 241, 0.022 g2 [1,1'-H]A=(H 39 - #iﬂi)ﬁli*ﬂ]%‘fﬂ‘r%-ﬂ
F 2o =(CH,CL 9] B3, 0.294 g0 24 Zgo] £FES Uo® FHA N, shell 18A1%F < 85T = 74 e
o} @719 g SAke] A7) dojd E3E 4 mld], 4 mle] €719 B F 0.228 g9 2-[2-(4-HEA g g d-2-d) & |-
6-0] 9. & -3H-olnt}%([4,5-b]F Y (2 =2 Al), 0.069 ﬂ EﬂEE}?’]*(Eﬂliﬂ‘éEi%) ZeHE0) 2 0.165 g
o ghabzrE &9 3 0.051 go] AstElES N, stell H7bsieh 7] FEE oA WEstaL, 47| iﬁ%ge N, 3tell 5A1ZF
°F110C = 7}d&ta, ¥z sta, &5 ?47}0}3 pHE 72 9 U5 dHolAH o ER 33] &3t} 1 7] &)
S S EFO R AFstal, 55510 FALE dHolM e o] EZ Y A A 33} OH%OMWMEE, It oA EY
A2 AAAEA m.p. 217-219C] 22 12 7] TA 33E 0.295 g& d=), AR ~ANEHL 580.5 Da

] #2} 3] A (molecular peak) MH"™ 2 UFERATH

N

m ol oft

2

c2=[2-(-mEA I -2-)el| g |-6-[4-(4d-p-FH - H A -1-H-<=xd)-9d | -3H- o]w|t}x-[4.5-b |3 ]

PEC”

6 mle B7]%" g2t 5 0.395 g2 1-(4-B 2R -wAl-=¥d)-4- ( Ed)-9H =+, 0.28 g9 v A~ (I} E) -1
HE 0.017 g9 1,1'-v)|A2-(tdAd A0 w)-d 241, 0.022 ¢ [1,1'-v]2(t] < - JAAL)Jﬂixﬂ 1ZgE5-v==2
o] =(CH,Cl, 98] H8HAD), 0.294 g9 24t o] EE2& 969 %ET oA N, stell 16413+ &<t 85T = 7k hﬂr 125
719 t54ke] 7] dojxl E3HE 4 mldll, 4 mlo] B7]H & F 0.228 g¢9] 2-[2-(4-vEA Vg d-2-d)N & ]-6-0] 2
T-3H-o]uthx[4,5-b]H g e (¢ EF Al), 0.069 g9 EﬂEE‘r |~(Egdd £249)-22HE(0) 2 0.165 gA ebak
ZHg & % 0.051 g9 dstelE& N, stell H7tetet. 47] FEE vhA] 9Esta, 37] 2 %‘% N, afoll 7.5A13F ‘52t
115C & 7Fgstar, ¥ztslal, 58 H7lshal pHE 72 94 o2 o HolMH o] ER 33] &3t 38 {785
MM EFO R AXsa, 55 FAME AE7HA AH (Y EF 22 e/ ke 25-20:1) Aol AZvtE st A
3]

o

O

ZulETOHY FA0 R F5% £89] 55 U o dolAH ol E/T o | 225 9] 1Ate] AASE m.p. 150-154T
o) A Al A7) BA 3TE 0.128 g& dEtvh AFRA ~AEZGL 5695 Daoll A £ ¥ A (molecular peak)

MH" & YEpHT

.6-{4 [4 @a-du e d)-geel-1-d-=xd | d}-2-[2-(4-v| FA| -T2 d-2-9)o| H |-3H-o] "]t} =
45 b o

8 mle] B7]% LA £ 0.614 g9 1-(4-B 2R -wlAl-43xd)-4-(2, 4-t)d#dd) -7 & 7, 0.42 g¢] v A (F U=
PE)-TRE 0.025 g2 1,1'-H|2-(HUAdE2T lz -H 24, 0.033 g9 [1,1'-¥]2={dA -2 29 )d 24 | 25—
22 eko] =(CH,Cl o] H3HA]), 0.442 go] 24t ZE 0 EFES Lod FHAAM N, shell 7413 &3 90T = 7HE e
t}. %71% O22ke] 7] doj E3HE 10 mldl, 10 mle] €718 & 5 0.371 g9 2-[2-(4-WEA T d-2-Y)ol & ]
-6-0] 9. E-3H-olnt}x[4,5-b] 9 (2% E4 Al), 0.113 g9 HEGI A(EAIE2~)-ZgF0) 2 0.27 g
9 EWZ;% £ 3 0.083 go] AstElES N, stell H7bstth 7] FEE O Wgslal, 7] £FES N, 3hof 23413F
St 115CE 7t star, Wztslal, &S M7betal pHE 72 9 U o EolAE o] ER 33] &3t} -39 f7]-8
=9 A} EFOR AZaal, a1 AAE A ghA AP (Y S22 e/r et 25-20:1) Aol I 2ulE 1] e
t ARntEagy] B ow £ B8 55 2 o|dolAHo]ERRE 9 Lol AAFE m.p. 208-209T 2] 17|
ol A7) B4 3T E 0.27 g& A=} AR AAEHL 5835 Daoll Al B4 9 A (molecular peak) MH™ & ERALE
1]

O

O

7.6-{4-[4-@B5-dFz=add) - -1-d-=xJd]-dd}-2-[2-(4-v|SA| -F T -2-9)o|d | -3H-°]| "]t} %

4.5-b]ded

_18_
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8 mle] &7]9 vk 5 0.675 g9 1-4-B 2R -dAd-£¥49)-4-(3,5-vF 22 d)-9 57, 0.42 go] v A-(3}
FHE)-URE, 0.025 g9 1,1'-H]2~(HaAd L23 w)-F 2401, 0.033 g9 [1,1'-H] (T d-Z 23 ) 240 | 2}
F-HE 2o =(CH,Clyoke] 534, 0.442 g¢f 24 ZF9] TS 28 FHAA N, st 6417+ &< 85T = 7}
stk &7) 5 f&4te] A7) Aol £33 4 mldll, 4 mle] 719 & F 0.342 g9 2-[2-(4-HFA T g d-2-)e]
]-6-0]2E=-3H-°|H|t}x[4,5-b] 9 d (L &4 Al), 0.104 g© ]Eﬁ]rﬂ/\(EE]ﬁﬂléEiﬂ)—%E]‘%(O) 2 0.25
o] B HEE & 9 0.076 g9 A3kl E& N, atell H7Egit} 7] REE oA 98staL, 7] £d=5 N, stoll 174
S 110C & 7hdstar, W2bstal, &5 H7betal pHE 72 B v ol "otAlHlo| ER 33] &30 =¥ 771§
T FMFEF O R Hxelil, w56t s A7l AR (G 22 @/ ehE 28-24:1) Aol ARvtET 9 g
gEnEay B o7 431 B3] 55 U o EolAH o] ERZRE Q) FALY] AA 3R m.p. 220-222T 2] 124
A7) FA 83E 0.047 g& A=t} dERA ~FEH L 623.5 Daoll A 4 9 A (molecular peak) MH™ & Ve

LTI

oQ

£re Tﬁérﬁ

8. 6-{4-[4-QC-mSA - E)-I & -1-U-=xd |- d}-2-[2-(4-wZEA| -] eI -2-) | &l | -3H-°| vt} =

1>

6 mle] &7)% vk 5 0.363 g9 1-4-B 2R -WA-5¥Ed)-4-2-vEA] -d&)-T H &}, 0.28 g H|A-(I L}
HE)-TEE, 0.017 g9 1,1'-°]=-(HHAld £ 29 0)-# 241, 0.022 g9 [1,1'-H]2=(H - iiﬁ]i)ﬁﬂiﬂ]%‘ﬁ}%—
) 22 2ho] =(CH,CL,9ke] BEHal), 0.294 go] 24t ZF 9] T8-S W9 FHAA N, gl 20417k 59 85T = 714
ghoh g@71E vl 54ke] 4] dojzl £3E 4 mldll, 4 mle] €719 = F 0.228 g9] 2-[2-(4-HEA H2d-2-) A E |-
6-ol 2 =-3H-olu|th%[4,5-b] g (2 E2 A1), 0.69 g8 HEZGIA(EYAIFEAA)-Z5(0) 2 0.165 g9
EAbE &9 B 0.051 g9 fstEE& N, stoll 7kt 7] FEE oAl "8staL, 47 E3=S N, stoll 723 5
¢t 115C = 7Fdetar, ¥zhsla, 58 H71elal pHE 72 U3 oS g2 2o 2 33 23t 89 f7| 8%
S MY EFOR XA, FFA FAME AP ZA(HE R 2 e/ gE 25-20:1) Aol A= ntE 1 d] ko)
ARvtEIHY B0 R #5438 B30 F5 2 ooty H o E/Y o do 8] 2(9:1)ZFE ] FAte] AASE mup.
206-208TC 9] 1Al A7) A FTE 0.16 g& v} AFgEA A9 EZH LS 537 4 Dadll 4] £4F 3 A (molecular peak)

MH" & yepdit),

9. 6-[4-(4-otAd-a e} -1-H-<=Fd)-9d]|-2-[2-4-H EA| -] 2] -2-eD)o| & | -3H-o] |t} % [4.5-b | T &
2

6 mle] E7]19 1Ak F 0.347 g9 1-(4-B 2R -dAl-&Xd)-4-otA -9 #2}A, 0.28 g2 H|2-(I Y= E)-t] K
£,0.017 g9 1,1'-0]2-(Held 229 )~ 241, 0.022 g9] [1,1'-8l(H o d-E29 ) 24| Zet5 -t 28 o]
= (CH,CL 2] BgAD, 0.294 go] 24t ZHgo] 389 UEH FHAA N, skl 20413+ 53k 85C 2 7H4 Lu}. g7
H y&ate] 47 dojdl 85 4 mldl, 4 mle] €7 ]% = % 0.228 g9 2-[2-(4-HEAFEH-2-d)E |-6-°] 2L &
-3H-ol"|thx[4,5-b]FEd (2 =4 Al), 0.069 g9 HIE7|~(EAd 2 23)-2dH5(0) % 0.165 gA |2y
F & % 0.051 g9 43te]lHS N, stol ﬂﬂdv} 2 1 HE oAl Uaetal, 4] %@LEE N, el 7TAIZF &<t

