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1-Z A& -5-[ (4-F Kubwz-3-280) B -6-BA K -3-F A1, 6-— 5 %%
-4-H B ([CGRTAZRL) BAI &AL FiEs

1-Z A -5-[ (4-F Kbz -3-48) RA]-6-FA L -3-F -1, 6-—a5%
—4-% 8 (- A -2-FR A1, - BRI -4-2) F B

1- T -6-FA K ~3- K K -5- (v -3-8 4 -1, 6-— R B R -4-% B
[2,2-=FHxTEL EX] FE

1-Z K -6-BR A -3- K A -5- (g -3-8 4) -1, 6- — A BB —4-KR B
(IN-T(F ) A -L-F A F B} 830 7o

1~ LA -5- (e 4-A A R) -6-BAA-3-KA-1, 6-— A B %-4-%
BR (5-9 A-2-BRA -1, 3-— BRI MH-4-) F B

1~ T 2 -6- B8R A -5~ (e ~ 3-8 K) -3- B—&u ) -1, 6-— R B E—4-
B BR LB

1~ LA -5- (- 4-E R E) -6-ALA-3-XA-1, 6-— A B %-4-%
BALCGRLEAZRL) A AA) Fis

- R -6-B A -3- K -5-(bmg-3-R ) -1, 6- — R Bk -4-% 8
{{CGRTAERI) A B F B

1~ -5 (4-F Arbog - 3- ) KA -6-FA 2 -3- 3—Ewr i) -1, 6-=
A BAR-4-5 88 1~ (LBLAAL) T B

1-CH-5-[ (4= Ahribog -3-28) AR ] -6-BA 2 -3- (3—Em2) -1, 6-=
AR —4-R R - [ (R-T &BE ) fAL] Tig

1- G A -6-BR AR -3- R -5- (ke -3- R A) -1, 6- — A B R -4-H B
{{A-ZARERL) BHAIER) FE

1= -5-[ (4= fhribng -3-28) B AR ]-6-FA A -3-R -1, 6-—F &%
~4-R B (FTBAAL) Fis

1- T ER-6-8R A ~5- (boe - 3- A L) -3- B—Ewp &) -1, 6- = S %5 -4-
HBR 2- (LA LB

1- A -6-BR L -5- (ko2 -3- A4 ) -3- Q& 1) -1, 6- = f %5k —4-
BB - (R-T 8 B3R 28] LA

1- T A -6-8R 3 ~5- (g -3- A ) -3- G—&w%- ) -1, 6- = A 5k —4-
HER 2- LRI -2-BR K TEE

BNy

y
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~
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1-Z -5~ (FER-4- R A L) -6-FAL-3-R A1, 6-— K EE-4-%
BRIGFRARL a4] 785

1- A -6~ 25— (o -3- R L) -3- =& 4) -1, 6- = S Bk —4-
RER 2- (FRA) -2-FA A T B8

1-Z A& -5-[(4-F Fribmz ~3-40) AR]-6-FA K -3- 3—En£) -1, 6-=
AR 4-HBR - R A -2-FR A 288

1-T A -5-1(4-F ko ~3-4) BT -6-8A £ -3- & £) -1, 6-=
A BR-4-RE 2- (FAR) -2-FA ik T 85

1-T 3 -5~ (Fbok—4- £ R A) -6-FA A -3-RE -1, 6-=FHE-4-%
BRAIA-ZAREAL) A AL F g

- A5 (4-F Fribre~3-48) B -6-BA £ -3- G—Em2) -1, 6-=
Aok -4 8L By

1-Z A -6-BR 2K -5- (vtbwg -3- R L) -3- B—& - A) -1, 6~ = A Bk~4-
PR BR K By

1-Z -5~ (4-F Fnbng~3- ) KA -6-8A KL -3-K -1, 6-— A 2%
-4-BE [ (GFREAZKL) AK] T s

1-T -5~ (Frbok—4-H B A) -6-FA R -3- Q&) -1, 6-— S 5%
~4-R B 6- LRI -6~ & 8%

1-Z 3 -5- (Frboh-4- R B R) 6B R -3- Q—Ew£) -1, 6-— A %%
—4-H B T- LR -T-F & & B

N-(B-TAFEL)-L-a i (([1-T A -6-F -3~ F £ -5- (stbmz -3
&) -1, - AR -4- A B A) &R T s

1-Z 3 -5- (Fhh—4- K R ) —6-BA K -3-FK -1, 6- — A% h-4-%
BR 2-F R -2-BA L TBg

1- LA -6-BR A -5~ (o - 3-8 ) -3-G—Ewr 2) -1, 6-=
R BR 4- 7L B

1- LR -6-BR 2k ~5- (thmg -3- R ) -3~ 3—&wr ) -1, 6-
AREE A- (F A L) F B8

1- A -5-[ (4-F Hrbvg -3- ) RA]-6-BA AL -3-3FK K -1, 6-
~4-R B (TBEARL) TS

e
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ENfy
Y
S
*

I
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1-TA-5-[4-F A -3-2) RA]-6-BAA-3- Q&% ) -1, 6-=
SBR-4-H B 6- LR A -6-FA KA T8

1-ZA-5-[(4-F Kekwg -3-4) BE]-6-BA R -3-F L-1, -— A 2%
“4-BB([(1-ZEREL) A AL) Fis

1-Z 2 -5-[(4-F Ambvg-3- ) A -6-BR 2 -3- Q&%) -1, 6-=
S B BB B T- TR -T-5 A B B

L-& e Bt ({[1- T -6-8R B ~3-RA -5- (b -3- ) -1, 6-— &%
T4 H A 8L T B

1- -5~ (F"Bobk—4- L 8IL) -6-FR L -3- G—Ewn2) -1, - —H &%
—4-B B F B

1-T A -5 [ (4-F Frbre -3-28) B ] -6-BR A -3- G—Ewm ) -1, 6-=
AEB-4-H B 3-R -3 B R B

1- T3 -5-[ (4-F Jrtbom ~3-30) ] -6-8R A -3- 3~&% ) -1, 6-=
AE B —4-HR B 4- AL B

1= A5 (4-F Fhebor - 3-0) B -6-BR A -3- 3~&% ) -1, 6-=
A BHR-4-5 8 4- (F &) F o5

1= LA -6-BRA K -3- KK -5- (o -3-RA ) -1, 6-— SR BB -4-K B
[Q-FATE) AL FES

1-Z -5~ (Reoh—4- KL 8 ) -6-BR KL -3- B—E% ) -1, -5 %%
—4-B B 4- (F 2B AL B

1-TA-5-[(4-F Fbm-3-30) R -6-FA A -3- 3= ) -1, 6-=
FER-4-R B T- LRI -T2 JE B

1- T2 ~6-BR 25 -5- (e -3- R ) -3- B—&wr 1) -1, 6- = Gk —4-
BB 1- LRI -T-8R 3K R B

1-Z3~5- (Frbok-4- 2 R L) -6-FA 2 -3- G—Em i) -1, 6-— 5 8%
~4-$ BR A~ BALF 85

1= A -5-[ (4-F Fhrtboe-3- ) BT -6-BA 2 -3- Q&% £) -1, 6-=
ABR-4-FR B 6- LA ~6-F7 1 O FY

1- LA -6-BR A -5- (b -3- A2 -3- G—Em &) -1, 6- = R %Kk -4-
B 6- LR A-6-FA K TS

15



200580019333. 8 A o kB FE15/17Tm)

1-Z A& -5-Q, T-Au-5- X 8 ) -6-BR R -3-FK K -1, 6-— G4
AR 1-{[GRTRAAL) HAIRHAL) T
1-Z 3 -6 3 -3-wbng —4- 2 -5- (bme-3-F L) -1, 6~ — S Bk -4-%
BR 5F B
hopk~4-ERBR ({[1- T A -6-BA & -3-3KE-5- (e -3-8 &) -1, - =4,
Bk-4-R] A AL FiEs
1- TR -6-BRA A -3-F A -5- (g -3-R ) -1, 6- — A B2 -4-% B
{([(F 2R #A]EA) 7S
1- TR -6-FR A -3- K A -5-(bmg -3-F ) -1, 6-— A Bh-4-K B
{([(=F&84L) A 84 8-
1-Z & -5- (Frbk—4-FA R &) -6-BA L -3-K K -1, 6-— A BE-4-%
R (LEBLA L) FEs
1- T AR -6-FR AR -3-F AR -5- (o -3-R L) -1, 6-— A B%—4-% B
[(ZTRABBL) L] 7B
1- T AR -6-A A -5~ (mg - 3-8 ) -3~ Q&%) -1, 6- — Ak -4-
KRR (LBEIL) FES
1- LA -6-8R A -5- (bme - 3-8 L) -3~ Q& ) -1, 6- = A 5ok —4-
AE [ G+ R AHL) R 7 g
1- AR -6-BR A -5~ (b2 ~3- L) -3- Q—&Ewr 3) -1, 6-— A bk -4-
A GRTIERIN) A AHL) TS
1-Z A& -5-[(4-F Foribme -3-28) RA]-6-FA A -3- Q—&w-3) -1, 6-=
ABH-4-B B (LBLE ) TS
1-CAR-5-[(4-F Fobee -3-30) BT -6-FR A -3- Q—Ew-2) -1, 6-=
2B R-4-RBR[(FARAREL 8] PiEs
1= AR -5-[(4-F Frboe -3~ ) B3] -6-8R 4 -3~ Q& £) -1, 6-=
% 4-REBR ([ CRTARL) AT RA) Fis
1- L -5- (Fmh-4- R R E) -6~FA & -3- Q—Ep ) -1, 6- = F %A
—4-% 8% (LBLA L) F s
1- T3 -5- (FrEoh—4- A R E) —6-BR & -3- (Q—Empr &) -1, 6-— S %%
—4-Z B[ (AR AL BA] T B
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1~ T -5- (Fbkh-4- £ R L) -6-BA A -3- Q&% &) -1, 6-— 5 B%
-4-H B ([ GRTAERL) A A3 78

1- 2R -6-BR A -5- (g -3-R L) -3- G—En ) -1, 6- = Stk —4-
A Al GRTARE) A AL} 78

1-TA-5-T(4-F b -3-40) BUR] -6-BR A -3-F K -1, - — S %%
—4-RE 1- ([ GRTARL) HAIEA) TE-FHFMA 1

1-TA-5-[(4-F b -3-K) AAT-6-BAA-3-RA-1, -— A %%
—4-RE 1-{[ GRTAER) HATEA) TE-FHAMIR 2

1~ E-5-[(4-F Ao -3-4) BT -6-8R 2 -3-KK-1, - =A% %
—4-R B AL T B

1~ T A5 [ (4-F Fhmtrg -3-20) BR]-6-BR A -3- KA1, 6-—5%%
—4-H A (RBAL) 788

1-TA-3-(4- AR A) -6-BR A -5~ (R - 3-8 H) -1, 6~ — A E k-4
ABALA-TARAL) HAIBA) TS

1= A-3-(4-RFR) -6-BR & -5- (W -3-8 ) -1, 6- = BB %4~
B ALCRTARD) BRI RA) 7 8

1= A -5- (Grdk—4- A R A -6-FA K -3-F -1, 6- — A8k -4-%
CEW R

1~ T A -6-BR A -3-R A -5- (mg -3-R L) -1, 6-— A B E-4-5 B (R
BRI T Ee

1~ -5 (Fbmh—4- A R -6-BA L -3-XA -1, 6-— A BE-4-%
B (ABLAAL) FEs

1- LA -6-BR K -3- K K ~5- (e~ 3-8 -1, 6-— ABH-4-H B (%,
BLAAEAL) F B8

1-Z 3R -6-BR -3~ 3 -5- (boe -3-F 3 -1, 6-— A Be-4-K R 2-
BRI -1, 3~ — 8RR —4- A B

1- LA —6-FR K -3- K -5- (beg 3-8 L) -1, 6- — A5k —4-5 B A
A& ¥ B

1- LA -6-8R A -3- K R -5~ (bog -3- R ) -1, 6- — R Bk -4-% B
1-{[ GRTARE) HA)ER) TE-FHFAMIAR 1
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- A —6-FA L -3-F A -5- (R -3-AA) -1, - = BB -4-AR
1-{[GRTARL) ZHAEA) LEE-FHFMIK L,

13, —#EHELY, oS RAER L 212 PE-AHLET,
b33 P2 B RBA RS,

14, —#bduil AR 1 212 PAE—T S E B A g L e g,
FE AR Tl AT 5 b HEER = BB 4 6430 ) 7 BB ) R F IR R SRR

15, —Frdoi FIE R 14 69 M, HBEET, HHAMER TETX
Hrars. BHEERR. RUBKET K. SR X. A B A B
i 55 57 0 FR R

16. —Fsey B4 L bR —BeBE 4t R Mg ) R F IR R
FE R R Bk, T R AT ERERTAAETNLAAZRL 212
d AL — IR EG B

17. —Abdoit Al 2R 16 6973k, B EET, REFIERIKRA
S B RILEM R, RUBMAY K. FARHR K. AR SRR TR

18. —Fhans 4, Las

(1) 4o flEL 1 £ 12 PE—Reed; 5

(1) B —Fipbdh, & h ) EXBE, O EHRHA, ©T-@kR%
LB A, (d) 5K £5540, (o) B2-B LMREMMESA, A (M3 4% B
G EEE

DARR BE. o Fl R AR A FAL RS H ARG ETT L.
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ki3 () ~BRAT A 4 B EAF H PDE4 3.k 7] &9 AL ]

AT

AL B A LT ARR dhikk-3 Q) ~BAAT A A, EAIEUR
AHEATAEN E A, O A BB B 4 (PDE4) a9 Ak Ay ik
AL, BLTR T4 . B SRS Tt i POE4 )l f ik
B RBGRR . RS

HFREAK

B8 — B (PDE) &4 71 & § SR IRAEBURH (cAMP) 5 LB ER & 3
(cOMP) 44 7K AR 5 % 75 B 84 Bt AR R ik . 164 O +—F R F] PDE ZRAFAK
#iA (PDE1 £ PDE1D), R 2 FAEF LALLM, BEWR. 3R REFLA
B # ) 09 BB B s Ah AR H B

PDE4 [5) 3h B sk BEST F 3R AMP = & F Ao 7, 423 T 3R GMP BA 58 F 4w
4. B PDE4 74| Fri% mAa 3k AMP 8384, BAT LR XA S E W
o R A b SSEARAE A £, R A dER e @it EEme. A m .
bt IR BCE IR R, F EL, PDEA ¥k Ak e ieiE e LR T
o (INF o) 648 i V. EH R ey 4R b A st PDE4 AW eqaait, 4l
4o M. D. Hous lay, A% B A= F A M F A% (Prog. Nucleic Acid Res. Mol.
Biol.),2001,69,249-315 ; J.E.Souness &% A , % &K E =
(Immunopharmacol.) 2000,47,127-162; & M.Conti & S.L.Jin, A% BR
A-F Ak Mk aR% (Prog. Nucleic Acid Res. Mol. Biol.) 1999,63,1-38.

K Fix kA AR, RELENTFT REMLFE LA PDE4 49457,
sos 5 BRI S Ak KRR R C4nty & d PDE4 69404 M sl Ea 5L
CmEEEk., BRAAKE. £ W, #lde US5449686,US5710170,
W098/45268, W099/06404, W001/57025,W001/57036,W001/46184,
W097/05105, W096/40636, US5786354, US5773467,US5753666, US5728711,
US5693659, US5679696, US5596013, US5541219, US5508300, US5502072 2%
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H.J.Dyke 5 J.G.Montana, & & & 25 #F % (Exp. Opin. Invest. Drugs)
1999, 8, 1301-1325,

FLA B B BEER B8 4 6D 88 1 09 U S-S IE A TE BRORAF A
B, XL S M4 B A E A 2E AR (cipamfylline) . BT 2 4 4
(arofyline) . HEKIEH4F (cilomilast). B HIEdrsE (rof lumilast) .
% %L 2 (wesopram) AL 2 FEAK (pumafentrine) .

FR¥ 3% W003/097613A1. W02004/058729A1 & W02005/049581 ik
T wiko5-3 (QH) -BR4T £ M4k 25 PDE4 045 20 eh:6 8443 . RN BT L
IF L FEminid oy X (D et EA S AT T L4 K Al 694342,

& 4e -2 PDE4 37 #|F], 24T )& 2 (rolipram), AAENEKF
7, LEIERGEAmRIES, B sR oeRfSET T HRALISERek
AXEHAHE (Curr. Pharm. Des.) 2002, 8,1255-96) . A& B Ffif 694L
A AR B PDE4 A7 HIH], T R A KAE, eAF R MR AL
B S AHTEERB Y RLEEER, BEREKIN L6 2 %901
A6, BAERZZAMT R F6 7 XTAFRX LRI ZIEIR . &R RS
JE, BRI RAS. BHRERR. RUEHXAD L. FEBEE. FEBNR
RS B FR 5

AL H TR T Cdasf i &R REFT ARG ECHHHFA. 4
Yo, ETHXEABRXLENHFAR, EoFBEFA THEEZRT-@
MO ARFET A . B 2B AR E Ak tE S A R M3 28 E 4% (muscarinic) $Akey
TR EZAFIL, ZALGHORBAGFLECHHAN TR Y, BLHH
5 X B8R LRITR R AE A XK AR ZSIEA B,

AR E PDBA &R (B LR AE Lak) —HF, AL e
ST TR ZARBER . RS A TEARBAT AR HAEBRER,
BB ANG) e K (REBRELEBELN). AEHAESER
O TRT &/ R 75 A3 b, BT B ARAE A RS SRR B R ARk B R,
B MR IR RBP4 R WP AR . AR B, s 1EAATE
MEGT . BERARBEEEAER.

HI=T R Fo677 R Rk AL, P s mit B 915 E & ] bk
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FOERALF G iy A IR T A SRR FIAE R 4 5240 ) TR B Bk )
Bt SBERARY, RS AL ANS W Tm ERBEHEETRA
WE o i R AR RGRBER T, @B RAGEHER., L EEy
B2 540 006 LA A,

RN
B b, AR ARBHES X (D) R HF ETE2 6 %K -84

I'? 0
HN _R'
N
|
RB/O =N ()
o R
H+ R AT
%‘.Uﬁ?\%,

ROETEAR S I A4, ETH—RSANABRARLEIRK, BKLAL G
=BT

‘ AR, ETH—REANBAERK, BRREALARRFEX
. A FEREA. HAA. FEA. AL (oxo). AL, -
ZOREA. BRI, BBA RASE. ATBERE-RN AR

R, B Z2BE AL RASE. BEAR. EARL. AHE.
¥ & A, FEIK. A TAEBE. WwAHSBL. LA
E- - AL BMARE. BEA. BEAZL. &

MR, B-R AR FBE . ML (ureido) . N AL, N N -
AL ARBLEA. RAAABL. - oA A ERA . B4

21



200580019333. 8 o P E4/1501

ZAYEARCZATALE:

RATTFTXRAR:

G-L1- (CRR’) .-

o

nA 0% 6 a5,

RE R Mk f QAR TFEHRBIAe,

L1 hiesd i,k g eLds A 48484  —-CO-.-NR"—.-NR"~C0~-.~0 (CO) NR"—,
~NR" (C0) 0-. —0(CO)-. —0(C0)0~-. —(C0)0-Z—-0(R"0) (PO)O-£ H, H
R"i% f BIF R T 5B L6948,

C ASRBTERA. WA, BE. A, FTHEA. LIRAL. TH.
FIRAB R, AR TH—XEANRRLARRK, RALLEH:

= /2T

RAEHE, ETH—KE ML H @R FHRKARNK; A

HzA IR -_EE. RAE. FELARL. BEEL. KA T
AL mAABLA. BEARAABRL, S, 2R A. BARA. A
A B BEA REEL. ATBEA. - AR TFTEA. KA.
N R NN - R R A RBLE L. R EELE . $-R
AL, A CATARARZATARE;
AEMwEtE, ORAHERT;

RATEIRR S FRFARLFE, LT ZMRRERK,
BAREE R
X BT
AW, AT —R % NBRERNK, RREALEHARETS
FAL A BRAORAL. FRA. AL, FAA. 84 A&
¥-R AL, BARL. BEA BEASE. ATRL. 21
ARTBLE;, &
HE. PIRR_EHE. RAK. RREARL. BAL. BA TR
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A mAmBA. ARARBA. RA. F-R R, BUARA. A
A Bk BEA REBA. ATBRA, B-R oA RTEA. BRA.
N R NN - R AR . ARARBA. -5 —
REARBA, A CATRARZATARAL,

iy

AL —F 89 B 69434 S &b bWes F ik, AFRTiZk
S E A Y; ZLEMAERES ST B hirH) PDE4 @ik E6) R R
g LR A G PDE4 t93H) Mk SR ARG T ik, ik E
XA EEEIT R EFRARNL RS,

AL PR G A—E), OATRARNAARIHEAR, LA 1220
MNERT, ik 1 Z 12 ABERTF. AR EA AL , BHF 128
AN, Rt 1 E6A, kit l £ 4ADBRRT.

EHOIETE. TR E-RLA. F-FA. E-TH. A-TH. &-
THA. E-RA I-FATA -FPATHA. AL 1-CEAAA. 1, 1-
SWERALA L 2-ZPARE. E-COR, 1-2A TR 2-THETHR. L1
ZWATHE. L 2-SFATHA, LS WATA, 2,2-—FHATHE. 2, 3-
ZWATHR, -FARL. -FTEREARFTL.

AL FAERGHE—], OATRARMAERIHEERS Rk
A, EH1Z200MRRTF, thitAh 1 £ 12ABET. WAL N YKk
WA, BEA2ESA, KikAH2FE 64, AL A 2 E4ABRETF. 4
AR R, KA E XX F e,

SR OIECHL. BRL. I-RKL. BEKE. I-THA. 2-TH
AL 3-THAR IREER. - AL 3-SR AR 4- R AL

AL FAL A etk —13, QA TRAMAMR M LR S Raf it
B, BA1ZAMRET, KA1 £ 12ARET, A FRE YKo
A, BHF2ESA, KA 2E 6/, BHhikAH L EANBRETF. &
AR R, SR A E R RoFe,

ZH OFE -k, 2-FmkA. -THA, 2-THRAR -THRA,

BRBII . WA SBRAATEARE, T4 @iede L2 L 8) H4E
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REABAE . AR, L TAARLEZBRRIAEETEE EH—REA
BT, #ldotk 1. 2 R 3 ARKRERNK., SHRAREANABRKRLEEL
i, SBRRLATAHHERIKRE.

