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T ar YR Eup e Beg o Lomn
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[0027]
[0028]
[0029]
[0030]

, 8.7

o=

),

= 6.9
4 2 el

X

W 2.00-40.00
, 9] 2.00-40.00 (°

7] JEl= 6.6°
7] el 8.5°

47 G

L
>
L

L

pi
)

o 3147 204

Stk Boh wA

o] 47t 209149 3 =
o] 347t 20904

HAtk. Boh wA

o] 3"zt 204

ZH Ak, Bk bl

14.7°
o

23.9°
??]__

iR

Eu
L

L

L

Fu

7} Aol g

Foith @A 0.020°

, 24.5°

o
n

%
7 el

o]

=5 2= 6.9
7} Adel
zxé
=
=

=

s
a

¥
, 22.7°

A

=
T

=
T

=
-

o

s

o] 347zt 20049 34 vas

2711

2719
, 19.8°
100%9] 4 Z=gE 7t
2711

100% <)
, 21.1°

(RE 20 3+%0.3).

100% 2] 2o

)
, 18.6°

ey
KR

L.
o

.

=]

RN

Qs
T

A

‘1

A
it

‘1

A

‘1

o] = AE 7|F=

270 4% 0.50° /& (RE 206 #10.3).
-2-[4-(3-"¥-2-52:-8-AFV-3-U-2,3-H 8| E2-o|v|t} 2[4, 5-c] A = -1-9)-

~2-[4-(3-Me-2-%2-8-FA5U-3-9-2,3-I 8 =20l W} 2[4 5]

, 20.5°

2-HE-2-[4-(3-D-2-8 2-8-7 5 A-3-U-2,3-T) 5| = 20| W[4, 5] 7] 5 2 -1-2) -
, 18.3°

2y oUEZS e B

% 0.50° /
XA 8A =M by AR

177

2-+)
ZIyeuE-] FH (o 2o X-x%

2-H

s}e)
7o)

, 15.6°

el

=

=

oA 10% *
, 14.2°

°, 10.1°
ol A 10%

, 14.7°
o (BRE 20 %#+0.3).
AlA 10%

T ]__Y_L_
11.4°
-

17.7°
d]
18.6°
bl

XA 2A m4elN g B
X-H BA =N g B

22.1°
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v

19.9° , 20.2° , 20.6° , 22.1° , 23.9° , 2
X-d 2% dojek= Cu K €9k Wibks 3w
stk &3 4 /2 mns A= 2 Apole] A
7]: 50 kV, 30 mA, HZE7]: A4l PSD/olE
0.020; 390.00 s/©7 (E= 260 #£0.3).

= 5 - E-2-[4-(3-HE-2-&4-8-F & H-3-9-2,3-H 3| =2-o|u|t} £ [4, 5] F = H-1-L) -7
dl-Z2v e UEd d5shae] IH

=i
Eo] €] 3 FH|(STOE Stadi P Combi) 7|72 =4
9 RT3 0 29 AZeks (111), WAFS 1.54060 A, 23
/AAE HZE W 1 20 (AF, F=, 92D = 2.000, 39.980,

6.1° , 27.2° ¢ 347} 2049 34 FIE EHoz I
(e}

O

X-A 3d =2l 7 A3 e 1009 Au FEE 2t 17.6° 9 347 2004 #FHAG. 18.8° 4
22.5° oA 10% Z3e] dd =g 2t 2709 F7h Aol #EFAY. Hu A=, 7] FEE 567, 6.9
° ., 8.5, 9.2° , 13.8° , 17.6° , 18.8° , 22.5° , 24.0° ¢ 3 A7 20049 34 HaE EAoF 3},
X-A 22 ol whAl FAtol A BE 7 (Bruker) D8 tlZAAB (Discover) GADDSE A3t (BE 20 3+
0.3).

= 6 2-mg-2-[4-(3-"2-2-&4-8-F =5 U-3-U-2,3-H | ==-o| Wt} [4,5-c| 7= d-1-Y) -]
Jl-Z2yoled mugAgolEe] & A

l

Fi

il

X-d 2 =elx 71

s Zt=

A R S e FEE zb= 5.7 9 A7 2004 HEAY., 5.4 L
17.2° oA 10% Z¥e] o ZF=E e 27H94 F7F el #AHJY. Bo yAle, 47 d"e 547, 5.7
° o, 16.4° , 17.2° , 18.3° , 19.0° , 22.0° , 23.1° , 23.4° , 27.5° 9] 3HE7Z 20449 FHE WIAE EA
o= Fth, X-A % dolel: Cu Irbs = A" 7152 F7838lYE; d@A 0.020° , |

K
91 2.00-40.00 (* ), AT 27 &=

= 7 2-mEd-2-[4-(3-HE-2-&4-8-F & H-3-9-2,3-H 3| =2-o|u|t} % [4, 5] F =H-1-Y) -7
Jd]-Z230UEY RxEAYolEe] e B

X-A 3d mao A A ZE e 100%9 AU AEES zte 5.8 9 3d7t 2004 #FHG. 17.8° #
18.7° oA 10% %] Adl ZEE zke 2719 F7F deol #EHAT. B YWAE, 7] JEHe 5.8°
16.4° , 17.2° , 17.8° , 18.4° , 18.7° , 22.1° , 22.7° , 23.7° ¢ 3|A7} 20049 34 973E EHo=
gttt X-d % doleke Cu K ¢33 Wxbs T3 9ol v 2Ed AB 1 F¥) 732 5450 &9
4 mm/2 mm; T TY Alold AY; RxIE Mo AEuky (111), HAMs 1.54060 A, A7) 50 kV,
30 mA, #AZ&7]: AA PSD/elE/nA" ewWrt; EY 1t 20 (AF, F8, @A) = 2.000, 39.980, 0.020;
390.00 s/&HA (& 20 #6%0.3).

