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Bk, (C-C- I BA-SO,-. (C,-Cy)-#24-S0O,0-, -NR2R3. -CONR2R3.
fEEAM— R Z AN-OH K-F BN (C,-C - E At iz — K % 4~-OH
-F AR (C-C))- sk,

b) &8 —AE=Ah O. S A NWERFHEAKSNATE
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#(C,-Cy)- A FefE it 4k — 3 % /~-OH 3-F B #9(C,-C -3 84
¢) RREJM—XZMAARNKG R, FrR X H k% f-OH.
-CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-k.Bt%. (C,-C,)-%
5 ABA. CC)-HBmARE. (C-C)-RARAEBE. (C-C-Ieri
A (C-C)-mik sk, (C-Ch-AE-S0,-. (C-Cy-54-S0,0-.
-NR2R3. -CONR2R3. 4Fitik—K % A4~-OH -F BAX44(C,-C,)-# 4
FalFik ik — R % A-OH 3 -F B (C-C - EH; #o
d) aXEFS®OE—FE=A4%E O, SF N RRTFTHAEAKS
10 AP R AR R, AR BT — R S A A E B,
AR Ak f: -OH. &A&(=0). -CHO. -SH. -NO,. -CN. -F.
-Cl. -Br. -(C-C)-se8tA . (C-C-seRAHA. (C-C)- B Fk.
(C-CO-mA B aBA . (C-C)wsidk. (C-C)-sismi. (C-C,)-
BB HA-SO,-. (C,-C,)-%4-S0,0-. -NR2R3. -CONR2R3. AFitbif —
15 KZA-OH K-F BALY(C\-Cp)- A AAE LK — K £ A-OH K-F A
#(C-C-BLak;
-J- A A R TR g = A
a) -(CHp),,-T Itk
b) -0-. -S-. -SO-. -SO,-. -CO-. -OCO-., -COO-. -OCONR2-,
20 -NR2COO-. -CONR2-. NR2CO-. -NR2-. -NR2SO,-. -SO,NR2-;
i
¢) -0-(C,-C,)-. ~(C,C,)-0-. -8~(C,-C,)-. -(C,-C,)-S-. -SO-(C,-
C)-+ ~(C,-C,)-SO-. -80,-(C,-C,)-. -(C,-C,)-SO,-. -OCO-(C,-C,)-. -
COO0-(C,-C,)-. -(C,-C,)-0CO-. ~(C,-C,)-COO0-. -OCONR2-(C,-C,)--
25 -NR2COO-(C,-C,)- . -(C,-C,)-OCONR2- . -(C,-C,)-NR2COO- . -
CONR2-(C,-C,)- . -NR2CO~(C,-C,)- . -(C,-C,)-CONR2- . (C,-C,)-
NR2CO- . -NR2-(C,-C)- . -(C,-C))-NR2- . -SO,NR2-(C,-C,)- . -
NR2SO,-(C,-C,)-+ ~(C,-C,)-SO,NR2-. ~(C,-C,)-NR2SO,-;
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OH. &/ (=0). -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-
B (Cr-C-a Lt HA. (C-C) sk f 4. (C-Cp)-br A LA
Bk, (C-Co-taii. (C-Cphuikrdiik. (C-Cph-tx A A-SO,-.
(C,-C)-#%4-S0,0-. -NR2R3. -CONR2R3. fFihik—K % A~-OH .-
F A 49(C-Cy)- st A A it — K % /~-OH K -F BAX49(C,-Cp-Ba &
A

d) &8 —A2 =4t O, SFNEERFHAEARNTEIL,
BRI RER—REAMEARNK, iR mith: -OH. &K
=0). -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-#8t % . (C,-C,)-
BRELBA. (C-CHHEBERL. (C-CHHEETAABA. (C-C)4E
k. (C-Co-tkadui. (C-C-)eAE-S0,-. (C-Cp)-4t#-50,0-.
-NR2R3. -CONR2R3, fZ#t#—KZA~-OH &H-F 3K #9(C-Cy)-kt A
FafEif ik — R % A-OH K -F AR &9(C-C- A, #=,

e) REARMFRR—XENMEAABKYREL, MEARARTLAH:
-OH. -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,))-#8t % . (C,-C,)-
ELAHE. (C-C-emk ik . (C-Chrk magiti. (C-Ch-kt
ik, (C-C-r skt . (C-C)- %8 H£-SO,-. (C-C)-#£4£-S0,0-.
-NR2R3, -CONR2R3. £tk —& % A~-OH K-F A &9(C,-Cp)-kuk
FafE ik —K $ A-OH K-F A (C,-C,)- s Rk

I-AR A, AR E:

a) RAK. KT, KAK. LTERKRTHE, HMTRE—K
EAEABRA, FFRARARIRG: -OH. &MX(=0). -CHO. SH. -
NO,. -CN. -F. -Cl. -Br. (C,-C,)-s8t& . (C,-C)- &L H#H K. (C,-C))-
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Bt (C,-C)-5t & A -SO,-. (C,-C,))-#2-SO,0-, -NR2R3, -CONR2R3,
1ERM— RS AN-OH R-F BN E(C-Cy)-tx A fEiL 48— K % 4~-OH
K-F BRARH(C,-C - A
5 b) &4 —/NE=A%1h O. SHF& N HYRREFHAEAKSS 7&%’5‘
R, ARMMELB—REANEEARNK, FRALAARIRE: -O
£(=0). -CHO. -SH. -NO,. -CN. -F, -Cl. -Br. (C, -Q)—%@E}R
(C-C-mEHEHELA. (C-C)-mBtARKE. (C-C)-rit Lagit .
(C-C)-traisk. (C-C-tmamiti. (C-C)-x&AEL-SO,-. (C,-C))-
10 J 4 -S0,0-. -NR2R3. -CONR2R3. fFitik—x % N-OH HK-F EA
89(C)-C)- st A A fE it — K % 4~-OH K -F AR89 (C-C)- S 8L
c) éﬁk——éﬁ‘nﬁ/x\a&ﬁlw&éﬁi, Frid KA At . -OH. -CHO.
-SH. -NO,. -CN. -F. -Cl. -Br. (C,-C)-# 8% . (C-C)- =& L 5
£, (C-C)-%oBh £ B (cl c4) AT BEBAL . (C-C)-A L .
15 C-Co-mAEmmik. (C-Cph-tx £ A-S0,-. (C-C)-# % -S0,0-. -
NR2R3. -CONR2R3. fFit#—& % A4~-OH HK-F BAAKH(C,-C))- ik
Foftik ik — R % A-OH K-F RARH(C,-C)- R EL; #
d iREMFLEEEL—E=/if O. SHF N ERTFTHEARS
FUERAAAFT LA IR B, Z IR AT — R % A H B,
20 Frid gk Bk g: -OH. £4K(=0). -CHO. -SH. -NO,. -CN. -
-Cl. -Br. ~(C,-C)-#8t4 . (C-C)-mBEHA. (C-C)- Bt £ 4.
(C-C- A BBt . (C-C)-miik. (C-C)-maAmmit. (C-C)-
B EIA-SO,-. (C-C)-#£-S0,0-. -NR2R3. -CONR2R3. Afitik—
& % 4~-OH 3-F AR (C,-C)-B Atk 4k — R % A~-OH K-F A,
25 #9(C,-C )M &
-Z Ak | T I e
a) -Q-I-J-T, £+,
-Q- A =2-(CHy), 57
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ab) (C-C -4

ac) A, FrEIZRiLf: KEK. RTH. KAK. Rk
%6%,%ﬁﬁ%&ﬁ&*ﬁ%&imﬁﬁ,%ﬁim&i@a:-
OH. & (=0). -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-
k. (C-C)-mELA#HA. (C-C)rBtiRAL. (CI-C) R DT
Bt . (C-C)-maitk. (C-C)-ma it . (C-C)-t% £ A&4-SO,-.
(C,-C)-#%£-S0,0-. -NR2R3. -CONR2R3. 4Fitik—& % /~-OH -
F BAR 4 (C,-Cy)-tx A A fE k4R — K % A~-OH -F A (C,-Cp)- 1 &
A

ad) &8 —ANE| =A% E O.SFo N R FHEARSTLRIEL,
B RTFRM—REANEARNK, RAR®IAH: -OH. AKX
(=0). -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-58t % . (C,-C,)-
BELAB R, (C-C)mmE AL, (C -CHmLTabL. (C-C)
Btk (CC-mamBtL . (C-C)-3 & H-SO,-. (C,-C)-#%#£-S0,0-.
-NR2R3. -CONR2R3. fFit#k—K % A~-OH RK-F EBK4(C,-C)-t 4
Faftitik — R % A~-OH K -F A9 (C-C - 8L

a.e) RASAF LM —RE AN AARKGRAL, Flﬁii&ﬁlﬁ!ix’i
4: -OH. -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-#.8t
(C,-C-mELABE. (C-C)-miLa %k, (C-Cp- r}km%%}i
(Cl‘ 4) Jbzﬂu}f\ (CI'C4) JU;RE% Bk (Cl'c4) ﬂfx 502 (C1'C4)'
#.%-S0,0-. -NR2R3. -CONR2R3. ffiif—3HK % AN-OH K-F BA
#(C-C - FafFitik — R % A-OH K-F BARH(C-C)-B AL, #
H,

af) HXEHEB®ESL—FE = f O, SN RRFYEAKN
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TUERFAA-FTLA A SRR B, i AR R AR — K B AN AR,
Frikf Fiksit f: -OH. #4(=0). -CHO. -SH. -NO,. -CN. -F.
-Cl. -Br. ~(C,-C,)-%:Bt& . (C,-C-mEaL A, (C-C)-mBA R,
(C-Co-ikmarmik. (C-C)bsmai. (C-Cotuikmiti. (C-Cp-
8 H£-SO,-. (C-C,)-#%-S0,0-. -NR2R3. -CONR2R3. 1Eitik—
R % A-0OH #K-F B 89(C-Cp- bt A At 4R — 2K % AN-OH 2-F B
&9 (CI'C4)'%§L£5;

b) -(CH,),-X-P-I-J-T, %+,

s A 2 3;

X- i §-O-. -S-. -SO-. -SO,-#=-NR4-, R4 it § FF| 6y H:

b.a)-H;

b.b) (CI'CIO)'%E\;

b.o) Firk. FHE-CO-. I E-(C-Cy)-te A Fo 2Rt £-(C,-Cy)-
Bk, AFAARRREAELRE I EANALARRGEZATRAT
3R, FrikA Ak f: -OH. f4(=0). -CHO. -SH. -NO,. -CN, -F,
-Cl. -Br. (C,-C,)-#Bti. (C,-C)- L BE. (C-ChrBrit A,
(C-C) i, (C-C)rumiik. (C-C)ruihmsti. (C-C)-
B EHE-SO,-. (C,-C)-$%-S0,0-. -NR2R3. -CONR2R3. 1Fikik —
%% /~-OH #-F B 44(C,-C)-te b At ik ik — 3, % A~-OH K-F BA
9 (Cl'c4)'%§h}£;

b.d) KA. KE-CO-. KEA(C-Co)-tr AR A-(C-Cy)- BB,
EETAF R —REANLREBRK, AL A% A: -OH. -CHO. -SH.
-NO,. -CN. -F. -Cl. -Br. -(C,-C)-}t Bt 4. (C,-C)-iw & K. (C,-C))-
BB A EE. (C-C)- A Bag A . (C-Cp-traiik. (C-C)- s isk
Bt (C-C,)-15 EJ-SO,-. (C,-C)-#%.3-S0,0-. -NR2R3. -CONR2R3.
fEik ik — R % AN-OH R-F B4 (C,-Cy)-tt At b4k — X % /~-OH
H-F B (C-C- iRk A=

b.e) 3R, ZIR-CO. £3R-(C\-Cy)-3 e £ 31-(C\-Co)- 4B,
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200480023119. 5 A B kP OET/14m

AYHRARKACE—E=AN%E O. S F N HRRFHAETHS
LR, ERIERB—REANEABRNK, LAt f: -OH. &
(=0). -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. «(C,-C,)-%8t% . (C,-C,)-
BELAZ A, (C-C)-RBMmAEAL. (C-C)RATARBEL. (C,-C)I5
5 k. (C-C)- ikt . (C-C)- R8I -SO,-. (C,-C)-%£-S0,0-.
-NR2R3. -CONR2R3. 1fFiz#—K % N-OH -F BAK4(C-C)-te £
FatEik AR — K % A~-OH 3-F BAX 84 (C-C)- 15 B
-P- A i34 3 -(CH,) ,-= &,
- 4o AR X
10 J- de BEFRL, HFE

-T- Ao ERr R X 89K H;

¢) -(CH,),-CO-NR5-P-I-J-T, £+,

u#l:x2;

RS At HA THILAR:

15 c.a)-H;

¢.b) (C,-C,)- 54 ;

c.c) KR A IEE(C-C)- bk, H+ AR sty ki —
RENMEARABRYEARSAKR, FALRAZH: -OH. &K(=0).
-CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C)-#Bt# . (C,-C,)-%

20 FHEE. CCH-BLERA. (C-C)- A TR . (C-C)-ImAh
AL (C-CpnhmmA. (C-C)-RAA-SO,-. (C-C)- % %-S0,0-.
-NR2R3. -CONR2R3. fFit#—X % A-OH #H-F RN (C-C- ik
FafEif Ak — R % AN-OH H-F B4 (C,-Cy)-tx Bk ;

c.d) XEFRE-(C-C)m L, ZFHihik—R 2 AMAARK,

25 Fri& L Hi% g -OH. -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-

Co-tdtik. (C-CRAAZE. (C-C-rBtAA. (C-C)-mi
T akBEE . (C-C-susiik . (C-C)- s mm i . (C-C)- A -SO,-
(C,-C)-#%#-S0,0-. -NR2R3. -CONR2R3. fFitik—HK % AN-OH -
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F AR (C,-C )-SR A fE i — K % 4~-OH 3 -F B §(C,-C,)-1% &
ES

c.e) HAFLEIRA(C-C)-lik, APHELRALET 2 =/&
 O. S #2 N R BRFHEARNTIR, ZERFFRE—-KEAAL
A B, F)Tizﬁ;f’ili]iz”@é]' -OH. #4X(=0). -CHO. -SH. -NO2 -CN,
-F. -Cl. -Br. (C,-C)-}x 8t . (C-C)-m AL #E K. (C-C)k
Fk. (CI-C4)-%£UU%%£E~ (C-Co-tmik. (C-Cp)- fkﬁ%@tﬂ
(C,-C )-8 H-S0,-. (C,-C)-£.4-S0,0-. -NR2R3. -CONR2R3. 4%
AR — K % A~-OH K-F BARH(C-C,)- st R fofE ikt — K % A~-OH K-
F B 849 (C,-C)- s AL

-P- 4o EATE L

I- de BT

-J- e kAR AR

T 4o EATREX;

d) -(CH,)NR6R7, % s 4o LA X, J#H R6 #= R7 5 N —

REASH SRR AL HIMI—E=ZALH O. S o N YR EFHE

LRSI, FHIZHRTUE—ANRANMEL LS —ARE AL
O. S A N L& B F& ZARNAIKRASRIA, FTA L IAFHAR—
REANAARK, FFEEAMKIRE: -OH. &K (=0). -CHO. -SH.
-NO,. -CN. -F. -Cl. -Br. (C,-C,)-#8t % . (C,-C)-m 8 & H X . (C,-Cy)-
B AR, (C-C)- A BaEs L. (C-C)lrrmisk. (C-CH-siirg
Bt . (C,-C)-1% 85 -SO,-. (C,-C)-4x.#-S0,0-., -NR2R3 ., -CONR2R3,
fEikAR— R % A~-OH K-F BARH(C,-Cp)-tt Aot ik — K % /~-OH
H-F BAH(C,-C)- Ak, #

e) -(CH,),-CO-NR6R7, s+, u4etpfa 3L, 3H R6 F R7 4o
LA

AR KOS Mk 2-4-FF R EARFBARL)-3-XLAH
B, IE 2-[4-(4-FERAFERRRTBARK]-3- XL AE, 4k 2-
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BAIER 1 894ee4, £+ W A4 -NH-CH(E)-.
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13.
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BAER 2 i, E¥-Z A-(CH)X-P-I-J-T LR &K

A B 4 891ed, HF-X-A-0-.
%11&—1«4 Wisdn, FF s H 2 HFE-X-A-NR,
A E LR 1 s, £+ W A-NE)-CH,-CH,-
BAER T 9iesdn, HE¥-Z H-QI-J-T %ié’)ﬁiﬁ]
BAIER T i, H¥-Z H-(CHy)s-X-P-I-J-T LR ey 5

s H) B 9 s, R F-X-A4-0-

%'J%«Ta 9 By dy, sk 2 HE-X-H-NR,-.
BAEEL 1 gietdn, £F-A#H-OR1 XA LH.
BAIEK 1 94 sdh, PFrRAit g
(25)-3-(4-F E A K HL)2-[4-4-T &AFELRT BLR AR
BR ¥ &g,
(29)-3-(4-F A K L)2-4-G- 2 FAEORXTHRAL]RERT
B8
(25)-3-(4-F R 1)-2-[4-Q-AF EL)RFoa k] Y
g
(25)-3-(4-F A K L)-2-[4-Q-AF ALORT o Y
B ;
(28)-3-(4-F EAFL)2-4-G-FTAFALOFRT BRI ]
¥ 8g;
(25)-3-(4-F A K H)-2-[4-B- = RF ¥ AKX T B
R BR B

&

ki
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7)) (29)-3-(4-F RAFKHA)2-[4-Q-FRAFEL)X T BEL]R
B ¥ &8

8) (25)-3-(4-F AAKE)-2-[4-2-FAF AL X T B
¥ Bg;

9) (28)-3-(4-F HAEKL)-2-[4-Q-Z A FAFRAX FHAA]
B Y Ba;

10) (25)-3-(4-F I K )-2-[4--4R- F XA LRL)X F B A]
AR Y 85,

11) (25)-3-(4-F AKX L)-2-(4-3-(4-AEAX AL R EA]IR T
BEA) R BT 8

12) (25)-3-(4-F RAFKA)-2-[4-G-F RAFRLE T BRAA]A
AR ¥ B

13) (25)-3-(4-F HAE K L)-2-[4-2-TRAF ALK T B AA]A
AR B

14) (28)-3-(4-F AAFA)-2-[4-U-TEAF RO X TR AL R ER
bl R

15) (2S)-2-[4-(4-T A% L)X FBLEL]3- R T A R BL T 85,

16) (28)-2-{4-[2-(3-F A& Bok-2- K EI) THRADPK T 82K ) -3-
FE AR T 85,

17) (28)-3-(4-F B FHK)-2-[4-2-t2-2- K TR K F B R K]
AR T B,

18) (28)-3-(4-F A K A)-2-{4-[2-G-F AEEH-2-K AL TR
AR T BRI} ABR T B

19) (25)-3-(4-F A KA )-2-{4-2-(H32 - 2- KA AAR) TAK]IER T
BRI} B P B

20) (29)-3-(4-F BA KK )-2-{4-[2-(EH-8- A RA) L AKLIXTF
BLEIL ) R BR T B

21) (28)-3-(4-F BA K L) 2-{4-2-(B-T- X AR) CAKIR T

e

17 B

11
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Bt R} 7 BR 7 85 ;

22) (25)-3-(4-F A FA)2-{4-[2-(k-2- A RA) TRAIR T
BBk ) M BR F B

23) (25)-3-(4-F B FKA)-2-(4-[3-(3-F S B ok-2- K F )R &,
AR T B} AR T 8,

24) (25)-3-(4- 2K 2 )-2-{4-[2-G-F & Bok-2- K L) CEAIR
FELE L FBR T 8

25) (25)-3-(4- RAFA)-2-{4-[2-G-F & Bok-2- A AL TAAIXR
FHEL) RER T 8

26) (25)-3-(4-F RAKE)-2-{4-[2-3-F 2 Bk-2- AR A T &
AKIXTBELA) AR TE;

27) (25)-3-(4-F A K E)-2-{4-[2-G-F AeB-2- L AH) T &
EPRFBRL) ABLF RES

28) (28)-3-(4-F AARKK)-2-{4-[2-3-F A5 Bohk-2- AR A LA
KX FBEL) AR A ES;

29) (25)-2-(4-F RAX T BRL)-3-(4-F BAEF ) A B4

30) (25)-2-[4-C-F AAF AL X T BHEAL]3-U-FRARXL)A

BR;

31) 3-{B-FRAFH)-[4-Q-—FEAREA RS X FTBLAIRL)
RBR;

32) 3-((3-F AAFT A)-{3-[2-C-F AL EM-2- A L) TR AR
FELA )RR R

33) 3-{B-FRAFH)M4-G-FRAFALX
B

34) 2-[4-(4-F A F R R T BEA]-3-(4-F BA X L) A dL;

35) (25)-2-3-(4-F RAF RO XF B AK]-3-4-FRA X L) R
B ;

36) 3-(4-F RAF L) 2-B-(HEE LA ATFEA)XFTBAL]A

-
F
o
5
-
H

12
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37) 2-[4-3-F BAF RA)X F B RA]-3-(4-R F ) B

38) 3-(4-F BAEFA)2-[4-(4-TAF R X T BLAEA] R B

39) 2-[4-(4-T A F BAR T BAKL]-3- AR TEARK;

40) {B-FEAFR)-B-G-TEFELHRTBA]RA} TR

41) 3-{B-FALAF L) 4-A-TAFEIOR T BAIRA) A B,

42) 3-(4-F AR 2-[4-Q- R F AR T B AL AR,

43) 3-(4-F BAKRE)2-[4-Q-AF X T B2 AR R,

44) 3-(4-F A FH)2-[4-Q-FEAF L)X T B2 A B

45) 3-(A-F AA KK 2-A-G-Z AT EAF AL XTEBAKL]A
B, A,

46) 3-4-F RA XL 2U-Q-ZAFTAFELXTBRAA]R
BR.