I i & ST BRAX 0 M B8 ) R, AR 1. 2 K 3 MR R ARF
BAREBRNK., BRRARALADET, LPHRERRT, RAREF 1 £
IANBERTORERL, BF, EHFEALARRERSE AZ2RK,

Fr i 69 TR AR BB T AR EEBRMA, R4 1. 2 K 3 MERRRF
BARERAR, RARAK AL ENET, LFRARRT, BEAREA 1 E
IANBERFEREIL, BF, EMAEGBRRERS RAZRAK,

Pk 4 T BRAA I AR B 7 A R E AR, HAk 1. 2 & 3 MBI KRR
BARERR, RRAEFHAGRET, AP RARERT, BARAAF 1 £
AR TEPREA. BF, ERALGRREKRS A RZRAK, Ktk
BARIAEA RZBAAR, AL 1. 2 &K 3ADAAERTFRA.

AL FEAGLSEEL IR OASMRASDER, BFELHF1E6
AN, Bt 1 ZANEET. C-CRREAGTHOELTL ZLA. 2F
AL TZTE, EAEAAT L,

BT 69 3T R AT 8 B A R, RAK 1. 2 3% 3 A 4R
ARIBRAREABRN, BRREMLLEOGRT, LT RERRT, BARALEA
1 £ 4 MRBRTF oA,

BRI HEAEA F — AR IR A G AR, EHREN L2 —IR4K
A, mEZGHNRKREFTH RGLR.

AL PR GREL SBRARL) —37, EATIRMA 4R T 48
SEAH, EEA 12 10 /M BBRTFTHBELESG., KR E LD “IKaE
24, ﬂﬁlisﬁ,%@1;64,i%@1;4A@@%0

MESEFARZENA, K 1. 2 R 3 ANMHERRARERARERAX,
PREAKBE I ET, AT RAERETF, BARELA 1 £ 4A0BBRTFH
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BEH R,

AUID. IV, M. (VD . (VID) A XV)1b-dh H St tdh, K
ol Lhn A ik IR E K.

A A& AT

X F o R AT AR, LS E CHER_F AT 695%E Z R
E3CTFHAMN 1 20Xy, AERERE | HA/ERT (R T
189 MUEA)) . WA R AL FFRAE (1=0 1 BF) , B E 100 4878 A%,
HFESELH 300 I ETH T 0. SU= ABREBR KT, ETALST, ¥4
AFIE B, AR AT, B AR A 3T°C T e/RIEF . £ RE) B 1E 14 18
T &P t=0.5. 1. 3 & 24 B, KERM, FeTdEREIFE, £
B AE 4000rpm F &3 10 4-4F, 45 100 49+ LB &L 100 4 Milli-Q
KA, 45 5 I ESHE HPLC/MS A% . Bl BALa4 5T 448) =
¥y, BT EAR AL A R B I 0 B F ehrR AR AR, AR
M
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HEFEN

PDE4 #-R42 F

B2 nR e E IoM A& RE T, B&FF DMSO F. 514
HAEM L0uUM ZEE 10pM ¢ RELRA TR, A3t E ICo. EHBRA
96 M (96 -well plate) ¥ TR, E—EHFI, 2K ZHBNAMEIK
FEAR A LA AL, EXEFALT, RTERTMHA, FBEH 15 24,

10 BRI ZHBRGILEMBEINIKE S WA T . E4H SomM pH
{8 7.5 ¢44b =B (Tris). 8.3mM MgCl,. 1.7mM EGTA & 15nM[3H]- cAMP
4y 80 IR LR, HmELZAH} T, §Fm4E A PDE4 &9 10 AR
RIVRRE., KRG, BHRAERHT, EEBTRERRALIE. BHKE, A SO
A SPA sREAE R HAFIE, FAETRT, HREMEIER 20 047, RE
A% ) AT AR FARAL BB M) B A S T

B AL RAMEF 90 ZH H0 FieE 10 T 10X 4AmLE & (500mM
Tris pH7.5,83mM MgCly, 17mM EGTA) 5 40 #%4F 1 u Ci/#4}F [3H] -cAMP ++
w4 AR, SPA BALIRR B ¥ 500 & 5B/ AmE 28 41 Ho0, vARAE 20 &4/
EI AN RBRE, 5 18uM AREREE T f K.

HeERXTTAL .
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%5 HPDE4B &, IC, PDE4 (nM)
16 0,22
17 3,6
18 2,1
19 11
23 0, 94
26 2,3
27 9,1
31 0, 07
35 2,2
68 5,7
76 4,6
94 0,5
122 3,4
132 0,3
133 0,8
142 1,2
164 0, 1

MELTAEE, K1) AWAHBER — BB 4 (PDR4) 6494 & Ip 4] 7).
AL R KB %3 Q) -BRAT A Mt -F PDE4 #9379 #] 49 1Csfh (4o £ E
SUFTRAF) 1&F 1000M, 4#5:% B24KT 50nM, FAREAKT 30nM, X skibiedpy
TF fe 4% FLBT — TR X amfiE & )40 TNF a 9 4 7=,

Bb, LTH Fras7id8k,. EBRREAMER, ARTL L @mEE
FHGMLIP R PDE4 49454374 TT A A AR A RER., X ERKEE
FEkvg. BMEEMK, SHEEX. NBRAD L. FEF X, BALK

FNE . BRI RE . mE IR R K

ZRMBA. X REEAER .

TKA K Craves) B, TEMEA . FAE. BHMHF, §WAE,
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B o Bk, RHHER X BAERA, KR E ., RATRE
MELRAE, R, Bt ai R K. BREREEREE. EHEEILERF
BB, RIRTHEARRE G BRANER, ABRATHEFEE (NSAR£
kFh, Bdoge R, FEZERK (Alzheimer’ s) &JF. FPAR, BAEH K
TR,

AREAASYELRE T R FTEEFAL, EMmk 5 at4a, #4410
JoET4E, ARG 1 0EAE, R A RKL S e A E -COOR KAFAT B
W ASBATAY, B4 PDE4 4 1C50 18, £ & FREKEIE MG 1C5)
18 442,

B, REPHEE-3QD-RITASTEMTREHNETATAE
FWRE, AR T H A0 F 648 34 R K4 ¢ %1% PDE4
IR LR, BN TR LR %M.

b5y, Bk BBELEEFHF, Efet A THEL.
T-mIeZARFLBT A . B 2-B LIRF AL B S A R M3 BB Bl 2K 6935 4] —
ARG, KRLPNESMTFAHRA., ERELTY, oA Lrst
CHMA TR, BTG5 £ BB R LRI04 5 BEH LI RS
a4 A &9 B .

AR € PDE4 947 (AW LA LK) —H, REZ ARG HFT
B A/ RiGFAEE, ATHEEZHRBEFN. EH. &, TEAEK
BRETS| BB ERBHAERVER, ZRBRANELE LG (LBERIEL
B B 04 KA .

BE BRI F R e WP 5 B R 5. AR . B AT
AKX T H. REEARABREDARROTRAGA/REFAE L, 2T
B4k ARG AR/ R .

EARTHFa7 R RELRA, EPstmaR By a5 E A 2345
R FUER T E A A Fm A A AR 6 R HAH BRI RS
SARZER AR, R IR KLY RGBT AR E 4
R BAF RGRABERTE, @SEBGEHNER, L EEREE
54 a @b LA A,
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A sk, $£%%¢$4mwmﬁi%&ﬁ%#LT&%%ﬁ,u&
aRA Y/ AL BN EHAAW, THTE7 X H s =
%4%W%ﬁ&ﬁ%A%%%%£%f&¢,Ab%ﬁﬁ%ﬁﬁ/ﬁ%

EA R AR R E AL BRA-3 Q1) -BRAT A Y.

BHb, RLAEH —REARE®RG AKX (D) IS EHE—FHH b
AE, ZARNNATEARTAG C 45 d PDE4 )34l Mk £ mE SR
K RIRBIRAE, VAR —Fti6I7 EH 5 74| PDE4 m B & 69 9% 32 3 52 4K
BT R EW TR, ROtz s AU R X (Do,

AEAFREEZESY, L4 2V —FX (D B%-3QH)-BR4T4
MREHF ETEZOEEHZRRY, ARBF ETEZHREA, £
Jo BR RAFHER  FE RS & B89 0. 001%ZE 99%F &bk, 483k 0. 01%
Z90%EFL, RELH MR, &ﬁ%mﬁ,iﬁﬁﬁﬁ*ﬁﬁﬁﬁio
MM EAER TR, B3, R, AW, 2EXTEHMEGHH XA
Ao

5F MBS RIFTIL AW oG HIRA VI AR RS2 L
ARG F ARG LA AN 4e by, ELPTAE A 64 52 FRIRTY FIR B4 64 A 35 7
B IRA BB AT REAN . EHEAA., ETAA. KRE. A
B BNER . THBASRAB F 4R o4, BaF (elixirs).
BRIEBFRAOTX, H0H RELP LAY, sbFh 5] T & AR B 40
8 77 i AR

TR FH GBS OFHER], QIET 5 RN R BARY B4R
B, 2ER, THHEIMARAN. FHAIRETEEREH 255002
SR E RS, REFENE.

BT RALA YRR E YT 2R B RBF RV N, BB THENR
%é%%?%@ﬁ&ﬁ%ﬁi%%%%ﬁ,#mww?%,u%ﬁ%%
WEFRTOAARL P RAENERASMRE G F ETHES Y
K, BEFH RHRA.

BRAE 2 46940 0T #) B TR M E, ETUARTARZ AT, A
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ETHEFRERBAKERR XL CE L QL IERAIRT.

BEHIZHAEMT REBKRE ., ILERERRAT X, H4HEKALA
a1 SRR IR TT s RAR IR om0 7 i AR

HEMNEBFEER 10-600 £EEERMGERAN. BIRA BT LA
— KRB KRG, RABR1E 4 RGFTHY,

ALK — TR TR R B, Xk RESOABLAFT XLeTF, FF
RAeIRRE A X — AP R4,

AL ARG YA T L FALA 6 F B e m, 1RIE T & L4 (8164
FEB) H1E 1 2 33)) 3, HFEETH XIS AL A e E.

'H AR 4R 1842 %/ Varian Gemini 300 X384 E.

RS PRE R (m/2) 18 ESI B-FILMER, 4kt FKAE Micromass ZMD
R L,

Y& &A% F Perkin Elmer DSC-7 £ it %k,

BB R k)12 8 24 Symmetry C18 (2. 1x10 £ K, 3.5 £XK)
TALA Waters 2690 AT, AMAHATFTRO.4EH) . &O0.1 ).
FEE (500 ZH) A TH (500 =) B), HFER(0.46 £H) . &R (0.115 £
) B (1000 EH) (A): G E 18 4P, A 0%ZE 95%B, KRB 4 54,
12 ) 95%B. F AR IESTIE) 69 -F-FHTET A h 5 4F. ARA 0.4 H/ 04T,
AL S, ZREED BB T 2100M Tl £,

BN B Ok BAER XA Symmetry C18 (2. 1x10 £, 3.5 2R &
A28y Waters 2690 A4k fF. AHAAATFTR (0.4 EH4) . £2(0.1 ).
FE2 (500 ) A TH (500 £4) B), 5FE0.46 TH) . &K (0.115 &
) BZHK (1000 ) (A): &L, £ 26 504K, § 0%E 95%, KRE 4 504F,
128 95%B., F B R ESTE] 69B-FHTRT R Y S 4. AEH 0.4 /040
EHREH S, ZREEH EMBET 2100M TUE,

)8 5 1)

#H & 1
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4-FKF B A -5-#2 K A V8 -3-5 B T B8

EFA4Q2.38, 0.1 BR) 5ERKEOH(60 EF1) 69 A 35 BHLH#
W CEEAN R, AR R TBLBEEL B8 (9. 6 %, 0.05 B R) AR &
G EM FHER. ABFEFX(FE 1 BE) Fofk R B
LB (1.55 %, 0.05 BEAR) £RA BOHA0 EH) Fe9355&. w4 6N HCL 4
R F A, FELBEE. DAKA50-200 2 HBE, HEFR
ATEEFEER, A 6N HCL A EBAL, ®AEZ4, R TiEE (45%
FE).

5 (DMSO-dg): 1.25(t, 3H), 4. 15(q, 2H), 7. 50 (m, 3H), 7. 80 (m, 2H),
10. 80 (s, 1H) .

#8 2
4-F K1, 6-— S -F e 3 [3, 4-d]%E-3, T-—FF

BB B 1 6937874 (15.0 &, 0.057 BR) ERKTE (150 FH) +
W ZIMPFERA, BIANIPERKESY (10.2 24, 0.203 BR), FEHF
REVRAHE TR THMIR, SR R BR, FUAATEL Lk
ok, mEA 136 AARE S 92%7F F)

5 (DMSO-dg): 7. 37 (m, 3H), 7. 82 (m, 2H) .

#& 3
S—RA-6-FAA-3-KE-1, 6-—F-BE-4-B B

BB &2 937 (6.0 %, 0.026 BR)EXRKTE B0EH) Py
GRPEERN, BARNWBAREY S ZF, 0.10 BR), FEAH R R
SHERER, RE, BEAI TR, FLRIHEHRGER, BRET
BE L LBk k. AT 5.0 A ARA =4 (83% 7= &)

5 (DMSO-dy) : 6. 62 (bs, 2H), 7. 27 (m, 3H), 7. 37 (m, 2H) ,

#& 4
S—RA-1-TE-6-BAE-3-KE-1, 6-—R-BE4-RBRTE
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EHE 3R T (13.3 %, 0.057 BBR) EXKDME(160 EH) +
HZBPFEBRA, RFMEBEA (31,6 £, 0.228 BBR), HIEHH AL
RAMT T0CTHIE L DB, RE, EEA TR, 3£ 15 48R,
BRIBRMFKDME 30 EH) F a9 Tk (17.1 £, 0.229 BR), ¥ RE
BT T0CTHA 6 00, BB EBETHRIERN. HXAFRF =
MEF TR, FUAZRFTRERBL. RE, BHIEUEF NalC03
R KB EKEE., BALTR, FTRETHBREN, mZEFEEW
(75% = %),

d (DMSO- d¢): 0.78(t, 3H), 1.25(t, 3H), 3.90(q, 2H), 4.10(qg, 2H),
7.28 (m, 2H), 7.37 (m, 3H), 7. 55 (s, 2H) ,

#l& 5
S-RA-1-TAE-6-FAA-3-FKE-1, 6-—f-ER-4-BR

B & 4 0T = (6.1 %, 0.021 BBR) EFEL (78 ) b ey 241
PEFRA, RIHFIm INNaOH(3L. 6 4+, 0. 63 BFR), HBEHAH ARG
AMEZBTRHIR, 5T S0CTHRIL LI, RE, L0 T kR,
FHEBETHh—FXFE, HHLLHCL IN PFZFE pl 6-7, idRiX AT
A EMK, vATER A, TR, WS AARE S (T1%) .

5 (DMSO-d): 1.24(t, 3H),4.05(q, 2H),7. 33 (m, 3H), 7. 42 (m, 2H) ,
12.95(s, 1H),

#]& 6

S—RAE-1-TE~6-FRE-3-KE-1,6-—R-BE4-BBFEEAT

FEHE S 6AFA (1.0 %, 3.86 ZEE/R) AEF K DME (40 =H) ¢4
ZBHREMA, RPEEAET(0.64 £, 4.62 TER), HHHH A
RS HIF—2IL. RE, BFARLEABRTE 0.74 £, 4.62 %
BR), AR RERAMET R THBIR, HREMZHAE LKL,
A TEFEI, I AIEA RS, FRAKTR, BEAEBET
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BIRIER, mEEAFE T (148 £, 98%7F %),

LRMS: m/Z 408 (M+1) ™,

d (CDC1s): 1.38(t, 3H),4.26(q, 2H), 4. 45(s, 2H), 5.15(s, 2H), 7. 30
(m, 12H) .

B &7
4- (3-FEARXFTBLA) -5-FAEL-2, S-— R -FEed -3-H B8 LB
BRHE 1 GRS, A 3-FAA-3-0-FREA-RBRERST, &
A B4R (40%) .
LRMS: m/Z 276 M+1) ¥,
d (DMSO-dy) : 1.18(t, 3H),2.25(s, 3H),4.10(q, 2H), 7. 25 (m, 2H),

7.50(m, 3H) .

-

1% 8
4-E) - F A1, 6-— R —FEe 5 3, 4-d] BE-3, T-—F
WRAS L HEBRESE, B4& T RS WIERF, FHHER
(64%) .
LRMS: m/Z 244 M+1) ¥,
> (DMSO-d¢): 2.25(s, 3H), 7. 25 (m, 2H), 7. 60 (m, 2H), 11. 5 (s, 1H) .

#& 9
S—RE-6-BRA-3-H-FRE-1, -—R-E5-4-RK

WMRHE 3 TR, 4% 8 WARMNLASWIEE, FHAhEK
(35%) .

LRMS: m/Z 244 M-1) 7.

5 (DMSO-d,) : 2. 45 (s, 3H), 6. 95 (bs, 2H), 7. 30 (m, 4H) .

H& 10
5—RA-1-T A -6-BAE-3-1-F XK A1, 6-—R-—BE4-5R B LB
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wRAE 4 WEBAER, BHE 9 GRS WMIKE, SHAHBRK
(90%) .

LRMS: m/Z 302 (M+1) ™,

d (CDC1s) : 0.79(t,3H), 1.38(t,3H), 2.38(s,3H), 3.92(g,2H),
4.22(q, 2H), 7.20(m, 4H),

#& 11
4-G-REFBER) -5-BAK-2, 5—-— &~ FIE=k—3-5 B, 58

BRAE 39 RIBARR, AAFEAY 3- G-AEXL) -3-FAA R T
BeFRAF, =4 K BAR (65%) .

LRMS: m/Z 279 M+1) ™,

® (CDC1s): 1.00(t, 3H), 3. 82 (q, 2H), 7. 25 (m, 4H) .

& 12
S5—RAE-3-G-REL) -6-BRE-1, 6-——R-E54-KB

RS LW (.45 %, 8.8 ZER)EAKTCEQS )+
QEBFHERA, BIBRFMPREY (2.5 FH, S3EER), HEHH K
RRAMEIRILR., KRB, BEAI TR, FLEIAH R BR, BA
B TBL LERE, RIF LT EAR W (17%5 %)

LRMS: m/Z 250 M+1) ¥,

Argatial: 5.3 4.

#)& 13
S—RA-1-THE-I-C-AXL) -6-FAK-1, 6-—H 22 4-BRBRTE
BRAE 4 EIRER, A& 12 ARSI, FHh Bk
(22%) .
LRMS: m/Z 306 M+1) ™,
5 (CDC1,): 0.82(t, 3H),1.19(t, 3H), 3. 98 (q, 2H), 4. 22 (g, 2H), 7. 10
(m, 3H), 7. 38 (m, 1H) .
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#1414
4- (4-REFBA) -S-BALA-2, 5—— & —FFEmk—3-5 Bk T8

HRAE 3 EBRAER, AAFNAY 3-(4-FFR L) -3-FRAE R T
BeRAF, 4 Hh BN (62%) .

LRMS: m/Z 279 M+1) ¥,

> (DMSO-ds): 1.18(t, 3H),4.17(q, 2H), 7. 17(t, 2H), 7. 82 (m, 2H) .

& 15

5-RA-3- (-RAER) -6-FAK-1, 6-—R-2E-4-RB
BBEE 12 R F, AHE 14 A7 = HiEAF, FHiR (89%) .
LRMS: m/Z 250 M+1)

O (DMS0-ds) 7. 25 (t, 2H), 7. 62 (m, 2H) .

#1%& 16a
S—RA-1-TE-3-(U-REXL) -6-FL-1, 6-—F -2 E-4-HR BB
BRAE 4 8RR, A4 & 15 RBILASY R, A4 h B
(30%) ,
LRMS: m/Z 306 M+1) ™.
Mg 8.6 04F" (iE: EAFF Ik B).
d (CDC1,): 0. 82(t, 3H), 1. 38 (t, 3H), 3. 98 (q, 2H) , 4. 22 (q, 2H) , 7. 05 (t,
2H), 7. 36 (m, 2H) .

%] 16b
S—RIE-1-TH-6-BARK-3-RE-1, 6-— R 25— 4-B BT B

BRBH L 6 FIRALF, AHE S BTSN R TIRKIG, E0
A B 4K (88%) .

LRMS: m/Z 274 M+1) ™,

d (CDC1,): 1.38(t,3H), 3.41(s, 3H),4.22(q, 2H), 7. 40 (s, 5H).
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#& 17
3-ER K -3 -2-X B8R ZBS

FrFRQOEH) PO —TE (39.6 £, 327 EER) K ZE 60
C, EWEBEET, 2K Fmi-TEA (14.3 £, 128 TER), B—2kK
AR, BPAE 65 CFam#F I ut, #5, BEAZHE 15C, HFi&RiF
PR Q0 ZH) Pog 2-TBREES (10.0 %, 79 EER). ¥R BA
MAE BOC T Ak 45 54F, REEHERAF TR, REEBANKY, Akl
VABLBR LEBS R BUS , 120 MARVABRBR AW BCK T 1%, iR, JF R R . K43 14.2
M EH, AT ERGREFH O0%=E),

5 (CDC1y): 1.25(t, 3H), 3.90(s, 2H),4.20(q, 2H), 7. 1 (m, 1H), 7. 70
(m, 1H), 7. 75 (m, 1H) .

#1& 18
S5—BRE-4- CED-2-F L) -2, S—— R F-MEnk 3% B T8

148 (6.4 %, 0.28 BR) AR TEMT LB (165 £4) . 23R
RAEIRISF 30, SR B R TEE (20 Z5F) Fa9H & 17 09458 54 (27. 5
> 0.14 BR), B OCTFTFHRHET 15 2046, REFFmTE 40 £50)
PRI AR E 1.1 4, 0.14 BR). £ 0CTFHIE LS IEHE, 12
BRERGHEINER, FEZFMHTEEIR. ERETHRLE, F&
FREMEBF TR, REAEIRE B RAWA IN HCL FF2, FuL Bt,0 2674
—R. EAE, LKA SN HCL B4L, HEH GBI, HEdk,
vABt,0 2ok, B3] 16.4 LATEARE 4 W4%7F %),

d (CDC1y): 1.50(t, 3H),2.20(bs, 1H), 4. 60 (q, 2H), 7. 25 (m, 1H), 7. 85
(m, 1H), 9. 0 (bs, 1H) .