= 8 2-ve-2-[4-(3-WE-2-&4-8-F=U-3-¢-2,3-HI =Z-o] vt} [4,5-c]F EH-1-¢)-7|
dl-Eeso EY mrEddels AstEe o he) we) X-H ¥ Ad ($ehe v 24 FraRy

gt 1 BmrEdYolE deste=o] AXsHH dole:

2R A @A A

3 P2i/c

a A 9.790(3)

b, A 12.431(3)

c. A 27.209(8)

a, By 90, 92.560(16), 90
v, A® 3308.0(16)

D aasx, 9 cm® 1.325

Z 4

X-A 314 =AM g A3 A 1009 A FEE 2 6.5° 9 @7 2004 BF>AT. 7.8, 19.6
©,023.1 2 026.2° oA 50% X3 At FEE b= 4719 71 Aol #EFJY. B BAE, A7 3
BE 657, 7.8, 9.0° , 11.4° | 14.9° |, 19.3° |, 19.6° , 23.1° , 26.2° ¢] 3]d7} 200|49] 3|4 7=
EAoZ Ft (BE 20 #+0.3).

T 9  2-vd-2-[4-(3-WE-2-&42-8-FAEU-3-U-2,3-H3| =2~} x[4,5-c]F=W-1-)-Fd]- 22T 2
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HEY ReEdeolE olsaEe] e el 2eo) X-4 B | (Feshs 9 24 TR AN
st [ RN olE o|FslEo] HAHet4 dole
234 AR A
ik P-1
a, A 7.1921(2)
b, A 13.8439(3)
c. A 17.5657(4)
a, B,y 111.203(1),
90.980(1),
96.388(1)
v, A® 1617.33(7)
D s, g cm™ 1.318
z 2

X-A 3 mAo A A4 Z2e e 100%Y A AEES 2= 6.9° o 3HEZt 2004 #FHY. 19.5° H
26.6° oA 10% Z3e] A ZAEZS zte 2719 371 Aol #FHYY. By HAE, %71 Jel= 6.9°
10.2° , 13.4° , 13.8° , 16.4° , 16.9° , 19.5° , 21.1° , 26.6° 9| 314z} 200°]4¢] 3 %
S} (RE 20 3h+0.3).

= 10 2-vd-2-[4-(3-ME-2-&4-8-FA EU-3-9-2,3-4 3| =2-o|u|t} 2[4, 5-¢
d]-Z 290 UEY ELEAHolE tXEA &vstEe] e S0 R X-4 2% dd (4
7

m&i
&

LU

il
A
o
o

x
i3
@
0
s
)

oo
p‘h
rlr
a
e,
i)
ol

AR A AL A

7k P2,/n

a A 9.4104(3)

b, A 12.5101(5)

c, A 30.3995(11)

a, By 90, 92.183(2), 90
v, A® 3576.2(2)

D 3ux, gcm™ 1.547

A 4

-4 3" A4 b e AL 100%9 Ad AEE zkE 5.8 9 3)"EzZF 2004 #BEHAG. 7.6° ¢
20.9° oA 10% 23] A FEZ F A 1 AFHATE. Bk 5AE, A7) dEE 5.8

2 zv= 279 F7 7 5.8 7

° 1170, 13.1° , 13.6° , 14.5° , 17.3° , 20.9° , 22.6° , 24.5° 9] 3|A&Z 20949 34 ya= EA
o7 3 (RE 206 7£+0.3).

11 2-v|d-2-[4-(3-HE-2-&4A-8-FAEH-3-4-2,3-1 3 =2-o] vt} [4,5-c| A EH-1-A) -7

oy

-Z29 U EY tEAHES FE A

st [ tEAeolse] AAst dolek:

AARA SALR Al

'-g_ﬂ' o P21/n

a A 10.3246(2)

b, A 12.0935(3)

c. A 31.5031(7)

a,B. vy 90, 99.416(1), 90
v, A 3880.50(15)

D 442, g cm™ 1.159

z 4

X-A 3A mAA 7 Ae AL 100%2] AU AEES zhe 22.4° o 3Az7F 2004 TEEY., 21, 5° al
25.07 oA 10% =39 4l =g ZE 279 F71 Ao] #AHAY. Hu AT, V] Fde , 7.7
°, 15.8° , 16.8° , 18.6° , 19.1° , 21.5° , 22.4° , 25.0° ¢ 3)4d7Z 20949 34 mas —5—% o2 g}
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(BE 20 3£0.3). X-A % dolel= Cu K 43 WAbs &390 e BHFEA D8 ojudls 7|42 543}
ok, wA 0.017° , A% 7)1zF 0.3 s., MY 2.00-40.00 (* ), 7PA @2k &8 12 pm, Y| = (VANTEC) PSD 7
Z7] (RE 20 #+0.3).