14, —#F 3% ALY, ZEAMOAETAREHRAEZR 1-13

FAE— R A ERRS WA N ETHHF ETHETORY

#l.

15. AAER 1-13 PAE—RATRLGEDES ETE A/ KRG
57 LR RN T L RE,

16. A ER 1-13 PAE—RATE LGS EF G Ao/ R0
57 4 LA & PPAR v Fi -8y R A0 B L R 2,

17. BA|EL 1-13 FA4F—I A7 2L A- W %) & TRE Ao/ R4
55 4 .32 A4 & PPAR v /PPAR B Fi /-S4 & R 69 25 4h Loy A ik,

18. A B R 1-13 PAE—RATE L GNAH A& TEF Ao/ R0
M OIEAM HRB A RAARXGREGHY LRI,

19. AHRER 18 # Ak, £ ARtk R A 3k S E AR
B % (NIDDM),,

20. BA|ER I8 ey A&, AT RRBEERIRA A IE.

21. A2 18 A%, RPN ERL ) FHEEEAQ

13
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VAR L CREENFHRE,

22. BAIER 1-13 FAE—R AT R AWA-H 5 &5 Ao/ K06
T B LIEAN BRI EEIEAX G S hE R BN Lo RE,

23. BRA|ZR 1-13 FAE—TATE L EGEM A S & TS Ao/ K06
T aIEA RER— R X EHTRGHY LA K,

24, BAER 23 9w, LPArRREbitiEg § XNERX
W RARSBRIBAERRAL,

25. RAIER 23 thAik, L Pprd Kmbid ek § F R AAR

26, RA|ZR 1-13 FAE—FAT R LAY EH) & TR0 Ao/ K6
T LAEA T RN T RFA G B Ly R iE,

27. BAZR 1-13 FAE—IR BT LG LA-W 5] & T A/ Rk
Tt LAEARBEG H L R,

28. AA|ER 1-13 FA4E—F AT Z LA £ 4| & TR Fo/ Kok
T S LIEAN KRR G BERE LR @R 7 o1uta X o KAk &
H A BRI B RS LR &,

29. BAERK 15-28 PiE—qey A, LFAEHDA K.
ERZZOEN-E o

30. —HHE e/ RA T W ELIEALE PPAR v ANF 69 & A8
Fik, MTRAFTZOIELTETARETHORFER 1 TR EH
FoiE FHYHF ETHZ OB A .

31. —#H B Fo/ R4 77 4 LiE Ay & PPAR vy = PPAR B 4%
HRRO T R, TRF HOELTEARRENARFEZR 1 AraX
QAL FTNHF ETRIYEH AL

32. ARA|ER 30 K 31 FAE—AGF %, LFAELHado
MR B MSh R B HRAT,

33, —FRB A/ R T ER SR ERAR LG REN S
ATk, FTRFROELTHAARENRFER 1 ATEXY

14
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10
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%A%#ﬁﬁﬁ%#iﬂﬁﬂ%M%ﬁ

. — I /R ST B 5 R EAIEAR K E KSR
w%bﬁkwf%,%if&a%%%/ﬁﬁﬁgﬁﬁﬁ%klﬁ&
kX%%é%#Lzﬁﬁ ETRZGBBAL

. — R A/ R EA RER—RRXERTIRGHY CE
AW F ik, EHFEQHELTETARLETHRFAER 1 X HLE
MAEF BT ETHEZ ORI AL.

36. —FFEF/RETT ERFRAFHMQLIEAN T &, EF*
BAEBF LA R EURAER | Lo mAE Tl L
W%%%M%ﬂo

«-%ﬂﬁ%»‘fw/&%" EHREAHYOIEAN T, BFH*
BRELTHRAAREARFNER | FELANESMFETHHF
Wﬁi%%%ﬂg

38. —FH Ao/ RG T B RBEA G CERE LA BB F o

1AE % 0 B BE AR 4% 3| R BRI BN Rt LIEAN T &, EH
HEOELTHEAARXREARFNER | FELHNEHFETHHF
LT 32 6 A A

W

15
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4% PPAR vy % #6987 R X F B

K& BN A PPAR v /PPARD AH F & A X FELE:, £
BAFHEELISMN i FEK, FRLEFR QL LS
Wit 25 R LB .

#FHA

it F AW BRI 4 UE R ZAK(PPARs) B FAX SRS X B FA K
RKAERR. ZRAQFEGRLOY . LFTERFTRBEELE K.
PPARs ¢4 =4 T A A . w5 K LB M %% #h (Xenopus) & F S48 %
#l, Bf1% PPARa. PPARB/d #= PPARy, HAAAL R eG4
AT At AR T EREGLERS A,

4% 75 PPAR y ¢9 £ HvA = #% X F 4 mRNA F# % (PPAR vy 1,
PPAR y 2 VA& PPAR v 3), 1T R B &9 5 47 A R R B 84 & 3 -F (Fajas
% J. Biol. Chem. 1997, 272, 18779-18789) £ A% ¥ i# 4744 % . PPAR
v1 RIFHRNEFE ) ZEELSHA, 71 PPARy2 = PPAR v 3 R Bk
FEA284R: PPAR y2 IRERSI4ELR P Rk, @ PPARvy3 ARl
LA B B 4m e & 1% (Fajas %, FEBS Lett. 1998, 438,55-60).

B ZH AR PPAR y Bl A AUEMEIL L FT M 2 o4 £ F k42
TTEMPTARERAEARFHE, EAATRRRIAZERGH LLT R
444k Al (Vamecg %, Lancet 1999,354, 141-148), X s 3h 48 8,45, 4o,
B R F G REEB ARG R 9 RS B ERSEA T UK
R FAERKTE. HBARSHRBHEAG EEmiety ok, KER
RL. KR HBAEABIERE mIesA, PSR @mieaith PPAR Yy é9%&
#44iE &4 7 £%(Grimaldi, Prog. Lipid Res. 2001,40, 269-281, Schiller %
A, J. Biol. Chem. 2001, 276, 14133-14137), B sk, X4t Z A F#

16
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ERAFEZEFRGETH, AFTRGAGT oz, JRRER o
PEEELF R ARRRBETHGH AR,
JERR B FARMMEAE SRR (NIDDM) 2, 2 BB k% 45 e 2 TR 5
FAIEEEOIENA . FFIEARIEE T I, 27K,
5 it PPAR vy B AILE4, AR M &R A % & FE
KEYZHY., BMNAAN S RBETEEKR, FHIFFAETEH,
¥y SR F AL 2 RABIRIREIETT .
HER, BT RO AU ITRES —REF X M1
Rea#7sh, BrE/EN PPARy Bkt £y Fh A AR GEMNE
10 2 RBRRF AT, SEEBOTLRF T EMRE a4, X
R THEERAKABREFERE, EMNIFE 2R EBEAREARHEK
R 414 4 F # 2 3L (ragaglitazar)(1 , EP1049684) #= & i/ 4% 5| &
(tesaglitazar)(2, EP 1084103)4k & & X iz. XS H T3 & F
& RIT & 64 11 £14= 11 3.

A0 Oy OH o O OH
17
0 o "

15 (1) @
(MR 72 R34 [BET PPAR v /& W 69 4F B A F) T 37 4| b5
i tm e Ak, FiX MY AR T xRS 6 B UG T .
E4E8 PPAR ® iE4b& AW % LDL. Hih Z 82 ESVA B IR B &k
F 9 F1 8, 55 db/db ) & (Leibowitz %, FEBS Lett. 2000, 473, 333-336)
20 VAR AE Fr JR-BE B &Y 18 T 42 69 HDL f2 B 8% /K-F 3% & (Oliver %, Proc
Nat Acad Sci USA, 2001, 98, 5306-5311), PPAR d #F R LK) P &9 A8 i
B ARt # — % £ PPAR a 3k % (knock-out) J» & ¥ iE %
(substained)(Muoio %, J. Biol. Chem. 2002, 277,26089-26097). 4 %
PPAR 3 L4 LAIRETA RIE T G otE. FRBUARGREEE O

17
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s (4 WO02/59098. WO 01/603. WO 01/25181, WO 02/14291. WO
01/79197 . WO 99/4815. WO 97/28149. WO 98/27974. WO
97/28115. WO 97/27857. WO 97/28137 #= WO 97/27847). X s3I
4R —Ae 77 PPAR B EALH | T4 77 ATl B E AR,
bl R BHEBEL, EHBBERBEAARSLBEFT
(dyslipidemia)(WO01/00603). Roh#£ 2 PPAR D BB AR AW
% K B AR T 8 R AR IR K S R SR AR AR X 8 S B R
h— A5 REEFHRGRE, QERHERRK. ERAZLEF
% 64 A7 3% 25 #(Mukjerheer, Drug News Perspect. 2002,15, 261-267).
IR, PPARD iExt T M BEROARAR éwﬁ@ﬂ
A AT BE S ARE F I ELiE B A A T T )R 7 1F A (Tan %,
Genes Dev. 2001,15, 3263-3277; Schmuth %, J. Invest. Dermatol.
2004,122, 971-983), iX 2k i b 4438 F FI 5T A B 77 % A& A
sbib, E&45 PPAR D #)s R4 A Mi(colorectal)f 69 H B ¥e %
FiA 699E4E &8, PPAR S W& ATaLmikB ey A K, BITRAEA
3k 4 Fh 98 36 57 44 A 72 32 5.3 Park %, Proc Nat Acad Sci USA, 2001, 98,
2598-2603), 4 PPAR v 4k &40 2 G i 7 Ak, 89 29 Hl e Bl B,
PPAR 3 £ T VA E B8 B oAb F &AE A, deEikSh B PPARD -4
2 W EFTER G, AHREREN LR PPAR vy A B R nig
RSB . B, dEkiEbey PPAR v/ 0 &4l 7T 468 <1 A4 AL Rt
36 57 44 A48 25 4 (Shearer %, Curr. Med. Chem. 2003,10, 267-280).
XEABTATFEFHERRAMES PPARy A PPARD A 694k
SRR A FH e 2-ABRA. EFT. X GEE. Sk
B Rm(BIEH BRI, HREE. 4HE. LRAR(LIESF
K BVAEAG &4, Tan %, Expert Opin. Ther. Targets, 2004,8, 39)vA
B EsPei ¥, J. Clin. Invest, 2004, 113, 805-806)% s #7677 L
HAENHH RS TA.
Frvd, *t 3244749 PPAR v & PPAR y /PPAR 8 it % #

18
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66 I B A R R AR,

Kundu BALF E 46k T REG). @OROWEH N HE 45
(glucosidase)#7 4| %] (Comb. Chem. High. 2002,5, 545-550), XiE4te-4
5 R K A6t s hAain, {2 REARFRE.

o
0
R/©) R=H (3)

R=OMe (4)
5 R=Br (5)

R AmE
AE P E—F @ RREF GO EY . FLhRFMER
B, 2 ARBRAMAR LRFANRGHF LETEZHE
10 F| M B, H P PRI A K AL R

8,
‘A i, g -ORI. NR20ORI #-NR2R3; ## R1. R2# R3
¥ 5 AR FE-H R-(C-Cp)-3u ik
15 “W-y =%, & §: -NH-CH(E)-. -N(E)-CH,-#=-N(D)-CH,-CH,-;
£d, BEA-GLIK XR G A AHF LD AH-GT-JK LR LR, L.
-G-A i 4 X -(CH,), - =5
I AR, AR A:
a) REE. TR, FAK. KTRARIE, AR HELHR

19
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—XENAABRNK, FFEEAMIRH: -OH. & =0). -CHO. -
SH. NO,. -CN. -F. -Cl. -Br. (C,-C,)-%8t&. (C,-C,)- AL A .
(Cl-C4)-i“’ BARA. (C-C)-t i T &8t A (alkylsulphinyl). (C,-C,)-

k%472 (alkylsulphenyl). (C,-C,)-%t A 7%t 4 (alkylsulphonyl). (C,-C,)-
):,D;L;,g-soz-‘ (C,-C,)-#%#-S0,0-. -NR2R3. -CONR2R3. fFikik —
K% /~-OH & -F B (C,-C))-t ko fE i Ak — K % A--OH 2-F I]A,
%(CI-C4)-%§L}£;

b) &8—AE=ZANth O SENHYRRTHAEAKXSAEFSE
R, BERFMERR—REANEABRNK, FFEEEARIAE: -
£4X(=0). -CHO. SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-1& %
(Cr-C-mBAEZE. (C-Ch-rBt A, (C-C)- i Badtik.
(C-Cy)-sai . (C-Cp-m skt . (C-C)-5 A HE-SO,-. (C,-C,)-
$ & -S0,0-. -NR2R3. -CONR2R3. ffitik—K % A-OH #-F Bk,
84(C\-C,)- e B A fFiL 4 — R % A~-OH 3-F B89 (C,-C)-tx B

) RAFERM—AEIANEAARRKGR, FEEAAR I LAY
OH. -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-%Bt% . (C,-
Co-teBAHE. (C-Cp- BBt 2L (Cl-C4) A EAEIL. (C-C,)-
A . (C-Ch-lmAmdiih. (C-CrAK-SO,-. (C-C)-s -
SO,0-. -NR2R3. -CONR2R3. fFiik—K % 4~-OH #-F B &4(C-
C-B A AL m M — K % 4~-OH &K-F A 49 (C,-C)- b &AL

d) BREMERES—Z=ANEH 0. SFNERTFHEARN
TUSRAA G- FT 4R Z 3R R B, Z ZERAR R AT AR — R B AN A BRAK,
P sk . -OH. #AR(=0). -CHO. -SH. -NO,. -CN. -F.
-Cl. -Br. -(C,-C)-%Bt. (C-C)-m AL A, (C-C)-EmE AL,
(Cr-Co-tk mamBti. (C-Cterisk. (C-Creihmtik. (C-Cy)-
REHA-S0,-. (C-C)-4.#4-S0,0-. -NR2R3. -CONR2R3. 4£ikik—
X % A~-OH HK-F B (C,-C)-kr A FofFib A8 — X % A~-OH -F 2R
#(C-Co)- b RA;

20
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- E B T e =

a) -(CHp),-E3i;

b) -O-. -S-. -SO-. -SO,-. -CO-. -OCO-. -COO-, -OCONR2-,
-NR2COO-. -CONR2-. NR2CO-. -NR2-. -NR2SO,-. -SO,NR2-;
vid

¢) -O-C,-C)- ~(C,-C)-O-. -8-(C,;-Cp)-. -(C,-C,)-S-. -SO-(C,-
C)-+ ~(C;-Cp)-SO-. -80,-(C,-C,))-. -(C,-C,)-S0O,-. -OCO~(C,-C))-. -
COO-(C,-Cp)-+ -(C,-C,)-0CO-. -(C,-C,)-COO0-. -OCONR2-(C,-C,)-.
-NR2COO-(C;-C,)- . -(C,-C,)-OCONR2- . ~(C,-C,)-NR2COO- . -
CONR2-(C,-C,)- . -NR2CO-(C,-C,))- . -(C,-C,-CONR2- . ~(C,-C,)-
NR2CO- . -NR2«(C,-C,))- . -(C,-C,)-NR2- . -SO,NR2-(C,-C,)- . -
NR2S0,-(C;-C,)-. -(C,-C,)-SO,NR2-. -(C,-C,)-NR2SO,-;

K-H ik T3 gk H:

a) -H;

b) (C-Cp-si

c) i, %ﬁ%@é AR, ITH. R, FTRFK
6%,ﬁﬁﬁﬁﬁﬁi&*i§4£mﬁh,ﬁi&@ﬁiﬁ&:-
OH. & (=0). -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-
. (C-C)-matHEL. (C-C)rmiLRL. (C -C4) Y A I AR
B . (Cr-C)-lumith. (C-C)-mAsBLi . (C-C)- £ 4-SO,-.
(C,-C)-#:%£-S0,0-. -NR2R3. -CONR2R3. {Fiik—K % A-OH -
F B 49 (C,-Cy)- s ot ik — & % A~-OH K-F A 45(C-C)- 15 2
A

d) &4—AF =42l O.SHFNRRTFHEAKTTEFE,
BFET AR —REANALARKR, FFEEARARIRA: -OH. AKX
(=0). -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-# & . (C,-C)-
BERAEEE. (CrC)EBEARL. (C-C)mATAARBE. (C-C)ix
k. (C-C)-BAmmA. (C-C)-BEL-SO,-. (C-C)-5%4-S0,0-.

21
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-NR2R3. -CONR2R3. £ —K % A-OH K-F AKX 9(C)-C,)-s ik
Foftik ik — K % A-OH K-F BRARH(C-C )-8 #FH,

e) %Eﬂ&iﬁ*&%AﬁmﬁK%$£,%ii@ﬁiﬁ
4. -OH. -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-% 8%
(C-C)-mELBEL. (CCrBARAL. (C -c4) }”}UU%@E}R
(C,-C)-#nmik . (C-Ch-mA sk, (C-C)- A &-S0,-. (C-Cp)-
#%%-S0,0-. -NR2R3. -CONR2R3. 4fiktik—K % /-OH HK-F B
#(C,-Cy)-tx i Futtikik — &K % A~-OH K-F BA 4 (C,-Cy)-bt B ;

T-HEHR=K, FTRRLH:

a) KAR. ATHR. BXXE. ATEAFTHE, ¥HEhik—K
EAAABRAK, Frigft ikl -OH. &K (=0). -CHO. SH. -NO,.
-CN. -F. -Cl. -Br. (C-C)-#8t%. (C-C)-mAELHE A, (C-C)-
B E A, (C-C)-maA i, (C-Chuamik. (C-C)-i#
Bt . (C,-C -5 & -SO,-. (C,-C))-$£-S0,0-. -NR2R3. -CONR2R3,
i — R % A~-OH 3 -F B4 (C,-Cy)-tx A fE b4k — 3K % /~-OH
K-F B (C-C - L,

b) a4 —AF=Akf O. SHNHERFHEARSAEFE
&R, HEIMEFLER—XEANAARNK, MEER®RIEH: -OH
£MK(=0). -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-#8tk .
(C-C)- A B, . (C-C)-mBARKL. (C-C)-iA T rgmtik.
(Ci-Co-timish. (C-C)-tuikmti. (C-Ch-sua%-80,-. (C-Cy-
#%.%-S0O,0-. -NR2R3. -CONR2R3. fFit#k—HK % /-OH H-F BAKX
89(C,-Cy)- S A FfFik AR — & % A~-OH R-F B #9(C,-Cp)- 1t Bk ;

c) z‘tst—-ﬁz/u\ikﬁlw&éﬁi, Pk H 35k § . -OH. -CHO.
-SH. -NO,. -CN. -F. -Cl. . (C-CH-smi. (C-C-lmExk#
B (C-C)-4eBt B . (CrCO-BATHBAL . (C-C)HAL.
(Ci-C- A 7B . (C-Cp-w &K -SO,-. (C-Cp-1 2 -S0,0-. -
NR2R3. -CONR2R3. fFi#t—& % A~-OH -F BAR 49 (C-C,)-uhk

22
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Faftit i —K % A~-OH K-F B #9(C,-C)- B A3k

d) wxbTEeL—E=A%E 0. SFENRRFHELES
TP ARG, Z R R — RS AR,
prik g Aksik g -OH. &R (=0). -CHO. -SH. -NO,. -CN. -F.
-Cl. -Br. «(C;-C,)-#:8t%k . (C-C-seBAHIA. (C-C-ledti A,
(C-CO-B A B armik. (C-Chuak. (C-Ch-sukmbei. (C-Cy-
B8 A -SO,-. (C,-C,)-%#%£-S0,0-. -NR2R3. -CONR2R3. 1Fi4K —
R % /~-0H 3-F A4 (C-Cy)- 1 A ATk — K % A~-OH K-F BAX
#9(C-C-3n A

