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old olAglo]ER FE3tH(4 x 200ml). e o€

E g MUEFOoR AXAY AL, A% SFAHES ALESte] A AT, & A A,
ZAE o opAlEHlo|ER HE AAAS ko] A mA|Ql 5-obv]-1,3,3-EWEAE 5.96g(5FE 80%) S
FEIAT
2IA o 3a
1,3.3-Eg|ME-20EA-5-A-2 24} olnj= 9t o A=
A g8, F4= HEZS =2 F & o5 5-0bvk-1,3,3-Eg WY A=A (1.94g, 10.3mmole)S, A4
b F4E 1.0g(10mmole) S 3k & HZ< THF Smlell 1A1Zkel] AA A7} H’it} 33 EFES TAIZF Bk
Ao wwkE Rttt & FX (o] 2F F7FF 1.28mmole/g, 5g, 6.4mmole), T]o]AZ EF JlH t]o]n = (1.26g,
10mmole) 2 DMAP(61.1lmg, 0.5mmole)S 7}slith. HEAE A2 A 24A17F 5 AFGAZ ob5, &2 7
E B oA 7|2, THF(4 x 15ml), DMF(4 x 15 ml), % CYSZ2Zd 84 x 1mD)E AHstar, JFshel] Ax

A Ztk. Hlol= 7.82g0] FE5E ).

Hlo]= 50.9mges THF Imlzoll H&A713, ZE 3-9 F5A01=9 0.00IM THFZ WEA1FHHH(3x 0.2ml, 3 x 15
). &3 THF &9S vid JEF Yslo|=2EAyolE I B SMNUEFI g7 AgAr7)a, ojgsla,
EEES FAe 7 T, FSto] Al ATl w7k

THFZ A&, &mE AFskd AAS AT, S22
THFE AASAT. FALE JAEsto] AFA 7|2, (DC1;ZE<) 0.01M ﬁﬂﬁ}uﬂﬁgtqégiééf e shedch. NAMe &
= AAde) P o) R BE) A Ao R, 1,3,3-Ee)ug-IEU-5-A-HA olul = F o 2
|22 Rrbeke] 95.6%91 Ao AL AT

A Ao 3b

& FA (]2 A F7}eF 1.28mmole/g, 3.0g, 3.84 mmole), A4 2.0 g(20 mmole) 2 DMAP 47mg(0.38 mmole)<
THFZoll Al 48A1%F &<t BF/A71aL, WA 7|2, &2 F8lE &3 o=star, THF(3 x 10ml), DMF(3 x 10ml),

U229 E(2 x 10ml), WELS(3 x 1oml) 2 YEF=2dek(2 x 10m)Z AASAT. JAFso] AF2=A7 &,
WA 427 3.524g8 5T

vl

THF 15ml=¢ ws] <x¢ nloj= &gH 1.37g(1.5mmole), 5-°o}1x=-1,3,3-Egud <=2 (3.
2.0mmole), HOBT(12% &, 322mg, 2.1mmole) & DIC(265mg, 2.1lmmole)S A dlo] Ao WA AEdt, A
85 B3 oFsta, THF(3 x oml), =(2 x 5 ml), DMF(2 x 3 ml), THF(3 x 3ml) % UtZF=ZHEH(3 x 3m

Dom AAHAG, AT ALAN £, 13,322 AH-AE 059224 o= F ol melze] 47
Hlo]= 1.725g0] FEHUAT. FARE AAld 3aol J14E vk 2 UL ALgS] ABT & A

N}\cq 4
5= AlelnE-1" 3" 3'-EdueE-~Av 2 -[20-1-yl 3] -2 2'-S1 =7 ]

>
>
3

| 3a2 HE 2499 Ho]=(0.243g, ©] &4 R7}EF 0.2molec] F-3)E 2
BEAZ L, A dd s = 100mg(0.8mmole) 3 Al 60Tl A 1447 59 Ww
25 B3] o#ata, DNF(5 x 3ml) 2 A H &k, DNF 3mlol] whA] wx)atitt. 335 Ak =838k, DIF(3 x
ml), U= 2 EH3 x 3ml), THF(3 x 2 ml) ¥ 5= THF(3 x 2 ml)& A F3FT.