= 12 - g-2-[4-(3-"E-2-&A-8-F EH-3-9-2,3-U 3| =2-olu|t}x[4,5-c]F =H-1-YU)-¥
d]-Z2y e yEY fEADClE dastae] dH 0o 2o X-4 2% " (deshks vl dd TxRR5E

A%H

shete 1 HEAolE 4Fpslmo] AASH4 uo]:

[oX

2AA ThALA A

7 P2,/n

a A 9.120(3)

b, A 12.646(4)

c, A 37.827(12)

a. By 90, 95.565(16), 90
v, A 4342(2)

D xa1, 9 cm? 1.328

Z 4

-4 3d AN 7P A S 100%9] AUl BEE Zhe 4.7 9o 3HE7ZF 2004 TEHT. 9.4°
12.6° oA 10% =< Al BEE zt= 279 F7F Mo] #EEHAY. By} HAE, 47 Fus

° .84 9.4, 12.6° , 13.7° , 14.7° , 18.3° , 20.8° , 24.1° 9 3HZ 20049 FHH ¥

2 3Tt (RE 20 #+0.3).

=13 2-Wg-2-[4-(3-mlE-2-&2-8-FAEH-3-9-2,3-Y 3| =2-olu|t} 2[4, 5-c] F EH-1-d)-dd |- Z 25
SUEY RrEAGolEe] 7Y

ju
a
kil

Aol gl BFF] D8 oj=ulx VTR =AHENY; 94 0.017° | A
2 717+ 0.3 s., WS 2.00-40.00 (° ), 7PA ¥ &8 12 mm, WE|E PSD HAE7] (RE 20 3+0.3).

= 14 - e-2-[4-(3-H 2-2-& A-8-F 5 W-3-9U-2,3-g 3| =2-oju|t} £ [4,5-c]H =H-1-9)-5
d]-Z=239 o HEY 442%‘31 oJE9] FAHY| gt ~HEY

AES] B AAE-S 1064 mm #lolA 7] gl 9l AN 2k gl (B RES 100) 2 S8k
o 2dERdAe] Fo3 WEg el o (en )OR EH

E 15 2-ME-2-[4-3-HE-2-§2-8-AED-3-9-2,3-H I E2-o[u|thx[4,5-c]F EH-1-9)-HA |- L2 2
UEY RyEAgo|ES FAF o] FI-IR A EZ

Fejoll W& (Fourier Transform) A& @Aw7 (BF7 HE2 70)& AR&sto] A&l digh Aold F4 29
ERg S5t 2HEdA e fold Mg el o (n )OR EAF

=16 2-vg-2-[4-(3-v]D-2-&2-8-F 5 WU-3-9-2, 3-t] s = 2-o vt} x4, 5-c] F = A-1-9)-7] )
YEY ZrgddolE gt &vshE A5kl dh S0 2o X-4 B2 e (e vy A4 7z
2HY A

1

sItE [ BxEddolE X5 &nstE UFsiEo] AXEH4 fo|E]:
AR @A A
w7 P2:/n
a A 9.304(3)
b, A 12.421(4)
c A 31.500(10)
a, By 90, 91.571(18), 90
v, A3 3639(2)
D yas, 9 om? 1.372
Z 4

-4 3Ad A 71 s AL 100%2] AU FEE 2= 5.6 9 -7 2004 #TFHAL, 2.7 2



[0031]
[0032]

[0033]

[0034]

[0035]

[0036]
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22.2° oA 10% 9] Adl FEE zt= 2719 F7F Ado] #ZHANY. By yWAE, 47 dHE= 5.6° , 7.6
° 12,97, 13.3° , 14.3° , 20.7° , 22.2° , 24.5° , 25.2° , 26.2° , 29.3° 9] 3)A7} 2004 3AE 37
o7 3 (RE 206 7£+0.3).

s 54
E 17 2-"WE-2-[4-(3-HE€-2-&A-8-F=A-3-9-2,3-T3| =2-o|u|t}%[4,5-c]H=A-1-)-Fd|-Z =T ¢
UEY RLEAHolE Tl EALL &gtz FH S9 2ol X-d &% 8 (F&3te dd 244 Fx=25H

Axkeh)

)

3t 1 B4 olE o EAY &ulshire] AXISHA do]E}:

A7 AT A

B2 P2y/n

a A 9.590(2)

b, A 12.372(3)

c, A 31.220(8)

a. By 90, 91.487(11), 90
v, A® 3702.9(15)

D aux, gcm® 1.367

Z 4

-4 3" =AM 7 el S 100%9] A FEE e 5.7 9 @7 20004 #F
22.3° olA 10% Zz3e] dd =g 2t 2709 F7b Aol #EFY. B WA=, A7) HEE 5.7, 7.7
©12.7°, 13.4° ) 14.3° . 14.6° , 20.1° , 20.5° , 20.7° , 22.3° , 23.7° , 24.0° , 24.2° , 24.9° ,
26.0° 9| 347t 200049 FH FIE EFJOR g} (BE 20 3£0.3).

ggs A5tz A A UE

3b7] AAlele 2 e dAete, 2 de]
Ao 1
2-Mg-2-[4-(3-¥19-2-$4-8-FAEH-3-9-2,3-HF| = 2-o| |t} 2[4, 5-c] A ETU-1-U)-H L ]-Z 29 2 YEY

o
i
2
rob
o

A et 228 AN += (TR 71Ag,

3] | N N-tjue LEolm= 445 ml 5 & 2[4-(8-B 2R -3-1g-2-24-2 3-T]3| =

Z[4,5-c]HA=d-1-9)-Ad]2-vd-Z29 o UEHY 45.0 g7 HAEYHIEAE ZF vZFEdo)

S drl. A EFES 95CE 7MEd &, DNF 225 ml, H,0 300 ml 2 KHCO; 60 go E3H&E = 3-

H EdES 95ColA 2417 Fot 7FEsith. o]oA, 1080

% 2-ve-2-[4-(3-7| P-2-& 2-8-F] 5 ¥ -3-9-2,3-T) S| = R-o| W] T} 2[4, 5-c] 7] = ¥
I