& 19
4—Empr-2-3 -1, 6-— S FTEe 5 [3, 4-d] B %3, T-—FF
1 %% 18 94T = BF T T8 (65 £90) F, FRB PP LKL
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HA.3FH, 89.TEER). EERTHE I8 IEE, SEZERKG. 4
), HEZRFTCLER (65 EM ¥, FHREMWESAT R 18 6, 7
ERETRRER. HERGHABL0 AR, ik, F-F%., %43 5.6 LFF
ZHREFW 4% FF),

® (CDC1y): 6. 60 (bs, 1H), 7. 10 (m, 1H), 7. 50 (m, 1H), 8. 80 (m, 1H),
11. 6 (bs, 1H) .

%1% 20
S—RE-6-BAE-I-Ep-2-R -1, -~ HEBE4-KB

1858 19 $94F8 =4 (12.5 &%, 53.3 FBR) BFF 28 (160 =)
B, R BEREY (9.9 B, 0.20 BR). EERASHEA 18 B
&, WLIREAFEK, ek Bt0 sk, RIF 113 AT E R E AW (90%
),

5 (DMSO~-dg): 6.20(s, 2H), 7. 0(m, 1H), 7. 40 (m, 4H) .

& 21
S—RE-1-TE-6-FARK-3-Euy-2-%-1, 6-— R BR—4-H B LB
1% 20 6947 =4 (11.3 %, 47.8 %E%fr\) T F AT e (135
) P, FRAIRERAT (26.4 £, 190.9 ZER) . HBAS MR E 70
C, 1. RE, EB—KRANEZTE, FHEIMFQS EH) 4
RO (4.3 £, 242.2 EBR) BB RMERSYHA. £ T0CTFh#k 72
WS, BRELRAMBINKT, FVA B0 B EFIR, FFAH AL 4%
NaHC03. /KA KA, ABRBERKTIE, Sk, FALXETRE. #45
12.2 Z BT 20 R By BThZE), Hibiky.
d (CDCL,): 0.95(t, 3H), 1. 40(t, 3H), 4. 10(q, 2H), 4. 25 (g, 2H), 7. 05
(m, 4H), 7. 40 (m, 1H) .

& 22
- -3- 3y AR LB
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KPR AS BH) PR =B (36.3 £, 300 ZER) MM E 60
C. AWRET, 9RMed-TE4(13.0 &, 120 EER), B—2F
T RE, BPAE 65C Fhn#hd it, %, BEBERAZE 15C, H&F
AmFRA8 T T4 3-TEBLAES 0.2 £, T3 EER). FRELRA
WA BOC T Ak 90 547, RERHAXITE, FHECREHNEKR, &
ABR 3k, BIZBWRET KT, EESEUBRLEERE, AN
VAR, FFARRBRGIBLA T IR, 130k, SFARLK. HFEEDH (12.0
S, 83%FER), AENREEH.

d (CDC1y): 1.25(t, 3H), 3.90(s, 2H), 4. 20 (q, 2H), 7. 35 (m, 1H), 7. 55
(m, 1H), 8. 10 (m, 1H) .

#1423
S5-I -4- CEm-3-F A) -2, 5—— & FEwb-3-5 B 78S
1248 (2.5 %, 0. 11 BR) EZRBTFTHEMBT LB (65 FH) +. #Figrk
BB AIn, FHRARWCE (12 £51) FeH1E 22 947859 (12. 0
o, 6.6 BER), EOCTFHIE 15 0475, BB LE (12 ZH) F46
FITEBRRTE 8.4 L, S5.4EER). EOCTFH#HELIHE, #ERE
RAEMEINESR, FAEAZFHTEEIR. ERETHRCE, HERE
WEEBTKE. RE, FZRERESHpA N HCL F42, FF0A Et,0 Bk
—K, EEVL SN HC 4E/KA084L, F0A Bt,0 IR, 184 HAa A BLBR ALY,
KFRR, DI, RAEBETRL, M= EFFE =, Hibkp 9.2 %, 62% .
d (CDC1s): 1.50(t, 3H), 4. 55 (q, 2H), 7. 35 (m, 2H), 7. 75 (m, 1H), 8. 85
(bs, 1H) .

%8 24

4—vEmp—3- -1, 6-— S F ek 5 3, 4-d] 53, T-—&

14 & 23 09AFRL =M (9.2 .34 4 TR BHFLE 90 £4) +,
FiRH R RSN (5.9 B9, 122.1 BER), EER TR 48 6t
B, REFERIR, FALE SR AsRE. —E T, ®1F 6.21
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T B RE T (1T = %),
O (CDC1:): 7.40(bs, 1H),7.50(m, 1H), 7. 65(m, 1H), 9. 0(s, 1H),11.6
(bs, 1H) .

#1425

S5—RA-6-FA K -3-Ep-3-F -1, 6-—RBE4-K B

1244 24 AT M (6.2 %, 26.4 TER)BETFLEY, Fim
PrEREW (4.9 £, 100.7 EER) . AT RGRAHE A 18 J 8,
FH iR A R A BAR, RUA B0 sbik. —E-FIRE, K4F 3.8 LA EH
BE BAR (60%, ~&),

> (DMSO-dy): 6. 60 (s, 2H), 7. 20-7. 80 (bs, 2H), 7. 40 (m, 1H), 7. 60 (m,
1H), 7. 75 (s, 1H) .

%) & 26
S—RA-1-THA-6-BAE-IEY-3-K-1, - — R BB 4-RBR LB

BHE LSRR T M 3.8 %,15. 9 BBR) AT A FELE 45 2H)
VORI AN, REBRET (8.8 &, 63.6 ZER)., KRS YMKE 70
C, mZ 1 i, REEEBE—RAENEZZER, FF&FRIm DMFO £H)
TER T 4.8 £H, 63.9 ZER)., T T0C Fhuk 18 I itE, HE 5
B BEINKTE, F0A B0 £ EMEIR, JFH AT 4% NaHCO3. K&
HARE, ARBENKTIR, &, FRLEFHE. KT 3.8 LR
RIEAAY, FHAHBEKRGLUZF),

d (CDC1y): 0.95(t, 3H),1.40(t, 3H),4.10(q, 2H), 4. 25(q, 2H), 7. 05
(m, 4H), 7. 30 (m, 1H) .

#4827

1-T A -6-BAK-3-KE-5- (Eok-5-£ RE) -1, 6—— KB %-4-K B
5 & S HATHAW (1.0 %, 3.8 ZER) . Bok-5-#88 (1. 33 %,

7.1 ZBBR) . RKEEBA(1.05%, .LTEER) . Z 0K Q.12 4, 15. 4
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EER)BRLZFZRALSTHQ L, 40 ERLK=R Tk 40 £H) Foyrs
M, TEABRERZBRTHIF 24 oF, REFmEEER (0.88 £4, 15.4
EER), FLTERREY. RE, TRETHREN. BAHKRNEGY
w Pk B AR BATEEAL (10, —RFIR-BEBR CB-F 8, M= AFE =Y
(586 &%, 35%7F %),

LRMS: m/Z 387 M+1)*,

MG ETIE]: 9 4T,

5 (DMSO-ds): 1. 36 (t, 3H), 4.20(q, 2H), 7. 33 (m, 6H), 7. 63 (m, 2H),
7.88 (m, 1H), 8.41 (m, 1H), 8. 90 (m, 1), 9. 13 (m, 1H), 12. 46 (s, 1H) .

%4 28
1-Z A -6-BR A -3-F K -5 (lmg -3-R ) -1, 6-— R BB —4-K 8

FEEB 15 9AFR = (1.1 &, 3.02 BR)ETE (50 £4) v o425
PEFRA, BiBRAMINNaOH (2.3 B, 4.6 BER), FBAHEANE
EERT 0CTHAE 4 I BF. R, LA TR, FTFRETHBRER.
£ X HERAF R BIAREF TP, 70l HCL 2N B4R E pH 2. idyEiXAE3E4F
A ER, A TEBRIRE, TR, @AW (62%).

B % 255.1-256.7C

> (DMSO-d¢): 1.33(t, 3H),4.17(q, 2H), 7. 26 (m, 1H), 7. 38 (s, 5H),
7.46 (m, 1H), 8. 29 (m, 2H), 9. 02 (s, 1H), 13. 00 (s, 1H) .

#1429
1-Z A& -5-[(4-F Kbz -3-K) KA -6-FRE-3-KE-1, 6- — R B%-4-
HRBR

IR E 28 W EIRAR S, B 6 25 MARERAL A AR, M BAR
(50%) .

LRMS: m/Z 351 M+1) ™,

RGBT 8 44T,

d (DMSO-ds): 1. 34 (t, 3H),2.20(s, 3H),4.17(q, 2H), 7. 21 (m, 1H),
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7.36 (m, SH), 8. 18 (s, 1H), 8. 26 (d, 1H), 8. 72 (s, 1H) .
%14 30
1-T A -5- (FEh-4-EL /L) -6-BAX-3-KA-1, -— B E-4-H 8
BREE 28 TIARA, H EH) 30 WA HIF, Fihh Bk
(86%) .
¥E 269.5-270.4C.,
5 (DMSO-do) : 1.37(t,3H),4.20(q, 2H), 7. 35 (m, SH), 7. 68 (t, 1H),
7.78(t,1H),7.97(d, 1H),8.12(d, 1H), 8. 27 (s, 1H), 9. 07 (s, 1H), 9. 17 (s, 1
H),12.5(s, 1H) .

#H & 31
1-ZA-3--F AR -6-BRE-5- (b2 -3-R ) -1, 6-— KB E-4-%
BR

BRA G B EBARF, A EH 34 TS EST, A K
(57%) .

LRMS: m/Z 351 M+1) ™,

ARG ETE: 6.0 4P (iE: B E B).

d (DMSO-de) : 1.33(t, 3H), 2. 31 (s, 3H), 4. 16 (q, 2H), 7. 20 (m, 5H) ,
7.46 (m, 1H), 8. 27(d, 1H), 8. 34 (s, 1H), 8. 99 (s, 1H), 12. 98 (bs, 1H) .

#1432
1-T A -3-G-REL) -6-BA X -5- (e -3-R L) -1, -— R 2 E-4-H 8
HRAE 28 RIS, A E6) 36 AT WIEIF, F4h AR
(80%) .
LRMS: m/Z 355 M+1) ™,
AR BT 8 44T,
d (DMSO-do): 1.33(t, 3H), 4. 18 (q, 2H), 7. 28 (m, 3H), 7. 47 (m, 1H),
7. 66 (m, 1H), 7. 91 (m, 1H), 8. 42 (m, 1H), 8. 52 (s, 1H), 9. 42 (s, 1H) .
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#1433
1-Z 8 -3- (4-fFE L) -6-FR K -5- (log-3-RA) -1, 6-— 25 -4-R 8
HBH & 18 Y RIRAR A, B 4 38 UARAAL A MIRIR, F4h B4R
(90%) .
LRMS: m/Z 355 M+1) ™,
Mg RTIE): 8 4T,
d (DMSO-d¢): 1.30(t, 3H),4.16(q, 2H), 7. 22 (m, 3H), 7. 42 (m, 3H),
8.27 (m, 1H), 8. 35(s, 1), 9. 07 (s, 1H), 13. 07 (bs, 1H) .

$1& 34
1-Z AR -6-BR K -5- (o2 -3-R ) -3- Q—E%#) -1, 6-— S B2 —4-H 8
EEB 38R (1.6 5,43 EBR)AEFE16EH) Pey&iF
B, BiERA IN AR A3 EF, 8.TEER) . R ALY T 80
CThid®, RE, AN HCl2 L AR FEAL, AP pH=5, Aird
E BN, FokisF g, SESSE, 52 0.77 A BN RELE (52%
FE).
d (CDC15): 1.33(t, 3H), 4.15(q, 2H), 7. 04 (m, 1H), 7. 15 (m, 1H), 7. 30
(m, 1H), 7. 51 (m, 1H), 7. 59 (m, 1H) , 8. 32 (d, 1H), 8. 36 (m, 1H), 8. 96 (s, 1H).

#]4& 35
1-T A -5- (4-F Eobmg 3-8 R) 6-BA A -3—Eu—2-3 -1, 6-—F B5—14-
BB

RS M PR KBRS, B E6 49 AR WEF, T
B4R (93%) .

5 (DMSO-d¢) : 1.35(t,3H),2.20(s, 3H), 4. 15(q, 2H), 7. 05 (m, 1H),
7.10 (m, 1H), 7. 25 (m, 1H), 7. 60 (m, 1H), 8. 20 (s, 1H), 8. 30 (m, 1H), 8. 70
(s, 1H) .

#)& 36
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1- T3 -5- (F8dk-4-KRA) -6-FA K -3- Q—Ewm &) -1, 6-— R E%—4-
E 30

BBHE 34 PATRMZIARR, B KB 52 6 MET, FHh
B4R (45%) .

d (DMSO-d): 1.40(t, 3H), 4. 20(q, 2H), 7. 00 (m, 1H), 7. 05 (m, 1H),
7.60 (m, 1H), 7. 80 (m, 1H), 7. 90 (m, 1H), 8. 05 (m, 1H), 8. 25 (m, 1H), 8. 45
(bs, 1H), 9. 20 (s, 1H), 9. 40 (bs, 1H).

%14 37
1-T K -5- (Fdak—4-E R HE) -6-TA £ -3- 3—E% L) -1, -— R E%4-
E30]

BBHE 3 PR ERARS, B EH) S8 AR EMIEF, S
B4R (57%) .

> (DMSO-dg): 1.40(t, 3H), 4. 20 (q, 2H), 7. 10 (m, 1H), 7. 50 (m, 2H),
7.70 (m, 1H), 7. 80 (m, 1H), 7. 95 (m, 1H), 8. 15 (m, 1H), 8. 30 (bs, 1H), 9. 05
(s, 1H), 9. 20 (bs, 1H).

%14 38
- (4-FEXE) -3-BA L HBL TER

FEAL4h (3.13 £,,78.25 £ER) A= L (15 £ b eykbin
BN, BBAR&-FERTEG L, 3.3 ZBER) ARBR_CLE (3 2H)
P ER, BRAMTEERTHIE 30040, FF8SCFHI2 B, &K
J&, BINAKRK-BEER (50: 50; 14KA%) %, VABEBR LBEHEIR, vAHKikik,
PLRTFIR, BR%E, m=AmRky, BERE120C, 0.1 £8), WFL
&k (6.98 %, 91%=%),

d (CDC1y): 1.26(t, 3H),2.42(s, 3H), 3. 97 (s, 2H), 4. 21 (g, 2H), 7. 28
(d, 2H), 7. 84 (d, 2H) .

#]& 39
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4- (4-FEEFTBRL) -5-BAK-2, S-— R @k -3-H 8 T8

BG4 (3.46 £, 144.1 ZER) AW Ak Q00 EEH4) FekAE
FRW, BERMET0 B4 DAk T 69 F & 38 aﬁﬁ“ feidn (14,1 4%,
68.6 TER), FHRbWAE 0CTHI 20 047, BIERAK TR B
BRCES (11.4 %, 75.5 £ER) AW &k (70 %‘ﬂ‘)“{’éﬁ‘»&‘\)&, H¥RE
AW 0C THEAE 30 04F, BEFERTHRH— . §&4mK (123
Z5F, 68.3 EER)BEREAER, BREMRYE, FIEEIFKTFHEREYD
B FARQ00 ZH) F, w4 HCL 2N 840 ZE pH=1, FvABEER &8 B (150
EH x4) . BAFHHEIEL L KERE, BAKTR, RERETRE, @
FAEIR T, AEEES 9.6 £, 95%FF).

> (DMSO-d,) : 1.18(t, 3H), 2. 35(s, 3H),4.10(q, 2H), 7. 18(d, 2H),
7.60(d, 2H) ,

LRMS (n/z): 276 M+1)*,

W RTE: 6. 62" Ar (E: BMFEB).

#1440
4- (4-F XX -1, 6-—EFRWEH (3, 4-d] E%-3, T-—F

PptE KA (12.17 £, 243 BER) BF RN 244 39 9478405
4 (19.6 %, 68.5 ZER) AXNKTE (T1 £H) T RN, HIEATH R
W RAMBEHITR . ARBAHE, B, ¥ERKE, Aok
LEEPRE, FAARHSY (18.6 £, 95%FH), H3BERK,

> (DMSO-dg): 2.35(s, 30),7.18(d, 2H), 7. 80(d, 2H) .

LRMS (m/z): 244 M+1) ¥,

e nta. 5. 82%4F (iE: EAMFF Ik B).

#& 41
S—RE-I-U-FARL) 6L, 6-—REE4-RBK

B KAaY (13.1 &, 263 ZER) RFMmE4HE 40 44710LE
W (16.8 %, 68.5 ZER) ERKTEE 210 ) FHBEF RN, FIRFH
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RAGRAMERILR, EANETRE, BRAGMUKGE—FSI, HF
BRI, WLRKE, A TBE LRE, B AFALEY
(10.1 %, 60%™=%&), HxEEIK.

5 (DMSO-ds) : 2. 30(s, 3H), 6. 60 (bs, 2H), 7. 10 (d, 2H), 7. 30 (d, 2H) .

LRMS (m/z) : 246 M+1)*,

A RTE: 6. 02 44F,

#4442
S—RE-1-TE-3-(U-FEFRL) -6-FAE-1, 6-—RBE4-RB LB
EHE 41 A E 8.5 £, 34.7 EER) 5 RKEEAST (28.7
%, 208 EER)ERAK_FATEE (116 29) PHEFRA, Sk
(22,69 %, 208 BER), HEHH AL RASMT 60C FHILTR, 1%
BRAMLHTR, LR, RE, FRIHRFHRGYHAL R T I (350
) ke, ARBE R, BT, BRR%E, @74 13,4 £ BIK,
1w EtOH B4 5, RF4FALEA4 (6.96 L, 67% = %), AR &4 d,
> (DMSO-do): 0.8(t, 3H), 1.28(t, 3H), 2. 38 (s, 3H), 3. 98 (q, 2H), 4. 10
(g, 2H), 7.20(s, 4H), 7. 38 (bs, 2H) .
LRMS (m/z): 302 M+1)*-
R ETIE . 9. 67 4T,

#1443
1-TA-3-(4-FERR) 68K -5- (e -3-RK) -1, 6-—HEE-4-R
BR

T E=4) 65 9478 =4 (350 £ % 0.92 BR) ATE 3 £H) FHH2H
PEFRA, BFHRm INNaOH (0. 78 BH, 1.57 BR), FBFH ARG R
ST 60CTHPE 3 Dt R, LA TR, FTRETHBERIEAN.
12 R G WM FEMTK Q0 EFA) F, JFvh HCL 2N R &A% £ pi=2, Tk
BAFRIFO BN, vA LB, FFTHR, BP = AATE = 4 (48%) .

5 (DMSO-d¢) : 1.32(t,3H),2.32(s, 3H), 4. 16(q, 2H), 7. 18 (d, 2H),
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7.26 (m, 1H), 7. 28 (d, 2H), 7. 45 (d, 1H), 8. 28 (d, 1H), 8. 33 (s, 1H), 8. 98 (s,
1H) .

LRMS (m/z): 351 (M+1) ™,

G 9 AT,

#1444
1-Z A -5 (Fdk—4-R R A)-3-U-FEAEXR)-6-FE-1, 6-—8%%
—4-5 B
HBHE 43 AR, B ) 66 RATRRALS- M ERAT, a0 A BIAR (62) .
5 (DMSO-d) : 1. 37 (t, 3H), 2. 28 (s, 3H), 4. 20(q, 2H), 7. 13(d, 2H), 7. 24
(d,2H),7.69(t, 1H), 7. 78 (t, 1H), 7.97(d, 1H), 8. 13 (d, 1H), 8. 27 (s, 1H),
9. 04 (s, 1H),9. 18 (s, 1H) .
LRMS (m/z): 401 (M+1) ™,

FEE TR 11 44T,

& 45
1-TE-3- (- F A KR -5- [ (4-F Fobrr-3-55) fR]-6-FE-1, 6-—K
ok —4-3 B
BAE 43 6GAE R, B ) 67 AT RAT, 5 A BIAR (85%) .
5 (DMSO-d) : 1.34(t,3H),2.20(s, 3H),2.30(s, 3H),4.17(q, 21),
7.15(d, 2H), 7. 23(d, 1H), 7. 26 (d, 2H), 8. 19 (s, 1H), 8. 28 (d, 1H), 8. 67 (s, 1
H .

LRMS (m/z) : 365 M+1) ™,
RS E] 9 54T,

#1446
1-8 T E S 7 BB B

EFEBE(1.09 £, 18.27T 2R Hatw (1.45 %, 18.35 BER) &£
ZR TG0 EA) PHERA, £-18CEARATRAR (10 540 & F
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BR 1-8\ B8 (2.66 5%, 18.60 EBER) ., AR, HRbIE, FiERs
WEKREER, REZSBETHHIR., BREMHAFIMI R T 20
EI) AR, vARARIRE, AT KBRBAABK TR, ERETHAREAN,
FAFAFHEAAY, AREHR G L, 9197 F),

d (CDC1y): 1.33(d, 3H),1.35(d, 3H), 1. 84(d, 3H), 4. 95 (m, 1H), 6. 43
(q, 1H) .

)& 47
RTEHE 1-R B

BRAE S, AXRTELSATR I-ACEERF, FHhibk
# (96%) .

d (CDC15): 1.23-2.0(MI1OH), 1. 84(d, 3H), 4. 69 (m, 1H), 6. 43 (g, 1H) .

# & 48
LA 1-R LB

WRAE 46 942, ACEERATR I-ALERE, FHhdRY
(90%) .

5 (CDC1y): 1.27(t, 3H),1.82(d, 3H),4.22(q, 21, 6. 42 (g, 1H) .

#]& 49
1-Z A -6-BAK-3-F A -5- (B [2, 3-blwbog-3- £ & E) -1, 6-— 5%
- SRR T3

BRRH| & 28 Y INAR S, B 6 18 WAL AR, A B4R
(58%) .