115CE 7kgstar, ¥2zhstar, &5 #A7Fetal pHE 72 B v ol dotAHo|ER 33] &%k 314 F7]8vis&
SAMVEFOR AXEIL, 5 }i g A7 74%(ﬂiiiﬂﬂ%/ﬂﬂ%% 25-20:1) *Joﬂ AZatE s, 3
2ulEOH Y BA R £ 8o w5 4 d ol e o] E/t o ol H 2(9:1) 2 F-E o] 2Ate] A3 = m.p. 138~
140C 2] 2412l A7) ¥4 3t3tE 0.175 g& A= AHEA A2HAEHL 521 .4 Daoll 4] 4} 3] A (molecular peak)

* 2 ueha,

U r—|—"
g

I

10. 2=[2-(4-WEA T -2-N)e| D |-6-[4-(REEFH-4-H -5 d)-dd|-3H-o|w|t}x-[4.5-b |3 =]d

8 mlo] ©7]% v &4k 5 0.405 9] 4-(4-B R -wAdl-e¥d)-R2Ed, 0.42 g9 Hl2=-FUZ S E)-t B E, 0.025
g9 1,1'-¥2~(ad 29 )-H 241, 0.033 g9 [1,1'-8] (¥ d-E 29 w) ¥ 24 | Fehg -] F 2 &o] =(CH,Cl,

okel HeHAl, 0.442 go] =4k ZES] EFES D& H FHOIA N, skl 7TAF EQF 90T = 7HE ). &7]E v 54t

71 Dl EHE 4 micl, 4 mle] 719 & F0.599 9] 2-[2-U-WF A el d-2- Dol ]G] £ S]]
Z[4,5-b]9 e (22 22 A, 0.121 go] Bl Eep| 2(Ed A Y E20)-22F0) % 0.29 g TILF £

_19_
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0.089 g°] PFF L N, shol A7haeh 47 FuE TA BT, 47] EREL N, ahol 1743 59 15T 2 71
ahal, Wzsta, B A7k pHE 7% 9F by ol opH o ER 38 2@ FHE 57852 FAUEFL

o
= %33 555 WA AL AR S22 AR 30-2401) Al A obE Lo e o2 o))
B2 50 23 B35 U o delAlo| SR e o] 2abe] A48 mp. 210-212C ] 2A Y] HA B E
]

0.073 g& A=t} AgRA AAEH L 480.3 Dadll Al £2F 3 A (molecular peak) MH™ & el

11. 2-[2-(4-v S ed-2-9D) & |-6-[4-(4-vD-[1 4]|c]o}AF-1-H-=xd)-F | -3H-o|w|thx-[4.5-b]

6 mie] @719 545 0.5 g9 1-U-BER-dd-=xd)-4-wE-[1, ﬂowﬂ, 0.42 g9 W 2=-(3yZeE)-1]
HE,0.025 g9 1,1'-H| 2=- (o d 229 0)-F| 241, 0.033 g¢] [1 ,1' (O d -2 ) 24 | Zebg -t 228
o] =(CH,Cl,9ke] 5§40, 0.442 g9 24t ZF <] 2 %%% LEE FHOA N, oMl 17A13F 53 85T = 7}“2‘%} g
131 tgake] 7] 4ozl EFE 5 mloll, 5 mle €718 & 5 0.371 g9] 2-[2-(4-HEA 2 d-2-) & ]-6-0] 2
T-3H-olmt2[4,5-b ]9 (¢ B2 A1), 0.113 g9 HEZI|A(EgALEAA)-2eHE(0) 2 0.27 g9 EM}?—;}
H &9 % 0.083 g9 d3telES N, gtoll F7Hgth 471 FEE vA] 2%skar, 371 i?&ga Ny, sfoll 7413+ &<t
120C 2 7Vdsta, Yzhsta, B8 #A71eta pHE 72 B3 g S g Z2 2 e o g 33 &3t 4% 57 8=
FAUEFOR Axstal, wHeta ke bl A-(HI 22 e/ree 22-15:1 + 1% NH,OH) el Z=rt=
g9 E ARvtEOYgY 240w £5g £ 8] 55 R o HotAH o] ERTH ] FAte] AA 3] Bl o oA o] B/
SPNEVEHMU:D)ZET-H ] AZAASE m.p. 160-162C<] A 47] %A 3185 0.275 g& Dt} A ~dE
218 507.3 Daoll A 4} 3 A (molecular peak) MH™ & el

12. 2=[2-(4-vEAF 2] -2-)o| D |-6-[4-(4-m|D-I Al d-1-H-<Fd)-9d |-3H-olw|t} x-[4 5-b 3] 2]

6 mlo] E7]% YAt 5 0.477 g9 1-4-B2R-yAdl-=xd)-4-vd-9 7 gd, 042 g9 H|2-(IYZE)-t]H

2,0.025 g9 1,1'"-H]|A-(Hed 223 w)-H 241, 0.033 g9 [1,1'-8] (O3l d-E 29 )H 24 | ZelE-t S 2ol
=(CH,Clyobe] 314D, 0.442 g0 22t ZF 9] EFES 288 FHAA N, 8ol 643 53 85T = 7H4E Wr. =714
O22ke] 7] dojzl E3HE 5 mlel, 3mle 78 & %5 0.342 g9 2-[2-(4-HEA I g d-2-L)o & ]|-6-0]| %~

3H-olmthx[4,5-b]F2ld (% E4 A1), 0.104 go] HEH7|~(Eg A x2=3)-Z5(0) 2 0.25 g# et E
& 2 0.076 g9 ¥t FS N, stell A7pgheh. 7] FEE vhA] B8etar, A7) EFES N, stoll 1747 &<t 110TC
2 7bgeta, Wrsta, £S5 #rbetal pHE 72 9 v S22 v e o 2 33 &3t 3 E {718 vS5S Sy
EFOo R Adxstal, w53t} dgolME o] EZRH O ALY AA s Bl oA EYEH 2 HE o] A A4 stE m.p. 186-
188C 9 A9 7] %A 3}3HE 0.185 g5 G AdHFEA A2HAEHL 4924 Daoll 4] &4} 1] A (molecular peak)

MH" & vepdich

13. 6=[4-(4-1
k=l

HJ

d-deed-1-d-=xd)-dd]|-2-[2-4-HEA -2 Pd-2-9D)o & | -3H-o]w|t}*[4.5-b 5] &

6 mlel €719 t2A F0.612 g9 1-(4-B22-wA-£¥d)-4-z2d-9H2d, 0.42 g&] v A-(FYZFtE)-tH
2,0.025 g9 1,192~ 229 x)-H 24, 0.033 g2 [1,1'-0]A2(HHAd-E 250 )H 24 | 2 5-t S 28 o]
Z(CH,CL,9Fo] 53kA1), 0.442 go] 22 g & Q%% LEH FHAXA N, stoll 6417 &2F 90T = 7HE et &7]d
o5k A7) Aol £3E 6 mloll, 6 ml9] EL71%% % 0.371 g9 2-[2-(4-HWEA I g -2-D)o & ]-6-0] . =~
SH-olu|t}z[4,5-b]1¥8d (& &2 A1), 0.113 ¢ F/} |2(EYALE2)-ZHE0) 2 0.27 g9 &2t 4&H
& 31 0.083 g9 ¥stElHS N, stoll HA7pghe. 37 fé‘ ohA] LE-3kar, g7l EQ%E N, &foll 1943t &<t 115C
2 7t4gsta, W4ska, B8 HU1eta pHE 72 9 U HEE22v g o= 33 FE&3 7314 77 v 5& 3k
FEFsa FAALE A g7 A (222 v e/ e 30-25:1) ’}}01] ARvE I AR E
gt 8o w5 2 Yol H | ERFE Y Ao AASE m.p. 174-175C9] AN 7] 1A
33E 0.2]1 g€ A=) AgRA AdE L 582 3 Daoll A B2 3 A (molecular peak) MHT & et

[u:_

dlo

O

14. 6-[4-(1 4-t) 2 A -8-o}x} 29 2[4 5] E|Z-8-A-=F)-F I ]-2-[2-4-HEA -] d-2-) ] & | -3H-0] 1]
tx[4.5-b]1uEd
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6 mle] &7]% t)LA 5 0.543 g¢] 8-(4-B 2R -wlA-Fd)-1,4-t] A -8-0} A}~ 0] 2[4 5] H %}, 0.42 g©] H] ~-
(AU E) -t 22 0.025 g2 1,1'-8lA-(HEd ZA35%)-3 240, 0.033 g9 [1,1'-H] (0] dd - 29 %) 2 A ]
Zebg -t E 22kl =(CH,CL 9o 5314, 0.442 g9 24 29 =S B 8d FHAA N, foll 7A17F 5<F 90T
2 7 ‘Wr 27158 424k A7) dojd Z3E 8§ midl, 8 mle] €7]H & 5 0.371 g9 2-[2-(4-wWEA T d-2-
)& ]-6-0] 2 %= -3H-olmt}£[4,5-b]FHd (¢ 22 A1), 0.113 g9 HEZIA(EHdE2A)-ZHH(0) =
0.27 g¢] ¥2bZ-F & 2 0.083 g9 A3t F& N, stoll A7bettt 7] FHE thA] a3t 47 £3E5 N, 3t
17A1%F EOP 115C= 7tgsta, ¥7teta, & ﬂﬂ*‘s}i pHE 72 9& b tE22vgo = 33 &% 349
718 SV EF R AR, sFehal HAbE A7 AR (S22 e/veE 30-25:1) el ARvE e
3] 3o}, ELEU}EZEHJJ R o 7 53 B3] 5% L o|eolAEo] ERFE 9] ZALe] ZAEE m.p. 121-122T 2
AR 7] A 33HE 0.185 g& BA ~HEH L 536.3 Dadll A 2+ 3] A (molecular peak) MH™ & 1}
ElWich,

15. 6=[4-(6. 7=t EA-1.2 3 4-H Edslo]=m o] AF]xyl-2- - D)-Hd]|-2-[2-(4-W[EA]-3] 2] d-2-%)]
g1-3H-olvtfx[4.5-b|F=d