-Z Ak f TG AR:

a) -QI-J-T, X+,

-Q- A =A-(CHy)y 5

I-Ade BT E L

J-Ade bR, FAE

-T Aik  FHI&9AH:

a.a) -H;

ab) (C,-C,)-bk;

ac) W&, FTAKREKA: FAK. FTHR. RRKE. KT
HReH, XS ELR—REANAAARK, FRABBILR: -
OH. #4%(=0). -CHO. -SH. -NO,. -CN. -F, -Cl. -Br. (C,-Cp-
R, (C-C-maA#HA. (C-C)mBLA R, (C-C)- AT A%
Bt (C-C)-fimsk. (C-Corihmmik. (C-Chstak-50,.
(C,-C,)-4:#£-S0,0-. -NR2R3, -CONR2R3. 4fit#—XK % 4~-OH -
F ERAX8(C,-C, )15 AnfE itk — K % A-OH 3-F A (Ci-Cp)-kt &
X

ad) &4 —A B =ZAkH O.SFNERFHEALKSTEFE,
BRFAEER—REANLARRNK, AR ARRLEE: -OH, A
(=0). -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C))-58t. (C,-C))-
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HELHL. (C-C)-HBAFRL. (C-C) A TAEBL. (C-C)%
. (C-C)-lisd i . (C-C)-#EHL-SO,-. (C,-C)-1x%-S0,0-.
-NR2R3. -CONR2R3. f£it#f—K 3 /~-OH X-F B 49(C)-C))-ku ik
FatEih A — R % A-OH K -F A 49(C-C,)- s R

ae) RARFLK—R % /u\ikﬁlm&éﬁiﬁx FfrizEfUilZiiii
. -OH. -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C,)-%
(C-CHmELAHZL. (C-C)-mBARL. (C- c4) k‘fkm?ﬁ%@tﬁa
(C,-Co-taisk. (C-C-trimdik. (C-C)-s # K -SO,-. (C,-Cy)-
###%-S0,0-. -NR2R3. -CONR2R3. fFitik—K % /N-OH 3-F B4
#1(C,-C)- S ffEik A — R % A~-OH KR -F B89 (C-C -l a A, FF
i,

af) BREE®ELS—Z =ik H O, SHFN RBRFHAETHRSS
FLIARML P ps ) — Sk B, H AR R R —R E AN LA BERK,
Pk £ A ks ik §: -OH. #4K(=0). -CHO. -SH. -NO,. -CN. -F.
-Cl. -Br. -(C,-C,)-#tBtk . (C,-C)- AL #A . (C-C-hBrit fk.
(C-Co-t B aidrit . (C-C)-tumisk. (C-C)-s=itskstit. (C-C)-
A HE-S0,-. (C,-C)-#%£-S0,0-. -NR2R3. -CONR2R3. f*itik —
X % A~-OH HK-F A E(C\-Cp)-t ik ForfEit 4 — K % A~-OH &-F BAX,
#(C-C)-B A

b) -(CH,)-X-P-I-J-T, £+,

s A 2 3;

-X- % §-O-. -S-. -SO-. -SO,-#=-NR4-, R4 Ak f FF| ey £ A :

b.a)-H;

b.b)(C,-C,o)-k;

b.c) i FHE-CO-. I H-(C-Cy)- o2z %-(C,-Cy)-
B, EPAEREEANELRE —RENEARKRGEARS L
3R, A Akl -OH. &K (=0). -CHO. -SH. -NO,. -CN. -F.
-Cl. -Br. (C,-C)-#Btik. (C-C)- s BAHZ L. (C-C)-HBit fA .

24
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(C-C)- A a8 A . (C-C)-HaLk. (C-C)-mAAA®BAL . (C-Cy)-
B EAL-SO,-. (C-C)-#4-S0,0-. -NR2R3. -CONR2R3. 4fik#gk—
% MN-OH -F B 44(C)-C,)- A A fEi L — K % 4~-OH & -F B,
#(C-Co)- B RA;

bd) K. KE-CO-. FXEA(C-Cotrih AFEE-(C-Cy)-bu Bt
A, EFTERB—RENEABARNK, kA% H: -OH. -CHO.
-SH. -NO,. -CN. -F. -Cl. -Br. -(C,-C)-#8t& . (C-C)-# E &k 5
. (C-C)rBEARL. (C-C)rATHBL. (C-C)rmi.
(C-C-lre A mm ik . (C-C)-l & A-SO,. (C-Cp-3t A -SO,0-. -
NR2R3. -CONR2R3. fFi#k—=K % A~-OH H-F B (C-Cy)-te ik
Feftit ik — K % A~-OH K -F BMARH(C-C )ik, #

b.e) &3, Z3R-CO. £ 3R-(C-Co)-1n A & 4 31-(C-C,)- 1B AL,
AFmARTRAYeLL—E=/th O. S & N #RERTFTHETKS
AR, BREFFRE—REANLABABRNK, ArREHAKAH: -OH. AA
(=0). -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. ~(C,-C)-%2 8% . (C,-C,)-
wEABE. (C-C)mmaARA. (C-C)rATmBi. (C-C)k
k. (C-C)-m AR . (C-C-3 . 2-SO,-. (C,-Cp)-1£-S0,0-.
-NR2R3. -CONR2R3. 1Fit#f—X % A~-OH 3-F BRAK84(C-Cp)-t Ak
Faftik A —K % /~-OH K-F AR (C)-C)- B 8

-P- b bt K -(CHy), =4

I hde EAFE

J- Ade BERTESL, FA

-T- Ao LATR S KR,

¢) -(CH,),-CO-NRS5-P-I-J-T, #+#,

u®lsx2;

RS At AATHAR:

c.a) -H;

c¢.b) (C,-Cyo)-#i ik

25
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c.c) IR A I -(C-Co)-ln i, H ¥ AT IR A fE k4% —
KEMNERABRGEA-RFAIR, FFALRLEA: -OH. &K E=0).
-CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-C)-#8t%. (C-C)-%
FAHAE. (C-C)RBARL. (C- 4) A TAEBE. (C-C)-HH
£, (C-Cp-m A mBri. (C-C)- 3 AI-SO,-. (C,-C)-#%£-S0,0-.
-NR2R3. -CONR2R3. fFit#— & % /N-OH KR-F B #9(C,-C,)-5t 3k
FafEib i —K % A-OH K-F A& 4 (C,-C,)- ke Bk

c.d) RAAKL(C-C)- A, HFHRfFikd —s‘z/\f—aww&
pri® £ Hik f: -OH. -CHO. -SH. -NO,. -CN. -F. -Cl. -Br. (C,-

C)-#Btih. (C-CaRHEAE. (C-C)mBAENL. (C -C4) Bk
skt . (C-C)-3ak . (C-C)-sm A #k Bk . (C-C - EL-SO,-.
(C,-C -4 £-S0,0-. -NR2R3. -CONR2R3. ffitik—K % A-OH -
F 3R #(C,-C))- 1 AofE i 4K — 3, % A~-OH K-F B #9(Ci-Cp)-4 4
A

ce) ZI AL IR-(C-Cy)-ln sk, APHALRTRAOLAL—F =ik
B O. SH N H@EEFHAEL-KNAR, ZHEIFRK—KEAMNE
B B AX,, Ffr:‘zﬁﬁ\ﬁliiél- -OH. £A%(=0). -CHO. -SH. -NO,. -CN.
-F. -Cl. -Br. (C,-C)-%Bti. (C-C)-mELHZ L. (C,-C)%

Fk. (CI'C4)'}££JE£§-%£‘ (C,-C)-J Ak (Cl‘C4)'*JDf£5§:%£§‘
(C-C)- S EH-SO,-. (C-C)-14-SO,0-. -NR2R3. -CONR2R3. 4%
#AE—2K % 4~-OH 3-F B9 (C-C)- A AEiR K — K £ /~-OH K-
F 3AR89(C,-Cy)- 1t fuak

-P- Hde bz

- Ak ERE N

- A bR HFE

T A4e bz L

d) -(CH,)NR6R7, £ ¥ st LA, H#HR6#R7 5N —
RGESHRAFLEOSFIMY—E =Nk f O, S fo N YRR FHE

26
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ARAAIK, FELERXRTUE—ARANMEL LS —ANREANLE
O. S o N £ BFH AR S AKASXIAN, A X LITIERM—
RENEABRK, FEER%RIEA: -OH. BEAR(=0). -CHO. -SH.
-NO,. -CN. -F. -Cl. -Br. (C,-C)-}Bt 4 . (C,-C))-s L #3k . (C,-C,)-
mBARA. (CCrmA Bk, (C-Chtrmai. (C-C)-teim
Bt . (C,-C -1 & -SO,-. (C-C))-$.4-S0O,0-. -NR2R3. -CONR2R3,
fEikik—R % AN-OH 3 -F BARE(C,-C)-tx A et itk — K % /~-OH
R-F B (C-C)- Ak, #FE

e) -(CH,),-CO-NR6R7, £ %, u 4v LATZ X, #H R6 # R7
4o BT

£t 2 XA HEAE 2-4- R FEARARFTBARL)-3-RAR
B, 43F 2-[4-(4-FRAFRE)RFBLARA]3- K LR, 7 2-
[4-(4- 2 R FERB)RX T BARL]-3-FAAR,

EARRAHXFEPH—AFHNERTEY, EXDREH T,
-W-34 -NH-CH(E)-, £ % —A 43 E#4a 5K+, -W-4-NH-CH-(E)-,
FA-Z H-QIJ-T XRGHKA., AF—ANFAEAFTET, -W-A-
NH-CH(E)-, 3 H-Z #-(CH,)-X-P-I-J-T AR eyLH. £5—A43
THFEYP, -W-4-NH-CHE)-, #E-Z #A-(CH,),-O-P-I-J-T LA &
AB. BFANAEKREXEFZEYF, -W-4-NH-CHE)-, FE-Z 4-
(CH,),-NR4-P-I-J-T ARGKH. EFH —AHFAEEFTEF, -W-4-
N(E)-CH,-CH,-, #H-Z #A-(CHp)s-X-P-I-J-T (X R&AH. £5—/
3 3| 5236 5 & B -W-34 -N(E)-CH,-CH,-, #H-Z #(CH,),-O-P-I-J-T %
RGAR., EF—ANAEKRETHFET, -W-4-NE)CH,-CH,-, FF+H-Z
#-(CH,) ;NR4-P-I-J-T EReGKHE., £F —NEBKREAEFTET, -A
#-OR1 XA 645 H .,

ik 9 R K AALS-4h B35

1) (28)-3-(4-F fAEFL)-2-[4-(4-T ALAF AR T BRAA] R

B ¥ B8

27



200480023119. 5

wooB B ZBI13/765

10

15

20

25

2) (29)-3-(4-F BAFEL)2-4-CG-BFARLXTHRAL]ART
5 ;

(28)-3-(4-F EA K H)2-[4-Q-AFEA)RXFBHAL] AR T
B ;

(29)-3-(4-F BAFL)2-[4-C-AFELOXTBAL]RER T
(iR

(28)-3-(4-F BAFH)2-[4-C-FAF R X FHBAA]
¥ 85,

(29)-3-(4-F BAFH)2-4-C-Z AFEAFRL)X T Bt
" BR T Bg

3)

4)

5)

M
&

6)

il
e

7)

AR ' B

(2S)-3-(4-F BAKL)2-[4-2-F A F RA)X

¥ &g,

(2S)-3-(4-F BARE)2-[4-Q- Z AT EAFEIOX TR AL

RBR ¥ B5;

10) (28)-3-(4-F AA K HK)-2-[4-2-0-F XA T RS)FX F B A ]
RBER ¥ B8

11) (25)-3-(4-F A K L£)-2-(4-3-4-R AL X AL RALIRT
BLEL ) A BR F B

12) (28)-3-(4-F EAFKL)-2-[4-G-F RAFEA)R T BAK] A
B ¥ 88

13) (28)-3-(4-F BEA X L)2-[4-Q-ZEAFEA)XTHAL]A
B ¥ &g;

14) (28)-3-(4-F A FE)-2-[4-4-TAF AP X T B AL AR
¥ B

15) (28)2-[4-4-TAF R R TBEA]3- R TA AR T B,

16) (25)-2-{4-[2-3-F A £ EM-2- A EH) ALK F B R )-3-

8)

&
=
St
i
M
B

9)

28
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FA AR T Bs;

17) (2S)-3-(4-F FAEFKF)-2-[4-2-vtbow - 2- £ THRA) K FBL AL ]
RBER ¥ 85,

18) (28)-3-(4-F A K H)-2-{4-[2-3-F A2 BH-2- L AL T A
AR FBLEAL) AER T 8,

BtR AL ) R BR T B

20) (25)-3-(4-F FAFKL)-2-{4-[2-(BoR-8- L B L) THREAIX
BRI} AR T 85

21) (25)-3-(4-F AA K A)-2-{4-[2-(FH-T- A E L) TARAIK
BRI} R BR T B

22) (28)-3-(4-F B A FIL)-2-{4-[2-(Fok-2- A R A TR AR
BRI} BT B

23) (28)-3-(4-F A FKHL)-2-{4-[3-3-F AEBH-2- £ A L) A &
A FELEL) FBL T B

24) (28)-3-(4-i F 3 )-2-{4-[2-(3- F £ Boih-2- K A T RAIXK
¥ B2 ) RBR T B,

25) (25)-3-(4- B AR A)-2-{4-[2-(3-F £ Bak-2- R FH) TRAIXK
B AL BT B

26) (28)-3-(4-F RA K H)-2-{4-[2-(3-F A2 Bob-2- A RA) TR
AR T BRI} ABR TES,

27) (28)-3-(4-F RA K A)-2-{4-[2-3-F A 5B -2- A EH) T A
AR T B RAK ) AR+ R B,

28) (25)-3-(4-F R KA )-2-{4-[2-G-F A EER-2- A AL T A
AR FBLRL) AR R ES;

29) (28)-2-(4-F AR F BLEL)-3-(4-FRARL R,

30) (28)-2-[4-G-FERAF R EFTRAL]3-U-FREXL)A
BR;

)

-

-8

29
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3D) 3-{B-FREFR)M4-Q-=FARA TRA) X FBARL)
RER;

32) 3+((3-F EAFH)-(3-[2-3- F AEEH-2- A R A) TAA]
T BLA} R R

33) 3-{@B-FARAFA)I4-G-FRAFTRLXTHRAIRA] A
BR;

34) 2-[4-(4-F FAF EHOR F BEA]-3-(4-FREFR L) BB

35) (28)-2-[3-(4-F AAF AR T AL 3-U-FAREAX R
R ;

36) 3-(4-F BARE)2-B-(REAA-LAFARLRXTHAL]A
AR ;

37) 2-[4-G-F RAFEIOR FBAL]-3-(4- 2 XE)REL;

38) 3-(4-F AAFKL)2-[4-4-TEAFRI) X FBAA] R,

39) 2-[4-(4-TAF R IR FBLRA]-3- SR THA R,

40) {BG-FRAFH-M-G-TEAFRAORTBAIRL} TE;

41) 3-{(B-F FAFE)[4-4-TAFRIOX FBLA R} M 8L

42) 3-(4-F REFRE)2-[4-Q-RF RRTHAA| AR,

43) 3-(4-F FAEFIL)-2-[4-Q-AF )X T B RBA]) B BL;

44) 3-(4-F FAEFIL)2-[4-Q-FAF AL X T REAL] R,

45) 3-(4-F EA XA ) 2-A-G-Z R FAFERB)XFTHREAL]R
B; A,

46) 3-(4-F BA R L) 2-[4-Q-Z AT AF AL X TR AL] A
.

EHAPBABBANEREF, RiEBC-C)ik. (Cr-Cpriuik.

W

25 (CI'C4)-%§L£\ (Cl‘c‘t)'%@t£\ (CI-C“)'%Q};&#}{EVX&(CI- 4)'%
Bh AR R AN A R A R .

AR P XIS TRAEH —AXEAFHP S, KL

e
BHE-ATROZAEAFHRALRSY, FHARIIHREH. £
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— 3T B F AR T A B IR G — R ik, #Hlde, BN
HRAYAEBR T FMA LT E RSB, Bt LRt s F AR
HATH SRR KBTS, AL F UK. BB HFy KRBT
VL IR K-

BELTEZEE, EPOEANBRLER. SRR, AR,
FBRVA R BB G e i B, ABRFMBR A T, RAEB. ATRR. 1%
PAEBR . AA-BL. TAARK. M. HHK. FLR. BLRURL
kB i, BAEM, EXOKRESHTHRATTUELESR T
Bl BB . BELBBETRABETHERNA;, XATUER
PR AANBBRBATEAL, THRLHAVBREIE LA Z B, TH
Z ) R EIE R B . AAMES. AR BERMAUZRER
e, TRARLE-AMEBETRAET, RATEHFLEREA
(functions)#) 2k F VA B P8 & FFo 10 & F 694050,

— 3k A K A & XD AH T vA G A2 AR EH) LA BIE R LT X,
Blhe Ko . AEPEIELEAFHAEMGHAHL X, —L@X(D
AT ABRFHEERE, RAPLHEAA TGS ABRELRE
4.

i X (1) &Y 1640 T 8 i &7 h F B AR B AT HARA T #e
fot F B WG, KRR OLESHTRRA TIABENF FARE
CEA VA RARA ha by 7 ikl S, RieF R, BFAXHR
T, B AEY BReGEF k.
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FiE A

4%&%'1?& SOCl
L Peaa
HO
O
{n j\ (V)

HW” “OR,
()

[Z-LG # Z-OH

(Ia)

BEF—AFE(FiE A), BRIADESEHBRENEFELET, #
Bk 1-G-ZFARARA)3-TAK-—ZEEDC)S 1-£EAXH =
“(HOBT) A Bt £ (DAL, KA ERBI=ZLEGAETAR
B8 A 2 (Elmore, Amino Acids Pep. Proteins 2001, 32, 107-162), #
7= ) (Ta)id 3L A Br(IV)(#) 4 £ A NaH. K,CO, & CsCO; 4 A4k, £
#F) 40 DMF 2 #&8A%; (Bal-Tembe %, Bioorg. Med. Chem. 19975,
1381-1388 ; Cantello %, J. Med. Chem. 1994,37, 3977-3985, Solar %, J.
Org. Chem. 1966,31, 1996-1997; EP. 875510) E #t 5 X #!-Z 3 A Ani% &9
B A AQLG)# 4T Williamson B/4F2], XA B TEABR_FTHR
—CE(DEAD)f = XA B AW Sk A BRNALET, EAV)E Z-
OH % & 44 8% % 4] i#£ 47 Mitsunobu &5 (Mitsunobu, Synthesis 1981, 1 ;
Hughes, Org. React. 1992, 42, 335)4#F 2|,
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# % B:
0]

Z-LG &
Z-OH Z-OH OR
Oy o R 2
HO 0 5 F

o
)

(Via) (Vi)

(OH)’

OH
Z
~o0
o)

(Vib)

1BBEH) X SOCL /R /u\

A=OR, (la)
A=0H (ib)

B9 eh Rk (7 ik B) AT ErEs(V) e #ATR A, At AT iFES
HATHAKREE, BAASH (DTS BT A NIDE LR, B
5 oh, REFRANEBERGGHATAT, SRV)T AL ARWL
-4 (VIDAL 44 64 5B FRBARH & .
L7 AEF X #H O K S 49-(CH,)-X-P-I-J-T (B ey LA et, &
WA B —AF ET A2 T (Fix C)
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7% C;

X

/@)szuxo&
HO LG,(CH,) 16,
(]
[e]
oR

wz (viny /@/‘L JL
mw.y \\q-wsu T-d-P” ‘M’.