-1-)-Hd]ZEg e yEZHe] HAHT, EFES 1.5A17F oJd] 0 WA 5CE WAAATH. A7) 29
A 2AIZE Bk wWukel & 2 AAES oF3ta, 300 ml HO0Z AAFAT. 7] BAAES 60CAHA 1817

S Ayl Axstel = S FEEAT

&7 = ABAE 40 g2 60TAlA 200 ml 54 Foll &A1k, 2R 8 ¢ Bl AR A2 (Smopex) 2345 7}
ittt ERES 60TolA 147 FF uwketar, S-S odtetar, AFES 80 ml EEASE A 5,
175 ml E3AE JEFo FFAIAG. ololA, 320 ml WESE Hrlsta, EFES A7 B @7 s1ds
Atk BAE APEo] v EFEELE AAEATG. EFES AR ool 0 A 5TE FAA §,
7] &olA 241 wwkekar, HFEAH o R ofysta, 80 ml W WEER Ak, ] AARS dAAE o
Al REEEQIY. HEHoR, 28] AAAE BAS 60T AFTol ARAA, AAE 2-vE-2-[4-(3-HE

_11_



[0037]

[0038]

[0039]
[0040]

[0041]
[0042]

[0043]

[0044]

[0045]

[0046]

[0047]

[0048]
[0049]

[0050]
[0051]

-2-% 4-8-FE5H-3-2U-2 3-T]| = 2-o|n|t} % [4 5-c]HEH-1-A)-HI ] ZEI L UEZHS F=53}% T}
A4 1a
F-HZR-2-(2-UEZ-t|do}u]x)-dl &AL

OH
Br.
° 1
N

H/\/ \0
H0-HCl (37%) (10:1) & 2-opH]:-5-B2H-WlzF (EF7HFluka), =92 H3532 4A]) 25 g (16 mmol) <]
AL A7 Fok e F, oA (89 A). UER® (F27), 292 FE 24) 8.17 g (255
mmol)E E& 35 g ¥ NaOH 15.3 g (382 mmol)9] WX YZ4H TgE 105 2F #H7sAdd.  1A3F &<t
0Tl 2 1AZF Bk Aol A wnkst & &AE 0TolA I 28 g © HCl (37%) 42 mlol #7bekidh (%
AN B). &4 A Y BE Fotal, W§ EFES A2oA 18AIE F<F wREEIth. A AHES oFs) Wi
H0= AlH3EaL, 40CAA 3Tl dxste] x4 SFES F533th

ES-MS: 287, 289 (M + H)", Br %l; '"H NMR (DMSO-dg): & 13.7-14.6/br
s (1H), 12.94/d (1H), 8.07/d (1H), 8.03/dd (1H), 7.83/dd (1H), 7.71/d (1H), 6.76/d (1H).

A A 1b
-EER-3-UEZ-F5d-4-&

OLAEA B4E 129 ml (152 mmol) T2 5-HZR-2-(2-YEZ-H|doln|)-Hl 2k
mol) @ oA EAZE 11.9 g (121 mmol) S 1.5A17F 59t 120Co A wrkelgtt, HAAES o3 Ui, o
o] FAYd wi74A] ofMEAtSR MAHS . 0= MA3 A, FFFo| Axste ®

ES-MS: 269, 271 (M + H)+, Br #|¥l; #4148 HPLC: t,= 2.70% (Grad 1).

AN 1c
6FEER-4-F22-3-UEZ-FA&H

POCl; 150 ml (1.63 mol) T2 6-HRR-3-UEZ-FA&d-4-& (HA]o| 1b) 20 g (74.3 mmol )= 45% &<t 120
CTollA wrkelgitt. TFES Aoz WAA7| Wool AAs] Bk, HAAES o] dz, Yd+=
AAskaL, CHCloll &3lAIHY. 7178 27k a2 AFEsa, 84S gdudot.  MgSodollA AxA1Z]

TH NMR (CDCl): &9.20/s (1H), 8.54/d (1H), 8.04/d (1H), 7.96/dd (1H); &4 &
HPLC: te= 4.32 & (Grad 1).

AA9 1d

_12_



[0052]

[0053]
[0054]

[0055]

[0056]

[0057]
[0058]

[0059]

[0060]

[0061]
[0062]

[0063]

[0064]

[0065]
[0066]
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2-Mg-2-(4-HEZ-¥d)-Z=3 QEH

N
Y

CHCly 125 nL T2 (U-UEZ-HE)-oMAEYUEZ (ZF7F, 292 F352 4AA4) 15 g (92.5 mmol), HEZHF-

golrny BEuolt (Z2F7) A2 BE3A A2A) 1.64 mg (5.09 mmol) 2 L9 %=wEr 43.3 g (305 mmol)oll
E 125 ml 59 NaOH 10 g (250 mmol)S 7}t HbS EFES 20413 5<¢F A2 A uakspgitt, o] A]
1 Lly

5 fU1ES BEsta, NMgSodeld AxA AL, =
308 B9 EEtow Agslal, AglolE oA ofysta, FFo| FTLAIA FA IFFES FIA A EA
TEBIATE. AL HPLC: tre= 3.60% (Grad 1).

