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% SH fo:41)) X1 Se_.R v
HH 6 ) X xe
Xz X Hr 35
Xs (FRO - x rox o av-2)
x> (XT)

(4 3% 1]

i@t AR . Z MR, N-F AR Dok N-F kR 5 £ T,
EANEN 2T, 845, R, T8, WAkH. B, F A
ARk, —WARALKRTIK, K, REBEHNGREYT, KA LETH
LEREAAEALT, EANENWMEET, HELSGHVHRNT X. X
Xy Ae X, 4o LB ) 5 A Y (XIN(A T XEATREF @ RAY 4o LATiE)
B, ABASHALD)(RT R X Xp X5 XgAm Y X4 k),

H LA (11-2)3 BB A T 3K 2 4 mibE % (111-2).

[ B 2]

Tk B R el G4k . N EAAZ. AfbdEde. XA, 344
HAET, AENEH W TEE. L. L., ZIEK. WarkwH. FAL
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98804042. 5 o 15 3E38/95m

Bt . —WEARE K., TR, . ARNTE, K, SXLLEN GRS
Wb, EAINREZMMBREET, EHEHA2)E T R X X X;s
X, Ao Y & L4 b4 B T A AL A (1H1-2)(£ F Ry X, X, Xs,
Xy A2 Y & X4 L),

BRBOA T H 3R 3 R 4 A4 (111-2)iF 7] 4 s AL &4 (11-2) 3K (1V-2).

[# 3% 3]

EEAMA dost, T AMEA . SEBRIR_TFTAIRGALET, AR
PORA 4 TR, LB, LB, ZIER. WAk, FALR., —FAA
LH. BB, TR, K. ST ATEBERTE, K, RXLEH R
bMd, RERGEEEMNQERLT, EAHBREZEMIRET, LS
W (111-2) AT B AL 7T A A A (II-2)(XF Ry Xiv Xon X5 X2 Y &
4o E).

[ % 4]

fddekTr . Z 0. N-FRADRA N-FRREOALET, £A
MR A R F . A4y, TR, LE., Bk, WAk, ZFAR
B, —WAALER DK, K, RXEEHNGREHT . AETHFELEE
AT, ELMSEEMBBET, H4SHAI-2)(NTF R X,
Xoo Xio Xo#0 Y 23040 E)E B R A Ri-YX(AF Ry XA Y £ XA
by, FEEE R-NY(X ¥ R A= Y &340 k). FBLEALH R)-O-YX(X
+ R, XA Y & L4 k). RAKTERNAY R)-S-YX(XF R XA Y
& e FYVE R, A RAEHAV-2)(XTF R Ry X Xon X3 Xgs
YA Y, R4 k). RE, wREE, EFAN LEARF =%, £
AR TR N-ZBA-S-BRAE-2, - FRBIKONALET, £
HHEA o —FA PR, —ATHK. &%, CH. Warkvh., —FX
TR, WEALBS TR, KX EANGRSY T, A4 HEREE IR
F T, i 4 (111-2)5 % 8 R;-COOH(X ¥ Ry & L dm L) K ARA
R,-YSH(X. % R, Ao Y 4o b 5F &) 80 T84 R A 40 1-CK-3-3-=F AR
AAAVE DA hRE. SR AK R, RAMBAE RS
KRB H ke AT R, T A AL A4 (IV-2) (3% B R 7] A Ao vl S8 3 =
et B T A7), sbah, B =GR RO 0 A L T 5 E AR
MBS E A ET, ENFER v LB OB R Arkh, KX LR
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98804042. 5 oo 1 3E39/95m

B, EAIBEZEZMPGRE T, Bit A JI-2)5 £ B
R;-COOH(RX ¥ R, 4o LATA)R B, T & RS H(IV-2). & R, 2 & A0,
TR AR AL &9 BE BEAT LA S IR, R BRVA Cde g ik AT KT R A4 .

ERGBASHA-2)HFEAT, ALESTER2RXNTEFETXRT
EHERI0E, BHEHTTRK 4, LT mALEMHIV-2).

TBLHITTFRFTIE S X S RASMH(V-2). & R, A7 7 A B
AR BI AN, TR S REHNLEN, RE RATHEFARKLY S
AN, TR SEHHEIEY.

[ 3% 5]

EANEF 4w LB, T, WA%kd., 1Bk, —FARALKR. &
BRI SRE, K, XL EA R T, EFTREMBCREE T, ik Ry-X(K
F R, An X & e P sl A do s AR BRBR 4R BLEL, AR KIS B Am 84
BET, @AFRER T RALESHAL2)(KT R X Xow X5 Xe A2 Y
E 4w L) Fe g by KSR SRS . RRALAT. BKBR AN . AR BR AT SR AKX
A4, dbT A mAEeH (V2K T R Ry X Xo X50 Xy Fo Y 2
4w b)),

[+ % 5']

EORMAETY, BAKGETRNMBERET, % Ry-SHEF R, A X
do k)l = WA ok ek B, 6 ATARIER Y e b kA4 (I1-2)(X F R,
XioXo X5 Xy Ao Y X 40 L) 5 BMBA AP EALK T, £8ie = Tl
HoE . N-F AGof sk N-FHRREHAET, EKBETRTREK AR
BRL Bt ARG Ak FTAF RO R th B 4T RRL 5T 4 A AL A # (V-2) (3 F
R. Ry. X+ Xpo X350 Xy#e Y &40 1),

45T ) F @ 6 gy A AL A4 (11H-2),

[ 3% 6]

FEddeor, ZTH. N-FADHE N-FRRKEOEET, AA
MEF R FH%. 4. FR, Ll I8k, Warkh,. —FA 4
B, —FTRACKEATK, K, AXLEZHNGREDY, RERFLAS
FOHEALT, EAHNBEEMRRET, BHEHX(RT X. Xs.
X, Ao Xy & X4 EY54E DX T R X Fo Y & 40 B3 AT R A,
TAaBRASHAN-2)N(XF R, X;w Xo. X530 Xgfo Y &340 k).
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98804042. 5 oo 1 3E40/951

[ 3% 7]

Ewde L. AR, EURALAT. BEERAT. BK B 4N AR BR AL4h
HBETF, EHIERNN 4 FTE, L8, WAk, k. —FRAK.
LEE, R FRAE . K. RZEIEA RS T, kA E AR E
T, s meaXD(RTF R X. Xoo Xs Xgfe Y &3040 B AT R
A mALAHAI-2) XF Ry X Xow X3v Xgfe Y & L4 L),

4,77 18 i F & 8 R A AL e (TH-2).

[ %% 8]

BG4, Z LR N-F LA DR ELET, EHIER 4=
WA PR, WAk, JIERR - FAKATK, RXEEHNGRED
b, EANBEERPEET, BEASHVIDRT X,. Xpo X5 4
Xo % S EYE A (XID)(XF Ry. Rpde X & X4 B)R i, HAriF
P ERAER o K EBERIA T AR XL EH G REDT, RERH A
EAGEALT, AT, #BIARE, TERAEEH(VIXTF R F
R, THEXILE, #AEZRAKALFTAKTE, @ X,. X5 X3 4=
Xy X 4w k),

[ % 9]

BX R A e R AT A, 45, 4. ﬁ;ﬂ%ﬁ%\%%%ﬂiﬁmﬁ
@&T EANENw LR GE. LB’ T8, LB, WaRrkH.

B AAR., —CFTRLAOERTAR, K, RXEEFNGRSDT, &
/A%Pmﬁﬁﬁu#n BETF, 5 HVIDXT Riys Ry X Xo X3
Fo X, & 4o EYRATR A, ¥/ HELEHXIDNAF R XY
F e L)E SR, = LMk, N-F ALk N-F Akke) A AT,
EHEMEFwESH . —A T, Wik, OB, —ER., —FRHER.
—HWAA K. FERTK, K, REXEEFNGREDT, A FFLEE
)9 R SLF , A3 B A GRE T AT R, T A AL S (IX)(X F R.
Rij» Ripv Xiv Xoo X350 Xyfo Y @04 1),

[+ 3% 10]

e R AT, B8 . BT RBAARKBAMGHFET,
ﬁﬁﬂﬁﬁﬁW% Lﬁ WAckH., MR, —FAATK. TERK

FRAR, K, RXLEFNGRAHT, ELHNEMMPEET, £
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98804042. 5 oM P E41/95m

H4AXNXF Ry Rips R Xiv Xov X3o X A9 Y & 3w E)BATR AL,
A BAL S (-2} (X F Ry X;w Xov X5 XA Y 4 1),

4,57 i oA (VIIDiE i F & 69 5 B 11 A A& (V).

[F 3k 11]

L BH R4S, 4. 4. 5 - DA, FALMH KRR
BET, EANER LR CE. L. T8 . LB, L8, 9EAH.
ZIER . S A AR ;WQ%L% W, K, RXLEHNGREY
v, A E R ,ﬁ%A%wmmx¢R”fm\x\m\m
r%&&iﬁi)ﬂﬁf ¥ P A3 5 A B RURALET . ELRLAR.

R 47 %M%&&&m@ﬁﬁT A AT 4o T EE . W R KR L%
S, LR, —RRARRZTALATK, K, RZEEHNGRSY
o A EMBGRE THATRA, bk S E B et A
4. SEBIR_TFTEATREAET, EANEN TEE. LB, LB, =
e . W AR d . o7 R AR :_YTJ?.L}EL%% B, TR, Tk, :.EP

A WEBERCH, K, RXELEHNGREDT, RETFALEEANGF

T, EAHEMMBEET, ﬁ%&ﬂ,ﬁ%ﬂmé%am(ﬁ¢xp
X5 X3Ae X, & L 40 k).,

WAZ R L ()T R Cdm b o B Fo bl ik AT 4 & Ao s,
4o RYE . MERSEG . FIR, 48, THHREE.