9mle 27]19 t5ak 5 0.619 g9 2-(4-B 2R -dA-5¥9)-6,7-tWEA]-1,2,3 4-E| Egslo]| =2 -o]| A7 =T,
0.42 g9] Bl 2~-(FAVUFEE)-THE 0.025 g2 1,1'-H]2~(OFd 23 %)-g 24, 0.033 g9 [1,1'-8]~(5]Hd-x%
29 1) 2 A 2 E-T F 2 8fo] Z(CH,CL 9] H3HA0), 0.442 g9 24t ZH9 EFES 2ad FHAA N, 3ol 7
A ZF 5 90T & 7k gk}, %7154 t]eako] A7) dojxl EFE 15 mlol], 10 mle] &7]9 & % 0.371 g9 2-[2-(4-7)
EATYd-2-)ol|d]-6-0] L =-3H-0]u|t}2[4,5-b ]2 d (2 &4 A1), 0.113 g2 HEZI ~(EHALE~
HA)-ZehE(0) % 0.27 g9 vt f’g% 84 9 0.083 g9 AstelHS N, stoll H7Fgt}. 7] FHE oA E8-akaL, 47

EFES N, sl 174 B¢ 115CR 7hasta, J2hsha, & A7hsha pHE 72 2 g U2 duos 39
FEOL FHE A7 8052 PAUEFOR Azst, FEha WS Aelshd (I 22 2 A e/ e 30-
25:1) 4o AZPLE TS G}, AREE T Y] BHOE £5F R 55 % Dol o] ERTE| ) Ao A%
3} m.p. 207-208C¢] A1 A7) FA] 318H= 0.396 g& D=tk AFEA 2FEH L2 586.3 Daol A 4 9=

(molecular peak) MH® & ehdit),

16. 6-[4-(1 4-toAR-5-2-1-H-Fd)-sd |-2-[2-(4-r|EA] -F 2] -2-)o| & | -3H-o| "t} = [4.5-b ||
ksl

6 mle &719 024 £ 0.50g9 1-U-BER-AA-<3249)-1,4-t]o}A|T-5- ,0.42 g9 | A-(FUZeE)-t] 1
2,0.025 g9 1,1 ¥ A2-(HHd A9 )-H 24, 0. 033 g9 [1,1'-¥]A(HHd -2 29 ) H 24 | ZelgF -t & 28]
E(CH,CL,9Fe] H3FA), 0.442 go] 2A4F ZFo] EFES Dew FHAA N, sl 17A17P S 90CE 71d wr_ %}71
H gLake] A7) doj i EE 5 mlol], 5 mle 719 & F 0.371 g9 2-[2-(4-HEA I gd-2-L)o & ]-6-°] &
-3H-olmt}x[4,5-b]FFH (ZF E4 A1), 0.113 g9 HEGN A(EFA Dz 2a)-Ze50) 2 0.27 g9 E&*&ﬂe
84 9 0.083 g9 AstelHS N, atoll A71gheh A7) FEE oA B8etaL, 47 EFESE N, o}oﬂ TAIZF 5k 115T
2 7tdeta, Yasta, B %7}3}1 pHE 72 943 O fE2 29 ete g 33 &3t 449 7] 855 3k
EFOR Az, 553 A7 (" S22 e/HM e 20-12:11 + 1% NH,OH) *JOH ELEU]—EZFJ].L]
stoh, ARvE Y 24 S99 55 W oMHMEYELZ Y9 ALY A SR m.p. 230-232C <] 14|
ol A7) B4 33E 0.125 g& A=t AFgRA AAEHL 507.3 Daoll A 4 9 A (molecular peak) MH™ & YA

ne

17. N=(2-slo] = Z Ao &) -4-{2-[2-(4-w|FA] 9] e] D -2-¢D) o & | -3H-o] W]t} = [4.5-b ]3] 2] A -6 } wll All <= = o} 1]

=

6 mle &7 24 5 0.42 g9 N-(2-3fo| =& Ao E)-4-B 2 Rl Al Eoln = 0,42 g9 v A-(IUYZTE)-1 1
2 0.025¢9 1,1'-H] AT dE AT %) -H 2 Al o 033 g9 [1,1'- ]*(ﬂﬂ]‘é—ii#;)ﬂ]i’i]é’a}ﬁ t] & 2 g}o]
Z=(CH,CLy9ke] 53kAD, 0.442 g©] 24 ZHg o] EFES D85 FHOA N, stell 7A17F 5 90C &= 7 g}, &€

O LAk A7) ol E3E 5 mlol, 5mle] B7]19 & F 0.371 g9 2-[2-(4-HEA T g d-2-)o & ]-6-0] 2. & -
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3H-olv|th2[4,5-b]9 g d (2 &4 Al), 0.113 g9 HEHGZ|A(EYAIdE2) -5 (O) 2 0.27 g9 B AF
& 3 0.083 g9 ¥t FES N, stell H7pgheh. 7] FEE vhA] B8etar, A7) EFES N, stoll 1743 &<t 115TC
2 7kgstar, W7telal, B8 Hrhskal pHE 72 9 v HEE2We o= 33 &3t} @ﬂ 71 & 5S Faky
EFOR Az, FE3ta IS At 4 34(113;&111]5}/1111%% 15-8:1 + 1% NH,OH) “ell Z 2w} E 1ef 7] g
o ARvEddY B0 R £33 28] 55 9 o e 2R E o AA3E mp. 218-220T 9] uA A7 ¥4l 35
2 0.20gS g AR AANEHL 4541 Dadll A B4} 3] I (molecular peak) MH" & vepd )

I

18. N.N-H| ~-(2-3to]| = F A &) -4-{2-[2-(4-H| EA F & A-2-¢D | & |-3H-o|mt}x-[4.5-b | 2] T -6-A }ull Al
E"{Lotﬂ =

6 mle] &7]% vk F 0.486 g N,N- Hl* (2-3lo)| =2 Ao &) -4-B 2 RulAl<Eoln| = 0.42 g9 v ~- (I}

E)-fEE 0.025 g9 1,1'-H] 2=-(t] 7 ¥ w)-#H 241, 0.033 g9 [1,1'-8] 2 Hld-F 23] ) H 24 | 2l -t

EEE}O]E(CH oClyoke] J8HA)), 0.442 gA Z*P ZEe E¢Es 2o FHAA N, gkl 6.547F FQF 90T = 7F gt
0.

=3 %7]-?:1 T&Aake] 7] @013 &= 5 mloll, 5 mle] @719 & 5

371 g9 2-[2-(4-HEA I d-2-)ol| & |-
6-olLE=-3H-°|H|ttx[4,5-b]9Ed (L A A, 0.113 g¢] HEZHIIA(EYHALE2)-Z2E(0) 2 0.27 g9
EJ*JZQ% &4 9 0.083 g9 At FHS N, stoll H7hgt}. 7] FHE v EE-8haL, 7] i%%a N, 3tell 17413t &

ok 115C=E 7tgsta, WZslal, B ¥71slal pHE 72 % S UEFE22 Yo 2 33 &34, 349 {7 8u s
S MM EFO R AXxslal, 5E5a LS A bA A9 () EF2 2 e/wee 15-8:1 + 1% NH,OH) “gll F=2n}

Eagugt), aznEays BAo s £43 R vF 9 oghS 2 e o] 2432 mp. 127-128TC 2 1A 4
7] BA 3 E 0.29 g& A=t} AR ~AAEZHLS 498 3 DadllA] B2} 3] A (molecular peak) MH™ & Y ERATEH

=

19. N=#l = -4-{2-[2-(4-m EA I I -2-)o|d |-3H-o] vt} -[4.5-b || H-6-A } Hl Al <= Folm] =

6 mlo] @719 oS4t F 0.49 g9 N-#ld-4-B 2 RulglEEoln =, 0.42 go] H|A~-(IUYF e E)-t B E, 0.025 g9
1,1'-H 2 -(O A d 29 w)-F 2401, 0.033 g9 [1,1'-8] (A d - £ 23] ) # 2.4 | 2 2HF -] F 2 aho] =(CH,CL, %
o] E3HAD, 0.442 g0l 24 259 EF =S Uod FHAAM N, ol 6413+ ¢ 90CE 74 deh. 2719 v 2k 4

7] dojzl £3E 5 mlol], 5 mle] 8719 B F 0.371 g9 2-[2-(4-HEA I H-2-D) | & |-6-0] $ =-3H-0o]| 1|t} =%
[4,5-b]FEd (& &4 A1), 0.113 go] HEZHI ~(EGHAL 223 -Z&5(0) 2 0.27 g9 eabZ-F &9 9 0.083
g9 A3 ES N, atell H7kgt} 7] FEE oA 983, 47 £35S N, stoll 17A13F &<k 120C = 748t

WAL, B A7heh pHE 7% 9E The T2 R R B R 38 22 a0 198 71893 PIEFoR

Zotal, F53ta AALE AE7HA A (P E2 2 el/ve-& 22-15:1) Aol A=ntE 73] g} ﬂiu}ilaﬂﬂ A
o7 Fg B89 w5 L o oA E o E/MMEYEL (12 FH S 2432 m.p. 211-212T 9] 2AA 7] A
3 E 0.26 g A=), AgRA AdEHL 500.3 Daoll A #2F 3 A (molecular peak) MH" & et

20. N-AtolF 2o -4-{2-[2-(4-w| EA] 2] A -2-%)o| & |-3H-o]| Pt} %— [4.5-b |3 -6-A Al Fopm| =

6 mle] &7)9 T2k 3 0.477 g9 N-Alo]| F 22 -4-H 2 EJ |2 Zoln = 0.42 go] H|A-(F U E)-THE
0.025 g9 1,1'-8]2=-(gdd £29)w)-#| 241, 0.033 gA 1 —H| A (Y d - A8 ) E 2 A D e E - qﬂia}o]
(CH,Cl,9ke] B34, 0.442 go] 24F ZF] £FES 88 FHAA N, stell 6417 5 90T = 7td gt &719 o
S abe] A7) dolx EFE 5 mlol], 5 mle] €79 & F 0.371 g9 2-[2-(4-HWEA T g Pd-2-2)o| & |-6-0] $. = -3H-

olujtpz[4,5-b1¥2ld (F& &4 Al), 0.113 g9] HEZH7| A(EZHAIdx23)-Z&5(0) 2 0.27 g9 L* i;l £
2 0.083 g¢] d3telHS N, atoll H713he}. 7] FHE oA E8-ahaL, 47 1?&%3 N, atell 17A17F E<F 120C & 7}
dsta, Yztetal, B8 HUhsla pHE 72 9 v 22 2v o ® 33 &3, 39 f7] 8 5S U EF
S8 Azt sFatal e A A (H F 22 e/vehe 22-15:1) *JOH ﬂiu}izawsh:} ARvEIe