LRMS: m/Z 393 (M+1) ™,

#]& 50
1-Z 2 -5- (o -3-8 ) —6-FA A -3—Ew-3- -1, 6-——HBE-4-%
HRHE 34 PATRNERAER, B FEY 108 AR WIRTF, T
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A BAR (90%) .
LRMS: m/Z 343 M+,

AT E] T H-4F.

%4 51

1-Z A -5- (4-F £ ubez -3-RA) -6-8A X -3—EKu-3-%-1, - =A%
F-4-BER

R E % 34 PRTA M SIS, A FH 119 AR EMRT, W
A B (93%) .

LRMS: m/Z 357 (M+1) ¥,
W et 7 4T

#& 52

1-Z & -5-([1, 71 B -5-A RA) -6~ E-3-KK-1, - —E-%%
~4-$ B8R

BB & 34 PRI EIRARS, B FH 17T AR MRE, P
A BAK (45%) .

LRMS: m/Z 388 (M+1) ™,

A uriEl: 7.1 54,

B

M

FFalkd, eEA—kFiE, LA TEREL:
HFHHESHE FX

AcO LBRE A

Et a%3

Bn FA

BoC B|-T 8 A
Me A

Ph FA
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5K 451 R1 R2 R3 R4

1 Et L HSCOOC—Qﬁ Ph

/)

/)

3 E = .
t - J_ Ph

/)

O

8
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N H.N *
~N 2
6 Et | = \[c])/\/ Ph
IN\ H3C\N/\/*
I
7 Et = CH, Ph
N
l ~ /\/*
8 Bt P BocHN Ph
N
l ~N
9 Bt = AcO” " Ph
|N\ i
10 Bt = @_\ Ph
~
11 Et = H,C I Ph
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0
| N\ \ *
12 Et = N Ph
\ o)
» Oy )
=
13 Et c|:H3 Ph
N
l ~
14 Et = HNT Ph
N
15 Et | Z Et Ph
i 0
16 Bt / I Ph
BnO
N H,C o
17 Et | S \“/\E’ Ph
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N7 X 0] 0 *
18 Et | = Ph
N™°S HC. _O
19 Bt ~ ’ Wof ~ Ph
N™S H.C_ _O_ _~*
20 Et ~ Y Ph
O CH,
N 0
21 Et '/ H3C‘IT1Jl\/* Ph
* CH3
NI A
22 Et a Bn Ph
CH,
N™ ™ Hscj\ﬂ/o |
23 Et ~ | 1
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N™S H.C. _O_ _»
3
24 Bt l~ Y Yo | ph
O CH,
NI AN
25 Bt A, Bt Ph
CH,
P :ng\,(o\/*
26 Et A, S Ph
N™ EtO_ _O_ _~
27 Et Ay T Y Ph
3 O CH,
N 0
/ *
28 Et cH, N Ph
N EtO_ _O._ _~
29 Bt ~ Y Ph
O CH,
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~N
30 Et Z Et Ph
CH
NN H3Cj{ro\/*
31 Et = H,C Ph
0]
N EtO_ _O_ _=*
3 Bt @Q Y Ph
O CH,
N 0
33 Bt pZ . Ph
HOJ\/
N *
34 Bt l Bt @L
. CH,
CH
N7 Hscj\:(o | N
~N7
35 Bt ~ H,C @
0]
. CH,
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w w
x L * [T
K
* * o,
O (@}
O O

+— Y +—
/M o, A O /M

T sl

>

Bt

Et

Et

Et

Et
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N
41 Et | Z Me Ph
N\
42 Et | = Me Ph
N *
43 Et A Bt és
N™ *
4 | Bt 7 Ao és
N |
45 Et Z BocHN™ " és
4 Nl ) T |
= .
6 | Bt oA s
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N 0 |
/ ®
47 Et BnO/U\/ (/_:S
NT *
48 Et | A Bn (/:S
N™ .
|
49 Et 2 Et ﬁ/:s
N~ .
| .
50 Bt Zen, AcO” -
N .
| BocHN™ "
51 Bt A Son, é/ .
\N *
52 Et = Et </;s
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\N *

53 Et Q:/ ACO/\/* é/s
N N |

54 Bt __ BocHN és
/ *

55 Bt N és
/ *

56 Et N és
\N *

57 Bt ©:% Bn és
\N *

s ow | OO0 w A
* S /
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~ N *
59 Et = AcO” @
. S
oN N *
60 Bt _ BocHN @
. S
= .
61 Bt Eto)l\/ (5
. S
/ *
62 Et o PN @
. S
<N *
ol w| CJ| O~ | &
AN N *
64 Et = MeOOC—@—\* /is
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N
65 Et | Z Et
) CH,
SN
66 Et Z Et
) CH,
N™ ™ !
|
67 Et = CH, Et ©
* CH,
N| AN H,C CH,
68 Et = Hscjw/o\/*
. o)
CH,
N H,C CH,
69 Et = HstYov*
" o]
CH,
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AN
Nl H3C CH3 o) -
70 Et A, Hacj\[( ~
! o)
CH,
NTS H,C. _O_ _O_ _»
3
71 Bt ~ TY T Ph
CH, O CH,
SN IH,C O O _+
72 Bt Q:/ ITY T Ph
CH, O CH,
NT
| H,C.__O.__O._ -+
73 Et = Y \f( Y Ph
CH, CH, O CH,
NT O. 0. _+*
|
74 Et % U T 1;3 Ph

96



200680019333. 8

i

B 5E79/1501

~N o_ _0O *
75 Bt @:/ O/ Y Ph
O CH,
N~
l O O *
76 Et e, O If 1;3 Ph
NS
77 Et \ AY Et Ph
N\ S
78 Et w Bt Ph
Ne—S CH,
79 B | / e N
t = H,C ~N Ph
* O
NN 0 *
80 Et A T NN @
* S
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XN *
o)
HN * *
\N 2
o w| OF | YT A
* S/
\N *
p| | COJ W N
* S/
\N O *
84 Et @::) MeO (b
* * S/
\N F *
s | m 2 AL | 9
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P : *
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N™ 0 N
|
817 Et 7 > cH, N (_ 5
U 1
88 Et Z CH, Bn T
N 0 -
I l
89 Bt 7 cn, Meo}\@\/ _7
P F *
90 Et 7 >cH, \©\/ 7 s
N 0 .
I /U\/\/\/*
91 Et Ao, | EO é/ .
P i 1
92 Et Z CH, EtO’u\/\/\/\* 2
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MeO
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Et
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N .
| 0]
99 Bt Z NN és
N *
H.C 0o *
100 | Et - N éﬁ
o
NS 0o |
\/*
101 | Bt - T éﬁ
N A o\n/o\/* *
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N~ N\ N

177 Et A Bt é
\ /]
N

N X ~ 0O o) *

|
178 | Bt A oRes Ph

E 45 1

1- 23 -6 2 - 3- K A -5- (B -5- 2 RA) -1, - = KB R-4-R B
4- (F &HA) FEs

BH B 2T AR 00 B4, 0.23 BER)EXKARQ EH) F
W ZBHREM A, HRFERKERET (36 £5, 0.26 EBER), FHEHAH
AR MBEIH—L2IL, RE, BBARM - R TFEAETHTEE U 24,
0.2 EFR), F¥RERAMWE OCTHHE 20 1. 85, ERETH
FRIEA , FAE BT AR 09 3R G 4 o ik B A B AT 44k (810, TH-BEBR T88) ,
T = A AR (60 4, 50%FF),

LRMS: m/Z 535 M+1) ™,

AE et 17 4T,

5 (CDC1): 1.49(t, 3H), 3.90 (m, 4H), 4. 36 (g, 2H), 6. 55 (m, 2H) , 7. 30
(m, 6H), 7. 37 (m, 1H), 7. 62 (m, 1H), 7. 78 (m, 2H) , 8. 05 (m, 2H) , 8. 43 (m,
1H), 8. 94 (m, 1H) .

5 5] 2

1- T A -6-BAE-3-K & -5- (Bok—5-A A X)) -1, 6-——AEE—4-K B F B8
BRES 1 G AER, A%E 2] RSN ETFHE, FY

H BEAAR (57%) .
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LRMS: m/Z 477 (M+1) +,

AantiE: 17 44,

5 (CDC1ly): 1.48(t, 3H), 3.86(s, 2H), 4. 36 (q, 2H), 6. 52 (m, 2H), 7. 15
(m, 2H), 7. 31 (m, 7H), 7. 40 (m, 1H), 7. 60 (m, 1H), 8. 06 (m, 2H) , 8. 45 (m, 1H), 8
.98 (m, 1H) .

45 3
- A -6-FRE-3-FE-5-(Bh-5-KRA)-1,6-—AZ%4-RK
2- FEA) -2-FAA T

MRES 1 GERER, ASE 2T RS L ARBRTE RS,
4k B4R (38%) . 428 FoK DMF 4F A8 A

LRMS: m/Z 535 (M+1) +,

BT 17 54F.

5 (CDC1,): 1.50(t, 3H),3.27(s, 2H), 4. 36 (q, 2H), 4. 95 (s, 2H), 7. 26
(m, 10H), 7. 43 (m, 2H), 7. 54 (m, 1H), 7. 99 (d, 1H), 8. 17 (s, 1H), 8. 49 (d, 1H),
8.95(m, 1H),

£ 4
1-T & -6-BRAK-3-FE-5- Bk 5-K &K -1, -—EFE4-RB 2-C
SRR TE

BREH 1 TR, AHE 2T GRS IR LERF,
P4 K AR (56%) . A£ R Rk DMF 4 4 i .

LRMS: m/Z 473 (M+1) +,

REEETIE: 15 4T,

d (CDC1,):1.12(t, 3H), 1. 50(t, 3H), 3. 22 (s, 2H), 3. 98 (q, 2H) , 4. 36 (g,
2H), 7. 32 (m, 4H), 7. 43 (m, 2H), 7. 45 (m, 1H), 7. 61 (m, 1H), 8. 03 (d, 1H) ,
8.17(s,1H),8.50(d, 1H), 8. 99 (s, 1H) .

5] 5
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1- A -6-BR K -3-FKAE-5- (Bak—5-ARL) -1, 6-— R B2 -4-R 8 2-FA
A-2-m Snbeg-1-X B8

BREH 1 GRS, §F& 27 RS FRBER 2-BR A -2-
w9 S rthed-1- K- LB RAF, 4h BAK (66%) . 4% K DMF 485 %7,

LRMS: m/Z 498 (M+1) +,

MG R 14 24F.

d (CDC1,):1.50(t, 30), 1. 77 (m, 4H), 2. 79 (t, 2H), 3. 25 (t, 2H), 3. 37 (s,
2H), 4. 34 (q, 2H), 7. 33 (m, 3H), 7. 48 (m, 3H), 7. 61 (m, 1H), 8. 00 (d, 1H), 8. 34
(s, 1H), 8. 52 (d, 1H), 8. 95 (m, 1H) .

A7) 6
1-T A -6-BRE-3-KE-5- CBk-5-KR/H) -1, -—/E%4-RR 3-K
A -3-BR Ak A BES

BRIEG 1T, 44 2T TS5 AL ARl i
HRAE, FHAEAR Q%) . 128 K DMF 45 A #) .

LRMS: m/Z 458 (M+1) +,

AGRE: 11 54T,

5 (CDC1s): 1.50(m, SH), 3.25(t, 2H), 4. 36 (q, 2H), 4. 79 (m, 1H) , 4. 90
(m, 1H), 7. 36 (m, 5H), 7. 52 (m, 1H), 7. 65 (m, 1H), 8. 05 (m, 2H), 8. 48 (d, 1H),
9. 00 (m, 1H) .

K] T
1-Z R -6-Bk-3-K A -5-(EH-5-KAA)-1,6-—HE%R4-AR
- (= FRR) TH

BEH B 2T AT B0 B4, 0.23FBR)AEXKARQ EH) +
AR ASMA, SRFMEBRAT (10 24, 0.50 ZER), FHHAH
REGRADMH—RIL. RE, BEFER Q-2 T 36 %
F, 0.25 BBR), ARREREMAE 40CTHH 24 Iit. 5, R
Bkar (42 28, 0.25 BEBER), AR REREMETETHRIEI R, &
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&, BRAETARIER, FHEHH R KRG W EKEEEER LB A4Ea L
2, FEHHEA 4% NalHC03 5 Kk, &G, AR EAAEIELL
(810, — R FI-B588 T B-FBY) , o &AM 4 30 £ 4, 29% %),
LRMS: m/Z 458 M+1) +.
g RTIE 8 4.

E47) 8
1-Z A -6-FAA-3-FE-5-(Eh-5-XA/L)-1,6-—REE4-RR
-[(®R-TREE) RHA] TE

RIS 1 ERAES, A4& 2T HARASMYE Q-2 AT -
VA BRAR-T BRRAF, 44 BR (29%).

LRMS: m/Z 530 (M+1) +,

AGRTE: 16 24P,

5 (CDC1s): 1.40(s, 9H), 1. 48 (t, 3H), 2. 60 (m, 2H), 3. 01 (m, 2H), 3. 62
(m, 1H), 4. 36 (g, 2H), 7. 34 (m, 6H), 7. 48 (m, 1H), 7. 60 (m, 1H), 8. 05 (m, 2H),
8.46(d, 1H), 8. 98 (s, 1H) .

F 1 9

1- TR -6-F K -3-F R -5- (Bok-5- A RA) -1, 6-—RER-4-RBR
2- (LBLRXK) TE

BREA) 1 RS, A4E 2T AR HEEEE 22 £ LES K
F, FHhEAR(53%) . 18 KK DMF 4 A EF .

LRMS: m/Z 473 (M+1) +,

AEE AT 14 4T,

d (CDC1s): 1.50(t, 3H), 1. 91 (s, 3H), 3. 06 (m, 2H), 3. 44 (m, 2H) , 4. 36
(q, 2H), 7. 34 (m, 6H), 7. 53 (m, 1H), 7. 62 (m, 1H), 8. 04 (m, 2H), 8. 49 (d, 1H),
9.00(s, 1H) .,

%A 10-13
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1-T A -6-BA A -3- KK -5- (BH-5-K8&H) -1, - =S %% -4-AR
3- A F B

1- T A -6-BR AR -3- KA -5- (B-5-KRRAK) -1, 6-— KB R -4-R&K
[2,2-—F A ABK) ] Fig

1- T3 -6-BA & -3- R K -5- (EH-5-K 8K -1, - —E%5 % -4-RR
2-FR R -2k -4- K 788

1-Z A -6-BR AR -3-K A -5- (Bok—5- B R -1, -—aB5-4-RB
2-(ZFRE) -2-TRE TE

RS ER IS 1 9 F, B4& 27 e 5 A8 0
B R BN AR ESI/MS #4485 HPLC G E#ER T A 1+,

%1
5% 451 ESI/MS i 8 B Ja)
m/e (5-4F)
10 495 17
11 501 17
12 506 14
13 472 12

=4 14
1-Z R -6-FR K -3-F K -5- (Bk-5-EAH) -1, -— R &% -4-RE# 1-K
A TBs

Y245 8 B9AFRF M Q0 B4, 0. 037 £ER) A4 HCL 4aFetd LEEF
sk, TEERTHHE LI, RE, ERETHREN, @~ LR85
M Q3 EH, 99%FF),

LRMS: m/Z 430 (M+1) +,

g RTE: 8 44T,

E£45) 15
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1- TR -6-BR A -3-K A -5- (- 3-8 8) -1, 6-—RB 2 4-RBM LB

Fb) & 4 AFEAL AW (6.0 &, 20.9 ZER) . 3 fkabw 2.41 &
Ft, 25.1 BBER). LKL (398 £ 4, 2.1 EBR). NNV-—F4
LRz (0.44 £, 4.18 TER) BARBRAF (6.1 %, 43.9 ZEER) AXLK
ZREE Q0 24 FeyRESY, TRAA 130CTHIF 48 haf. A
HTR, RELE, WREHA_ATRA R E. RE, TRETH
FRIEF . AP B 3R G 4 dy Brit B AR BAT AL (Si0,, — R FIR-BEBR T
B8), m AR (1,22 &, 18% = %),

LRMS: m/Z 365 (M+1) +,

e 14 4P,

d (CDClg): 0.75(t, 3H), 1.45(t, 3H), 3.43(q, 2H), 4. 31(q, 2H), 7. 24
(m, 1H), 7. 37 (s, 5H), 7. 47 (m, 1H), 7. 93 (s, 1H), 8. 44 (m, 1H), 8. 47 (m, 1H) .

E ) 16
1-TA-6-BARA-3-FE-5-Cbme-3-8 1) -1, 6~— S 25 -4-HK B 2-(F
f4)-2-BARA T8

T4 28 447H =4 B0 £ %, 0.24 ZER)EXKDIMEQ £4) +
2B RAEMA, SR BFMRERT (66 T8, 0.47 BER), FHHK
REGBRAMBFH—RIL. RE, BiFER R AR TE 42 %A, 0.26 F
BR), FRRERAMETETHRHE 3 . FRhMBEEKE, HUT
BER =K, FoFNAPEARKER, FBAKTHR. B5, 2RET
BIRIER, FHALPTH 5K G M b Pik o AZ BATLEAL (S10,, =R Fin-8
BRTES), M= AARR =4 (58 T4, S0%=%).

LRMS: m/Z 485 (M+1) +,

MG RTiEl: 16 94F.

d (CDCly) : 1.45(t,3H),3.91(s,2H), 4. 31 (q, 2H), 5. 09 (s, 2H),
7.18 (m, 1H), 7. 30 (m, 2H), 7. 35 (m, TH) , 7. 44 (m, 2H) , 8. 15 (s, 1H), 8. 43 (d, 1
), 8.48(m, 1H) .
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£ 17

1- LA 6B R -3-F AR -5- (e -3-RAK) -1, 6-—RBH—4-RBR (T
Bt EL) T iR

BEHE 8 AR H GO EE, 0.09 ZEER)AERLKDINF(I £H) F
HABHREMA, BERMM _FREATHE A8 M, 0.107 EER),
KBTS i G RS — I R B, BB TERAL T B (L04#4HA0. 10
EER), AERERAMT SOCTHIF 4 00F, BEETBTHIE2 X,
FRETABRIER, FEPTH R KRG W d i A2 B 440 (510, T
-BRER LBR) , W T AR M (40 B, SR,

LRMS: m/Z 437 (M+1) +,

B ETE: 15 5-4F.

5 (DMSO-dy) : 0.86(t,3H), 1.35(t, 3H), 1. 46 (m, 2H), 2. 14 (¢, 2H),
4.16(q, 2H), 4. 86 (s, 2H), 7. 26 (m, 2H), 7. 36 (m, 4H), 7. 50 (m, 1H), 8. 36 (m, 2
H),9.35(s, 1H),

SE45) 18
1-TE-6-FAE-3-FE-5- (o2 -3-A ) -1, -—RBE-4-H 8 -RL
-1, 3-= 8 -2-Fifekwh-1-K 8

R EB 16 69 KIAZSF, AHE 28 BIAFE ML 3 AARR T A
BERAF, =40 h B4R (89%) .

LRMS: m/Z 469 (M+1)+,

Mg RTIE: 15 94T,

> (DMSO-d) : 1. 32 (t, 3H), 4. 16 (q, 2H), 6. 55 (s, 1H), 7. 04 (d, 1H), 7. 36
(m, 6H), 7. 56 (m, 1H), 7. 67 (m, 1H), 7. 73 (m, 2H), 7. 80 (m, 1H), 8. 36 (m, 1H),
8.46 (s, 1H),9. 46 (s, 1H) .

419
1-T A -6-BR A -3-FE-5- (hng-3-8 ) -1, -— R B2 -4-F B (LBL&
A) Vi
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BRI 1T QERAER, §44 28 AR5 B 808 T 85 3517,
=40 A EAR (T4%) .

LRMS: m/Z 409 (M+1) +,

MRt 13 44t

5 (CDC1s): 1.45(t, 3H),1.92 (s, 3H), 4. 31 (q, 2H), 5. 01 (s, 1H), 7. 29
(m, 1H), 7. 37 (m, SH), 7. 56 (m, 1H), 8. 00 (s, 1H), 8. 49 (s, 2H) .

£ 4] 20
1-TE-6-BRA-3-F A -5- (e -3-R%) -1, 6-—— R 2% -4-H 8 1-(T
BLER) TE

RIS 17 RS, AHE 28 AR S EER - L8
(Helv. Chim. Acta, 1978, 61, 192) 3k4%, =44 B4R (49%) .

LRMS: m/Z 423 (M+1)+,

AR 14 54T,

> (DMSO-d,) : 0. 81 (d, 3H), 1. 34 (t, 3H), 1. 85 (s, 3H), 4. 18 (q, 2H), 5. 87
(q, 1H), 7. 32 (m, 3H), 7. 39 (m, 3H), 7. 51 (m, 1H), 8. 33 (m, 1H), 8. 39 (m, 1H),
9.33(s, 1H) .

E 4] 2124

1-T A -6-FRE-3-KE-5-(lhog-3-R &) -1, 6-—RBE4-R B
2- (=T R/A) -2-TRAE T B

1-ZA-6-BAA-3-KE-5-(w-3-RA) -1, -—HBE4-KRBKRF

1- T K -6-BA K -3- KA -5- (=R -3-RK) -1, 6-—REE-4-R 8
[(2,2-=F X ABLA) £ & F &

1- K -6-F A -3- KA -5- (g 3-8 K) -1, - — 8B % -4-R R
1-(ZBtEa L) -1-F A B8

AR M IR KB 1T 69725, B F)& 28 494RAALE ML H AR & 64
R AR S A, ESI/MS 4% 55 HPLC AR BT R AR T A 2 .
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%2
5 45 ESI/MS 7 & Bt e
m/e (4-4F)
21 421 6. 8%
22 4217 9.2%
23 451 17
24 437 15
E: “EM ik B.
=4 25

1-Z A -5-[(4-F bz -3- ) KA -6-F K -3-KE-1, 6-— A E%—4-
R BE L Eg

wBEH| 15 G ERARS, BFE 4 AL E S 4-F A3 Aok
CRAE, T AH B Q0% .

Y8 166, 0-167.2°C.

O (DMSO0-ds) : 0. 66 (t, 3H), 1. 33 (t, 3H), 2. 19 (s, 3H), 3. 01 (g, 2H), 4. 16
(q,2H), 7. 26 (m, 3H), 7. 33 (m, 3H), 8. 16 (s, 1H), 8.26 (d, 1H), 8.90(s, 1H) .