B 4 4G Rt A, KRR A E—Fr 3 P IR F AR, X
B MARBRERAOMMOIFARLANTEA.

%3 AR R 6 B AE T K

AT AL FEARB LK) A EBHFmGL, 2ERLPARIRT
2o

% 364 1

b R I-[2-(FF KB AR AR R A (R(Q); R=RT A, X,
XprXFﬁﬁ% Y= &, Z=2-(F KBLAE R KHKL)

T 1) £ 0CHHR-(2-BAFRK) =AY (8.00g). 3 (6.5ml)
%@Wﬂwwm%&é%,@ﬂ#ﬁmﬁm%EQQMMOM$E,M%
Fokh Ao th KRR AE, AR KBEBAFEAEIETRITEALE, 72
B4R, ALB-CHEAEAMFAKRFTIAEAKERINATHED
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98804042. 5 oo 1 3E42/95m

(11.15g, % 83%).

e 45] 2

A A BC[2-[1-(2- T A T AR T A R AR A= (X (J);
R=1-2-TATHRKRTE, X;. Xov X350 Xe=8RF, Y=82, 2=2-[1-(2-
LA TR TIBEARKLIRKAL)

) TEHHE 60%E A4 (980me) £ W Ak (80ml) ¥ 49 BF R, St
G E P E AR O F B (3.00g)8 W Ak hAE &R (10m]). MmEE, #Hit
BAMBHE 1N FANE 0C, REQLTHEME 1.5M FAERK
W UEIER(8.Tml). RE, TRBEH 1S5 IHFLAHEOCE, &
o An A 138 -2- LA T IR (4.64g) 0 W vk s B & (10ml)., s R
B AR 2 E R AT A, G s B R T A A KA 10%3E BRSO
A LB LB IO R . A e AR 3K AR LA SR K AR ER AR T
KB, FRE, BAFERRERD 1-Q-TATHAAR IR FEG.17g,
BE: 64%).

i) ¥ b DFFEE 1-Q-TEA TR TR T BE(1.50g). FBLA
(0.85ml). —&A FHQm)F P EH - FATBRENREHEETR TR
o, REREFRINAS 1-Q-TATHARTEEAR.

FH 1) TREHES-Q-R AR Y (825mg)# b R
(20ml), HELFiFEI L i)PFR MR 1-Q-TATER)RTEEL
f. MEE, £ 100CHEREHTR., RERES, ALREER
F ho A KB LB ESF IR, A AR AR KR AR HLUE FF R ROKER B 4N T
K, RE RS, ¥R A BT HERAE G ERTEALRTR;, i
L LBE=15:1)1F 8| BT E 164 (667Tmg, HLFE: 32%).

= 364) 3-8

MRS TS 1R 24ERMF %, FRARIF2HATHRED.
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98804042. 5

w15 2E43/951

m.p. (T)

IJHNMR (CDCl; 300MHz)

86 - 87

8.52(2H, brs)

8.46(2H, dd, J=1.5, 8.4Hz)
7.40(2H, ddd, I=1.5, 7.8, 8.4Hz)
7.21( 2H, dd, J=1.5, 7.8Hz)
6.94(2H, dt, J=1.5, 7.8Hz)
1.25(18H, s)

8.58(2H, brs)

8.48(2H, dd, J=1.5, 8.4Hz)
7.42(2H, ddd, J=1.5, 7.8, 8.4Hz)
7.13(2H, dd, J=1.5, 7.8Hz)
6.92(2H, dt, J=1.5, 7.8H2)
1.90-2.10(4H, m)
1.10-1.80(30H, m)

0.78(12H, t, J=7.2Hz)

144 - 145

8.93(2H, brs)

8.50(2H, dd, J=1.5, 8.4Hz)
7.69(4H, dd,J=1.5, 8.4Hz)
7.40-7.60(8H, m) .
7.31(2H, dy, J=1.5, 8.4Hz)
6.95(2H, dt, J=1.5, 7.8Hz)

156 - 157

8.78(2H, brs)

8.40(2H, dd, J=1.5, 8.4Hz)
7.55(2H, dd, J=1.2, 5.1Hz)
7.20-7.45(6H, m)
7.10(2H, dt, J=1.2, 5.1Hz)
6.95(2H, dt, J=1.5, 7.8Hz)

157 - 158

8.44(2H, dd, J=1.5, 8.4Hz)
8.04(2H, brs)

7.41(2H, ddd, J=1.5, 7.8, 8.4Hz)
7.24(2H, dd, J=1.5, 7.8Hz)
6.96(2H, dt, J=1.5, 7.8Hz)
2.05-2.20(2H, m) *.
1.20-1.70(16H, m)

0.93(12H, t, J=7.2Hz)

8.51(2H, brs)

8.48(2H, dd,J=1.5, 8.4Hz)
7.40(2H, ddd, J=1.5, 7.8, 8.4Hz)
7.22(2H, dd, J=1.5, 7.8Hz)-
6.95(2H, dt, )J=1.5, 7.8Hz)
1.80-2.00(4H, m)
1.25-1.70(16H, m)

1.18(6H, s)
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98804042. 5 oo 1 3E44/951

IHNMR (CDCl; 300MHz)

8.46(2H, dd, J=1.5, 8.4Hz)
8.41(2H, brs)

Q 7.40(2H, ddd, J=1.5, 7.8, 8.4Hz)
7.13(2H, dd, J=1.5, 7.8Hz)

Fo& A |6.91(2H, dy J=1.5, 7.8Hz)

HN

5/“\ 2.00-2.15(4H, m)
1.45-1.75(18H, m)
1.15-1.25(4H, m)
0.87(12H, 4, J=6.6Hz)

¥
&
=
.
N
g
¥
3
~
3

8.50(2H, brs)
8.49(2H, dd, J=1.5, 8.4Hz)
] 7.41(2H, ddd, J=1.5, 7.8, 8.4Hz)
. 7.15(2H, dd, J=1.5, 7.8Hz)
F. & B |6.92(2H, dt, J=1.5, 7.8Hz)

HN
1.89-2.00(4H, m)
1.10-1.66(26H, m)
0.85(12H, d, J=6.6Hz)

R EEHRG 1 F 2R 7 EFE R34 FATHNEY 1-]
£ 1-19.
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98804042. 5 B
wooW A5 2E45/95W

P ey No. e
[o) (o)
\(“\NH HN/u\( /\j/l
I oo | ﬁj @

(CM"' CHs

[

12 @}—\@ 18| o ©/ Y)
L. WA A, WA

13 c@/&s\@(} 19 ©/S-S\©
A, O N
14 Crs_\(j 1-10 @icjs»@j\@

| o] o, S
"1V O OO
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98804042. 5 0 ;
wooW A 2E46/950

& 4
%% e R e
[¢] [2] [«]
Fop L qel Jeg g !
-3 1 (js_\@ 1-17 ©,s—\©
o o

QP 40
HN
1-14 Ph f s..\@ Ph 1-18

Mpssiters
T, A

lcme

1-19 ©/s—s\©

CFy

E#4] 9
A ON-Q2-F AR )2 2-— F A ABL (X ); R=RT A, X X,
X3\ X4:%—;’L/§\%a Y:;ﬁh 4 EL}% %)

F ) FIBAAE R F A | P AT R4 - [2-(FF RBLA ZUR) R A
= H AL (300me) A F 8% (0.4ml)-v9 Sk (4m) T 69 R A4 . & KT AN
B S 4044 (T0mg) 5 FT A3 ke Ao R 4 BT, AT RN 10% B8R
B, A LUB LB ERFE &, AKkAftbFah Kk AR NE, A RLKR
Bah TR, FRE, RELERFAGBAFTHALARAEE LS EH A
AL(RF R, TR LB CEE=10: DA AT E LAY (B4mg, MF:
28%).

F 34 10

Ak N-(2-3RAFRH)-1-Q-TAT AR T 8k (A (I); R=1-(2-
LATEFTE, X X X3v X=8ATF, Y=5KE, Z=2ART)

FH ) £ S50C, H LR EZHkG 2 FBHR-[2-[1-Q2-TAET AR
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98804042. 5 oo 1 E47/95m

T A B ATR A=A (667mg). = R EME(577mg). —ME 4 (8ml)
FoK(4mD) A RAdp it 1 o, LR AMAHE, LT A IN AR
b ks, B R AR EF R 10% BB m P A, B L8R B FIR
Ja, Miafe /KR EZERAR KRB MN TR, THRE, REILER
F ¥ FTiF s id il s (R FH, T LB TBEE=15:1),
FE T EASMBT8mg, HE: 56%).

x5

5% A1) 4 m.p. (T) | IHNMR (CDCI; 300Mz)
8.42(1H, brs)

o}
8.31(1H, dd, J=1.5, 8 4Hz)
NH 7.50(1H, dd, J=1.5, 7.8Hz)

9 SH 69-71 {7-30(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.00(1H, dt, J=1.5, 7.8Hz)
3.08(1H, s)
1.36(9H, s)
8.45(1H, brs)
8.33(1H, 44, J=1.5, 8.4Hz)
Q 7.51(1H, dd, J=1.5, 7.8Hz)
7.31(1H, ddd, J=1.5, 7.8, 8.4Hz)
10 NH 68.5 - 74.0 }7-00(1H, dy, J=1.5, 7.8Hz)
SH 3.07(1H, s)

2.05-2.25(2H, m)
1.20-1.80(1SH, m)
0.79(6H, t, J=6.9Hz)

F 4] 11

AR N-(2-F A R R)-1-F KA IR TH T B (R (); R=1-5 KA
A, X Xo Xy Xe=R AT, Y=EK, Z=2E&TF)

BB 6) N-[2-(1-7 AR Tl )3 A KA AL -1-7 R AR IR Ton 7 B
(R(XI); REL-FALATRTE, X Xo. X5o Xe=8 BT, Y=§4)

TR A 2-RAFKAE (15.8g)09 7o i & (500ml), FEHFiE
A 2 AERARE) - AR CHEARBER. i, £ 60CH i 2
DAF, AR EAR, BEREWIEE, WAKFR LB LA FRER,
JA i Fo B B AN KR R . B A b A 3 KR K SRR LR, IR R KL
AT IR, BUERGE T ERIFEIE S, AHHb KM (60g).