THF 2mlZol] A EE Hlo|=E ZH 3-7F REALo]=9 THF &9 0.25ml(0. 1)l 7Fstar, 15 WA 208 ¢ W
% THF ImlZ M H3YT. 25 3-7 FEALC]=9 THF €4 0.1 WA 0.15ml(0. 1)< A}
S WESkelYh. S THF 89S 429 vid JEF Hslo|=2xAuo|E} 4 A
7131, A4343star, ulE AAT 5, FALE A-Fstel AXRAIHT. 96.4% =9 5-4Aloln]E-1" 3" ,3'-E¢]
-3 2-[20-1-d292-2,2'-Q1EdA]o] HA 2 80.5mgo2A] 106.6% T&Z F5= AT},

AAd 5

6-HRE5 -2 ojuE-1'3" 3 -EWE-Avu2-[2]-1-MlFv] -2 2' -9 =]

Ry
o,
ol
£
B
ol
=
4U

5-B 2 7 -2 AU s =(121ng, 0.6mmole) S AF&3tE HE AQdstais Ao 49
94.3% %59 6-HRH-5'-Aolux-1' 3" 3 -EFvd-~3 2-[20-1-4
St
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<69>

<70>

<71>

<72>

<73>

<74>

<75>

<76>

<77>

<78>

<79>

<80>

<81>

<82>

<83>

<84>

<85>

<86>

<87>

<88>

<89>

S=50dl 10-0760963

A4 6
-2 2-5'-Mlolu=-1"' 3" 3 -EZHE-A02-[20-1-WlZ9] -2 2'-3=

-2 2 A A A3 =(95mg, 0.6mmole) S AL&5ts BE ALstaes AAd 49 A4S WHESFET. 97.6%
A 6-FZ2-5'-Aalolnx-1' 3" 3 -Efud-A3Z-[20-1-A=xyH-2 2'-¢1=
111.8%°] S o}.

AN 7
6-F-5'-AAlolnE-1' 3" 3'-EFHE-»9 2 -[2-1-WNEI#-2,2' -7

5-F-2r2] A <o) 3] = (84mg, 0.6mmole)S Ab&3tE AS AYstans A4 49 FAS k&9, 97.6% %
9] 6-F-5'-Axlelu%-1,3" 3 -EfHE-~9=Z -[20-1-HFT-2,2'-A0E2A]9 F&L 119.4%°] 4T},

AAe 8
6-UEZ-5'-Alojux-1',3" 3" -Egud-~F 2 -[2H-1-MlxTg-2,2' - E=H

S-HEZAE AL H S =(100mg, 0.6mole) s AFEShs HE AlQlstas AAd 49 Q& WEEIdY. 97.9%
$E9 -HER-5'-AAlolnE-1,3" 3 -EfuE-Agz2-[20-1-HZ20 -2, 2'-A =] F&L 119.8%°] Y},

AAld 9
6.8-tE22-5'-MAalon%E-1',3" 3 -EHE-~FZ-[2H-1-HZTH-2,2'-EF ]

3,5- E4515252*LE]*‘°LH 3] =(115mg, 0.6mmole)S A&3tE HES Aetne AAd 49 FAHS HHEsAT).
97.8% =9 6,8-yFEZ-5'-AAojux-1,3" 3 -EFvE-AdZ-[2l-1-H 2T H-2,2'-A=H
107 . 7%© ]SiiB}.