Fo] 55 L olHolAH o] E/SMHNEYEH(1:D)ZFH 2] 24 3= m.p. 199-200TC 2] 24120 4

27 g8 A=), AgRA ~FAEAL 492 4 Dadl A 22} 3 A (molecular peak) MH® & Y EldT]

CA-{2-[2-(U-HEA TP -2-9D)E [ -3H-ovt}F[4.5-b] e H-6-U}- NN-UHE-2-EZF 0 =t EA|
A
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6 mle] &7]% tLA 3 0.477 g9 NN-THE-4-B 2 5 -
U E)-tRE, 0.025 g9 1,1'-H]2-(Ha|ld 22T e)-H 2 ) [1,1'-R] (O d -9 ) 2401 |2
2 -t S = ko] =(CH,Cly ok o] 53HAD, 0.442 g 24F Z4HE 9] %%L%% LEE FHONA N, sfoll 194]3F &<t 85T =
7t g7 v Sake] A7) dojxl E8HE 5 mlol, 5 mle] B H & 1g9 2-[2-(4-HEA T Hd-2-2)]
E]-6-0] L =-3H-o]"|t}Z[4,5-b]¥ g d (& 52 Al), 0.113 g9 EﬂEE‘rﬂi(Eazﬂé 232 0) 2 0.27
g9 ¥MHE &9 % 0.083 g9 A3telHFS N, stoll F7Hetth. 7] FEE thA B&skaL, &7 i?&%% N, 3tell 5.54]
T ES 120CR G S, B AR pHE TR S g P IRRABOR 35 FIdch 20 018
5SS EF O R AFSaL, w55 HAME Y7 A (U EF 22 v e/ e 30-26:1) ’%oﬂ SR N ik
= EEUPEJEHA FAo R 435 39 55 4 ofeolMEHo|EZRE O AA3IE m.p. 145-146C2] 2LAQ 7]
TA 3TE 0.425 ¢S det)h AR AAEHL 5992 3 Daol| A B2} 3] F(molecular peak) MH" & vepd ),

~EgEF o 2 EA A& Eotr =, 0.42 g©] B 2=-(T]
0

22. 4-{2-[2-(4-v| 5 A T
A& Eolu =

E
“uj
(e
=

—oln|ttx[4.5-b]Fe]H-6-}- NN-t]H[g-2-E]ZF0 2vd-

6 mle] B7]% o224k 5 0.480 g NN-UrE-4-H 2R -2-Eg 2
FeE)-HRE, 0.025 g9 1,1'-H]2-(Fald 229 )-# 241, 0.033 g¢] [1,1'-H]2=(H 3l d -2 29 ) 3| 2 A | 22t
H-HE 2| =(CH,Cly9ke] H3HA)), 0.442 go] 24 259 /&S L8d FHAA N, st 1743t 52t 90T=
da:ia=y %}71% g&atel A7) o E3HE 5 mlol, 5 mle] 718 & 50 g9 2-[2-(4-vEA 9 g d-2-)
g]-6-¢0]2%=-3H-°|nt}x[4,5-b] g (¢ &4 A1), 0.113 g9 EﬂEa} 1£ EfudE2y)-2e5(0) 2 0.27
g9 EJ*WE |4 2 0.083 go] AstelHS N, atoll H7Fge 7] FEE B BEetaL, 47 i@%% Ny, 3foll 74]
7F =9 120C R 7Fgsta, Yzhsla, B Hrtsta pHE 72 @& oS g ZF22dgo g 33 &3t 49 78
EE FNMUGEFORE X8, 55k ZH}E A8 7HA AR(H S22 g/ gk 30-25:1) ﬂoﬂ ARvE2Y e
o A2vtEgdy] B oz £330 55 L o dolAElo] ERRE 9] A4 3H23])E m.p. 189-190T 2] Al

e
ES
A7) A 8HEHE 0.31 g2 It ZJ%’;E—Q *ﬁ. 2L 506.2 DaollA #2F 3] A (molecular peak) MHY & el dT)

to

2gdldlEEotn =, 0.42 g9 v 2= (3}

0Q

tlo
i)

N

23. 4-{2-[2-(4-m EA T -2-oD)ol|d |-3H-o| vt} x[4.5-b [F] 2] H-6-} - N.N-t]vf| & -3 v &] —wil Al <= 2= o} ]

|irt

6 mlo] B7)% T84t % 0.417 g NN-T e -4-H 2w -3-

£2,0.025 g9 1,1'-¥ 22—l d 223 w)-H 24, 0.033 g2 [1,1'-8]=(Hd L -E 23] o) 24 | ZebF-tE 28]
Z(CH,Clyoke] 2 3HAD, 0.442 g9 24 g9 £3d=S 28 E FHAA N, stoll 6417 &2F 90T = 714 FE}. 12o4Rl
U SAake] 7] dojzl EFE 5 miel, 5 mle] @78 & 5 0.371 g9 2-[2-(4-HEA] I gl -2-)ol & |-6-0] 2. %=~
3H-olmthx[4,5-b]9gd (&2 &2 A1), 0.113 g9 ] ‘3}7]’\(15134 |dxz~)-2250) 2 0.27 g4 e
& 31 0.083 g ¥stE]H2 N, stell H7bghn. 7] FEE vA] 2eetar, 7] EQ%E N, &foll 1743t &<t 115C
2 7vdstar, W2beta, BS HUetal pHE T2 2 v HEE2 e o R 33 53t 3 /78S S S
EfFo R AXsta, 5535t AALE A 7HA A8 (U2 29 g/H e 30-25:1) /\Loﬂ IJE2ntE 1 ¥ sk}, E/_EU}E
gy B o g 548 BEo] v d o gl o] ERZRE Y AASE m.p. 179-180TC <] 1AQ 7] %A 33=
0.19 g& A=t} AeFRa ~AAEZL 452 2 DadllA] 2} 3] A (molecular peak) MHY & Ve

e Al % FEobu] =, 0.42 go] Bl ~-(F U} Z e E)-T] B
1=

‘OQ

24. 4-{2-[2-(4-v|5 A9 -2-D)ol|d |-3H-o| |t} % [4,5-b 9] 2] -6-} -N-s]| -l Al <= FFolm] =

6 mio] B7) 8 T4t 5 0.468 g0 N-sd-4-H 2 v -yldl&EFolv] =, 0.42 g0 Hl=-(I W etE)-T B &, 0.025 ¢
o] 1,1'-Hl =~ (H ol d £ e) -5 2 4, 0.033 g] [1,1'-8]2=(t) o d -2 25 ) 2 4l ] Zehg-v] 2 2 2Fo] =(CH,Cl,

Sho] BGA, 0.442 g9 24 ZFS) EFBL ARH FHAA N, shol 647 B 90T E 7td @, 8718 4]

*Pﬂ Hojzl EIE 5 mlo], 5 mlY 78 B F 0.371 g9 2-[2-(4-HEAF g H-2-A)o| & ]-6-0] L =-3H-o]H| T}
Z[4,5-b]9 g Y (2 54 A1), 0.113 g9 HEZ7| ~(E I L Aa)- ﬂ‘ﬂ%(@) 2 0.27 go] BHEE g 2
0.083 g¢] A3l ES N, ol H7tgth 7] FEE oA D8stal, 47 £3=3 %}oﬂ 16417 5<2F 120TC = 71

Sha1, WZeha, $& W7k pHE 7R B g N2 Redgo s 35 FEath £98 47180152 MIIERS
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= I, 3% AALE AbA A (Y E 22 e/ el 28-15:1) Aol A EntE 2 3t} AR vE 18y
B o £53% B3l w2 WolNEYEHZRE AASIE m.p. 231-233C Y 1A A7) A 313HE 0.125 g &
A= £ 507.3 DadllA] &2} 9] A (molecular peak) MH" & Ve

25. 4-{2-[2-(4-v|=5A g -2-D)ol|d [-3H-o| |} % [4,5-b ]9 T-6-} - N-p-=d-HlAll=Fofn] =

6 mlo] &7]% YAt 5 0.489 go N-p-Ed-4-HE R 1;@1%%0}1315, 0.42 g9 Bl A-(I Y2 E)-t] R, 0.025
g9 1,1'-" 2~ d 29 2)-H 241, 0.033 g9 [1,1'-8] (¥ d-E 29 w) ¥ 24 | Zehg -] F 2 8o] =(CH,Cl,
oFe] HakAl), 0.442 go] 22t ZE] EHES D8 FHOA N, skl 17A17F &<F 90C = 7k et ©7] 49 t] =4k

*P7] Aojd Z3E 5 mlo, 5 mle] €79 & £ 0.371 g9 2-[2-4-HEA T gd-2-L)o| D ]-6-9] L =-3H-o| 1|t}
Z[4,5-b]1¥8d (& &4 A1), 0.113 g9 El I 2(EAd 2225 (0) 2 0.27 g9 ELW?‘E g g
0.083 g9 A3l HES N, atoll H7tgth 7] FEE oAl 28staL, 47 £35S N, atoll 6.541%F 52 120C = 714

S, W7tel L, BS Aol pHE 7R BE 08 dERedues 33 2290, £48 §718W3S PiERe

l

2 1Fxea, w58t HAME A7 dh(HEE2 v e/ves 25-15:1) gl AZvtE e gt 2wl E 1]
B0 R 43t B39 55 L dEolAHoE/MAEYEH (D) ZHE Y AASE m.p. 219-220TC 2] AR 7]
FA 3TE 0.22gS A=t AR AAEHL 500.3 Daoll Al £4F 9 F(molecular peak) MH" & Y ERAL

26. 4={2-[2-(4-m|SA 9 -2-Dol| g | -3H-o]mt} £ [4,5-b |9 & T-6-A} - N-Q-w|EAHd)-dlAl = Folr] =

6 mle] 271% t54k 5 0.513 g N-QC-vl5A 1 d)-4-B 2 & -l < Eofu| =, 042 g9 vl 2-(I U E)-H 1
#,0.025 g9 1,1'-0] 2=~ (U 3| d 229 1) -5 241, 0033 gJ [1,1'-¥ =)D -2 23] 5o 24 ] Dt F-o] 2 2 o]
Z(CH,Clyoke] :3HAD), 0.442 g9l 24 g9 =5 989 FHEOA N, gt 17*1?* & 90T = 7t gttt &7]
H f5ate] 7] Aozl £3HE 5 mldl], 5 mle] @718 & F 0.371 g9 2-[2-(4-vEA g d-2-d)E]-6-0] 2%
-3H-olut}2[4,5-b]1¥d (F&¢ 54 A1), 0.113 g9 HEHIA(EAL x23)-2Z2E5(0) 2 0.27 gA SEdnsy
4 9 0.083 g9 AstelHS N, atoll A71ghe. A7) FEE oA E8etaL, 7] E}ES N, atell 19417F 5<2F 115TC
2 7bdstar, Wzbstal, =5 H7bekal pHE 72 B v tE R 2 e o 2 33] &3t 39 /78S s Sk
A A A AP (Y ER 2/ e 28-20:1) Aol A2vtE a3t A2nE
T BA o w 42a %;‘q o oﬂﬂO]—A—ﬂEﬂO]EETEﬁA 7374§}Emp 215-216T 9] _l_xﬂ(ﬂ el _TJL_Xﬂ Q’?}E
3{

0.14 g& A=t} Agia A~ E8 L 5163 Daoll A 2 3] A (molecular peak) MHT & Uel At

ﬂ!