TW 7)) ARARAT, LA FIE 6)P 35 645 (60g) A M T F 82
(60ml)-T9 Z.7% 7 (60mli) 49 R4S A F . & 3 F I N A AALET(24.2g) 7T £
BAF R LD, S, mAKGSOmD, A TH(50ml x 3)5k &
IER, ARARBRAABRAKE, BER AL ER. ARFt0dth Kk
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AAHE, AR KARBRAAT IR, FFRERLEN. B IRKR KPR
Gk B AR EIR R BT B A M (23.1g, KFE 60%).

F A4 12-18

MR E A 1L ARNFTEREA6HTFATHNREY.
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w1 2E49/951

%6
5 5451 b mp. (C) | lTHNMR (CDCl; 300MHz)
8.34(1H, brs)
8.30(1H, dd, J=1.5, 8.4Hz)
o} 7.50(1H, dd, J=1.5, 7.8Hz)
7.31(1H, 444, J=1.5, 7.8, 8.4Hz)
NH . 7.00(1H, dt, J=1.5, 7.8Hz)
11 SH 109 - 110 3.01(1H, s)
1.10-2.20(15H, m)
0.85(6H, d, J=6.6Hz)
8.42(1H, brs)
o 8.31(1H, dd, J=1.5, 8.4Hz)
7.50(1H, dd, J=1.5, 7.8Hz)
NH 7.31(1H, ddd, J=1.5, 7.8, 8.4Hz)
12 SH 82 -83 }7.00(1H, dt, J=1.5, 7.8Hz)
3.07(1H, s)
2.04-2.20(2H, m)
1.25-1.75(8H, m)
1.30(3H, s)
8.27(1H, dd, J=1.5, 8.4Hz)
8.26(1H, brs)
o 7.50(1H, dd, J=1.5, 7.8Hz)
7.30(1H, ddd, J=1.5, 7.8, 8.4Hz)
. , dt, J=1.5, 7.8H
13 NH 66-68 |1oear o
SH 2.15-2.30(2H, m)
1.40-1.80(9H, m)
1.15(2H, m)
0.85(6H, d, J=6.6Hz)
8.37(1H, brs)
o} 8.35(1H, dd, J=1.5, 8.4Hz)
7.50(1H, dd, J=1.5, 7.8Hz)
NH 7.31(1H, ddd, J=1.5, 7.8, 8.4Hz)
14 SH 120 - 121 |7.00(1H, dt, J=1.5, 7.8Hz)
3.07(1H, s)
2.12-2.20(2H, m)
1.15-1.83(9H, m)
0.97(6H, d, J=6.9Hz)
8.38(1H, brs)
0 8.32(1H, dd, J=1.5, 8.4Hz)
7.50(1H, dd, J=1.5, 7.8Hz)
NH 7.31(1H, ddd, J=1.5, 7.8, 8.4Hz)
15 SH 84 -85 |7.00(1H, dt, J=1.5, 7.8Hz)
3.07(1H, s)
2.05-2.19(2H, m)
1.20-1.70(10H, m)
0.90(3H, t, J=7.2Hz)
8.38(1H, brs)
o 8.32(1H, dd, J=1.5, 8.4Hz)
7.50(1H, dd, J=1.5, 7.8Hz)
NH 7.30(1H, ddd, J=1.5, 7.8, 8.4Hz)
16 93 .94 [7.00(1H, dt, J=1.5, 7.8Hz)
SH 3.07(1H, s)
2.05-2.20(2H, m)
1.20-1.70(12H, m)
0.88(3H, t, J=7.2Hz)
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98804042. 5 o 1 ZE50/951

5 3641 bt m.p. (C) | lTHNMR (CDCl; 300MHz)

8.37(1H, brs)

8.31(1H, dd,J=1.5, 8.4Hz)

1% 7.50(1H, dd,J=1.5, 7.8Hz)
7.301H, ddd, J=1.5, 7.8, 8.4Hz)
17 NH 97 -98 (7-00(1H, dt, J=1.5, 7.8Hz)

SH 3.07(1H, s)
2.05-2.20(2H, m)
1.20-1.70(14H, m)
0.87(3H, t, J=7.2Hz)

8.42(1H, brs)
o 8.32(1H, dd, J=1.5, 8.4Hz)
7.51(1H, dd, J=1.5, 7.8Hz)

7.31(1H, ddd, J=1.5, 7.8, 8.4Hz)

18 . 92 -93 {7.00(1H, dt, J=1.5, 7.8Hz)
SH 3.07(1H, s)
2.06-2.202H, m)

1.20-1.95(11H, m)
0.89(6H, d, J=6.6Hz)

SO, I BB E el 11 AR FE, B E&E KR 8 P THLEY 11-1
F= 11-2.
ﬁ84_
%% 14 %5 o4

O
Q
NH
11-1 SH 11-2 MH
0, i SH
FsC

3

3641 19

B N-(2-2R 28 -5-F AR R A)-1-F AR g F B (X (I); R=1-F
ERTK, Xi. X3v Xe=8 BT, Xe=F AKX, Y=84, Z=8&F)

I B) S-(4-F AA-2-AAFI) N, N-= F AR EL T #Es5 (X
(VII); Ry. Rp=F4&, X,. X5. X;=8&KF, X,=F&aL)

EO0C, ##FH T, ¥4 4-F R A-2-FA L KB (4.000)89 = F 4 FBLAz
/% (20ml)iE Am B A48 (1.04g) 2 — F A F BL i (40mD ey & m b . Jm
B, ERERSYEH 3004, BORF A _FEARKELT
BLA(3.65g), FFHIERA ROCTH# 1| BT, iLiERAHE, BELF
MNKFR TR OB FRLER. A S%EBR. KiioFf LKk B
M E, FR RKEBB ST IR, F W RIRE F AT EEAY T o N T B#k-

69



98804042. 5 o 1 E51/95m

O, R ERIRG BARFD H EBRKRGS.11g, KFE: 84%). RE,
& FT 43 7 4(3.50g)F Ao A K AL B (10ml). £ 210CHEH 1 BB, kit
ERAH . PR RBIEARAGERTR, Tk LR LE=7:1-3:2)
AT 4 AT B PT EALE(3.35g, E: 96%).

FIR 9) S-[2-(I-FARIKEHFEARAL)4-FAEFRA] NNN-ZF &
BAREL FEE(X(IX); REI-FARXRTE, Ry R=FHE, X, X;.
Xe=8 BT, Xo=FRE, Y=HKK)

¥4 Lk F B Q)T 53] 494L-A- 4 (2.00g)F= SnCl, - 2H,0(3.652)49 T
B GBS AR (TSmD)EEREH TR, @IER T oA LB LBE(100ml),
KRG BE L P I A G R IE R . G RS P A AR 4R FH R T
TG E AR, R IERIFE S-Q-RA4-FAARXL)N, N-=F AHK
AL FEBS(1.64g, KE: 93%). @ F A A (2.9m])Fe 245 (20ml)
B, TRHET, L PENl -TARXRTIHEKBE (1.39g), HAHHH
1B, RABIRIERE, AR A LR UEERER., AKFetefe i
KR ME, R KB TR, @i REFI Aad, FLEd
MGG EETA, Tk CBRUE=3: )#TENFIMENED
(2.41g, HKE: 95%).

H 3R 10) F L& S 9)F 8] 4945 (250mg)hm A F) A A R AT
(140mg)A= ¥ 85 (1.5ml)-m9 £ 70 (0.5m) 95 & ¥, FH B A =
T30 AT, AHE, mAKFAR TR RAKE., AR AT KE
BERAGILIE R, HER LR OEEF IR, A KAtede oKk ALE,
F R KBTI, REBHFIRAHETAZ EERIT A, T
AR LB 40:1)4E 1013 3| PT B 10549 (104mg, HLE: 52%).

% 36.4] 20-24

BB E T 19ME M FERB KO F A THALEY,

70



98804042. 5

BB 2E52/950

m.p. (C)

AR

8.75(1H, brs)

8.19(1H, d, J=2.7Hz)
7.42(1H, d, J=8.4Hz)
6.57(1H, dd, J=2.7, 8.4Hz)
3.82(3H, s)

2.91(1H, s)

2.05-2.15(2H, m)
1.25-1.70(8H, m)
1.30(3H, s)

20

103 - 107

8.59(1H, s)

8.34(1H, brs)
7.61(1H, s)

3.10(1H, s)
2.00-2.20(2H, m)
1.10-1.75(13H, m)
0.86(6H, d, J=6.6Hz)

21

56 - 57

8.75(1H, s)

8.55(1H, brs)
7.60(1H, s)

3.09(1H, s)
1.10-2.20(13H, m)
0.87(6H, d, J=6.6Hz)

22

83.5 - 85.5

8.44(1H, brs)

8.22(1H, d, J=1.5Hz)
7.33(1H, d, J=7.8Hz)
6.83(1H, dd, J=1.5, 7.8Hz)
2.96(1H, s)

2.34(3H, s)
1.10-2.20(15H, m)
0.85(6H, d, J=6.6Hz)

23

85-87

8.50(1H, brs)

8.17(1H, dd, J=1.5, 8.4Hz)
7.21(1H, v, J=8.4Hz)
7.00(1H, dd, J=1.5, 8.4Hz)
2.73(1H, brs)

2.4703H, s)

2.05-2.20(2H, m)
1.10-1.75(13H, m)
0.86(GH, d, J=6.6Hz)

24

n-72

8.20(1H, brs)
8.12(1H, d, J=8.4Hz)
7.31(1H, s)

7.10(1H, d, J=8.4Hz)
3.05(1H, s)

2.28C3H, s)
2.08-2.16(2H, m)
1.13-1.60(13H, m)
0.85(6H, d, J=6.6Hz)

71

IHNMR (CDCl; 300MHz)




98804042. 5

i

o %53/951

BB L LB 19AE A FH &, LIFB T A 107 T 69406-49 19-1 £ 19-9.