A XY 1e

(2-(4-otu x=-Hd)-2-HE-Z 29 2 U EY

- g-2-(4-UEZ-AI)-Z27 0 JEZ (A 1d) 16 g (84.1 nmol) 2 2F-Ni 4.16 g H, 1.1 bar 3}l

A 12A17E e Aol Al THR-MeOH (1:1) 160 ml FollAl AR kg gudt & ZujE of7s] Ui,

Jalg Zu AzAZY. AFEL APt AN T4 a=ekEad (S-E0Ac 3:1 WA 1:2)2 A A S}
24 FEFAT. ESAS: 161 O+ D)5 EAE HPLC: t.= 2.13% (Grad 1).

A 1f
2-[4-(6-EE2R-3-UEZ-A5A-4-dolr|x)-vd|-2-vd-Z=2I e YEY

BERA-ZER2-FUEZ-FAEY (HAd 1c) 18 g (62.6 mmol) % (2-(4-o}v]i-vd)-2-HE-ZT 23] Q
(AA] 1e) 11 g (68.9 mmol)S oFAIEAL 350 mlo] &a]A17]1aL, 2A17F SoF wRksgiTth, o] AJzk
Arbstar, A AAES oJFs] i, H0E A3, 3AE EtOAc-THF (1:1)o] &s|Al71aL, E3

A NallCOs= A skar, MgSO/delA AZAIFY. #7148 S AZAIA EA gES 34 uAZA 538
ATy, ESMS: 411, 413 (O + 1)°, Br #€l; BAL HPLC: t,.= 3.69% (Grad 1).

AA o] 1g

2-[4-(3-0b] i 6- 2 29 5 -4-Fo}r) )3 W ] -2-o| Y- 23] o Y =Y

N’}/k\©\
NH

Br L

s
N

2-[4-(6-BE2EE-3-UER-Fsd-4-Ydoln|)-Hd |-2-HE-Z 29 UEZ (A4 le) 24 g (58.4 mmol)<S H,
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[0070]
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[0073]
[0074]

[0075]

[0076]

[0077]
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1.1 barsbell 2Fu-Ni 8.35 g9 ZAlste] 1A17F =<k MeOH-THF (1:1) 300 ml ZollA Xy, w2 g8
3 5 ZuiE oyl Wi, oaS S ARAA A FEFES FY LIAEAM 53T, ES-NS: 381,
383 (M + W), Br 9&; 2AE HPLC: tr= 3.21% (Grad 1).

AAd 1h
2-[4-(8-H 2 R-2-&21-9 3-T] 5| =2-o|n|t}x[4,5-c]AEd-1-Y)-Hd]-2-vgd-Z2 25 o JE

CH,Cl, 120 ml = 2-[4-(3-o}m]|=-6-BHE2H-Fsd-4-doln|x)-Hd]-2-WEd-Z2J QUEH (AAd 1g) 5 ¢g

(13.1 mmol) % Ego&oldl 1.59 g (15.7 mmol)2] &NE 0TCAA WEE o]&3le] CHLl, 80 ml 5 EZEFR
2y ZzzyxadoeE

FE3AT. F715S NapSOAol A Axstar, oztsta, A5 $2A7 2 34 3gES 2 uAz
X ESGTE. BS-MS: 407, 409 (M + H)', Br Sj®l; A8 HPLC: tr= 3.05% (Grad 1).
AA Y 1i

2-[4-(8- B2 Rr-3-Hg-2-&4-2 3-T| 3| =2-o|u|t}Z[4,5-c] A E5d-1-4)-Hd ] 2-vd-Z2 o UEY

Nﬁ/b
o
-
arm"\
N/
CHCly 170 ml 5 2-[4-(8-H2R-2-2-2
EY (HA 1h) 3.45 g (8.47 mmol), £.2
FHEURF HEvloln (EF7F, A95 5
F7h, 29s FEA aA) 508 mg (12.7 mmol) el &E bR, Wk EREE 29 b awkshal, 10
I 2 54 mg (6.35 mmol)& H7bstolnt. whe EfES 1d
b AeolA awkEkglck. o] ARE F, WEES W0Z AASIL, CHCl, (2x)2 FEFUTG. F715S

AASFIL, NapS0 el Al Adxstar, ofastar, xgsol SEAA FA ehes wolAN nA|ZA F5830.

-3l Eg2-o)utpz([4,5-c]FEdE-1-d)-dd ]-2-vE-Z 25 o |
Tuel (Z2F9F, 2992 35~ 24) 1.8 g (12.7 mmol) E HE
B2 42A) 273 mg (0.847 mmol)2] &l H,0 85 ml F NaOH (&

ofy
1o
ko
to
H
=
o
(o}
o
o
=
o
>
wW
(&2}
=
=
=5
=}
=
o
(@)
jmni
[\]

ES-NS: 421, 423 (M + H)', Br 9J8l; 248 HPLC: t,o= 3.15% (Grad 1).

/\1}\] 04] 2

2-ME-2-[4-(3-"E-2- & 4-8-FA 5 V-3-U-2,3-H | =2-o| v }Z[4,5-c] A EB-1-Y)-H L1 Z2 9 2 YEF p-
FAdETYoE ¢

2 -2-[4-(3-P D28 287 5 -3-21-2 3-T] 8| = 2o M|} 2[4 5

A
j&

d-1-d)-dd] 22y e HEH

E
26.5 g& 55 ml EFA} A FEl wREUldl WYk Y] ERES 60CE JtEste] Be &dS
FEIQT. A7) S90S wo AJEE ojnela, 36 ml TEAOE AFEITE. o], R g9 Ful}
55 ml1d wW7lA] EEAS Z=F3) Uk, olojA], 228 ml OHE F p-EFAEEA 11.3 g9 £9L 50T A
@7}%& T, 822 ml oFAES 30% oWl o H ek, Wb FEZHE do] FAHATL. EFES 24

