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FHAE, RS gag 1WA 89 n-9d B

OCHF,, 53] F Hi= Clolal, Aol shte] sddl

A, A9 ERE 87 feka 17 uA 199 8

=2 e olA

A S Eb 179] BEEe o7 Set4 17a0) shatgelth:

244 172

F F
(o) —~0 )~ o)
71 Aol A,
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[0172]

[0173]

[0174]

[0175]

[0176]

[0177]

[0178]

[0179]

[0180]

[0181]

[0182]

[0183]

[0184]

[0185]

[0186]

[0187]

[0188]

[0189]

S550d 10-1210195

s 21
5814 22
00200
554 23

Y1

47 HEANA,

R % R'E 44 SYg02 Q4 498 K9 g 2

y'e | m= Folu}.

120 209] gatEolA RS, R 2 RE B 1 UA 89 97 i Bad 2 X 79 A delc}

ot
1o

shsby 21, 22 9 239 RFEAA whASIE, R R R'E 9AF 1 WA 89 27w $FAol,

9 et B odwge A738 BAGR, vAsls B34 WEHs W14 (addressing) & 2 EAFA,
9/EE WA EAGA] B glolth, wgAslE, X owdel EAGAL, FAMZA 45 44 v
S EPVL BHOE s, 0B ool 71EsE FIH EAGA R/EE LCoSCHE) EAFA oI,

Htg A s, E9E2 34 1, 2a, 2b B 3 WA 239 =R AE Lol AdEd sges EadoR

Holw 2Zeg, wldA e zqqc 3ok b4 lRAEAE dolm 43, 9 nlaAdsAs 2059

olal, 7Fd wtdA s AL 155%% olate] sl o]ake] s}t 19 3§E;

Holw 105%%, WA sHAlE Holw 1553, 2 ntaAsAE 4553% o8, 7Hg utEAaAE 405 %% o]

skef skt OMH 3teh4] 229 &%E;

Holxw 3%, ntgHsAE Holw 55%%, 9 wAaAE 405%% o, 7Hg utEHEAE 3059 olst

o] ahit o] del 53ty 2be] BHetE;

Aol 105, v sl Hole 1553%, u}wéwﬂ% 7559 olah, 714 mEHelE 6059w ol

kel ahut o)abel setd 49 HiHE, 53] Aol 8FFw, vigAells Holw 155%%, L niedaile 50
T olst, 7P uEAEE 403% ofse] Shi ovou shaba) 4b W/EE deo) BFE, % 53 Holx 1
o% ]—31—1101'71]—1: ZJOﬁT: 3% o%, U% H]—%Z}é}ﬂ]—‘f_— 20%—%1:% 016].y 7]_101- H]_];gj.;_]lol_ﬂ]t 15?0 b 10}94 3]—1/}-

ol/de] sty dac] shgh=;

Aol shute] Shah4 la W/ 1) FFE;

Hol i shibe] ssh4] 2a, 53] X'of Folar, R'o] ¥ 1 ulx] 8o 2291 shate;



[0190]

[0191]

[0192]

[0193]

[0194]

[0195]

[0196]
[0197]
[0198]

[0199]

[0200]

[0201]

[0202]

[0203]
[0204]

[0205]

[0206]
[0207]

[0208]

[0209]

S=50d 10-1210195

Holx stue] 3482 2b, E3] X o] ClojaL, Ro] A4 1 x| 89 &7l 313HE;

Aol shfe] B8HA b W/EE dc, 53] X'o] Fola, Ro] gad 1 U] 8¢] el 53
Aol hite] 8184 4a, E3) X o] Fola, R'o] Brad 1 WA 8o 279l 3=,

Aol &11}e] 3}8H4) 3aa, 53] AAdo] WLl HAE;

Ao shtel sheta 9a, 58 X'o] Fel sHiHE:

B}514) 2a, 2b 2 3 UlA 239 SRR AA7IEeIA FAlAY B4 wel weh Alzd 5 ek,
Hot4 19 HAPee AEFORN B HIUAE U ¥ SUAL BA Zb Uyl ke 340 oy
BHBS FEAE o] AT, E, H9H 2a0) HYRS ASTFOoRA B By TN e @
o fA0A olRAS FESTH o Uobh, Heta 2bel SRS ESE B wge] W o4 EgEme ue
Fe BEAEL Yrhir

s, o4 EgEe dolw 75K, 8 Molw gokel ulnkel A Wl W 70T x3, 53 80T &3},
=3 0T Z3e $UAL B

