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OB -65-(1-/% B8 B B b2 W OBE B )-3H-BK M [4,5-b 10 %,
3-[(5-(N-(BERE B E ) E)-3-KMog-2-% )7 & ]-2-
BB -5-((E)-1-7% # -1-2 B B 2 I W BE & ) -3H-BK B
[4,5-b ] o8& ,
3-[(5-(N-(ERE B E )R E)-3-BRMug-2-% )87 & ]-2-
OB -5-((4-H % 5% )R % 0 W B & )-3H-Bk Mk [4,5-D]
wooE .

3-((2,4-= W Mpug -5-% )M #£)-2-F & -5-(1-REBEE

(oD 2t I ) ek B (Vv B el R o )

B BOBE B ) -3H-mK M [4,5-b ] oE ,

3-((2,4-= ® MEng -5-% )W X )-2-F & -5-((4-B £ ¥ )
B OR B R OEE K )-3H-BK M [4,5-b]M BE
3-(2-W-4- (X ZH E)FHE)-2,7T-Z B E-5-(1-K K&
BB W OEE K )-3H-DK M [4,5-b]0 oE 9B,

3-[2-® -4-(5-®mm -2-% )F &£ ]-2-9 & -5-(1-K &
BE 2 B B OER R ) -3H-BK B [4,5-b 0l oE 4 BA

3-(2-F| -4- (X2 E)FE)-2,7T-= R £ -5-[(4-F &
¥ OB B R RGP OBE K ]-3H-Dk M [4,5-b 10 o€ ¥ BH ,
5-[(5-WIF W -2-% )M BERPEE]-3-(2-KR-4-X &

-35-
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1 NER, BASME-60C, @ M4-F B EME2.74nl
EEBEABRES ME, REBRBR, ERSTHXMK
250ml, LLZBMZEBRENRI X, a0l BEER, &
W, BN-E ST E-2-FE-2-(4-Mug E)Z BB K
7.02% , @ B W o
MASS(ESI): m/z 259 (M+1),
B H1-2
BAN-B =T X -2-8 ¥ -2-(4-Mhug &£ )Z BEHKE.62
W, 2B 13.2nlk M og 26.4nl, E X i M@ 1.5/ B &,

(o i- 28 0ol ek o N B R R O3 )

mo1,8-= 0y ¥ 31 [5.4.0]+ — K -7-# 9.58ml, 7 100°C

MBS R, BRESG, AEZBZE, DEAOER
Bk B E, KEBHUZBZIBER., a6 FAME ., MbBR
R, AERE, CWBREEN (ECK: CBZE
=1:1) , B (E)-N-8 =T % -2-(4-Mpug % )Z BWEK3.01

W, BHEBEE.
'H-NMR(CDC1,): 1.38(9H, s), 6.99(1H, d, J=16Hz), 7.33(2H, d,
J=6Hz), 7.39(1H, d, J=16Hz), 8.68(2H, d, J=6Hz).
MASS(ESI): m/z 241 (Mt+l).
B o f 1-3

(E)-N-E = T # -2-(4-t g B )Z BEKRI.8R & E =
H 2o M3snl, ES0OCHEMEL NER, HBRREREZ, BE=
S 28 19nl, ESOCH B M I5H %, HEREARZ, K&
BOEA: FE (9:1), REMEBRBN K. kEU R :
R (9: )% MWM2 R, UZBZEXH —-—X. KEUR

..45_
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A7
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B BURA (44)

MMM, UZBMZBMERI RMAHURKBEER, H©
MEE, LB BHt, B (E)-2-(4-MnE &£ )2 B BEK

2.34%% , BB EBWM K.

'H-NMR(DMSO-dg): 7.27(2H, s), 7.31(1H, d, J=16Hz), 7.55(1H, d,
J=16Hz), 7.67(2H, d, J=6Hz), 8.63(2H, d, J=6Hz).

MASS(ESI): m/z 183(M-1).

B 2-1

—REFRK3.TelAE M EKME18nl, EW AR -62~
-48°CPL5 L@ m1.6M 1-T % /EC KWK LSnl, 7
k& THHEIOSH, £ -63~-59CLUS F@FEMN-B=T
EH BEBKI.OTENEHRMI2nIZER. Eks TR
1 ABE®R, BEME-60C, BMI-R-3-(BE=ZT X
~HEWREE)AKI.35n]l, EEEBEBRER, 2
HEZBzZEERBEM B K., FHEBEURBEREE, |
BEHE, cWBREERF(ECK:Z2MZHB=9:1), 8 N-
E=ZTHE M- (E=Z2TE_HEPREE)T BHEKGISnE
, B HE B W

MASS(ESI): m/z 322(M-1).
B Hl 2-2

N-B=ZTE 4-(BEZTE_HEVRERKE)T BERK
515mgiy /£ MW E WK M 2.0ml, n INSR AL @ T E 8% /W &K
W3.2nl@E W, MEB2 MEKR, 7EEDEKRBEHENDER
@2 INE B, KELUEERBER?2 X, &0 6 #
Bk, HEREAE, SN-BE=ZTE-4-BTHREKZH

-46-

'H-NMR(CDC1,): 0.07(6H, s), 0.89(9H, s), 1.38(9H, s), 1.64(2H, m),
1.90(2H, m), 3.08(2H, t, J=6Hz), 3.64(2H, t, J=6Hz), 4.05(1H, br s).
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A7
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w~#mam )

EW1.1TR, EEHm. ELAEFBEEMBET - KE,
B Bl 2-3
¥ E—-—HED L. ITEAAEME3.0nl, M E 1.5n1,
EEBRBBEl MER, ARREE, »EEZ B Z 8RN
HCl « B HE U KRB EEKSE — R, NGB EE
%, ARBRRE, SBN-F=ZTHE-4-ZEKT B BEMK125ng
B E B W,

1
H-NMR(CDCl;): 1.38(9H, s), 1.78(2H, m), 1.90(2H, m), 2.05(3H, s),

3.08(2H, t, J=6Hz), 4.10(2H, t, J=6Hz), 4.05(1H, br s).
MASS(ESI): m/z 322(M-1). '
B 2-4

N-B=Z2T X -A-ZCBETBER 20 BFE=ZRMB
4.3nl, EEEMWHEL INFR, ARRERE, CEHWVBEREE
tr (R4 : HEE=49:1), B4-ZBRE T HBEKI4Tne,
w e,

"H-NMR(CDC1,): 1.80(2H, m), 1.96(2H, m), 2.08(3H, s), 3.16(2H, t

J=6Hz), 4.11(2H, t, J=6Hz), 4.77(2H, br s).
MASS(ESI): m/z 194(M-1).
BOfE B 3-1

BO(Z % B ) 213ngB R R R K Tnl, EEE M2 -
BB K 2.33% , EEBMHNE, MEBML.ISH
/Z B 2mlR R MMk 9.2501, MME K ME R, B
NS MAEME, DUARLULE K0l BRI, & 068 BE
L M A E B Kk nl B MR WA (4nl) HF, D
WARBEEBMAR, BGE2.11%, MEK 1001k
WEL R, EEERBELl ABE, AEPBGRE, 8

-417-
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b

a0

2-|-A-FEHFE, @ BEW(1.86%, 99.4%),
'H-NMR(CDC1,): 2.40(3H, s), 7.23-7.60(8H, m).
B Bl 3-2

e ®WMHLI-2 , RR2-W-4-FEHFI.6F1F 2-8W
SA-XEFRER, BREBHE&.22%,
'H-NMR(CDC1,): 4.64(2H, s), 7.35-7.63(8H, m).
m.p. 73-74°C.
B i 6 3-3

ik % B M 4-5 , H2-(Z BERKRE)-6-18 -3-5 1l ug
1R R2-R-4-FEFERLI.IE, BH6-8-2-[V-(2-8

“A-XBEFE)CERE]-3-BHME 1.6, FHE,
'H-NMR(CDC1,): 2.25(3H, br s), 5.42(2H, br s), 7.32-7.70(9H, m),

8.11(1H,d, J=8Hz).
MASS(ESI): m/z 458(M-1).
B Bl 3-4

2-[N-Z B % -N-(2-®| -4-F XK £ )]IIK % -6-R -3-1§
Mo 3.56% , B EZBT.1nlR 28 34nl, T F B &K
RTH&BW1.73%, mMBERILI AER, SAmMN=K
Bkt : BE=5:1(17.5ml), EEH MM 150K, B L
WEL, UD_® B K "ol 10K . 78 % & &M @ g x
£ RM, WK B L17.501% 80 E KB K20nl,
ETE@ERHEI>E, REVEL, UK B K Tnlgk 10
Roe BB MBI LM & W KESF, EKIWE®BISESLE
B BREE, EHEREBERI.IOE. ¥HB2MRPE
17ml, REBRMABRH$IOr ., BREFH K, LLHE3I. 4nl

_48_
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4 kK, EH0OCHRBE HF2 MK, B5-B-3-(2-®|-4-
FEFHE)-2-F & -3H-Bk B H [4,5-DIMuE, BEBE

m (2.8% , 87.8%),

'"H-NMR(CDC1,): 2.61(3H, s), 5.62(2H, s), 6.71(1H, d, J=8Hz), 7.32-
7.55(7H, m), 7.68(1H, s), 7.92(1H, d, J=8Hz).
MASS(ESI): m/z 414(M-1).

BB 3-5

OB Bl 12-2, WS- -3-(2-|-4-FEFHE)-2-H
B o-3H-MK M [4,5-b10HE oE 822me, 1§ 3-(2-%/| -4-F #E ¥
Bo)-2-H F -3H-mk M H [4,5-bI0k g -5-3R B B M 504mg,

(o Pi- 2 ik B o kGl B (B kel B o )

BEBSE R,
'H-NMR(CDC1,):2.60(3H, s), 4.00(3H, s), 5.73(2H, s), 6.71(1H, d,
J=8Hz), 7.30-7.54(6H, m), 7.67(1H, br.s), 8.10(1H, d, J=8Hz),
8.18(1H, d, J=8Hz).
MASS (ESI):m/z 392(M+1).
m.p. 200 - 201°C.
B fi§ H 3-6

1 8 0 # 14-7, R 3-(2-F| -4-F B % & )-2-% & -31-
Bk W F [4,5-b]ME og -5-38 B B B 500mg, 19 3-(2-%, -4-
*ER R )-2-F K -3H-Bk M [4,5-b]mtb o -5-38 B 403meg

, ®BE &

o
A

'H-NMR (DMSO-d¢) :2.55(3H ,s), 5.65(2H, s), 6.60(1H, d, J=8Hz), 7.33-
7.55(3H, m), 7.65(2H, br d, J=8Hz), 7.85(1H, d, J=1Hz), 8.00(1H, d,
J=8Hz), 8.11(1H, d, J=8Hz). ‘
MASS (ESI):m/z 376(M-1).
m.p. 238 - 243°C.

BBl 4-1

-49-
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zgman 0

Z BF 430mg R WMt of 416mgdk A 3-® -4-H B 500mgz & M
5.0mliAww , axE W2 Mgk, DLINEBEL R,
Defme® RKE2 R, UBELHE, dBERE, B8 4-
CEEE-2-FW X, REEMGE45mg,

'H-NMR(CDC1,): 2.30(3H, s), 2.36(3H, s), 6.90(1H, dd, J=8,2Hz),
7.12(1H, d, J=2Hz), 7.22(1H, d, J=8Hz).

B H 4-2
A-Z BERE-2-EHR X134 BEWRIALK134nl,

(oD 2 o 30 ) e B (N B b 1 O3 )

N-RT - EmRKIZ.OR KR 2,2'-Bw% (4-F & & -2,4-
—HEXRBE)LI2E . MBREBEFR2.5/0E®, @ERE,
mEefk2ionl, EEEBEIISE, BRFEYD, U
ki, G RBRBRERKR, LBEMEKBH KK R,
Defme®@AkE! X, DnBEui, ABERE, 2
& &, BA4-CESEE-2-ERFTER, BREHERKI1.3KW
'H-NMR(CDC1,): 2.30(3H, s), 4.58(2H, s), 7.02(1H, dd, J=8,2Hz),
7.18(1H, d, J=2Hz), 7.44(1H, d, J=8Hz).
B B 4-3

2,6-= R -3-B Mg 5.00% R ZE 10nl, % F i
sk /2 B (6.8M, 15nl), EFH A AR ETHME 19NKE
%, moAKk25ml, RELB, UZ2BEHEFE, BERIESS
ml, MW#, RE, BEELB, 5 2-K & -6-8 -3-8 Mt 0&
, EBEBWH KR3I.II%E,
'H-NMR(DMSO-d¢): 6.89(1H, d, J=8Hz), 8.24(1H, d, J=8Hz), 8.25(2H,br

s).

MASS(ESI): m/e 216,218(M-H) .
- 5 0 -

2D P T b B0 H w3 e X8 g ol S 34
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B 4-4

2-0% B -6- -3-By MEoE 23.9® B RZ B 48ml, M &
B2 48ml1 % Wi B8 2.9nl, A 65°C405 , B 3B W H i &
Y, SM %, E NG K480l , P30T . B E LB
moAkE®R, BRERZIEBenlmBE, F2-(CBEKE)-
-8 -3-W M E, BREBHKIT.2R .

'H-NMR(CDC1,): 2.54(3H s), 7.33(1H, d, J=8Hz), 8.33(1H, d, J=8Hz),
9.95(1H, br s).

MASS(ESI): m/e 258,260 (M-H)".

B OfE Bl 4-5

2-Z BE MG -6-1 -3-BY M oE 203mgF ENLN-Z R OEH

(S Di- 2 % 50 o ol B Y B R S )

B kg 2.34ml, 7E k& T M NaH(60%, 34.3mg), & 1 /h
B, M4-Z2 BE ¥ -2-8 F & & 288ng, Tk & F 307
REBR] MEF22BEBER, S TMIE®BZHEISIN &
AT00ml o, ¥ EHE, UKXKRBEMNEE KEF, UK
A BERZR, BRTRESE,. REIDBEREHF (S
ff /2B Z B =4/1~3/1), ABBH, F2-[N-(4-2 B

S E-2-EFXE)CEKRE]-6-8-3-B Mg, ¥ 256me,
"H-NMR(CDC1,): 2.22(3H, br s), 2.29(3H, s), 5.37(2H, br s), 7.02(1H,
dd, J=1,8Hz), 7.19(1H, br s), 7.50(1H, br s), 7.64(1H, d, J=8Hz),
8.10(1H, d, J=8Hz).

B 6 4-6

2-[N-(4-ZBE £ -2-FRFE)ZBERKREI]-6-8-3-0

an
Al

Mog 1.28 R EEZE 13nl, MZB1.5nlk BE & H 646
mg, EII0OCMBEFRISAE. RE®R, WMEH/FE-
10/1(15ml), # & THRE, BEFED MRS,

_51_
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DVE R B M kSl REG/WE=10/1(15nl)@ b ®, ®
BRAEY, REUNEL/FE=5/1~2/1~1/1& 8. @&
B2HBEBLUEMERBMN KRB EE KEF, UE
KGBEEZE, BB RS, FEERIB ZES],

mBEmEERBYE., RESE R, BEBEEHK, §5-8-3-
(2-% -4-® F % )-2-% % -3H-pk 0 [4,5-b 10 g ,
R 1.04% .

'H-NMR (DMSO-d¢): 2.46(3H, s), 5.40(2H, s), 6.53(1H, d, J=8Hz),
6.66(1H, dd, J=1,8Hz), 6.91(1H, d, J=1Hz), 7.44(1H, d, J=8Hz),
7.97(1H, d, J=8Hz).

BOfE B 4-T

OB MR 12-2, W5--3-(2-F|-4-B ¥ E)-2-8 F -

(oo Di- 2k ek 381 o b dnte B (B e 355 o )

SH-Mk M 3 [4,5-b ] o 400mg, 8 3-(2-% -4-8 ¥ & )-2-
BHOHE -3H-BE M [4,5-bINMtuE -5- B A MR, BKEHER

272mg,
'H-NMR(DMSO-d¢): 2.52(3H, s), 3.86(3H, s), 5.50(2H, s), 6.50(1H, d|
J=8Hz), 6.64(1H, dd, J=8,2Hz), 6.92(1H, d, J=2Hz), 8.04(1H, d,
J=8Hz), 8.16(1H, d, J=BHz), 10.00(1H, br s).
B fF H 4-8

1589 % # 14-6, R 3-(2-8| -4-B F & )-2-9 % -3H-B
e 3 [4,5-blult o -5-¥% M F K 560megh F % B8 359ng, #F
3-(2-4% -4-FH G F K )-2-8 %K -3H-Bk & ¥ [4,5-b]0l o€ -

e
A

-, & B4 & 536ne,

‘H-NMR(CDC1,): 2.54(3H, s), 3.77(3H, s), 4.00(3H, s), 5.62(2H, s),
6.66(2H, s), 6.97(1H, d, J=1Hz), 8.05(1H, d, J=8Hz), 8.14(1H, d,
J=8Hz).

MASS(ESI): m/z 346 (M+l).

-h2-
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B fF H 4-9

PO B 14-7, R3-(2-FR-4-BHEFER)-2-F E -3H-
Bk B [4,5-b]UE oE -5-3 B W B§ 78mg, 15 3-(2-%| -4-H
§ K K )-2-F K -3H-BK M H [4,5-b]0k o€ -5-3R 8 83ng,
®EBEBBX

"H-NMR(DMSO-d,) : 2.50(3H, s), 3.55(3H, s), 5.53(2H, s), 6.58(1H, d
J=8Hz), 6.81(1H, dd, J=8 and 2Hz), 7.13(1H, d, J=2Hz), 7.99(1H, d
J=8Hz), 8.11(1H, d, J=8Hz).
MASS(ESI): m/e 330(M-H) .
B 5-1

08 0 B 14-6, R 3-(2-F -4-BFE)-2-F & -3H-IK

14

’

(oD 2kt I8 o bt B (B o 5 oV )

We 3 [4,5-b]MEoE -5-3 B W B 560mgk & # B 395me, #
3-(2-F -4-Z ¥ & )-2-9 K -3H-mk M [4,5-b]0 0E -
b-H M AR, MEBES KO8N,

'H-NMR(CDC1,): 1.39(3H, t, J=7Hz), 2.53(3H, s), 3.98(2H, q, J=THz),
4.00(3H, s), 5.62(2H, s), 6.64(2H, s), 6.96(1H, s), 8.05(1H, d
J=8Hz), 8.14(1H, d, J=8Hz).

MASS(ESI): m/z 360 (M+1).

B H5-2

B e 14-7, 3-(2-K-4-2 K E)FE-2-8 F -

4

SH-BK M F [4,5-b]0lk o -5-3% B W B 376ng, 8§ 3-(2-% -
41-2 F K )F &£ -2-F K -3H-BK M [4,5-b]0 0 -5-38 B

, & & R 380nmg,

'H-NMR (DMSO-d, ): 1.21(3H, t, J=7.5Hz), 2.52(3H, s), 2.99(2H, q,
J=7.5Hz), 5.57(2H, s), 6.50(1H, d, J=8Hz), 7.15(1H, dd, J=8, 1Hz)
7.47(1H, d, J=1Hz), 8.00(1H, d, J=8Hz), 8.13(1H, d, J=8Hz).
Bl 6-1

o
A}
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##mnE Cl)

0hos e 14-6, PE3-[2-F-4-FF &£ ]-2-8 K -3H-IK
e 3 [4,5-b 0 oE -5-3 B B AR 240mg, 8 3-(2-%, -4-(1-
W E)F £ |-2-8 %K -3H-0K &k 5 [4,5-b]nf g -5-3% B
HE, mBHME220ne,

'H-NMR(CDC1;) : 1.01(3H, t, J=7Hz), 1.70-1.85(2H, m), 2.53(3H, s),
3.86(2H, t, J=THz), 4.00(3H, s), 5.61(2H, s), 6.63(2H, s),
6.96(1H, br s), 8.04(1H, d, J=8Hz), 8.13(1H, d, J=8Hz).
MASS(ESI): m/z 374 (M+1).