%10
%% [ 23 ey
o)
op:
SH
19-1 19-6 ©/
F
(o}
NH
19-2 19-7 ©:su
F
(o]
(j/l Y
SH
193 19-8
OMe
)
NH
19-4 199 @/
F
19-5
SE 36,45 25

S S-[2-(1-FF R AR T AR R )R AR ] AR TR B (X (1); R=1-
FRAFTE, X;. Xoo X5 X=R8 AT, Y=84L, Z=CBRL)

F®R 4) TR, HHET, @5&BELHh6 9 FHK 2). £k4) 11
FI DRE®RSG] 19 T 10)48F) 69 7 £ 72 6 N-Q-FHARKKL)-1-7 K
BOR Tk BB (600mg) Ao vk o7 (0.48ml) 89 B 45 5 & (10ml) F i hm T B
2.0.17ml), BRI HF 1D REBEFINKRAVE R A EER



98804042. 5 o 1 ZE54/951

R T LB L EE=12:1)4E 41T 5 BT H LS4 (666mg, I FE: 98%).

F 45 26

S-[2-[1-(2- T A T AR T # AR IRA] 2-F A #AK R B BS (X
(1); R=1-(2-TATAYRT A, X;. Xp» X3v Xe=8AT, Y=84k, Z=
T B )

FIK 4) TR, WHT, G4 L) 10 F5) 69 N-2-30E8 K K)-1-(2-
AT BRI Tk F BB (43. 7zg)ﬁmttvf" (27 Tml) ) 845 & 7% (300ml) ¥ &
he BT BEA(15.0ml). HFaddts 1 . REES, WmATIKHFRE
TLIE A BAR . RYE IR R, ﬁ*lfﬁi']é’)ﬁi/\% 2 FE R AT & (R F R
Ol LB L BE=15:1)4401F 3] BT 404 (50.72g, M E: 95%).

F ) 27

B S[2-(1-F T AR THEBEARL)FA] 2-F A 5K A B ES (X
(); R=1-FTAKTE, X|. Xo. Xsv Xg=8 BT, Y=8E, Z=FT
Bk AR )

I 4) TR, BHET, G FEk 18 FH 6 N--2RAXK)-1-F
T AR OI% F B AR (2.50g) A0 w52 (1.8ml) 49 & 45 & R (25ml) F @ An F T
Bt A 2.(0.92ml)., HokiEEBEEE 1 0. RE BRI AR Y E R
G (RITA; O TETE=15. H)EMFRMENLESH(2.94g, K
% 95%).

£ e 28

R S-[2-[1-Q2-TAT AR T BEARKRA] 1-TBAKKE-4-
B T E B (X (), R=1-Q-TEATARTRTA, X, X X3 Xe=8&T,
Y=3J, Z=1-TBik-4-%"ZH )

T 4) TR, A FEAS 10 356 N-Q-2RARXK)-1-Q2-TAT
BOIR O F BB (933mg) A etk s (0.5ml) & ﬁ’U?f}%‘\‘»fi(lOml)n%i Ao F| A 1-T
Bt A o S5 B AL (500me). 1- LA 3-G-—FARA AR - iz g &
(616mg)Fe 1-#2 L K H = =4 (435mg) 8y A4 B R (10ml) 7 . i R4

NEb. 3RS, mAKAR LH OBEERLER. At KRER
HUE I )RR BB AN T 1. RE BB RA Y E A IAR &% (R
O LB GE=4: 1 - &4 FEE=10: 1)%%4*}'5']%%4&45‘%(1.08&
KA 79%).

73



98804042. 5 P B 15 ZE55/95m

?73@1@] 28’
—F AR T EASREAS 28 s m(R(I); R=1-Q2-TAT
H)IR ag, X,v Xo. X3 Xo=8RF, Y=8&4, Z=1-TB K 49Kk
)
HIR4) ARAAT, HZEGAHm)MAR A 1-TBE T A B
B (331g)4) LB L BE B R(2 )T . AkSAHTRFER, 9 f
b hn A BB BE T BS(185ml) Y T8 T BRI & (400ml), H RS
EAABTHIE 100 047, AkisAHE, QLR ER T IAIE %K
) 10 34349 N-(2-3R A K AE)-1-Q-TA T AR T F Bz (6182)89 LB
LB R(2F1), BAKBAI THI 1S 4. HHE, oA IN ]
(1.3 91), JK. Wefesk B A4 KRIER . KAnteFe 3 KAR K 2k i b A AL
é,%miﬁuh%%k ¥R 5 F QM&A%wM%%ﬁ%hQS

TP FF B R R B AT 4 a4 B L . H btk e T B AT
5 R A BE(S.S )P, %HMH!;@&QM ¢ 5 45 3 T A4 (505g, K
% 55%).

£ 3.1 29-65
1508 5 L) 25, 26, 27. 28 X 28'ABE ¢4 F E1F R R 11-17 Fr
o 1A .

74
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w5 2E56/955T

11

e

m.p. (C)

lHNMR (CDCl; 300MHz)

25

NH

54-55

8.34(1H, dd, J=1.5, 8.4Hz)
8.05(1H, brs)

7.46(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.39(1H, dd, J=1.5, 7.8Hz)
7.12(1H, dt, J=1.5, 7.8Hz)
2.45(3H, s)

2.03(2H, m)

1.10-1.61(13H, m)

0.85(6H, d, J=6.6Hz)

26

63.0 -63.5

8.40(1H, dd, J=1.5, 8.4Hz)
8.12(1H, brs)

7.45(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.38(1H, dd, J=1.5, 7.8Hz)
7.11(1H, dt, J=1.5, 7.8Hz)
2.94(2H, sept, J=6.9Hz)
1.95-2.20(2H, m)
1.15-1.75(15H, m)

1.30(6H, d, J=6.9Hz)

0.78(6H, t, J=6.9Hz)

217

63.5 - 65.5

8.39(1H, dd, J=1.5, 8.4Hz)
8.10(1H, brs)

7.45(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.38(1H, dd, J=1.5, 7.8Hz)
7.11(1H, dt, J=1.5, 7.8Hz)
2.94(2H, sept, J=6.9Hz)
1.95-2.10(2H, m)
1.10-1.85(11H, m)

1.29(6H, d, J=6.9Hz)

0.87(6H, d, J=6.6Hz)

28

89.0 -91.5

8.37(1H, &, J=1.5, 8.4Hz)
8.03(1H, brs)

746(1H, ddd, J=1.5, 1.8, 8.4Hz)
7.36(1H, &, J=1.5, 7.8Hz)
T1K(IH, dt, J=1.5, 7.8Hz)
4.58(1H, m)

3.88(1H, m)

3.18(1H, m)

291(1H, m)

2.82(1H, m)

1.95-2.20(4H, m)
2.1103H, 3)
1.15-1.85(17H, m)
0.78(GH, t, J=6.9Hz)

29

144 - 145

8.52(1H, brs)

8.42(1H, dd, J=1.5, 8.1Hz)
8.34(2H, dd, J=1.8, 6.9Hz)
8.m(2H| M‘J=1.8l 6-9!':2)
7.54(1H, ddd, J=1.5, 7.5, 8:1Hz)
7.45(1H, dd, J=1.5, 7.5Hz)
7.23(1H, dt, J=1.5, 7.5Hz)
1.34(9H, s)

30

41 - 42

8.39(1H, dd, J=1.5, 8.4Hz2)
8.07(1H, brs)

7.44(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.36(1H, dd, J=1.5, 7.8Hz)
7.10(1H, dt, J=1.5, 7.8Hz)
1.96-2.05(2H, m)
1.15-1.65(8H, m)

1.35(9H, s)

1.22(3H, s)

75



98804042. 5

w5 ZE57/951

%12

m.p. (C)

IJHNMR (CDCl; 300MHz)

31

61 - 62

8.32(1H, dd, J=1.5, 8.4Hz)
7.85(1H, brs)
7.20-7.50(7H, m)
7.10(1H, dt, J=1.5, 7.8Hz)
3.94(2H, s)

1.17(9H, s)

32

78.5-79.0

8.40(1H, dd, J=1.5, 8.4Hz)
8.17(1H, brs)
805(2H m)

7.66(1H, ddd,J—l .5, 7.8, 8.4Hz)
7.43-7.60(4H, m)
7.17(1H, dt, J=1.5, 7.8Hz)
1.85-2.00(2H, m)
1.10-1.70(8H, m)
1.18(3H, s)

33

55 - 56

8.39(1H, d4, J=1.5, 8.4Hz)
8.04(1H, brs)

7.45(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.36(1H, 44, J=1.5, 7.8Hz)
7.10(1H, dy, J=1.5, 7.8Hz)
2.00-2.03(2H, m)
1.10-1.60(13H, m)

1.35(9H, s)

0.85(6H, d, J=6.6Hz)

34

NH el

155 - 156

8.39(1H, dd, J=1.5, 8.4Hz)
7.98(1H, brs)
7.47(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.09-7.38(7H, m)
5.85(1H, d, J=7.8Hz)
5.04(1H, dt, J=5.7, 7.8Hz)
ZO(IH dd, J=6.0, 14.1Hz)
1H, dd, J=7.5, 14.1Hz)
IO(SH m)
0(13H m)