A SHAIE, A o Ad2 18 23, g v sHAE Hok +10, 7 bR EHAlIE 11 o] o)t}

B oY FxE zZte ud FA4 AE 2 92 b-Aolke AES VAE
2 EW IN B SIN €55 98, 53] ¥ 39 ®dS(holding ratio:
Alob g A ulAsHAE 7] slshe] 249] FRHES iR X

(2
b
ol
ol
N

HR)ol BashA et

¥ % vk

5914 24

&7 AellA,

R, r, ¥V 2 Y= koA dojd onE 203

=
AR EFBE S e LE(S8)E TPk ulS We vty F EeE eystd Fasi.
| Bagoz g,

Boao] wE oy ESHEo wIl FeawE g FAGA, dE EW A £33 TR Al WO 92/19695 &,

vl= 58] A 5,453,863 &, W= 58] A 6,172,720 & T WH 53 A

E3] SSCT B PSCT Aol AF&-317] f1gh AA wid=2A A3tsivy. &

= AgHoR vy AR 9 F3 4 ARow TAY FUsHY 94 vjds x3

i, IN 2 SIN FAAA o Hluste] FoAdUA 2 A vlEH (helical twist)S YEMIZ Y& (circular)

Hage] A4 vAE HoFEr, Wb 942 Fel Y vl gxo A A @ Y 2EHE AA v
Hot WAL 2ol o3 Azl

[

v A e A=, ERES T3 949 FRAS AES 7IAZ st/ u Aok e

b
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[0210]

[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

3]
o

O]% R [¢] H
% sEE A4 94 videl AedA FazH 4, % ugrslE A4 29EGY ANFA, W E

RS
gﬂ
2

T
i)

)
=2
k=)
il
12
o
ot

ol
e
2
gL
T
o
ox
lo
Al
il
o,
bt
i
m
il
b
N
gﬂ
2
o
=
[l
i
[
lo
=
il
o

>~
=3

0 2 w=uba=o o] E(CN), CB15, R/S-811, R/S-1011, R/S-2011, R/S-3011
TE R/S-4011 BlE &A)e] w23 FhAotok(Merck KGad)) Zo] AHHow s £ v, 7|
A F(sugar) 7] E s 2= ERE, 53 IA4 535 I/ Al WO 98/00428 = JHAlE &
2ZHE fF=A7E 53] Agsith.  E ol E=REVF AMSHE A9, o2 ZAY we wEYH W
(twist sense) ® BHIEHY Ay % AlF9 ZAY vl Y3 (sign)E YERE F 2

Il Al FA

p—) ~~ O
"t
o,
)
|
"

i

ol
=)

Fo] AT BaS 1 UK 89 A R BAN XHAVE E£FAT. A SFAF @AsG. a9
BE, VAR BFAE EA, BA, ZREA, RN, ABA, G54, 54 L SHA 0T,

)]
=)
o
N
o
12
N
e
N
rr
&
IS
N
&
2
)
il
o
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o
&
2
N
il
K]
I
i
12
N
e
&
I
&
2
)
e,
Y&,
o
<
7
)
e,
4
ol

Agstan Fashs Mgl Eds-Aa8 sht olde] Ale|ZRa welg TPsHE shibel whH s,

2y 2 sy AN A AFgEY FriE FEARE FAHE, getdone wEe 7] E la L 1b,
2 2a WA 20 wet AT BE BT Clly, Gl D Clya & 27 ©2% 0, m 2 ro] A2 22
By zrol i, (M-t Bag so] A HAslolt. n, m, r @ sk gFola 77t EfAow wadas
0,1, 2, 3, 4, 5, 6, 7, 8,9, 10, 11 =& 129]t}. * 2a WA 2foA F3Z+= Attt X 1la 2 1bolA
= oo mzdd oi@ FEAelut ZAET. Al ASelx, mpzed oid FEAe] thgd -2 Falw el
A7 R, R, L 2 L 9§ m=r) war)
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[0220]
[0221]

s==4

10-1210195

R1,R2,LT% R1 R2 L1 12
L2of hst 2=

nm ChHansq CiHams1 H H
nOm CrHanst OCmHame H H
no.m OCHan+q CrnHam1 H H
n CoHans1 CN H H
nN.F CnHans1 CN H F
nF CrHanst F H H
nOF OCHan+1 F H H
nCl CnHanet Cl H H
nF.F CnHzns1 F H F
nF.F.F CoHanet F F F
nCF; CrHzns1 CF, H H
nOCF; CnHans OCF,4 H H
nOCF, CaHans1 OCHF, H H
ns CnHanst NCS H H
VsN CHyrs-CH=CH-C;Has-  CN H H
rEsN CiHors1-0-CsHas CN H H
nAm CnHans1 COOC,Ham+1 H H
NOCCF,.F.F  CpHanm OCH,CF,H F F