5 15) 26
1-TA-5-[ (4-F Avbog-3-24) KA -6-FAE-3-F L -1, 6-—RE%E—4-
REg [, 2-—FEAABRL) 4] 78
HREL 1T HERAES, AFE 29T E "M E = FREBERALT
RAE, FHAHEARO3N.
LRMS: m/Z 465 (M+1) +,
AHGRTE: 17 54F.
d (DMSO-ds): 1.012(s, 9H), 1. 34 (t, 3H), 2. 24 (s, 3H), 4. 18 (q, 2H),
4,68 (s, 2H), 7. 32 (m, 6H), 8. 24 (s, 1H), 8. 32 (d, 1H), 9. 07 (s, 1H) .
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L4 27
1-TA-5-[(4-F Kobmg-3- ) KA -6-BR K -3-KK-1, 6-—F %54~
HBR 1-[(ZAREX) &K TEs

BREG 1T ERARAF, GHE 29 I WS R 1-R T8 (%)
& A8) AT, FAHEROO% .

LRMS: m/Z 467 (M+1) +,

WG ATE: 16 o4t

L4 28
1-TA-5-[(4-F Robne -3-4) AR -6 A -3-KE-1, - —RE%4-
RBR 2-(FRRE) -2-FREA T

Fhl 4 6 94 eH (550 4, 1.35 FER) . 4-FE-3-8 40t
w2 (0.18 £+, 1. 62 BAR)  AKAMLIE4R 26 £ 4,0. 13 ZEK) N, N -
VR AR Q9 A, 0.2T EER) BARBAT QI3 EL, 2.TEER) L
TAKRZEFIK (.5 EF) PHHREY, TRAAR 130C THH 24 B, 12
HAIHTR, FidiE. BREYU_RKFTRASEE, BB, TAET
BRI . AP ARG W dy bk B AR BAT4EAL (S10,, — R FIR-BER
LER), wmEARRRTY (100 4, 15%%F),

bk 114.9-115.6C.

5 (DMSO-dg) : 1. 35 (t, 3H), 2. 18 (s, 3H), 3. 67 (s, 2H), 4. 20 (q, 2H), 5. 07
(s, 2H), 6. 83 (m, 1H), 7. 30 (m, 10H), 8. 22 (m, 3H), 9. 05 (m, 1H) .

45 29
1-Z A -6-BR A -3-F A -5- (lme-3-R4) -1, 6-— 82 %-4-R# 1-[(T
55 84 Tm

IR T 1T 6 EIAE S, A A A 28 WARA F M 5B 1- A T A T B
(& 48) FKAF, T A BAK 470 .

LRMS: m/Z 453 (M+1) +,

BRI 16 24T,
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o (DMSO-dy) : 0. 82(d, 3H), 1. 15(t, 3H), 1. 35(t, 3H), 4. 08 (g, 2H), 4. 20
(q, 2H), 5. 82(q, 1H), 7. 32 (m, 5H), 7. 48 (m, 1H), 8. 41 (m, 2H), 9. 40 (s, 1H) .

45 30
1-T & -5- (G 8ok—4- K R E) -6-FE-3-FE-1, 6-—ABE4-B ¥ T
i

BRI 15 B EINAR 5, A 4E 4 BRI A Y 4-8 K Rk R
B, F4H B4R (34%) .

LRMS: m/Z 415 (M+1) +,

Mg atiEl: 8. 9% a4r (vE: BEAMFE B).

d (CDC1s): 0.46(t, 3H),1.43(t, 30, 3.10(q, 2H), 4. 36 (g, 2H), 7. 36
(m, 5H), 7. 78 (m, 3H), 8. 16 (m, 4H) .

=4 31
- A5 (Fadk-4-A RA)-6-BAL-3-FEE-1,6-—HAF54-K B
[(2,2-—F X ABtE) 4] 7

HREL) 1T HERRR, AFHE308FA 5 T ARBELT
BERAF, Z4 A EAR (60%) .

LRMS: m/Z 501 (M+1) +,

g RTE: 19 454F,

5 (DMSO-dy) : 0. 91 (s, 9H), 1. 34 (t, 3H), 2. 24 (s, 3H), 4. 15(s, 2H), 4. 23
(q,2H), 7. 28 (m, SH), 7. 75 (t, 1H), 7. 82 (t, 1H), 8. 01 (d, 1H), 8. 22 (d, 1H),
8.31(s, 1H),9.42(s, 1H), 9. 44 (s, 1H) .

/ "]’

1) 32
1-Z & -5 (FEk-4- R R R) -6-FAK-3-FKE-1, - — KL% 4-RR
1- (ZBLEK) TE

BT 1T G FBFLS, A41& 30 ¢94RH T b5 CHABER 1-5 T8
(Helv. Chim. Acta, 1978, 61, 192) 3£4%, =454 B4k (50%) .
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LRMS: m/Z 473 (M+1) +,

AR R 16 4T,

> (DMSO-do) : 0. 40 (d, 3H), 1. 38 (t, 3H), 1. 71 (s, 3H), 4. 23 (g, 2H), 5. 39
(q, 1H), 7. 27 (m, 2H), 7. 35 (m, 3H), 7. 73 (t, 1H), 7. 84 (t, 1H), 8. 00 (d, 1H),
8.20(d, 1H), 8.30(s, 1H), 9. 23 (s, 1H), 9. 43 (s, 1H) .

LA 33
({[1-Z & -6-BR K -3-FK K -5- (me 3-8 -1, 6-—RE%-4-X] K K)
A BB

12 26 16 694786 5T £4, 0.1 TER) L5 10%4e/% (6 £4)
£ THFE S £H) F oS, EAT, TEBRLERAEATHRS 1 A,
B, FTFRUETBREN, =4ARHEE4, HFE4 HPLC/MS
1¢ L 484,

LRMS: m/Z 395 (M+1) +,

AEGETIE: 11 94F,

45 34
1-TA-3--FEXEEK) -6-8AK-5- (R -3-88) -1, 6-— 8% %-4-&
Bk B

R FEH 156 EBAR S, B A& 10 8AR8LE Y 5 3-8 Atz 3543,
J= 2 B4R (42%) .

fE g 130.8-131.9C,

d (CDC1,): 0. 76 (t, 3H), 1. 45 (t, 3H), 2. 35(s, 3H), 3. 42 (q, 2H), 4. 31 (q,
2H), 7. 22 (m, 5H), 7. 46 (m, 1H), 7. 90 (s, 1H), 8. 45 (m, 1H), 8. 47 (m, 1H) .

5 48] 35
1-ZA-3-G-FEARL)-6-FAEA-5- (mg-3-24) -1, 6-—H 2% —4-%
BR[(2,2-——FP A ABLE) ] VB

BRI 1THZRES, A4 &3 S S E = PARBREALT
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BE kAT, T4 h R (73%) .

LRMS: m/Z 465 (M+1) +,

ARG RTIE 17 4T,

d (CDC1s):1.01 (s, 9H), 1.43(t, 3H), 2. 38 (s, 3H), 4. 28 (q, 2H), 4. 98 (s,
2H), 7. 22 (m, SH), 7. 46 (m, 1H), 8. 17 (s, 1H), 8. 44 (m, 2H) .

4] 36
1-ZA-3-3-REEL) -6-B L -5- (s -3-R &) -1, -—RE B 4-H B
L8

R FEF 156 FEBAZR, 4& 136858 1LAMmE 3-8 Kabre 517,
JE 4 Hy AR (32%) .

LRMS: m/Z 383 (M+1) +,

AR RTE] . 14 4-4F,

d (CDC1,): 0. 80 (t, 30), 1. 45(t, 3H), 3. 46 (q, 2H), 4. 31 (q, 2H), 7. 11 (m,
3H), 7. 32 (m, 2H), 7. 47 (m, 1H), 7. 97 (s, 1H), 8. 45 (m, 2H) ,

4 37
1-T & -3-G-RER) -6-FREA-5- (s -3-R L) -1, - — R B5E-4-5% B8
(TBLARRL) Vi

BRI 1T RS, A4& 32 A~ E TREL FER%A,
F= 41 4 B4R (36%) .

LRMS: m/Z 455 (M+1) +,

A RTE: 16 44T,

d (CDC1y) : 0.90(t, 3H), 1.45(t, 3H), 1. 50 (m, 2H), 2. 18 (¢, 2H), 4. 30
(q, 2H), 5. 03 (s, 2H), 7. 08 (m, 2H), 7. 17 (m, 1H), 7. 31 (m, 2H), 7. 47 (m, 1H),
8. 06 (s, 1H), 8. 49 (m, 2H) ,

5] 38
1-ZA-3-(4-FEE) -6-BAE-5- (3-8 L) -1, 6-— A B E-4-K B
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LB

BB EB 15 RS, HHE 16a t9infbdnly 3-8 fobrg ik
. 4 AH BEAR (50%) .

LRMS: m/Z 383 (M+1)+,

AR 14 94T,

d (CDC1y): 0. 80(t, 30), 1. 45(t, 3H), 3. 44 (q, 2H), 4. 30 (q, 2H), 7. 06 (t,
2H), 7. 28 (m, 1H), 7. 34 (m, 2H), 7. 46 (m, 1H), 7. 94 (s, 1H), 8. 47 (m, 2H) .

E 45 39
1-ZA-3- (- RER) -6-FR A -5- (e -3-8A L) -1, -— B E-4-K B
(THBARK) V&

BRI 1T HZBAE, A414 B3RS HE TIRAL T3,
7= 4 4 BLAR (19%) .

LRMS: m/Z 455 (M+1) +,

MG RTE 16 4.

5 (CDCI1,) : 0.91(t, 3H),1.44(t, 3H), 1. 50 (m, 2H), 2. 15 (¢, 2H), 4. 30
(g, 2H),5.03(s, 2H), 7. 05 (m, 2H), 7. 31 (m, 3H), 7. 47 (m, 1H), 8. 01 (s, 1H),
8. 49 (m, 2H) ,

F 4] 40
S5-1(2-| kb -3-3) RAI-1-TA-6-AA-3-KE-1, 6-—FBE-4-
BB LB

BRAE 2T ERAER, 4& 40478 205 2-Fantee -3 i
AT, A BARQTY .

LRMS: m/Z 399 (M+1) +,

PR RTIE: 15 o4F.

d (CDC1s) : 0.89(t,3H),1.42(t, 3H), 3. 55(q, 2H), 4. 32 (q, 2H), 7. 18
(m, 1H), 7. 38 (m, 5H), 7. 42 (d, 1H), 8. 01 (s, 1H), 8. 22 (m, 1H) .

127



200580019333. 8 W B P Z110/15005

45 41
1-T A 6B 3 -3- K K -5- (lhsg 3-8 %) -1, 6-— SR 25 -4-F B V&5
BREG) 15 M EBRARA, §4& 16b 8RR E G 3-8 Aabee 3545,
J= 4 4 B (9%) .
.5 180. 0-180. 6°C.
d (DMSO-de): 1.34(t, 3H), 3. 34 (s, 3H), 4. 18 (g, 2H), 7. 34 (m, 6H) ,

7.47 (m, 1H), 8. 34 (m, 2H), 9. 27 (s, 1H) .

5] 42
1-TA-6-FRA-3-FRAE-5- (BRh-5-ARH) -1, -—— A2 54K B FEs
ZRHE 2T EIRALS, A F& 16b 89AFA T Y S— Sk ER 3KAT,
7=y B AR (56%) .
LRMS: m/Z 401 (M+1) +,
WG ATIE: 14 o4F,
d (CDCLy) : 1.61(t,3H),2.69 (s, 3H), 4. 48 (g, 2H), 7. 45 (m, 6H), 7. 61
(m, 1H), 7. 74 (t, 1H), 8. 14 (m, 2H), 8. 62 (d, 1H), 9. 11 (m, 1H) .

4] 43
1-Z 2 -6-BR K -5- (o2 -3-RA) -3- Q& R) -1, 6-— B E-4-5% 8
L g

BEHABRHEEF, KEHE 2 47850 (1.0 £, 3.41 TER).
3-8 Koebkrz (0. 65 %, 4.09 £ER) ., #4a (D) (65 £ 4, 0.34 TER).

-~

B_RXKG6ZHR) ., BBAME 120C R AT Aok 48 I Bf, —E &
ER T, BPEiER N REY, FFTRETBRERN. HEAGHhd kit &
kAl (CHCL, £ CH,Cly: MeOH 98:2, AR BH). 2B 0.56 & (44%
FR)TENRETY, AREERIK,

¥ 123.8-124.6°C

d (DMSO-d¢) :  (t,J=7.0Hz, 3H) 1. 3(t, J=7. 3Hz, 3H) 3. 3 (m, 3H) 4. 2
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(q, J=7. 3Hz, 2H) 7. 0 (d, J=3. THz, 1H) 7. 0 (m, 1H) 7. 4 (dd, J=8. 1, 4. 8Hz, 1H)
7.5(m, 1H) 7. 6 (d, J=4. 1Hz, 1H) 8. 4 (m, 1H) 9. 2 (s, 1H)

545 44
1-T A -6-FA 35— (o2 3-8 K) -3- Q&) -1, 6-— R BE-4-B B
2- (ZBRRK) TEs

HH & 34 R H (0.1 %, 0.29 BER) . 5847 (0.12 %, 0.87
EER)REBER -BACEGCIEL, .2 EERA)A_FTATEERG
) FegiRsdh, £ S0CTh# 4 of, —LEATETH, FEBANKTF,
FUABEBR TER ZE IR, A5 AUARA 4% NaHCO3 /KA. 7K B h /K& 4 3k ik
f&, DB EBIKTR, Sk, RERETAL. KF 80 4 (67%
R BRE .,

#5137, 9-139. 5°C

5 (DMSO-dy) : 1.3(t,J=7.3Hz, 3H) 2. 0(m, 3H) 3. 5(m, 2H) 3. 9 (m, 2H)
4.2(q, J=7. 0Hz, 2H) 7. 0 (m, 2H) 7. 4 (s, 1H) 7. 6 (m, 4H) 9. 2 (s, 1H)

45 45
1-T A -6-BR K -5 (bmg -3-RR) -3- Q&9 ) -1, -— KB E-4-H B
-[(®&R-TEHFRE) RA] TE

RS 44 F ARG RIAZSE, ARE M RS HE 2-R-TA
HERRK) B TIREF, FHHEKRQ%N.

¥ & 151.4-153.6C.

d  (DMSO-d) :  1.3(m, 12H) 2.9 (m, 2H) 3. 3 (t, J=5. 8Hz, 2H) 4. 2
(g, J=7. OHz, 2H) 6. 8 (s, 1H) 7. 0 (m, 2H) 7. 4 (dd, J=8. 1, 4. 8Hz, 1) 7. 6 (m, 2H)
8.4 (m, 2H) 9. 2 (s, 1H)

L4 46
1-T A -6-BRA A -5- (o2 -3-RA8) -3- Q-9 K) -1, - =S E%-4-RR
2-TRA-I-FAX TES
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WREH 44 TR KRS, A4S 34 A5 LR R LB
FAF, FAH B4R (68Y%) .

Bk 125.8-127.0°C

d (DMSO-d¢) : 1.1(t,J=T7. 0Hz, 3H) 1. 3 (t, J=7. 3Hz, 3H) 3. 8 (s, 2H) 4. 1
(q, J=7. 0Hz, 2H) 4. 2 (q, J=7. 3Hz, 2H) 7. 0 (m, 1H) 7. 2 (d, J=3. THz, 1H) 7. 4
(dd, J=8. 1, 4. 8Hz, 1H) 7. 5 (d, J=8. 3Hz, 1H) 7. 6 (d, J=5. OHz, 1H) 8. 4 (m, 2H)
9. 3(s, 1H)

M
=

] 47
1- TR -6-BR & -5- (o2 -3-RA) -3- Q- FE9R) -1, 6-— KB % -4-R#k
2- (FEBH) -2-TRA T B8

BRIP4 TR KA, A& 34 AT N E R AR
B RAT, S ABIK T .

¥k 110.9-111.4C

d (DMSO-d¢) : 1.3(t,J=7.0Hz, 3H) 3.9 (s, 2H) 4. 2 (t, J=7. 3Hz, 2H)
5.1(s, 20 6.9 (m, 1H) 7. 2 (d, J=3. THz, 1H) 7. 3 (m, 6H) 7. 5 (d, J=8. 3Hz, 1H)
7.6(d, J=5. 4Hz, 1) 8. 4 (s, 2H) 9. 3 (s, 1H)

2
7/

15 48
1-T A -6-BAH-5- (lmg 3-8 A) -3- Q-E£) -1, =SB E-4-% 8k
¥ &

R EG) 44 F AT RIAR A, B F1& 34 69ATFA M B IR LR R,
J= 4 A B AR (42%) .

Bk 143.1-144.9C

d (DMSO-do) : 1.3(t,J=7.3Hz, 3H) 4.2 (q, J=7. OHz, 2H) 4. 3 (s, 2H)
6.9(d, J=3. THz, 1H) 6. 9 (m, 1H) 7. 0 (m, 2H) 7. 3 (m, 4H) 7. 6 (m, 2H) 8. 4
(dd, J=10. 6, 2. THz, 2H) 9. 2 (s, 1H)

45 49

130



200580019333. 8 o B P Z113/150053

1-T & -5- (4-F Ropbng-3-RR) —6-F & -3—E-2-K -1, 6-—HEE—4-
BB LB

WREG 43 PN KRIAES, AHE 2 RS 4-F £-3-
AR RAT, T B (41%) .

g 159, 5-160.2°C

5 (DMSO-ds) : 0. 87 (t, 3H), 1. 35 (t, 3H), 2. 21 (s, 3H), 3. 21(q, 2H), 4. 17
(q,2H), 6. 94 (d, 1H), 7. 01 (m, 1H), 7. 30 (d, 1H), 7. 58 (d, 1K), 8. 24 (s, 1H),
8.31(d, 1H), 8.90(s, 1H),

4] 50
1-ZA&-5-[ (4-F Krbmg-3-K) KA -6-8 £ -3- Q-8 2) -1, 6-—H/ %
S4B 2- (LBLRD) T

Fwl 8 35 e9AFR = (0. 15 %,,0. 42 ZER) #8847 (0. 17 £,,12. 63
EER)REREMR I-EATE (712 £ 4,046 TER) A=W & 9B (4
ZH) FORAMAE SOC T 4.8, —LAETETH, FPARETR
RBER, HALRG Y dbeik BATHAL (CHCL: MeOH 99:1, 445 7))

2B 0.13 % (68%) FTEMRE =Y.

.5 161, 0-161.6C

d (DMSO-d,) : 1.4(t,J=7.0Hz, 3H) 1.9 (s, 3H) 2. 2 (s, 2H) 3. 4 (m, 3H)
3.9 (m, 2H) 4. 2 (g, J=7. 0Hz, 2H) 7. 0 (m, 2H) 7. 3 (d, J=5. OHz, 1H) 7. 6 (d, J=5. 0
Hz, 1H) 8. 3 (s, 1H) 8. 3 (d, J=5. OHz, 1H) 9. 0 (s, 1H)

4] 51
1-ZE-5- [ (4-F Knbez-3-2) A -6-FAE-3- QE%9- L) -1, 6—— &%
R4-RBR - (R-TEEL KA TEs

BREY) S0 PATAGRRAERS, A4S 35 RS HE 2-BR-T A
BARL) R TIREEG, FHH B (62%) .

Bk 181.8-182.4C,

d (DMSO-do) :  1.3(m, 12H)2.2 (s, 3H) 2. 9(d, J=5. 8Hz, 2H) 3. 1 (,
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J=6. 0Hz, 2H) 4. 2 (q, J=7. 2Hz, 2H) 6. 8 (s, 1H) 7. 0 (m, 2H) 7. 3 (d, J=5. OHz, 1H)
7. 6(d, J=5. OHz, 1H) 8. 2 (s, 1H) 8. 3(d, J=5. OHz, 1H) 8. 9 (s, 1H)

F 4] 52
1-Z A -5- (Fdak-4- X B X)) -6-F K -3- Q—EwmA) -1, 6-—RKEB%E—4-
$ B T8

BREL A3 FAIAG RS, A4& 2 AR TS AR R
EAF, FW A B (32%) .

£ 176.3-177. 0°C

5 (DMSO-d¢) :  (t,J=7.0Hz, 3H) 1.4 (m, 3H) 2. 8 (d, J=7. OHz, 2H) 4. 2
(q, J=7. 28z, 2H) 6. 9 (d, J=3. THz, 1H) 7. 0 (m, 1H) 7. 6 (d, J=4. 1Hz, 1H) 7. 7 (t,
J=17. 5Hz, 1H) 7. 8 (t, J=7. OHz, 1H) 8. 0 (d, J=9. 5Hz, 1H) 8. 2 (d, J=7. 9Hz, 1H)
8.3(s, 10 9. 3(d, J=14. 5Hz, 2H) .

E 4 53
1-TE-5- (Feok-4-E 8 -6-AL-3- Q-E94) -1, 6-— 8 %% -4-
# B 2- (LBEL) LBy

B4 & 36 hATFH =49 (0. 15 %, 0. 38 FER) . BREL47 (0. 15 %, 1. 08
ERER)BEER 22 A TE(66.8 £, 0.40 EER) A_FAFBLE
ER) FHRAMAESOC T 400y, —LATRTH, FARETR
REF, FEREGYd kg B4 (CH,CL,: MeOH 99: 1, 4EAHEFE A .
5B 0.13 % (12% % &) 24 %G 4.

¥ % 155.2-156.7°C

d (DMSO-ds) : 1.4(t,J=7.0Hz, 3H) 1.9 (s, 3H) 3. 0 (s, 2H) 3. 5 (s, 2H)
4.2(q, I=6. 6Hz, 2H) 6. 9 (s, 1H) 7. 0 (s, 1H) 7. 6 (d, J=5. 0Hz, 1H) 7. 7 (d,
J=1. 5Hz, 1H) 7. 8 (m, 1H) 7. 9 (d, J=8. 3Hz, 1H) 8. 2 (d, J=8. 3Hz, 1H) 8. 3 (s, 1H)

9.2(s,1H) 9.4 (s, 1H) .