A9 10
6.8-C]HZW-5-Aoln-1',3" 3 -EeHe-suZ-[2H-1-HlZ I g-2,2'-<]

i
2

3,5~ E]HEU“E]*“”H 3| =(167mg, 0.6mmole) S AH&3hE A& Adstas Al 49 FAL w3}
97.6% T 6,8-fyHER-5'-MAloux-1,3" 3 -EgHE-23Z2-[20-1-WZ3]&-2 2'-A =
106.6%° ]SiiB}.

A A4 11
6.8-1] 80 =-5'-Malojnx=-1"' 3" 3" -EZde-~02-[20-1-WlZ3] -2 2" -3 =%

3,5—E1° EAE A A B = (225mg, 0.6mmole) S AbRdls M-S AQstas AAld 49 F4HS WHEE)
97.7% 2o 6,8-HReE-5'-AAlonx-1,3" 3 -EgHE-23Z2-[20-1-WZ3]&-2 2'-A =
99.5%0 1913}.

2 Ao 12
6-H 2 R-8-HEA-5-AlojnE-1" 3" 3'-EgHE-~v2-[20-1-NZI)#-2 2'-0 =T

5-H 2 1 -2-5} o] B ZA|-3-H| E A ¥l 2 2 H] 8] = (139mg, 0.6mmole) S AFE3lE AL A28t A A d 49
wHE-3 ST, 98.6% <X 6-BEE-8-HEA-5'-AAlolnEx-1 3" 3 -Egud-~3=Z2-[2-1-H
2,2'-A=d]9 &2 96.1%°] AT},

rSIE, o

BN ol

oo
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<90>

<91>

<92>

<93>

<94>

<95>

<96>

<97>

<98>

<99>

<100>

<101>

<102>

<103>

<104>

<105>

<106>

<107>

<108>

<109>

<110>

S=50dl 10-0760963

2A 13
8-¥-6-vE&-5'-HAlojn=-1"',3" 3'-EFvE-A32-[2f-1-H=H -2 ,2' - =7

o}o] ZA-5-1gl-1,3-9 A ] 7} B 46| 5] =(99mg, 0.6mmole) S AF&3FaL H]o|=o] HE NS 24A17F F<F 60T
A AFAIE e ALl A 49 FAL wESATE.  96.1% w5 o] 8-EW-6-P-5' -4 o]
-1,3" ,3'"-EgHd A9 2-[20-1-H%x3 -2 2'-A =] F&L 98.6%°]) T},

A 14

8-dto| = FA-5' A Alojne-1"' 3" 3 -EjuEl-2v] & -[H-1-Wl =9 ¢-2,2' Q1=

2,3-tjalo]| =AWl =63 = (100mg, 0.6mmole) S Al&38t= AS A Qstas 2AAld 139 T4 W&,
8-3lo] =2 A|-5'-A A o)H|E-1,3" 3 -EFWE-2T2-[20-1-NZ2FF-2 2252 ]9 & 112.6%°] o).

2A 15
6-HEl-5'-AlAlo]mE-1'.3"' 3 -EgHE-Ag2-[2H-1-WZ9g-2 2=

S5-w e -Ake] A 2 d 8] = (82mg, 0.6mmole)S AF&-3ta H]o]=9o] & EAS 60ToA 2447 5
ol A 14A1ZF Bk FEA7]E A AYstas AAd 49 FAHLS vrEEgct.  96.3% &
oM E-1,3" 3" -Eg e -A92Z-[20-1-HFxF -2 2'-SE2] FEE 95.9%°] % T}.