Ry
Zoolulel 0CE WA aL,
Jﬂ J=S 60TColA FFo 1847 &<k A
nthZ(4,5-c]FAEH-1-Y)-HL ] Z2T 2 UEH p-EF

Fil, 84 ml oMAlELZ A|F 3},
-8-FA=H-3-2-2,3-H 3| ==-0]

A PEl A) 29.8 g (82.4 )&

N
rlo
k
=2
—_
;W
>
r—ﬁ‘ i
f
2
El
(Lo
l-_?l[ 010

by
4o
i

m N
ol
2
¥
é Of
Q,
o
|
=
A
G o o
1@ o Q T
_ﬂ
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‘11

it
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o] 2Ad FHi= 8] Aol (e el & I o] WS AlgelA] @a)el weh T

rl

2-g-2-[4-(3-M8-2-§4-8-F =5W-3-Y-2,3-T 3| =2-o| |t} [4,5-c]AEB-1-L)-Fd]-Z2 9 e UEL
I A9 A=

shete 19 FHl Av o] WHeR AxT 5 gtk #2471 241 g& 50TelA 2.4 1 opAIEAL
AR BN w2 AR ofFstal, 250 ml oFHEATOR AHT F, 50TAA & 7.2 15 Mkt
el @717F AAE7] ALslth. Edes 1ARE ool 25T @ZARl &, ojstal, 10 1 H0% Al# st
At ololA, fel A71E 50TAA A AeFol Hxste] el A1 204 g& S5

PADN cql 4:
2-g-2-[4-(3-"E-2-§4-8-F 5W-3-Y-2,3-T 3| =2-o| |t} [4,5-c]AEB-1-L)-Fd]-Z2 9 e UEL
FH B A=

e 9471 (@ 1) 0.47 g& X542 mlg A STl ¥le. ERES 60TE 7hdsto] B2 &9
FESAY. ololA, W@ 5.2 nlE BAHAT. EFEL 65TA 2A% FF QA HFE o]
FAE7] A (E542 A7 2d8kM dedhe MedadaR diadastd). EgEs 4o
QAN L, AeAA Fohe] 24 Beb mwatarh. ololA, AAEL olssti, 2 ml WEEE AHst,
60Coll A 17A13F &<t xlgFol Axste] set& 19 Juf BE F5e3itt

/\1}\] Oﬂ] 5:

2-g-2-[4-(3-ME-2-§4-8-F 5W-3-4-2,3-T 3| =2-o| |t} [4,5-c]AEB-1-L)-Fd]-Z2 9 e U EL
FH Co A=

SIHE [ Aoldt &ul FolAe HY 9o A FEE WHIHAY (25TlA 2443 HE AIZE Bt
(wgbah A) ogF 20 mg A1 2 0.5 ml &ulE ol &3k &9 AF). wWeE, wWeE/E, D, degs,
HolAHo|E 2 THF FollA, Alqte e C& #2E + U

SFE T (0.94 )& 14 ml B Hrleta, 62C=2 71Estgitt. oloja], X242 3 nlE H7bsle] e &
HE F5IIAT. EFES 2N T 62TolA wwtaty, frE d7I7F AAET] AR EFES A
o8 WYAATIAL, AL 2.5A7F FF wwkek & o s Widvk. o]olx, FE Alo]aE 5 ml WY CEE
2 AT F, 60CoA T FFol dxste] 33E 19 dE 5 53

e 1 | 25 17131, 32 AEz oast 5, vgeS el 243 &
Qb 65ColM kgt ¥, Egt=s A2oR W7, 9& ofdsta, WY vgez AHste sea 19 9

g (& 53kl
AA4 6:

2-g-2-[4-(3-"E-2-§4-8-F =5W-3-Y-2,3-T 3| =2-o| |t} [4,5-c]AEB-1-L)-Fd]-Z2 9 QU EL
P DY A=

seHE 12

Wt g
6§EH DE #H=E
A A cql 7.

2-vg-2-[4-(3-HE-2-&A-8-FA EA-3-9-2,3-T 3| =2~ vt} 2[4, 5~c] A EA-1-L)-Hd[-Z29 2 YEZ
drstEe I8 0o A=

2435t § A2 DWF §NomRE A8 SrjE SEAF =N 7] 3eE

o

S5,

2-vg-2-[4-(3-HE-2-&A-8-FA EA-3-9-2,3-T 3| =2~ vt} 2[4, 5~c] A EA-1-L)-Hd[-Z29 2 YEZ
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ExEHLYolES FE A9 A=

2-1 & -2-[4-(3-M & -2-2 2-8-F EWU-3-U-2,3-T) | = 2-o|nt}x[4,5-c] A 5d-1-2)-Hd -2 2y e YEZ

(Bhsh2 1] 3ghE)S 56Tl EFAkel & A < R ofasith. ojoA, o

& FFL, oME T p-EFAEEAN (1.05 )9 &9 A7betdivt. H7F 99 25% H
E s}

=2 O 1

= T
S0%E Wb ¥, EREE AYsel AWHE ANGRT. el oMES Arkda, deels 0T
ZAaiit. AAstd AAAE (e 1 ZxEAYlEY FH S dAEgE FHskaL, 60TAA ol
Az
A A cql 9:

2-vg-2-[4-(3-HE-2-&A-8-F EA-3-9-2,3-T 3| =2~ vt} 2[4, 5~c] A EA-1-L)-Hd[-Z29 2 YEZ
2B FE B A=