£ 54
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1-ZA-5- (REdk-4-X &) -6-BRAEL-3- Q& R) -1, -— A B%-4-
BB 2-[(R-TEHR) BRA] B

BWREH S PRI KRIBARS, 414 36 9495 1-(E-TA
BARR) B TIRKF, FHAHEIR G,

¥ B 146.1-147.5C

> (DMSO-d) : 1.3(s,9H)1.4(t,J=7.3Hz, 3H) 2. 8 (s, 2H) 3. 3 (m, 2H)
4.2 (m, 2H) 6. 6 (s, 1H) 6. 9 (d, J=3. 3Hz, 1H) 6. 9 (m, 1H) 7. 6 (d, J=4. 1Hz, 1H)
7.7(d, J=7. 9Hz, 1H) 7. 8 (t, J=7. OHz, 1H) 7. 9 (d, J=7. 9Hz, 1H) 8. 2
(d, J=8. 3Hz, 1H) 8. 3 (s, 1H) 9. 2 (s, 1H) 9. 3 (s, 1H)

F45) 55
1-Z A5 (FEHR-4-K R -6-BAEL-3-2-&Ewp ) -1, 6-— K BB —4-
H B 2-TRA-I-FAR TER

BRI 53 PRI R F, A F)E 36 t9AFH T 4 5ISBERR TES
FAF, A EAR(T8%) .

Bk 141, 6-142. 3°C

5 (DMSO-d) : 1.1(t,J=7.0Hz, 3H) 1. 4(t, J=7. 3Hz, 3H) 3.2 (s, 2H)
3.9(q, J=7. 3Hz, 20) 4. 2 (q, J=7. OHz, 2H) 6. 9 (m, 1H) 7. 1 (d, J=3. 7THz, 1H) 7. 5
(d, J=6. 2Hz, 1H) 7. 7 (t, J=7. THz, 1H) 7. 8 (t, J=7. 7Hz, 1H) 8. 0
(d, J=8. 3Hz, 1) 8. 2 (d, J=8. 3Hz, 1H) 8. 3 (s, 1H) 9. 3 (s, 11) 9. 4 (s, 1H)

Z 1) 56
1-Z A -5-(GEok—4-A 8 A) -6-BR L -3- Q& i) -1, 6-——aE%—4-
BB 2-(FARA) 2-FAA LEg

BRG] 53 VARG RIAZSE, AHE 36 (AT 5 2 A BB F
BERAF, FH BAR (5T%) .

Bk 148.2-149.6°C

5 (DMSO-dy) : 1.4 (m, 3H) 3.3 (s, 2H) 4. 2 (g, J=7. OHz, 2H) 5. 0 (s, 2H)
6.9 (m, 1H) 7. 1(d, J=3. 7Hz, 1H) 7. 3 (m, 2H) 7. 4 (m, 3H) 7. 5 (d, J=4. 1Hz, 1H)
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7.7(t, J=17. 0Hz, 1H) 7. 8 (t, J=7. OHz, 1H) 7. 9 (d, J=7. 5Hz, 1H) 8. 2
(d, J=7.9Hz, 1H) 8. 3(s, 1H) 9. 3 (s, 1H) 9. 4 (s, 1H) .

=) 57

1-TE-5- (Fdk—4-E R L) -6-FAL-3- Qg9 R) -1, 6——&%%
—4-RBRF B

R 53 F ARG KIAL A, B #1836 69478 = 5L F KA,
J= 4 A EAR (44%) .

g 195.7-196.7°C

5 (DMSO-ds) : 1.4(t,J=7. 0Hz, 3H) 3. 8 (s, 2H) 4. 2 (q, J=7. 3Hz, 2H)
6. 7 (m, 2H) 6. 9 (m, 1H) 7. 2 (m, 4H) 7. 5 (d, J=5. OHz, 1H) 7. 8 (m, 2H) 8. 0
(d, J=8. 3Hz, 1H) 8. 2 (d, J=7. 9Hz, 1H) 8. 4 (s, 1H) 9. 3 (d, J=13. THz, 2H) .

5 45) 58
1-TE-5- (GFEdh-4- £ RA) -6-BAL-3- G—&E9 ) -1, 6-— A 25-4-
KRBT B

BB S0 FATREIAES, A S 20 IFH TS ME -2 K FE
WIRAF, 4k BN (39%) .

b8 140.2-141.8C

5 (DMSO-dg) :  0.4(t,J=7.0Hz, 3H) 1.4 (t, J=7. 3Hz, 3H) 2. 8 (g, J=
7. 0Hz, 2H) 4. 2 (q, J=7. OHz, 2H) 7. 0(d, J=5. OHz, 1H) 7. 4 (d, J=2. 9Hz, 1H) 7.
(dd, J=5. 0, 2. 9Hz, 1H) 7. 7 (m, 1H) 7. 8 (t, J=7. 7THz, 1H) 8. 0(d, J=8. 3Hz, 1H)
8.2(d, I=8. 3Hz, 1H) 8. 3 (s, 1H) 9. 2 (s, 2H) .

48] 59
1-T A -5- (R -4-ERL) -6-FRAK-3-G—E9H) -1, 6-— K E%—4-
#8 1- (LBER) Tk

F4) 4 37 69472 =4 (0. 15 %, 0. 38 z@"ﬂ)ﬁi@ii‘?(o. 15 %,, 1. 08
EER)BREERL -2 R TB(66.8 T4, 0.40 TER)A-_FRFEEAQ

-
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EA) FHRAYE SOCTFAnH 400, —EAFRTH, PARETR
EEH], ARG Y Peik BATHAL (CH.C1. £ CH,Cly: MeOH 98: 2, #EAE
B . 4B B 0.15 AFENRE W (63%= %),

& 175.8-177.1°C

5 (DMSO-d¢) : 1.4(t,J=7.0Hz, 3H) 1.9 (s, 3H) 2. 9 (s, 2H) 3. 5 (m, 2H)
4.2(q, J=T7. OHz, 2H) 7. 1 (d, J=5. OHz, 1H) 7. 4 (d, J=1. 7Hz, 1H) 7. 5 (dd, J=5. 0
, 2. 9Hz, 1H) 7. 7 (d, J=7. OHz, 1H) 7. 8 (t, J=7. OHz, 1H) 7. 9 (d, J=8. THz, 1H)
8.2(d, J=8. 3Hz, 1H) 8. 3 (s, 1H) 9. 2 (s, 1H) 9. 3 (s, 1) .

5= 4] 60
1-T & -5- (Faok-4- AR E) -6 L -3- G—E%wH) -1, 6-—HE%E—14-
BB 2-[@R-TEaHEA) /A] TEs

FREB) 59 PAIANZRARS, 4% 3T A HE 2-(R-TA
RAEIR) 2 TIRESF, FAH B G5%).

BB 122.2-123.8C

5 (DMSO~dg) : 1.3 (m, 12H) 2. 4(d, J=5. 4Hz, 2H) 2. 7 (d, I=14. 5Hz, 21)
6.6 (s, 2H) 7. 0(d, T=4. 6Hz, 1H) 7. 4 (s, 1H) 7. 5 (m, 1H) 7. 7 (d, J=7. 5Hz, 1H)
7.8(d, J=7. 5Hz, 1H) 7. 9.(d, J=7. 9Hz, 1H) 8. 2 (d, J=7. 9Hz, 1H) 8. 2 (d, J=7. 9H
z, 1H) 8.3 (s, 1H) 9.2 (s, 1H) 9. 3(s, 1H)

%4 61
1-T A -5- (Fbok-4- K RE) -6-BA KL -3-G-Ku ) -1, 6-— KB k14—
RER 1I-TERA-I-FAK TES

BRES 59 F AT KBRS, AHE 3T R NS LR LB
FAT, 4 B (50%) .

b5 161, 4-161.9°C

d (DMSO~-dg) : 1.1(t,J=7.1Hz, 3H) 1.4 (t, J=7. 1Hz, 3H) 3. 1 (s, 2H) 3. 9
(q, J=7. 1Hz, 2H) 4. 2 (t, J=T7. 1Hz, 2H) 7. 2 (dd, J=4. 9, 1. 4Hz, 1H) 7. 5 (m, 2H)
7.8 (m, 2H) 8. 0 (m, 1H) 8. 2 (d, J=8. OHz, 1H) 8. 3 (s, 1H) 9. 3 (s, 1H) 9. 4 (s, 1H)
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5= 48] 62
1-Z 24 -5- (FEh—4-ARA) -6-FE-3- GC-EHH)-1, -—H %%
-4 B 2- (FRK) -2-F K T8

WBEAS S F AR RIRARR, A& 3T AR S SR AR BT
BE kAT, 44 BAR (49%) .

¥,E: 150, 0-150.7°C

> (DMSO-dy) : 1.4(t, J=7. 1Hz, 3H) 3. 2 (s, 2H) 4. 2 (q, J=6. 9Hz, 2H) 5. 0
(s, 2H) 7. 2(dd, J=4. 9, 1. 4Hz, 2H) 7. 2 (dd, J=4. 9, 1. 4Hz, 1H) 7. 3 (m, 2H) 7. 5
(m, 3H) 7. 7 (m, 1H) 7. 8 (m, 1H) 8. 0 (d, J=8. SHz, 1H) 8. 2 (d, J=8. 0Hz, 1H) 8. 3

(s, 1H) 9. 2 (s, 1H) 9. 4 (s, 1H)

L 45 63
1~ T A& -5- (Fk-4- A R E) -6-BA X -3- Q-Eup ) -1, 6-—FE%E—4-
RER 4-FIAF B

BREP 59 FATEEIRAR, A H1& 36 AT HE 4-FIEL
FHAF, T AHEIK (G0N,

K& 196.8-197.4C

> (DMSO-de) : 1.4(t,J=7.1Hz, 3H) 3. 8 (s, 2H) 4. 2 (g, J=7. 2Hz, 2H) 6. 8
(m, 31) 6. 9 (dd, J=5. 2, 3. 6Hz, 1H) 7. 0 (m, 2H) 7. 6 (dd, J=5. 2, 1. 1Hz, 1H) 7. 8
(m, 2H) 8. 0 (d, J=8. 2Hz, 1H) 8. 2 (d, J=7. 4Hz, 1H) 8. 4 (s, 1H) 9. 3 (s, 1H) 9. 4

(s, 1H)

4] 64
1-TA-5- (FEh~4-E R R) -6-BAE-3- Q-Eu) -1, 6-—f%%
—4-R B 4- (FAZEL) Fig

RS 59 PR ZIRARF, A 4& 36 AR HE 4R ATFA
KB T EERF, SHAHEIKROLY .

¥E: 177.0-177.4C
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O (DMSO-d9 : 1.4(t,J=7.1Hz, 3H) 3. 8(s, 3H) 3.9(s, 2H) 4. 2(q, J=
7. 3Hz, 2H) 6. 8 (m, 5H) 7. 6 (dd, J=5. 2, 1. 1Hz, 1H) 7. 8 (m, 3H) 8. 0 (d, J=
8. 5Hz, 1H) 8. 2 (d, J=8. OHz, 1H) 8. 4 (s, 1H) 9. 3 (s, 1H) 9. 4 (s, 1H)

A 65
1-ZA-3-(4-FAEE) -6 £ -5- (hoz-3-&A) -1, 6-— K 2% -4-%
BR LB

Yo & 42 e4ARRRILA M (800 B, 2.66 TER) . 3—E R wbew (504
E5, JI9FBER). LKA (D) G1EE, 0.266 BFER). NNV -=
PR ARG 4, 0.531 ZEER)BRBT (13384, 5.3l EER) A
TRZENIE B ) FPRHOZBHBRESY, EXHEF, T 135CTFih#i
HR, R EREMEZT Celite®@idiR, TRETHBRER, H1EKRG
Mg %A BT Biotage®25 B CH,CLL/Et0AC 50: 50 £ 0: 100) 2hft, MiF4F
BAEY, ABERIK (440 £ 5, 44%5 %),

LRMS (m/Z): 379 (M+1) +,

AEERTE] 15 494F,

d (DMSO-dg) : 0. 72 (t, 3H), 1. 34 (t, 3H), 2. 31 (s, 3H), 3. 24 (q, 2H), 4. 16
(q, 2H),7.19 (s, 4H), 7. 32 (m, 1H), 7. 48 (d, 1H), 8. 32 (d, 1H), 8. 36 (s, 1H),
9.17 (s, 1H),

K4 66
1~ -5~ (FE-4-A RA)-3-U-FRAER) -6-FAE-1, 6-—R2%
—4-FR BR LB

WRZY) 65 IARF, AHE 42 AT AY Y 48 K Fobuk kAT,
=414 BIAR (45%) .

> (DMSO-ds) : 0. 34 (t, 3H), 1. 38 (t, 3H), 2. 27 (s, 3H), 2. 70 (g, 2H) , 4. 22
(q,2H),7.13(s, 4H), 7. 73 (t, 1H), 7. 82 (t, 1H), 7. 99 (d, 1H), 8. 16 (d, 1H),
8.27(s,1H),9.20(s, 1H), 9. 24 (s, 1H) .

LRMS (m/z): 429 (M+1)+,
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WHERFE]: 16 94F.
4] 67
1-Z -3~ (4-F R FER) -5-[ (4-F Kooz -3-2) KA -6-FAE-1, 6-—&
k45 B LB

HREH 65 AT, B HIE 42 AR A S 4-F -3 Haker

FAF, A H B (53%) .

5 (DMSO-dy) : 0. 72 (t, 3H), 1. 34 (t, 3H), 2. 21 (s, 3H), 2. 30 (s, 3H), 3. 10
(q, 2H), 4. 18 (q, 2H), 7. 17 (s, 4H), 7. 28 (d, 1H), 8. 19 (s, 1H), 8. 28 (d, 11),
8.85(s, 1H) .

LRMS (m/z): 393 (M+1) +,

ARG RTE: 15 4P,

%] 68

1-ZE-3-(4-FEER)-6-BA-5- (hr-3-8/H) -1, 6-— A% %
~4-RR[Q2, 2-=F A ABE) BA] T &

& 43 AT (124 B4, 0.35 EER)EDMF(Q.5 £4) +
IERA, M FARRELTE G £4, 0042 EER 5 —fr/i
ChE(G8 EH, 0.45 BFER), FHWREHT 60C TFHLHE 3 I 6t, HRA
MBI (50 ZH) ¥, FFUABREL B 20 91 x3) FIR, KA FH 498 AR
VARL KB, VAKRBRANBLAKT IR, RERETAL, 1584, a5 i
BEHTAE 454k Biotage®25 B CH,C1,/Et0Ac 50: 50 £ 0:100), miF47H4L
A, FHABKIIEE, 45%F %),

LRMS (m/z) : 465 (M+1) +,

g RTE: 17 o4F.

5 (DMSO-ds) : 1. 01 (s, 9H), 1. 33 (t, 3H), 2. 30 (s, 3H), 4. 17 (g, 2H), 4. 82
(s,2H),7.16(d, 2H), 7. 18 (d, 2H), 7. 35 (m, 1H), 7. 52 (d, 1H), 8. 36 (d, 1H),
8.38(s,1H),9.33(s, 1H).

£ 48] 69
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1-T&-5- GEak-4-A AL -3-4-FEEXR) -6-FL-1, 6-—5%
F-4-RER[ (2, 2-—FEHBLE) 2] F 5

ZRR B 68 KA, B B & 44 BIATRRALE-MRAT, F 4 A BAR (41%) .

LRMS (m/z): 515 (M+1) +,

AR ETTE]: 18 4T,

5 (DMSO—-ds): 0. 90 (s, 9H), 1. 38 (t, 3H), 2. 26 (s, 3H), 4. 18 (s, 2H), 4. 21
(q,2H),7.10(d, 21D, 7. 15(d, 2H), 7. 75 (¢, 1H), 7. 85 (t, 1H), 7. 99 (d, 1H),
8.19(d, 1H), 8. 31 (s, 1H), 9. 24 (s, 1H), 9. 41 (s, 1H) .

Z4 70
1-T A3~ (4-FAFRE) -5- [ (4-F Kokog-3-K) BRE]-6-FRE-1, 6-—&
BR-4-RBR[(2, 2-=F R R/BLE) BA] Vs

BB EL A 68 4R, B H1 & 45 ATRAL S M IRAT, 4 A EAR (32%) .

LRMS (n/z): 479 M+1) +,

AR BT 18 4T,

5 (DMSO-d): 1. 00 (s, 9H), 1. 34 (t, 3H), 2. 23 (s, 3H), 2. 29 (s, 3H), 4. 17
(q, 21), 4. 69 (s, 2H), 7. 14 (d, 2H), 7. 18 (d, 2H), 7. 32 (d, 1H), 8. 23 (s, 1H),
8.32(d, 1H), 9. 04 (s, 1H) .

45 71
1-Z AR -6-BRAK-3-FA-5- (g -3-RK) -1, 6-— KB R4-H8 1-[(F
AEFA) 4] L8

FEFE 28 6947AML a4 (100 B4, 0.298 EER) 53 A4E& 46 ¢4
ARARALAH (92 B, 0.356 EER) £ 2 £5F DMF P&k A, RimsReg
(54 E£ 5, 0.387T EER), FH%RAYT 60°CTHIE 3 AT, B RA
W vABEBR B8 (100 40 HA, vk, Kk, Hol KBB4 B KT
B, ERETHBREA, KF 300 EEBES, 5 2EMELEL
(CH,CL,/Et0Ac 1: 1), miFArMiAd, A Em., FoRFRAHR 10 Z
) FEE S, RFGQEBRKRUS EL, ST =F),

139



200580019333. 8 w1 2122/1500

LRMS (m/z): 467 M+1) +,

MG R 16 44F,

O (DMSO-do) : 0. 84 (d, 3H), 1. 19 (t, 6H), 1. 34 (t, 3H), 4. 17 (q, 2H), 4. 67
(m, 1H), 5. 80(q, 1H), 7. 28-7. 40 (m, 6H), 7. 49 (d, 1H), 8. 31 (d, 1H), 8. 40 (s,

1H),9. 36 (s, 1H) .

E4) 72
1-T R -5-(FEk—4-A RA)-6-FAL-3-KA-1,6-— S B E-4-K 8
1-[GFrAREAHL) 8K] LB

RIS TR, A$)E 30 94755 A $14 46 69474
B KT, A EAR (50%) .

LRMS (m/z) : 517 M+1) +,

ARG R 18 4P,

5 (DMSO-dy) : 1. 01 (d, 3H), 1. 12 (t, 6H), 1. 37 (t, 3H), 4. 21 (g, 2H), 4. 55
(m, 1H), 5. 30(q, 1H), 7. 24=7. 40 (m, SH), 7. 72 (t, 1H), 7. 82 (t, 1H), 7. 98 (d,
1H),8.16(d, 1H), 8. 28 (s, 1H), 9. 19 (s, 1H), 9. 38 (bs, 1H) ,

5 45) 713
1- A -5-[(4-F Ko -3-K) A -6~ K -3-K K1, - —KE%—4-
AR 1-[ (FRAHEE) &X] LEs

MR EN T AR, AHE 29 HARE A 51T B 41 & 46 94RAL
WAt RAF, 4 A BIK (73%) .

LRMS (m/z): 481 (M+1) +,

AE R 16 4P,

5 (DMSO-d) : 0.87(d,3H),1.18(d, 38),1.19(d, 3H), 2. 21 (s, 3H),
1.35(t, 3H), 4. 18(q, 2H), 4. 65 (m, 1H), 5. 60 (g, 1H), 7. 24-7. 40 (m, 6H), 8. 2
2 (s, 1H), 8.29(d, 1H), 9. 03 (s, 1H) .

45 74
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1-Z AR 6B AR -3-FKE-5-(me-3-REL)-1,6-— 2% 4-H 8
1-{[ GRLARR) A &A) ¢Eg

BREB 11 RS, BFE 28 IS5 H & 4T iR s

WEFE, FhEK (23%).

LRMS (m/z): 507 (M+1) +,

HEATE 18 4T,

5 (DMSO-dgs) : 0.85(d, 3H), 1. 34(t, 3H), 1. 20-1. 50 (m, 6H), 1. 62 (m,
2H), 1. 76 (m, 2H), 4. 18 (q, 2H), 4. 45 (m, 1H), 5. 80 (g, 1H), 7. 28~7. 40 (m,
6H),7.49(d, 1H), 8. 31(d, 1H), 8. 40 (s, 1H), 9. 35 (s, 1H) .

E#] 75
1-ZA-5- Gtk —4-R 8 A) -6-FA3-KE-1, -~ B2 4-RR
I-{[GRLARL) EAIRHL) TE

BB TR, BHE 30 6ATEE M 5T A B & 4T e4FA
WK, T4 g BLAK (54%) ,

LRMS (m/z): 557 (M+1) +,

MR 19 o4,

d (DMSO~ds): 0. 41 (d, 3H), 1. 20-1. 45 (m, 6H), 1. 37 (t, 3H), 1. 57 (m, 2H),
1. 68 (m, 2H), 4. 21 (q, 2H), 4. 32 (m, 1H), 5. 29 (q, 1H), 7. 24=7. 35 (m, 5H), 7. 7
2(t, 1H), 7.82(t,1H),7.98(d, 1H), 8. 16 (d, 1H), 8. 28 (s, 1H), 9. 19 (s, 1H),
9. 38 (bs, 1H)

£ 16
1-TA-5-[ (4-F oo -3-28) RR ] -6-BA K -3- K K -1, - —KEH—4-
BB 1I-{[GRTEAEL) HKE]IARL]) B

wREA 11 R, A4S 29 AT S M E R G HE& 4T 697
a-MRAT, A BAR (46%) .

LRMS (m/z): 521 (M+1) +,

R ETE 19 4.
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O (DMSO-ds) : 0.89(d, 3H),1.20-1. 50 (m, 6H), 1. 35 (t, 3H), 1. 62, (m,
20),1. 77 (m, 2H), 2. 22 (s, 3H), 4. 18 (q, 2H) , 4. 43 (m, 1H), 5. 57 (q, 1H) , 7. 24
—7. 40 (m, 6H), 8. 23 (s, 1H), 8. 28 (d, 1H), 9. 07 (s, 1H) .

£ 77
1~ H 6B A -3-F K ~5- (B9 H (2, 3-clmbsg-3- £ & A) -1, 6-— &%
H-4- B LBg

BREB 15 RIAE/F, A4E& 4 RENESME 3-ig L Ee St
[2, 3~c] ot "2 (S.Gronowitz, E. Sandberg. Arkiv for Kemi Band 32
nr21, 1970) KAF, A B4k (10%) .

LRMS (m/z) : 421 (M+1) +,

Mg RTIa: 13 4F.