(lac)

LR
T.J.n-P’O‘M,O oR
() NI O
JOL 120) Q‘K 0
HW” TOR, JL
] () ﬁ\ 05y o) o @i W~ TOR,
HW" “OR, TP ™
o] ()} (tad)
0
0, 0
TP M . S. 0
m,< {Xa) Rt T-HPTTME 4a) R.ﬁ.;;)(w)
o) R=H (Xib) R=H

T-J-4-P-OH T"““’y
LOHCHIAS, oR
OR — 7 _Ah
HO ey "0

v © (]
) A3 4 ST B v T AT A R BB (V) R(V)(EP 875510),
&2 b P 6 B SR AT F AR BB AL 124k, 4 (1aa) F= (Iab) &, &5
5 (Xa) o (Xla), Bk FRAWGE . 58X A= (XTa) & 7K AR VA B E
38T 84 5 BeAt A 4 (D) 84 B 4434044 (laa) Fo(lab).  T#R(Tac)
BARA(lad)t & % %) 2 i it 5t A8 & 69 Ak (Tab) A2 AALH] 4o it FALEEK A
Fat K T B A A T HATEAARELL
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s D

gL
/@)DLW j.LOR‘ A,),-LG, HO'(CNJ.-&(':’S)-P-N-T o j\
LG/mO PG Q)LW OR,

2
i T'J'H"NM (i)
TP, /
P Oi j\
N._O
THPT T,
TR (209)
o NG

2 o 0 o 0
R"
. /@)Lwim Pk e A
* LS

NI Vo T \H_P Nog®

-

(lasc) (laad)

]Hwko& M

o (1

o

LAy Ol e O

T‘”‘P',NM.O TsH-P’ M. 'N.q.p'NM‘
= . ta) R XVilla) Rt
(OHy" (xvia) Rt (OH) q (XVila) R=3%. % e (XVita) Ret X
{Xvib) R=H (XVitb) ReH Vi) R=H
A
R*-CHO, K~
RLG R-COX
T--HENHR TJ—IP o
/ xv)

LBy(CHI:G, LO{CHI PGP -
O)L HO OR HNW,).MPG)‘P-LJ-T /O)k

v O ™
B-Z A -(CHz)s-NR4-P-I-J T ARG AAE, fz(lae) =T @ iL o E%(IV)

-

X(W%ﬂﬁﬁﬁ,ﬁﬁ&ﬁﬁ?%ﬁ%%&%%%ﬁ&*%%Tﬁ
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F(F&E D). ABIAVEALT, 5—AREROKEEMITERS, R

BB BE S BEIATRERBRA; AL RY 6 BESHXID(F 4o A

— N Z R CBRITA M)RATRAL, T k69 B oh B £ BLAR 37 (J 48

A F, HEH NaBH, (Harland and Hodge Synthesis 1984,941-943))&

5 K, 13| BT E ¢440 54 . (Taeb)Fe(laec) £ A o4 il it A5 1L A-H (Taea)

FA 3% AR A a8 T3 R AT AL 51453 . B (laed)id 12144 (Taea)

5 A8 B & BRAT A M AR B AR T BRAL SR, A BT SIS 4 EDC

Fo HOBT #4448 T % — % ) 8% ¥t 47 4L 32 7% 2| (Elmore, Amino Acids

Pep. Proteins 2001, 32, 107-162), A& (V)FALT, E(lae)@ite/le)

10 FTAR B2 (XVIb). (XVIIb)#F=(XVIIIb) 5 M #7 4 (IR I LXK P51 ¢4 5
HHRATREATE|, XSEE, BV RS R, RAME(V)FE.

Z-OH 2 Z-LG AR 4o Ah L2 #id ey F ., BT e—

THLRERRXTABIEE FTH 544, RUTARLARAG O

§ AT ik, e ARk A T 3 bk A an ik 69 55 % EP 03062228, WO

15 97/31907;, WO 01/00603; Daoud % , J. Indian Chem. Soc. 1989, 66, 316-

318 and Aquino, J. Med. Chem. 1996, 39, 562-569, ©4i1% ¢)—ik k5

£ 1 fitmppsk,
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Zx1
(0]
R (0]
T---P. i R
\NH X a4 T-d-t P\,E)LM”
R4 R4 R =-OAc, -COOR1

Re{-cOR
OH
% M l

LG
OH . T-J-I-P
A A BTN

N
! l!'\4
Ré
LG Q
Ted-l-P iﬁ . LG
\'?H x T P\NM
R5 s

— AN 4 # Ak ERBR GG & e, A 3B AHRERN,
AECCEBPBRXTARTZFEZLESR, L RIFSHLBEMNE
5 (March, Advanced Organic Chemistry, 1991, Ed. John Wiley & Sons;
Juaristi, Enantioselective Synthesis of 8-Amino Acids, 1997, Ed. Wiley-

VDH).

H &P —Fr R A BEW 4 -NH-CH(E)- )¢5 %% Sorensen 4-p%
(Mori, Tetrahedron 1985,2369-2377 ; %% 2), L vBER_BR _Ii

10 BE A BAR F AU, REKBRBEE, FHE 2B ().

ZE2
R‘YO 5 5
2)E-LG L
0~ SOR 3) Kg/BLER
(11a)
(XIX)

HRFR/BL AR N-BAR 69 H R BB B- 8 BB (W 4 -N-(B)-CH,-3-N(D)-
15 CH,-CH,~)TT vAB i F 5] 7 ik Ao ik, BT AB idadAa 5 69 H B K &
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RBL L 1% A8 B R A iE R KA 4 NaBH,. NaBH,CN 2 NaBH (AcO),
HATE REA(F K 3), BB (XX)R(XKD 5 E A 49 Beitt 175
BBAR(FT R 4).

5 FE3
0 0
1) E-CHO \
HZN\/U\OR E \/n\)LOR

2) £ R
(ittb) (ilic)

0

/\/?L 1) D-CHO o /\N/\)l\ OR
H,N OR 2) & H
(11d) (iite)
ZEA4
0
E-NH,/ELN H
LG\/LO’\QR CHCJ, #, CH,CN E” \/U\OR
XX) (i)
0 0
E-NHJEt,N
LG/\)LOR CHCl, % CH,CN D‘u/\/u\oa
() (ilg)
10 SR B-AERBRIIE B —BRFE, TUARKMEOBREHE

6 o, B - RS AT B(F K 5)

FES |
0 D-NH, Et,N o
“13 2, B3 >~ D
\/LOR EtOH % CHCI, \tl:l!/\/u\OR
(XX1) (iMg)
15 FEA KOS A AR G — MM a4 iF BHF-CO-A A4 H

BILAHTREI AR, ZEHaE: KE-COORL BARE, £+-R1 &
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£-A(C-C- i34, FRAMEHB; 248 (0b)5 RIOH 8 £
i7BEfL; %, *F-COOR1 A B #ATHALIF R A 69 BLie. BT A 8K
A EALEEFE, Flr, RABEBARKDY FERKER, K&
B BT ik — R Ak A 7 ik (F & 6).

ZE6
0 i a 0
N, o 3§
0 a) R,OH/H* \0
F
(ia) b) R,OH, &HH (b
a) SOCL, NHR,R, a) SOCL, NHR,OR,
& %
b) NHR,R,, f&8H b) NHR,OR,, fB8H)

0 /ﬁ\ 0 J()L

(ic) (id)

AL EGLAS 4 PPAR v #= PPAR B #9Beik, B, SAIH 2

K BIREr Ao/ 06 75 54 €366 &y PPAR y 5% PPAR y/PPAR d /&

10 ByikiE. Bk, REPG—AF @ FRA RSP E& R TR
By Fal 2677 SR MARABXREG DB, HAZERSTRMH
AR, . FREREAR R E 5RBESIEMX BN TR

T. ERBBESEAXGCLERR. KEF—RXEHITE, W
RRBHRXT K. SIARBHEBL. FRBUABRHALERR. FH,

15 HARFTRENE. BE. ABEHRESAERE LEBRFF 5L
AX. HHRBRLEBHRGE KA. B, AXPAX—F &
BB Ael R &7 BH LR REN S QAN T *H, AFHOEL
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10

15

20

25

Fia A HEFH DAY,

AEPHFH—F BT ARG FELY, LB QAN F MK
ot BRAERKENRNDUSYARETHHF ETES KA.
HikH, FSiBT O IR, ME IR AL,

REHIA BB EKBEE “@2" RiZHEAGTR, = “&
A, FAEGEHRRLETRMA . R LEXRTR, RELAD
WM EHRT RETERBEFALOFHARERRPRLER, FIAF
B AR RE S| A 4B AT,

ALPFIA B . REARFHERLSLEALD B FHITH 4
#x, FAMTFRABAGEAAR AL EZ AR REHS AR H
Ny, ABETUABEEARLA R T H. ALAFBIL T L8463
—F i, FEeM) A RLBTHE F XL @ R BRERT AL A
& P41 .

5% )

A4ty 'H-NMR B4 % A VARIAN GEMINI-200 MHz #o
VARIAN UNITY-300 MHz X itFH BACFAZBE AR IF TMS
4 ppm(d)&i&, @it Agilent 1100 VL A %4F. KX A+
A% A 64 T E) k84 69404 3 2R T & B Beilstein th4 69 % F [UPAC
% 44 4 ik % AUTONOM ( Automatic Nomenclature) k44,

F 8] 4(IV)

FE A

% 1 4 FHRAE MR (aminic)TA SN, 1 FEHAD. 13 4 ¥
HOBT vA & 13 4% EDC #wErkrhia 2 P(H % T4 02M 6458
ABATAE YRR N 2 BFHZLRE., RAEROMET B TH#E
18 B, REMAKEA R THR. WANESE, KEA AT
ER—Kk, SHAENE, ZRKEBRAHTE, FTE. REXRE
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A, PR RE YR A BAT 4.

7 % B:
€ 0.IM # 1 S F6REBATA WA AR T IRER T o
5 N2 BFHZChA 12 HFGMEBR. RARSYTARFERA
(=8 B)REZRB(O)BEIE 18 o, RERAKLE, AKBRAHAL
ERAR, REAEKLE., BREXRRER, ARG HETHEEMN
AL,

10 F % C:
B 1 SEHELABITADUDAA 1| ES40GBRRN(GZER
A4 005M Y ERABRITEM) LB LEER T, S Amberlyst
21(200mg/mmol BtR). KBRS E AR (—LRE)RE TR TH
HBE), RE, ¥aISER, BEAXEN. MAAEHALE
15 EHTEAL,

21
INTERM
V.1 (25)-3-(4-F EAFHK)-2-(4-Z XK T B L) R F 85;

H-NMR: 7.52 (4,
2H), 7.31-7.20 (m, SH), 6.97 (4, 2H), 6.81 (4,
2H), 6.74 (d, 2H), 4.94 (s,2H), 4.86 (m, 1H),
3.66 (s, 3H), 3.06 (m, 2H)

V. 2 (28)-3-(4-F EA KAL) 2-C-AAXTHAL) R BT B,
MS: 406
v, 3 (2S)-3-FA T A -2-(4- A AKX FBLEL) R B F 85; MS: 306

¥ 8] 4k (VIa)
20 # % D
1 SFHE(V). 3 S EHAARBATAR 13 584 Z-LG 174
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J\

%%L&L%%#ﬁ,&%%%k%%(ﬁMéﬁMﬂ%ﬁﬁ,%ﬁ
B amii 18 M. RERZAHF LK CERES. ERRE
R, FTARAE Ml it BATHAL,

# i% E:

5 1 5EE(V). 3 SEHEmB. 13 HF6 ZLGC ITEHARREL
%%mwﬁﬁﬁﬁzﬁg?&%mMm%%ﬁ,ﬁ%%ﬁ%ondﬁ
iWW%%ﬁ,%ﬁ%ﬁﬁE&WM%18¢ﬁo%5%%&2&?
Adn, FaaoKAe LB TE., AAERKREZR, REZELKRR
W RE R, BABERR, FRRGHEILE BN,

10 7% F:

& LAY B e AT 8 0.1M & 1 B E B (V)4 K DMF R
*mALlﬁﬁm%%im%%E%%ﬁﬂ,%ﬁ%ﬁﬁ&iﬁ?ﬁ
i#w%ﬁﬁﬁmA11¥§%Z¢Gﬁi%°%ﬁ%ﬁ&mmT%
18 B, REAHETE., AKACBRCUEARIUE, AILE

15 Kk 3 R, REBAKABMTIRIALE. B BERR,
B 4355, G il it A2 B AT SR

# ik G

| 4EHEV). 22 536y ZOH HTAMARK 22 HEFHZFE
B Aok, RERA 02M MEER, EEEAARRY T

20 G it A 2.2 % &4y DEAD, AR A RAHEE R T P4 18
. RE, BERRERN, FMFRGHEBLIEETRL.
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# % H;

AEHEHT, & 0.0IM & 1 #5645 Z-OH 47 4E M5 & & KK DMF
BRTREAN L1 HF 60%4) SALM ) B TR, LB SUEHA,
KEMN 12 46 4-REATFRTE, FIARESMAE 80CT Atk 20

5 JNEF. BATBE RSN KRKF, BT RSMA LB LERF
B4 k., AIERMARKERE S R, REZAKARETHRFL
. RERRER, FFRGHETHEENE.
£ 2
INTERM
Vla.l 4-R2-(=FERB) TRAIX TR T &,
H-NMR: 8.00 (d, 2H), 7.45-7.20 (m, 10H), 6.85
(&, 2H), 4.05 (t, 2H), 3.90 (s, 3H), 3.75 (s,
4H), 2.91 (t, 2H)
Vla.2 4-[2-(2-F ATk -4- K -5-F ) TRAIK T AL T 85,
H-NMR: 7.99-7.85 (m, 4H),
7.44-7.38 (m, 3H), 6.88 (d, 2H), 4.23 (t, 2H),
3.85 (s, 3H), 2.98 (t, 2H), 2.36 (s, 3H)

Vla. 3 3-[2-=F A EL)LRAEIK VR T B
JH-NMR:7.65-7.00 (m, 14H), 4.09 (t, 2H),
3.92 (s, 3H), 3.74 (s, 4H), 2.93 (t, 2H)

Vla. 4 3-(4-T £ K F A IH)R F 8k T A5, MS: 299
VIa. 5 4-(2-7e -2- A LRI R T 8 T &, MS: 258
Vla. 6 4-(2-F-2-BR TEIO)X T B F &5 MS: 307
Via. 7 | 4-(4-T 2K F 8I)E T 8L T &5 MS: 299
VIa. 8 3-(4-FRFREARTRI)X TR T &, MS: 349
Via. 9 4-G-FPRARFTRE)KTET &5, MS: 349

Via. 10 | 3-G-FX T &K T EE)F FHT 85, MS: 349

10 ¥ 164 (VIb)
FixE T
ANk H: FEG: DHRAHTH OIM K 1 46T
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H(VIa)¥y & P, fen IM #E 15 382 10 B30 8 A EKE
", FIRRAMAETETHSE 18 6, REA IN ¢ HCl &2 %
pH=5-6, B ZBATBSEER 2 k. AHER LKA TIRFTIE.
BRERBRERN, FRGHETE B,

7 % K

BAETETE 005M &) 1 HEWFEK(VIR)ERT NS 5F
8 1AM 69 S BALAT. PTIRERAZE THM 18 1 od, KB A INHCI
32 A 2] pH A&k, A CBRUEFER 2 R, ANERME KKK
AFIRFEIE., REARRERN, MIRARGHEATEENTHL.

£3

INTERM

Vib.1 4-2-(=FREP) TRAIRTE;

H-NMR:
7.98 (4, 2H), 7.47-7.27 (m, 10H), 6.91 (d, 2H),
4.14 (t, 2H), 3.78 (s, 4H), 2.95 (t, 2H)

VIb. 2 4-[2-(2-F hiErd-4- K -5-F R) TRAIR T 88

H-NMR: 7.95-7.83 (m, 4H), 7.50-7.46 (m,
3H), 7.01 (d, 2H), 4.28 (t, 2H), 2.95 (t, 2H),
2.35 (s, 3H)

VIb. 3 3-2-(=F 8L TRAIKTE,

VIb. 4 4-G-RFREX T EL)RF oL MS: 335
Vib. 5 3-G-RFPREART L)X FEL; MS: 335
VIb. 6 4-(2-stbuE -2- 2 TEE) K F B, MS: 244
VIb. 7 3-(4-T 23K F 85 )3K 7 8%, MS: 285
VIb. 8 4-(2-FR-2-F LRI )F T8, MS: 293
VIb. 9 4-(4-T X F £ )X 7 8 MS: 285

VIb. 10 | 3-(4- K F AR T RI)R T B,

*H-NMR:
7.60 (br s, 2H), 7.43-7.22 (m, 8H), 7.10 (dd,
1H), 6.94 (d, 2H), 5.02 (s, 2H), 4.97 (s, 2H)
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9 A4 (VIII)

Z i L:

B 4B EHIV)A 2 SR BAN LK DMF &%%, %4
FiAH 0AM thEr Bk, @iz &ER P AN 100 444 LG,-(CH,) -
LG,. RERAMAE 90Ch 18 Jif, KREMAKI 12-ZR THEL
F., AWEREKRE 3 K, REEAKABRMTIREFTIE. BE
ARER], RETFRGH AL BT LA,

%) 4
INTERM
VIIL1 (25)-3-(4- K F REFH)-2-3-C- R ER)X T BLER) A8 T 85

7.71 (4, 2H), 7.50-7.33 (m, SH), 7.06 (d, 2H),
6.93-6.89 (m, 4H), 6.58 (4, 1H), 5.07-5.01 (m,
3H), 4.25 (t, 2H), 3.82 (t, 2H), 3.76 (s, 3H),
3.20 (m, 2H)

VIIL 2 (28)-3-(4- K F B KE)-2-[3-Q-R T AA) K T BLENL] A 8L T 85,

JH-NMR:
7.50-7.25 (m, 8H), 7.10-7.00 (m, 3H), 6.91 (d,
2H), 6.57 (d, 1H), 5.10-5.00 (m, 3H), 4.27 (t,
2H), 3.83 (t, 2H), 3.78 (s, 3H), 3.24 (dd, 1H),
3.16 (dd, 1H)

¥ A4k (Xa). (XVIa)fe(XIa)

F AT BRI F 44, #EF5% D. ERF PIEE—AF
HEA AR

x5

INTERM

Xal | 40-0-F EEAR2ERE) LERIR TR T,
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H-NMR: 8.02 (d, 2H), 7.95 (d,
1H), 7.88 (d, 1H), 7.65-7.48 (m, 2H), 7.00 (4,
oH), 4.87 (t, 2H), 4.48 /t, 2H), 3.89 (s,3H),
2.64 (s, 3H)
Xa.2 3-[2-(3- F kB ok-2- X R TR K F 8 T 85, MS: 339
XVIa.l | 3-[2-(3-F £-2-RAR-2H-$%ok-1-2) TR F 84 F &8 MS: 339
XVIa2 | 4-[2-(3-F £-2- R XK-2H-4% k- 1- 1) THRIK]R T 82 F &5, MS: 339
Xla.1 3-[2-(E%-2- sk (sulfanyl)) T FA K F 8% F &5; MS: 295

¥ B4 (Xb). (XVIb)$=(XIb)
T H MM F B4R (Xa), XVI)RkXla)F#s, #F5% J X K
FAEE — AT HEA AR

5 %6
INTERM
Xb.1 4-[2-(3-F A ErRoR-2- R BA) T AR T B, MS: 325
Xb.2 3-[2-(3-F BB ok-2- K L) TRAIK F g, MS: 325
XVIb.l | 3-[2-(3-F £ -2-BA-2H- 425k 1- 1K) T ALK F 8%, MS:
325
XVIb.2 | 4-[2-(3-F X -2-AAK-2H-£% k- 1-3) TEAE]R F 8, MS:
325
XIb.1 3-[2-(E-2- A ) TR K F 84, MS: 281

&
7

F AR (XIV)
F 5| 4bo-y BN (V) Ao iz (Xa) S (XTIb) FF %4, 375 % D-J v4&&
— AT B e
10 &7
INTERM
XIV.1 3-{2-[FA-2,2,2-Z A TBA) R LRI} K T BR T 85,
MS: 382

46
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XIV2 [ 4-{2-[F£-Q22-Z R TBA)RA) CHRA K T B T 85,
MS: 382

1]
Faeb M TAiBiE S % D 25% F #EE—AFTEEK, T
VAM R AR (IX) A A AL 69 B P 46, AT vABeor ik M, A ¥ a4k (XIV)
5 Fr 465,
7 % M:
mAENEkH: FEG: DHRSHTE 1 4546 0.1IM &9+ 19
KEKIVYPG Z R TEB)MER T, mAEKT 5 L6 IM AR
42, REHEERLEZLNER, REANK TRTERSMWHFE, A IN
10 # HCl 432 £ pH=5, FME% KRS TRFTE, BERRE
F, ARG HERTO0IMGFEYHA 32 B EHBABALE,
FERER 18 i, REEZIANETR, RERRENFHLKXEG
B4R Tl 3T AR,

%8
INTERM
XV.1 4-Q-FRE TR K TR T 88,

H-NMR: 7.96 (4, 2H), 7.34-7.21 (m, SH), 6.89 (4,

2H), 4.12 (t, 2H), 3.87 (s, 2H), 3.85 (s, 3H),
3.10 (t, 2H); MS: 286

XV.2 3-2-F R A CELF T BT 8, MS: 286

15
1] 4K (X VIIIa)

T H4eA- Nt B ARXV)Fetl B 6 BRI 4, Bk A £ C 45
BT HE K.
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£
INTERM
XVIa.l [4-[2-(N-EFE-N-KFBEL) THREIXT BT &8,
y-NMR: 7.99 (d, 2H),
7.43-6.77 (m, 12H), 4.91-4.70 (m, 2H),
4.35-3.65 (m, 4H), 3.90 (s, 3H)
XVIlla2 | 4-(2-[N-K T E-N-CRR3-EHE)REI ORI R T
¥ B8,