B 6 6-2

BB P 14-7, B 3-[2-FW -4-(1-RWEE)FE]-2-H
B -3H-DE 0 [4,5-bINEoE -5- B W MR 247neg, 19 3-[2-
F-4-(1-F R E)F K 1-2-9 % -30-0k M 3 [4,5-b]0f oE
-5-F B, EMEE & 20508,

'"H-NMR(DMSO-dg) : 0.93(3H, t, J=THz), 1.62-1.76(2H, m), 2.51(3H,
s), 3.91(2H, t, J=7Hz), 5.54(2H, s), 6.56(1H, d, J=8Hz), 6.81(1H,

dd, J=8, ZHZ), 7013(1H’ d, J=2HZ), 8.00(1H’ d' J=8Hz)' 8‘11(1Hl dl
J=8Hz).

MASS(ESI): m/z 358(M-1).
B H T-1

s B 14-6, T 3-(2-F -4-FFE)-2-F & -3H-IK
M [4,5-bIM o -5-3R B F BR 687TmegRk 2-B N fix 528me,
B3-(2-F -4-EREHEFH)-2-F & -3H-Bk M [4,5-b]
Mog -5-% 8 HH, @BEBLEMOE30ng,

'H-NMR(CDC1,): 1.30(6H, d, J=7Hz), 2.54(3H, s), 4.00(3H, s),
4.48(1H, sept, J=7Hz), 5.61(2H, s), 6.62(2H, s), 6.95(1H, s),
8.05(1H, d, J=8Hz), 8.14(1H, d, J=8Hz).

MASS(ESI): m/z 374(M+l).
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B H T -2

OB B 14-7, R3-(2-F-4-EREFE)-2-7 & -31H
Bk M FE [4,5-DINME E -5-¥ B W OER 67ng, 1§ 3-(2-F -4-F
WO Ok )-2-F % -3H-Bk g [4,5-b]0 oE -5-3R B 66ne
, REB®W X

'H-NMR (DMSO-d¢): 1.23(6H, d, J=7Hz), 2.50(3H, s), 4.60(1H, sept,
J=7Hz), 5.53(2H, s), 6.52(1H, d, J=8Hz), 6.79(1H, dd, J=8 and
2Hz), 7.11(1H, d, J=2Hz), 8.01(1H, d, J=8Hz), 8.12(1H, d, J=8Hz).
MASS(ESI): m/e 358(M-H) .

BfE Hl8-1

U5 B9 4 B 14-6, B 3-(2-% -4-¥ FE)-2-F £ -3H-KK
W3 [4,5-b]MEuE -5-38 8 W BR 800meR 1-B T % 666me,
B3-(4-(1-THRE) 2-BF & )-2-F & -30-bk B F [4,5
-blih B -5- B FER, MR BE & 7808,

'H-NMR(CDC1,): 0.96(3H, t, J=7Hz), 1.40-1.52(2H, m), 1.68-1.80(2H,
m), 2.53(3H, s), 3.90(2H, t, J=7Hz), 4.00(3H, s), 5.62(2H, s),

6.64(2H, s), 6.96(1H, s), 8.05(1H, d, J=8Hz), 8.14(1H, d, J=8Hz).
MASS(ESI): m/z 388(M+1).

B fF B 8-2

P8 g o 14-7, BRI-(4-(1-TEE)-2-R¥H)-2-H
# -3H-DK 0% F [4,5-b10f oE -5-38 B W B 90ng, 5 3-(4-
(1-T R & )-2-BF % )-2-F % -30-0k 0 7 [4,5-b ] &
-5-3 B 90ng, KEEBH Ko

'H-NMR (DMSO-d,) : 0.90(3H, t, J=7Hz), 1.30-1.48(2H, m), 1.57-
1.71(2H, m), 2.50(3H, s), 3.94(2H, t, J=7Hz), 5.54(2H, s),
6.53(1H, d, J=8Hz), 6.80(1H, dd, J=8 and 2Hz), 7.13(1H, d, J=2Hz),
8.00(1H, d, J=8Hz), 8.11(1H, d, J=8Hz).

MASS(ESI): m/e 372(M-H)".
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B 9-1

o8B 14-6, RE3-[2-| -4-F & ]-2-H K -3H-IK
W [4,5-b]0E o -5-3R M ¥ B 420ng, #F 3-[2-%W -4-(1-
KR E)FTE]-2-F K -3H-K M H [4,5-b]0koE -5-38 B
HEE, BEBES&24Tn8,

'H-NMR(CDCL,): 0.92(3H, brt, J=7Hz), 1.29-1.48(4H, m), 1.69-
1.81(2H, m), 2.53(3H, s), 3.89(2H, t, J=7Hz), 4.00(3H, s),
>.61(2H, s), 6.63(2H, s), 6.96(1H, br s), 8.04(1H, d, J=8Hz),
8.13(1H, d, J=8Hz).

MASS(ESI): m/z 402(M+l).

B4 Bl 9-2

B e 14-7, RI-[2-|W-4-(1-R|&E )X & ]-2-H
B -3H-DKk M H [4,5-DIMEoE -5- B H B 247ng, 1§ 3-[2-
B-4-(1-REE)FE |-2-F & -3H-BK M 3 [4,5-b ] o&
-5- M, BMBE S 208ng,

'H-NMR(DMSO-dg): 0.87(3H, t, J=7Hz), 1.27-1.41(6H, m), 1.61-
1.72(2H, m), 2.50(3H, s), 3.94(2H, t, J=THz), 5.53(2H, s),
6.55(1H, d, J=8Hz), 6.80(1H, dd, J=8, 2Hz), 7.13(1H, d, J=2Hz),
8.00(1H, d, J=8Hz), 8.12(1H, d, J=8Hz). '

MASS(ESI): m/z 386(M-1).

B ofE Hl 10-1

8l 14-6, R 3-[2-| -4-8 F & ]-2-8 & -3H-BK
e [4,5-bIE oE -5-32 B8 F K8 240mg, 15 3-[2-®W -4- (R
kOB H | E )Y E]-2-8 K -3H-0K M [4,5-D]0 o€ -5-
B E P ESiIng, EBMEBEBIERE.

-bH6-
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‘H-NMR(CDC1;): 1.22-1.41(3H, m), 1.50-1.70(3H, m), 1.75-1.90(2H,
m), 2.33(1H, m), 2.53(3H, s), 3.77(2H, d, J=5Hz), 4.00(3H, s),
5.62(2H, s), 6.64(2H, s), 6.97(1H, br s), 8.05(1H, d, J=8Hz),
8.14(1H, d, J=8Hz).
MASS(ESI): m/z 414(M+1).
B i # 10-2

0 8 H 14-7, RR3I-[2-W-4-(RXEHEE)F X |-
2-F E -3H-BK M ¥ [4,5-b]0E o -5-3R B H B 82ng, 18 3-
[2-% -4- (R K & B | &£ )X & |-2-9H &K -3H-K M H [4,5
-hIMEoE -5-R M, MELS M T2ne,

(o} Pi- 2 i 84 B ol B N B e 3B O )

'H-NMR(CDC1,): 1.24-1.41(3H, m), 1.50-1.70(3H, m), 1.75-1.90(2H,
m), 2.33(1H, m), 2.64(3H, s), 3.79(2H, d, J=5Hz), 5.53(2H, s),
6.67(1H, d, J=8Hz), 6.70(1H, dd, J=8, 2Hz), 7.00(1H, d, J=2Hz),
8.15(1H, d, J=8Hz), 8.21(1H, d, J=8Hz).

MASS(ESI): m/z 398(M-1).

B 11-1
BE2-BE-6-8-3-ByMug4.5%, WE 12.2n1, K
B 12.2mlR W W B8 101mg, ZEG6SCH B RHEEINYS, HE
AEEBE, k&S TFTmA122nl, E£FBRKIOHT ., B £ ik
BmimoKwE®, BEREAB 2], X HMBHEIH» ., ¥
ke, UERABES, F6--3-8 £ -2-(/ 8K

BE)Mbog 5.59% , B EH K.
'H-NMR(CDC1,): 1.27(3H, t, J=6Hz), 2.78(2H, q, J=6Hz), 7.34(1H, d,
J=8Hz), 8.32(1H, d, J=8Hz), 9.86(1H, br. s).
MASS(ESI): m/z 275(M+l).
B H 11-2
0 B 6 4-5, W6-® -3-BE -2-(FWEKRE )MEs5.59

-57-
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BRRAI-ZCEBEE-2-RFHEB®S8.060 , F2-[N-(4-2 B
SE-2-BEFE)VABKRE]-6-R-3-BMwE, REEW

K T7.06% ,

'H-NMR(CDC1;): 1.13(3H, t, J=6Hz), 2.29(3H, s), 2.42(2H, br s),
5.34(2H, br s), 7.02(1H, dd, J=8, 2Hz), 7.17(1H, br s), 7.50(1H,

br s), 7.63(1H, d, J=8Hz), 8.10(1H, d, J=8Hz).
MASS(ESI): m/z 458(M+1).

B fEf 11-3
BB 4-6, 2-[N-(4-C BEE-2-RFTE)AE

(b B e ¢ (Bt T )

B 2 1-6-1R -3-%§ 0t o€ 695mg, 15 5-& -3-(2-®/ -4-8 ¥
¥ )-2-2 K -3H-mk M [4,5-D]MbuE , MBS & 440me,

'H-NMR (DMSO-d¢): 1.24(3H, t, J=7Hz), 2.76(2H, q, J=7Hz), 5.40(2H,
s), 6.49(1H, d, J=8Hz), 6.65(1H, dd, J=1, 8Hz), 6.90(1H, d,

J=1Hz), 7.45(1H, d, J=8Hz), 8.00(1H, d, J=BHz).
MASS(ESI): m/z 366,368(M+1).

B 11-4

1 8 0 o 14-6, R5-B3I-(2-| -4-BF & )-2-2 % -
SH-IK M 7 [4,5-bIMboE 1.1% R & % B 936mg, 1§ 5-& -
3-(2-F| -4-Z | F & )-2-Z & -3H-DKk M 3 [4,5-b ]t o
, M E B R 928mg,

'H-NMR(CDC1,): 1.36(3H, t, J=7THz), 1.39(3H, t, J=7Hz), 2.75(2H, q,
J=7Hz), 3.98(2H, q, J=7Hz), 5.49(2H, s), 6.55(1H, d, J=8Hz),
6.65(1H, dd, J=1,8Hz), 6.95(1H, d, J=1Hz), 7.37(1H, d, J=8Hz),
7.88(1H, d, J=8Hz).

MASS(ESI): m/z 394,396 (M+1).

o
)

B | 1 11-5
8 Bl 12-2, R H-L3I-(2-|-4-Z &K FH)-2-2 %
_58_
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-3H-mMk M FH [4,5-b]10 o 908mg, 1§ 3-(2-| -4-Z & % &)
-2-C ¥ -3H-BK M H [4,5-b]REuE -5- B E R, EEHE
B 697mg,.

1
H-NMR(CDCLy): 1.37-1.42(6H, m), 2.80(2H, q, J=7Hz), 3.91-4.02(5H,

m), 5.62(2H, s), 6.58(1H, d, J=8Hz), 6.63(1H, dd, J=1,8Hz),
6.95(1H, d, J=1Hz), 8.09(1H, d, J=8Hz), 8.14(1H, d, J=8Hz).
MASS(ESI): m/z 374 (M+1). o

B 4 11-6

0o e 14-7, BI-(2-F -4-Z KT E)-2-2 # -31H-
Bk & 3 [4,5-b10E oE -5-¥8 8 F M 407mg, 1§ 3-(2-%, -4-
R KE)-2-2 F -3H-0K M H [4,5-b]0EuE -5-BR B , &

(D 2 e ot i B (v B i I 0P )

@‘ ,%E BEB 369mg,

'H-NMR(DMSO-d): 1.26(3H, t, J=7THz), 1.29(3H, t, J=7Hz), 2.81(2H
9, J=7Hz), 4.01(2H, g, J=7Hz), 5.55(2H, s), 6.53(1H, d, J=8Hz),
6.80(1H, dd, J=1,8Hz), 7.12(1H, d, J=1Hz), 8.01(1H, d, J=8Hz),
8.15(1H, d, J=8Hz).

MASS(ESI): m/z 358(M-1).

4

B A 12-1

7 B f #1 14-6, € 5-8 -3-(2-®| -4-BF £ )-2-2 % -
SH-BK M # [4,5-bImog 1.1 % & (1-F % )W 663ng, 15
-8 -3-(2-|W-4-(1-WE ¥ & )-2-2 K -3H-Bk M} [4.5
- E , BREBHE&ZL.I0K

"H-NMR(CDC1,): 1.01(3H, t, J=7Hz), 1.36(3H, t, J=7Hz), 1.71-
1.85(2H, m), 2.75(2H, g, J=7Hz), 3.87(2H, t, J=THz), 5.49(2H, s),
6.54(1H, d, J=8Hz), 6.65(1H, dd, J=1,8Hz), 6.96(1H, d, J=1Hz),
7.37(14, d, J=8Hz), 7.88(1H, d, J=8Hz).

MASS(ESI): m/z 408,410(M+1).

o
Al

-5H9-
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|
B H 13-1 :
W58 B 14-6, P 5-8-3-(2-F -4-BF & )-2-2 % - :
SH-BK B 76 [4,5-bIogug 1.1 38 & (1-/% % )8 772ne, 8B E !
|
5- -3-(2-F -4-(1-K K &£ )F &£ )-2-2 % -3H-Bk B 5 y .
;1
[4,5-b]M g , @ & & & & 789nsg, E :
5 |
'H-NMR(CDC1,): 0.92(3H, t, J=7Hz), 1.28-1.48(7H, m), 1.66-1.82(2H, é I
m), 2.75(2H, q, J=7Hz), 3.90(2H, t, J=7Hz), 5.49(2H, s), 6.55(1H, j§ :
d, J=8Hz), 6.65(1H, dd, J=1,8Hz), 6.95(1H, d, J=1Hz), 7.37(1H, d, 12 |
J=8Hz), 7.86(1H, d, J=8Hz). i g
MASS(ESI): m/z 436,438(M+1). B
<
5 4 H 13-2 :
++ I
0B M 12-2, M 5-®-3-(2-F-4-(1-REE)FX &) |
|
-2-7 % -3H-Bk M F [4,5-b]NMfuE T72mg, 1B 3-(2-%, -4- —;T
(1-R | &£ )F % )-2-2 % -3H-BK ¢ 3 [4,5-b 10tk g -5-3% :
|
i HRR, MBS HDOH3Tng, :
'H-NMR(CDC1;): 0.85-0.98(3H, m), 1.29-1.49(7H, m), 1.68-1.82(2H, :
m), 2.80(2H, q, J=THz), 3.90(2H, t, J=7Hz), 4.00(3H, s), 5.62(2H, “i
s), 6.53-6.66(2H, m), 6.95(1H, d, J=1Hz), 8.05-8.16(2H, m). ".
MASS(ESI): m/z 416(M+1). :
5 | H 13-3 :
|
A58 G B 14-7, 3-(2-F-4-(1-KREEI)FE)-2-& :
?f'; B -3H-DBK B [(4,5-b]0 uE -5-38 B B B 525mg, 5§ 3-(2- :
2. |
: Bo-4-(1-TR & % )F % )-2-2 % -3H-Bk B 3 [4,5-b 10t o :
7t
A -5-B M, MBS R 428ng, :
%
I
i 'H-NMR(CDC1,): 0.92(3H, t, J=7Hz), 1.30-1.50(7H, m), 1.70-1.82(2H, I
é m), 2.90(2H, q, J=7Hz), 3.91(2H, t, J=7Hz), 5.53(2H, s), 6.60(1H, :
4 d, J=8Hz), 6.68(1H, dd, J=1, 8Hz), 7.00(1H, d, J=1Hz), 8.15- :
;’i 8.25(2H, m). |
% MASS(ESI): m/z 400(M-1). i

AUFEREBA P EEFE £ (CNS)AS #A& (210 x 297 2% ) -61l-
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B H 14-1

4 2,7-= B B -1H-Bk M FF [4,5-b]MEE 4.29 B ER
Fasnl, EEE MBER®AXP® (80%, 7.55% ), A
BH1 M. REZEEHR, EREVREEFR (RIH/F
B =9/1), BZBZBXHt, B2,7-= B & -1H-K K
# [4,5-blMug -4-KiEW®W, WEHKL.61FK.,

'H-NMR (DMSO-dg): 2.46(3H, s), 2.52(3H, s), .6.93(1H, d, J=5Hz),
7.98(1H, d, J=5Hz).

(ot s B o ebimke B¢ (N B e 1 S )

Bl 14-2

BA2,7-= B % -3H-BK B H [4,5-DIMnE -4-R LW
4.45% , W AH 4.0l R WAL BE 25.4ml, 7E 80°CH# # 3
NER, BBRE, FANKISEHR, EKk S TUER KT
., EEEMHEITE, BREBEBEBM KK, B6-|W-2,7
- B R -3H-BE M H [4,5-bINbgE , K B H K 3.66% o
'4-NMR (DMSO-d¢): 2.49(3H, s), 2.52(3H, s), 7.08(1lH, s).
B 1 14-3

58 4 M 16-3, R H5-%K -2,7-= F FE -3H-DK M H [4,5-
bIMt o 500mg, 4§ 2,7-= B HE -3H-DK & F [4,5-b )0t o€ -5-
B P M (264mg, 46.TX)MBE &

'H-NMR (DMSO-dg): 2.56(6H, s), 3.87(3H, s), 7.78(1H, s).
MASS(ESI): m/z 206(M+1).