M2
X
offt
>,
i~
o
oo
o
(@]

o

o

o

A9 16
g-w&l-5' - Aloluz-1'3" 3 -EelvE-~v]2-[2-1-W v e-2.2' -2 EA]

3-ME-2g] A A4 H 3] =(82mg, 0.6mmole)= A3t HE A9 dtas AAd 159 TS WHESAT.  96.3%
9 6-wE-5'-A2leonE-1,3" 3 -EfWE-A3Z-[20-1-HWZF3&-2,2'-A05H ]9 F&& 103.7%°] 3t}

A 17
-t EA -5 - Aloln=-1" 3" 3 -EguE-Av2-[20-1-MZ¥ -2 2'-2EH]

A

& 60ColA 18413 Fet XY
%%}“E‘r 96.1% =%°] 6-
FEE 97.2%01 3t}

= (91mg, 0.6mmole) S A}-&3}al Hlo]= o] &HEH
AZL & 80T AA 1447 Fot AEAT = A AQstas AAld 49 34 °
' ~Egvg-ad2-20-1-1 20 @$-2,2' - =i ]9 &

=
[e]
XE‘_

AAd 18
8-l EAI-5' -AMolm-1',3" 3 -EeWd-Av] 2 -[20-1-Hxy@-2,2'-9 =]

%ﬂﬂE%ﬂﬁ%ﬂEM“ﬂN“H]ﬁw%gOGmm@awﬁﬁ}L*w Al 2] 3}
At  96.4% %9 8- = A|-5' -AAlo|u % -1.3" 3 -E g We-29 &2 -[2H-
£ 98.8%° T},

AA 19
8- EA-5' - loju=-1" 3" 3 -EZHE-~02-[20-1-WlZ9] -2 2" -3 =

WWQQQMg06mo@9~43ﬂbxw<ﬂ]&L”*Vhﬂ@]%@é H-E3LTh. 96.6% X9 8-WE
Al-5'=AAleolnE-1,3" 3 -Eud-~Ay2-[20-1-HZFT -2, 2'-A =] F&S 110%] AT},

_13_



<111>

<112>

<113>

<114>

<115>

<116>

<117>

<118>

<119>

<120>

<121>

<122>

<123>

<124>

<125>

<126>

<127>

<128>

<129>

S=50d 10-0760963

Qe EA-5 Aol -1'.3" 3 -EevE-~v2-[of-1-W 2 e, 2 ¢l ER]

5- Eﬂf$°iﬂ15f\l Wl = 9] 5] = (95mg, 0.46mmole) S AF&3}al Hlo]= o] HEFN S Ao 18
g2 5 60C°ﬂ*1 3AIZE FF IBAITIE e AlYstae AAld 49 FAS Y 6
o= . -

-5'-AAloln -1 3" 3'-EfWE-2Ay 2-[20-1-"F9 H#-2,2'-¢1 5 ]9 FES

_u

AL 21
6-8lo] = F A5 -AMAalo|n=-1",3" 3 -EHE-2TZ-[20-1-NZF#-2,2' - =

2,5-t)slo] = E AWl =) 3] = (100mg, 0.6mmole) S AF-&3}a Hlo|= o] HE S
T 80TAA 15A17F B¢ AGA 7= S AQstas AAld 49 ¥4 HPE;}C’W 6}
‘ = T
olm|E-1"3",3'-EguE-A0 2-[2-1-WZxd #-2,2'-A EH ]2 =& 103.2%°] At
T s .

2 Ao 22
-3E-HE-5-AAlolnE-1" 3 3 -EFuE-Av2-[2H-1-HZxu&-2.2'-2AEH]
2E-2g] A4 d 3] =(107mg, 0.6mmole)S AME3t HS AQdtars AAld 219 ¥AHES ¥HE3Y
X i i ‘ o= U= PN .
9.6% <% 6-37-F8-5'-AAolux-1,3" 3 -Egued-AaZ-[20-1-H%T -2 2'-A=A]9 FE

89.4%0] % o}

2 Ao 23
-3g-HE-5'-AAlolnE-1' 3" 3'-EgHE-~v2-[20-1-MZ3#-2 2'-d =]

3-39-Fg-2g] A 24y 8] = (107mg, 0.6mmole) S AF&3FaL Blo]=9] FEFMS 60T A 1847 F<F JEA ] &
) = 1l O il 1o
SOTAA LA BO AEATIE HE AL WA 219 FAE WHSAUL, 06k £EOl §aF-E-
|q 1 1 N ' o
5'-AAlojn=-1,3" 3" -EgWd-A3 Z-[2H- -0 %3] &-2,2' - 5|9 F&-& 97.7%°] Atk