H-NMR:
8.80-6.85 (m, 13H), 4.91-4.69 (m, 2H),
4.36-3.60 (m, 4H), 3.86 (s, 3H)

¥ & 4&(XVIIIb)

F M EAR(XV TMa)FF44, 3F%k T X K $EF—4
7 A

%10
INTERM
XVIIIb. 1

4-[2-(N-K F A -N-X F B E8) TRERPR T
iH-NMR: 8.06 ({(d, 2H), 7.41-6.81
4.94-4.71 (m, 2H), 4.37-3.67 (m, 4H)

(m, 12H),

XVIIb.2 | 4-{2-[N-3K F & -N-(res2-3- A H O RKI LRI R T &
4-NMR: 8.75-6.85 (m, 13H),
4.91-4.72 {(m, 2H), 4.36-3.60 (m, 4H)
%74 (1a):
I ARV T 46, 3ok DK PEE—AF EEAK 11 5
EN(EVZEE N

48
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% 11
Ex.
1 (285)-3-(4- K F A FL)-2-[4-G- XA H R EL)F T AL H
BR ¥ B,

H-NMR: 7.73 (d, 2H), 7.43-7.25 (m, 10H), 7.07
(d, 2H), 6.98 (d, 2H), 6.92 (d, 2H), 6.76 (d,
1H), 6.57 (d, 1H), 6.42 (dt, 1H), 5.10-5.00 (m,
3H), 4.75 (dd, 2H), 3.77 (s, 3H), 3.28-3.16 (m,

2H)
2 | (293-4-FFRARLE)2-[4-4-FEART AR FBLRL]
R BR T Bs;

‘H-NMR: 7.71 (d, 2H), 7.42-6.88 (m, 20H), 6.48
(@, 1H), 5.07-5.04 (m, SH), 3.77 (s, 3H),
3.25-3.10 (m, 2H)

3 | @5)3-(4-FF ALK 2-[4-(BRREA-A T RAORFBEA
AR T 8,

IH-NMR: 7.72 (d, 2H), 7.65-7.26 (m, 14H),
7.07-7.00 (m,4H), 6.90 (4, 2H), 6.48 (d, 1H),
5.16 (s, 2H), 5.10-5.00 (m, 3H), 3.77 (s, 3H),
3.30-3.10 (m, 2H)

4 Q93-@-ETREFL)2-(4-C-RRER T RER T AL
R T 85,

‘H-NMR: 7.70 (d, 2H), 7.43-6.92 (m,
20H), 6.48 (4, 1H), 5.08-5.04 (m, 5H), 3.77 (s,
3H), 3.30-3.10 (m, 2H)
5 | @S)2-[4-CG-FFREAXTELHRTBEAA]3-U-KFEAKXR
F)FPBR T B,
IH-NMR: 7.70 (d, 2H), 7.43-6.92 (m, 20H), 6.48
(@, 1H), 5.09 (s, 2H), 5.08 (s, 2H), 5.06-5.02
(m, 3H), 3.77 (s, 3H), 3.27-3.14 (m, 2H)
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(28)-3-(4- K F AR L) 2-(4- R LA RARTBRRAL)ART
B8,

1H-NMR: 7.69
(d, 2H), 7.42-7.30 (m, 10H), 7.04 (4, 2H),
6.92-6.88 (m, 4H), 6.45 (d, 1H), 5.06-5.00 (m,
3H), 4.22 (t, 2H), 3.77 (s, 3H), 3.27-3.10 (m,
4H)

(25)-3-(4-F F REAFA)2-[4-C-F AR AL X T B AL A8
¥ g,

‘H-NMR
7.70 (4, 2H), 7.43-7.22 (m, 10H), 7.06 (4, 2H),
6.93-6.89 (m, 4H), 6.51 (4, 1H), 5.10-5.02 (m,
3H), 4.00 (t, 2H), 3.77 (s, 3H), 3.25-3.15 (m,
2H), 2.83 (t, 2H), 2.12 (m, 2H)

(25)-2-[4-(4-FXF EAX T EHR)X FBAA]-3-(4- K FRAK
)R BR T B,

H-NMR: 7.70 (4, 2H), 7.46-7.35 (m, 13H),
7.06-6.97. (m, 7H), 6.89 (4, 2H), 6.49 (4, 1H),
5.09-5.00 (m, 7H), 3.76 (s, 3H), 3.26-3.11 (m,
2H)

(25)-3-(4- K F FAEFIK)-2-[4-(FER L 2- L FEIHOX FBLR
XE]ABRF &, MS: 572

10

(2S)-3-(4- K F EAFKK)-2-3-C-FAMH R AL X FBLAA]
BR ¥ &5; MS: 522

H

11

(28)-2-[3-(4-XF AARXF EHOX T AA]-3-G-XFAEAX
)RR T &S,

H-NMR: 7.47-7.26 (m, 15H), 7.13-7.00 (m, 5H),
6.93 (d, 2H), 6.61 (d, 1H), 5.09-5.00 (m, 7H),
3.78 (s, 3H), 3.29-3.15 (m, 2H) .
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12| (29)-3-(4-F F EAFL)2-[3-(BRF A4 A FRIXTBEA
£]1% B FEs; MS: 572

13 | (28)-3-(4-F F EAFRK)2-[3-G-REAX T AKX FBRA]
R BR ¥ B5; MS: 588

14 [ (29)-3-(4-KFAE KAL) 2-B-G-FAREL)RFBLAK]|RER
® &g MS: 524

15 | (29)-3-(4- K FAARL)2-[4-4-TEREXT ALK TR AA]
) BR ¥ Bg; MS: 568

16 | (2S)-2-[4-(4-THELA R FEL)X THAL]3- A TA XK T,
MS: 468

17 | (29)-3-(4-F F RAFK)-2-[4-(F9-3-£ F AP X TBLRA]
# B F B5; MS: 488

18 | (29)-3-(4- X F RARA)2-[4-Q- £ X FRLX F AL AER

¥ 5. MS: 575
0 (G5 3-GETEERE) 2 -G ERTREATRALIAR
¥ &g MS: 575

20 | (25)-3-(4-RF RAFA)2-[4-C-AXFRPOR T BAA| AR
¥ &, MS: 530

21 | (2S)-3-(4-RF RAFE)2-[4-C-RAFAPXTHAA| AR
¥ &; MS: 530

22 | (28)-3-(4-K F AA R 2-[4-Q-AEX FROHX T B AL AR
¥ &; MS: 514

23 | (28)-3-(4- X F AL R A 2-[4-G-FARTF ALX FTRAK]A
B4 F &%, MS: 496

24 1 (29)3-(4-K T RAAFRA)2-4-G-ZAFTEETRAL)- X T BA
)R8 T 85 MS: 564

25 [ (29)3-(4-F F RAFE)2-[4-Q-FTALE T APX TS RA]
A B F 85, MS: 526
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26

(28)-2-[4-G-REF RAOX T BLAL]-3-H T A AM T &; MS:
475

27

(28)-3-(4- K F AARA)2-[4-2-F AR T RAX T BAK]A
B2 ¥ 85; MS: 510

28

(28)-3-(4-F F RAEFKA)2-[4-Q-Z AT AX T EL)-F T B
A)RER T 85; MS: 564

29

(2S)-3-(4-FK F BAFRI)-2-[4-2-48-F XL THRAE) K F BLE
R ]RBR T Es, MS: 524

30

(28)-3-(4- K F FHEFKK)-2-{4-[3-(4-R AL XK EARL)
B R} BB T B, MS: 598

H
gl
=
P

31

(2S)-3-(4-FK T AIEKIL)-2-[4-C-F AR T IO R F B2
R BR F B85, MS: 526

32

(28)-3-(4- K F FAFKL)-2-[4-Q-THRAX T AKX T RA]
FBR ¥ B5; MS: 540

33

3-(4-FKF FAFI)2-{4-[ BFEAERATBA)FTARA-KTF
BLR L) A BR T B,

H-NMR: 7.64 (d, 2H), 7.41-7.26 (m. 15H), 7.03
(d, 2H), 6.91-6.81 (m, 4H), 6.55 (4, 1H),
5.08-4.95 (m, 3H), 4.61 (s, 2H), 3.74 (s, 3H),
3.26-3.06 (m, 2H)

34

3-(4- KT BAKL)2-(4-[(RFARARA TR F AKX
BRI} A BT 85,

H-NMR: 7.65 (d, 2H), 7.40-6.77 (m, 21H),
6.54 (d, 1H), 5.08-4.95 ‘(m, 3H), 4.90 (s, 2H),
4.42 (s, 2H), 3.74 (s, 3H), 3.25-3.06 (m, 2H)

35

3-(4-FKF BAEFL)2-{4-[(BHEFRLARLTBH)F RA]- KT8
£} BT B8,
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'H-NMR: 7.69 (d, 2H), 7.42-7.16 (m, 15H), 7.05
(d, 2H), 6.90 (d, 4H), 6.53 (d, 1H), 5.09-4.97
(m, 3H), 4.83 (s, 2H), 4.62 (s, 2H), 4.51 (s,
2H), 3.76 (s, 3H), 3.29-3.10 (m, 2H)
36 | 3-(4-% F BAFEL)2-{4-[2-(10,11- = F K FF[b, f]F L &-5-
A)2-FARTEAIKTBLRL ) AR T 85,

H-NMR: 7.65 (d, 2H), 7.41-6.81 (m, 19H),
6.49 (4, 1H), 5.09-4.97 {(m, 3H), 4.80 (4, 1H),
4.45 (4, 1H), 3.75 (s, 3H), 3.45-3.17 (m, 4H),
2.93-2.81 (m, 2H) _
37 | 3-(4-FF RAFA)2-(4-[(BEFR LA ZATHL) FARA]- KX Fot
FA}RER;

IH-NMR: 7.61
(@, 2H), 7.37-6.66 (m, 22H), 5.00-4.85 (m, 3H),
4.59 (s, 2H), 3.30-3.10 (m, 2H)

38 | 3-(4-FRF AAKA)2-(4-{[G-FREAF R K ARA FTEA]TF
FA- A FBLEAL)HBR T 88, MS: 645

39 [3-(4-RFELEKA)2-(U-[GREAFL AL FRA) T RAT-X
¥ BRI} R B T 85 MS: 621

MF EAR(VID)F 44, #5% A-C FEE—ANFikomi 12 FF

A (laLe-4.
£ 12
Ex.
40 | {[4-Q-=FERATHROXTBAI-G-FEER T L)AL}
LER L85,

1H-NMR:
7.42-6.75 (m, 23H), 4.80-4.65 (m, 2H), 4.30-3.99
(m, 6H)Y, 3.72 (s, 4H), 2.90 (t, 2H), 1.27 (m, 3H)
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41 [(G-RFREEXTA)B-QFERATRAETHAIR
BB T,

1H-NMR:
7.42-6.89 (m, 23H), 5.07-5.03 (m, 2H), 4.74-4.53
(m, 2H), 4.30-3.82 (m, 6H), 3.70 (s, 4H), 2.87
(t, 2H), 1.32-1.19 (m, 3H)
2 [ {B-QC=FLELAZELXFTBAI-C-RAARTHRL}
LB TBg,

1H-NMR:
7.40-6.84 (m, 23H), 4.78-4.56 (m, 2H), 4.30-3.85
(m, 6H), 3.70 (s, 4H), 2.86 (t, 2H), 1.33-1.19
{m, 3H)
B | (B ARECRARTRAI-G-RAERT L)AL
LB L EBE,

*H-NMR :
7.41-6.90 (m, 23H), 4.77-4.57 (m, 2H), 4.30-3.85
(m, 6H), 3.71 (s, 4H), 2.88 (t, 2H), 1.33-1.13

(m, 3H)
M| (@ TERT A B-C-—TEARACRA)R T REIRE)
LB g,

'H-NMR:
7.41-6.80 (m, 18H), 4.78-4.57 (m, 2H), 4.25-3.42
(m, 10H), 2.87 (m, 2H), 1.32-1.19 (m, 12H)

45 [ {B-C-—FARLTEAXRTEBAI-GC-RFREEXT LR
B TER T EE,

‘H-NMR:
7.41-6.80 {(m, 23H), 5.07-5.03 (m, 2H), 4.78-4.57
(m, 2H), 4.30-3.68 (m, 10H), 2.86 (m, 2H),
1.33-1.19 (m, 3H)
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46 [{A-XFEARTE) G- -FAREACRDETRAIR
EITBTES,;

‘H-NMR:
7.47-7.23 (m, 19H), 6.97 (4, 2H), 6.79 (d, 2H),
5.08 (s, 2H), 4.71-4.62 (m, 2H), 4.22-3.99 (m,
6H), 3.72 (s, 4H), 2.89 (t, 2H), 1.27 (m, 3H)

47 | 3-(5-F ¥ R -IH-7-3-2)-2-[4-Q-BE X F REA T ALK F
BRI M BR F 85,

'H-NMR: 8.01 (s, 1H), 7.64 (d, 2H),
7.41-7.22 (m, 14H), 7.00 (dd, 2H), 6.90 (dd, 1H),
6.74 (d, 2H), 6.64 (d, 1H), 5.17 (m, 1H), 4.85
(d, 1H), 4.62 (4, 1H), 3.94 (t, 2H), 3.74 (s,
3H), 3.70 (s, 4H), 3.45 (dd, 1H), 3.35 (dd, 1),
2.86 (t, 2H)

48 1 2-[4-2-=F A RA TERA)R T BRA]-3-(1-F FK-1H-"5]%R-3-
F)ABR T 88,

H-NMR: 7.60 (d, 2H), 7.53 (d, 1H), 7.41-7.21 (m,
12H), 7.08 (t, 1H), 6.85 (s, 1H), 6.77 (d, 2H),
6.56 (d, 1H), 5.12 (m, 1H), 4.03 (t, 2H),
3.75-3.72 (m, 10H), 3.43 (4, 2H), 2.90 (t, 2H)

49 |3-G-ERT RAHAR3-E)2B-Q- = FAERATRERT
BLRA]- R B T 8,

H-NMR: 7.95 (s, 1H), 7.41-7.19 (m, 14H),
7.04-6.88 (m, 4H), 6.69 (d, 1H), 5.16 (m, 1H),
4.89 (d, 1H), 4.71 (4, 1H), 3.98 (t, 2H), 3.74
(s, 3H), 3.69 (s, 4H), 3.45 (dd, 1H), 3.35 (dd,
1H), 2.86 (t, 2H)

50 | {QB-EFRERTE)A-CG-RTARAXTAPXTEAIR
X} TR TBE,
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1H-NMR:

7.45-7.28 {(m, 14H), 7.06-6.81 (m, 8H), 5.08 (s,
4H), 5.06 (s, 2H), 4.77-4.66 (m, 2H), 4.21 (m,
2H), 4.11-3.88 (m, 2H), 1.26 (m, 3H)

ST | 3-{G-XFHEEAXRTH)-[4-C-XFEEAXFTARLHXFHA]IR
A} ABRTES,;

'H-NMR :
7.45-7.26 (m, 14H), 6.96-6.82 (m, 8H), 5.08 (s,
4H}, 5.05 (s, 2H), 4.63 (br s, 2H), 4.12 (m, 2H),
3.66 (m, 2H), 2.67 (m, 2H), 1.26 (m, 3H)

52 | 3-{(4- AT BAX T H)-[4-G-FF ALX T AH)X T BAIR
A} AR B,

1H-NMR .
7.46-7.27 (m, 13H), 7.13-6.93 (m, 9H), 5.08 (s,
2H), '5.07 (s, 2H), 5.06 (s, 2H), 4.60 (br s, 2H),
4.13 (m, 2H), 3.65 (m, 2H), 2.67 (m, 2H), 1.27
(m, 3H)

53 |{@U-XFRAXTFH)-B-CG-FFALERT AR TBAIR
A}TRR TEs,

'H-NMR:
7.42-7.28 (m, 13H), 7.11-6.95 (m, 9H), 5.07-4.99
(m, 6H), 4.75-4.53 (m, .2H), 4.23 (q, 2H),
4.13-3.84 (m, 2H), 1.26 (m, 3H)

54 [ {G-AFREAXTFTL)-B-G-RFAEAXRTROXTBAIR
K} TR LB,

1H-NMR :
7.46-7.26 (m, 13H), 7.11-6.80 (m, 9H), 5.09-4.94
(m, 6H), 4:79-4.57 (m, 2H), 4.23 (q, 2H),
4.14-3.84 (m, 2H), 1.26 (m, 3H)

55 |3-{G-RFAREARTH)-B-G-FTREAXT RBRTFBAIR
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A} AR TEE,

‘H-NMR :
7.45-7.25 (m, 13H), 7.02-6.90 (m, 7H), 6.78 (m,
2H), 5.07-4.94 (m, 6H), 4.75-4.52 (m, 2H), 4.15
(m, 2H), 3.71-3.50 (m, 2H), 2.72-2.39 (m, 2H),
1.26 (m, 3H)

56

[(A-RFRARFHA)C-FTAERT LRRK]AE TE,
MS: 524

57

3-{(@-XF AAXTA)B-G-FTARAXT AR T BALR
A} R BR T B, MS: 631

58

(28)-2-[3-(4-TAXFRI)X T B2 AL ]-3- R TA R B T 85,
H-NMR: 7.45
(s, 1H), 7.35 (4, 4H), 7.20 (4, 2H), 7.12 (m,
1H), 6.47 (4, 1H), 5.06 (s, 2H), 4.87 (m, 1H),
3.76 (s, 1H), 2.62 (t, 2H), 1.78-0.90 (m, 20H)

59

2-[4-G-FKF AEAX T RA)X T BLEAK]3-4-R KPR T
N

*H-NMR:
7.69 (d, 2H), 7.45-7.20 (m, B8H), 7.06-6.93 (m,
7H), 6.50 (d, 1H), 5.09-5.03 (m, 5H), 3.77 (s,
3H), 3.25 (dd, 1H), 3.16 (dd, 1H)

60

2-[4-C-KFRAEAX T R R T BEK]-3-U- AKX LARTF
B,

JH-NMR :
7.69 (4, 2H), 7.45-7.20 (m, 6H), 7.11-6.93 (m,
9H) , 6.49 (d, 1H), 5.09-5.02 (m, S5H), 3.76 (s,
3H), 3.27 (44, 1H), 3.18 (4d, 1H)

61

3-(4-R T RAFL)-2-[4-2-F-2-A- LR F THBRAI R B
¥ &; MS: 560
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62 | 3-{[4-C-=FARA TRPXTBA]-G-FALAXT HRAL)
ABL T B,

‘H-NMR:
7.40-7.23 {(m, 16H), 7.13 (t, 1H), 7.01 (d, 2H),

6.90 (dd, 2H), 6.75 (4, 2H), 4.60 (br s, 2H),
4.01 (t, 2H), 3.71-3.62 (m, 9H), 2.88 (t, 2H)},

2.67 (m, .2H)
63 | 3-{3-Q-—FAERACTERL)RTBRA]R2-ATRAELA B
¥ B8,

ly_NMR: 7.80 (m, 3H), 7.50-7.47 (m, 2H),
7.32-7.22 (m, 13H), 7.00 (4, 1H), 6.93 (s, 1H),
6.84 (d, 1H), 4.93-4.70(m, 2H), 4.03-3.91 (t,
2H), 3.80-3.55 (m, 9H), 2.81-2.50 (m, 4H)

64 | 3-{(4-R-TARXFH)-[B-Q-=FEARLETEREL ) KFTBREIR
A} RBR T B8

H-NMR: 7.39-7.20 (m, 14H), 7.10 (m, 1H), 6.95
(d, 1H), 6.91 (s, 1H), 6.85 (d, 1H), 4.72-4.50
(m, 2H), 3.97 (m, 2H), 3.70-3.55 (m, 9H), 2.86
(m, 2H), 2.71-2.48 (m, 2H), 1.30 (s,. 9H)

65 |3-{4-EXFH)(B-Q-=FAREATHRLHXTHBAIRAL} AR
K

H-NMR
7.47 (&, 2H), 7.39-7.20 (m, 12H), 7.05 (m, 1H),
6.93 (d, 1H), 6.86-6.80 (m, 2H), 4.68-4.50 (m,
2H), 3.97 (m, 2H), 3.70-3.55 (m, 9H), 2.87 (m,
2H), 2.72-2.46 (m, 2H)

66 |3-{[3-Q-—FAEL LR XTHAI-G-REARTLRE)
RBR Y 85
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'H-NMR :
7.45-7.22 (m, 16H), 7.11 (t, 1H), 7.00 (m, 2H),
6.90-6.84 (m, 4H), 4.72-4.49 (m, 2H), 3.96 (m,
2H), 3.70-3.60 (m, 9H), 2.87 (m, 2H), 2.72-2.45
(m, 2H)