B i 61 14-4
B S 2,7-= B % -3H-BKk M H [4,5-b]nf o2 -5-¥% & ¥ B
2.70% , 4-Z2 BB H K -2-®R K X 4.857m , IREE #F 2.73

_62_
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RENN-Z R ERBEKR:2™0l, EEBBES M, BE
BARERR, "ERCBZEBHRBEBMEE K. @KL &HmU
CBMIBHEF, B3-U-2BEE-2-RFXE)-2,7-Z H
B -OH-BK M H [4,5-DIMEuE -56-R M HARO6.0C, R#8E
M. e BHRRER, 7B AHE, DLW BELTHE,
HBRE, UomHi, 8% _H# (680mg), RW\WEW
X o

(oo D 2k ot 0o <ok B (v B e 2 e )

'H-NMR(CDC1,): 2.24(3H, §), 2.53(3H, s), 2.63(3H, s), 3.84(3H, s),
>-56(2H, s), 6.58(1H, d, J=8Hz), 7.01(1H, dd, J=8, 2Hz), 7.46(1H,
d, J=2Hz), 7.88(1H, s).
MASS(ESI): m/z 388(M+l).
B M Bl 14-5
BE3-(4-2 BBE & -2-8 F & )-2,7-= B -30-bk ¥ ¥}
[4,5-bIMEoE -5-R B M AR 6.5 , MW B 3.0nlk H B
6oml, MBMBEFLI.OABFER, DLEIGOOnIHRE, £ %k &
TEH&ME M ERBN K., THEFEE, UG8 R
, BB BE, LZ2BEFE, B83-(2-W-4-BF¥ &)-2,7-
Z B OB -3H-Bk M H [4,5-bINE 0 -5-R B F AR 3.81% , B
HEHm X,
] 'H-NMR(CDC1;): 2.49(3H, s), 2.62(3H, s), -3.86(3H, s), 5.46(2H, s),
f; 6.44(1H, d, J=8Hz), 6.64(1H, dd, J=8, 2Hz), 6.91(1H, d, J=2Hz),
‘;;n 7.88(1H, s), 9.99(1H, br s).
% MASS(ESI): m/z 346(M+1).
A
% BOE B 14-6
A BA-(2-F|-4-BF &£ )-2,7-= B L KM [4,5-b]
2 Mg -5-3% BY R ME 500mg, 1-BN K% 295me, KBRS 300mg
2
1% -63-
it
Ep
#

e L B
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BN, N-— B % W B 5.4nl, 7E60CHRPEI MK, &
HEZBZBERK. BEBELU KEKE2 X, UDBEMO&EXK
w1 kR, U BEER, RS, UoBHi, 5 3-
(2-F -4-(1-FERE)FHE)-2,7-= B FH 0K ¥ H [4,5-b]
MooE -5-3 B P B 490mek HE BB K

'H-NMR(CDC1,): 1.01(3H, t, J=6Hz), 1.78(2H, m), 2.53(3H, s),

(oo D et Jo b bl B (B e 355 OV )

2.73(3H, s), 3.86(2H, t, J=6Hz), 3.99(3H, s), 5.59(2H, s),
6.58(1H, d, J=8Hz), 6.64(1H, dd, J=8, 2Hz), 6.96(1H, d, J=2Hz),
7.97(1H,s).
MASS(ESI): m/z 388(M+l).
BB 14-7
3-(2-F-4-(1-WEE)FHE)-2,7-= B & -3H-BK B
# [4,5-b]0f oF -5-38 B W Bg 476mgl 2 R 1, 4-2 15 £,
fNaOH INK @ ¥ , MBMOOCHBMAEIOD K, REMHE
P INEE B K 36 A pH4, Mok 25mlfi EE B MME. BRES
B, EO60OCH BEHKR, MZBE3Inl, MBMMEERRH
, BESE R, H60CHBEZH, F3-(2-W-4-(1-A K
£ )F E)-2,7-= B % -3H-BK 0 [4,5-b10t ug -5-3R B
’ ﬁﬁé%%426mgo
) 1H—M(CDC13)! 1.02(3H, t, J=7Hz), 1-71-1.85(2H, m)’ 2.62(3H, S),
= 2.75(3H, s), 3.88(2H, t, J=THz), 5.50(2H, s), 6.61(1H, d, J=8Hz),
‘% 6.68(1H, dd, J=1, 8Hz), 6.99(1H, d, J=1Hz), 8.03(1lH, s).
4 MASS(ESI): m/z 374 (M+l).
%t
% B H 15-1
A B MM 14-6, B 3-(2-F -4-FF K ]-2,7-2 W K -
2 BH-K M 3 [4,5-b 10 o -5-3% B MR 1.05% B L-B R &
A
1k -64-
#+
Ep
ﬂ

e L e
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662mg, #F 3-[2-®W -4-(1-/R & & ) & ]-2,7-= B & -31
-k M [4,5-blMfoE -5-R M PR, REBBEBBE1.1TR .

'H-NMR(CDC1,): 0.92(3H, t, J=7Hz), 1.30-1.47(4H, m), 1.69-1.81(2H,
m), 2.53(3H, s), 2.72(3H, s), 3.89(2H, t, J=7Hz), 3.99(3H, s),
5.59(2H, s), 6.56-6.67(2H, m), 6.96(1H, d, J=1Hz), 7.26(1H, s),
7.97(1H, s).

MASS(ESI): m/z 416(M+1).

B 61 15-2

0 B B 14-7, R 3-[2-| -4-(1-REE)FE]-2,7-
Z R E -3H-BK M [4,5-DIMEOE -5- B AR 1.15% , 18
3-[2-®| -4-(1- KK & ) & ]-2,7-= HF & -3H-bk B 3
[4,5-bIBtEnE -5- B8 , EEHEHK1.02%,

'H-NMR (DMSO-d,): 0.87(3H, t, J=7Hz), 1.24-1.43(4H, m), 1.62-
1.74(2H, m), 2.49(3H, s), 2.62(3H, s), 3.94(2H, t, J=7Hz),
5.52(2H, s), 6.50(1H, d, J=8Hz), 6.80(1H,.dd, J=8, 2Hz), 7.13(1H,
d, J=2Hz), 7.86(1H, s).

MASS(ESI): m/z 400(M-1).

B M o16-1

M o2-H ¥ -6-8 -3-RY M o€ 21.8% B PR ZE 220ml-K
22nl, EE@ MEH 39.0% , M| W O0.8nl, ¥ #F W
HEMBREXEERE, WMREK?2 Mk, RRBBFE
v, BRRBEE. B ERTWMK2000lR & # KB,
maEmERBELIEYD, TRREABR K, §2,3-2 K& -
6-RMEI.OOEBBEH K., RMZE 100nl-XK100ml,
mMBRER, BRAEYD., ARRAKBREMN, €W B EEHF
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aamnE Cl)

(B /2B Z2H=1/3), BREMYWS.25", REBH K,

'H-NMR(DMSO-d¢): 4.78(2H, br s), 5.80(2H, br s), 6.47(1H, d,
J=8Hz), 6.61(1H, d, J=8Hz).

MASS(ESI): m/e 188,190(M+H)".

B4 B 16-2

2,3-Z K -6-B Mg 8.16%x R EZ B =28 12.0nl
BeRz®Balnl, MBEFHER29NE . HE%, HERER
B, NS HED IR BAEZRB KPR, MEKKREB
AREHER, TEZERE, BRAEYD., BBREM, &8
5-R -2-F F -1H-BK M H [4,5-DIMENET7.59% , R & &8 ¥
x o
'H-NMR(DMSO-d¢): 2.51(3H, s), 7.31(1H, d, J=8Hz), 7.82(1H, d,
J=8Hz) .MASS(ESI): m/e 212,214 (M+H)*.

B fE B 16-3

Z®E1.18%, 1,3- (ZFHE)FRMK2.31 8 kR 5-8
-2-F B -1H-DK & H [4,5-bI0E o€ 3.72% , 0 A B & & ,
MmN, N-= B % B g 18.6nl, HE 14.901K = 2 K
5.4ml, 7 85°C, 10A MM COKX K T # 14/ K &, ¥
CMABBER, mMPE6nl, MBETMBRAFAEYD ., BS
i3 2-F B -1H-K M 3 [4,5-b]0bug -5-%% 8 W A 2.95%%

, BE®H X.
'H-NMR(CDC1,): 2.82(3H, s), 4.05(3H, s), 8.04(1H, d, J=8Hz),
8.10(1H, d, J=8Hz).
MASS(ESI): m/e 192(M+H)'.
B i &1 16-4
- - 4-F EXKRI100.0EF A M MK MS500ml, fm=

-66-

RUFRREHEA P FI1ZE (CNS)A4 #4& (210 x 297 %)

( md P 5 38 o e B (N B e 1 O )

A L



577889

A7
B7

[ S ET Y WO

B — % =T H?200.0% , mMBERBRRKS MR, &ER
%, BE B ZE1300ml, KB L I0XE B E K500nl,
B fn E R B8 8 K 500ml % 88 Ff0 & B K 500mlpE i, LA & K
mMBELTE, BERSE., WMoK300nl, BELHERK, &
N-(B=ZTHEE)-3-®-4-F EXKI50.4% , MBEELE & .

m), 7.48(1H, s).

B i #1 16-5
N-(E=ZT &K & )-3-| -4-HF X XK 60.4% &F £ N,N-

(o i 2 8 50 oy il B (VB g SR S )

R K W ERRI00ml, FEK S T L 105 # & m60x NaH

10.4% . EE @R 305, k& T U159 i B & B
38.8% , EE@MME2 MR, ARBES., MAK5500nl,
hzZz#ZmB50mlE R, £%LK500ml, ﬁ@fﬂiﬁﬂmm
500mlfR #0 0 & B K 500mlpk i , DAARE KWk B 8% & %, W
BEgH, ctHWREERERNM (SR : 2B ZHE=9:1), dEBER

W, BYN-(BE=ZTEBRE)-3-BE-NN-Z R E XK, K&
o 62.7TH

1
H-NMR(CDC1;): 1.46(9H, s), 2.34(3H, s), 3.26(3H, s), 7.04(1H, dd,
J=8, 2Hz), 7.16(1H, d, J=8Hz), 7.24(1H, d, J=2Hz).

B i B 16-6

N-(E =T E B X )-3-®-N,N-= B & Xg62.60 & 1E
mE|AEABHKILIONL, MN-BT - BEEKO2.38 R 2,2'-& &
S - EE-2 4-—_ RHEXBEI.TITR, E£HSC2 NMNEF R
T5C1 N 2Z2REHR, M2 L5000, EkES T HRMEIL

_6'7_
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NEE®, BEmMEERSE, MZ2BZ2EIMIBE, %
% Ll ERE M K500l AR M K500nlzE &, M
mAGBES S, HEBESE, S1-RFE-N-(BEZTK
BE)-N-FE-3-RXK, BEBEMHIN.ORK,
'H-NMR(CDC1,): 1.48(9H, s), 3.25(3H, s), 4.57(2H, s), 7.17(1H, dd,
J=8, 2Hz), 7.33(1H, d, J=2Hz), 7.38(1H, d, J=8Hz).
B B 16-7

B M B 18-4, 4 2-F FE -3H-BK M I [4,5-D]0E % -5-
B EREI.OGRRA-RER-N-(E=ZTERE)-N-F &

(> Di- 2k ik 384 o ekl B (B ke R O )

et e B

SI-Em X M23.67, BI-(U-(N-(BE=ZTERE)-N-F K
£ )-2-@FHE)-2-F K -3H-Dk M [4,5-b]0EuE -5-38 B
FET.14% , BEBESES, R1-U-(N-(B=ZTEKE)-N-
BORG % )-2-® ¥ E)-2-F B -1H-Bk M [4,5-b ] o€ -5-
BPEBEMBES.IR, REBEEBH X,
3-(4-(N-(BE=Z2TERE)-N-F R E)-2-KRFE)-2-H

B O-3H-Bk M H [4,5-bI0lk ng -5-¥R B W B
'H-NMR(CDC1,): 1.45(9H, s), 2.55(3H, s), 3.22(3H, s), 4.00(3H, s),
5.65(2H, s), 6.58(1H, d, J=8Hz), 7.00(1H, dd, J=8, 2Hz), 7.39(1H,
d, J=2Hz), 8.06(1H, d, J=8Hz), 8.14(1H, d, J=8Hz).
1-(4-(N-(B=Z2TEBE)-N-FHE)-2-HRF&#)-2-H
B -1H-BE M 3 [4,5-bIME g -5-8 B8 W MR
'"H-NMR(CDC1,): 1.47(9H, s), 2.67(3H, s), 3.24(3H, s), 4.03(3H, s),
5.42(2H, s), 6.45(1H, d, J=8Hz), 7.03(1H, dd, J=8, 2Hz), 7.45(1H,
d, J=2Hz), 7.55(1H, d, J=8Hz), 8.06(1H, d, J=8Hz).
5 fH # 16-8

5B M B 14-7, R 3I-A-(N-(B=ZTEHE)- V- &

-68-
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H)-2-| F & )-2-H K -3H-Bk M H [4,5-b]0E 0¥ -5-38 M
HFRL10.0%C , F3-(4-(N-B=ZT KK X )-N-F g &£ )-2-
®ERXE)-2-F K -3H-BK M [(4,5-DIMinE -5-R B 7.14%

, MEBHW K,

'H-NMR(CDC1,): 1.47(9H, s), 2.64(3H, s), 3.24(3H, s), 5.57(2H, s),
6.59(1H, d, J=8Hz), 7.06(1H, dd, J=8, 2Hz), 7.43(1H, d, J=2Hz),
8.17(1H, d, J=8Hz), 8.23(1H, d, J=8Hz).

B Hl17-1
3-(4-(N-(B=Z2TEHE)-N-F KX )-2-®§F &£ )-2-
BB -3H-MK M [4,5-D]0 ug -5-3R B8 H B§ 234mgi® & =
FRHKk3nl, MINEB (ZBZIBEF®K)2n]l, £ % 8 8 &
1 pEE®R, BEBERSE, WZBZIBE. BESE&E, RS
B, 93-(2-|-4-(WE)FTE)-2-8 K -3H-B B
H [4,5-bIMi g -5-3R M WK — B M B 21508, R B S

(oD e ot o oy gk B (Y B =S B O SE )

R © R B TR

B o

'"H-NMR(DMSO-d¢): 2.67(3H, s), 3.91(3H, s), 5.56(2H, s), 6.56(1H,
dd, J=8, 2Hz), 6.78-6.82(2H, m), 8.15(1H, d, J=8Hz), 8.31(1lH, d,
J=8Hz).

B H17-2

3-(2-® -4-(H B & )% B )-2-H F -3H-1kK B ¥ [4,5-Db]
MooE -5-¥% B F N — B OB W 169mg 2 RA O OEE 2ml, MUK
B 70mgk WW | AL # S5ing, EEZ @M 4L MR ®R, 1IN
BME, Bl MR, WMEMERBAKKXRSM, UI
BB EBER, S UBMERBMNKRMEMNEEKKF

DmeAKmBEXEZHR, HEES, EVWVBEEN (K15 :
RE=100:1), B REE, 93-(2-| -4-(1-7Kx & )Ig &)

-69-
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R )-2-H K -3H-mk M H [4,5-b]ME o -5- B B BR 179mg

, W H B W

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.20-1.42(4H, m), 1.46-1.57(2H,
m), 2.56(3H, s), 2.88(3H, s), 3.23(2H, t, J=7Hz), 4.00(3H, s),

5.59(2H' S)’ 6.39(1H’ dd, J 8, ZHZ)’ 6.62 6.6 (ZH, IR), 8.04(1“ d
= - 7 14 14

BB 17-3

o8 f 14-7, R 3-(2-F| -4-(% X (1-7% &) &£ )X
B )-2-F B -3H-pk M H [4,5-b]M o -5-3% ® H K 150mg,
B3-(2-8W) -4- (% & -(1-/% & ) &£ )¥ % )-2-8 & -3H-
Bk o 3 [4,5-bIMEE -5-3R B, Bt H B H K 180mg,

1

H-NMR(CDC1;): 0.88(3H, t, J=7Hz), 1.22-1.55(6H, m), 2.61(3H, s),
2.87(3H, s), 3.22(2H, br s), 5.48(2H, s), 6.40(1H, br s), 6.62(2H,
br s), 8.10(2H, br s).

B s 18-1

3-| -4-H K X IR T.48% B E B B 35nl, k& T M
ROKRBAESIIR AR EALMHI.7?8K, £ F @l M P,
1 MEE®R, BEmmAKRBEMODEEK, LB IERER
3 R, A FHE, e KT, UEKWBE
&k, RBRBEH, EvBEBEEHTN (ESK/2BZHBE=5/1),
BI-|-N-IRC & F £ -4-F E XK, REBMWMI.OLW

'"H-NMR(CDC1,;): 0.86-1.35(5H, m), 1.45-1.89(6H, m), 2.23(3H, s),
2.90(2H, d, J=7Hz), 3.63(1H, br s), 6.40(1H, dd, J=8 and 2Hz),
6.59(1H, d, J=2Hz) ,6.97(1H, d, J=8Hz).
MASS(ESI): m/e 238(M+H)*.
B0 Hl 18-2

1 8 i 6 16-4, R 3I-| -N-R O X B ¥ -4-§ K X g
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9.63R kK KRB _SBE=TH, BY\-(E=ZTEHKE)-3-
B-N-FROERE-4-B K FXIR13.68% , ¥ ¥ o

'H-NMR(CDC1,): 0.82-1.27(5H, m), 1.34-1.78(6H, m), 1.43(9H, s),
2-35(3H, s), 3.46(2H, d, J=THz), 6.99(1H, d, J=8Hz), 7.17(1H, d,
J=8Hz), 7.19(1H, s).

B H 18-3

HHREH, BRN-(E=ZTERE)-3-E-V-REEHF K
-A-REFB 1360, BA-RHEE-N-(BE=ZTEHXE)-
-m-N-(ROE W E )X, RE®BMHLI6.83%,

'"H-NMR(CDCL,): 0.80-1.77(11H, m), 1.44(9H, s), 3.49(2H, d, J=7Hz),
4.58(2H,s), 7.10(1H, dd, J=8 and 2Hz), 7.27(1H, d, J=2Hz),
7.38(1H, d, J=8Hz).

B4 Bl 18-4

2-F B DKW [4,5-bI0E UE -5-FR B MR 954ng kR P R
NN-Z B K BB 9.6ml, 7EkS T M NaB(70%7F B8 i ,
203mg), MHEIDT KR, MI4-R B E-n-(E=ZTE®E)-
3-R-VN-(ROBEHE )X 2.07T% , £ X EMWMEBKER,
BAKRS, BB ZBEER?2 R, 8mE®RUKEREH
Ml KEF, UEKEBEZRE, RBEEHM, £¥ B
HEH (R /2MaB=2/1), S AERBEEH K=
EERBY: 3-U-(N-(B=ZTEBE )N-(BEC & HE K
E)-2-® F &£ )-2-5 % -3H-mk M H [4,5-b]0 ug -5-3 &
OB 495ng, R I1I-(4-(N-(BE=ZTERE)IN-(RO £ ¥ &%)
B )-2-0| F B )-2-8 F -3H-Bk M F [4,5-b 10 o -5-38
B H B 82Tmg,
3-4-(N-(B=ZTEHEEINWN- (RO ERE )mE)-2-8 %

-T71-
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B )-2-F F -3H-0Kk M H [4,5-b]Mbog -5-3% B F K

'H-NMR(CDC1;): 0.77-1.76(11H, m), 1.43(9H, s), 2.54(3H, s),
3.46(2H, d, J=THz), 4.00(3H, s), 5.66(2H, s), 6.59(1H, d, J=8Hz),
6.95(1H, dd, J=8 and 2Hz), 7.33(1H, d, J=2Hz), 8.07(1H, d, J=8Hz),
8.15(1H, d, J=8Hz).

MASS(ESI): m/e 527 (M+H)*.

1-(4-(N-(B=ZTERE)I)N- (RO EH X )RE)-2-BH F
B )-2-F B -3H-Bk B [4,5-b]0 o -5-3 B ¥ B

'H-NMR(CDC1;): 0.80-1.78(11H, m), 1.43(9H, s), 2.66(3H, s),
3.47(2H, d, J=7Hz), 4.03(3H, s), 5.42(2H, s), 6.45(1H, d, J=8Hz),
6.99(1H, dd, J=8 and 2Hz), 7.38(1H, d, J=2Hz), 7.57(1H, d, J=8Hz),
8.08(1H, d, J=8Hz). -

MASS(ESI): m/e 527 (M+H)*.