Ak E3HE RS 8] & la ¥ 1b, ¥ 3% 2a WX 2fo] yEpdT:
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¥ 1Ia
L L
G @
R R 0 R
N Lz N L2
PYP PYRP
L1
R 0 )~ o) R 0 )~ o)1
LZ
BCH cBC
L’I
SO0 OSSOSO
L2
CCH CCP
L1
LZ
CPTP
L‘l
L2
CEPTP
L L
L2 o
ECCP CECP

[0222]
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¥ 2a

et~ 1)~ 0 ) )~ )-Cutn
F

CBC-nmF

F F
e Qa0
F

CCGU-n-F

anzm,OCmHmn

PCH-nOm

F
FET-nCl

CnHznn‘@_@_ coo0—< : —OCF,

CP-nOCFa

CH —@—@—OCH

' 12041 m2m

CCH-nOm

F
C, H2n+1 X

BCH-n.Fm

CnHan_@_ CZH4 CmH2m+1

F

[0224] inm
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F
R OO OS O
F F
CPGU-n-OT
CnH2n+1—®C2H4_@‘CmH2m+1 CnH2n+1-@_®CH20_CmHZm+1
ECCP-nm CCH-n1EM

I O e Oa O OOt

F F F F
GGP-n-Cl PGIGI-n-F
F
S O S0a0 SE aOnOn O
F F F F
PGU-n-F PGIGI-n-Cl
F F
O O OIS OSOS O
F F
T-nFm CGU-n-F
F F F
ey y(o08, it~y
CCP-nOCF,.F CGG-n-F
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F* 2
; F
(F) i
CCP-nOCF,.F(.F) CCP-nF.F.F
; ] F F
CnH2n+1OCH=CF2 CnHz"‘M * F
F F ]
CGU-n-OXF CUZU-n-F
F F
F
CGU-n-01DT
F
CnH2n+1@_®COO@'F
F
CCZU-n-F
CC-n-V1i CC-n-V
CnHszCFB
CCP-nOCF;
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3 2d

F
CnH2n+1 ]
F

BCH-nF.F.F

F
CnH2n+1 @'CZF"_@—COO :<< "
F
CWCZU-n-F

F

CWCZG-n-F

CCOC-n-m

F F
CH . coo—< :}—F
F

CGZU-n-F

F
c:,,H2n+1 coo . F
F

0227 CUZP-n-F
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¥ 2e

F F F
F / . . .‘F
F

CGU-1V-F cce-v-F

F
CnHzn+1coo—< : —F

CGZP-n-F

F
CH,.. coo—@— OCF,

CGZP-n-OT

F
C,.Hzm coo—@-ooFa
F

CUZP-n-OT

; F
CnH2n+1‘<E>—@CF20~< : —F F
. CnH2n+1 F

CCQU-nF Dec-U-n-F

F
(o)~ )F
CoHans Q F

[0228] Nop-tin®

X 2f

E
CnH2n+1 ‘@— CZF“\@ COO@ F

CWGZG-n-F

F
C.H,., @ C2F4@ coo@ OCF,

CWCZG-n-OT

CH,., -@- C2F4—<E>— coo— : )— OCF,

CWCZP-n-OT
[0229]
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AES 7] 3a A sbel UERAT. AWIOR o]SF sl ol B wud] mE oy ujde
A7

¥ 3a

Csz—CH-CHzO CN c, H5-CH-CH2—H—° o CN
I |
CH,

CH,
¢ 15 CB 15

. O
CeHw-CH-O‘@_«
| o CgHyy
CH,

CM 21

(¢}
CaHs0 @—‘( o
2O
o- (;-:H'CsHm
CH,

R/S 811
CH, O_O—@— CHCH-CH,
CH,
CM 44

o [e]
CSH,,O éH—@ CgH,;0 .o .e 0-cH— : )
| |
CZHS o

CM 45

CM 47

CN
[0231]
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R/S-3011

F ?Hs
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F

.. R/S-4011

[0233]  B] E da WA deol B Bel W2 olg Bl A/bL e bgsAel o eback:

F 4a

HO s

CnH2n+1 OH OH

[0234]
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Hy,C15-COO-C,H, OH

HO
o) (Ero o
0
o
o
2%
0 o
0
OH

HO

HO OH

O\/\S/\/O

OH (@)
o/\/\/\l
o
o HO
(0]
N‘N
OH
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[0237]
¥ 4e
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N
0
\g/\/\/\/l OM
0 o
1 © 0 Yo
" Ijv
N
[0238] I
[0239] Skt o]xko] sk 19] 3EHE 9o, ¥ 2a WA 2fold AMEw 2 3 X I o] ITES
o we EgEel 53 waas
[0240] A Al o
[0241] 3l7] AAld= B uti S o]E2 A%eHA] ¢a oint Auslaial sk Bloltk. AA dA
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[0242]
[0243]

[0244]

[0245]

[0246]

[0247]

[0248]

[0249]

[0250]
[0251]
[0252]

[0253]

[0254]

[0255]

[0256]

[0257]
[0258]

S==35l 10-1210195

2 SR AR et 8] oolzk AgEth (=2AR A Nedlnbe 4 snesdE A 8 =5
J 4. oF 715 Afold AnE Aol exelth. MEEL Fr|Eolth,

37] ool7} ApgETh:

A= 20CAAe FAA oS YERAL;

4 HZ(mPa - s)E YERIL;

o

o

ot
N

Vo Zo|d| 3~ 34 (Fredericksz threshold)e]at;
THF+= H|Eg}slo]l 2 F&o]a;
NIBE= t-H-E-HE-o e Zo]t}.

AAd 10 CPGU-3-0T9] A

1.1 HEZ22H3)o] A

Br F I /OH
©, g0 B
¥ Mgm + i OH
O .

THF 100ml1Z9] Mg 1.375molg H]|% 7} vz
1.25mol 2} HE-EAIATE, Z2Fo2ulAlSs ks F 1
o] EFvE R O|E(2) 1.375mol & WHSEFE 7

g HCL 200ml & A7Fskaiet. B2 WHoz $XE5 *630}‘%}

1.2 3-ZZ Q074" -(Edr4-Z2F-Ao|F2aA)-H#Hd(5)o A

Br
OH
/
B\ - s
oH *
F

3 4
5
H 2~ (EgHd¥23)-Zet5(1)-F20]|= 0.004mol L Sto]| =& A F3Fo| =FAe] = 0.004mol S & 80ml 52
% UﬂE‘rEEﬂ o|E-2E}sto| = o] E 0, 100mo of Hrlstodrt., o] E3Eo] THF 150ml=9 1-HE2E-4-(EW

=
-4-2 2 FA-xlo|F 2 2)ulA(4) 0.200molS A7Fseh. 5&F<F wHbEE & THF 50mlF<] HE2H3)
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0.200molS A7Fstsit). Hbg E3ES 10A1HESE 3FA 7|20 A(20TC)o2 WA 7ol §739] WHoez

A2E Fase.

[0259] 1.3 HEA(7)] A
F |
+ T —_—
O\
5 6
F
OH
()~
\
OH
[0260] 7
[0261] THF 60ml=¢] 3}3HE(5) 0.093molS -80ColA THF 100ml=¢] e} el

o]oj A, THF 60ml=9 EgWdra#o]E 0.093molS A7}ekadc)t. wh

I~
H = E]'
oo}, -80ColA HEHF(n-FAH 15% &) 0.093molS 2 7}aHATh. H_% S 208 %o Wkl
< %
5 200mlE #H7betar 1/2 23k 94k 4oml = pH 22 AT 3 B4 A7

[0262] 1.4 CPGU-3-0T(9)¢] 34
F
F
OYF
+
F
Br F
8
F
7
F
9
[0263]
[0264] 30ml=9] Na,CO; 0.040mole] &ML B Eulo]=(8) 25mmol, HEAH7) 25mmol, 2-Z 2 80ml, Te}E(I

DobdlElol= 0.125mol 2 Ee s YEAw 0.375mol o] £5el A hskelrh, whg EFES 6 WA 1243K%
aFawegt. 20T WA &, 0 EFEL B dmlel Fh AA8S AT A

i3

)

s 2
= R oEER AFsilt. AdE 29e ARG NR 2 A 23 24E sk VY A=
# ATt

o
ne

_38_



[0265]

[0266]
[0267]

[0268]

[0269]
[0270]

71 R 2 Xl 93

R x'

CH; |F

-CoHs |F K120 N 197.51, An = 0.2213, Ae = 17.8
-CsHy  |-F K 113 N 223.8 |, An = 0.2316, A = 17.2
-CiHy |-F K 108 N 215.1 |, An = 0.2219, Ae = 16.9
-CsHqy |-F