H, d, J=6.6Hz)

[} P -E
A$ﬁ:
O\-—N

81

35

106 - 110

5)

d, J=5.1Hz)
d, J=8.1Hz)
H d, J=1.suz)

EBSEESE
F FFF

o~

=

1H, , J=7.8Hz)
1H, d, J=7.8Hz)
1H, t, J=7.8Hz)
lH. brs)
zos(zu. m)
07-1.60(13H, m)
0.80(6H, d, J=6.6Hz)

BERE

-‘—‘Uﬂﬂdﬂ“ﬂﬂ\b@ O—»—-ww

36

NH

68 - 69

8.35(1H, dd, J=1.5, 8.4Hz)
7.93(1H, brs)

7.50(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.40(1H, dd,J=1.5, 7.8Hz)
7.15(1H, dt, J=1.5, 7.8Hz)
4.28(2H, 5)

1.96-2.09(2H, m)
1.09-1.65(13H, m)

0.85(6H, d, J=6.6Hz)

76




98804042. 5 o B 15 ZE58/95m

%13

% .41 o4 mp. (C) | lTHNMR (CDCI; 300MHz)

8.37(1H, &, )=1.5, 8.4Hz)
7.98(1H, brs)
0 7.47(1H, ddd, J=1.5, 7.8, 8.4Hz)
i
37 . 3-54 |ep@H s
S\n/\ 3.58(3H, s)
OMe

1.95-2.10(2H, m)
o 1.05-1.65(13H, m)
0.84(6H, d, J=6.6Hz)

8.35(1H, dd, J=1.5, 8.4Hz)
8.06(1H, brs)
o 7.45(1H, ddd, J=1.5, 7.8, 8.4Hz)
TR S
7. L dt, J=1.5, 7.
38 NH 40-41 [2.72(2H, q, 1=7.5Hz)

S 1.95-2.10(2H, m)
1.10-1.60(13H, m)
©/ \g/\ 1.24(3H, ¢, J=7.2Hz)

0.85(6H, d, J=6.6Hz)

8.37(1H, dd, J=1.5, 8.4Hz)
o 7.90(1H, brs)
6.90-7.50(8H, m)
47924, 5)
39 i 60.5 - 62.0|1.00-2.00(15, m)
S\(\ 0.83(6H, d, J=6.6Hz)
oph

o
8.30(1H, dd.J—lS 8.4Hz)
8.00(1H,
v} 740(11'1 Md.I—IS 7.8, 8.4Hz)

7.33(1H, 44, J=1.5, 7. 8Hz)
7.06(1H, dt, J=1.5, 7.8Hz)

40 NH 51-52 [2.88(1H, m)
©/s 1.94-1.98(2H, m)
1.07-1.51(13H, m)

o 1.24(6H, d, J=7.0Hz)

787(1H,
o TAS(IH, ddd, J=1.5, 7.8, 8.4Hz)
7.37(1H, 44, J=1.5, 7.8Hz)
312H, m)

Cl 1.
NH - 7.14(1H, 4, J=1.5, 7.8Hz)
41 . /©/ 95-96 isiah =
o 1.
Y\ (I)

.9

78

90-1.94(2H, m)
[07-1.58(13H, m)
83(6H, d, J=6.6Hz)

8.31(1H, dd, J=1.5, 8.4Hz)
8.09(1H, brs)

0 7.45(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.41(1H, 4, J=1.5, 7.8Hz)

42 NH 52 -53 7.10(1H, dt, J=1.5, 7.8Hz)
f s \H/A 1.92-2.25(3H, m)
1.00-1.75(17H, m)

0.86(6H, d, J=6.6Hz)

17
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i

* 14

m.p. (C)

IHNMR (CDCl; 300MHz)

43

AR

8.36(1H, dd, J=1.5, 8.4Hz)
8.05(1H, brs)

7.44(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.37(1H, dd, J=1.5, 7.8Hz)
7.12(1H, dt, J=1.5, 7.8Hz)
2.55-2.75(1H, m)

1.95-2.10(4H, m)
1.10-1.85(21H, m)

0.85(6H, d, J=6.6Hz)

44

8.38(1H, d, J=8.7Hz)
8.15(1H, brs)
8.04-8.08(2H, m)
7.66(1H, m)
7.48-7.55(4H, m)
7.16(1H, dt, J=1.2, 7.8Hz)
1.93-2.14(2H, m)
1.07-1.51(13H, m)
0.78(6H, d, J=6.6Hz)

45

NH

136 - 138

8.41(1H, dd, J=1.5, 8.4Hz)
8.01(1H, brs)

7.46(1H, dd4,J=1.5, 7.8, 8.4Hz)
7.34(1H, dd, J=1.5, 7.8H2)
7.23(1H, 4,J=7.1Hz)
7.1(1H, dt, I=1.5, 7.8Hz)
5.72(1H, brs)

5.41(1H, brs)

4.65(1H, m)

1.95-2.58(6H, m)
1.05-1.70(13H, m)
0.85(6H, 4, J=6.6Hz)

46

91 -92

8.42(1H, dd, J=1.5, 8.4Hz)
7.99(1H, brs)

7.47(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.37(11, dd, J=1.5, 7.8Hz)
7.12(1H, dt, J=1.5, 7.8Hz)
2.64(1H, brs)

1.90-2.10(2H, m)
1.05-1.70(13H, m)

1.54(6H, s)

0.86(6H, 4, J=6.6Hz)

417

144 - 146

9.90(3H, brs)

8.07(1H, dd, J=1.5, 8.4Hz)
7.98(1H, s)

7.42(1H, ddd, J=1.5, 1.8, 8.4Hz)
7.41(1H, dd,J=1.5, 7.83Hz)
7.10(1H, dt, J=1.5, 7.8Hz)
1.95-2.20(2H, m)
1.10-1.85(21H, m)

0.84(6H, d, J=6.6Hz)

48

45 - 46

8.37(1H, dd, )=1.5, 8.4Hz)
7.93(1H, brs)

7.43(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.35(1H, dd, J=1.5, 7.8Hz)
7.09(1H, dt, J=1.5, 7.8Hz)
2.05-2.20(2H, m)
1.45-1.75(9H, m)

1.36(%H, s)

1.10-1.25Q2H, m)

0.86(6H, d, J=6.6Hz)

78

o 559/951
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w1 2E60/951T

& 15

m.p. (C)

ITHNMR (CDCly 300MHz)

50 - 51

8.33(1H, dd, J=1.5, 8.4Hz)
7.95(1H, brs)

7.46(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.40(1H, dd, J=1.5, 7.8Hz)
7.12(1H, dt, I=1.5, 7.8Hz)
2.46(3H, s)

2.05-2.25(2H, m)

1.40-1.80(9H, m)

1.10-1.25(2H, m)

0.87(6H, d, J=6.6Hz)

50

129 - 130

8.72(1H, s)

8.01(1H, brs)
7.44(1H, s)
1.90-2.10(2H, m)
1.10-1.75(13H, m)
1.35(9H, s)

0.85(6H, d, J=6.6Hz)

51

66 - 67

8.68(1H, s)

7.88(1H, brs)
7.43(1H, s)
2.05-2.20(2H, m)
1.30-1.75(5H, m)
1.35(%H, s)
1.05-1.20(2H, m)
0.86(6H, d, J=6.6Hz)

52

69 -71

8.82(1H, d, J=1.5Hz)
8.16(1H, brs) .
7.48(1H, d, J=8.1Hz)
7.34(1H, dd, J=1.5, 8.1Hz)
1.90-2.15(2H, m)
1.05-1.75(13H, m)
1.37(%H, s)

0.86(6H, d, J=6.6Hz)

53

O

K

8.35(1H, dd, J=1.5, 8.4Hz)
8.05(1H, brs)

7.47(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.39(1H, dd, J=1.5, 7.8Hz)
7.13(1H, dt, J=1.5, 7.8Hz)
2.74(2H, t, J=6.9Hz)

2.40(2H, 1, J=6.9Hz)
1.90-2.10(2H, m)
1.05-1.90(17H, m)

0.86(6H, d, J=6.6Hz)

54

NH

AR

8.39(1H, dd, J=1.5, 8.4Hz)
8.27(1H, brs)

7.52(1H, dd, J=1.5, 7.8Hz)
7.47(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.11(1H, dt, J=1.5, 7.8Hz)
3.84(3H, s)

2.00-2.10(2H, m)
1.10-1.65(13H, m)

0.85(6H, d, J=6.6Hz)

79
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[O

el

mp. (T) | THNMR (CDCl; 300MHz)

55

B.44(1H, 64, J=1.5. 3.4Hz)
8.29(1H, brs)
7.35-7.55(7H, m)
TAXIA, &, J=1.5, 7.8H2)
1.95-2.15(2H, m)
1.25-1.70(8H, m)
L2T0H, 5)

Pl

586

8.58(1H, brs)

8.421H, dd,¥=1.5, 7.7TH)
7.61(1H, 44, J=1.5, 7.7Hz)
7.53(1H, &, J=1.5, 7.7H2)
7.10-735(7H, m
2.03-209(2H, m)
1.09-1.59(13H, m)
0.78(6H, 4, Ju6.6Hz)

6517

8.80(1H, d, J=1.5Hz)

B.16(1H, bes)

7.48(1K, d, J=8.1Hz)

03 |7-35(IH, 84,315, 7.8H2)
1.3KSN, 3)

1.3(9H, s)

58

8.22(1H, d, J=1.5Hz)
2.03(1H, brs)

7.26(1H, d, J=7.8Hz)
5.53(1H, &, J=1.5, 7.8Hz)
2.43(3H, 3)