(o -2k s 0 ko B (B e TR s )

B Tt SR 3 O

B 4 Hl 18-5

B M 42, RI-(4-(N-(BE=ZTEHE ) I)N-(RC X
ORI R )-2-| F & )-2-9 B -3H-BKk ¥ ¥ [4,5-b 10k g
-5-¥ B B K5 384mg, 1§ 3-(2-F® -4-(N-(EB O & 8 & )%
BH)F E )-2-8 K -3H-BK B H [4,5-b]nboE -5-B B F B
260mg, H B H KX,
"H-NMR(CDC1,): 0.82-1.90(11H, m), 2.55(3H, s), 2.89(2H, d, J=7Hz),
4.00(3H, s), 5.57(2H, s), 6.30(1H, dd, J=8 and 2Hz), 6.58(1H, d,
J=8Hz), 6.60(1H, d, J=2Hz), 8.04(1H, d, J=8Hz), 8.13(lH, d,
J=8Hz).
MASS (ESI): m/e 427(M+H)*.
B 61 18-6

1 8L Bl 17-2, R 3-(2-|W-4-(N-(RC & F % )Ig X )
TR )-2-F F -3H-DK M [4,5-b]NlEoE -5-3 B8 W OKE 255n¢g

-72-
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, B3-(2-FH-4-(N-(REe £ H & )P IR )FTE)-2-8 &
-3H-IK I H [4,5-b]0 uE -5-3 B W BF 230ng, BHEBH X,

'"H-NMR (CDC1,): 0.80-1.32(6H, m), 1.52-1.80(5H, m), 2.56(3H, s),
2.90(3H, s), 3.06(2H, d, J=7Hz), 4.00(3H, s), 5.58(2H, s),
6.37(1H, dd, J=9 and 2Hz), 6.63(1H, d, J=9Hz), 6.63(1H, d, J=2Hz),
8.03(1H, d, J=8Hz), 8.12(1H, d, J=8Hz).
MASS(ESI): m/e 441(M+H)".
B H 18-7

58 B 14-7, R 3I-(2-F -4-(N-(FC & F X )H K
BHO)F K )-2-F K -3H-0k & H [4,5-bIMt og -5-3 B F MR
221mg, B 3-(2-®| -4-(N-(RC £ B & )H g & )¥ &) -
2-F £ -3H-DK I H [4,5-b]Mk o -5-F B 219ng, B B ®
X o

'H-NMR(CDC1,): 0.80-1.30(6H, m), 1.46-1.82(5H, m), 2.66(3H, s),
2.92(3H, s), 3.08(2H, d, J=7Hz), 5.49(2H, s), 6.41(1H, dd, J=9
and 2Hz), 6.65(1H, d, J=2Hz), 6.67(1H, d, J=9Hz), 8.13(1H, d
J=8Hz), 8.19(1H, d, J=8Hz).
MASS(ESI): m/e 425(M-H) .
B f 19-1

4-8 -2-AFE3.06R R MARKZZCKEMNMIFERMAKEZR
Bft3bmnl, R ARKS THEMP HEBERIL.Anl, & #
1 pMEE®R, UK, B EKRBMAN KRB R KK G,
DofE K B h, BRAMBE, B4--2-® -1-(H
BEE P E)FX, RBEELI.TTE.

'H-NMR(CDC1,): 3.03(3H, s), 5.29(2H, s), 7.37(1H, d, J=8Hz),
7.47(1H, dd, J=8, 1Hz), 7.60(1H, d, J=1Hz).
MASS(ESI): m/e 298(M-1).

’
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BB 19-2

i 8 4§ Il 4-5, @ 2,7-= HF B -3H-BK B HH [4,5-b ]k uE
-5- B W R 550mg, RA4-BR-2-W-1-(FBEEHE)X
963mg, 1§ 3-(4-& -2-®W * & )-2,7-= B X -3H-BK B ¥
[4,5-b]NfuE -5-3R M W MR, MBS & I50ne,
'H-NMR(CDC1,): 2.52(3H, s), 2.73(3H, s), 3.98(3H, s), 5.59(2H, s),

6.49(1H, d, J=8Hz), 7.22(1H, d, J=8Hz), 7.60(1H, s), 7.99(1H, d
J=8Hz).

B fF #1 19-3
i 84§ # 14-7, R 3I-(4-8 -2-|FE)-2,7-= ¢ % -

’

(o b s o0 o oo B (B ke R O3 )

ettt . ST

SH-mK M H [4,5-b )Nk oE -5-R B B B 950meg, 5 3-(4-& -
2-F K H )-2,7-= B B -3H-IK M H [4,5-bIukgE -5-3 B
B4 E8T0ne,

'H-NMR(DMSO-dg): 2.49(3H, s), 2.62(3H, s), 5.55(2H, s), 6.47(1H, d,
J=8Hz), 7.34(1H, dd, J=8, 1Hz), 7.85(1H, d, J=1Hz).

B 4 4 20-1

U5 BB B 18-4, B 2-F  -3H-BK 08 HF [4,5-b 10 6 -5- %
Yo B T OB 500mER 3-4 -2- (B B 2% )-5- (= 8 B % )1t |
. |
662mg, 15 3-[(3-4 -5- (= % F % )-2-Mt oF % )F % ]-2- !
B3 -3 H-BK IS FF (4,5-bINE O -5-% @ M 399mg, B I8 :
I
o E B, BR1-[(3-% -5- (= f6 % % )-2-M o £ )0 % |- i
2-F 3 -1H-BK B 3 [4,5-b 10tk uf -5-3% B W B 245mg, :
|
o . .
|
3-[(3-4 -5- (= 4 W 2 )-2-Mh of 2 ) % ]-2- % - 3H- |
Bk B 3 [4,5-b 10 0F -5-3 B B :
|
|
|
|
|
|

-T4-
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l4-NMR(CDC1,): 2.56(3H, s), 3.97(3H, s), 5.84(2H, s), 7.98(1H, br
s), 8.06(1H, d, J=8Hz), 8.12(1H, d, J=8Hz), 8.51(1H, br s).
MASS(ESI): m/z 385(M+l).
1-[(3-9 -5-(= 4% B 3£ )-2-Whng 2 ) X ]-2-9 X -1H-
Bk 0 [4,5-b]0 oE -5-3% B H B
'H-NMR(CDC1,): 2.72(3H, s), 4.02(3H, s), 5.62(2H, s), 7.62(1H, d,
J=8Hz), 8.01(1H, br s), 8.07(1H, d, J=8Hz), 8.60(1H, br s).
MASS(ESI): m/z 385(M+l).
8 # 20-2

o8 M B 14-7, MI-[(3-| -6-(=Z= 4 B % )-2- ug %)
OB ]-2-B0 3 -3H-MK M [(4,5-bInE o€ -5-¥2 B H K 395n¢g
, B3-[(3-|W-56-(Z=8 B & )-2-Mpog £ )R £ ]-2-H % -

SH-BK M 3 [4,5-b ]t g -5- B , K& E B 271nsg,

'H-NMR (DMSO-dg): 2.51(3H, s), 3.97(3H, s), 5.89(2H, s), 7.98(1H,

br s), 8.09(1H, d, J=8Hz), 8.60(1H, d, J=1Hz), 8.73(1H, br s). |

MASS(ESI): m/z 369(M-1). I

B M 21-1 :
|
!

(o Ph- 2 5 o ke B (N B ke 1B o9 )

.‘ﬂ'____._...._.?ﬁ.————_—————.———————————_

- -2-[N-(2-® -4-F EFXE)ZEKE |-3-0 it &€

B50°CH , MHAEI NE, kSim Pl INE BB M, WK
300ml, MESHRE, AEBEZHK, 96-8-2-[FN-(2-W-4-

X EF R I)BE-3-W o 13.8% , HEER.

'"H-NMR(CDC1;): 4.94(2H, d, J=5Hz), 6.82(1H, d, J=8Hz), 7.32-
7.61(6H, m), 7.63(1H, d, J=1Hz), 8.23(1H, d, J=8Hz), 8.76(1H, br
s).

e
A

B # 21-2
6- -2-[N-(2-® - 4-F E F X )R X 1-3-85 b g 13.5
TREZIB2TlR 2 B8lnl, EEERABETNE B
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T.2% , mMBE®KE. 2 MEHR, FUALSA, BEWEL
lzBZBt®, SEegmuRexrthB@E2 &, W
ZBMZERBMEBERBN K, EEHERELII) R, B
mHEL, DB ZBRGES, yHAEHE, DBETREK
hE, UEAGBESE, BR%, R& M ELOLY
BHEBER (2K : 2B Z2B=5:1~3:1~2:1), §3-K
B -6-1 -2-[N-(2-F -4-F £ ¥ & )Ig & Mo 10.6% ,
2aB.
'H-NMR(CDC1,): 3.14(2H, br s), 4.75(2H, s), 6.67(1H, d, J=8Hz),
6.73(1H, d, J=8Hz), 7.33-7.49(4H, m), 7.51-7.64(4H, m).
MASS(ESI): m/z 388(M+l).
O 21-3
B 3-ME-6-8-2-(N-(2-8| -4-F £ % & )IK &)W
B 1.85% , WK E W k4.3%W R 2@ 18.5nl, & E i
— W RTIOCT AEZ2RER, BRRAE, WHXmHARE
B, FEZBZE, U MERBHKKE2 X, DK
mem Akl kX, UnBEER, AEBERE, EVEBH
BH (ES K :C=2 B2 B=9:1), H5-%-3-(2-%W -4~
¥R K )-2-2 8 % -3H-mk g [4,5-b]MbE 2 B — &
B 55mg, REBERZEAYIIneg, FEHRBEIAKE,

'H-NMR(CDC1,): 1.43(3H, t, J=7Hz), 4.60(2H, q, J=7Hz), 5.41(2H, s)

6.94(1H, d, J=8Hz), 7.25-7.67(9%H).
MASS(ESI): m/z 444 (M+H).
5 6 21-4

- -3-(2-% -4-F % ¥ £ )-2-2 & % -3H-BK & 3 [4,
5-b 10t uE 5TmgiE fE N, N-Z B K B BRK1.30lR % =T 8
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1.0ml, W E®M=2MK30.1ng, 1,3-$ (ZFXKREIR

f 17mgR 2 B 8 (I )9.3mg7E 10K 4K M COR 85°C T ## #
1SR, BRAED, UEHESE. SHAEARRER %
, AR, BEBH (B HE=19:1), B3-(2-¥§ - ;ﬂg

1
A-3% K S R )-2-2 & H -3H-Bk Mk H [4,5-b]nMf g -5-3R B g
13mg, W B W . s

5
'H-NMR(CDC1;): 1.52(3H, t, J=7Hz), 4.72(2H, q, J=7Hz), 5.45(2H, s),g
7.07(1H, d, J=8Hz), 7.33-7.72(7H), 7.92(1H, d, J=8Hz), 8.13(1H, d,| g
J=8Hz). %R_}
il 22-1

% i B 4-5 , t2,7-= B B -3H-Bk M [4,5-b]W
G -5-3 B P OB 300megRk 3-F -2-(RAE)-5-(ZHEWE)
WogE 370mg, 8 3-[(3-% -5-(= 4 W £ )-2- og & )R £ ]
—2,7-:EF§—3H-!BKB¥#[4,5-b]ﬂ&tﬁ-5—ﬁm*¥!5. i
B i 48Tng,

'H-NMR(CDC1,): 2.55(3H, s), 2.74(3H, s), 3.96(3H, s), 5.82(2H, s),
7.95(1H, br s), 7.98(1H, d, J=1Hz), 8.51(1H, br s).

BBl 22-2
U5 B B 14-7, R 3-[(3-F -5-(= | B &£ )-2-1t o &)

o
A

MOk ]-2,7-= B % -3H-DK D [4,5-DIMEoE -5-3R @ W B
450mg, B 3-[(3-|-5-(= 4 W % )-2-Mbug % )W & ]-2,
T-= B K -3H-DE0E E [4,5-bIb o -5-R B, & EE &

3J98mg,

'"H-NMR(DMSO-d¢): 2.51(3H, s), 2.62(3H, s), 5.86(2H, s), 7.83(1H,
br s), 8.60(1H, br s), 8.74(1H, br s).

MASS(ESI): m/z 383(M-1).

TP R Obonk B2 H Omo 3 e 5 e o 3 3
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5 H 23-1

EEERL.ISRBEREENEKRME10nl, FRAELFE
WL0C2oks FTme,6-— BB BB, EFkS THREL D
B, mm28% EAKEERKBEE, WPAE, EXZGH &
B3 K, AEWEL, BEmME20mIDEBEEREH
(RiF:2®B2ZzB=8:1), B2,6-— &K -3-8 H K Ilf g, &
i = 2.89% .

'H-NMR(CDC1,): 2.11(1H, t, J=7Hz), 4.77(2H, d, J=7Hz), 7.32(1H, d,

J=8Hz), 7.87(1H, d, J=8Hz).
MASS(ESI): m/z 176(M-1).
B i # 23-2
B M 19-1, R 2,6-= & -3-% B K ILuE 900me, 3

2,6-— | -3- (R MBS W E )M, RBEMHL.IR.
'H-NMR(CDC1,): 3.11(3H, s), 5.31(2H, s), 7.36(1H, d, J=8Hz),
7.83(1H, d, J=8Hz).
B 25-3

P8 i B 18-4, (¢ 2-F K -3H-BK M H [4,5-b]0 mE -5-
BB WK T00ngR 2,6--® -3- (M WEEF E )Mo 1.03
W, B3-[(2,6-= & -3-NMbng & )F & ]-2-% K -3H-K i
¥ [4,5-b]M oE -5-R B PR, MEHE &684ng, R 1-[(
2,6-= 4 -3-0f of B )R FK |-2-F K -3H-BK B H [4,5-D]
o -5-¥ B P M, B EEE22Tne,

3-[(2,6-= 4 -3-0t ¢ % )W % |-2-H &K -3H-BK B H [4,5
-b It o -5-3% B W M
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'H-NMR(CDC1,): 2.61(3H, s), 4.00(3H, s), 5.63(2H, s), 7.15(1H, d,
J=8Hz), 7.18(1H, d, J=8Hz), 8.07(1H, d, J=8Hz), 8.15(1H, d,
J=8Hz).

MASS(ESI): m/z 351(M+l).

1-[(2,6-= 4 -3-0tt oF % )@ % |-2-H & -3H-Bk M 3 [4,5

-b 1k BE -5-3% B B B

'H-NMR(CDC1,): 2.66(3H, s), 4.03(3H, s), 5.42(2H, s), 6.74(1H, d,
J=8Hz), 7.19(1H, d, J=8Hz), 7.56(1H, d, J=8Hz), 8.11(1H, d,
J=8Hz). '

MASS(ESI): m/z 351(M+1).

B OfE Bl 23-4
Bl B 14-7, ®3-[(2,6-= & -3-Mfug H )R & ]-2-
BOg -3H-BK I 3 [4,5-bINEuE -5-3 ® W BR 665ng, & &

B § 578mg,

'"H-NMR(DMSO-d;) : 2.56(3H, s), 5.60(2H, s), 7.23(1H, d, J=8Hz),
7.46(1H, d, J=8Hz), 8.01(1H, d, J=8Hz), 8.13(1H, d, J=8Hz).
MASS(ESI): m/z 335(M-1).

B H24-1

PB4 B 14-6, B 5-8 -3-(2-F/ -4-B K E)-2-2 ¥ -
SH-Mk M [4,5-bImt o€ 790mghk (R ¥ X )RS % 763ng,
B5-®-3-(2-R-4- (RO EWEE )FE)-2-2 % -31-
Bk B¢ [4,5-b 0 E , B & & 886mg.

'H-NMR(CDC1,): 0.94-1.90(14H, m), 2.75(2H, q, J=THz), 3.69(2H, d,
J=7Hz), 5.49(2H, s), 6.53(1H, d, J=8Hz), 6.65(1H, dd, J=1, 8Hz),
6.95(1H, d, J=1Hz), 7.37(1H, d, J=BHz), 7.87(1H, d, J=8Hz).
MS(ESI): m/z 462, 464(M+1).

5 fF H 24-2
i 8 e 12-2, 5-®-3-(2-W-4-(RECHEHE)
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R )-2-2 K -3H-DK B H [4,5-b]0E uE 760mg, 13 3-(2-
F-4-(BOXE W G E)FH%)-2-2Z ¥ -3H-Pkm ¥ [4,5-b]

WMo -5-% 8B M, REBSE M54,
'H-NMR(CDC1,): 0.94-1.34(6H, m), 1.38(3H, t, J=7Hz), 1.65-1.87(5H,

m), 2.80(2H, q, J=7Hz), 3.69(2H, d, J=7Hz), 4.00(3H, s), 5.62(2H,
s), 6.58(1H, d, J=8Hz), 6.62(1H, dd, J=1, 8Hz), 6.95(lH, d,
J=1Hz), 8.10(1H, d, J=8Hz), 8.14(1H, d, J=8Hz).

MS(ESI): m/z 442(M+1).
5 i H 24-3

s H14-T, RI-(2-H-4-(RECHFEKE)FTE)-
2-2Z % -3H-Wk M H [4,5-b]NbuE -5-¥ B F MR 532ng, B
3-(2-F -4-(Bo EP % )FE)-2-2 % -3H0-K K H
[4,5-b]lMtbog -5-R M ¥ MR, BELE & 453ng,
1H—NMR(CDCl:,): 0.94-1.38(6H, m), 1.44(3H, t, J=7Hz), 1.64-1.88(5H,
m), 2.90(2H, q, J=THz), 3.71(2H, d, J=7Hz), 5.53(2H, s), 6.60(1H,
d, J=8Hz), 6.67(1H, dd, J=1, 8Hz), 7.00(1H, d, J=1Hz), 8.16-
8.24(2H, m).
MS(ESI): m/z 426(M-1).
B Hl 25-1

A5 8 4% B 14-4, R 2-F K -3H-Mk M [4,5-b]0E BE -5-
W PR 150mgR 2-% -4-M F &£ % 780ng, 1§ 3-(2-%W -4
SR OB )-2-F K -3H-DE M [4,5-bIMbNE -5-3R @ F M
163mgk 1-(2-% -4-B F % )-2-9 % -3H-BK M 3 [4,5-Db]
Moo -5-R B BB 108ng, B RKBEH XK.
3-(2-4 4-B0 5 XK )-2-F % -3H-mk M H [4,5-D]0lE oE -5-
®EBE M

'H-NMR(CDC1;): 2.54(3H, s), 3.99(3H, s), 5.62(2H, s), 6.37(1H, d,
J=8Hz), 7.43(1H, d, J=8Hz), 7.80(1H, s), 8.08(1H, d, J=8Hz),
8.16(1H, d, J=8Hz).
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1-(2-% -4-Bh *F % )-2-F 3% -3H-Dk B [4,5-b 100 o€ -5-

% mE R

'H-NMR(CDC1,): 2.65(3H, s), 4.03(3H, s), 5.38(2H, s), 6.20(1H, d,
J=8Hz), 7.48(1H, d, J=8Hz), 7.53(1H, d, J=8Hz), 7.83(1lH, s),
8.09(1H, d, J=8Hz).