5 (CDC1s) : 0.50(t, 3H),1.47(t, 3H), 3. 15 (q, 2H), 4. 34 (q, 2H), 7. 35
(m, 4H), 7. 43 (m, 1H), 7. 68 (d, 1H), 7. 76 (s, 1H), 8. 57 (d, 1H), 9. 12 (s, 1H) .

E 5] 78

1-T A -6-BR AR -3-3 K -5- (E%- 5 2, 3-bl bmg-3- A R HK) -1, 6-=
S B BR-4-R PR LB

HREE 15 HRBAER, AHE 4 RS YE - Ryt
[2, 3-b]wtkez (KlemmL. B. ,Merrill R.E.,Lee F.H.W.,Klopfenstein, C.E.
2 F ), 1974, 11(2), 205-209) 3545, ~4hh B4R (16%) .

LRMS: m/Z 421 (M+1) +,

MEERA 9.2 4P (VE: BATFEB).

5 (CDC1y) : 0.57(t, 3H),1.52(t, 3H), 3. 25 (q, 2H), 4. 39 (g, 3H), 7. 39
(m, 6H), 7. 79 (s, 1H), 8. 15(d, 1H), 8. 68 (s, 1H) .

4 79
1-T A -6-BRA&-3-FK 3 -5- (B9 5 (2, 3-b] o -3-AR A HK) -1, 6-=
SBR-4-RB[ (2, - F A ABRL) E4&] T8
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BREB 1T AR, B4 E 49 AR IRAT, M H B (10%) .

LRMS: m/Z 507 (M+1) +,

Mg utiE: 18 454,

d (CDC1y) : 1.09(s, 9H), 2. 05(t, 3H), 4. 39 (q, 2H), 4. 70 (s, 2H), 7. 38
(m, 6H), 7.97 (s, 1H), 8. 18 (d, 1H), 8. 72 (s, 1H) .

3 45) 80-85

1-Z & -5- (Fdmh—4-Z2 R/RA) -6-BA -3~ G—EH£)-1, 6-—H %%
4~ B8 T- TR K -T-BR K B

1~ % -5- (Fbok—4-A R R) -6-F £ -3- C—E9 ) -1, -—K &%
—4-#RBR 6- T B A6 K TBY

1~ % -5- (FEdh-4-E R L) -6-FAE-3- &% &) -1, 6-1 A&%
-4~ B 3-R I -3-FR A R Be

1-Z A -5-GFdok—4- A R A) -6-FA -3~ 3—EoR)-1, 6-—E %%
—4~3 B8 F B8

1-T3-5- (Fah—4-E R L) -6-FE-3- C—Ew &) -1, 6-—5H 2%
—4-RBR 4- (F&HHL) F o5

1-TE-5- (Feh-4-A &) -6-FE-3- &9 L) -1, 6-—5A %%
—4-H B A-RAFE

AFRRAC S 3 R E AR 59 M9, B #1437 e9AREAL S 5 AR A 49
2 R FY AR BST/MS k385 HPLC # gtk T4 2 ¥,

%2
5% 151 ESI/MS i 9 R )A)
m/e (4-4F)
80 549 18
81 534 17
82 464 11
83 483 17
84 541 17
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85 501 14

SEA45) 86-95

1-Z & -5- [ (4-F bz -3-K) RE]-6-FRAE-3-—EwH)-1,6-=
SR%R-4-B B 2-TRA--FAR 7B

1-ZA-5-[(4-F Knbrg-3-K) KA -6-FAX-3- Q—E9K) -1, 6-=
SR R-4-HBR 2- (FEL) -2-T X TEg

1-TA-5-[(4-F hmbng -3-K) R -6-FR X -3- 2—EnR) -1, 6-=
SBE-4-H B X B

1-Z K -5-[ (4-F bz -3-4) RA ] -6-FR A -3-Q—E%nH) -1, 6-=
S B -4-R B 4- (F&BA) F s

1-Z -5~ (4-F Frbng -3-K) RA]-6-BA K3~ Q&% H) -1, 6-—
SR % -4-H B 4- AL F B

1-Z AR5~ [ (4-F Arbmg-3-4) KA -6-FA KX -3- Q&% H) -1, 6-—
SRR 4-B B - RE-6-FAL T

1-T A -5~ [ (4-F Hong-3-4) KA -6-BRA-3- Q—E%H) -1, 6-—
B E-4-B B T-CRK-T-FARA & B

1-Z3-5- [ (4~ Htbng -3-48) BAR ] -6-BRA A -3- Q&%) -1, 6-=
S B4R B (TBLEL) T 85

1-Z A& -5-[ (4-F Fhobng -3-4) RIA]-6-BR 2 -3- Q&%) -1, 6-—
S22 4-RBR [ (FREAZEL) 8] 7B

1-Z 2 -5-[ (4-F Aotbng ~3-K) fA] -6-BR & -3- Q&%) -1, 6-=
B4 RB{IGRTAERL) HARK) FEs

AR M3 B T A 50 9425, B H-& 35 YR 5 AR A2 44
RACH BB A AR, ESI/MS #3485 HPLC W @ BT A R T & 3 +F
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%3
5% 45) ESI/MS i 8 B g
m/e (%-%F)
86 443 15
87 505 17
88 447 17
89 505 17
90 465 17
91 499 17
92 513 17
93 429 14
94 473 16
95 513 18

2 45) 96-102

1-Z K -6-BR K -5- (o -3-RK) -3- Q-E% ) -1, 6- — A BH—-4-
RBR 4- R A B

1-Z A -6-BA K -5- (g -3-R %K) -3- - &%) -1, 6-— KB %4~
A 4-(FEBEL) FEs

1-T AR -6-BR A -5- (W2 -3-RAK) -3- K% ) -1, 6-— R B%-4-
BB 1-TERE-T-8R K R B

1- T2 -6-BR & -5- (bsg ~3-8 ) -3- Q-FE% &) -1, - — KRB %—4-
BRBR 6- LA -6-FRE TES

1-T 3R -6-BA 2 -5- (bm2 3-8 -3- Q-E% ) -1, - —KB%-4-
RER (TBLEIL) FBg |

1-Z A -6-8R & -5~ (o - 3-8 28) -3- Q&%) -1, 6-—aEB—4-
RBRI(FARAEHKL) AL TE

1-T A -6-BR £ -5- (bsg-3-84) -3- Q-9 4) -1, 6-—aE%—4-
AR {[GRTAERE) HAIRA) FiEs
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AR IR FEB) 50 8925, B H1E 50 f9ARRA S HA0 8
B R AL A AR, BSI/MS #3485 HPLC # @ ntia gk F4& 4 +.

£ 4

5% 45 ESI/MS i G A 1)

m/e (54F)
96 451 17
97 491 16
98 499 17
99 485 16
100 415 13
101 459 15
102 499 18

4] 103-107

1-Z K -5~ (F8ok—4- A BHK) -6-FRE-3- Q% H) -1, 6-—a 2%
—4-3RBR 6- LR -6-BA A B

1-T -5~ (Fdh-4- A A R) -6-FAE-3- QKo R) -1, 6-—K %%
—-4-R B T-CERA-T-FA X & BR

1-Z A5~ Grobok-4- R 84 -6-FR A -3- Q&) -1, 6-—8 %%
—4-H B (TBLRR) F 8

1-T & -5- (Fodsh—4-£ R L) -6-FAE-3- QB i) -1, 6-—f %%
-4-RB [ (GFREAZL) &K FEs

1-Z A -5- (Aah-4-A R0 -6-E-3- QE L) -1, 6-—8%%
-4-R B {[ GRTARL) B A] £ FEs

RS BEREH) 53 A, B FE 36 iRALE S AR R 4
R R ALY A AR, BSI/MS #4385 HPLC #HE e RBER T LS +.
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5
5% 151 ESI/MSm/e | # %8 at1d]
(5-4F)
103 535 17
104 549 18
105 465 14
106 509 16
107 549 18

%4 108
1-Z & -6-8 K -5- (s -3-84) -3- B—FEp ) -1, - —fBE-4-5 8
T g

R 43 TR KA, AFE 26 AR s 3R Kabwe
R, A AR (39%)

ik 147.5-148.2°C

LRMS: m/Z 471 (M+1) +,

AT 13 4.

FE45) 109-118

1-Z AR -6-BR K ~5- (kg -3-&A X)) -3- G-Ewn &) -1, 6-—HB%-4-
# B 1-(LBLERR) LB

1- A -6-8 & ~5- (22 3-8 2) -3- G—E-£) -1, 6-—fEE-4-
BB 2-[(R-TAERL) /A TE

1- T2 -6-BR & ~5- (g -3-RK) -3- B-E% K) -1, 6-— R B%—4-
BRER 2-TEIE-I-FAL T

1-T A 6B ~5- (o -3~ R ) -3- G—Er &) -1, - —f B 54—
AR 1-(FRAE) -2-FAA T

1- Z R ~6—-BR A -5 (Z -3-RK) -3- G—Ey &) -1, 6-—fB%-4-
# B8R F By
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1-Z R -6-BR K -5- (vbog-3~-R%) -3- 3—E%n-K) -1, 6-— KA % —~4-
BRBR A-RAFE

1-T A -6-FR K -5- (o -3-RA) -3- BB ) -1, 6-— K BE-4-
BB - (FERED FE

1-Z 3R -6-BR K -5- (7 -3-RRK) -3- 3—E% ) -1, 6-— K B%-4-
BB T-TRA-T-0A X & B

1~ R 6B K -5- (R -3-RAL) -3-G-FEu£) -1, 6-—RKB%E—4-
ARER 6-TRA-6-BAR TE

1-TA-6-FA K -5- (lsg -3-RA) -3- G-E9 ) -1, 6-— K 2E%H-4-
ARB{[CGRTARRD) HA] £ AL) Tl

AFAAL MR KA S0 AR, B FIE 50 e94RAALS Y B H AR R 44
BALH R B AR ESI/MS 4385 HPLC @ o BRF & 6 F.

%6
% A5 ESI/MS 5 8 I 1A
m/e (4-%F)
109 429 13
110 486 15
111 429 14
112 491 16
113 433 16
114 451 16
115 491 16
116 499 17
117 485 16
118 499 17

4] 119

1-T3-5- [ (4~ oo -3-28) R -6-8 £ -3- G-E9 ) -1, 6-=
S HH-4-R B LB
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WREH 43 VARG RBARF, BHE 20 TR FHE 3-iE K -4~
F A RAF, Fdhh BR(26%) .

BE: 182.6-183.4°C

LRMS: m/Z 385 (M+1)+,

A RTIE): 14 94T,

£ 45) 120-129

1-Z 3 -5-[ (4-F Kbz -3-4) KA -6-FAA-3-3—Exn i) -1,6-—
SBE—4-H 8 - (LBER) TES

1-Z A -5- [ (4-F Fotbog -3-K) BA]-6-FA X -3- &% H)-1,6-=
B F-4-BB - G-TEAER) A TEs

1-ZA&-5-[(4-F kg -3-K) KA]-6-BREL-3-B—E%HH) -1, 6-=
SBE BB 1-CELA-)-FAR B

1-Z -5~ [ (4-F bz -3-48) 8K ] -6-FA A -3- 3—E% ) -1, 6-=
SB B 4-AM 2- (FARA) -2-FAA TER

1-Z 3 -5-[ (4-F Fnbng -3-K) KA -6-FR A -3-G-EnH4) -1, 6-=
RBR-4-H B T B

1-Z 3 -5-[ (4-F Botng-3-4) KA -6-FRE-3- G—En ) -1, 6~=
S BB -4-5 8 -RA--FRARE

1-TA-5-[(4-F Arbng~3-20) RHA] -6-FR -3~ 3—Em ) -1, 6-=
B R-4-H B 4-R AR

1-Z 3 -5-[ (4-F Kotbng~3-48) KA -6-FRA-3-G—&E%nHK) -1, 6-—
S BR-4-5 8 4- (FERHEL) F 88

1-T A -5-[ (4-F Jhotbog ~3-) KA ] -6-BR K -3~ 3—&E% ) -1, 6-—
S BR-4-B B T-LRA-T-FAR R B

1-Z A -5-1 (4-F Hrbnz-3-A) KA -6-FRE-3- &% H) -1, 6-=
BB 4-B B -LREA-6-FA B

ARG BB EAH) 50 69527, B H)E 51 9ARILE 5 HA8 R 64
B XA A K. ESI/MS 4355 HPLC #F G e E T4 7+,
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%4 ESI/MS | # & ade]
m/e (5-4F)
120 443 13
121 500 15
122 443 14
123 505 17
124 447 16
125 428 10
126 465 16
127 505 16
128 513 17
129 499 16

A4 130 5 131

1-TE-5-[(4-F Avker-3-K) RA]-6-FE-3-KE-1, 6-——a%%

-4-H 8 1-{[GRTARRL) HA]I EX) CLEBFHRHMK 1

1T A -5-T (4-F Avbrg-3-2) R -6-BRA-3-K -1, 6-—HE%

“4-BB 1-{[ GRTAEL) HAIRA) TEFHRMAK 2

£ B T6 9477 4 (1. 28 1) £ F B2 (32 1) F 49k, i 4% (32x1
ZFH) £ Chiralpak AD-H FFi& (250x20 £k, SH#K)HPLC HF AL, L T
B (5K 0.1%F8) /K 9:1, F 17 2/ 04 TES, £ 3004LT, /&
AUV AR, 58 F AR, EPRRRES 6T FAIRER G
] 4.8 oAF (FHFAHAR 1, 6] 130), MERERIESGF M FMIKRELA S
BaTIE] 6.6 54F (FHFAIK 2, 4 131) ., R B R KR, REFHFMH
K, Aa&BMk: FHAEMKIOGIS BEL), FRARK20G0M4EE).

FA) 130, FHFMR 1
LRMS: m/Z 521 (M+1) +,

FEEETIE) Y 4. 0 4R (iR VEAT AT £ 1£ 8 Chiralpak AD-H (250x4. 6
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R) SAT HPLC 42, VA THE (B 0. 1%ACOH) /7K 9: 1, F 1 &4/ 94T
5.
ee: 100%

&3 (

5= 131, FMHFHIK 2

LRMS: m/Z 521 (M+1)+,

gt *l, 5.4 4P G2 BAF A A2 Chiralpak AD-H (250x4. 6
ER) M HPLC 42, vATAE (B 0. 1%AcOH) /K 9: 1, F 1 &F/04FTF
BB .

ee: 99.5%

4] 132 5 133

() -1-T A ~-6-FRE-3-F E-5- b -3-R ) -1, 6-— KB E-4-%
B 1-{[CGRTARL) ZAI AR} 2B

(#)-1-TE-6-BAA-3-FKE-5- (b -3-R L) -1, 6-— K HE-4-%
BI1-{IGRTERABD HATEL) TH

Fr £ ) T4 4947 7 4 (2. 00 %) £ F B2 (20 £H0) F 0950, 24+ (20x1
% 4F) £ Chiralpak AD-H & (250x20 =K, 5K HPLC &4 L, YL T
FE (88 0. 1%FB) /7K 9:1, T 17T ZFH/504TESE, E3004KT, 42
AUV AR, B F AR, IPRREESNFRFHREAFE N
18] 5.5 5-4F (FHAFMAR L, 5246 132), MBLRES G FHEMKLAH
Furin) 8. 0 o4F (F AR 2, 24) 133), 485 FHRY%, RAEFHFAH
R, HHEERMK: FHRAEMIK1IG8ZE), FHAMKR2(T67TEEL).

) 132, FHEFAAR L

LRMS: m/Z 507 (M+1) +,

Mg RTE Y 9.7 4P (GE: BAT AT A 48R Chiralpak AD-H (250x4. 6
ZR) 5ATHPLC BAE, AT/ TBE 6: 4, F 1 EH/ 0 TESR).

ee: 98.1%

[ o ]1p=—52.6(cl. 0, AcCN)
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K] 133, FHEFMIK2

LRMS: m/Z 507 (M+1) +,

HGOTRYT 15,1 4P (iR BAT ST A 428 Chiralpak AD-H (250x4. 6
FZR) M HPLC 42, ACH/TEE6: 4, F1EH/ 04 TERE).

ee: 99. 3%

[a1p=+57. 9 (cl. 0, AcCN)

E 4 134
1-Z A& -5-[(4-F Kbz -3-K) B -6-BRA-3-K K -1, 6-— A% -4-
ARB1-{[1-ZEREX) A AL} LB

BRES TGRS, A4E 29 AT YE 3R 1-2- L8 1-T
A-RBERAT, T BIK 46%) .

E: 95.8-96.1C

5 (DMSO-d) : 0. 74 (t, 3H), 0. 81 (t, 3H), 0. 91(d, 3H), 1. 35 (t, 3H), 1. 53
(m, 4H), 2. 22 (s, 3H), 4. 18 (m, 2H) , 4. 38 (m, 1H), 5. 52 (g, 1), 7. 26-7. 37 (m,

6H), 8.23(s, 1H), 8. 28 (s, 1H), 9. 03 (s, 1H) .

45 135
1- T A-5-[(A-F hobng ~3-45) B -6-BR A -3-F K1, - — RIEEE-4-
H R (LBEK) F i

WREE TR, AHE 29 iR sdh 5 EERE A T B KT,
P44 BAR (T1%) .

LRMS: m/Z 423 (M+1) +.
AR ETE 14 54F.

5 48) 136
1-Z & -5-[ (4-F Arbwg-3-4) KA1 -6-FRA-3-F K1, 6~ —HB%—4-
AB{ICGRLEARL) HAEIEA) Fis

BRI T RS, BFE 29 69474 5B AL T B8 31 B8
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KT, A EAR QL) .

.k 113.9-114.8C

5 (DMSO-ds) : 1.20~1.40(m, 9H), 1. 62 (m, 2H), 1. 80 (m, 2H), 2. 22 (s,
3H), 4.18(q, 2H), 4. 48 (m, 1H), 4. 71 (s, 2H), 7. 25-7. 36 (m, 6H), 8. 22 (s, 1H),
8.29(d, 1H),9. 07 (s, 1H) .

E 4] 137
1-Z A5~ (4-F Ambwg-3-K) KRA]-6-FAK-3-KE-1, - — K2 %-4-
#EB (A THBARE) 7

HREB T AT, 846 29 a AL ME R TBRAL T B KA,
7= 40 F) B4R (38%) .

b 162.3-163.1C

d (DMSO-d¢): 0.95(d, 6H), 1. 33(t, 2H), 2. 21 (s, 3H), 2. 32 (A &',
1H), 4. 16 (q, 21), 4. 68 (s, 2H), 7. 25-7. 36 (m, 6H) , 8. 21 (s, 1H), 8. 30 (d, 1H),
9.05(s, 1H),

SE45) 138
1-Z3R-5-[(4-F Frbue-3-K) KA -6-FE-3-F K-, - —RE%5—4-
BB (FRAREL) 4] Fis

BRI T MRS, 44 29 AL H 5 5B AL T B8 5 & Be
FRAF, A BEAR (20%) .

¥ & 145.6-147.0°C

5 (DMSO-d¢) : 1.21(d, 6H),1.33(t, 21, 2.22(s, 30), 4. 18 (q, 2H),
4.70 (m, 3H), 7. 25-7. 37 (m, 6H) , 8. 22 (s, 1H), 8. 30(d, 1H), 9. 08 (s, 1H) .

E45) 139
1-TA-S5-[(4-F R okng-3-A) RA]-6-FAE-3-K A1, 6-—F BE-4-
BB IQ-ZEREFP) HATRA) Fis

ZREG T GE5F, A8 E 29 RS ERBRALTE 1-24

153



200580019333. 8 o B 1 2E136/1500

~ABERF, F4H EROW.

B 123.7-124.3C

5 (DMSO-ds) : 0.81(t,6H),1.33(t, 30, 1. 55 (m, 4H), 2. 21 (s, 3H),
4.18(q, 2H), 4. 46 (m; 1H), 4. 72 (s, 1H), 7. 26~7. 37 (m, 6H), 8. 23 (s, 1H), 8. 3
2(d, 1H), 9. 09 (s, 1H) .

4] 140

1-ZAR-5-[(4-F Kbz -3-K) KA -6-BAX-3-F L1, 6-——aE%
-4-R B (T BLE B Fig

BREA T R, A48 29 R 5 TR AL T B kAT,
J= 40 A7 B AR (10%) .

BE: 117.1-117.9C

LRMS: m/Z 451 (M+1) +,

g RTIE: 16 o4F.

545 141

1-Z A -5-[ (4-F Foibrg -3-30) 8K -6-FRE-3-FE-1, 6-—f 2%
~4-$ B (RBLEL) T Bs

HREH 11 A F, B %& 29 RIS AR AL T B KT,
7= B AR (44%) .

¥ b : 163.1-164.2°C d (DMSO-dy) : 0.92(t, 3H), 1. 34 (t, 3H), 2. 21
(q, 2H), 2. 22 (s, 3H), 4. 18 (q, 2H), 4. 71 (s, 2H), 7. 26=7. 37 (m, 6H), 8. 22 (s,
1H), 8. 30(d, 1H), 9. 05(s, 1H),

=49 142

1-T A5 (4-F Fabmz-3-2) KA -6-FAA-3-KE-1, 6-—8%2%
458 (S-FRA-2-FAL-1, 3-—HIKR K H-4-4) P&

BREE TGRS, BHE L RN EME -FRAFTE-S-FH
-[1, 31 Z RN KM -2-BR 3R AT, F4h B4R (82%) .
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kb 197.3-198.1C
LRMS: m/Z 463 (M+1)+,
PR 14 4.

E 4] 143

1-Z & -5- GREok-4-A RAK) ~6-FA K 3-FKE-1, 6-—HBFE-4-R
B1-{[A-ZEAARAL) HK] R} L8

wREH 1T HEBRARS, AHE 30 OFRAFWEHER 1-R-28 1-
LAE-REERF, oA BER Q%) .

b5 126.8-127.3°C

5 (DMSO-ds): 0. 41 (d, 3H), 0. 67 (t, 3H), 0. 75 (t, 3H), 1. 38 (¢, 3H), 1. 47
(m, 4H), 4. 25 (m, 2H) , 4. 30 (m, 1H), 5. 22 (q, 1H), 7. 32 (m, 5H), 7. 74 (¢, 1H),
7.82(t, 11),8.00(d, 1H),8.18(d, 1H), 8. 29 (s, 1H), 9. 20 (s, 1H), 9. 39 (s, 1
H.