67

3-{[4-Q-=FAFLA TELHRFTBA]-4-FAAX T LHOREL)
AR T 88,

'H-NMR:
7.40-7.14 (m, 17H), 7.02-6.97 (m, 4H), 6.78 (4,
2H), 4.61 (br s, 2H), 4.01 (t, 2H), 3.71-3.65 (m,
9H), 2.89 (t, 2H), 2.66 (m, 2H)

68

(28)-2-[4-(4-T A X F RAOX T BLRAL]-3-F A R8T &, MS:
446

69

29)3-(E T RERL)24-(G-TEXT REETHELA
B2 ¥ 85, MS: 552

70

(28)-2-[4-(4-T AR T RA)R T BLAA]-3- SR TA AR T B
MS: 452

71

(BG-RFEARFL[B-G-TEXRTFRLOHXTBAIRA T
AR B, |

"H-NMR :
7.45-7.18 (m, 12H), 6.93-6.80 (m, 5H), 5.07 (s,
2H), 5.03 (s, 2H), 4.74-4.65 (m, 2H), 4.11-3.90
(m, 2H), 3.75 (s, 3H), 2.62 (t, 2H), 1.59 (m,
2H), 1.35 (m, 2H), 0.92 (t, 3H)

72

{A-XFEAEFFH)M-G-TEARFELHRTBAIRL} T
PR ¥ B
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‘H-NMR :
7.50-7.12 {m, 13H), 6.95 (d, 4H), 5.07 (s, 2H),
5.03 (s, 2H), 4.70-4.62 (m, 2H), 4.11-3.92 (m,
2H), 3.74 (s, 3H), 2.61 (t, 2H), 1.59 (m, 2H),
1.35 (m, 2H), 0.92 (t, 3H)

73

3AG-RFARARFE)-B-G-TEXRFRIOXTEBAIRL) A
PR ¥ 88, ME : 566

74

3-{4-RAFRAXT R)-4-G-TAXFRLHRXFBAIRA} R
PR Y 8

'H-NMR :
7.45-7.13 (m, 13H), 6.95 (4, 4H), 5.06 (s, 2H),
5.03 (s, 2H), 4.58 (br s, 2H), 3.66-3.60 (m,
SH), 2.62 (m, 4H), 1.59 (m, 2H), 1.35 (m, 2H),
0.92 (t, 3H)

75

(28)-2-4-C-FFERERFAPORTRAL]-3- AR LA AR T
B8 ;

'H-NMR :
7.72 (4, 2H), 7.44-7.28 (m, 6H), 7.06-6.92 (m,
SH), 6.40 (d, 1H), 5.09 (s, 2H), 5.07 (s, 2H),
4.87 (s, 1H), 3.76 (s, 1H), 1.77-0.95 (m, 13H)

76

(28)-2-B-C-KFRAXT ALK TBRAA]-3- R TARRKRT
B8,

'H-NMR:
7.44-7.28 (m, 9H), 7.10-6.93 (m, 4H), 6.50 (d,
1H), 5.08 (s, 4H), 4.87 (s, 1H), 3.76 (s, 1H),
1.81-0.91 (m, 13H)

77

(28)-3-(4-F F RAEREL)2-B-U-TAXRTFRPOHX T AL A
AR ¥ 85, MS: 552

78

(28)-2-3-(4-FF REAXRT AB)RTBRAL]3-F A AR T &,
MS: 496

60



200480023119. 5 o ZE46/7610

79 | QS)2-B-A-FFREXFTRI)XFTHAL]-3-RTEA AR T

B5; MS: 502
80 | {B-AFRAXFR)B-U-TAXTEEIRXRTRAIRA}T
B ¥ BE,;

1H-NMR :
7.41-7.16 {(m, 12H), 7.10-6.80 (m, 5H), 5.06-4.92
(m, 4H), 4.78-4.57 (m, 2H), 4.14-3.90 (m, 2H),
3.77-3.68 (m, 3H),I 2.61 (t, 2H), 1.59 (m, 2H),
1.35 (m, 2H), 0.93 (t, 3H)

81 |3-{3-FFERAEXFTR)-[(B-U-TARFELHXTEBAIRA) A
PR ¥ &5,

'H-NMR :
7.41-7.17 (m, 10H), 7.01-6.77 (m, 7H), 5.05-5.04
(m, 4H), 4.91-4.71 (m, 2H), 4.66-4.48 (m, 2H),
3.69-3.60 (m, 3H), 2.72 (m, 2H), 2.61 (t, 2H),
1.59 (m, 2H), 1.35 (m, 2H), 0.93 (t, 3H)

82 | (28)-[B-(4- X FEAXRTFT AR FBEAIRA LB T & MS:
482

83 | (25)-2-{4-[2-(3-F A -£Eo-2- A FI) THEAIR F BRI )-3-
KA BR W B, MS: 486

84 | Q9)-B-G-XFHREAXFTERLRFEAA]R LA T &5 MS:

482
85 | (28)2-[3-G-FR T AART AP X F B AL 3- KAk T &5,
MS: 496

86 | {B-XFRAXFTE)B-U-XTEEARTFELRXTHBAIRA
3} TBR T B,
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TH-NMR:
7.45-7.25 (m, 14H), 7.10-6.75 (m, 8H), 5.08-4.89
(m, 6H), 4.78-4.57 (m, 2H), 4.14—5.85 (m, 2H),
3.77-3.68 (m, 3H)

87 |3-{B-FFREXRTH)[B-(4-XF ARAXTF AP)X T HAIR
) MER T B

'H-NMR :
7.45-7.24 (m, 14H), 7.00-6.77 (m, 8H), 5.08-4.88
(m, 6H), 4.71-4.51 (m, 2H), 3.69-3.50 (m, SH),
2.72-2.39 (m, 2H) '

88 | (2S)-[4-(4-TAXF RA)X F BB K TEL T &; MS: 432

89 | (28)-3-(4-FF ALK E)-2-[4-2-7-2- - TERIOX F BLA
AR BL T 85, MS : 511

90 | {[4-G-XFREAXTFTRIHXFBA]-U-EFBALKIDOR

#£) T8k T8, MS: 602

o [{4-C-EXFREXTFREETREICET AERLRL)
LB TiEg; MS: 602

92 [3-4-FEFEARL)2-GIRTARCERLATOA) T AA]
R BLEA) BB T 8,

H-NMR: 7.41-7.23 (m,
16H), 7.16-7.05 (m, SH), 6.98-6.98 (m, 2H),
6.60-6.55 (m,14H), 5.06-4.93 (m, 3H), 4.70 (d,
1H), 4.43 (d, 1H), 3.76 (s, 3H), 3.64-3.40 (m,
2H), 3.26-3.11 (m, 2H), 2.85 (t, 2H); MS: 657

93 |3 [(RFAFXRARATBD T RAXTBRAAIES-3-£XT
BR 85,
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H-NMR:
7.40-7.31 (m, 5H), 7.29-7.15 (m, 6H), 7.15-7.09
(m, 1H), 7.09-6.95 (m, 4H), 5.88 (d, 1H),5.30 (s,
1H), 4.90 (s, 2H), 4.43 (s, 2H), 3.80 (s, 3H);

MS: 515

M AR (VIIDAeAS i 6988 . ARBE R T4, %5k D-F P&
— A kA& 13 P K(laa). (lab)F=(laey 4.

%13
Ex.
94 | (28)-3-(4-FF AEAFI)2-{4-[2-G-R X AL TRA]-X Tt
S} R T 85

H-NMR: 7.72 (d, 2H), 7.42-6.88 (m, 15H),
6.51 (d, 1H), 5.10-5.03 (m, 3H), 4.33 (s, 4H),
3.77 (s, 3H), 3.29-3.11 (m, 2H)
95 | (25)-3-(4-FF AAKHE)-2-{4-[2-3-F A2 EH-2-A AT A
AR T BLRL) AT 88,

'H-NMR: 7.99-6.87 (m, 17H), 6.54

(d, 1H), 5.10-5.02 (m, 3H), 4.88 (t, 2H), 4.47
(¢, 2H), 3.77 (s, 3H), 3.29-3.11 (m, 2H), 2.64

(s, 3H)
96 | (28)-3-(4-FF EAFKAE)-2-(3-[2-2, 6-—F A X ERL) THRA]-
AT BRI} AR T B,

JH-NMR: 7.44-7.36 (m, O9H), 7.14-6.90 (m,
7H), 6.57.(d, 1H), 5.07-5.03 (m, 3H), 4.36-4.33
(m, 2H), 4.18-4.15 (m, 2H), 3.78 (s, 3H),
3.26-3.10 (m, 2H), 2.32 (s, 6H)

97 | (28)3-(4-F F REFL)2-{4-[2-(Ho2 2- A TERA- KT
BLEIK) RBERLT BF; MS: 527
98 | (28)-3-(4-F F RAKE)-2-{4-[2-(Bok-8- A ) L RA- KT
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Bt} RBR F 85, MS: 577
99 | (28)-3-(4-K F ALK H)-2-{4-[2-(4-2ko-1- - K EHA) TRA]
AP BLEA) ABR F 88 MS: 592
100 | (25)-3-(4-K F RAKE)-2-{4-[2-2-F A5 Ed-5- R A
CERAIR T BRI} AR T 85; MS: 597
101 | (2S)-3-(4-% F E ALK 2L)-2-{4-[2-(5,6,7,8- WA E-2-£ 8 H)T
FA)R T B AL} RBR T B8, MS: 580
102 | (28)-3-(4-3FK F K )-2-{4-[2-CRak-T- A B TRA]-
PR L) R B F 85, MS: 577
103 | (25)-3-(4-K F EAKE)-2-4-[2-(Fob-2- 2L FA) TAK]-
Bt} R BR F &5, MS: 577
104 | (25)-3-(4-K F RAKL)-2-{4-[3-G-F L2 2i-2- L AR
FAEPK FBLRIL) A B T 85, MS: 606
105 | (28)-3-(4-FK F RAFA)-2-{4-[2-(1-F A-1H-2K7-2- KAL) T
FHARIX T BRI} RBE, MS : 532
106 | (25)-3-(4- K F AKX E)-2-(4-2-Q-AFXEAL) TALA]-X T
BRI ) A B F B8

-NMR: 7.66 (d, 2H), 7.50-7.25 (m,
7H), 7.25-7.08 (m, 2H), 7.03 (d, 2H), 6.90 (4,
2H), 6.86 (d, 2H), 6.45 (d, 1H), 5.08-6.98 (m,

3H), 4.17 (¢, 2H), 3.76 (s, 3H), 3.28 (t, 2H),
3.25-3.10 (m, 2H); MS: 560

107 | (29)-2-{4-[2-(4- & XA A X)) CEAI R TR EL)-3-FKT L H
B T &g,

H-NMR: 7.74 (d, 2H), 7.43 (4, 2H), 7.28 (4, 2H),
6.87 (4, 2H), 6.39 (4, 1H), 4.95-4.80 (m, 1H),
4.17 (t, 2H), 3.76 (s, 3H), 3.28 (t, 2H),

1.90-1.50 (m, 5H), 1.50-1.20 (m, 5H), 1.20-0.85
(m, 3H); MS: 521

W

¥

7

W
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108 | (25)-3-3F Tuz-2-{4-[2-(2-F BA R A AL CRE-RFBE
A} RER T B,

IH-NMR: 7.73 (4, 2H), 7.38 (4, 1H),
7.30-7.20 (m, 1H), 7.00-6.83 (m, 4H), 6.3 (4,
14), 4.95-4.80 (m, 1H), 4.17 (t, 2H), 3.89 (s,
3H), 3.76 (s, 3H), 3.28 (t, 2H), 1.90-1.50 (m,
SH), 1.50-1.20 (m, SH), 1.20-0.85 (m, 3H);

MS: 472
109 | (28)-3-(4-R F AAFA)-2-{4-2-Q2-F RAFREL) TRA]-X
¥ BRI} RBR T 85,

lH-NMR: 7.70 (d, 2H), 7.48-7.30 (m, 4H),
7.20 (t, 1H), 7.04 (4, 2H), 6,97 (4, 2H), 6.90
(d, 2H), 6.60-6.50 (m, 4H), 6.48 (d, 1H),
5.10-5.00 (m, 3H), 4.40-4:28 (m, 4H), 3.79 (s,
3H), 3.76 (s, 3H), 3.26-3.12 (m, 2H); MS: 556
110 | (28)-2-[4-(2-N-FX F 2K LEAL)X F BRA]-3-4- K F REA
FIE)R BT &k,
H-NMR: 7.68 (4, 2H), 7.41-7.30 (m, 10H), 7.05
(d, 2H), 6.96 (d, 4H), 6.51 (d, 1H), 5.10-5.00
(m, 3H), 4.14 (t, 2H), 3.90 (s, 2H), 3.76 (s,
3H), 3.19 (m, 2H) 3.06 (t, 2H)

P AR (XD) R (XID)FF 44, 473 A X C Ak 14 FTFX
(Tlaa)Y (lab)yfb.5-4% .
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% 14

Ex.
T | (4-FF REXT 2)-{4-[2-G-F AL ER-2-LEL) TRAIX
A R TR B,

"H-NMR: 7.94 (4, 1H), 7.80 (d, 1H),
7.63-7.52 (m, 4H), 7.46-7.31 (m, 6H), 7.14 (4,
1H), 7.00-6.96 (m, 4H), 5.07 (s, 2H), 4.86 (t,
2H), 4.73-4.62 (m, 2H), 4.44 (t, 2H), 4.30-4.18
(m, 2H), 4.11-3.89 (m, 2H), 2.64 (s, 3H), 1.26 (m,
3H)

12} 28)-3-(4-FK F AAKE)-2-{3-[2-3-F A5Eok-2- K FH) T
FAIKFBARKL] AR T 85,

'M-NMR: 7.94 (dd, 1H), 7.81 (d, 1H),
7.60-7.52 (m, 2H), 7.43-7.25 (m, 8H), 7.13 (44,
1H), 7.04 (4, 2H), 6.90 (d, 2H), 6.57 (d, 1H),
5.08-5.03 (m, 3H), 4.87 (t, 2H), 4.48 (t, 2H),
3.77 (s, 3H), 3.28-3.14 (m, 2H), 2.64 (s, 3H)
3 | 3«(G-X F RAX T H)-{3-[2-G-F A5 B-2- K FH) T AA]
AT B RN R ER LB,

'H-NMR: 7.95 (d, 1H), 7.79 (d, 1H),
7.64-7.52 (m, 2H), 7.41-7.25 (m, B8H), 7.03-6.78
(n, 5H), 5.04 (s, 2H), 4.81 (m, 2H), 4.55-4.00 (m,
6H), 3.72 (m, 2H), 2.72-2.63 (m, 5H), 1.27 (m, 3H)
114 [(G-ETFRARTL)-(4-2-G-FAEBHA2-ERE) CREAIE
Tk} 2L TR TEs,

'H-NMR: 7.94 (4, 1H), 7.80 (4, 1H),
7.61-7.29 (m, 10H), 6.97-6.82 (m, 5H), 5.08 (s,
2H), 4.86 (t, 2H), 4.78-4.66 (m, 2H), 4.44 (t,
2H), 4.30-4.18 (m, 2H), 4.12-3.89 (m, 2H), 2.64
(s, 3H), 1.28 (m, 3H)
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115 | 3-(G-KF RERXTF H)-{4-[2-3-F A28 -2- 2 B TEA]
KPR} RA)RBR T8,

‘H-NMR: 7.94 (4, 1H), 7.80 (4, 1H),
7.64-7.52 (m, 2H), 7.45-7.24 (m, 8H), 6.97-6.78
(m, SH), 5.07 (s, 2H), 4.86 (t, 2H), 4.62 (br s,
2H), 4.43 (t, 2H), 4.20-4.05 (m, 2H), 3.67 (m,
2H), 2.75-2.64 (s, 5H), 1.25 (m, 3H)

116 | (3-FFRAEAX T H)-(3-[2-G-F A£BM-2- X L) TRAXK
B} RA) LB LB,

lg-NMR: 7.94 (d, 1H), 7.81 {(d, 1H),
7.65-7.50 (m, 2H), 7.43-7.25 (m, 8H), 7.12-6.80
(m, S5H), 5.05 (m, 2H), 4.86-4.79 (m, 2H),
4.60-4.53 (m, 2H), 4.44-4.30 (m, 2H), 4.24-4.15
(m, 2H), 4.14-3.85 (m, 2H), 2.63 (s, 3H),
1.32-1.20 (m, 3H)

117 | (29)-3-(4-£ K £)-2-(4-[2-G-F A5 Bk 2-L 8 L RAIR
¥ EERIAL ) AR T 8

'H-NMR: 7.94 (dd, 1H), 7.81 (4, 1H), 7.72
(d, 2H), 7.60-7.52 (m, =2H), 7.40 (d, 2H),
7.02-6.98 (m, 4H), 6.52 (4, 1H), 5.06 (m, 1H),
4.88 (t, 2H), 4.47 (t, 2H), 3.77 (s, 3H), 3,26
(dd, 1H), 3.17 (4ad, 1H), 2.64 (s, 3H)

118 | (28)-3-(4- ALK £)-2-(4-2-G- F b Boik-2- A fE) TRAIR
FHRA AT 8

g-NMR: 7.92 (4, 1H), 7.80 (4, 1H),
7.72 (4, 2H), 7.65-7.52 (m, 2H), 7.11-6.94 (m,
6H), 6.51 (d, 1H), 5.06 (m, 1H), 4.88 (t, 2H),
4.47 (t, 2H), 3.77 (s, 3H), 3.27 (a4, 1H), 3.18
(dd, 1H), 2.64 (s, 3H)

119 | (2S)-3-3R & A -2-{4-[2-3-F B ok-2- R FA | T ARAK Tt
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A} AmBR T &,

H-NMR: 7.94 (4, 1H), 7.81-7.77 (m, 3H),
7.64-7.51 (m, 2H), 7.02 (4, 2H), 6.44 (d, 1H),
4.90-4.83 (m, 3H), 4.47 (t, 2H), 3.76 (s, 3H),
2.64 (s, 3H), 1.90-0.95 (m, 13H)

120 | (2S)-3-2R T 2k-2-{3-[2-3-F A& B ok-2- A BRI TRA] KX F Bt
FAK) R ER T B,

‘H-NMR: 7.93 (4, 1H), 7.80 (d, 1H), 7.64-7.51 (m,
2H), 7.46 (s, 1H), 7.36 (4, 2H), 7.12 (m, 1H),
6.54 (d, 1H), 4.90-4.83 (m, 3H), 2.47 (t, 2H),
3.76 (s, 3H), 2.63 (s, 3H), 1.90-0.95 (m, 13H)

121 | {E%-3-£ F £ -{3-[2-(E-2- A L) CEA] K FEAL AL
LBR ¥ 8s,

H-NMR: 7.40-7.25 (m,
4H), 7.25-7.05 (m, 2H), 7.05-6.85 (m, 2H),
7.78-4.55 {m, 2H), 4.20-4.04 (m, 4H), 3.78-3.65
(m, 2H), 3.15-3.05 (m, 2H); MS: 448

122 | {oEw-2-3 (3-[2-(CEn-2- £ BN CRAIR TR A RA 0B
¥ B8,

‘H-NMR:
7.40-7.25 (m, 4H), 7.25-7.05 (m, 2H), 7.05-6.90
{m, 2H), 6.05 (d, 1H), 4.17 (t, 2H), 4.00-3.54 (m,
4H), 3.14 (t, 2H); MS: 434
123 | (28)-3-(4-F F AA K 2)-2-(3-[2-(3- F £-2- B -2H-"2 2 k-
-3 CRAVR T BLAL ) AdL T 85, MS: 592.

124 | (28)-3-((4-F F 8AFK T X)-{3-[2-(3-F #-2-AAR-2H-42 72 %k~
1-4) TEEVR FELA R R B8 T 8, MS: 606

MALA- (o) FF 4, B ik N K P Ak 16 B X(lapu 44,
7 % N:
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B 1 436X (Ibyksd. 1.3 L&4) HOBT #= 1.3 44§ EDC
B9 Sk vhiak, EEEA 02M X (bUbs sk, @iZER T i
A2 BEWHZTUHAR S SENMAEGE. RERSWETETH
18 I EF, REMARF_RTR. FHANESE, KA AT

5 BER— k., SFENE, BAKHEEBRSATIRFTE. REARE

ViR

7 % P:

¥ 1 5N XIbVYLAYERAEASGBET, AN 2 FRHE.
BERETETHRHAIA, REBEXRREA.