B H1 25-2

B (= % B )8 (0)262mgB RN, N-Z F XK B OB K 200l
EEBRASE T M3-(2-% -4-BF H)-2-87 & -3H-IK
W 3 [4,5-b N uE -5-H B B OAR 2.00% , Bk UE -2-F B 608
mgR TR B 1.88% . M A S0C 12K %, k&M MK,
BEX B AR, SHEMm150nl WBEREHR (RIH:L
B2 K =10:1~5:1~3:1, B BEBE®RL.6R . H
B i 5, 18 3-[2-% -4-(2-Bk Mg )F K |-2-0 & -3H-KK
W 3 [4,5-blMbug -5-B M A M, RELGMR. 1.588,
'H-NMR(CDC1,): 2.55(3H, s), 4.00(3H, s), 5.69(2H, s), 6.47(1H, m),
6.63-6.27(2H, m), 7.38(1H, dd, J=8, 1Hz), 7.47(1H, d, J=1Hz),
7.75(1H, d, J=1Hz), 8.07(1H, d, J=8Hz), 8.16(1H, d, J=8Hz).
MASS(ESI): m/z 382(M+1).
B 4% H 25-3

B Mg B 14-7, B 3-[2-F -4-(2-Bk U E )T E]-2-F
£ -3H-DK 0 3 [4,5-bIMboE -5- M P M 1.57% , 9 3-[2
SR -4-(2-BK WK ) K 1-2-F H -3H-BK M [4,5-b 10

BE-5-B B, BBEBE®R1.44% .

'H-NMR(DMSO-dg): 2.55(3H, s), 4.00(3H, s), 5.69(2H, s), 6.47(1H,
m), 6.63-6.27(2H, m), 7.38(1H, dd, J=8, 1Hz), 7.47(1H, d, J=1Hz),
7.75(1H, d, J=1Hz), 8.07(1H, d, J=1Hz), 8.16(1H, d, J=1Hz).
MASS(ESI): m/z 369(M-1).

(o} Ph- 23 i 0 o ke B (N B i 10 - )

an
)
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B B 26-1

058 4 B 16-5, M N-(BZTEBEE)-3-8 -4-F &X
BR10.0 B 2 E M 7T.10% , BN-(BEZTERE)-3-K -
N-Z % -4-F % ¥ 11.8% , B R H B W .
'H-NMR(CDC1,): 1.13(3H, t, J=7Hz), 1.44(9H, s), 2.35(3H, s),
3.64(2H, q, J=THz), 6.98(1H, dd, J=8, 2Hz), 7.16-7.20(2H, m).
B4 6 26-2

5B 1 16-6, EN-(B=ZTERE)-3-KR-N-Z & -

(o i 2 i B o Aok B Bl 5 o3 )

I R ERILLTE, B4-BBE-N-(BEZTERE)-I-
B-N-ZE¥EBRI14.1%, BEW, EFAEBRRET - K
B 6 26-3

B M Bl 14-4, 8 2-F FE -3H-BK & H [4,5-b ]k uE -5-
WE H R IS0ngR 4- R E-N-(BE=ZTERE)-3-8 -N-
2k ¥R 2.25%, B3-(4-(N-(BEZTEHRE)-N-Z K&
B )-2-4 ¥ K )-2-F H -3H-Pk B [4,5-bmbuE -5-% B
ME534ng, BB BHE SR, RI-U-(N-(B=ZTERE)-
N-Z B % )-2-% F &£ )-2-F % -3H-Bk ® 3 [4,5-b 0 ug -
h-¥ B P OB T0lng, BB EBM K.
3-(4-(N-(BE=ZTEBRE)-N-ZEE)-2-RFE)-2-H
B o-3H-bk M [4,5-bIME oE -5-3 B B M

'H-NMR(CDC1,): 1.13(3H, t, J=7Hz), 1.44(9H, s), 2.54(3H, s),
3.63(3H, q, J=7Hz), 4.00(3H, s), 5.66(2H, s), 6.60(1H, d, J=8Hz),
6.95(1H, dd, J=8, 2Hz), 7.34(1H, d, J=2Hz), 8.07(1H, d, J=8Hz),
8.15(1H, d, J=8Hz).
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1-(4-(N-(B=ZTEBRE)-N-ZHRE)-2-RFTE)-2-H
£ -3H-bk M H [4,5-b]M oE -5-R B A M

'H-NMR(CDC1,): 1.14(3H, t, J=7Hz), 1.44(9H, s), 2.66(3H, s),
3.64(2H, q, J=7Hz), 4.02(3H, s), 5.42(2H, s), 6.45(1H, d, J=8Hz),
6.99(1H, dd, J=8, 2Hz), 7.39(1H, d, J=2Hz), 7.56(1H, d, J=8Hz),
8.07(1H, d, J=8Hz). )

B4 1 26-4
058 4 B 14-7, B3I-(U-(N-(BE=ZTERE)-N-ZK
B )-2-% F B )-2-F &% -3H-K M [4,5-b ] uE -5-3R B
H R 5ldmg, B 3-(U-(N-(B=ZTERE)-N-Z K E)-2-
Bl R )-2-FH K -3H-DK M [4,5-b]0 U -5-3R B 535mg,
BEBEH K.
'H-NMR(DMSO-d¢): 1.03(3H, t, J=7Hz), 1.37(9H, s), 2.52(3H, s),
3.59(2H, q, J=7Hz), 5.61(2H, s), 6.55(1H, d, J=8Hz), 7.11(1H, dd,

J=8, 2Hz), 7.49(1H, d, J=2Hz), 8.01(1H, d, J=8Hz), 8.14(1H, d,
J=8Hz).

B e 27-1
B fg B 4-5 , tE2,7-= B #K -3H-Bk M [4,5-b]0

(> b 26 i 30 o debimie e (B R S )

B -5-3 B W M 800mgR 4- B E-N-(BE=ZTREKE)-3-
B-N-H K ¥R 1.96%, #3-(4-(N-(BEZTERE)-N-
Bl )-2-RFE)-2,7-2 B & -3H-BK M I [4,5-b]ME
E -5-¥ M W R L.2600, MREBKH K,

R
)

'H-NMR(CDC1,): 1.45(9H, s), 2.54(3H, s), 2.73(3H, s), 3.21(3H, s),
3.99(3H, s), 5.63(2H, 8), 6.55(1H, d, J=8Hz), 6.98(1H, dd, J=8,
2Hz), 7.39(1H, d, J=2Hz), 7.97(1lH, s).

MASS(ESI): m/z 459 (M+H)*.
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B H B 27-2

8 i 14-7, RI-(4-(N-(E=ZTERE)-V-F K
K)-2-®WFE £ )-2,7-= B K -3H-Bk M 3 [4,5-b 0 wE -5-
% OE W OB 900mg, BI-(4-(N-(BEZTEEKE)-N-F KE)
- ¥ R )-2,7-= B K -3H-BK M [4,5-D]M g -5-3R
B 805mg,
'H-NMR (DMSO-dg): 1.38(9H, s), 2.51(3H, s), 2.63(3H, s), 3.15(3H,
s), 5.57(2H, s), 6.50(1H, d, J=8Hz), 7.15(1H, dd, J=8, 2Hz),

7.55(1H, d, J=2Hz), 7.87(1H, s).
MASS(ESI): m/z 443(M-H) .

(oD ek i J i e B B i 55 OB )

B i f 28-1

OB M Bl 4-5 , @2,7-= B ¥ -3H-Dk M ¥ [4,5-D]IK
W -5-3 B R A 400mgR 4-(N-(E=ZT &R E)-V-Z K £ )
2-F F H m 8l6ng, BI-4-(N-(BE=ZTERE)-VN-Z K
H)-2-| ¥ K 1-2,7-= B 3 -3H-Bk & F [4,5-bI0 g -5-
i B N 846mg, BB M.
'"H-NMR(CDCl,): 1.13(3H, t, J=6Hz), 1.44(9H, s), 2.54(3H, s),
2.74(3H' S)' 3.62(2“, q, J=6Hz), 3-99(3H' S), 5-64(2“, S),
6.55(14, d, J=8Hz), 6.94(1H, dd, J=8, 2Hz), 7.34(1H, d, J=2Hz),
7.97(1H, s).
B H1 28-2

s p 14-7, RI-[4-(N-(BE=ZTEHKE)-N-Z K

o
)

£ )-2-® ¥ £ 1-2,7-= @B B -3H-Bk M H [4,5-b]0E B -5-
Es F A 828mg, BI-[4-(N-FE=ZTERE)-N-Z K &)
S -Em O R )-2,7-= B FK -3H-BK M [4,5-bIMEuE -5-
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it 658mg, M B H K o

'"H-NMR(CDC1,): 1.15(3H, t, J=6Hz), 1.44(9H, s), 2.62(3H, s),
2.76(3H, s), 3.65(2H, q, J=6Hz), 5.55(2H, s), 6.56(1H, d, J=
7.00(1H, dd, J=8, 2Hz), 7.39(1H, d, J=2Hz), 8.06(1H, s).
MASS(ESI): m/z 459(M).

B FFl 29-1

s M 19-1, H2-BH-4-BFE2.5RRAFBREBER
1.68% , B 2-W-1-FHEBERPE-4-BX3.668, @t
W & oo

8Hz),

( mf - 2k i 0 o il B N B e R O )

'H-NMR(CDC1,): 3.12(3H, s), 5.40(2H, s), 7.73(1H, d, J=8Hz),
8.18(1H, dd, J=2,8Hz), 8.79(1H, s).

B B 29-2

OB % B 18-4, tf 2-F E -3H-DK M [4,5-bINE oE -5-
R PR2.00R2-R-1-F B ERPE-4-BF3.06%
, B 3-(2-% -4-RY ¥ )-2-8 K -3H-mk ¢ H [4,5-b]
E-5-R M EMLI.02%, BEER, RI-(2-H-4-B F
B )-2-H F -1H-Bk M H [4,5-b]0E o -5-¥R B B AR 330mg
, W BEE&E.
3-(2-% -4-®8 F K )-2-F F -3H-DK M H [4,5-D]N BE -5~
RBYN

'"H-NMR(CDC1,): 2.55(3H, s), 3.99(3H, s), 5.73(2H, s), 6.80(1H, d
J=8Hz), 7.97(1H, d, J=8Hz), 8.08(1H, d, J=8Hz), 8.16(1H, d
J=8Hz), 8.33(1H, s).

1-(2-%6 -4-F§ % % )-2-0 % - LH-DK B JF [4,5-b 10 g -5-

BEBMY M

'H-NMR(CDC1,): 2.65(3H, s), 4.03(3H, s), 5.51(2H, s), 6.62(1H, d,
J=8Hz), 7.53(1H, d, J=8Hz), 8.01(1H, dd, J=2,8Hz), 8.10(1H, d,
J=8Hz), 8.39(1H, d, J=2Hz).

14

14

B oD 2 H e 30 e 3B e o 9 3
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B OfE Bl 29-3

B 3-(2-4% -4-B§ FE)-2-F £ -3H-BK M [4,5-D]Th
G -5-3 B PR T05ngR B R Z Eenl, 8 HH 6550k
Z@2.11nl, MBEBERS MEKR, AEWEL, HER
%, DM EHRBNKFEBRLE, DZBZERER, &
W Ll D E R M M Ok R BP0 R OK B E, DB OKW B
&%, BREmMMAEESE, B3-(4-KBE-2-RFTE)-2-F
£ -3H-k K% 3 [4,5-b 10k oE -5-3 B W B 608mg, B BH

X o

1

H-NMR(CDC1,): 2.53(3H, s), 3.75(2H, s), 4.00(3H, s), 5.67(2H, s),
6.40(1H, dd, J=2,8Hz), 6.54(1H, dd, J=1,8Hz), 6.72(1H, d, J=1Hz),
8.02(1H, d, J=8Hz), 8.12(1H, d, J=8Hz). |

B8 29-4

S-(4-BF K -2-F F K )-2-F K -3H-bk & [4,5-b 1M
B -5-R B F A 1.00 A EZB®S.0nl, M2,5-= B HE
MO RE G 420mg, MM B R B, FAEEREE, TV
BRBH (RI5:2B2H=3:1), FREHE, MZ B
M10.0ml, M#%E, RO BERER, B3-(2-K-4-(1
U BE K )Y K )-2-8 K -3H-Bk M [4,5-bI0f gE -5-3R B
B R 64lng, MBS &

( o200 0 oy i B (N B 3 )

'H-NMR(CDC1,): 2.58(3H, s), 4.00(3H, s), 5.69(2H, s), 6.34(2H, t,
J=2Hz), 6.74(1H, d, J=8Hz), 7.03(2H, t, J=2Hz), 7.14(1H, dd, J=8,
2Hz), 7.49(1H, d, J=2Hz), 8.08(1H, d, J=8Hz), 8.16(1H, d, J=8Hz).
MASS(ESI): m/z 381 (M+H)".

B4 B 29-5
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8L B 14-7, BE3-(2-F -4-(1-NMEMg B )Y K )-2-H
# -3H-Bk M [4,5-b N oE -5-% B W KR 450mg, 4§ 3-(2-
Bo-4-(1-MEWg X ) E )-2-F K -3H-BK D JF [4,5-D]0 B
-5-¥ B 426mg, B EBEH K.

'H-NMR (DMSO-dg) ¢ 2.55(3H, s), 5.63(2H, s), 6.26(2H, t, J=2Hz),
6.67(1H, d, J=8Hz), 7.41(2H, t, J=2Hz), 7.47(1H, dd, J=8, 2Hz),
7.87(1H, d, J=2Hz), 8.02(1H, d, J=8Hz), 8.15(1H, d, J=8Hz).
MASS(ESI): m/z 365(M-H) .

B 6 F 30-1

OB Bl 14-4, f2,7-= B K -3H-DBk B [4,5-b]0
BE-5-R B P AR 3.00% R 2-F -4-M R ERT.00E, F3-
(2-4 -4-8 % % )-2,7-= B 3 -3H-WK B 3F [4,5-b]0 o -
-y M M E6.42% , B BH K
'H-NMR (DMSO-d,): 2.51(3H, s), 2.63(3H, s), 3.85(3H, s), 5.50(2H,

s), 6.30(1H, d, J=8Hz), 7.58(1H, d, J=8Hz), 7.88(1H, s), 7.95(1H,
s).

B fi Bl 30-2

oM 25-2, WI-[(2-F -4-B)FHE]-2,7-= B &
~3H-Mk M [4,5-bIM oE -5-3 B FER 2.00% R WKW -2-
Wi B 608mg, 4§ 3-[2-F-4-(2-km@HE )T H]-2,7-= H
B -3H-BK M H [4,5-bD]MoE -5-B B FHA, MEHREL.08
% o

'H-NMR(CDC1,): 2.54(3H, s), 2.74(3H, s), 3.99(3H, s), 5.66(2H, s),
6.46(1H, m), 6.61(1H, d, J=8Hz), 6.64(1H, d, J=5Hz), 7.37(1H, dd,
J=8, 1Hz), 7.46(1H, d, J=1Hz), 7.74(1H, d, J=1Hz), 7.98(1lH, s).
MASS(ESI): m/z 395(M+l).

B 4 H 30-3
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P8 M 14-7, 3-[2-F| -4-(2-Bk Mg & )T E ]-2,7-
— P % -3H-BK M [4,5-DIMEE -S-RBAEMRL.ITE, &
3-[2-% -4-(2-0Wk /g 2 ) % 1-2,7-= B & -3H-BF B ¥
[4,5-blMEnE -5-% @, REBA®RE1.07TX.

'H-NMR(DMSO-d¢): 2.52(3H, s), 2.64(3H, s), 5.61(2H, s), 6.56-
6.63(2H, m), 7.06(1H, d, J=5Hz), 7.54(1H, dd, J=8, 1lHz), 7.77(1H,
d, J=1Hz), 7.85-7.90(2H, m).

MASS(ESI): m/z 380(M-1).

B Al 31-1

2,4-Z K F B 3.5 RIBEEWBBI5nl, EokSFBE
10°CLL154r i i 8 B 8, ®k S THREL MER, 8
Avksom ., KEUANZBZEBER, MUAAXRBMNRE
Agi®, UEBEAKAKBEE R, BRMREG, SRAEAGKL
B4.39% , HEHERBBELEE, B§2,4-2 K -5-B % &,
hEBERI.O0R

* H-NMR(CDCls ): 7.73(1H, s), 8.44(1H, s),

(oD 2 s 80 o) i e (N B e 1 S )

B B 31-2
2, 4-— |/ -5-R ¥ E 2.0 WA EZE20ml, BKET
fnoWH & At # 688mg. 1 ANEEHER, MAMUZEZERN
UARBMEAKESF, UDEAXKBKBEZTE, BRMm
B, S EeE®E2.0TR, LESINIHDBEREN (S &K
2Bz M®m=10:1~5:1), $2,4-= K -5-8§ ¥ B, % H
BHERL.9TR
* H-NMR(CDCls ): 2.08(1H, t, J=5Hz), 4.82(2H, d,
J=5Hz), T.57(1H, s), 8.15(1H, s)
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B fF Bl 31-3

OB M 19-1, ®H2,4-= K -5-BWFTE1.96R, §2,4
SR -I-E B R RE-S-E, EBEBWM2.7T5% .
1 H-NMR(CDCls ): 3.14(3H, s), 5.33(2H, s), 7.67
(1H, s), 8.08(1H, s)o
B B 31-4

5B M 14-4, f 2-F FE -3H-DK M [4,5-D 10 BE -5~
wEs HEL1.69% , B3-[(2,4-=®-5-Wf & )F&H]-2-H
B o-3H-Mk M FE [4,5-bIMbuE -5-B B A, MES&E2.10
w, R1-[(2,4-— & -5-R % )F % ]-2-9F % -3H-bk B

(Sl D e ot Jo b b B (B ks 395 o5 )

[4,5-b1mt g -5-FR B H B , th H B & HE473ng,
3-[(2,4-= 4 -5-RY % ) &% |-2-8 % -3H-BKk M 3 [4,5-b]

M ooE -5-% ® W B

"H-NMR(CDC1,): 2.64(3H, s), 4.00(3H, s), 5.64(2H, s), 7.57(1H, s),
6.68(1H, s), 8.08(1H, d, J=8Hz), 8.16(1H, d, J=8Hz).

MASS(ESI): m/z 395(M+1).

1-[(2,4-2 % -5-B % )F % ]-2-8 % -3H-BK ® 3 [4,5-D]

MooE -5-3 B P K

'H-NMR(CDC1,): 2.68(3H, s), 4.03(3H, s), 5.46(2H, s), 7.11(1H, s),
7.54(1H, d, J=8Hz), 7.73(1H, s), 8.11(1H, d, J=8Hz).

MASS(ESI): m/z 395(M+l).

ﬁ B4 B 31-5

4 058 @ @ 14-7, $3-01(2,4-= K -5-W % )F & ]-2-F
a4

% B -3H-DF M 3 [4,5-b]0 oE -5-¥ B B MR 450mg, 1§ 3-[(2
Ja—. A-— R -5-BS K )F E ]-2-8 K -3H-Dk B FF [4,5-b 10 uE
g -5- B8, M BB 8 382me,

AN
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'H-NMR(DMSO-dg) : 2.57(3H, s), 2.64(3H, s), 5.66(2H, s), 7.58(1H,
s), 8.00(1H, d, J=8Hz), 8.13(1H, d, J=8Hz), 8.16(1H, s).
MASS(ESI): m/z 381(M-1).