2.33(3H, 5) ‘
1.10-2.10(1 58, m)
0.85{6H, d, J=6.6Hz)

abr ik

59

$38(IR, ¢4,)=1.5, 8.4Hz)
8.13(1H, brs)
7.47(1H, ddd, J=1.5, 7.8, 8.4Hz)
1’40(&1. dd,y.:lw. 'ng’)

. T42(1H, dt, §=1.5, 7.
76.5 -79.0 2 46H. 3)
2.00-2.15(2H, m)
1.15-L70(15H, m)
0.7HER, ¢, I=6.9H2)

60

8.42(1H, 44, J=1.5, 8.4H1)
8.11(1H, brs)
7.4S5(1H, odd, J=1.5, 7.8, 8.4Hz)
7.36(1H, 44, J=1.5, 7.8Hz)

. 66.5 | 71001, dt, J=1.5, 7.8Hz)
645 - 66 1.95-2.15(2H, m}
1.10-1.75(15H, m)
1.36(9H, s)
0.79(6H, 1, J=6.9Hz)

80
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%17

-

mp. (C) | IENMR (CDCl; 300MHz)

NH

8.40(1H, dd, J=1.5, 8.4Hz)

8.06(1H, brs)

7.47(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.39(1H, dd, J=1.5, 7.8Hz)
7.13(1H, dt, J=1.5, 7.8Hz)

67.5 -69.5 | 4.20(2H. 5)

3.59(3H, s)
1.95-2.15(2H, m)
(l).lO-l.?S(lSH. m)

62

68.0 - 70.012
2

,79(6H, t, J=6.9Hz)

8.44(1H, d4, 1.5, 8.4Hz)
{06(1H, brs)

.47(1H, ddd, J=1.5, 1.8, 8.4Hz)
.37(1H, dd, J=1.5, 7.8Hz)
J12(1H, dt, J=1.5, 7.8Hz)
.61(1H, s)

00-2.152H, m)
.15-1.75(15H, m)

54(6H, s)

8
7
7
7

63

1

1.54(6H,

0.78(6H, t, J=6.9Hz)
8

.39(1H, dd, J=1.5, 8.4Hz)
7.95(1H, brs)

7.48(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.38(1H, dd, J=1.5, 7.8Hz)
7.32(2H, m

. )
62.0 - 63.0|7.14(1H, d¢, J=1.5, 7.8Hz)

6.94(2H, m)
4.78(2H, s)
1.85-2.05(2H, m)
1.15-1.70(15H, m)
0.77(6H, t, J=6.9Hz)

6 4

8.40(1H, dd, J=1.5, 8.4Hz)
7.92(1H, brs)

7.49(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.39(1H, dd, J=1.5, 7.8Hz)
7.33(2H, m)

61.0 - 65.0|7.15(1H, dt, J=1.5, 7.8Hz)

1.20-1.80(11H, m)
0.86(6H, d, J=6.6Hz)

65

8.38(1H, dd, J=1.5, 8.4Hz)
8.02(1H, brs)

7.47(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.37(1H, 44, )=1.5, 7.8Hz)
7.12(1R, dt, J=1.5, 7.8Hz).
4.59(1H, m)

A

61.0 - 64.0 |3-88(1H, m)

3.17(1H, m)
2.92(1H, m)
2.78(1H, m)
1.90-2.20(4H, m)
2.11(3H, s)
1.20-1.85(13H, m)
0.87(6H, d, J=6.6Hz)

81
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PR e 25 £ 28 AR M R IR T A 18 2K 27T AT e

25-1 £ 25-109

25-4
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25-13

| 25-19

25-14

| 2520

25-15

| 25-21

25-16

NH

25-17

| 25-23

25-18

| 25-24

Oj;@/ (CHply— CHy
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25-25

25-26

25-27

25-28

25-29

25-30
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w1 2H66/9515T

% 21
%5 EE 1 bh
0
NH
25-37 2543
0
25-44 NH Me O
25-38 Y J\
H
25-39 25-45 NH . \._/ j\
Y\u
o
o
NO,
ISP eH [iep s
S
CF I
0
NH
25-41 2547 NH Ph
h S
© o
0 [o]
NH Nt S/Q
25-42 2548 m
NH, CFL£OOH i T
()
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22
G5 %5 e-4h
0
25-49 | 25-55 NH =/>
S\n/\N
o )‘Ph
o}
o]
NH
25-50 25-56 S\'(O
HN
oy~
o}
(o] /|SMe
25-57 NH z 0
25-51 ; . : ) /u\
H
(o}
; Me
25-52 | 25-58 NH \HJQ
S
@ (o] Me
o}
25-53 | 2559 NH \“/\Q
s
ﬁj I
o]
25-54 25-60 NH & I
S, N
©/ o) HCI
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BB 5 2E68/951

& 23
%5 fe o %5 te o
(o]
0O
NH
25-61 NH 25-67 d)L s\“/l<
SR8 S
o] €
o)
+Bu NH
2562 NH \H/O/ 2568 s
s
IORAY
©/ o Me
(o]
o]
NH
25-63 NH 25-69 C’/u\ SW)<
s
(o]
O OMe a
0
(o)
NH
25-64 NH 25-70 d)L SY‘<
S
O
o F
0
(o]
NH
25-65 g/u\nu TON/ 200« 25-711 C}/U\i s\n)<
S
E‘:r CooH MeO ©
)
0
o8
NH s
25-66 (j/l s 25-72 \UJ<
0
’ F
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%24
%% 149 %5 a4
0
op :
S NH o
25-73 ©/ \n/i< 25-19 SY\)L
OMe
o (o]
ot
F (v}
(o]
o)
d/m L m)< W
25-74 S 25-80
N Ho
‘ij: O G sjl/\l
F
ol
o]
NH 2
F s "
25-75 ' 25-81 s
(¢}
G [o]
F o
o
NH i'd P".,o NH
25-76 s\n/\ P 25-82 s
o H a o
a o
o
NH z ) NH
25‘77 8, [ N 25‘83
[} ° HGl o) m
ci o
o
2578 NH \"/O( 2584 NH
7 s - s
Y
c|/©/ 0 Ha al °
a ct
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.25
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258 v 25-9 I
5 ) -01 S_ _OMe
oY Y
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a a
25-86
25-87
25-88
25-89
25-90
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2597

2598

2599

25-100

25-101

25-102
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% 27
%5 A4
0
>,/’L NH
25-109 s\"/l<
[0}
(o]

5 #4566

AR S-[4,5-ZA-2-(1-F A AR THRBEARL)KAR] 2,2-= F A4
KA EE(X(); REI-FAARKRTE, X\. Xe=8&RT, X5, X5=2R T,
V=84, Z=% RBLA&)

HW 4) BA BB L EE 19 TR 9AE 5 ik H1F 4 S-[4,5-=
F-2-(1-FAARTHEZELARA)RA] NN-ZFARR AL T R E
(86mg)F= £, A AL 47 (50mg)8d v £k (0.5ml)- T BF (1ml)is iR Am # =1 0L 30
Sokb . ERANE, WMAKFRA LR ERKRE. RE, AR EATH K
E &AL, AESOmDER, @FFERS T mACREO0), EiEH
BT R G L EIRMY P Ao AH RBLR(41p]). HHIERIHF 1. RS
B, kA il AR Gk (R A T TR TEE=20:1)44L1F
) B E kA (24me, KE: 27%).

% 36.4] 67-81

0B 5 Lk H] 66 ARE) 4 F ik B & K 28-30 F AT a9 E M.
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%28

e

m.p. (T)

IJHNMR (CDCl; 300MHz)

66

92-92

8.75(1H, s)

8.01(11, brs)
7.44(1H, s)
1.95-2.10(2H, m)
1.10-1.75(5H, m)
1.34(%H, s)

0.91(6H, d, J=6.6Hz)

67

95 - 96

8.73(1H, s)
8.10(1H, brs)
7.44(1H, s)
1.85-2.00(2H, m)
1.10-1.70(84, m)
1.34(9H, s)
0.39(6H, m)
0.35-0.47(4H, m)

68

109 - 110

8.67(1H, s)

7.61(1H, brs)

7.44(1H, s)

2.06(1H, quint, J=7.2Hz)
0.85-1.85(11H, m)
1.36(9H, s)

1.18(3H, d, J=6.6Hz)

69

109 - 110

8.71(1H, s)

8.01(1H, brs)
7.44(1H, s)
1.95-2.05(2H, m)
1.05-1.70(18H, m)
1.35(9H, s)

0.84(3H, t, J=6.7Hz)
0.84(6H, d, J=6.6Hz)

70

116 - 117

8.76(1H, s)
8.11(1H, brs)
7.44(1H, s)
2.02-2.15(2H, m)
1.20-1.65(8H, m)
1.34(SH, s)
0.55-0.65(1H, m)
0.35-0.45(2H, m)
0.01-0.02(4H, m)

71

111-112

8.70(1H, 5)
8.03(1H, brs)
7.44(1H, s)
1.90-2.10(2H, m)
0.75-1.75(21H, m)
1.36(9H, s)

92
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%29

o4

m.p. (C)

lHNMR (CDCI; 300MHz)

72

101 - 102 {1.30-1.65(13H, m)

8.70(1H, s)
7.92(1H, brs)
7.43(1H, s)
2.00-2.15(2H, m)

1.35(9H, s)
11.05-1.15(2H, m)
0.85(6H, d, J=6.6Hz)

73

53 - 54

8.70(1H, s)

7.68(1H, brs)
7.44(1H, s)
2.35-2.50(2H, m)
1.25-2.05(7H, m)
1.34(9H, s)
1.05-1.15(2H, m)
0.88(6H, d, J=6.6Hz)

74

93.0 - 93.5]1.95-2.15(2H, m)

9.39(1H, d, J=2.4Hz)
8.20(1H, brs)

7.93(1H, dd, J=2.4, 8.4Hz)
7.53(1H, d, J=8.4Hz)