AN gol W AxR FH A7k v 2472 Fe) (B pRE ¥EE)2 Audedt AL 0T 27 £
s WEe DSC Aol o8] Wizl wpe}

AAl4 10:
2-vg-2-[4-(3-HE-2-&A-8-FA EA-3-9-2,3-T | =2~ vt} 2[4, 5~c] A EA-1-L)-Hd[-Z29 2 YEZ
ExEAYCE dF3E FH Ho A=
AehE/obAE (1:1) T 85he [ HELolEe] %3}
o sEE 1 ReEAelE dgstEe] dd 2A (3
Artd 5= AT

AAlH 11:
2-vg-2-[4-(3-HE-2-&A-8-FA EA-3-9-2,3-T 3| =2~ vt} 2[4, 5~c] A EA-1-L)-Hd[-Z29 2 YEZ
ExEAYOE o5& JH Ko A=

25Tl (3U43ke] AIZE F)
wFsAt. AA FxE
A= ATt

AAH 12:
2-vg-2-[4-(3-HE-2-&A-8-FA EA-3-9-2,3-T 3| =2~ vt} 2[4, 5~c] A EA-1-L)-Hd[-Z29 2 YEZ
ErEAYE HEE $MgES] FH 5,9 A=

gt [ ReEAYolE HEEA &ristee] dd 244 +x25 XA 3d= A8 (ZA¥A S). 50T

)
oA oBAE/EEA (111 (vv) &v E%E 3 388 | mwrddel=e] P o), Aeon Wi
of AP WU A4S FEHY. A7 A9 FAYES 117 (FE [ pETASLU|E @/EEAHI
Aow ARE F AUtk SFEE 1178 o AMAUA, shtel §ulsE BAst TAAS] B
o 1:29] shefepEo] Jbwd AoR MAlth XEAo| TEE olwd Aol 9] wiel, 1:2 vwkel 3}
24 ulgo] #AHUeh,

AA o 13:

2-vg-2-[4-(3-HE-2-&A-8-FA EA-3-9-2,3-T 3| =2~ vt} 2[4, 5~c] A EA-1-L)-Hd[-Z29 2 YEZ
HEAZIES F A9 A=

of &Ng p-EFd =EA (1.25 G oMlE &z AYAS o, R=ELY)E ¢

I
T RomRE o AAstE QI A2 FHERA e 19 HEHCE 9ol delE 5 U

e [ EAYOIE 92 0.4% (140C olsh o] A=Al Z7] €435 7Fdck. DSC dlolels ek 93 J/g9]
£¢ Aol A i 262TNAH &S YERATE.
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AAo 14:
2-g-2-[4-(3-¥19-2-$4-8-FAEA-3-94-2,3-H | =2-o| vt} 2[4, 5-c] A EWU-1-U)-H L ]-Z 29 2 YEY
HEAHIE A3tEe] o B A=
dEzada/Mes (111 (v/v) 38 5 85 [ HEAYeE 49
dlolE AtstE Fd (ZAWRA H)7t 328 5 9

A4 15:

3% 2-vd-2-[4-(3-ME-2-54-8-F5¥-3-9Y-2,3-U3| =&2-o|n|thx[4,5~c]AEA-1-9)-Hd]-Z 29 &
UEZ R=EHFo|EY Ax

shete 1 BeBEdolEe] £ izl s ¥4F =do] AtEdth. B 128°TlA DSC°ﬂ osf frel A
°of &% Tg7h w&E=AT.  wi=f 175CAM e AdAs} 5, 471 S22 o= 65 J/go] &6 =¥t A o
g 279TCAlA SF ATt

AAl 16:

2-g-2-[4-(3-¥19-2-$4-8-FAEA-3-9-2,3-H 3| =2-o| vt} 2[4, 5-c] A EWU-1-U)-HL]-Z 29 2 YEY
ErEAOE HESA SrigE destEe I S A=

b

SheE 1 RreEAYolE UXEA ujgtE Jd5sEe] vd 244 725 XA Fd2 ZAAsld
So). 50ColA mdolAREAE/EEA (111 (v/v) v EFE T 35he [ ExEAYolES] I
AEor zg Fol Agd vd A4S 53l

AAY 17:

2~ g-2-[4-(3-¥19-2-$4-8-FAEH-3-9-2,3-H 3| =2-o| vt} 2[4, 5-c] A EWU-1-U)-HL]-Z 29 2 YEY
ErEAYolE HolAEA &ujstEe] FH 5o Ax

3 [ RxEAYOlE topERL gujstEe] dd A4 728 X-d Fdm AAsdn (AWA So).

Ago] aFgAE/MEA (101 (v/v)) & E3= & e 1 BxeiddolEe] Fddo o&, 4
3 3o 233

2-Md-2-[4-(3-12-2-&4-8-FAEH-3-9-2,3-05 ==~
oM Z[4,5-clA=TA-1-D)-AL]-22JUEZH I A

3150_|
3450
3150 ]
2850,

2550,

2250_]

1950

1650 |
1350]
1050
750 ¢
4502\\~\‘~h‘-~'njj
150]

T I T
2.0 5.0 8.0 1. 0 . .18 0
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k1

¢
NS

2-md-2-[4-(3-Hd-2-542-8-AEW-3-9-2,3-0s| =2~
v E[4,5-clA=E-1-)-Ad]-Z=239 e YEHA] JH B

Cps - —
12150

11250 ]
10350 _|
9450 ]
8550
7650.]
6750

s850_]

)
4950_|
4050_]
3150
2250
1350 _]
450_] -
N
T T T T T T T T T T T
. g.e 11.0 14.0 17.0 =20.0 23.0 26.0 29.0 32.0 35.0 38.0
Deg.