10 %15
Ex.
125 | (25)3-(4-% 7 EA KL ) 2-(42-G-FT AT BAR2ERE)T
FAIE TRLAR] A LE,

H-NMR: 7.95 (4, 1H), 7.82 (d, 1H),
7.73 (4, 2H), 7.65-7.52 (m, 2H), 7.45-7.30 (m,
5H), 7.05 (4, 2H), 7.00 (d, 2H), 6.89 (4, 2H),
6.52 (4, 1H), 5.03 (m, 3H), 4.88 (t, 2H), 4.47 (t,
2H), 4.22 (g, 2H), 3.20 (m, 2H), 2.65 (s, 3H),
1.29 (t, 3H)
126 | (25)-3-(4- K F RIEFKHL)-2-{4-[2-G3-F & BH-2-A AN T
FAK T BRI} MBS A BE; MS: 620
127 | 28)-3-(4- K F R A RA)-2-(4-[2-G-F £ B H-2- L AH) T
FOLIR FBLAL) B R ER; MS: 620
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5% 34| (Ib)
# % Q:
) 0.1IM & 1 4 A A BAAI TR K AR_EARBERF, o
AN 1 BFREABITEDYGRKERF 2 BFHAEIM. FTFRSY
5 AEERTHHE 18 BT, RE#HAe IN ¢ HCL A 2| pH X 2|8, %
R LR UBEREIR 2 R, SR NELE KRB TIRFLRE.
RARRER, PIRAREGHETEEANL,
7 R
A 1 4 XIDEEL. 1.3 43¢ HOBT #= 1.3 %8¢ EDC
10 A T A Rk RS ENR, AHRERO2M X (DE)EE
BTHME 2 e, REMAAN 1 SFHRABITAYF 2 BEHEARA
i, IIRERETE THRALR. REFM IN & HCl 43 pH &
BB M, MRERACBLEBERRAR, &R IESER KRR
AFIRFiLIE. BERKREN, AMRAREHE TR EMEL.
15 £ 16 ¥R R XAoHL o4 R F FR(VID)F 44, 375 %
Q & R &
%16

Ex.
128 | (28)-3-(4-F AAFH)-2-{4-[2-(5- F 2-2- Kok -4-31) T RA]
KT B2} AR

'H-NMR: 7.90-6.80 (m, 18H), 5.00 (s, 2H), 4.45 (m,
1H), 4.26 (m, 2H), 3.40 (m, 2H), 2.95 (m, 2H),
2.35 (s, 3H)

129 | (28)-2-(4-FXF EAXFHEL)3-4-XF EAXL)RE; 1H-
NMR:

H-NMR: 7.66 (d, 2H),
7.37-7.31 (m, 10H), 7.08 (&, 2H); 6.95 (d, 2H),
6.86 (d, 2H), 5.07 (s, 2H), 4.99 (s, 2H), 4.93 (t,
1H), 3.23-3.15 (m, 2H)
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130 [ 2S)3-(4-F ¥ AR E)2-[4-Q-HETRELE CRE)E T ot
HA] A,

'H-NMR :
8.00-6.75 (m, 24H), 4.88 (m, 3H), 4.15 (t, 2H),
3.98 (s, 4H), 3.35-3.14 (m, 2H), 3.08 (t, 2H)

131 | (2R)-2-[4-(2-BAX ¥ B 8 A T )X T BRI ]-3-( 1H-73| %k-3-
HE)RBR,

'H-NMR: 7.72-6.74
(m, 20H), 4.80 (m, 1H), 4.02 (t, 2H), 3.72 (s,
4H), 3.55-3.25 (m, 2H), 2.89 (t, 2H)
132 | 3-(4-4-T 2K H)-2-[4-Q-BEF RA LR FX TR EA]|AK;
H-NMR: 7.62 (d,
2H), 7.50-7.11 (m, 14H), 6.83 (4,1H), 6.76 (4,
2H), 4.91 (m, 1H), 4.10 (t, 2H), 3.94 (s, 4H),
3.38-3.16 (m, 2H), 3.05 (t, 2H), 1.20 (s, 9H)
133 [3-(-2FE)24-QCHEFRECRE)E T MAL] A
H-NMR: 7.62 (d, 2H),
7.43-7.24 (m, 12H), '7.04 (4, 2H), 6.85 (d,1H),
6.77 (d, 2H), 4.86 (m, 1H), 4.12 (t, 2H), 3.98 (s,
4H), 3.36-3.13 (m, 2H), 3.07 (t, 2H)
134 | 3-BRR A -2- 24 -2-[4-Q-BAF 2 THRIOX F B2 B B
JH-NMR: 7.46-7.17 (m, 21H),
6.72 (d, 2H), 6.36 (d, 1H), 4.66 (m, 1H), 4.07 (t,
2H), 3.84 (s, 4H), 3.44-3.09 (m, 2H), 2.98 (t, 2H)
136 |3-BEA-4-E2-[4-Q-HFREACRDXTHEALIAE; 1H-
NMR:

Iy-NMR: 7.63 (4, 2H),
7.45-7.22 (m, 19H), 6.93 (4, 1H), 6.74 (4, 2H),
4.95 (m, 1H), 4.08 (t, 2H), 3.93 (s, 4H),
3.44-3.23 (m, 2H), 3.03 (t, 2H)
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137 | 3-(4-$-T 2K H)-2-3-C-BF RA LR X TR AL R R,
'H-NMR: ~ 7.45-6.82
(m, 19H), 4.90 (m, 1H), 4.19 (t, 2H), 3.96 (s,
4H), 3.36-3.02 (m, 4H), 1.16 (s, 9H)
138 | 3-(4-3 X H)-2-[3-2-BF EA LE) K T B 2L | A B
H-NMR: 7.52-6.85 (m,
19H), 4.98 (m, 1H), 4.20 (t, 2H), 3.99 (s, 4H),
3.51-3.03 (m, 4H)
139 |3-(3-3£ X #)-2-[3-Q-BAF R LEA) R FBLEA] R B,
'H-NMR: 7.60-6.88 (m,
19H), 4.83 (m, 1H), 4.29 (t, 2H), 4.11 (s, 4H),
3.32-3.05 (m, 4H)
140 | 3-BA3K K -2-2-2-[3-Q2-BAF RA TR X TR AL R AL
IH-NMR: 7.50-6.88 (m, 24H),
4.93 (m, 1H), 4.29 (m, 2H), 4.13 (s, 4H),
3.40-3.20 (m, 4H)
141 | 2-[4--BAF KA TR F T BEA]-3-C- K ALK L) REL;
H-NMR: 8.06-6.74 (m,
24H), 4.90 (m, 1H), 4.10 (t, 2H), 3.89 (s, 2H),
3.76 (s, 2H), 3.40-2.92 (m, 4H)

142 | 3-(5-38 -1H-73| k-3-35)-2-[4-Q-KF R A T RA) X T BAL] A
BR;

'H-NMR: 7.81-7.20

(m, 17H), 6.90 (d, 2H), 4.%94 (m, 1H), 4.17 (t,

2H), 3.97 (s, 4H), 3.58-3.31 {(m, 2H), 3.11 (t, 2H)

143 | 2-3-Q2-BAF RA THEA)K T BLRA]-3-C-KAA KAL) REL,

'H-NMR: 7.44-6.88 (m,

24H), 4.87 (m, 1H), 4.16 (t, 2H), 3.94 (s, 4H),
3.34-3.03 (m, 4H)
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144 | 3-(5-38 -1H-"3| "-3-3)-2-[3-Q-BEA F B R A CRE)K FBLA
AR,

'H-NMR: 7.79-7.20
(m, 19H), 4.96 (m, 1H), 4.23 (m, 6H), 3.52-3.24
(m, 4H)

145 | 29)2-3-C-F AAFERA)R T BAK]3-U-FEAXL)R
B

'H-NMR: 7.45-7.21
(m,14H), 7.13-7.07 {(m, 4H), 7.01 (4, 1H),
6.96-6.89 (m, 3H), 6.58 (d, 1H), 5.06-4.99 (m,
7H), 3.31 (dd, 1H), 3.21 (dd, 1H)

%17

Ex.
146 | {[4-Q-BEF RA TRSOF T BA]-G-XALFTH)RA) BB
H-NMR: 7.66-6.88 (m, 23H),
4.81-4.68 (m, 2H), 4.57 (s, 4H), 4.40 (m, 2H),
4.18-4.00 (m, 2H), 3.63 (m, 2H)
147 | (29)-3-(4-F FAFE)-2-[4-C-FHARLX T BAA] R B
H-NMR: 7.66 (4, 2H),
7.40-6.84 (m, 17H), 6.71 (d, 1H), 6.36 (dt, 1H),
4.98 (s, 2H), 4.92 (t, 1H), 4.70 (4, 2H),
3.30-3.08 (m, 2H)
148 | (28)-3-(4-F RA X E)2-[4-4-FEAF AL X T BRAX] A
BR;

H-NMR: 7.62 (4,
2H), 7.34-6.79 (m, 20H), 4.99 (s, 2H), 4.94 (s,
2H), 4.84 (t, 1H), 3.25-3.02 (m, 2H)
149 | (2S)-3-(4-F BAF ) 2-[4-(BR R A A4- X F )X T Beam i ]
A BR,
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'H-NMR: 7.82-6.91
(m, 22H), 5.28 (s, 2H), 5.02 (s, 2H), 4.75 (t,
1H), 3.40-3.10 (m, 2H)
150 | (28)-3-(4-F RAFK L) 2-[4-CG-KEAF R X T BAA] A
B2

H-NMR: 7.61 (4,
2H), 7.34-6.77 (m, 20H), 5.00 (s, 2H), 4.97 (s,
2H), 4.91 (s, 2H), 4.77 (m, 1H), 3.25-3.04 (m, 2H)
151 | (29)-2-[4-3-FERAF R AR FBAKL]3-U-FREAXL)R
B

'H-NMR: , 63 (a, 2H) ,
7.39-7.24 (m, 10H), 7.19 (&, 2H), 6.92-6.86 (m,
4H), 6.47 (d, 1H), 5.01-4.92 (m, 3H), 4.19 (t,
2H), 3.26-3.07 (m, 4H)

152 | (28)-3-(4-F FAKL)2-(4- K TARLA X F B AL
'H-NMR: 7.66 (d, 2H),

7.39-7.18 (m, 10H), 7.10 (d,. 2H), 6.89-6.86 (m,

4H), 5.00 (s, 2H),. 4.94 (t, 1H), 4.97 (t, 2H),

3.30-3.13 (m, 2H), 2.80 (t, 2H), 2.10 (m, 2H)

153 | (2S)-3-(4-F £ EL)-2-[4-G- KA R ALK TR EL R 8%;
H-NMR: 7.31-6.40 (m,

23H), 4.90-4.50 (m, 4H), 3.90-3.60 (m, 8H), 2.74

(m, 2H)

154 | {(A-FRBAFH)-[U-Q-HERXFHRAA RS XFTBLAIRA}

LB,

H-NMR: 7.60-6.91 (m,
23H), 5.04-5.01 (m, 2H), 4.76-3.68 (m, 10H),
3.40-3.20 (m, 2H)

155 | {B-FELAFX)B-Q-HEFRLATCRIHXTBAIAL) TH;
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'H-NMR: 7.58-6.88 (m, 23H),
4.79-3.71 (m, 10H), 3.32-3.17 (m, 2H)
156 | {[3-Q-BHAFRACRL)RTBA]-G-REAF L)AL TR,
H-NMR: 7.61-6.94 (m, 23H),
4.80-3.71 (m, 10H), 3.35-3.15 (m, 2H)

157 | {[3-2-BF RA TR EX T Bk )-(-FALFTR)RA) TE,
7.65-6.92 (m, 18H),
4.78-3.38 (m, 12H), 1.35-1.20 (m, 9H)

158 | {(4-B-TEFE)B-QC-HEATB AL CAL)X T oA AL}
LER,

159 | {B-Q-HEFARATCAL)XFTERA]G-FARAFHRAAL T
B

H-NMR: 7.60-6.76 (m,
23H), 5.03-4.99 (m, 2H), 4.74-3.15 (m, 12H)

160 | (28)-3-(4-F EA K K)-2-{4-[2-3-F A& B oh-2- L AL TR

AR T BB A} AR,

'H-NMR: 7.99-6.86 (m, 17H), 6.57 (4, 1H), 4.99 (m,

3H), 4.86 (t, 2H), 4.44 (t, 2H), 3.39-3.12 (m,

2H), 2.63 (s, 3H) '

161 | (28)-3-(4-F RA K A)-2-{4-[2-C- B X RA) TRAK T BEA

AR

‘H-NMR: 7.62 (d, 2H), 7.33-6.79 (m, 1SH), 4.95 (s,

2H), 4.83 (t, 1H), 4.26 (s, 4H), 3.25-3.02 (m, 2H)

162 | 3-{B-FAAFA)M4-Q-BKFAATELEXTHAIRAL R

B, MS: 629

163 | 3-{(3-FAAFR)[B-C-BHRFRATCAPEXTHA]RL} H®
BR;
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'H-NMR: 7.52-7.16 (m,
17H), 7.05-6.62 (m, 6H), 5.03 (s, 2H), 4.75-4.51
(m, 2H), 4.07-3.85 (m, 2H), 3.75-3.66 (m, 6H),
3.14-2.83 (m, 2H), 2.78-2.33 {(m, 2H)

164 | 3-{4-FRAFA)B-C-HKFRAZARLHXTBRAIRL} A
B

'H-NMR: 7.38-7.15 (m,
17H), 7.06-6.71 (m, 6H), 4.95 (s, 2H), 4.66-4.38
(m, 2H), 4.10-3.92 (m, 2H), 3.81-3.44 (m, 6H),
2.95-2.73 (m, 2H), 2.54-2.40 (m, 2H)

165 | 2-[4-2-BKF RA T ALK F B R4 ]-3-(1- F A -1H-75%k-3-5%)
ABR;

'H-NMR :
7.50-7.47 (m, 3H), 7.38-7.24 (m, O9H), 7.09-6.83
(m, 5H), 6.53 (4, 2H), 4.93 (m, 1H), 3.83-3.72 (m,
6H), '3.39 (m, 5H), 2.83 (m, 2H)

166 | 3-(5-5F Ik -1H-"3| % -3-3)-2-[4-2-BA F RA TR X T HEA
AR,

4-NMR: 7.40-7.19 (m, 15H), 6.97 (m, 3H),
6.80-6.72 (m, 2H), 6.40 (m,. 2H), 4.92 (m, 1H),

4.69 (d, 1H), 4.46 (&, 1H), 3.68 (m, 6H), 3.26 (m,
2H), 2.76 (m, 2H)

167 | 3-(5-F F 3 -H-"3R-3-2)-2-[3-Q- B F AL TR X F B &R
KRB,
H-NMR: 7.27-7.05 (m, 15H), 6.92-6.85 (m, 4H),

6.72-6.50- (m, 4H), 4.82 (m, 1H), 4.64 (4, 1H),
4.43 (4, 1H), 3.67 (m, 2H), 3.56 (s, 4H), 3.20 (m,
2H), 2.66 (m, 2H)

168 | {(4-F RHAEF XK)-4-[2-(3-F AEBok-2- A EA) CRAIX T &t
AR} T,
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7.87 (4, 1H), 7.74 (d, 1H), 7.60-7.25 (m, 10H),
7.06 (4, 1H), 6.90-6.88 {(m, 4H), 5.00 (s, 2H),
4.80 (t, 2H), 4.68-4.55 (m, 2H), 4.38 (t, 2H),
4.04-3.79 (m, 2H), 2.58 (s, 3H)

1H-NMR:

169

(28)-3-(4-F HAFKAK)-2-(3-[2-Q2, 6-—FAREHL)THAIX
TRLEAL) AR,

74), 6.58 (4, 1H), 5.07-5.00 (m, 3H), 4.35-4.32
(m, 2H), 4.17-4.14 (m, 2H), 3.30 (dd4, 1H), 3.21
(dd, 1H), 2.32 (s, 6H)

H-NMR: 7.43-7.30 (m, O9H), 7.24-6.91  (m,

170

3-{B-FEAF)-4-[2-C-F AL EK-2- A EI) TEA]RTF
B} &K} RBER, MS: 592

171

(B-F EAFR)-{4-2-G-FAEER2- LR TRAIXTF
B EAL) TEE; MS ¢ 578

172

{(3-F &AF A)-{3-2-B-F AL EAk-2- A AK)TRAEIXT
BhA )} RUL) TBR; MS: 578

173

3-{B-FEAFL)-(B3-12-C-F A EHR-2- KL EL) TARK)ERT
Boi ) RA) AER; MS: 592

174

{B-FEAFH)U-C-FRAFRIORTBAIRL) TR

7.05~6.81 (m, 8H), 5.08 (s, 2H), 5.07 (s, 2H),
5.05 (s, 2H), 4.67 (br s, 2H), 4.15 (br s, 2H)

i4-NMR: 7.45-7.30 (m, 14H),

175

B

13H), 7.06-6.78 (m, 9H), 5.07 (s, 4H), 5.04 (s,
2H), 4.62 (br s, 2H), 3.66 (m, 2H), 2.73 (m, 2H)

(CFREFE)U-CFREFERLXRTREIRE) A

H-NMR: 7.46-7.25 (m,

176

ERICET ¥ EF ANINCES F EX FAT LI TALESET Y
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'H-NMR: 7.46-7.27 (m,
13H), 7.11-6.93 (m, 9H), 5.07 (s, 2H), 5.06 (s,
2H), 5:04 (s, 2H), 4.59 (br s, 2H), 3.66 (m, 2H),
2.70 (m, 2H)
177 | {@-FRAF A B-G-FREFRAEFHAIRL) T8
‘H-NMR: 7.44-7.26 (m, 13H),
7.11-6.91 (m, 9H), 5.08-4.98 (m, 6H), 4.75-4.52
(m, 2H), 4.16-3.86 (m, 2H)
178 [ {G-FREFA)B-G-FREAFALRTRAIRLE) T8,
*H-NMR: 7.44-7.26 (m, 13H),
7.07-6.80 (m, 9H), 5.09-4.93 (m, 6H), 4.79-4.57
(m, 2H), 4.17-3.86 (m, 2H)

179 |3-( G-FARAFHA)B-G-FAREAFTEAEL)XTHBAIRL)A
AR

1H-NMR: 7.45-7.23 (m,
13H), 7.03-6.89 (m, 8H), 6.75 (m, 1H), 5.06-4.93
(mn, 6H), 4.73-4.50 (m, 2H), 3.69-3.47 (m, 2H),
2.73-2.35 (m, 2H) '

180 |(29)-3-(4-F RA K £)2-(3-[2-G-F A2 Bh-2- A AL &
APRTF BaIL) AEE; MS: 578

181 | 3-[ (4-F FAX F 5i)-G-F ALF H) AR A d; MS: 496

182 | 3-f (4-F AAF H)-[3-G-F ALAF RIOX F B A2 A ) AEL,

H-NMR: 7.41-7.26 (m,
13H), 7.02-6.92 (m, 9H), 5.06-4.98 (m, 6H),
4.69-4.46 (m, 2H), 3.68-3.48 (m, 2H), 2.71-2.43
(m, 2H)

183 | 28)2[4-(4-F EAF EF)E T AL -G-FREAFX L) A
B
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'H-NMR: 7.68 (4,
2H), 7.44-7.30 (m, 12H), 7.10 (d, 2H), 7.00-6.90
(m, 4H), 6.89 (d, 2H), 5.08 (s, 2H), 5.02 (s, 4H),
4.95 (t, 1H), 3.27 (dd, 1H), 3.17 (dd, 1H)

184

(28)-3-(4-F RA K A)2-[4-(BAE X-2- A F RA)K T B R4 ]
R,

'H-NMR: 7.64-7.55
(m, 3H), 7.42-7.33 (m, 13H), 7.10 (d, 2H),
6.89-6.84 (m, 4H), 5.02 (s, 2H), 4.97 (s, 2H),
4.95 (t, 1H), 3.26 (dd, 1H), 3.17 (dd, 1H)

185

Q2 2-B-G-FREFRE)ETHALI-G-FEERA) A
R

'H-NMR: 7.46-7.18
(m, 15H), 7.14-7.07 (m, 3H), 6.97 (d, 2H), 6.57
(d, 2H), 5.05-4.97 (m, 5H), 3.30 (dd, 1H), 3.19
(dd, 1H)

186

(28)-3-(4-F A FKK)2-B-CG-FKA KR AAL) R FBREAK]A
B

H-NMR: 7.41-7.18 (m,
13H), 7.10-7.04 (m, 3H), 6.85 (d, 2H), 6.71 (d,
1H), 6.38. (dt, 1H), 4.98 (s, 2H), 4.95-4.87 (m,
1H), 4.69 (44, 1H), 3:25 (44, 1H), 3.15 (dd, 1H)

187

(25)-3-(4-F AARXL)-2-B-(BE A A -4- X F ALK T Bra K]
REBR;

'H-NMR: 7.50-6.75
(m, 22H), 4.98 (s, 2H), 4.86 (s, 2H), 4.78 (m,
1H), 3.22-3.00 (m, 2H)