27. N=(d-dvgolr=-#ld)-4-{2-[2-(4-wEA| g e -2-9)o| T | -3H-o| Pt} Zx-[4.5-b ]I T-6-A }ulAl=
olm| =

i

6 mle] B7]% o2k 5 0.400 g0 N-(4-tiWdopn| -3 d)-4-H 2
E)-TRE 0.019 g9 1,18 2~( ¥ Y £ o)~ Z Al OO g9l
TR E(CH,Cly 9] H 34D, 0.332 go] 24t Z2F <] Ed&& Bod FHAIA N, stell 17413 5 90T = 7hd &t
o 2718 g 2Ake] A7) dojzl EFE 5 mloll, 5 mle B7]H & 5 0.278 g9 2-[2-(4-WEA I H-2-Y) E ] -
6-0] @ =-3H-o]n|t}%[4.5-b ] 2l (2 24 A1), 0.085 4 ]EE}?]i(Eﬂﬂ]‘éEi%)—%a}%(O) 2 0.202 g
o BHzbE 8o B 0.062 g skl FES Ny stell F7hghe} 7] {FHE thAl Beatal, 7] £3ES N, sl 174131
QF115C=E 7pdstar, W2tstarl, & H71etal pHE 72 U the 222 v g o 2 33 &3 =384 77187
S I EFOR 74& 3lal, &AL FAALE A 7hA A (HF 2 2 e/ v ek 25-15:1) Aol AR nlE 1 e
CARvEIHY B oR $45 B 55 A oA Ho| ERNE 9] AAFE m.p. 221-222T 2] 1A S 7]
Al BHHE 0.06 g& Ptk WA 29 EL 520.2 Daol A #4} 9] A(molecular peak) MH™ & HERATE

WA & Eol | =, 0.315 go] W] A-(3 2 e}
SREE ENGE EEEEE BSE RIS

P T ol of

28. N-(4-F =2 =23 d)-N-r|gd-4-{2-[2-(4-v| EA| 9] 2] -2-9)o]| & | -3H-o|r]t} % -[4 5-b |3 2] T -6-H } ¥ Al <=
Folut

6 mio] 9715 %4k F 0.541 g8 N-(4-F 2230 d)-N-v G -4-1 2 -l A% Eobn] =, 0,42 go) o] 2 (3]} 2e}
E)-tRE, 0.025 g9 1,1'-H] 2-(c] s d E 25 w)- 5| 241, 0, [1,1' 9] 22(F] o D -2 223 1) 24 | B eh )
2 2a}o] Z(CH,CL9ke] 2FH), 0.442 go] 24 259 T2 L Wi % ol A N, 3kl 17412k 52k 90C 2 7hed &
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o 271 g&ake] A7) Aol 35 5 mll, 5 mle] €719 & F 0.371 g9 2-[2-(4-vEAHd-2-)AE |-
6-0] 2 E=-3H-°ol"|t}x[4,5-b]¥Ed (FE 54 Al), 0.113 g9 HEH/A2(EHALEAA)-ZFF0) 9 0.27 g9
bz 8o B 0.083 g9 st N, stoll F7Heh 7] FEE A BEskar, A7 %%L%a N, &tell 6413 &
C= 7bdstar, Y7hstal, B8 H/bshal pHE 7R BE vhg T ERRvwe 2 38 FEdth £89 71 8vE
o7 A 3, FEFsa FAALE A7 A (HE 22 v e/ W e 30-25:1) ’}}Oﬂ ARvtE sk
AzvtETH ] FA R Fsh F8 o w5 W ool H o] EZFH o AASIE m.p. 191-192TC 2] A1 A7) 32A
= 18 534.3 Dadll Al &2} 3 F(molecular peak) MH" & YEldT),

o

o
o
il
(@)
3
0Q
ftlo
12
r
=
i)
o
M
1%
[»
14
[
o °

FRAANA TAE WPz B ol £ insitudl A AHF BER-wAdleEolr = %Eiﬂil‘%ﬁ %TJr ol 471 A
A

AR 7105 A3k oAk A L o1l A28 5 51 2 (24015112 620l 1 -6-0] &30l ]}
Z£04,5-b1912 0 (B0 B AD % A0 Ba B Yk o 22 fFEARIY %%o}oa, 3@ Al elo] A o
2 A8 T4l e i 15k AL H el 5] S o] Q11d - )

29. 2-[2-(4-HEA -9 g -2-) - & |-6-[4-U-HANE-F H A -1-s £ d)-5Hd | -3H-o| "t} [4,5-b ] ¥ 2| d
EF: C32 H34 N6 03 S; MW: calc.: 582.73

MS: fnd.: 583.5 (MH")

30. 6-[4-(4-A Q-3 2R -1~ E D) -7 d]-2-[2-(4-v 5 A -9) 2] D -2- ) -o] ] -3H-o] W] T} [4,5-b ] 9] 2] &
EF: C26 H30 N6 03 S; MW: calc.: 506.63

MS: fnd.: 507.4 (MH")

31.6-{4-[4-2,6-gre-dAd)-gd A -1-2Fd]-dd}-2-[2-(4-mEA -T2l d-2-) - & | -3H-o] vt} =
[4,5-b]¥8]d

EF: C32 H34 N6 03 S; MW: calc.: 582.73

MS: fnd.: 583.5 (MH")

32. 2-[2-(4-H 5 A -9 g -2-d)- & |-6-[4-(4-0o-FL - &zl -1-= £ H)-7d | -3H-°| "t} 2= [4,5-b ] 9] 2]
d

EF: C31 H32 N6 03 S; MW: calc.: 568.70
MS: fnd.: 569.4 (MH")

33. 2-[2-(4-v S5 A -F g -2-) - & |-6-[3-4-mE - A e}z -1-= 2 d)-sd ] -3H-°| |tk [4,5-b ] T
EF: C25 H28 N6 03 S; MW: calc.: 492.60

MS: fnd.: 493.3 (MH")

34. 2-[2-(4-HEA] -9 d-2-)-o & |-6-[4-(F g D-1-=xd)-dd]-3H-°| 7| t}x[4,5-b ]

EF: C25 H27 N5 03 S; MW: calc.: 477.59

MS: fnd.: 478.3 (MH")
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35. 4-{2-[2-(4-HEA] - d-2-)-N & |-3H-o| vt} Z[4,5-b ] D -6-L} -N-H -l 5 & F o} v =
EF: C26 H23 N5 03 S; MW: calc.: 485.57

MS: fnd.: 486.2 (MH")

36. 2-[2-(4-MEA - d-2-)-dE]-6-[4-4-mE-F A -1-=xd)-3-E3 2|5 A]-#d ]-3H-°]

nthz(4,5-b] 9 g

i
u
1-0

EF: C26 H27 F3 N6 04 S; MW: calc.: 576.60

MS: fnd.: 577.3 (MH")

37. 6.7-T) | = A ~2—(4-{2- [ 2-(4 - E A -¥] ] &) ~2—<] )~ & | ~3H-o] H] T} 2 [4.5-b ] 5] 2] &l -6-2 ) —wll 2l % ) -
1,2,3,4-H Egslo|=2-o| 427 =Y

EF: C33 H35 N5 05 S; MW: calc.: 613.74

MS: fnd.: 614.3 (MH")

38. 2-[2-(4-vEA -9 D -2-)-dd |-6-[4-4-HE-F A -1-=xd)-3-Eg ZF L 2v g -7 d | -3H-°] 1
oz [4,5-b]19 gy

EF: C26 H27 F3 N6 03 S; MW: calc.: 560.60
MS: fnd.: 561.2 (MH")

39.6-[3-ZF e 2-4-4-ME-FH g -1-sxd)-dd]-2-[2-(4-H EA] -y 2| d-2-) - & ] -3H-o] vt} =
[4,5-b]¥g]d

EF: C25 H27 F N6 03 S; MW: calc.: 510.59
MS: fnd.: 511.4 (MH")

40. 6-[3-FRE2-4-U-MEd-vHgA-1-=xD)-Hd]-2-[2-4-HEA - g d-2-U)-o & ]-3H-o] vt} %[ 4,5~
blogld

EF: C25 H27 CIN6 03 S; MW: calc.: 527.05

MS: fnd.: 527.3 (MH")

41. 6-[2-ZF 22 4-(U-vE-I A -1-Xd)-Hd|-2-[2-4-HEA] -F gl d-2-Y)-o & | -3H-o] vt} =
[4,5-b]Tg]d

EF: C25 H27 F N6 03 S; MW: calc.: 510.59

MS: fnd.: 511.3 (MH")

42, 4-MA-1-(4-{2-[2-(4-H SA| -T] g d-2-)-o & |-3H-o] 1|t} Z[4,5-b] ¥ H-6-L}-HMAEEI)-[1,4]¢]
OF A -5
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EF: C32 H32 N6 04 S; MW: calc.: 596.71

MS: fnd.: 597.3 (MH")