1.00-1.75(13H, m)
1.37(9H, s)
0.85(6H, d, J=6.6Hz)

75

103 - 104 11.95-2.15(2H, m)

8.85(1H, d, J=1.5Hz)
8.14(1H, brs)

7.46(1H, d, J=7.8Hz)
7.35(1H, dd, J=1.5, 7.8Hz)

1.00-1.75(13H, m)
1.36(%H, s)
0.85(6H, d, J=6.6Hz)

76

77-78

8.57(1H, 4, }J=2.7THz)
8.06(1H, brs)

7.27(1H, d,)=7.8Hz)
7.08(1H, dd, J=2.7, 7.8Hz)
1.95-2.10(2H, m)
1.05-1.65(13H, m)
1.34(9H, s)

0.84(6H, 4, J=6.6Hz)

77

80 - 82

8.38(1H, d, J=8.7Hz)
7.99(1H, brs)

7.40(1H, dd, J=2.7, 8.THz)
7.35(1H, d,J=2.THz)
1.90-2.05(ZH, m)
1.05-1.65(13H, m)
1.35(%H, s)

0.84(6H, d, J=6.6Hz)

93
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430
5% 7 45) bty m.p. (C) |THNMR (CDCl; 300MHz)
3.20(1H, d, J=2.7Hz)
8.09(1H, brs)
Q 7.22(1H, d, J=8.4Hz)

6.66(1H, dd, J=2.7, 8.4Hz)

78 NH 76 -71 |3.8503H, )
S 1.95-2.05(2H, m)
\“/k 1.05-1.65(13H, m)

o> o 1.340H, 5)
0.84(6H, d, J=6.6Hz)
8.34(1H, 0d,J=3.0, 11.4Hz)
8.11(1H, brs)
7.31(1H, dd, J=6.3, 8.4Hz)
6.81(1H, dad, J=3.0, 8.4, 1 1.4Hz)

79 NH 55-56 |[1.95-2.15(2H, m)
S : 1.05-1.65(13H, m)
1.34(9H, s)
F

o 0.84(6H, d, J=6.6Hz)

8.44(1H, dd,J=8.1, 12.9Hz)
o 7.98(1H, brs)
7.19(1H, dd, J=8.4, 9.6Hz)

NH 1.95-2,05(2H, m)
80 s. 97 -98 }1.05-1.65(13H, m)
11.34(%H, s)
F

o] 0.84(6H, d, J=6.6Hz)

8.29-8.35(1H, m)
o 7.90(1H, brs)
7.09-7.19(2H, m)
1.92-2.06(2H, m)
81 s 94 -95 [1.09-1.55(13H, m)
1.35(%9H, s)

0. 0.85(6H, d, J=6.6Hz)

BB 5 TG 66 AR 4 F ELHET & 31 3| 35 FATe9ed
66-1 £ 66-53.
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oy 144
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cl
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? . S
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#_35
b & %5 a4
(o]
Q
o
S_ _OM
6649 66-52 /(tr\f )
o}
a
Cl ol
o0 o)
| dltw )
1 s. _N
66-50 ‘ 66-53 /@/ \‘r ~
o
cl ¢

O o
NH HN
66-51 82-1 i ;
= 3% 4) 82

A -[4,5- Z A 2-(1-F R AR TR HE A ALK K] sk d (X
(I); R=1-FAAKTE, X;. X=AaRT, Xp, Xo=RR T, Y=8K4K,
7=45-ZF.-2-(1-F KA T AR L )R 7L

# 3 10) N-(4,5- = F-2-3 A KX A)-1-F A AFR T F 8tk (X
(I11-2); R=1-FRAKTE, X, X=ARTF. Xo. X5=28F, Y=K
)

B4l e 19 TR AR 6 EHFe S-[4,5-=R-2-(1-
F R O AR AR L] NN-= F A AAREA T B E (400mg)F= &
A AL4T(180mg) ) W ek b (2mD)- F B2 (Iml)@ &R =@ 2 o,
FriZ A dn b2, @i imAKE, B OkEKE, Riefo s 2049
KRB, ARG FR, A AKFtede R RBFNE, IR RAKR
BT 4.

SRR KRG, AR RIGRAIERFEABAEY.

HH 3) £ 130T, # Lk F 3 10)T RF Moy = F R LAE R

99
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GmDIEF 2 Dad, Fab s RAEMHA . G IER T ImAK, ARG E
. ARAetbFeh KRARIE, AAKABRMTER., REEZHFI 4K
bR E BB, O LB TBEE=30:1)4LF 2 Z4hs
(200mg, M E: 60%)

% 36
5 36,451 b4 mp. (C) | lTHNMR (CDCl; 300MHz)
8.78(2H, s).
8.33(2H, brs)
7.24(2H, s)

HN 1.80-2.00(4H, m)
82 " o ) TR 11.00-1.75(26, m)
0.86(12H, d, J=6.6Hz)
a (e}
Q [+]

R H ) 82 AAE) 69 7 kAT A 35 T AT e LE 4 82-1,

5 4 14) 83

e 2-mEarkA TR 2-(1-ARAF TR A LR FRA Z 5L
#(AN(D); R=EI-FARARTE, X;. Xo. X3. Xg=8 A& F, Y=}
w9 AR A F AL

TR S) ¥4 A AR (G.0g) AR AB 4N (4.132)4) T B (6ml)-7K
(6mlyA R Ao & A 17 NBF, FibksbiRA 44 30, RE B F LB #4155
FAF e E k., £ 0C, EbiER T A ERF 11 FKIF6H N-(2-RE K
HO)-1-FF R AR bt F B (380mg) F= LA 14 44 (50mg) &9 7K i & (1ml),
FIE PR REH 1.5 D0, A TEE, A ARNMKIER. KiotoFo
BARAR K AR HIE, R AKBRBANT IR, RERERFOERENE
FEIRAE B (R H;, Tk B UBE=8: )& FITE s
(128mg, #%F: 24%).

% #4584

BRI 2-3 RBL AR A KA B (XN (); R=RTA, X, X,
X;. Xe=8 BT, Y=8A, Z=RKHA)

T 5 ¥ = F Ak (202mg)An A B] A KA E (159mg) 49
FABERGmD)T . TIRFE BRI 2 AT, BRI Mok 15 3

KB, £ 0C, @4 %% 1 FH, 1 RFOR-[2-(FF RBLARL)

100
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AL = AL 4 (300mg) W9 F AL B2 A & (Sml) P AR K e AR BE B (97 mg) Fo
ZLHE(l ). ARRLRAE TAHEMIEREHEE 1.5 I, FAE A R Ao B
RGBT AIG LENERY, BREYELHIHF 2.5 1K, RE
THSE, MAKFR B ERER, AitefREEANE, FAL
KERBE AN T IR . B E TR 7 45 PR A5 X dh 18 i AR B AR & 38 (R A,
. LR LEE=12:1)ENF BT EALEH(33Tmg, HE: 74%).

A 37

F 3] 1ot m.p. (C) | 'HNMR (CDCl; 300MHz)

8.53(1H, brs)

8.44(1H, dd, J=1.5, 8.4Hz)
7.58(1H, dd, J=1.5, 7.8Hz)
7.40(1H, ddd, J=1.5, 7.8, 8.4Hz)
7.04(1H, dt, J=1.5, 7.8Hz)

“Kb )Hi 4.14(2}]. q“int, J=6.6Hz)

! 3.86(1H, dt, J=8.4, 6.6Hz)

S. o 3.77(1H, dy, I=8.4, 6.6Hz)
2.96(1H, dd, J=6.6, 13.2Hz)
2.84(1H, dd, J=6.6, 13.2Hz)

1.80-2.20(5H, m)
1.10-1.75(14H, m)
0.86(6H, d, J=6.6Hz)
8.51(1H, brs)

8.40(1H, dd, J=1.5,8.4Hz)

)
>'/\L NH ‘ 7.20-7.50(7H, m)
8 4 s AR |6.97(1H, dy, J=1.5, 7.8Hz)
[ :r s

1.30(%9H, s)

ETFTXF, bl T REPIES YT CETP & M a9 47 HI1E A ¢9 5230 45
.

[ 5= 3 51 ]

(1) R Z G 694 &

F k47 (KBr)de N B2 R Z XA o9 e R (4om)F ¥ L Tl £
d=1.125g/ml. #ATFEHE B S (227000 x g, 4°C, 17 ) 8)F 2 &
d>1.125g/ml #9345 (HDL; 3 %), | PBS & #&[10mM %% 8 &, = 4h/10mM
BB — 2.41/0.15M RAL48/1mM EDTA(pH 7.4)]45 T {5 sb3 -5 7. R
&, ¥ RARIE 6 A2 B BE(10nM)(50.3CiI/mM)AEfE T 95% LB ¥, FFaH#
P TR AND] LiE HDL; 35 . FobiEd £ 37CM3E 18 o [A it
7 & iE A4 T HDL; & @ ¢4 90 3% 05« A2 ) B3 Bt X 45 4% B (LCAT) 89 45 Al
¥ AT IT 69 B2 B B BS 1L FF 0L AR L 69 Re B B 85 (PH]CE) & % X R ik 3
HDL; 9 A2R]. BH B, MmN BAT Kb AT £ d=1.21g/ml. #HAT
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98804042. 5 B 15 ZE83/95m

% E A B (227000 x g, 4C, 17 ~a¢)7‘v’r2f<2—? d<1.21g/ml #9384, A
E#® PBS &R ¥ PR &AW A BRI T PHCE #
HDL;([*H]CE-HDL;, tE&: 1.125<d<1.21, & H: 101000dpm/nM),
o HEABRIRIEES.