B Hl 32-1

i 8 W H 29-3, RR3I-[(2,4-=_ W -5-R§ X )F %X ]-2-H
B O-3H-0K M H [4,5-bIMboE -5- B F A 1.5 %, 8 3-[(
b-Mg #E -2,4-Z ®)F B 1-2-8 ¥ -3H-BK M H [4,5-b]0t
BE-5-R B PR, BRELSEL1.256%,
'H-NMR(CDC1;): 2.51(3H, s), 3.94(3H, s), 4.23(2H, br s), 5.47(2H,
s), 6.02(1H, s), 7.25(1H, s), 7.26(1H, s), 8.01(1H, d, J=8Hz),
8.04(1H, d, J=8Hz).
MASS(ESI): m/z 365(M+1l).
B H 32-2

3-[(5-H& #£ -2,4-Z ® )X £ 1-2-5 & -3H-Bk B 5 [4,5

(o Di- 2 i 0t e B B e B O )

~b W uE -5-3R B W BE 500mgi® fE B S5nl, 7E X B 37
mEM1I.03nl, MBBIK. 300 8%, BEEGmmMEH R &
MEKBNAK. 28 FHE, KELERBGRR, 4067
#wE, UDEXKEBEEE, ARMBSE, 50l B &

Bt (BR5: 282K =5:1), 83-[(2,4-— %, -5-(N,N-

Z B RRE D)) E ]-2-F B -3H-DK M M [4,5-b 10K uE -5-%8

B OFOBR, & B 489ng,

'H-NMR(CDC1,): 2.58(6H, s), 2.62(3H, s), 4.01(3H, s), 5.60(2H, s),

6.70(1H, s), 7.41(1H, s), 8.06(1H, d, J=BHz), B.15(1H, d, J=8Hz).
MASS(ESI): m/z 393(M+l).

5 W 6 32-3
i 8/ f 14-7, ®3-[(2,4-= & -5-(N,N-= FF g %))
- B ]-2-F K -3H-BK M [4,5-DINML oE -5- B H g 470
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mg, B 3-[(2,4-= & -5-(N,N-= H fg & ))F & ]-2-§ %
-3H-Bk M FF [4,5-bIMfuE -5-3R B, REBEBEER, 410ng,
o, R1-[(2,4-= 8 -5-R§ % )F % ]-2-F & -3H-0k 1 5
[4,5-bIMtug -5-R B W B, RABF&HEITIng,
'H-NMR(DMSO-d¢): 2.54(6H, s), 2.59(3H, s), 5.56(2H, s), 6.76(1H,
s), 7.60(1H, s), 8.00(1H, d, J=8Hz), 8.12(1H, d, J=8Hz).
MASS(ESI): m/z 377(M-1).
B #1 33-1
BRA3-(4-BE-2-RF XK )-2-F % -3H-Dk M ¥ [4,5-Db]
MooE -5-¥ B F AR 300mg, TR E — % = T K 476ng,
BE 143mg, 4-= B X M oF 22mg R W E K IE 1.5ml, fn &
W2 MR, PEEZIBZIERK. 7HAHRE, U
ARt e®m kS, UnBELTE, BRE, £V
BaEwn (Bi5), B83-[4-(N,N-B(E=ZTE¥KE)KXE)
-2-F| KR ]-2-9 K -3H-mBk M [4,5-b]NEuE -5-F B W
Bi 420mg, ¥ ¥ 8 W .

'H-NMR(CDC1,): 1.42(18H, §), 2.50(3H, s), 4.00(3H, s), 5.69(2H, s),
6.64(14, d, J=8Hz), 6.92(1H, dd, J=8, 2Hz), 7.29(1H, d, J=2Hz),
8.06(1H, d, J=8Hz), 8.15(1H, d, J=8Hz).

B i H 33-2

3-(4-(N,N-B (BE=ZTERE)EKE)-2-RF & )-2-H
B -3H-BKk i H [4,5-b]mt o -5-% B W KR 391lng, HHE 1,4
- I %% 4ml, fn LN NaOH3.7ml, ZEEZE MM 2 B . &
80CHE M 2 HNBEF %, LLING M BpH4L , WAK40nL, &
EHER, B3-(4-(V-8 (E=ZTEHE )EE)-2-§F & ]
-2-F B -3H-BK M [4,5-b]0b oE -5-¥ B 261mg, W H B

-91-
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'"H-NMR (DMSO-d¢): 1.46(9H, s), 2.50(3H, s), 5.54(2H, s), 6.57(1H, d,
J=8Hz), 7.23(1H, dd, J=8, 2Hz), 7.73(1H, d, J=2Hz), 8.00(1H, d,
J=8Hz), 8.12(1H, d, J=8Hz), 9.61(1H, s).
BOfE B 34-1
5% % fl 65, R 3I-(4-RE -2-|WF #)-2-F & -3H-IK
M3 [4,5-bI0 g -5-3R B H BB 300mg, 18 3-(2-%| -4-(2-
SR MK )T K )-2-F & -3H-0K 1 H [4,5-b]0k oE -5-3&

B OB 3l5mg, ¥ HE BB K.
'H-NMR(CDC1,): 1.29(3H, t, J=7Hz), 2.53(3H, s), 3.99(3H, s),

4.21(24, q, J=7Hz), 5.60(2H, s), 6.53(1H, d, J=8Hz), 6.97(1H, dd,
J=8, 2Hz), 7.68(1H, d, J=2Hz), 8.06(1H, d, J=BHz), 8.14(lH, d,
J=8Hz).

MASS(ESI): m/z 403 (M+l).

BOfi B 34-2

B fE B 14-7, H3-(2-FW-4-(ZEHEBE )T E)-2-
O -3H-BK I [4,5-bIRtE o -5-3R M B BB 312ng, 13 3-
(2-F -4-(Z KB E )T E )-2-8F & -3H-BK M3 [4,5-b]
M WE -5-¥ B 319mg, ¥ H B8 Ko

'H-NMR(CDC1,): 1.31(3H, t, J=7Hz), 2.63(3H, s), 4.22(2H, q, J=7Hz),
5.55(2H, s), 6.62(1H, d, J=8Hz), 7.06(1H, dd, J=8, 2Hz), 7.72(1H,
d, J=2Hz), 8.16(1H, d, J=8Hz), 8.22(1H, d, J=8Hz).

MASS(ESI): m/z 387(M-1).

B f1 35-1

3-(4-Kg % -® F F )-2-F & -3H-DK B F [4,5-b 10 g
-5-MR B R RR00nIB E B B K 3.0nl, MZEZ K 110mg
, Ek B T XEE 115ng, EEBMEI0D, EFER
BT AR, MAKTURBGERLZ X. SO FHE
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U MBRBEN KREMEE KESF, UEKKBRKXE
B, BERmMERESE, NCRMBEE R, & B&K,
B3-(2-F| -4-(N- /R BERR £ )% & )-2-H X -3H-Dk B ¥

[4,5-blMtuE -5-%R M F MR, @ " &84 @& 328n¢g,

'H-NMR(CDC1,): 0.88(3H, t, J=THz), 1.28-1.42(2H, m), 1.62-1.73(2H,
m), 2.34(2H, t, J=THz), 2.52(3H, s), 3.99(3H, s), 5.54(2H, s),
6.33(1H, d, J=8Hz), 7.07(1H, dd, J=1, BHz), 7.87(1H, d, J=l1Hz),
8.10(1H, d, J=8Hz), 8.16(1H, d, J=8Hz).

MASS(ESI): m/z 415(M+1).

B i 41 35-2

98 i H 14-7, BE3I-(2-F| -4-(N- R BEMR X ) & )-2-
BOE -3H-bk M H [4,5-bIMEoE -5-3% 8 KR 300mg, 15 3-
(2-F -4-(N- R BE R ¥ ) % )-2-F X -3H-BK M 3 [4,5-D]
-5- B, &EERE, 236ng,

'"H-NMR (DMSO-ds): 0.88(3H, t, J=7Hz), 1.22-1.37(2H, m), 1.49-
1.61(2H, m), 2.28(2H, t, J=7Hz), 2.51(3H, s), 5.56(2H, s),
6.57(1H, d, J=8Hz), 7.26(1H, dd, J=1, 8Hz), 8.00(1H, d, J=1Hz),
8.01(1H, d, J=8Hz), 8.13(1H, d, J=8Hz). '

MASS(ESI): m/z 399(M-1).

B Bl 36-1

3-(4-Hg % -2-®| F K )-2-F K -3H-DK I 3 [4,5-b ]
E -5-B M PR 300ng®E E =K ¥ A 3.0nl, foOEoE 143me
, E S TWI-THER 53ng WS @, #% @
BT M. mMATUBEHEBER2 R, &6 L0 EKR
B Ak RBEHMEEAES, UBAKKBELZHE, @ BR
W, mEPEBEMBAESE, BEBRARRZ, §3-(4-(8-(1-T
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B OEE R )R B )-2-K| Y E )-2-F E -3H-BK M [4,5-b ]
WE-5-3R M R R, B R BE M 28Te,

"H-NMR(CDC1;): 0.90(3H, t, J=7Hz), 1.35-1.49(2H, m), 1.74-1.86(2H,
m), 2.53(3H, s), 3.10-3.17(24, m), 3.99(3H, s), 5.61(2H, s),
6.34(1H, d, J=8Hz), 6.90(1H, dd, J=1, 8Hz), 7.31(1H, d, J=1Hz),
8.07(1H, d, J=8Hz), 8.13(1H, d, J=8Hz).
MASS(ESI): m/z 451(M+1).
B fF #l 36-2

0 8 it 14-7, W 3-(4-(N-(1-T BB B )IKEE)-2-K
FRO)-2-H K -3H-Bk M H [4,5-bINE o -5-R B H B 265ng
, 1§ 3-(4-N-(1-T B B X )i & )-2-® % & )-2-H & -31-
Bk B [4,5-DIMEoE -5-R B , W ¥ B 4 & 235mg,
'"H-NMR(DMSO-dg): 0.81(3H, t, J=7Hz), 1.25-1.40(2H, m), 1.54-
1.66(2H, m), 3.07-3.15(2H, m), 3.57(3H, s), 5.56(2H, s), 6.60(1H,
d, J=8Hz), 7.05(1H, dd, J=1, 8Hz), 7.34(1H, d, J=1Hz), 8.00(1H, d,
J=8Hz), 8.12(1H, d, J=8Hz).
MASS(ESI): m/z 435(M-1).
BOfE B 37-1

15 8 i #1 35-1, € 3-(4-F& & -2-| ¥ £ )-2-H £ -31-
WK 1 3 [4,5-b]0E o -5-R B8 H BR 300mg R E =T £ 2 B
® 128mg, F3-(2-W-4-(N-(B=ZT EZ B X K &)X
B )-2-F B -3H-0K M H [4,5-b]NMbuE -5-R B P AR, ® K
B & & 3468,

"H-NMR(CDC1,): 1.06(9H, s), 2.20(2H, s), 2.49(3H, s), 3.99(3H, s),
3.53(2H, s), 6.35(1H, d, J=8Hz), 7.05(1H, dd, J=1, 8Hz), 7.95(1H,
d, J=1Hz), 8.05(1H, d, J=8Hz), 8.15(1H, d, J=8Hz).

MASS(ESI): m/z 429(M+1).
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A HRHRHE C)

B H37-2

e 14-7, R3I-(2-|W-4-(N-(BE=ZT X Z B %)
M # ) % )-2-9 K -3H-BK M M [4,5-b]M nE -5-32 B H
B 320mg, B/ 3-(2-| -4-(N-(B=Z2T EZ B X )IK & )F
Bo)-2-F B -3H-BKk M [4,5-DIMboE -5-R B, ®EHE GBS
e 346mg,

'"H-NMR (DMSO-dg): 0.99(9H, s), 2.16(2H, s), 3.57(3H, s), 5.56(2H,
s), 6.55(1H, d, J=8Hz), 7.25(1H, dd, J=1, 8Hz), 8.00(1H, d,
J=8Hz), 8.01(1H, d, J=1Hz), 8.11(1H, d, J=8Hz).

MASS(ESI): m/z 415(M+1).

5 i Hl 38-1

i 84 4l 4-5 , R 2-Z BERR B -6-18 -3-By M gE 1.005%
RA- (N, V- (E=ZTEHRE )BRE)-2-ERFEHR2.10% ,
B2-(N-Z B8 K -N-(4-(N,N-8 - (BE=T & % & )z ¥ )-2-
REE)-6-B-3-BiMog2.300 , REABIHF&K&H,
'H-NMR(CDC1,): 1.42(18H, s), 2.19(3H, br. s), 5.38(2H, br. s),
7.06(1H, d, J=8Hz), 7.21(1H, br. s), 7.49(1H, br. s), 7.62(1H, d,
J=8Hz), 8.10(1H, d, J=8Hz).
5 f ¢ 38-2

i 88 4l 4-6 , R 2-(N-2 B FE -N-(4-(N,N-% - (5 =
TE R E )R E)-2-FF & )l & )-6-%& -3-§Mwg 2.01

( od i 2 5 B o ke B (N B kel 1B -0 )

il o, B3-(4-(N,N-% (B TEREEIRE)-2-BF%)-
z 5-( -2-F K -3H-DK DK 3 [4,5-blMi e 2 M EW2.01%% ,

ot

i BOE B W .

5_ 59 fi§ 41 38-3

2 W b — M E W 1.90M W 1,4-= 15 £ 1anl, M 1NNaOK
N
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A #HRH C )

T.0ml, MEBEKES MNE®R, K&, FM, £ FHRH
304y , MEXBIm AKE, B83-U-(N-(BE=ZTEKE K
K )-2-®F K )-5-% -2-F K -3H-Bk M 3 [4,5-b]0f &

1.45% , K BB B X o

'H-NMR(CDC1,): 1.50(9H, s), 2.47(3H, s), 5.50(2H, s), 6.49(1H, br.
s), 6.55(1H, d, J=8Hz), 6.93(1H, dd, J=8, 2Hz), 7.37(1H, d,
J=8Hz), 7.72(1H, br. s), 7.83(1H, d, J=8Hz).

MS(ESI): m/z 452(M+l).

B #1 38-4

OB A 12-2, HI-(U-(N-(B=ZTEREIKE)-2-
BOF R )-5-% -2-FH K -3H-pk M [4,5-b]0uE 500me,
BI-(4-(N-(B=ZTEHE)BRE)-2-BRFE)-2-F & -
SH-BK I 3 [4,5-b1MEoE -5-38 B A M 621mg, R B & F &
B .

( Sood i i B i ok B B i 5 OB )

'H-NMR(CDC1,): 1.50(9H, s), 2.54(3H, s), 4.00(3H, s), 5.61(2H, s),
6.56(1H, d, J=8Hz), 6.60(1H, br. s), 6.91(1H, dd, J=8, 2Hz),
7.72(1H, br. s), 8.05(1H, d, J=8Hz), 8.14(1H, d, J=8Hz).

MS(ESI): m/z 431(M+1). .

B @ 41 38-5

OB om 17-1, I-(4-(N-(BE=ZTEHE K E)-2-
BOFE)-2-F B -3H-mk M [4,5-b]MboE -5-3 B W M
539mg, B 3I-(4-K ¥ -2-®F ¥ )-2-9 K -3H-Bk M F [4,

R
A

5-blMuE -5-BR B P E _BBRE, REEBERLILI0E,

'H-NMR(DMSO-dg) : 2.62(3H, s), 3.89(3H, s), 5.55(2H, s), 6.65-
6.79(2H,m), 7.06(1H, s), 8.10(1H, d, J=8Hz), 8.25(1H, d, J=8Hz).
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- gmnm )

B {5 #1 38-6
Pt sk 91 65, # 3-(4-M % -2-| F & )-2-% & -3H-IF
W 3 [4,5-b]MbuE -5-3 B W MR — 58 # W 390negR WK B
2R M 173ng, B3-2-K-4-(N-(EAREREIRE)T
B )-2-F B -3H-bk M H [4,5-b]Mf oE -5-3% B H K 310m¢g
e ®HBE S

(oo i 2% 5 o ke B (N B e 1R 5 )

'H-NMR(CDC1,): 1.28(6H, d, J=7Hz), 2.53(3H, s), 3.99(3H, s), 4.95-
5.05(1H, m), 5.62(2H, s), 6.58(1H, d, J=8Hz), 6.98(1H, dd, J=8Hz),
7.70(1H, s), 8.05(1H, d, J=8Hz), 8.15(1H, d, J=8Hz).
MS(ESI): m/z 417 (M+1).
B B39
Whow i B 14-7, RI-(2-K-4-(N-ERERE K E)
WO )-2-F K -3H-mk M (4,5-bIMEoE -5-FR B8 W AR 300meg
B3-(2-F®-4-(N- (RN EHE)RE )T E)-2-§ & -
SH-MK W H [4,5-bIMbog -5-R B , R H B & & 178mg,
'H-NMR (DMSO-dg): 1.23(6H, d, J=7Hz), 2.50(3H, overlapped with
DMSO-d,), 4.80-4. 94(1H, m), 5.55(2H, s), 6.58(1H, d, J=8Hz),
7.25(1H, dd, J=1, 8Hz), 7.71(1H, s), 8.00(1H, d, J=8BHz), 8.12(1H,
d, J=8Hz).
B4 40-1

BA3-(2-W-4- (PR E)FTE)-2-F & -30-k & ¥
[4,5-b10kuE -5-¥ 8 H KF — % 8 % 418mg, U uE 396ngk
mE K420, FkS TEMNEKBMB0.115nl, &
EFEBES MNER, P EEZBZIER K. MUK
e W okEFE, DnBBEEs, FEBEBAEALZ, UoBYH L

B3-(2-®/ -4-(N-CE B E-N-FWRRE )T E)-2-F & -

-917-
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z#mRn )

SH-IK I 3 [4,5-D10E g -5-3 8 W B8 340ng, B BH Ko

'H-NMR(CDC1;): 1.25(3H, t, J=6Hz), 2.56(3H, s), 3.26(3H, s),
4.00(3H,s), 4.18(2H, q, J=6Hz), 5.65(2H, s), 6.60(1H, d, J=8Hz),
7.02(1H, d4d, J=8, 2Hz), 7.40(1H, d, J=2Hz), 8.07(1H, d, J=8Hz),
8.15(1H, d, J=8Hz).
MS(ESI): m/z 417(M+1).
B 4§ B 40-2

i 8 H 14-7, W I-(2-F| -4-(N-2Z & ¥ & -N-H g &)
OB )-2-F K -3H-DK M [4,5-b10E oE -5-3R B FH KR 335me
, B3-(2-F|-4-(N-CE B E-N-FIgE)FTE)-2-07 & -
SH-MK W& # [4,5-b 10k oE -5-3R 8 287Tmg, HE KM X

(oo 40 e B v B 56 )

'H-NMR(CDC1,): 1.26(3H, t, J=6Hz), 2.65(3H, s), 3.26(3H, s),
4.19(2H, q, J=6Hz), 5.57(2H, s), 6.60(1H, d, J=8Hz), 7.08(1H, dd,
J=8, 2Hz), 7.45(1H, d, J=2Hz), 8.18(1H, d, J=8Hz), 8.24(1H, d,
J=8Hz).
BB 41-1

kol 117 , RRI-(4-RE-2-|WF & )-2-H & -31-
Mk M H [4,5-b ] oE -5-R B F B 300ng R R MM ERNB
93mg, ¥ 3-(2-W|W-4-3-(ERE )KRE)FT &E)-2-801 & -
SH-BK & FH [4,5-b1Mb g -5- B F M, ® & B & 220ng,

'H-NMR(CDC1,): 0.86(3H, t, J=THz), 1.42-1.58(2H, m), 2.49(3H, s),
3.15-3.25(24, m), 3.97(3H, s), 5.49(2H, s), 5.92(1H, d, J=8Hz),
6.84(1H, dd, J=1, 8Hz), 7.32(1H, d, J=1Hz), 8.11(1H, d, J=8Hz),
8.17(1H, d, J=8Hz).