43. 4-{2-[2-(4-¥EA -T2l d-2-)-o D ] -3H-°| vt} % [4,5-b ]9 2| -6-U } -N-H & -N-# D -l gl & E o} m| =
EF: C27 H25 N5 03 S; MW: calc.: 499.60

MS: fnd.: 500.20 (MH")

14, 2-[2-(4-¥1 % A~ 2 ¥ -2-21) -0 & -6 - [ 2 €] ~4~(4- | - 3] o 2} 211~ T )51 W ] ~3H-o] v T} [4,5-D ]
29

EF: C26 H30 N6 03 S; MW: calc.: 506.63
MS: fnd.: 507.4 (MH")

45. 1-(4-{2-[2-(4-HEA -T2l d-2-)-o| & | -3H-o] vt} [4,5-b | F 2D -6-L -HlAl & xd)-4-wE-[1,4]1]
OF A -5

EF: C26 H28 N6 04 S; MW: calc.: 520.61

MS: fnd.: 521.3 (MH")

46. 4-o8€-1-(4-{2-[2-(4-H SA|-T] g d-2-)-o & |-3H-°] 1|t} Z[4,5-b] ¥ H-6-L}-HMAEEI)-[1,4]¢]
b A -5

EF: C27 H30 N6 04 S; MW: calc.: 534. 64

MS: fnd.: 535.3 (MH")

47. 4-{2-[2-(4-MEA] -T2l d-2-)-o & ] -3H-°] |t} = [4,5-b] ¥ 2| -6

"
=
|
i
9
i
e
|
o,
@
>
e
(]
o
=)
Iy

EF: C27 H25 N5 03 S; MW: calc.: 499.60

MS: fnd.: 500.2 (MH")

48. 4-{2-[2-(4-HEA -T2 d-2-A)-o & ]-3H-°| vt} % [4,5-b ] Y H-6-L}-N-H & -N-7] g] g -4 -d -l A &=
Fopn =

EF: C26 H24 N6 03 S; MW: cale.: 500.58

MS: fnd.: 501.3 (MH")

49. 4-{2-[2-(4-vI5A - g d-2-)-e & ]-3H-ol v th2 [4,5-b ] 9] 2| -6 - L} -N-m & -N-p-Z U -l All & o} v

=

EF: C28 H27 N5 03 S; MW: calc.: 513.62

MS: fnd.: 514.3 (MH")
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50. N-(4-tjveopr] - ) -4-{2-[2-(4-W EA] -F &) d-2-)-o| & | -3H-0| vt} 2 [4,5-b ] ¥ 2] H-6-L } -N-1]
H

EF: C29 H30 N6 03 S; MW: calc.: 542.66

MS: fnd.: 543.2 (MH")

51. N-@2-EF2-4-we-sd)-4-{2-[2-(4-v| FA -F D -2-d)-d D | -3H-°| vt} = [4,5-b | F & A -6-L } -1l

A% Folr =
EF: C27 H24 F N5 03 S; MW: calc.: 517.59

MS: fnd.: 518. 2 (MH")

52. N-(4-"EA -HA D) -4-{2-[2-(4-M| EA] -T2l -2-)-o| & | -3H-o] "]t} Z[4,5-b ] ¥ 2] H-6-U } -l Al &= F o}

=R=%
EF: C27 H25 N5 04 S; MW: calc.: 515.60

MS: fnd.: 516.3 (MH")

53. N-(4-HEA -Hd)-4-{2-[2-(4-HEA]-F g d-2-L)-o] & ]-3H-°o| "t} Z [4,5-b]1F & H-6-Y}-N-H &l -l

R4 F ol =
EF: C28 H27 N5 04 S; MW: calc.: 529.62

MS: fnd.: 530. 2 (MH")

54. 4-{2-[2-(4-HEA -] g -2-Y)-o & ]-3H-°] vt} % [4,5-b] ¥ g -6-L} -N-H D -N-0-5 I -l Al & o} 1]

=

EF: C28 H27 N5 03 S; MW: calc.: 513.62

MS: fnd.: 514.2 (MH")

55. N-(4-ZF22-H9d)-4-{2-[2-4-HE ] -F g d-2-L)-o| & ]-3H-°o] 1|t} Z [4,5-b]F 2 -6-L} -l A & FZ o}

n =
EF: C26 H22 CI N5 03 S; MW: calc.: 520.01

MS: fnd.: 520.1 (MH")

56. 2-[2-(4-HEA-F g d-2-D)-N & ]-6-[4-(F ED-1-sxd)-#dAd|-3H-°|"vhx[4,5-b ]9
EF: C24 H25 N5 03 S; MW: calc.: 463.56

MS: fnd.: 464.3 (MH")

57. 6-[4-(HAHH-1-sx2d)-gd |-2-[2-(4-F SA] -9 2| d-2-)-o| & ] -3H-o| 7|t} X [4,5-b ] ¥ 2]

EF: C23 H23 N5 03 S; MW: calc.: 449.54
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MS: fnd.: 450.2 (MH")

58. NN-H| A2~ (2-H EA] - &)-4-{2-[2-(4-H| EA] -T2 -2-) - & |-3H-o] vt} Z[4,5-b ] F 2 H-6-L } - Al

4 Folv| =
EF: C26 H31 N5 05 S; MW: calc.: 525.63

MS: fnd.: 526.4 (MH")

59. N-Afo] Z = e -4-{2-[2-(4-v|FA -9 2| -2-2)- & | -3H-e| vt} % [4,5-b] 2] D-6-U} - HAl-&FEo}v]

=

EF: C24 H25 N5 03 S; MW: calc.: 463.56

MS: fnd.: 464.3 (MH")

60. N-Ato] S22 2 -4-{2-[2-(4-HEA - d-2-d)- & |-3H-o| vt} X [4,5-b]F D -6-L) -l Al -&Fo}

=IR=%
EF: C23 H23 N5 03 S; MW: calc. :449.54

MS: fnd.: 450.2 (MH")

61. 2-[2-(4-T 5 A -9) 2] H-2-) - D ]-7-v & -6-[4-(F] Z2| - 1-F X D) -7 d ] -3H-0] 7| T2 [4,5-b ] 5] 2]
EF: C25 H27 N5 03 S; MW: calc.: 477.59

MS: fnd.: 478. 2 (MH")

62. 2-[2-(4-H 5 A -9 2] D -2-9)-o] & |-7-w &2 -6-[4-(F] | &) -1~ 2 d)-3] d ] -3H-0] v} [ 4,5-b] 7] 2] =
EF: C26 H29 N5 03 S; MW: calc.: 491.62

MS: fnd.: 492.3 (MH")

63. 2-[2-(4-HEA - P -2-d)- el |-7-H & -6-[4-(FE2

il
r

-4-=3xd)-dd]-3H-°|mthx[4,5-b ] A g
EF: C25 H27 N5 04 S; MW: calc.: 493.59

MS: fnd.: 494.3 (MH")

64. 6-[4-(FANE D -1-& 2 D) -Ad]-2-[2-(U4-v 5 A -5 2] P -2-9)-o]| & | 7w & -3H-0] ¥] T} 2~ [4,5-b ] A 2] &
EF: C24 H25 N5 03 S; MW: calc.: 463.56

MS: fnd.: 464.3 (MH")

65. 2-[2-(4-¥ 5 A -9 g d-2-)-o & ]-6-[4-(F] LR 2 FA-4-% X d)-vJd]-3H-°| v}z [4,5-b] 7 2|

EF : C24 H25 N5 03 S2; MW: calc.: 495.63
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MS: fnd.: 496.3 (MH")

66. 2-[2-(4-HEA-FFH-2-D)-A D ]-6-[4-(1-2-11(4)-E L REEH-4-%xd)-7d]-3H-o| vt} % [4,5-
bloEd

EF: C24 H25 N5 04 S2; MW: calc.: 511.63
MS: fnd.: 512.2 (MH")

67.6-[4-(1,1-5242-11(6)-El LR E2ZH-4-=Fd)-Hd ] -2-[2-(4-F 5] -v] 2| d-2-Y) - & ] -3H-o]n|t} =
[4,5-b]¥8]d

EF: C24 H25 N5 05 S2; MW: calc.: 527.63

MS: fnd.: 528.2 (MH")

68. 2-(4—{2-[2-(4-vEA|-T] 2] d-2-)-o| & |-3-H-o] |t} x[4,5-b] ¥ 2| Hd-6-L}-A&E£d)-1,2,3,4-E| Eg}
Blo]| =R -o] A Ed

EF: C29 H27 N5 03 S; MW: calc.: 525.63

MS: fnd.:

=2 24

Al. 2-[2-(4-v=A] 9] e]d-2-9D) &l |-6-0] @ 'e-3H-o]w|t}x[4.5-b]|d 2]

SWHSHAA, 8.06 g9 3-(4-T|FA] P e ¥-2- ) 29 &4k (2 B4 B1), 9.5 g9 2,3-C]oku] e-5-0] @ w3 2]

(Cugola et al., Bioorg. Med. Chem. Lett. 22. 2749-2754 (1996)) % 150 g¢] Z2] 212k (PPA)9] E3ES 2247 St
140CE 7t gint. W7 &, 7] £3HES 9F 1000mle] d5=ol i, 6N FASIHE R 84S o] &-3to] F3A 7tk
(pH 7-8). &7 &8¢ =< ]ao}‘1151] O|ER 43] &, E 1718 T AT A AHA R Oﬂ%‘
olAHO|ERFH, 1tk e =R A8 3] m.p. 207-208 C4 vhe wjo] A A Bl A S E 9.4 g2 P&

oh; AR 2~ EYE 381.2 Daoll Al #4F 3] A(molecular peak) MH" & UERATE.