CoHig |-F

-CsH1s |-F

-CH; |-OCHF,

-CoHs |-OCHF, |K 106 N 228.0 1, An = 0.2158, Ac = 16.4
-CsH;  |-OCHF,

-C4Ho |-OCHF2 |K 54 SmA 62 N 247.51, An =0.2109, Ac = 15.5
CsHyt |-OCHF,

CeH1z |-OCHF,

-CsHys |-OCHF,

-CH; |-OCF;s

-CoHs |-OCFs  [K 125N 220.51, An = 0.2090, Ac = 21.9
-CsH; |-OCFs  [K 94 N 240.01, An = 0.2165, Ac = 19.7
-CsHy |-OCFs |K 76 SmA (57.5) N 235.1 1, An = 0.2092, Ae = 20.4
-CsHq1 |-OCFs

-CgHq3 |-OCFs

-C7Hs5 |-OCF,

PADS Cﬂ 2

PGIGI-3-F
PGU-2-F
PGU-3-F
PGU-5-F
BCH-2F.F
BCH-3F.F
BCH-5F.F
BCH-5F.F.F
CGU-3-F
CCGU-3-F
CBC-53F
CPGU-3-0OT

N/\q 3

11.00 % cp 101.0 °C
10.00 % Ne 1.6912
10.00 % An 0.1809
9.00 % q 19.1
9.00 % A 14.5
9.00 % Vo 0.95V
9.00 %

4.00 %

5.00 %

9.00 %

4.00 %

11.00 %
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2711 8] 4EE TYHE o4 RS Axsuck
PGIGI-3-F 11.00 % cp 99.0 °C
PGU-2-F 8.00 % e 1.6872
PGU-3-F 10.00 % An 0.1763
PGU-5-F 8.00 %
BCH-2F.F 9.00 %
BCH-3F.F 10.00 %
BCH-5F.F 10.00 %
BCH-5F.F.F 5.00 %
CGU-3-F 6.00 %
CCGU-3-F 10.00 %
CBC-53F 3.00 %

027 CPGU-3-OT 10.00 %

[0273] AAld 4

[0274] 3] PEE EYSHE Y ERES AUk
PGIGI-3-F 11.00 % cp 103.0 °C
PGU-2-F 1000 % ne 16930
PGU-3-F 12.00 % An 0.1827
PGU-5-F 9.00 %
BCH-2F.F 7.00 %
BCH-3F.F 8.00 %
BCH-5FF 8.00 %
BCH-5F.F.F 11.00 %
CCGU-3-F 10.00 %
CBC-53F 2.00 %
CBC-33F 3.00 %

o5  CPGU-3-OT 9.00 %

[0276] A 5

[0277) 3] BEE EYSE oY ERES AzsAck
PGIGI-3-F 11.00 % cp 102.0 °C
PGU-2-F 10.00 % Ne 1.6941
PGU-3-F 12.00 % An 0.1836
PGU-5-F 9.00 %
BCH-2F.F 8.00 %
BCH-3F.F 8.00 %
BCH-5F.F 9.00 %
BCH-5F.F.F 4.00 %
CGU-3-F 4.00 %
CCGU-3-F 10.00 %
CBC-53F 5.00 %

o2y CPGU-3-OT 10.00 %

[0279] 2 Ao 6
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[0280]

[0281]
[0282]

[0283]

[0284]
[0285]

[0286]

7] JEe TPHE AY EFRS
GGP-3-CL 8.00 %
GGP-5-CL 20.00 %
PGIGI-3-F 11.00 %
BCH-3F.F 5.00 %
BCH-5F.F 5.00 %
BCH-3F.F.F 5.00 %
BCH-5F.F.F 5.00 %
CCG-V-F 12.00 %
PGU-2-F 8.00 %
PGU-3-F 11.00 %
CBC-53F 5.00 %
CPGU-3-0OT 5.00 %
Hl x4
] JEe TP A4 EFRS
GGP-5-CL 16.00 %
BCH-2F.F 11.00 %
BCH-3F.F 11.00 %
BCH-5F.F 6.00 %
CGU-2-F 9.00 %
CGU-3-F 9.00 %
CGU-5-F 8.00 %
BCH-3F.F.F 8.00 %
CCGU-3-F 7.00 %
BCH-32 10.00 %
CBC-33 3.00 %
CBC-53 2.00 %
o winele] Y EFBE, FHEA
QA e B oS vhehy
g9 Z
B ow] ols), ¥ B oA,
4 vide) AronA 53 A3

€
Ag
Vo

I

(CPGU-n-0T) & 2%

102.0 °C
1.7137
0.1992
16.7
12.0
113V

102.0 °C
1.6692
0.1610
15.3
10.9
114V
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