MS(ESI): m/z 416(M+1).

.
A

B o0 H 41-2
15 8 8 M 14-7, R 3-(2-K| -4-(3-(F W & R & )¥F &)
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- s5mum )

~2-F B -3H-BK M [4,5-bIMtug -5-3R B W B 215ng, B
3-(2-F| -4-(3-(ERE )R E ) & )-2-F & -3H-Ibk B ¥
[4,5-b]lmtouE -5-R M , "B B4 &% 136ng,

'H-NMR (DMSO-d¢) : 0.85(3H, t, J=7Hz), 1.35-1.50(2H, m), 2.50(3H,
overlapped with DMSO-d¢), 2.96-3.07(2H, m), 5.53(2H, s), 6.50(1H,
d, J=8Hz), 7.00(1H, dd, J=1, 8Hz), 7.85(1H, d, J=1Hz), 8.00(1H, d,
J=8Hz), 8.12(1H, d, J=8Hz).

MS(ESI): m/z 400(M-1).

BB 42-1

3-(4-K % -2-®F & )-2-5 F -3H-BK M [4,5-b ]k
BE -5-¥ B B OBR 450mg 2 AN, N-= B B R B Snl , 0
1-(3-—_ B £ )R ¥ )-3-C ERE-FKE ¥ ™S 391ng,
1-8 ¥ H =W 276ngRk 4-1R T B 318mg, E X @M H 6 /I
Bk, EokS TmAksnl, BRELER, ARBRRE, 8§ 3-
(4-(((4- B T B E ) BE)-2-FF & )-2-F % -3H-K K
FF [4,5-bI0tk g -5-3 B W MR 436ng, B H B H & .
'H-NMR (CDC1,-CD,0D) ¢ 2.10-2.20(2H, m), 2.53(2H, t, J=7Hz), 3.63(2H,
t, J=7Hz), 4.00(3H, s), 5.62(2H, s), 6.51(1H, d, J=8Hz), 7.18(1H,

dd, J=8, 2Hz), 7.87(1H, d, J=2Hz), 8.06(1H, d, J=8Hz), 8.15(1lH, d,
J=8Hz)

BoE e 42-2

3-(4-((4- BT EHEE ) KRE)-2-EFE)-2-F & -31-K
M H [4,5-bDINE oE -5-3R B W KR 425gF EN,N-Z B K BB
B 5ml , Ho BK B8 #7 245ng, 60CHH2 ME®R, K&ET
mAk, MZBZEBER, TRUAK, ETERBRNA KR
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M eEE KESE, UEKBBREZRE, SBESE, Ml
Biomlfi m# . S %k, BRELEE, NRAEERE ., &
3-(2-F/ -4-(2-§F W E-1H-WE b8 -1-%K )5 &K )-2-F & -3H-
MK D% 3 [4,5-biM oE -5-3% B B OBE 235mg, B E B E & o

'H-NMR(CDC1,): 2.11-2.22(2H, m), 2.54(3H, s), 2.61(2H, t, J=7THz),
3.80(2H, t, J=7Hz), 4.00(3H, s), 5.66(2H, s), 6.67(1H, d, J=8Hz),
7.31(14, dd, J=8, 2Hz), 7.88(1H, d, J=2Hz), 8.06(1H, d, J=8Hz),
8.14(1H, d, J=8Hz)

1 fi #l 42-3
8 @ 14-7, R 3-(2-| -4-(2-E W& -1H-0f 1§ -1-
B K )-2-F B -3H-BK M [4,5-bIM g -5-38 B8 B

(ot - 2 i 0 o) ikl B (Y B e R 0SS )

215mg, B 3-(2-F/ -4-(2-§ W | -1H-0Emg -1-% ) & ) -
2-F R -3H-Mk Mk FH [4,5-b 0k uE -5-¥ B 194ng, % H &

% &

'H-NMR (DMSO-dg): 1.98-2.09(2H, m), 2.47-2.52(5H, m), 3.78(2H, t,

J=7Hz), 5.60(2H, s), 6.64(1H, d, J=8Hz), 7.40(1H, dd, J=8, 2Hz),

B Hl 43-1

ol 65, # 3-(4-M & - ¥ &£ )-2-8 K -3H-K ¥ ¥
[4,5-b]Wt o -5-R B 9 B 450neg R W IR B 2-®/ 2 BE 253meg
, B3-(2-8 - 4-((2-RZERE ) BE )Y E)-2-7 £ -
SH-Bk Mg F [4,5-bIMbng -5-R B P BB 471ng, BB & & .

'4-NMR(CDC1,): 2.59(3H, s), 3.70(2H, t, J=7Hz), 3.98(3H, s),
4.41(2H, t, J=THz), 5.60(2H, s), 6.48(1H, d; J=8Hz), 7.01(1H, dd,
J=8, 2Hz), 7.64(1H, d, J=2Hz), 8.11(1H, d, J=8Hz), 8.18(1H, d,
J=8Hz).

e
A

B Bl 43-2

-100-
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B BERE ()

3-(2-®] -4-((2-m 2 &8 W &% I E I)FVE)-2-F & -31-
Bk e [4,5-bINE o -5-38 B B K5 240ngid 7£ B B 3ml, 7
=\ m28% HEE M 159ngH BE AWK , 7£ 60°C A £ 2 /N B
%, TS THUINEB Y, M EKEBNK, UR
W, M Ees KgE, DEKKEBELZZ, AR
®e, WMZBZ2BERHn MR, HEs®, BEEE. M
B ERE, 83-(2-®"-4-(2-| -1,3-05 g -3-%)F
B )-2-H K -3H-BF M H [4,5-b Mt g -5-¥8 B H A 121ng,
HEBHE &

( md i 2 i 3o o ke B B e G o )

'H-NMR(CDCL;): 2.54(3H, s), 3.98-4.03(5H, m), 4.49(2H, t, J=7Hz),
5.66(2H, s), 6.71(1H, d, J=8Hz), 7.21(1H, dd, J=8, 2Hz), 7.80(lH,
d, J=2Hz), 8.06(1H, d, J=8Hz), 8.14(1H, d, J=8Hz)
B i #1 43-3

i 8L i # 14-7, W 3-(2-%| -4-(2-|] -1,3-15 M oF -3-
B)F B )-2-H K -3H-bk M H [4,5-b]MbuE -5-B B H B
27Tmg, 19 3-(2-| -4-(2-| -1,3-15 W og -3-% ) & )-2-
OB -3H-IK M [4,5-b )0 o€ -5-3R B B2 3-(2-%,| -4-((2-
BRCE)BRE)YE)-2-B K -3H-K MK H [4,5-b]MuE -5-
EBMPBIENYD, REEH K.
B H o 44-1

% ME RS B 26nl% M F -35°C i M, fE-35~ -25°C
mA-2 B E-2-WRX A AER6.5 %, B3I KR
, k&R HEMAK260m] o, BWMESE KA, BEimE
100 R WBEREBW, BI-ZBKEE-2-8 -5-1§ X 9 B

o> a 3L H ma 3o e P Gk o %%“'\é\‘
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100
A~ BHARAE ()
R, BERE RI.I2RRAI-CERE-2-KR-3-H X H
B EH A, HEBEEH1.7T & (225) .
A-Z BB E-2-R-5-B X HEBHE M
1H_NMR(CDC13): 2.34(3H, s), 3.96(3H, s), 8.83(1H, s), 9.06(1H, =).
MS(ESI): m/z 271(M-1).
A-Z R E-2-H-3-HXHBEBMN

1
H-NMR(CDC1,): 2.23(3H, s), 3.96(3H,s), 7.99(1H, d, J=8Hz),
8.36(1H, d, J=8Hz).

MS(ESI): m/z 271(M-1).
B Bl 44-2

el el 16-5, RA-(N-ZBEKE)-2-F-3-B8 X 7 B
FE1.67% , F4-(N-Z BE & -N-FRE)-2-® -3-8 ¥
HEBER, REBEER, L.41K

(oD 2 s o1 o debighe B¢ (VB el e 5 - )

'"H-NMR(CDC1;): 1.88(3H, s), 3.17(3H, s), 4.00(34, s), 7.35(1H, d
J=8Hz), 8.05(1H, d, J=8Hz).

14

B B 44-3

s el 4-6 , HA-(N-Z B E-N-F IR E)-2-| -3-
B X BB P ORR1.39% , BA-FK -1,2-= B B -1H-% ¥ K
W-5-FMAMR, REEBEEL.09R

'H-NMR(CDC1,): 2.67(3H, s), 3.76(3H, s), 3.96(3H, s), 7.20(1H, d,
J=8Hz), 7.83(1H, d, J=8Hz).

MASS(ESI): m/z 239(M+1).

B B 44-4

A-F -1,2-— B B -1H-F% HF KK -5-B B FRE1.07% &
EEAEMEKREIInl, EFB 2> W E L E 198ng, M
BOo0CHPME2 MF, L1 NBEZHERES XR&EMWE S L H

-102-
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EoRERHA ()

99mgtk , ki LA INEEBE W B2 , EEBBHEIOD &
, MBI . BEEH, §F4-® -0-BH XK -1,2-= § %X -
IH-R F KB, B4 & 48Tng, BB UK 5 : W E=5:1
XWME Xk, aFUEARBGBBELESE, BRmES, R
ARG R, SEMNYEESE &K 4T1ng,
'H-NMR (DMSO-dg) : 2.54(3H, s), 3.73(3H, s),4.66(2H, d, J=5Hz),
5.26(1H, d, J=5Hz), 7.35(1H, d, J=8Hz), 7.44(1H, d, J=8Hz).
MASS(ESI): m/z 211(M+l).
B i H1 44-5

BB 19-1, 4-F| -5-F B O -1,2-= B ¥ -1H-% ¥
Bk 1 885mg, 15 4-®| -5-®| B B -1,2-= B £ -1H-% ## X
i, REBEHRBILI.200 .
'H-NMR(CDC1,): 2.75(3H, s), 3.78(3H, s), 4.87(2H, s), 7.24(1H, d
J=8Hz), 7.39(1H, d, J=8Hz).
MASS(ESI): m/z 229(M+1).
Bl Bl 44-6

75 8L 4 B 18-4, B 2-F B -3H-BR M [4,5-b]ut 0 -5-
B HE T20mgR 4-W -6-®| B OB -1,2-= B K -1H-% #
Bk ¢ 949meg, 1§ 3-[(4-®| -1,2-= B B -1H-3 F Bk -5-
BEO)R K ]-2-8 K -3H-PK M FH [4,5-b]ME o -5-38 B H B
, BB 465ng, R 2-[(4-F| -1,2-= B & -1H-% ¥} B
M -5-% B K ]-2-F K -3H-Bk M [4,5-b 10 og -5-¥8 B
Ml , mEBEEABES>HI0Ong,
3-[(4-®|W -1,2-— F & -1H-FX HF k¥ -5-% )f X |-2-H
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HE -3H-k M [4,5-b]Mh oE -5-R B F B

'H-NMR(CDC1,): 2.51(3H, s), 2.66(3H, s), 3.70(3H, s), 4.01(3H, s),
5.85(2H, s), 6.70(1H, d, J=8Hz), 7.04(1H, d, J=8Hz), 8.05(1H, d,
J=8Hz), 8.15(1H, d, J=8Hz).

MASS(ESI): m/z 384(M+l).

2-[(4-F -1,2-— B8 ¥ -1H-F F bk ¥ -5-% )H & ]-2-H

H -3H-BRk M I [4,5-b IR 0E -5-3R B B M

'H-NMR(CDC1,): 2.67(3H, s), 2.69(3H, s), 3.72(3H, s), 4.02(3H, s),
5.60(2H, s), 6.46(1H, d, J=8Hz), 7.05(1H, d, J=8Hz), 7.55(1H, d,
J=8Hz), 8.04(1H, d, J=8Hz).

MASS(ESI): m/z 384 (M+l).

5o H 44-7
8L e 14-7, ® OE3I-[(4-F -1,2-= B & -1H-%F ¥
Bk M -5-% ) B B ]-2-F0 2 -3H-BE M H [4,5-b N oE -5-3R

(om0t i T B e 350 O )

it B OKg 450meg, 8 3-[(4-%, -1,2-= B B -1H-3 3 BK B -5-
B O)E K ]-2-B K -3H-mk M H [4,5-b]0EoE -5-38 B, &
fa % % 370mg,

'H-NMR(DMSO-d¢): 2.48(3H, s), 2.59(3H, s), 3.72(3H, s), 5.75(2H,
s), 6.60(1H, d, J=8Hz), 7.40(1H, d, J=BHz), 8.01(1H, d, J=8Hz),
8.14(1H, d, J=8Hz).

MASS(ESI): m/z 368(M-1).

B H 45-1

B il 16-5, WA-Z BB E-2-K -5-H X HF BB
1.5 %, B4-(N-2 B & -N-F R E)-2-§ -5-8 X 7 B
HE, REEBESEHL.LIIR.

o
=\

"H-NMR(CDC1,): 1.87(3/2H, s), 2.26(3/2H, s), 3.22(3/2H, s),
3.46(3/2H, s), 3.98(3/2H, s), 4.01(3/2H, s), 7.43(1/2H, s),
7.53(1/24, s), 8.51(1/2H, s), B.56(1/2H, s).

MS(ESI): m/z 287 (M+1).

ST P 2 o)om e H O 3 e P ol o S 3%
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B fl45-2
B e a-6 , RA-(N-Z B & -N-F & )-2-8W -5~
B X B B8 W MR 489mg, M 6-% -1,2-= B K -1H-FX H KK

-5-R M PR, MBS &I80ne,

'H-NMR(CDC1,): 2.62(3H, s), 3.72(3H, s), 3.95(34, s), 7.36(1H, s),
8.18(1H, s).

MASS(ESI): m/z 239(M+1).
5 P 45-3

B4 B 23-1, R6-F| -1,2-= B K -1H-% H KM -5-
BB W H3T0ng, F6-W-5-F P R -1,2-— B K -1H-3%F

Fomk e, & fE A4 & 150ng,

'H-NMR(CDCL;): 2.60(3H, s), 3.70(3H, s), 4.85(2H, s), 7.30(1H, s),
7.75(1H, s).

MASS(ESI): m/z 211(M+1).
5l 45-4

s f 19-1, RE6-| -5-F B E-1,2-2 B K -1H-%¥
Bk 140mg, 5 6-4K -5-®| F & -1,2-= F B -10-%X ¥
Mk mE o, B OB W 150mg,

(oD 2t Jo i e B (v B el 55 o5 )

'H-NMR(CDC1,): 2.66(3H, s), 3.74(3H, s), 4.83(2H, s), 7.38(1H, s),
7.79(1H, s).

MASS(ESI): m/z 229(M+1).

o
A

B i 6l 45-5

i 8 B 18-4, & 2-F B -3H-DK M H [4,5-b]0 o€ -5-
BB FM110ngRk 6-| -5-%| B & -1,2-= B & -1H-KX }#
Bk mE 138mg, 9 3-((6-4 -1,2-= B B -1H-3 7 bk M -5-
BE)R K )2-F F -3H-BK M [(4,5-bIMoE -5-38 B W B %
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B % 135ng, B 1-((6-% -1,2-= H % -1H-3 3 Dk K&
“5-E Y K )-2-B R -1H-BF M [4,5-b10 oE -5-3R B H
B &5 & .
3-((6-% -1,2-= H X -1H-F F KM -5-% )F & )2-§7 &
-3H-M¢ M F [4,5-b]0E oE -5-32 B8 H B

'H-NMR(CDC1,): 2.51(3H, s), 2.52(3H, s), 3.69(3H, s), 3.97(3H, s),
5.76(2H, s), 6.85(1H, s), 7.37(1H, s), 8.07(1H, d, J=8Hz),
8.13(1H, d, J=8Hz).

MS(ESI): m/z 384 (M+l).

B fi I 45-6

WM 14-7 , R 3-((6-F| -1,2-= B E -1H-% HF K
W -5-% VB X )-2-H B -1H-Bk B [4,5-b 0 og -5-3% B
B 85mg, 5 3-((6-%4% -1,2-— B ¥ -1H-FX H KK -5-%)
B )-2-F B -3-PBE M [4,5-bINbuoE -5-B B, KHEEB
% & T0ng,

"H-NMR (DMSO-d¢): 2.56(3H, s), 2.73(3H, s), 3.90(3H, s), 5.76(2H, s),
6.95(1H, s), 8.05(1H, d, J=8Hz), 8.20(1H, d, J=8Hz), 8.32(1H, s).
MS(ESI): m/z 370(M+1).

B f o 46-1

Moo -2-R B PR, BHEEBWMILII.AK .

lH-NMR(CDC1,): 1.44(1H, t, J=7Hz), 4.48(2H, d, J=7Hz), 7.84(1H, d,
J=1Hz), 8.54(1H, d, J=1Hz).

( of - 2 i ot kit B (VB i B o )

o
A}

HE-D PSR oo e H w3 P 3 o o S 2R

B Hl 46-2
BBl 31-2, RI3,6-Z® -ME-2-KMIB2.0%,
B3, 5-“R-2- (R W E ) ME, BREEHEL.I137.
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05

IH-NMR(CDC1,): 3.97(1H, t, J=5Hz), 4.78(2H, d, J=5Hz), 7.73(lH, d,
J=1Hz), 8.47(1H, d, J=1Hz).
2 i H 46-3
o8 g @ 19-1, ®3,5-=~ | -2-( W & )i ug 700mg,
B3, 5--R-2-(FEEBEFE)LR, REEBBHEL.01
T o

'H-NMR(CDC1,): 3.13(3H, s), 5.44(2H, s), 7.79(1H, d, J=1Hz),
8.51(1H, d, J=1Hz).

B4l 46-4

P8 e @ 18-4, 4 2-F B -3H-BR MK [4,5-b]0f o€ -5-
e B WK 586mg R 3,5-— W -2- (W B ESRRE R )Mo 1.01
W, B3-[(3,5-= KM owE -2-% )F K ]-2-F K -3H-K K
3 [4,5-bImfug -5-3 B WA, RE®LRK4T6neg, R 1-
[(3,5-= 4 M o -2-%% )@ % ]-2-F ¥ -3H-Bk M 3 [4,5-b]
MowE -5-% B W R, W B IF&HEILIIBNg
3-0(3,5-= @ Mg -2-% )F % ]-2-F & -3H-Dk M F [4,5

-b It uE -5-3 B ¥ B

'H-NMR(CDC1;): 2.54(3H, s), 3.97(3H, s), 5.74(2H, s), 7.77(1H, br
s), 8.04(1H, d, J=8Hz), 8.11(1H, d, J=8Hz), 8.21(1H, d, J=1Hz).
MASS(ESI): m/z 351 (M+l). }

1-[(3,5-= & Wb ng -2-% )@ & |-2-9 X -3H-Dk B F [4,5

-bInt ug -5-¥% B B B

'H-NMR(CDC1;): 2.71(3H, s), 4.00(3H, s), 5.51(2H, s), 7.64(1H, d,
J=8Hz), 7.79(1H, br s), 8.06(1H, d, J=8Hz), 8.31(1H, br s).
MASS(ESI): m/z 351 (M+l).