Bl. 3-(4-d= A9 -2-9)

I

R Ry

41-95 g9 WE 3-(4-HEA TP H-2-)ZTZ I Qo] E (Z& &2 C1)E 700 ml9] H Eg}slo] =2 Fhol] &3 A 7]

, 217 mle] 1 N FASUER €98 Hrtsit, 23 240 A&9A &8 W7b<(TLO) 7] EFES A=A urk
?5“:} 37 =3t 217 mle] IN @4k 898 AL8-3Lo] T3 710, S AZ2A1 7] 31 L33 3ol A=A 71T}, F-A 9]
AALE EYstn SR 2YE/WES(9:D)E 43 &30, H1E FEELS 9 AF3 o2 A slA m.p. 131-132T
o] A Buto] EZ] d) 33 E 33.2 ¢S det)h AgRA AHAEH L 182 Dadl A B2} 9] A (molecular peak) MH™ & 1}
I2a=

Cl. Hl"d 3-(4-mS5A|dejd-2-9) T = I @ o] E

600 ml9] W e 5 43.1 g9 nﬂE’ 3-(4-HEA T YA -2-d)ola g o] E Wk -7 o] Alghd w7}
A (TLC) 3.0g9] Pd/C(10% = FagEit s o3} A AT oS EES FESIaL A/ F Fhol] ARAIZIT o]
g A g 9 29l 4;1] 5}?%3 41.95 g& det}, AFEA ~AEHL 196 Daoll A £2}F 3 A (molecular peak)

MH" Z vebdich

D1. H9 3-(4-v|=A9]gd-2-9D)ctTHe o] E
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700 ml9] I @Y F 45 g9] 4-v|EA ¥ g g-2-7}2 B v slo] = (Ashimori et al., Chem. Pharm. Bull. 38, 2446-
2458 (1990)), 75.80 g¢] Y A4k, 102.45 g¢] Rwemd B2 25 2 4.1 mlo] A gde] =25 wnks}
WA 120CE A 3] 7Fd e}, 7k o] Al o), 7FE P& A A o2 A AT Hh-go] UF AHeA A Frs
g}, Wkgo] IAEH, EES 120TolA 2,541 < o] mukstar, 19 o2 F2d S 749t st A SR8}, 2A}
Z o dolAH o] E/E Abolo] mjEEla F7] 8 ES B2 A FHsta AXIT BF 5 dojd Iake Aegt A A8 A
of ol & ofMEH | E/HEEF B2 2:1& AME3te] A=ntE T gt oA s A, FAste] A48 T m.p.
80-82T & Yel &= 34 22U A4 313E 43.2 g& HE 2 A=t oA 29 EQL 194 DadlA] &4 32
(molecular peak) MH" & vehit)

ol W SAFE L ol 5L YA OE o] b5 S FEE FRIH 5YS 2th of

b |
A, NO-FA B2 25 NO 4l == NO<H &7 0, 9] Aol ®arw vl lth. NO= &3 &F 2+5 % A7t
= Kl

#H(signalling molecule) 2 24 At NO<| 7 F=93 2482, 7H8-4 Tof
@)

A

NO-#A &= F7HA Bl &3t 1 A28 9 B2k 54 o] Aol gt 3719 ofo]AFo] Ak}, -4
(constitutive) NO-gAd a4 =2 4# 3 3 WA 57, U9 (endothelial) NO-3d a4 2 7 (neuronal) NO-FAd &4
2 o] FoRt}, A7) - ool Adl A}l (isoenzymes) < TS AR o A B A o 2 HH v P o W3] Al (u)kek
A 9] NO-§Hd &4, eNOS H= NOS-TIIel 2k 3h) 3 el Al (webA 771 NO-§Hd &4, nNOS = NOS-Te] 2k
A3HolAM 7pg FE A o) g g F g4 @AstE, DA F A AZY f8 Ca?t FE9] F7tol o8] BAE = Ca?t/
Z X = (Calmodulin)oll o] &gttt 774 ofo] Ao G4 st AAA ] ditstd A #E5S oA YeE AE B X
A NO 55 dogith Uy ofo]AF o] A 4ol ottt w71 ofo] el 93] A E NO+= e dE
Zb= A0 Z Holil Fel ofo] AEL 7o) 28 (7] 2322 (long term potentiation))}

.

L

(neurotransmitter) 7] 5<%
Ay o2 244 Ao ol

rl
rlo

-

AA olo] AFE Y NI R, F AA FFol gt
E] 9] A A} (transcriptional) &4 3ol o] &f 4=3)

=)

B, =4 NO-34 E4GNOS, NOS-11)9] Al g+, INOS-Z &2
t}. A Y935 (proinflammatory) AF=52 %4 NO-&A 842 AA}
gdoyled], ol AEUY Ca?t % F7} glolw Zuj g o g dAo] glth %A NO-FAH a2 1 vy 2 &
AE ] ek g Wi o), vl 71 Al7ke] AR S NO wlo] A2 E F27t A AT o]2]d 58 NO S e U5
Z =

=0, o 22 v vk Bz @ Az fasteh wekA, v S 2H ] 49, INOS
< o

BNt b

flo e o

T4 NO-Fdase] s 5l 52 NO 5 0, $=7F 54 B2 Wel e g4 ezt ook o123 2 NO &
e U B v guZETd 296t 24 9 7|3 S-S dor|al $F ol g g drs slo] delA
At BT FEAL NO-FHEALE X3k AAF AA(proinflammatory enzymes) ] @@ o] E4o|m= F44 4
T AT AAS R NO-FA ase] ey AAAe] A 84 485 98l 7Ithe = dgdelrt. 24 NO-Fd a4
of o3 2 NO-A4 < vebhi= & Hejde]= o8 714 el 2= dd, =94 R Al B -f2/d)olt. vl
T NO-H B4 ofo] % o] Aaj7} kol wpeh AFdd 3 7o) 7483 do

A ] AW = Edol A, NO-20A = F24 NO-d a4 Aol o3 =8 7 NO-#¥ 9] i+
AA A4S 3| EA 7] AL 7|3 4S8 e A 73 BESS TV Y= Aol ¥E A 1Y) (deAngelo Exp. Opin.
Pharmacother. 19-29, 1999; Redl et al. Shock 8, Suppl. 51, 1997; Strand et al. Crit. Care Med. 26, 1490-1499,
1998). TE7F &g &7 ol NO A4 S77F A 4 oF Bl A 7] eoldS deiivs A= Wel A Ath(Sun et al. .
Mol. Cell Cardiol. 30, 989-997, 1998). t] 2] NO-&d &4 A A 2] &4 3}l A (left anterior) I35 1 2] = 2
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AT = Itk (Wang et al. Am. J. Hyperttens. 12, 174-182, 1999). %4 NO-&4
=

5} o1 71 D AZGAA YeRb=d], o= NO7F Hojm FiEd o2 o]t e of A =
9 ay £E0] Yo FrhE 7HA S Sk skt (de Belder et al. Br. Heart. J. 4, 426-430, 1995).

v W f5e 55 B, ofo] & AE A i v E A AAA] e { A AF ol (genetic knock out) el
ot F A NO-FAH e At 254 853 AT 284 #d4(Connor et al. Eur. J. Pharmacol. 273,
15-24, 1995) @ =33 (Pelletier et al. Arthritis & Rheum. 41, 1275-1286, 1998), A& % ¢4 9 =(Zingarelli
et al. Gut 45, 199-209, 1999), A& A A}-+A] 2199 (Narita et al. Lab. Invest. 72, 17-24, 1995), A& % 9 x4
(Corbett et al. PNAS 90, 8992-8995, 1993), LPS-f-2d 284 9 &2 54 NO-FAd a4 Al &= INOS-
mol FHolA Fadte Aol Ry Juk(Kristof et al. Am. J. Crit. Care. Med. 158, 1883-1889, 1998). NO X+

0, & #Esk: §54 NO-g kel Wode s dahe A4, 7| #29 ¥ COPDS} & 14 954 do] A% =
o)),

H%o], MPTP-f=9 37154, ol 2ol FEfo| = F g o =3lo| v W (Ishii et al., FASEB J. 14, 1485-1489,
2000), &= OlE fkEl S " B (Connop et al. Neuropharmacol. 35, 459-465, 1996), 2 & % 4299 (Korytko &
Boje Neuropharmacol. 35, 231-237, 1996) ¥ A& A %9 (Parkinson et al. J. Mol. Med. 75, 174-186, 1997)3} &
CNS9| g gA M-S mdo X, FF NO L F524 NO-FAH a4 Zo7t vebstth

Z7}5 INOS 2& o] AIDS 3| A Ae] woA] AT AIDS #H& X ufo) A iINOSe] 988 =43 &= 9Jt}(Bagasra et
al. J. Neurovirol. 3 153-167,1997).

2 AT A E(microglia) 9l &4 1% &< (primary demyelination)2] 2+ 2 v 7§ A, t}= 7 3 (multiple
skler051s)4 7% (hallmark) 2. =2 A O"‘ A3 A A~ S AR A FH T (Parkinson et al. J. Mol. Med. 75,174-186, 1997).

FEA NO-FA- ahe B4 dda 8 A5 vhs =3 A3 d & ATF Tl dojtt} (ladecola et al. Stroke 27,

1373-1380, 1996). H&3dl= T T25E9] O, 9 &7 B4 H NO= AIE 2 7|8 &3] 999 Aoz Azte,

2
Lo

w3l o)Ak ¥ ek Edlo] A (Mesenge et al. J. Neurotrauma 13, 209-214, 1996; Wada et al. Neurosurgery 43,
1427-1436, 1998) NO-3H4 &4 A4l 5 54 S 220k A% Leith, 54 NO-F4 a4 93 24 93
L ket oF Al 5ol A B s Y} (Tozer & Everett Clin Oncol. 9. 357-264, 1997).