2-vg-2-[4-(3-"E-2-&4-8-FA&EH-3-¢-2,3-03| ==~
oz [4,5-c]AEA-1-Y)-Ad]-Z=2JeUEAY FH C
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k1
(N2
N

4500

3500

2500

g Z=

2-Md-2-[4-3-1d-2-54-8-A&W-3-¥€-2,3-H3| ==~
oM RE[4,5-clAEA-1-A)-AL]-Z2F2YEZH JH D

2-ME-2-[4-(3-ME-2-%4-8-FAEW-3-9-2,3-gF =2-o|r}x
[4,5-c]Ff=d-1-W)-Ad]-Z2 9 EH 45359 FH Ha

Lin(A 4%

Sl ]

20

e P,

k1
N2
(@)Y

5

o
I
jo)
Hr
a

LA

2-d-2-[4-3-1E-2-54£-8-HA&EU-3-4-2,3-H3| ==~
oluttx[4,5-clAEA-1-B)-sd]-

128
u78.
528}
175.]

Tz oEY R o E9 P

|

|
|
|

A

-0 3z.0 35.0

, . .
MAJ\/\ \
i e e s |
T T T T T Ty T T T i
80 11.0 14-0 7.0 300 33.0  a6.0 39 w0
g,
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2-vgd-2-[4-(3-"€d-2-84-8-FA&EW-3-9-2,3-)s ==
o3 z[4,5-clAET-1-)-dAd]-Z2FUEH Rx-ENHo|ES J& B

2000
1600

1200

800

- \J WMMM
0 6.0 10.0 14.0 18.0 220 26.0 300 20

2-d-2-[4-(3-v9-2-842-8-FA&=W-3-¢-2,3-03| =2 -
o} x[4,5-c]A=d-1-Y)-Ad]-
EZZYQUEY Ry EAF o E A53E9 JH Ha

; LT AALAL UL 1L ARG, S L SRR 08 L ALY BRI A
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EH9

2-W4d-2-[4-(3-"d-2-54-8-FA=W-3-¥-2,3-H3| =2-o]u iz [4,5-c]FA =Y
-1-)-dAd]-Z2 o EY RxELF0E o|FHEY P Hs

AW U N,

“w 1l LGN N L KR D LI L) RN LI ) LRt L L

2 4 '5 8 10 12 14 16 18 20 22 24 26 28 30 32 34 36 38 40
20°
ZEHI0
2-vE-2-[4-(3-"d-2-%4-8-F=W-3-9-2,3-H s =2~
ol £[4,5-c]AER-1-¥)-Ad]-

ZZYQUEY B EAYE YEFEN &WES JH Sa
%
ﬁ
S

. L Lol A L DL s ek L B LBRE N R MR E KL LY MK KNS RN LR UL U S MR BN IR IR

2 4 6 8 10 12 14 16 18 20 22 24 26 28 30“ 32 34 36 38 40
20°
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EH]1

2-M9-2-[4-(3-vWd-2-&4-8-FA&EV-3-9-2,3-3| =2~

ojnx[4,5-c]A=d-1-D)-AL] -T2 U EY HELHES JH A

10000~

8000;
= E
A 6000 -
= E
= E
| E

4000

zaoo; Wv

OéI]'.‘l’v||v|!|L\I\‘[l‘\1|w‘ﬁ!\||lvl|’

2 10 20 30 4
2-6 ©F
EHI2
2-dd-2-[4-(3-"MEd-2-%2-8-A&EHU-3-¢-2,3-03| ==~
ol [4,5-c]AEd-1-D)-d4d]-
T2V QUEY HEAHE 45E2 IH Ha

N
A+
"

T T R T VR R T R T T R Y R T S R R YR TR T

20°
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EWHI3

2-v4d-2-[4-3-vg-2-54-8 -’ﬂ

B A=

W o2 a4 05 o8 % 12
L N ) L

Lodelo b dpbobadabailodatygfobytylsy

2-H9-2-[4-(3-M9-2-5 2
oJu B [4,5-clAEW-1-)-Ad]-Z=d e =D ¥

-8-FA=d-3-9-2,3-13| ==
R EY ¥4

4-2,3-t3=2-onfx[4,5-c]FfEA-1-9)

-fd]-Z2d Qo UE EﬂO]EQ] AR g5 29EH

i1 g SiEyISiNE 0 g soecag g v ¢ as

|| | WL LI W T T TN
J\ T . \ ‘

4 cm-1
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EHi5
2-Ed-2-[4-(3-H€-2-24-8-FA&YU-3-U-2,3-03 ==~
olu|thE[4,5-c]AEA-1-Y)-94d]
~ZZF0UEY BxEAFo]lES EHP9 FT-IR 2HEH
S-
g 4
8;
E e
2
-
a_
Lol LILALIIL BT RS
' el Rl AEy B a2 puene
w0 50 2000 2500 2000 180 1000 %00
W4 cm-1
ZEHI6
2-vgd-2-[4-(8-"d-2-84-8-FA=¥-3-¥Y-2,3-035| =2 -
oln| g z[4,5-c]A&EH 1—%) #Hd]
~ZRVQYUEY BrEAH o E UEEA 4l E d53E9 JH S
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o
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EH17
2-vEg-2-[4-(3-Hd-2-&4-8-AEWU-3-9-2,3-3| =2 -
ol & [4,5-c]AEV-1-¥)-Ad]-

EZRHQUEY RxEAHoE [olAEAR £ 59 FH S,

e
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M
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1 lJl
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