AAo 24
6.8-T]-3F-2-e-5'-Mlolnw-1' 3" 3 -EgHe-~32-[20-1-Hl x| #-2 2'- 5]
35?-i%%%ﬁ%ﬂé%ﬂaE(BMgOﬁmm@%wﬁ%ﬂﬂtﬂ] ol NS 60TAA 18A17F T3t ZEA|

- ) = il o U 2
iJL N 80Tl A 14A17F B2t NGA7I= HE Aleltare Ao 49 FHE W %5}%\3‘:} 95% =] 6,8 OE]S

1 q 1 . . e o
F-HE-5'-AAlojn]%-1,3" 3 -EgHE-Ay2-[20-1-M23 #-2 2'-AEH ]9 F&& 101.2%°] T},
= A

AAo 25

75 A5 A alo]u e 3" 3 el w -] 2 [2H-1-HE ] g2, 2" QS el |

S 60Tl A 58A17F FoF A&
0CoAA 1441 Bt AGA7I= A& AQstae AAld 49 F48 wEsS 7—uﬂik]—5‘—ﬂ§1
. = -

(e}

2-sto] = F A -4-v] Z Al = 2k 8] = (91mg, 0.6mmole) S AH&3FaL v]o]=o] Eboy
8 o
1,33 -Eg W E-2v 2 20-1-W 2 @-2,2' -0 57 |9 82 82.1%°] AT},

SR
-
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<130>

<131>

<132>

<133>

<134>

S=50dl 10-0760963

1

-t EA -5 - Aloln=-1",3" 3 -EF v Y-~ E-[2f-1-H 2T ¢-2,2' -0 =7

-3}o

%1—/\

NS 60TlA 2417 5k
S MRSt 96.8% w9 5,7-

EEZ -4, 6-U) W E A Wl 22 v)] 3] = (240mg, 2.0mmole)S AF-&3}aL Blo| =9 & el
7 ég
- AolnE-1,3" 3 -EgWd-~0 Z-[20-1-HF 9 &-2,2' ¢l E5d ] £8&& 82.9%°] %},

=4
15 80TColA 11U JFAIZI = A& AQstas AAld 49 F
A]—5‘

o>

)
i

[,

~
2
BN

2

o
=,
i

Al-6-HEZ-5'-Aloju%-1',3" 3 -Eu -~ Z-[2H-1-HZ T #-2,2'-AEZ

>

B Edxa o272 BEUtek 0. 1dmmoleo] AH-SdtE Hlol= 162mgs & A 8lo] 1A17F %< DMF 3m
s, 8-l EA]-5-U E 2 ake] A o) 3] = (83mg, 0.42mmole) 9k FHAl 60°Coll A 14417F &k 21 EHA|
Bl S WA 7 A, 22 §E8E Ed JF3kaL, DNF(5 x Iml)& A H 33, DNF 3mloll A whay
o sk, DMF(3 x Iml), THF(3 x 1 ml), HFEZ=2Her3 x 2ml) 2 THFG x 2 n)E
ahdTh. THF ImlZol @Ee wjo]=o] DBUS 0.1M THF & Iml& 7Fabar, 10417+ &<F WA 5, o 73}
HF(2 x InDE AX&gl. s 45 23 whsi. @3 TF 84L, T2 855 & #e 47t
EHAA DBUE AASEATE. &ulE AASIAL, TALE FFste] AXAIA, 8-HFEA-6-HER-5'-42]
-1',3" 3 -Egug-Ay 2-[20- -1 29 &#-2,2' -0 5 1S 104.6%2] &2 F58).

0 2
o% Ho

O md R ¥ of mx
o —3 JN' ﬂoﬂz

T232R

=)
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