54 NO-3g A
T

AEL oA 5
NO ®+= 0y 7F 3 # A3E 3

o

T4 954 A% AP 23, ADF, SIRS, FF4 23, A EZ 2PIL-2, TNP| o)) $2¥8 23 4, 37 o]
2l o] A AR FH Egt-wk(head trauma), w4 ¥ &7, ARDS, ¥ :Lgau(sunbum) Zol dzA Wy AE Twut
A (uveitis), LHXP‘; Auke] 2ol ol 1 AlE

1% 7] 9 CNSY vk d=4 23 3 2R (Crohn's disease), A=A & A3k A9 ddd 59 &

A%, dA 2 COPD 9 Al 9548 2%, Frie g #4ded, 23dd 2 S3A4 3Ed 59 #Ed A3 ASs 2 A
A Y AF A, olelFA THASS, A 95, DA, AEE 2 53 Y 95 2dE T

o] i

& A, g 2, AIDS-9F & v W e = olsL Aul, <M FAE e

y o

o, o

gz

3= 2o Avj; A4 vhr = A (polyarteritis nodosa), % ¥ (serum sickness), Hl AlH &0 EZ(Wegene
granulomatosis) 712} S (Kawasaki's syndrom) 59 I A & #F(necrotizing vasculitides); |F%, w4
44 55, o4 2 d3Ad 55, AT -Eg9up ~2E# 2~ A3 (post-traumatic stress disorders) 4 F5, 4174
A %%(neuropathlc pain) 59 % A3 Al 2 o /A F &4

—
w

27] shehm e e dAsbE A R a4 E Bt e o A RolkE f8F 5 Uk
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T g2, et dE A5 B/Es AU Al H8H s Aok e AxE A 2 el i 3
o] gLof ¥3k Aotk

A £ L FYAA LA B A3 G el ol o] A, A LA, 2 el G
B BFB)E, o F Fol AA, T, WA, AZL, Ak, AR (N Eof TTSZ), 74, AehAl, 4 £ §
Aol Wz, 2AMO 2 A &5 AL} W b AShIE 4T Akt waal WEE R s dgstel 4851, 2
A S B kS 0.1 U 95% Helolar, A7) B4 SR W/ ek A8 A dol AEe 4 AP
B R/ FEA, Akl g FEl(E Sol AP wE F8AE Adsiel, Axd & vt

AT AR AYE A AYD Bl B A T DAL AR 123k B 2 F 9 golel £
7bete], A FAA, A3 7)A L T2 B4 SRE FHA, A5 Bof FAsA, A, {3, REA, 7HE3HA, FAA),
25} L= Byl = 7‘11 A7 AFEE 4= AT

wono) nhE A|oFshd 2B Foli, FUAGA ol §7b5 T ANHOE M Fol Yo F bR £AT 5
Stk A Fol Fehol A ol AU, AT, WG, AT, Fa, A D 4G A2 E £Feha, U A2} vhg
45t
= .

57 AR ADE e ¥ ue] SPB L B NEASAE oo 2% Fel2 Yol o5 FolHek 1A, A wi
EHE 242 oo 2% A= wpRHA AL A7 0.5 HA 10m, U HFASAE 2 A 6 me] 4748 ek

oARZE AXNLE dF S0 A F5H AE B8] (et atomizer) B 283 57 93], 12|} vidAstA= F3
A T 9 (propellant-driven) Al &% o o] 2% (metered aerosols) =¥ F2 A 9= (propellant-free) &9 A< 2 HE]
e
T

AHEE = F Y71 (inhaler) Al 2=lof mhe}, &4 sigtEd F71ste] 7] Fo FEle R0 R e 5= F3A, dE &
of FHA(AE Eo] AlFH Oﬂoii“@—o 7% Frigen), 7™ 24 P A, BEA|, Z 1] Al(flavorings), &4
A(AE B0l £ T4V A5 HES») B Adsivtd &4 33tES o g,

A= A8, Aol Al 7hs e 7H A4 FY 7IH S ol &sto], HA YA} A7]9 dlol2ES A s Folshe B
T= o] &7 st} o HE (2 o] A (spacers), AT (expanders)) L wj-& Ook(pear—shaped) 7] (Gﬂ% 5o
Nebulator®, Volumatic®), 2 A& dAZES 9138, 53] 2 FYU 719 45, FH(puffer) 22328 0] iR
A5 %= (Autohaler®) 9] o] & 9ol k=, &4 33t=9] 4 Fol7t o] oA LS WL 7|&E 798 o] &7t

£-0] Diskhaler®, Rotadisk®, Turbohaler® %=+ 3 &3] &< EP 0 505 3219 7A€ &47)).

N oo
ol

fq-‘jrze‘%‘rﬂ 2E 93, & dgof w2 33ES B3] 54 A8 4 2|
AE AZE A8, & 2o 2 s5-E (24 33tE)2 g s A & A5t AleFetd B zA ef &3ty
Zﬂ oF s} ?ﬂ]?ﬂ S Q5 At A5t Aok AP, dF 50, B2, §A4, dEA, =
I (fatty ointments), I3, Ho]A~E A i Z oz o]t}

ool mE ARt A EL I AAR FAE e A o8| Alxdn
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INOS AAAE 93l 57442 F(magnitude) = HAAF ), wpepx D) F A3 X 55 95 =
- 2 xg3ig, S0 93 T = 93 58 2
0.)2 1499 0.3 WA 30 mg/kg, (.v.)= 0.3 WA 3

©
T ©
o X
off
H

A G- A Z A

o
a

o,
i

3

kol
o
e

NO- B0 %7

412 100 nM Z 259, 226 uM CaCl,, 477 uM MgCl,, 5 pM Z &l -ottld -t 572 8 2 ¥l =(FAD), 5 uM &ehdl =

=2 2 E = (FMN), 0.1 mM NADPH, 7 mM = B2, 10 M BH4 2 100 mM HEPES pH 7.2¢] 4] 3, %
100ptol A 96-< wlo]a 2 E E F-= o] E(Greiner, Frickenhausen FRG)oN A =3} a4 Oﬁﬂ A8 S 93k

71 2= 0.1 pM o] T}, 150000 dpm ¢ [PH] ob2711& B4 E3t2o] HA7lateh QA7 G5
gt= £ A EZE £33 (crude cytosolic fraction) 4 ug& H71sle] a4 9535 A|&eta s &
6071 i c}: to}k. 2M MES-H 3 pH 5.0 10ptE H7Fste] &4 whg-& $AA 712, vl E3E 505 AG-50W-X8 %

o]-2 W3} 4=%](Biorad, Munchen, FRG) 50uZE v] 2] E3+5}+= dMADP N65 o] 3} nlo] 3 2 E]¥ &4 o] E(Millipore,
Eschborn, FRG)E #70th Na 2= oo A& EoA vg] 43S o] 54 3k 70 M (50 pt A= ¥ =d ) E
8 Ag v o2 73k wnkste] o i o] ER 93l Alggit) 50 w o] 4 vhE EFES oI S ER v AH
5 ZYol|EE o] vl Z(filtration manifold)(Porvair, Shepperton, UK) ¢l < 1/\] 7131 B3N (flow through)<
¥ 5 A g ¥ o] A(Pico scintillation) =4 o] E(Packard, Meriden, CT)oll =43t} o] 3} Z#o]Eof A —’FZ]E 75w ol &
(1x50 uf B 1x25 )2 A A3FL o] A 3 A7) U3 ZYo|EoA MERA FH3at} 1259 & NS 175 ub
o] mlo] ARAIE-40 Ald g o] A Z+e] Y (Microscint-40 scintillation cocktail)(Packard)®} 2381t /\J%‘Eﬂ OMj Z g o)
EZ g4 P-¥ YU (TopSeal P-foil)(Packard) 2 H 53t} Aleg o] Zgo|Ex= Ald g o)A Fh+E oA AFH}

e F 24 NO-F P a4-gAlsS SA] Sl AAA =5 S7HA7IHA vl St AT IC, -4k

L v A8 H A A5 (nonlinear least square fitting)oll Q& Fo] X FXo A A A HAE R Z5E AL o)

ool mE shEe] S oA w2 a7 £ 1o vEhdiH, shetE HE e AA e Mol sidgiet.
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6 6.90
7 6.51
8 7.37
9 7.53
10 7.64
11 7.89
12 7.60
13 7.48
14 7.58
15 7.46
16 7.62
17 7.37
18 7.04
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R2:= 422, S} EFA-2-4C-2 4, 1-4C-LFA-2-4C-27 £ 1-4C-24, &
R3& 4, G220, 1-4C-974, EdEFevd, Bx &3] B T2 2522 -3 1-4C-&=A o] i
E 4% R1 % R2E 9 8] o R19p R27F A= A A4S 238k sle|2Ake] 29 9 Hets ¥7d3hal,
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R23& 1-4C-¢47, sl d-1-4C-4Z, 1-4C-4Z7kd, 1-4C-45A1-2-4C-¢ 7, 7d, B R231- B/%E R232-
A gkl Hd,

7|4 R231& a7, Ao} = 1-4C-2,

R3& o, S22, 1-4C-4=A], 1-4C-24, Ed|EF o 2vd, B 3] B 2 SF22-%3hd 1-4C-<4=
Alo]a;

R4 52

R5% vd,

3T 8.

A1l shel A,

H RIS Abe] 22802, Wd, 2-stol % Aol g, A, veldl, ®i R11- 2/EE R12-X 24 )Y,

B

o714 R11& W, W5 A] == fudoln| o], R12¥ 94 B ZF Q20| A,

EERIIE 94 2202 WEA = fudoln| 0|3, R12E WYo|H,

= R1 % R2E S0} 2-3fo| =&)Y W

R3& F40]aL;
TRl 2 R2E 84 28]a R1Y R27F 23 &= A4 AAE 2861 sl 2A o] 28 & HetS P48,

O

o] 714 Het2 9 Fg)d-1-<, = R212 X35 gogd-1-dor,

o] 714 R21& el == Hdstrdol i

_42_



TNE3F 10-2006-0092297

L= Hetd R21 2 R22% X849 1,2,3 4-H Eg}slo]=g2o] AFisal-2-do|n,
o] 7] R21& W & A,

R22% " EA] o] a1

= Hetd 4-No] R230.% X 8te v o|gbd-1-Yojn,

o17]4 R23 W, ol g, WA, #vle, ofAle, 2-wl S5 A0l e, #d, B= R231- B/H+= R232-A¢k o4,

o]7]4 R231& @4, Aol = v
R232% 94 & vdo]a,

T Het 1,4-t oAl #-5--1-Y, == 4-No] R23°2. 2 X34 1 4-t oA d-5--1-do|n,

tal

o] 714 R23& g, g =

s
=

Aolar,
T+ Het2 4-No] R2320.2 X35 TRyt -1-Lo|H,
o 714 R23L& wdo] 1L

T Het& RE2&d-4-4, ol AlEd-1-¢, HEZd-1-¢Y, = 1,4-TFA-8-o}x A3 2 [4.5]v|7H-8-Y o] aL

=0
wW
rlo
4
Er
i
nt
to
[t
ults
B
=)
.
[
i)
!
e
to
fru
=)
.
k
rlr
[
i)
|
B
to
fru
=)
S

Alo]ar;

’

AT 0.

A1l Aol A, sh7] shgte Tl e = steka] 19 shehe, e 1 o, Aagtste Be A aste o o

L. 2-[2-(4-mEA 9 g d-2-D)oll D ]-6-[4-(4-mE A A -1-L -z 2 d)- s d |-3H-olv|thx-[4, 5-b]¥] | d
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