(2) ZRIEE G %] &

YA @B KOLE d=1.006g/ml)Ae B 4E & L 3 # 49 @ R (100ml) L.
#ATEEAE B (227000 % g, 4°C, 4 JE)FRFILE d>1.006g/ml &9
R, G ST ANGEAAT AL ERAT E d=1.063g/ml, FHEATE

AR B (227000 x g, 4°C, 20 N EF B L E d>1.063g/ml 893 5. A
L& PBS BE &N FTFHENIFE S IDL 42 LDL &3 4 (b £ :
1.006<d<1.063), ¥ HMEHZTHREES.

MW. . fe A f P 8 CETP 7 M 694K 9k 3 ) 45 )

HH ER(D)P RFOBARIEE G I ANB R o) bR b 4
% 4 [PH]CE-HDL; #) f2 # (600000dpm/ml). A N-F L et-glrflf R =
@3 400 69 1. 1 EBAEABEN P EH SRR, FiB S RER LR
J(zul)&/\[ H]CE-HDL; #) s ¥ (100p)m N BB F F /£ 37CR 4C
LH 4B, ARAEHNE, QBNRETE T AL 0.15M BAL4EF 0.3%
B ﬁi*ﬁﬂf« A& (100u) 49 TBS %/ [20mM Tris/0.15M F 44k (ph7.4)]. F A
mRA, BB MEET A ACHE 30 4047 /&, B 9(8000rpm, 4C, 10
A7), AR BR T A B R E AT AT LA AR (HDL SR ) e A4, 35 2 Ak A
BEAEACHRITCHE EAFe 214404 CETP F M, @ A A&~ 4 69
A 89 FEAR(%)H A 2F CETP 7 Megardl &, KT CETP /& 14 ¢ 37
s % (%), P EEAHE R 1Cs 1A,

s £ & 38-48.

F 34 2 sTEAE D R AR CETP & M 47 4|15 A

BHSEFT05%FT ARG L EZRY, FABHAE (probe) 47|
AA CETP ABEWMHELR DR (TFXFHADR; ABREAHPFF
8-130660 4% it oy ERE) D RE R, XL )ROUIRER. £4
BA R E R, FEL 6 G, BT @ HEMNT 0L P CETP
pr gl 28

¥ iR ()b 135 e 454K B8 & & (["H]CE-HDL;, 4 0.21pg A2 E B%),
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98804042. 5 o 15 ZE84/95m

)P R E 4GRS E G (4 21pg A2 B BF), & 0.9ul ) R o e A F|
% P, A TBS & [10mM Tris/0.15M & A4k (ph7.4)14 L ARAA T
Z 600pl/%E . HXBMEEAEITCHRACTHTET 15 I aF. KB, @it
T4 I A 0.15M B AL4E 49 0.3%FRER 3] A R (100ul/8 ) Ak 64
2049 TBS & (400ul/F), H A, RbE . X EMEFEI4CHKE 30
45, B3 (8000rpm, 4°C, 10 5-4F), A 1A #k i+ 4 2 M 2 A7 4% L& & (HDL
HooV RS, BERBEZNAMARD R R E 4CH 37CHE B
W1 EAEA A CETP & 4, f A A &b & 4 MIA 49 IE1K(%)A 4 & CETP
iRl Rk I S
4 R & 38-48,
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98804042. 5

P B B E85/951

# 38
. 4o 3 F #HA R R CETP % 4| % (%)
R *‘VC%E&&;Z%I | 10mg/kgp.0. | 30mghg.p.o. | 100mgie.p.o.| 300mee.p.o.
1 20
3 101
4 175
5 3
6 5
7 2
8 3 25
9 99
11 5 27 45 57
12 17
13 5
14 8 9
15 12
16 8
17 8
18 6
19 179
20 16
21 9
22 56 22 44
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98804042. 5

WO 5E86/951T
#_ 39
. Ao 3 F A A AP CETP & M7 4| £ (%)
%461\ CETP &M '
4% 1Cso(uM)]| 10mg/kg.p.o. | 30mg/kg.p.o. | 100mg/kg.p.0. 300mg/kg.p-o.
23 18
24 29 29
25 11 19 45 52
26 7 44
27 7 31
28 6 36
30 72
31 32
32 32
33 61 23 39 52 55
34 9 4
35 4
36 16 19
37 7 18 42 47
38 6 15 40
39 11 17 41
40 23 20 48 64
41 7 27 42
42 9 31 38
43 49
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98804042. 5

B B 87/95MW

-
% 40
b i A R F CETP & 475 5 (%)
3 7#4,45){| CETP /&4
#7%)1Cso(uM)|| 10mg/kg.p.0. | 30mg/kg,p.0. | 100mg/kg.p-0. 300mg/kg.p.o-

44 23

45 7 18 36

46 S 22 48
47 6 31

438 49 31 50

49 6 29

50 2

51 16

52 8 8

53 8

54 12

55 65

56 13 34

57 41

59 4 44

60 41 44

61 4 38

6 2 4 38

63 4 43

64 4 14
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98804042. 5

woW 15 2E88/951

# 41
il eop gy | FAROARRS CETP A £k
#P#IICso(LM)|| 10mg/kg.p.o. | 30mg/g.p.o. {100mg/kg.p.o.| 300mgke.p.o.

66 7

67 9

68 10

69 6

70 4

71 4

72 74

73 37

74 14 5
75 25 1
76 18 4
77 17 1
738 11
79 60 14 26
80 6 12
81 21 10
82 7

8 3 5

8 4 158
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98804042. 5

oo 1 3E89/95m

F. 42
YT AR R T CETP & 474 £(%)
%% | CETP & I _
#P#11Cso(uM)| 10me/ke p.o. | 30mg/kg.p.o. |100mgkg.p.o.| 300mg/ke.p.o.
1-1 41
1-2 25
1-6 22
1-7 24
1-8 21
1-12 12
1-13 18
19-1 19
19-2 33
19-5 17
19-6 18
25-4 32
25-7 46
25-8 25
25-12 33
25-13 28
25-14 30
25-16 41
25-17 23
25-18 19
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98804042. . ‘
i Wow A %90/95m1

£ 43
. S R F $#A R )RR T CETP & 4741 (%)
%% | CETP &1
9 HI1Cso(uM)] 10me/kep.0. | 30ome/kg.p.o. |100me/kegp.o.| 300mg/kg.p.o.
25-19 22
25-20 48
25-21 28
$25-22 27
25-23 25
25-25 24
25-26. 22
25-27 21
25-28 21
25-30 21
25-31 21
25-32 20
25-33 18
25-34 21
25-35 27
25-36 30
25-37 24
25-38 20
25-39 22
25-40 23
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98804042. 5

B

K 44
o | RS B R CETP & M 47 ) £ (%)
%75 || CETP &4t
404 1C so(uM) || 10me/kg,p.o. | 30mg/kg,p.o. {100mg/kg,p.o.| 300mg/kg,p.o.
25-41 26
25-42 22
s544| 9
2545 13 21
25-46 9 35
25-47 29
25-48 23
25-49 21 16
25-52 68 19 40
25-53 . 7 26
25-54 6
25-55 10
25-56 7 24
25-57 7 18 46
25-59 8 20 37
25-60 5
25-61 5 28
25-63 21 25
25-64 26
25-65 9
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98804042. 5 oo P 3E92/95m

F 45
. SR #$AR R CETP &M £ (%)
%% || CETP &M
’J’”f’%’“ICSO(HM)lJ 10mg/kg.p.o. | 30mg/kg.p.o. | 100mgikgp.o.| 300mg/kg.p.o.
25-66 35
25-67 40
25-72 27
2576 | 36
25-71 7
25-78 11
25-79 6
25-80 5
25-81 14
25-82 17
25-83 18
25-84 10 17
25-85 7 ’
25-86 10
25-87 6
25-91 22
25-92 19
25-93 22
25-94 18
25-95 18
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98804042.

B B 593/95m|

i B
& 46
4oafn 3 s B R f R ¥ CETP % 44 (%)
%% || CETP &M
#74)1Cso(1M) | 10mg/kg.p-o- | 30mg/kgp.o. 100mg/kg.p.o.| 300mg/kg,p.o.

25-96 8

25-97 9 19

25-98 8

25-99 6
25-100 16 25
25-101 7 8
25-102 8 9
25-103 12
25-104 9
25-105 6 14
25-106 10 29
25-107 11 2
25-108 7 8

66-3 24

66-4 28

66-9 9

66-10 23

66-11 22

66-12 17

66-14 11
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98804042. 5 oo P 3E94/95m

* 47
: o A B R P CETP &7 4) £ (%)
%% || CETP /&4t
#7%1]1Cs0(uM)[| 10mg/kg.p.o. | 30mg/kg.p.o. | 100mg/kg.p.0.| 300mg/kg.p.0.
66-16 8
66-17 18
66-18 11 ‘
66-21 41
66-22 19
66-23 13
66-24 12
66-25 19
66-26 8 h
66-27 9
66-28 18
66-29 7
66-30 19 |
66-31 27 Aht
66-32 22
66-33 19
66-34 22
66-38 26
66-40 42
66-41 25
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98804042. 5 B 15 3E95/95m

# 48

o AR R F CETP & M4 4] £ (%)
%5 || CETP &t ,

3’?%’JIC50(HM)MIO"‘5/“&?-°- 30mg/kgp.o. }100mg/kgp.o.| 300mg/kg.p.o.
66-42 10
66-43 23
66-46 35

%
66-48 11
66-49 40
66-51 45
66-52 46
66-53 15
82-1_“7 5
T b f7 )

LA FHERRARLPHSMO)EA LT CETP & Hip4)
R . B, X5 TR E SRR IDL. VLDL #0
LDL, 3§ 4ozt £ A #p4)4E ) 69 HDL, F B sb=T A4EEF R4ndh.
#1262 R85 fJE @) TR 5 K06 57 A . sbAb A4 4L ST ) AR 2 Bk S AL B AR %
o TR 306 97 A
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