%) 144
1~ -5~ (FEh-4- B -6-FA L -3-F -1, 6-—H BB 4-R8 (T
B SR T B8

R 1T 6 RIRAE T, B F& 30 AR F B TR AL T B8R R AT,
=4 B4R (38%) .

LRMS: m/Z 487 (M+1)+,

ArgetiEl 17 24P,

® (CDC1;) : 0.85(t, 3H), 1. 44 (m, 5H), 1. 99 (t, 3H), 4. 38 (g, 2H), 4. 62
(s, 1H), 7. 33 (m, 6H), 7. 71 (t, 1H), 7. 82 (t, 1H), 8. 06 (m, 2H) , 8. 39 (s, 1H),
9.18 (s, 1H) .

S245) 145

1-T 35 (F8oh—4-A RAB) -6-F A -3-FKE-1, 6-—EB 2 4-R R (F
TBARA) T Ee

155



200580019333. 8 o B 1 2E138/1500

HREH) 1T RIS, AL 30 AF e R THRAL PEK
F, THAHEKRGN ., #EHAFEAIK (Polimer ) REBEWH—FAL TIEMAER
B RE—_FAAKLE.

LRMS: m/Z 487 (M+1)+,

MG RTIE: 17 54,

d (CDC1y) : 0.97(d, 6H), 1. 49 (t, 3H), 2. 24 (m, 1H), 4. 36 (q, 2H), 4. 59
(s, 2H), 7. 33 (m, 6H), 7. 73 (t, 1H), 7. 83 (t, 1H), 8. 07 (m, 2H), 8. 40 (s, 1H),
9.19 (s, 1H) .

F45) 146
1-Z A -5~ G Rdk-4- A RA) -6-FR A -3-K K -1, 6-— K EE-4-H 8 (5-
¥R--FRA-L, - RIRRE-4-2) T ES

BREE 1T RS, A& 30 9T HE -RAATFE-5-F
A1, 3] —RBIR ARG -2-BRKAF, F4 4 BAK (59%) .

BE: 205.5-203.2C

> (DMSO-dy) : 1. 38 (t, 3H), 1. 70(s, 3H), 3. 69 (s, 2H), 4. 22 (q, 2H), 7. 19
(m, 2H), 7. 28 (m, 3H), 7. 71 (t, 1H), 7. 83 (t, 1H), 7. 97 (d, 1H), 8. 17 (d, 1H),
8.29(s,1H),9.21(s, 1H), 9. 41 (s, 1H) .

£ 4] 147

1-ZE-5- (Feak—4-A RE)-6-FRAA-3-KA-1, 6-— KB E-4-%
B{IGRTAERL) BER]IRA) T8

BBEE 1T HERAEF, BRE I OFRATHERBRALTEIRT
BERAT, Ak BEAR (59% . 1R RAOHAREKE =7 R TIAE A 5k,

K& 133.0-133.4C

5 (DMSO-ds) : 1.20-1.40 (m, 9H), 1. 62 (m, 2H), 1. 75 (m, 2H), 4. 22 (m,
49), 4. 37 (m, 1H), 7. 20-7. 35 (m, 5H), 7. 40 (t, 1H), 7. 83 (t, 1H), 7. 97 (d, 1H),
8.17(d, 1H),8. 30 (s, 1H), 9. 22 (s, 1H), 9. 45 (s, 1H) .
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45 148

1-TE-5-(Fpdh—-4-RA &RL)-6-BAL-3-KR-1, 6-—fBE-4-%
BIGGREKE) A FEs

BBEH 1T AERAES, A& 0 RS EHBAL TERE
BEIRAT, W4 BN (94%) . 12 RARARB =7 A A TRtk A k.

BB 132.0-133.0C

5 (DMSO-dy) : 1.17(d,6H),1.38(t, 3H), 4.25 (m, 4H), 4. 61 (m, 1H),
7.21-7.36 (m, SH), 7. 74 (t, 1H), 7. 84 (t, 1H), 7. 98 (d, 1H), 8. 18 (d, 1H), 8. 3

1 (s,1H),9.22(s,1H), 9. 46 (s, 1H) .

45 149
1~LAE-5-(Fddk—4-E R L) -6-FAL--KE-1,6-— 825 4-% 8
{{A-ZEXREL) HAIRA) TS

HREZE) 1T RIS, AHE 30 RS E BB EL T 1-
LHE-RBERF, A BR Q% . 128 BSRAREH R RE TS
Ao

gk 109.6-110.7°C

5 (DMSO-do) : 0.77(t,6H),1.38(t, 3H), 1. 48 (m, 4H), 4. 22 (m, 4H),
4.35(m, 1H), 7. 21-7. 33 (m, 5H), 7. 72 (t, 1H), 7. 84 (t, 1H), 7. 98 (d, 1H),
8.17(d, 1H),8.30(s, 1H), 9. 22 (s, 1H), 9. 45 (s, 1H) .

SE45) 150
1-T A -5- (Ro8k—4- A RE) -6-BRA-3-KE-1, 6-—FBE-4-%K 8 2-
WA A -2-BA R B8

BT 1T R RALF, §4E 30 HARER L R B BR T B IEAT,
J5 1 A BAR (L0%) . 4% R AR B = R 2k TR A k.

BE: 175.0-176.2°C

5 (DMSO-dy) : 1.40(t, 3H),3.05(s, 2H), 3. 42 (s, 3H), 4. 23 (m, 21),
7.33(m, SH), 7. 74(t, 1), 7. 81 (t, 1H), 7. 98 (d, 1H), 8. 18 (d, 1H), 8. 27 (s,
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1H),9.22(s, 1H),9.41(s, 1H).

A5 151
1-T A5~ (Febnk-4-X R E) -6-FAE-3-KE -1, 6-— 25 4-B8 (T
BLEK) F B

BRI 1T RIARR, A4 30 694~ W 5 BEBUE A T BS 3R4F,
TR A BAK (13%) . A28 RARAREGG =7 R A TR Aok, REKBRAT.

BB 133.5-134.4C

5 (DMSO-d¢): 1.38(t, 3H), 1. 76 (s, 3H), 3. 05 (s, 2H), 4. 25 (m, 4H),
7.23(m, 21), 7. 33 (m, 3H), 7. 75 (t, 1H), 7. 83 (t, 1H), 7. 98 (d, 1H), 8. 18 (d,
1H),8.30(s,1H), 9. 24 (s, 1H), 9. 44 (s, 1H) .

Z45) 152
1-Z&-5- (FEh—4-E R - 6-FAA-3-FKE-1, -—HBE4-RB(F
BLEAL) T &

BRBEH 1T SRS, A& 30 A E REL AL T ES AT,
FMn A BAR (54%) . A28 AR —F R TR A k.

YRb s 122.7-123.4C

5 (DMSO-ds) : 0.85(t, 3H),1.37(t, 3H), 2. 02 (q, 2H), 4. 25 (m, 4H),
7.22(m, 2H), 7. 33 (m, 3H), 7. 74 (t, 1H), 7. 84 (t, 1H), 7. 98 (d, 1H), 8. 18 (d,

1H), 8. 30(s, 11, 9.23(s, 1H), 9. 44 (s, 1H) .

S 45) 153
1-Z A -6-BARK-3-FAE-5- (o2 -3-R %) -1, 6-—— R BB —4-K 8 (FTBE
AER) Fis

BB ER 1T TR AF, A4S 18 IR T E R THRAL FEE
B, F4h EK 8% .

LRMS: m/Z 437 (M+1) +,

AEEBRTR]: 16 4T,
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EA45) 154
1~ T A -6-BR AR -3-FE-5- (3-8 K) -1, -— KB 4-RBR [(FH
FHA) 8] FE

BRI 1THIBRERS, A4& B UOFASTHEEBEAL TERA
BEsRAF, S h B4R (16%) .

LRMS: m/Z 453 (M+1) +,

ARG ETE: 16 4T,

5 (DMSO-dy) : 1.22(d, 6H), 1.34(t, 3H), 4. 18 (g, 2H), 4. 70 (m, 1H),
4.86 (s, 2H), 7. 35 (m, 7TH), 8. 37 (m, 2H) , 9. 37 (s, 1H) .

SZ45) 155
1-TE-6-FRA-3-F R -5- (g -3-8K) -1, 6-— KB R -4-HRB[ (2, 2-
ZWATELE) A Fis

BREG 1T W EIRARF, ARG 8 AT MY 2, 2-—FE-TH
AT B IRAT, S H B Q9.

LRMS: m/Z 493 (M+1) +,

AERTRE: 17 4P

5 (DMSO-d¢) : 0.67(t,3H),0.98(s, 6H), 1. 34 (m, 5H), 4. 18 (m, 2H),
4.81 (s, 2H), 7. 32 (m, 6H), 7. 45 (m, 2H), 8. 39 (s, 1H), 9. 38 (s, 11)

4 156

1-T & -6-F AR -3-F A -5- (g -3-R ) -1, 6-— KB % 4- AR
{{GRTEARA) FARLE) FEg

RIS 1T R F, A4S 28 AR T M BB AL FEIRD
BRIk AT, 44 B4R (9%).

LRMS: m/Z 493 (M+1) +,

AR ErEl 17 o4F.

d (DMSO-d¢) : 1.34(m 9H),1.64(m, 2H),1.80(m, 2H), 4. 18 (g, 2H),
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4,48 (m, 1H), 4. 86 (s, 2H), 7. 32 (m, 6H), 7. 50 (m, 1H), 8. 36 (m, 2H), 9. 37 (s, 1
H .

A5 157

1-Z A -6-FRAE-3-KE-5-(g-3-R 1)1, 6-— 8 BB -4-% B
([Q-ZERER) KA AL) 7B

FTREY 1T HRIBALS, AHE 28 RS MERBRALTE 1-
LA-RBERT, FWA B (33%) .

LRMS: m/Z 481 (M+1) +,

WERTE 17 a4,

5 (DMSO-dy) : 0.82(t, 6H),1.34(t, 3H), 1. 55 (m, 4H), 4. 18 (q, 2H),
4.45(m, 1H), 4. 85 (s, 2H), 7. 34 (m, 6H), 7. 51 (m, 1H) , 8. 37 (m, 2H) , 9. 38 (s, 1

H) .

SEA5) 158
1-Z A& -6-BRA-3-FR A -5- (g -3-RA) -1, 6-— R BE4-H B[ (Q-F

ATBLE) fA] T8
BES 1T ERARSF, AHE 28T THE 2-FE-THREARL
VESRAF, A BER AT .
LRMS: m/Z 451 (M+1) +,
WG ATE 17 AP,

% 45) 159
1-Z R ~6-BRE-3-RE-S5-(hg-3-RA)-1,6-— S BE-4-A B

[ (=T 8ABBE) 8K] T
BREG 1T AL SF, H& 28 UMM E R —TRALT
BRIRAF, 404 B4R (43%) .
LRMS: m/Z 559 (M+1) +,
MR 18 4T,
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O (DMSO-ds) : 0.82(t,6H),1.26m, 4H), 1. 33(t, 3H), 1. 50 (m, 4H),
3.85(m, 4H), 4. 17 (g, 2H), 4. 68 (d, 2H), 7. 34 (m, 6H), 7. 48 (m, 1H), 8. 35
(m, 2H), 9. 40 (s, 1H) .

4] 160

1-Z K -3~ (4- A R) -6-FA £ ~5- (o 3-8 -1, 6-—f BB -4-
BB{[(1-ZEAARA) KA RA) 78

BREH 1T RBALS, AHE 3B AT HERBRALTE 1-
LA-RBERT, F4H B (44%) .

LRMS: m/Z 499 (M+1) +,

WG AT R 18 4T,

5 (DMSO-ds) : 0.82(t, 6H), 1. 34(t, 3H), 1. 54 (m, 4H), 4. 18 (q, 2H),
4.43 (m, 1H),4.89 (s, 2H), 7. 15 (m, 2H), 7. 34 (m, 3H), 7. 50 (m, 1H), 8. 36

(m, 2H), 9. 40 (s, 1H) ,

4] 161

1~ -3- (4-RFE ) -6-B L -5- (e -3-84) -1, 6-— R B5—4-
AR GRTAERL) HAIRA) 7B

R FEB 1T EIRAR S, A4S 8 MR E SR B AA TR
BERAF, =40 A BAR (50%) .

LRMS: m/Z 511 (M+1) +,

R ETI 18 H4F.

O (DMSO-ds) : 1.34(m,7H),1.48(m, 2H), 1. 64 (m, 2H), 1. 80 (m, 2H),
4.17 (q, 2H) , 4. 45 (m, 1H), 4. 90 (s, 2H), 7. 16 (m, 2H), 7. 33 (m, 3H), 7. 51 (m, 1
M), 8.35(m, 2H), 9. 40 (s, 1H) .

L) 162

- A -6-BA R -3-FKE-5- (-3~ A) -1, 6-—SBEA-BRELT
B
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EHE 28 497 (672 X, 2 EER) . REBEADE T A4 (68
T, 0.2EEBR)BEHBBEMGCILEL, SEERELSEHAKE 15 E
AZRFIRPHERN, £ 0CT, R REABAL FES 247 245+, 2,4
EBER). HRAME OCTHIEI0 54, FEATETHMES I ., 28
AHE, AR, TKEE, FHAR KRBT, EBETHARERN,
BT 650 ZABEEIR, ©EHRENELLL CHCL), RAFMALAH,
AHEEEK G20 Z L, 68%FF),

LRMS (m/z): 385 (M+1)+,

BT 14 54F.

d (DMSO-d¢) : 1.35(t, 3H),4.18(q, 2H), 5. 01 (s, 2H), 7. 28-7. 41 (m,
SH), 7.50(m, 2H), 8. 36 (m, 2H), 9. 44 (s, 1H).

-
4

-

E4) 163

1-T&-5-[ (4-F Eotog-3-4) RA]-6-FRE-3-KEL-1, 6-—R2%
~4-RBR 2K T B

R ER 162 925, HHE 29 84HILEMEF, T H B
(56%) .

LRMS (m/z) : 399 (M+1) +,

A ETE: 15 248 5 (DMSO-do) @ 1.35(t, 3H), 2. 22 (s, 3H), 4. 18 (q,
2H), 4. 85 (s, 2H), 7. 28-7. 38 (m, 6H), 8. 21 (s, 1H), 8. 30 (d, 1H), 9. 12
(s, 1H) .

%45 164
1-Z -5 (FEh—4- AR -6-FAA-3-K L1, 6-—H B R 4-BBK
AT Es

BRI 162 8425, BHE 30 M9AFRHLSMER, FHh BAK
(64%) .

LRMS (m/z) : 435 M+1) +,

A RTIE . 16 44T,

162



200580019333. 8 W B 1 2E145/1500

o (DMSO-do) : 1.39(t, 3H),4.23(q, 2H), 4. 42(s, 2H), 7. 23-7. 35 (m,
5H), 7. 74 (ddd, 1H), 7. 84 (ddd, 1H), 7. 96 (dd, 1H), 8. 17 (dd, 1H), 8. 30(d, 1H
),9.22(d, 1H), 9. 50 (s, 1H) .

KA 165

1-T A -6-BRE-3-F A -5- (g -3-R L) -1, - —fBE-4-K Bt
ATE

B Z ) 162 69474 200 £54,0. 52 B2 R) Haibéh (130 £ 4,
0.86 EER)ESEHARMPHER, TEBRTHME 20 I, FRETH
BoRF), FRM_R T, BHMEL Na S0, K. EhKeRE, FURK
FREBRARBLAKT IR, BERETAREN, KT 10 ZLEE 5% 30%),

LRMS (m/z) : 477 (M+1) +,

A RE: 16 44,

5] 166
1-Z A -6-BR AR -3-K K -5- (o2 -3-R ) -1, -~ KBS 4-R M AL T
B

T =) 14 6947 A4 200 £ 4, 0,52 BER) £ 4 £ R F
BRI, RO g AR (D 98 4, 0.78) . HRAW T ERTHIE 20
A 4 BAMVL 30 BABEBR OB, it Zelite®ik., FARE
THKREA ., i S Bt Biotage®ISM C18 Fi&ey BATE 42,
HpO: AcCN 4% 3%, A\ 0% AcCN £ 100% AcCN), FRIFARAILEY, 4
Bk (18 £ 54, 11%= %),

LRMS (m/z): 369 (M+1) +,

ARG ETE 13 54F.

45 167-176
- A -6-BAE-3-FE-S5-(Cbg-3-REL)-1,6-— 8B 5 -4-% B
I-{IQ-ZxREL) EZA]EHR) TEs
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1-T R -6-BA A -3-F A -5- (og-3-R4) -1, 6-— KB E-4-H B (5-
WE-2-BRE-1, 3-—RIRRH-4-£) PBx

1-Z A -6-BRA-3-FKE-5-(mg 3-8 4) -1, 6-— KB % -4-K B
(IN-[CFER) BRI -L-FHERABA) £X) 78

N-(E®-TERERL) -L-a 888 ({[1-TE-6-BR L -3-FK A -5 (vthez-3-
BHE) -1, 6-—RAE-4-RIBEA)ER) FEe

ihok-4-2RBR ({[1-TA-6-FAR-3-FK A -5- (e -3-R L) -1, 6-=&
Bk -4-K 1K) BE) Fis

1~ E-6-FRE-3-FEA-5-(g-3-8 L) -1, 6-—EBE4-K B8
{([(FRE) HEA]RA) FiEs

1~ A -6-BR K -3-F A -5- (kg -3-RA) -1, 6-— 2B -4-% 8
{({(=F &AL ZEIEAL) Fis

1~ Z AR -6-BR A -3~ KA -5~ (o -3~ HE) -1, 6-— A BH-4-K 8 (A
BLEK) F B

1- AR -6-BR AR -3-FK K -5- (1o -3-8 ) -1, 6-— KB B —4-%K 8 (%
BLAEIK) F B

1-Z A -6-BAK -3-K 3 -5- (ko -3-8 ) -1, 6-— R BB 4-K 8 2-
BRA-1, 3-— R A T-4-K B

ARRAAL SR B KB 1T 6925, B #& 28 (AT 5 HAn p 49
B R B S AR, ESI/MS k35 HPLC @ adgE F 48 F,

% 8
45 ESI/MS i B8 A 18]
m/e (5-4F)
167 495 18
168 449 13
169 600 17
170 580 18
171 480 12
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172 424 11
173 438 13
174 423 14
175 4351 16
176 422 12

E4 177

1-T&-5-1Q, T-Fm-5-F R 4) 1 -6-BAA-3- G—E%m ) -1, 6-—&
Bk 455 B LB

RGP RHIANERRES, A& 40T HE S-E-(1,7]
R kA5, 4 BK (48%) .

LRMS: m/Z 416 (M+1) +,

M ETIE T 9.2 o4F (E: BATH A B),

£ 45) 178

1-Z K -5-(, T-Fsz-5-E /) 6L -3-K A1, 6-— A E%-4-
R -{{CGRTEARBD) ZAIEA) TE

BRES 1T HRBESR, AHFE S2WIFETYE BB CE 1-A-
LESHRAF, A EKR Q0% .

¥k 111.8-113.7°C.,

d (DMSO-dy) : 0.51(d, 3H),1.25-1. 39 (m, 9H), 1. 62 (m, 2H), 1. 75 (m,
2H), 4. 18 (m, 2H), 4. 32 (m, 1H), 5. 42 (m, 1H), 7. 26 (m, 2H), 7. 34 (m, 3H), 7. 81

(m, 1H), 8. 41 (s, 1H), 8. 43(d, 1H), 9. 08 (m, 1H), 9. 26 (1H), 9. 49 (s, 1H) .
Tif Z B BAARIE KK BA 6 R 2540569,
LR LM =45

il
R UENEE-2
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B :
AKERILASY 5.0 £ 4
LB 113.6 & %,

han et E 28.4 £ 4

BRAERE 1.5E4

A2 G B4R 1.5 %%

12 FRA 2, 3 15 LRSS 340. 8 n 3L R 85. 2 A fkdh Mt
FpERA. ERARERZEREOMWEZT EEES, RFREENER K
M. B IEENE R RV RAER R BB, OB MR %
20 MBHM., 5 4.5 AR BRFRREFS 4.5 LRIEBERMESZ
IR, FRE. RLRAGTMETER 1.5 TRABRIAE/ A
BAEAGG RN, MmIEF 3, 000 A, BBF 150 EL0EE.

L5 S48 2

wRER R &

B
AL A4 5.0 5
Lz 95.2 £ %,
ERIEH 40.8 & %,
ROUH R AL K2S 1.5 2 4%,
AR JE R 4R 1.5 %%
RRARLAgE .3% %
=B 6000 0.4 &%
Z R4k 1.1 &%
AL T 0.7 %,

12 AR REAAL, & 15 R AR A 285. 6 3B R 122.4
FEREHRA, BN AL 22.5 AR UHAWERAAERAET 127.5 £K
T, AR SREER., AR RERI, KL ERRTAT LR RE
Mk, UFAFHAL, 4.5 U RIS BRAER e Z AT IRF A, SF
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WA BATRFGRAMETEAR 6.5 TRABIAR/ FHERY £ 4644
LA, MIRAF 3, 000 N R, BBF 15024 EE.

ZE1E 6.9 AERAPESFEE 2910, 1.2 £ R T =8 6000, 3.3 %, =
FALARAR 2.1 BN T B BFT 72.6 £KP, 27 $&LBER.
12 R €& (High Coated), ¥ Li&H|A#) 3,000 /N kA FAREBEBARE,
PRIRERAENRF, BRF 15452 4FF.

2R K] 3
8 Aok E- 2
B

REBRAY  S.0%4

FAEE RS 200 £ 4

IRAE—_BfNE 2FEH

ERIER 20 & %

FE g R 4R 4 F 5

¥ 25 LEBALSY . 1 ATHMERRKESY. 10 LIS 8. 100
FERTHA L FBIERALARA., BRSWEZTOREFR, RE, #H
A5, 000 MEAIIRE P,

L0 oM L A5 4

FLF e H &

AL
AL R 1%
gx i B 3%
ARG A Bg 4%
358 G BRH i B8 4%
AR AR B L AL R AR By 0. 8%
HRE AR B AL ABBE POE 0. 8Y%
BRAR LR 5%
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SRR TR T B8 0. 18Y%
st 72 K T B8R R B 0. 02%
Hd 15%

457K csp. 100%

1R E R 7k, VA X HT R T o A &k G KR SR L E .
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