188

(28)-3-(4-F RARB)-2-B-C-RAAFRBOXTBAA]A
;
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1H-NMR: 7.40-7.20
(m, 11H), 7.12-6.89 (m, 11H), 6.55 (d, 1H),
5.04-5.00 (m, SH), 3.29 (dd4, 1H), 3.20 (44, 1H)
189 | (28)-3-(4-F RA K H)-2-[3-C-F A A FI)X T B L L] R B,
'H-NMR: 7.40-7.16 (m,
13H), 7.06 (4, 2H), 7.00 (dd, 1H), 6.86 (d, 2H),
4.98 (s, 2H), 4.92 (t, 1H), 3.96 (t, 2H), 3.25
(dd, 1H), 3.14 (dd, 1H), 2.78 (t, 2H), 2.08 (m,
2H)

190 | 29)-2-B-(4-TAF EI) X FBLAAL]3-HF T AR BL, MS: 438
191 | (28)-3-(4-3 K 5 )-2-{4-[2-(3-F 2B ok-2- KAL) THAIXR
¥ BL AL} A B, MS: 551

192 | (28)-3-(4- MK H)-2-{4-[2-3-F A2 Bok-2- A B H) TRAIXR
¥ BRI AR MS: 490

193 | (25)-2-[4-G-F RAFARL)X FBLAK]-3-4-2 X X)) BB,

MS: 561

104 | 28)2-U-GFEEFERDRTREL DAL AE,
MS: 500

195 | 3-{[4-Q-=F RBEA TELOXFBA]-G-REAFOIL} A
B, MS : 615

196 [3-(-0-—FEEE R AR TREI RRET AL A
B%; MS: 615

197 | 3-{[3-2-=F A RL TR KT BAIR2- A F L2 AR,
MS: 573 _

198 |3 (Ut TEFE) PO FERECRE) R TREAIRE)
B8, MS: 579

199 | 3-{BERKA4-RFE-(B-Q-=FERATRLHRT BEAL]IR
A} @B, MS: 599
200 | 3-{(4-BFE)»[(B-Q-=FRARATEA)

P
-4
&
=
A
il
3
B
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MS: 601

201

3-(3-Q-—FARAZERBORFTEBA}-G-RXELAF L)AL &
BR; MS: 615

202

(28)-3-(4-F A F 2 )-2-{4-[2-(thrz-2- A B A) R A E T Bt
£} BB MS: 513

203

(25)-3-(4-F RAFL)-2-{4-2-(EBH-8- LR L) T ALK T
Bt R IL ) R B, MS: 563

204

(2S)-3-(4-F A FL)-2-(4-[2-(4-%krk-1- £ 1-EEA) L EA]
R T BAL) R MS: 578

205

(28)-3-(4-F AAEKIE)-2-[4-Q-F-2- A - LR AKX FBLEL]®
B ; p79-155

*H-NMR :
7.80-7.76 (m, 3H), 7.69~7.62 (m, 3H), 7.46-7.25
(m, 8H), 7.06 (4, 2H), 6.89-6.83 (m, 4H), 4.97 (s,
2H), 4.%0 (t, 1H), 4.25'(t, 2H), 3.24-3.20 (m,
3H), 3.11 (44, 1H)

206

(28)-3-(4-F F A K E)-2-{4-[2-Q- F A K kb -S- L A X)) T
FA)K P BRI ) RBL; MS: 583

207

(28)-3-(4-F B A K H£)-2-(4-[2-(5,6,7 8- WA E2- £ FL)T &
AR T BLRA} REL; MS: 566

208

(28)-2-[4-(4-T AF RIOX T B RA]-3- KA FH B, MS: 432

209

(28)-3-(4-F AAXKL)2-U-G-TAFROX TB AL R EL;
MS: 538

210

(25)-2-[4-(4-TAFRA)RXPBLRL)-3-R T A &AL MS: 438

211

(2S)-3-F T A& -2-{4-[2-3-F Kk Bok-2- X B AL AL)R T
B} A BR; MS: 478

212

(25)-3-FA T A-2-(3-[2-3-F A S BH-2-R AR AKX T
BRI} R B, MS: 478
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213 | 2S)2-[4-G-FRAFEAE L)X TBHRAL]3- KT A R B,

MS: 488

214 | (28)2-[3-G-FAAF AR XTHEA] - A TEAARK, MS:

488

215 | (28)-3-(4-F EA K H)-2-B-U-TAF AP RX TRAA) A B

MS: 538

216 | {B-FRAFH)-4-G-TAFRLOXTBRAIRA} LB MS:

538

217 | {(@-F EFAFR)-[4-G-TAFRLOXTBLAIRA) TH,
H-NMR: 7.50-7.10 (m, 13H),

6.97 (d, 4H), 5.06 (s, 2H), 5.03 (s, 2H), 4.63

(br s, 2H), 4.15 (br s, 2H), 2.61(t, 2H), 1.59 (q,

2H), 1.36 (m, 2H), 0.92 (t, 3H) ‘

218 [3{G-FRAFTA) -G TEAFRAETBHAL] A, MS:

552

219 |3-{4-FEAF L) 4-G-TAFERAOXTBREAIR A AR

MS: 552

220 | [B-U-FRAFAFRA)RTBAAIRATEH; MS : 468

221 | 29)2-[3-(4-F EA FAEIOXTBAL]-3- KA FHE, MS .

482

222 | 29)2-B3-(4-F RAF A RLFR TBLEAA]3- KR TARE; MS
488

223 {B-FRAFR)-B-U-TEAFRIHFTEAIRE} LB, MS
538

224 | 3-{G-FRAFA)B-U-TEAFADRTRAIRL AR,
MS: 552

225 | 28)-2-{4-[2-(3-F X & Eok-2- X A ) T ALK F BRI )-3-
XEABL, MS: 472
226 | B-G-FEAF AR T BRAAIRA T B, MS: 468
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227 | (28)-2-3-3-FRAF A AL X FBRA]3- XA A H; MS:

482

228 [ (G- FRE T A B-GFREAF AR A TRAIRL) OB
MS: 588

229 |3 G- XA A BT REAFARE R TRAIRL) A
82, MS: 602

230 | (25)-3-(4-F BAFKA)2-{4-[2-(CEBIR-2- A B TRAJR T

Bt &} A BR, MS: 563

231 | (28)-3-(4-F BAKE)2-{4-[2-(EBMH-T- A A T AKX T

Bt &2k ) M BR; MS: 563

232 | [4-(4-TEAFERLXTBRIA]K TE; MS: 418

233 | (28)-3-(4-F RAXE)2-[4-4-TRAFEARSX F B AL

FIBR; MS: 554

254 | {-CEREFARE R THAI G FARERR)AL) O

B%. MS : 574

235 | {A-G-FREF AR TRAICF AR AL OB,
MS: 574

236 | (25)-3-(4-F RAFKIE)-2-[4-(2-wk2-2- - T BRI R F B 2]
F B8R, MS: 497

237 | (28)2-[4-A-TRAFRBX TR ALK I-F T AR, MS:
454

238 | (25)-3-4-F RARE)2-[4-Q-FEF AKX TBRAKL] R EL;
MS: 561

239 | (28)3-(4-F RAA KK 2-U-C-RFAB)EXTHR AL A K,
MS: 561

240 | (2S)-3-(4-F AAFA)2-[4-Q-AF AL X VB 2 AR B
MS: 516

241 | (28)3-(4-F AAXA)2-(A-G-AFAL)X TR AL A B
MS: 516
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242 | (25)3-(4-F RAFA)2L[A-Q-AF AL X TBLAL] A B
MS: 500

243 | (25)3-(A-FRARL)24-Q-FEAFRIOF T BAA]
MS: 496

244 | (285)-3-(4-F RAFE)2-U-G-FAFRIX T RAL]| AR,
MS: 496

245 | (28)3-(4-FAAXR)2[A-C-Z AT AFRLHX TR EAL]
A B MS: 550

]
B

246 | (28)-3-(4-F FAFA)2-[4-2- = R FAF AL X FBLAK]A
B2, MS: 550

247 | (25)-2-[4-C-BF FI)X TR RA]-3- 3R T A H B, MS: 461
248 | 29)3--FRAFA)2U-Q-TREAFEDEXTHREL] A
B MS: 512

249 | (28)-3-(4-FEAXKL)2-(4-[(FEAFRARLTBA)FT AA]-
KPP BRI} AR,

'H-NMR: 7.60 (d, 2H), 7.38-6.99 (m, 17H), 6.87 (d,
2H), 6.75 (d, 2H), 6.63 (d, 1H), 5.10-4.90 (m,
5H), 4.41 (s, 2H), 3.32-3.10 (m, 2H)

250 | (29)-3-(4-F AKX L) 2-{(4-[(=FARA TE L) FEAL-XT
BRI} AR,

H-NMR:
7.64 (4, 2H), 7.41-6.84 (m, 21H), 6.64 (4, 1H),
5.03-4.91 (m, 3H), 4.81 (s, 2H), 4.61 (s, 2H),
4.50 (s, 2H), 3.33-3.12 (m, 2H)
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251

(29)-3-(4-F . FK £)-2-{4-2-(10,11-= K =K b, flR&E
(azepin)-5-#%)-2-FM L EAE X FBLRAL ) A,

TH-NMR:
7.60 (@&, 2H€), 7.38-7.06 (m, 15H), 6.87 (d, 2H),
6.79 (d, 2H), 6.60 (d, 1H), 5.04-4.93 (m, 3H),
4.77 (4, 1H), 4.46 (4a, 1H), 3.37-3.20 (m, 4H),
2.89-2.74 (m, 2H)

252

(28)-2-{4-[2-(X P B AF R TAAIX T BB L} -3-(4-F &
AR R,

"H-NMR :
7.65 (4, 2H), 7.38-6.61 (m, 22H), 4.98 (m, 3H),
4.69-3.63 (m, 6H), 3.34-3.13 (m, 2H)

253

(28)-3-(4-F B A KR )-2-(4-2-[F A (o 3-F L) R L) T &
AR TR AL,

‘H-NMR: 8.70-6.74 (m, 23H), 5.01-4.89 (m,
3H), 4.88-3.61 (m, 6H), 3.35-3.14 (m, 2H)

254

[{4-2-(KFBAFEL) TAAIRF A -G-FRAFTHA
R]T#&;

1H-NMR:
7.79-6.74 (m, 23H), 5.06 (s, 2H), 4.89-3.61 (m,
10H)

255

[(4-F RAFL)-(A-2-[F £ (=R3-BHL)RA|TRALIXT
BEA)RI) TR

'H-NMR:: 8.64 (d, 1H), 7.79-6.80 (m, 21H), 5.06
(s, 2H), 4.87-3.65 (m, 10H)

256

{35 F - {3-[2-(Fop-2-F ) TRAPR F e A 28}
T8, MS: 434

257

{ B -2-4-3-[2-(F-2- A HBA AL TRAIRFBAL) T
B%; MS: 420.
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258 | B-[CFAXREARATBRA)FRAIRTHEAL)ED-3-X-C
B, MS : 501

259 | 3-(4-FRERE)2-B3-[FARCARATHRA]T RA}-XT
BRI} AR,

'H-NMR:
7.41-7.00 (m, 21H), 6.90-6.75 (m, 2H), 4.85-4.75
(m, 3H), 4.67-4.55 (m, 2H), 4.45-4.25 (m, 2H),
3.60-3.35 (m, 2H); 3.35-3.05 (m, 2H), 2.60-2.05
(m, 2H); MS: 643
260 | 3-(4-F FAFA)2-(4-[(R Ao -2- K- R A TBA) F AL
FYHEAL R
‘H-NMR: 9.92 (d, 1H), 7.62-7.40 (m, 6H), 7.35 (d,
2H), 7.30-7.10 (m, 7H), 7.12 (d, 1H), 6.97 (d,
2H), 6.90 (2H), 6.75 (d, 2H), 5.27 (s, 2H), 4.89
(s 2H), 4.76 (t, 1H), 3.11 (dd, 1H), 3.01 (dd, 1H)

261 | 3-(4-F RFEKA)2-{4-[ GRTAFXKHEL)TF ALK T BLR
A} FBER, MS: 607

262 | 3-(4-FEAXE)2-(4-[(BR-TERTERLTHBA)FRAL]-
KT BRI A MS: 587

263 | 3-(4-F FAKE)-2-(4-{[(2- AR L)ES-2- A F A FA FBLA)
A R T BRI R B MS: 639

264 | (28)-3-(4-F R K K)-2-{3-[2-(3- F A -2- AL -2H-% 7B ok -1-
R)TEAIRFBERAL ) RER; MS: 578

265 | (28)-3~((4-F AAFH)-{3-[2-3-F A-2-A-2H-4 2o -1-£) T
SRR F 8} 2 L) R BR (propionic); MS: 592

E#p(1c)F=(1d)
ER 18 AR R XN(Ic)(d)tysHTrBit 5k A £ C
PAEE —AS sk, AKX AWk B BABRATA 4 HNRJR,
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HNR,OR, 7 4
% 18:

Ex.
266 | N-[ (1S)-2-(4-FREFXK)»1-—FRARAFTBETK]4-TEA
FEARE KT B,

‘H-NMR: 7.75 (d,
2H), 7.44-6.88 (m, 16H), 5.30 (m, 1H), 5.05 (s,
2H), 4.22 (t, 2H), 3.25-2.90 (m, 4H), 2.88 (s,
3H), 2.67 (s, 3H)
267 | N-[(15)-2-(4-F BAXE)-1-— F R 2 A F 8K T K ]-4-[2-(3-
AR RAR-2- 2 ) TEAR T B,
7.96-7.29 .(m, 9H), 7.14-7.09 (m, 4H), 7.00 (4,
2H), 6.89 (d, 2H), ’H-NMR: 5.30 (m, 1H), 5.05 (s,
2H), 4.88 (t, 2H), 4.47 (t, 2H), 3.30-2.95 (m,
2H), 2.88 (=, 3H), 2.68 (s, 3H), 2.65 (3, 3H)
268 | N-[(1S)-2-(4-F RA X A)-1- A R E T oA LA ]-4-2-G-F
Ao g obk-2- R EH) THRI]K F 8ok, MS: 593
269 | N-[(1S)-2-(4-F EA K R)-1-(F AL RL T ok ) T A -4-12-G-
FAERAR-2- A EA) TRA)R T Bz, MS: 607
270 | N-[(18)-2-(4-F AA K K)-1-(F RA T A RA FHA) T K ]-4-
[2-3-F A e B ok-2- R S T RAR F B MS: 621

PPAR Yy 2 &4 8547
5 %45 hPPAR vy 2 971 AR M i£AER &9 cDNA i# it PCRGR A B4 R
RL)Y 3 BN S A: pGEX-4T-2 ¥, %42 (pGEX-hPPAR&gamma;)
WINKBAE T, FELFPHEHL SR S-54585(GST)ak4-49
it B &K ¥ shib(Elbrecht %, J. Biol. Chem. 1999, 274, 7913-
7922)
10 Aeo-# 5 GST-hPPAR y2 #2542 8 it # Lehmann % F7#hik 64
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10

15

20

25

F%(J. Biol. Chem. 1995,270, 12953-12957)44 it 7 sk #AT M Z 49
SHRQ.SugE 96 LETY, EHKEH R F &AL TS5 PHBRL-
49853 (100 nM)—Aefe 4CTFHE 3 B, ARLARBA 200ul &
Tris-HCl 10mM pH:8.0, 4~ KCl 50mM #= DTT 10mM £+ & ¥ .
JE4k B b sk A2 i@ it & BRL-49853 100 MM A A TRZH. RAELR
SMREBELEBEILT SRS AR-IFE4E 4B 4 Multiscreen
Durapore (Millipore)tsi # . R BRAH 5 —ARMHF 10 54,
REE 135g B 2 o4F. ATHRERBESHIKRLE, WALR
BB Ak 10mM % F 10 24P, -kl B S BL, A& 4 800
ul &4 19 B A A B BLIR F IF B €A 6 AUAT E MR SRR PR LR
(Microbeta Wallac, Perkin Elmer)i# /7% &.

LBD-hPPAR & & & 4F Al X 56

COS-7 tmfe Rt 24-3UR ¥ 3EF A pFACMV Jraise s, #ER
¥4 A A 5 PPARy LBD #k4-¢9 GAL4 DNA #4856 %6 a K.
TR GIRE F A h pFR-Luc, CEAEFIRAZTHBAA#HRY B
FZ AR EANAEEN GALA-A AT, RAEBEAFH A,

Bt EFTIEF & COS-7 MmIeF BaTb e, HRE RS F A
BBELRBAWET. BERFTHFINFESSE 48 PHE, R
A BE b R 7 PPAR 7 Wxt iR-4 4 2 9 45 FAL IR A A (Wright =,
J. Biol. Chem. 2000, 275,1873),

A% PPARa . PPARB & PPAR y2 & % %

i# it RT-PCR ¥ 3 A% PPAR. *f§F hPPAR«, RNA g AL
B 4L 72 44 HepG2 4mft; *xFF hPPAR D, RNA 1§ g A 2472 HepG2
#mpe; *+F hPPAR y2, RNA 13 § ARG RN, SN HEOh K
# %, M3t pBluescript (Stratagene®)Jt LA 5. #BHESAMBE N —A L
M A R AR AROR AT — ¢ B LA PCR 3738,

GST-E o E a2

HTFAEXEELSEE, 4 A PPAR 6944y cDNA it
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5| pGEX4T2 (Amersham Biosciences)¥ . % b BAAZEL A 4086 54 1L
¢y pBluescript-cDNAs LB ¥ /%], A TRERAR —HF LHKRE
& $94ER A (in frame) 7.4, *F pGEXs M@ #ATT A,
GST-hPPARy2. GST-hPPARaz GST-h PPARS @4-F G2 £ X
5 MAF#EH (BL21 #H# DE3) L > 44y, Wik 1B BRAFEFTZE
A600=1.6 odu ¢4 FE, REBitI A F&HE-1-F-B-D-viboh F L4
(PTG)-# -2 R ZLREH 05mM FHFEFRE, IPTG-5F49
BHRMAEZRET on £k, 5000g B 15 o476, KEmk., 2R
FaEE, 34 F ) £(Amersham Pharmacia Biotech)3£ 549 L%, &
10 F AR BR-37 Ae A2k I GST-a 4% & A @B F sk, $EH
B AR E 4CEAT o k., ZARLEA SDS-PAGE 441, &4
4% & 18 it Bradford 7 A M. RAKFH EAFL-80C FEREA .
GST-hPPAR o A= GST-hPPAR 3 44
K 96-3L32 # 4., 3% PPAR o % PPAR B (5 pg)e[3H]-GW2433
15 (*F F PPARa#= PPARB4-#1% 100 F= 50 M)A AT, AEF RHEH
2 B4hARch 100ul, 44 % ¥ &4 50 mM HEPES (pH: 7.0). 50 mM
KCl. 5mM EDTA # 10 mM DTT. 453 He42E£4H 50 WM &
GW-2433 ¢4-F AT F 300, MAEZERTRE 2 6. BiLE 96-3L
% 4 4 7 X A Sephadex G-25 3 Al Multiscreen Column Loader
20 (Millipore)i#t /T HE L &%, 12 TR Bk G #E B ST Be k5 5 .
é’t.ﬂx.éﬁziﬁt 7 P8 TR AK I MR 1T $F) Microbeta it 4k 38 (Perkin Elmer)
HATHRRE
EX 19 “P_W_TTi\}iafJ 0 — Lo ) F A R o ReTE 4K

#.

25 %19

Ex. Fhalt e EM FAalt Fhah
PPARYy® PPARy PPARy®Y PPARy®
20 +++ W% FHF) + +

89



200480023119. 5 oW B T5/76 00
21 +++ o #BHH + +
27 - ECE i) + +
95 +++ W oh + +
98 +H+ HHA + +
129 +++ o B A + +
131 ++ R4 BB A + +
136 ++ FE A + +
141 ++ FE A + +
142 ++ A + +
145 ++ A + *
146 ++ FEHRH + +
153 ++ oA + +
160 + A4 3H + +
161 ++ F A + +
162 -+ FHA + +
163 -+ A + +
164 ++ FEHHA| + *
170 ++ FE A + +
176 +++ FHRA ++ +
180 +H+ B ++ +
183 +++ P kil + +
184 ++ FRA + -
185 +++ 4B + +
187 +4+ #3h A + +
188 -+ R4 # B + +
192 + T &kl + +
210 ++ BB A + +
218 +i+ FHH + -
237 ++ BR4G-EEH A + +
238 -+ A + +
243 +++ FHA + +
267 +F o R + +
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200480023119. 5 oM P ET6/761

M4+, Ki< 1000 nM, ++: 1000 nM< Ki <3000 nM, + : Ki >3000nM
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