B fH 1 46-5
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BB 14-T7, BH3-[(3,5-= W MboE -2-% )W E ]-2-
Bk -3H-Dk i [4,5-DINEnE -5-38 B F BR 460mg, 1§ 3-1
(3,5-= @ Mbug -2-% )@ & ]-2-9 X -3H-0k i 3 [4,5-b]

Moo -5-¥% B, ®&EEM3I60E,

'H-NMR (DMSO-d¢) : 2.50(3H, s), 5.78(2H, s), 7.96(1H, d, J=8Hz),
8.09(1H, d, J=8Hz), 8.35-8.40(2H, m).

MASS(ESI): m/z 335(M-1).

5 47-1

P88 p 18-4, M 2,7-= B F kM [4,5-D]0E BE -5-

(oD 2 it o oy e e (v B b N oW )

B P RR 150ngRk 3,5-= &K -2-(H BB W % )t o€ 225mg
, B 3-((3,5-Z R Mo -2-% )F £ )-2,7-= F &£ -3H-IK
MFF [4,5-b 1M uE -5-¥ B W B 237ng, H BB K.

"H-NMR(CDC1;): 2.54(3H, s), 2.73(3H, s), 3.96(3H, s), 5.73(2H, s),
7.75(1H, d, J=1Hz), 7.94(1H, s), 8.21(1H, d, J=1Hz).

B f 47-2

8L 4 p o 14a-7, W 3-((3,5-= @ Mo -2-% )R &K ]-2,
T-— B B -3H-MK M H [4,5-b]0E g -5-38 B8 ¥ K5 234ng,
B 3-((3,5-= W M ug -2-% ) & )-2,7-= B & -3H-IK K
Ho[4,5-b1mkog -5-3 8 207Tng, HE W K.
'H-NMR(CDC1y): 2.68(3H, s), 2.75(3H, s), 5.64(2H, s), 7.60(1H,d,

J=1Hz), 8.00(1H, s), 8.26(1H, d, J=1Hz).
MS(ESI): m/z 352(M+1).

o
A}

Bl 48-1
Ho6-hg B -5-B B @B 18.2% , B 6-0E K -5-5f B &R
Z2B9.2 B, HEBHE&E.
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l4-NMR(CDC1,): 1.41(3H, t, J=7Hz), 4.40(2H, q, J=THz), 8.95(1H, d,
J=2Hz), 9.01(1H, s).
MASS(ESI): m/z 210(M-1)

B Bl 48-2

i 8 fl 31-2, RR2-| -6-k K R g B PR 2.5 @,
F2-R-3- (W E)-6-XFEMuw, EEBEBEB2.22%9 .
'H-NMR(CDC1;): 2.04(1H, t, J=5Hz), 4.83(2H, d, J=5Hz), 7.39-7.53
(3H, m), 7.71(1H, d, J=8Hz), 7.92(1H, d, J=8Hz), 7.96-8.04(2H, m).
B i Bl 48-3

5 8 fi #1 19-1, ®2-| -3-(% B & )-6-FK E Mt o 879nmg
, B2-W-3-(HBEBERPE)-6-F XMoo, &aEHEE

1.10% ,

om0 o B (¢ BV 58 )

'H-NMR(CDC1,): 3.11(3H, s), 5.37(2H, s), 7.41-7.54(3H, m), 7.74(1H
d, J=8Hz), 7.90(1H, d, J=8Hz), 7.97-8.05(2H, m).

14

B g Bl 48-4

OB e B 18-4, R 2-F K -3H-Dk M [4,5-b 0K BE -5-
BB FERT00mgR 2-F -3-(F B EE G| W & )-6-% % i 0@
1.20% , 9 3-[(2-%| -6-3F E Mt og -2-% ) K |-2-H % -
SH-mk n¢ 5 [4,5-bIMfog -5-¥ M B R, M4 &K 603ng,
B1-1(2-%| -6-% FZ 0t og -2-% )HF X |-2-5 K -1H-Bk M
H [4,5-bIMtog -5-R B FE, kR EBE&H400ne,
3-[(2-%| -6-F% F mboF -2-% ) & ]-2-5 & -3H-Bk m ¥
[4,5-b]m og -5-% B ¥ K

o
A

'H-NMR(CDC1;): 2.63(3H, s), 4.00(3H, s), 5.71(2H, s), 7.15(1H, d
J=8Hz), 7.39-7.52(3H, m), 7.54(1H, d, J=8Hz), 7.91-8.00(2H, m),
8.09(1H, d, J=8Hz), 8.16(1H, d, J=8Hz).

MASS(ESI): m/z 393(M+l).

r

3 P ol 3 H w3 e P gl o O 3
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1-[(2-®| -6-K WM of -2-% )R & ]-2-F & -1H-k M
[4,5-b]nk o -5-3% 8 W B

'H-NMR(CDC1,): 2.69(3H, s), 4.03(3H, s), 5.48(2H, s), 6.82(1H, d,
J=8Hz), 7.41-7.52(3H, m), 7.54(1H, d, J=8Hz), 7.60(1H, d, J=8Hz),
7.94-8.00(2H, m), 8.11(1H, d, J=8Hz).

MASS(ESI): m/z 393 (M+l1).

B 1 48-5

0 8 6 14-7, W 3-[(2-9| -6-% Mt og -2-% )H & |
-2-F OB -3H-DK M [4,5-b]0 o€ -5-3% B W K5 580mg, 1§
3-[(2-%| -6-3% F Wb ug -2-% )R & ]-2-8 & -3H-BK # ¥ -
- M, MBS &523ng,
'H-NMR(DMSO-d¢): 2.59(3H, s), 5.66(2H, s), 7.17(1H, d, J=8Hz),
7.43-7.54(3H, m), 7.87(1H, d, J=8Hz), 7.97-8.05(2H, m), 8.15(1H,

d, J=8Hz).
MASS(ESI): m/z 377(M-1).

B Hl 49-1

5.6-— R B EMS.l TREFREZTESNN, #F&KX
RTM=Z=22K2.7T R R ¥ BB T.3 i m#A80C
o 8 MNE R, SWm MK RZIEBZE, MK, M E K
B8 K R EWAKES kK. BHE L EKWEBRIEEE
, WM BG, E3nIWBEREF (2K : 2B 2 8-
Sb:l~2:1), B3-(N-(B=Z2T &K & K E)-5,6-— &It

e, BB EAE6.49%

"H-NMR(CDCL,): 1.53(9H, s), 6.58(1H, br s), 8.10(1H, d, J=1Hz),
8.25(1H, br s).

MASS(ESI): m/z 263(M+l).

5 g f 49-2
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(R BE ™ & )IEE5.04%, B3-[(5-(N-(B=ZT & X
) E ) -3-F M uE -2-% )E B ]-2-F 2 -3H-pk i IF [4,
5-b 1N oE -5-¥ B MR, weiEmE @ 1.45%, R 1-[(5-(
N-(E=TEFE )R E)-3-R M@ -2-% )7 & ]-2-F &
S1H-BE M G (4,5-b]M uE -5-F B P OBE ., WOE @A & 400
mgo
3-[(5-(N-(E=TERE K £ )-3-K Mo -2-% )8 £ ]
~2-F B -3H-ME M FE [4,5-bIMEuE -5-3% M W M

'H-NMR(CDC1,): 1.51(9H, s), 2.48(3H, s), 3.95(3H, s), 5.66(2H, s),
7.52(1H, br s), 7.74(1H, d, J=2Hz), 8.03(1H, d, J=8Hz), 8.10(1H,
d, J=8Hz), 8.24(1H, br s).

MASS(ESI): m/z 432 (M+1).

1-[(5-(N-(B=ZTERBRE B E)-3-RMog-2-% )% &£ ]
~2-F B -1H-DK B FE [4,5-b10 oE -5-3% B F B

'H-NMR(CDC1,): 1.50(9H, s), 2.72(3H, s), 3.99(3H, s), 5.48(2H, s),
7.01(1H, br s), 7.67(1H, d, J=8Hz), 8.03(1H, d,J=8Hz), 8.09(1H, d,
J=1Hz), 8.29(1H, br s).
MASS(ESI): m/z 432(M+l).

B i fl 49-6

OB M B 14-7, RE3-[(5-(N-(B=ZTERE K #)-3-
SO o -2-3% )R M ]-2-F E -3H-BK M JF [4,5-b 10 uE -5-
W E R 400mg, B3-[(5-(N-(BE=ZTEHRE IR E)-3-
SN g -2-25 ) B K ]-2-F £ -3H-DK 0¥ FF [4,5-b N BE -5-
BE, mREEREI84Ing,

'H-NMR (DMSO-dg): 1.46(9H, s), 2.48(3H, s), 3.57(3H, s), 5.70(2H,
s), 7.96(1H, d, J=8Hz), 8.08(1H, d, J=8Hz), 8.15(1H, br s),
8.22(1H, d, J=2Hz), 9.82(1H, br s).

MASS(ESI): m/z 416(M-1).
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Bl g #H 50-1

i B g 17-1, R 3I-((5-(N-(E=ZTE ¥ X )Ig &£ )-3-
SO o -2-% ) B )-2-F FE -3H-BK M H [4,5-b1ME oE -5-
B EE=EBE, BBESERL.027%,

'H-NMR(DMSO-d¢): 2.68(3H, s), 3.89(3H, s), 5.67(2H, s), 7.13(1H, d,
J=1Hz), 7.65(1H, d, J=1Hz), 8.13(1H, d, J=8Hz), 8.29(1H, d,
J=8Hz).

MS(ESI): m/z 332(M+l1).

B 4% &1 50-2

Pl 65, R 3-((5-F& 2 -3-®| b wg -2-% )R &% )-2-H
B -3H-mBE 0 [1,5-bIMfoE -5-3R B W AR = B M B 500mnl
R EWBB K 246mg, B 3-((5-(N-(Z & B &) & )-3-
FOMLog -2-% )W K )-2-F K -3H-Bk M [4,5-b 0 BE -5-
BB RM, RHABEMIZoNE,
'H-NMR(CDC1,): 1.32(3H, t, J=7Hz), 2.48(3H, s), 3.94(3H, s),
4.26(2H, q, J=7Hz), 5.64(2H, s), 7.71(1H, d, J=IHz), 8.03(1H, d

J=8Hz), 8.11(1H, d, J=8Hz), 8.23(1H, s).
MS(ESI): m/z 404 (M+1).

’

B Bl 50-3

#os M 14-7, BI-((5-(N-(ZEREIK £ )-3-K
Wt g -2-%% B B )-2-F F -3H-BR M [4,5-D]NEnE -5-3%
B B OBE 326mg, 1§ 3-((5-(N-(Z & ¥ & )% £ )-3-8 I u&
-2-% VB )-2-F F -3H-Bk M [4,5-b]0 oE -5-38 B,
WwE B M240ng,
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"H-NMR (DMSO-d,): 1.23(3H, t, J=7Hz), 2.48(3H, s), 4.14(2H, q,
J=7HZ), 5.71(2H, S), 7-97(1“, d, J=8Hz)’ 8.08(1H, d, J=8HZ),
8.14(1H, s), 8.26(1H, s).
MS(ESI): m/z 390(M+1). *
%
5 g Hl 51-1 fg
W 65, B 3- ((5-M % -3-% M ug -2-% )W % )-2-8 .4
Z
B O-3H-BK e H [4,5-bIME o -5-FR B F AR = B B B 500mg /_;-
PRBEBERNEB:2TTng, B3-((5-(N-(EFN &K E )R E) ;g
&
-3-FOME g -2-% ) B K )-2-F K -3H-DBK M [4,5-b]0l g€ %
5B PR, B E & & 406ng, z
'H-NMR(CDCl,): 1.30(6H, d, J=7THz), 2.49(3H, s), 3.94(3H, s), 4.99-
5.09(1H, m), 5.66(2H, s), 7.76(1H, d, J=1Hz), 8.03(1H, d, J=8Hz),
8.11(1H, d, J=8Hz), 8.23(lH, §).
MS(ESI): m/z 418(M+1).
8 g # 51-2
i 8 Bl 14-7, R EIKBE Z B 245ng, 1§ 3-((5-(N-
(EWNE ¥ X )l H)-3-® Mo -2-%)F & )-2-F & -3H-
Bk M F [4,5-b 1Nk oF -5-¥ B8 H B 397meg, 15 3-((5-(N-(
ERNERE ) BRE)-3-KMog-2-% )8 &K )-2-F &% -3H1-
Bk e [4,5-bINEuE -5-B B , # EBES & 270ng,
'H-NMR(DMSO-d¢): 1.24(6H, d, J=7Hz), 2.48(3H, s), 4.81-4.95(1H, m),
& 5.71(2H, s), 7.97(1H, d, J=8Hz), 8.08(1H, d, J=BHz), 8.14(1H, s),
ol 8.26(1H, d, J=lHz). ’
g MS(ESI): m/z 404(M+1).
Pr ,
% 5 | M 52-1
B BB M B 31-2, B2, 4-— R oE-5-B B WA R, B
xI
p 2,4-= F -5-¥ B Mo, MEE&E 1.5 W,
A
T IH-NMR(CDC1,): 4.82(2H, d, J=5Hz), 7.39(1H, s), 8.48(1H, s).
#+
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B fE B 52-2

OB g Bl 19-1, R 2,4-= K -5-% B K L og 660ng, 19
- B oK -2, 4-= ®MbuE , H B T25me,
IH-NMR(CDC1,): 4.66(2H, s), 7.44(1H, s), 8.44(1H, s).
8w # 52-3

5B B 18-4, f 2-F B -3H-BK M [4,5-b]0 o -5-
Yo B 650ngR 5-F B OE -2,4-=— ® M og 723ng, 13 3-(
(2,4-— & WM o -5-%% ) B % )-2-F X -3H-Bk B 3 [4,5-D]
MooE -5-3% B PR MY, th M B4 R 640mg, R 1-((2,4-= K
WEogE -5-% ) B B )-2-F E - LH-BK M [4,5-b]Nf uE -5-3&
B HE, &6H,
$-((2,4-— @ M ug -5-% )M # )-2-8 & -3H-Bk B 3 [4,5

-b]M BE -5-3 B W AR

1

H-NMR(CDCl;): 2.62(3H, s), 4.00(3H, s), 5.65(2H, s), 7.45(1H, s),
7.93 (1H, s), 8.07(1H, d, J=8Hz), 8.15(1H, d, J=8Hz).

MS(ESI): m/z 351 (M+1).

B Hl 52-4

8 M B 14-7, 3-((2,4-= WM uE -5-% )F &K )-2-

(o i 2 i 4 o ekabe B¢ (v BB e 158 - )

BO# -3H-Mk M 3F [4,5-b It ng -5-3% % W B 500ng, 13 3-
3-((2,4-= @M o -5-% )F % )-2-F & -3H-Bk 0 3 [4,5

-b N oE -5-3 B, K EEE FK3I80ng,

'"H-NMR(CDC1,): 2.68(3H, s), 5.59(2H, s), 7.50(1H, s), 7.84(1H, s),
8.20(1H, d, J=8Hz), 8.25(1H, d, J=8Hz).

MS(ESI): m/z 335(M-1).

B i H 53-1

o8 g 14-6, fE3-K -4-F B 10.05% , F2-8| -4-(1

o
Al
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¥

IR K )R ¥ 16.3% , K BB MW
'H-NMR(CDC1;): 0.93 (3H, t, J=6Hz), 1.40(4H, m), 1.76(2H, m),
2.29(3H, s), 3.90(2H, t, J=6Hz), 6.70(lH, dd, J=8, 2Hz), 6.90(1H, |3
d, J=2Hz), 7.10(1H, d, J=8Hz). é‘
3R
¥
5 fi§ # 53-2 &
Z
B @ 4-2 , 2-F-4-(1-REHE)RX16.2% , =& é‘
dof - (1-R R E)FEW21.9% , K EEEBR, %
'H-NMR(CDC1,;): 0.93 (3H, t, J=6Hz), 1.40(4H, m), 1.76(2H, m), i
3.93(2H, t, J=6Hz), 4.58(2H, s), 6.77(1H, dd, J=8, 2Hz), 6.92(1H, fi
d, J=2Hz), 7.32(1H, d, J=8Hz). R
2§ H 53-3
B g Bl A-5 , R2-(Z2 B )-6-% -3-BiMbuEs5.0 %
BO-F -4-(1-KREE )F HE®RS.97TH , B 2-{N-Z B % -N-
[2-5 -4-(1-/R G % )¥ &% 1 &£ 1-6-% -3-5 M og 8.84%
, REBEEE.
'H-NMR(CDC1,): 0.93 (3H, t, J=6Hz), 1.30-1.48(4H, m), 1.77(2H, m),
2.23(3H, br.s), 3.91(2H, t, J=6Hz), 5.29(2H, br.s), 6.74-6.95(2H,
m), 7.38-7.52(2H, m), 8.08(1H, d, J=8Hz).
B Fl 53-4
B 4-6 , f2-{N-ZEEHE -N-[2-8] -4-(1-/% &
“@© N
a )P E B E -6 -3-B Wb wE 1.38% , 18 5-® -3-(2-
2
*g Fo-4-(1-K @ % )% % )-2-F £ -3H-DK B¢ 3 [4,5-b ]t o
" 820mg, Wi E & &
5]
8 '"H-NMR(CDC1,): 0.92 (3H, t, J=7Hz), 1.28-1.49(4H, m), 1.68-1.83
;’ (2H, m), 2.48(3H, s), 3.90(2H, t, J=6Hz), 5.49(2H, s), 6.58(1H, d,
z J=9Hz), 6.66(1H, dd, J=9, 2Hz), 6.96(1H, d, J=2Hz), 7.37(1H, d,
# J=8Hz), 7.83(1H, d, J=8Hz).
. MASS(ESI):m/z 422, 424(M+1).
. -116-
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5 g Hl 54-1
i Bl 65, # 3-F -4-F K ¥ g 158 W, F 3-8 -V-(Z&
| E)-4-F R X227 B, KK X,

"H-NMR(CDC1,): 1.32(3H, t, J=6Hz), 2.32(3H, s), 4.23(2H, q, J=6Hz)
6.50(1H, br.s), 7.13(2H, s), 7.46(1H,.s)

B i Hl 54-2

8 16-5, RI-|W-N-(ZE M E)-4-F & XK1
W, BI-BR-N-(CEBE)-N4-—_HEXKR]I B, T
H o
'H-NMR(CDC1,): 1.24(3H, t, J=7Hz), 2.35(3H, s), 3.27(3H, s),

4-17(2Hl q, J=7HZ), 7-05(1H’ dd' J=1, Bﬂz)' 7.19(1H’ d, J=8HZ),
7.25(1H, d, J=1Hz)

MASS(ESI):m/z 228 (M+1).
B {1 54-3

42, RI-B-N-(EEHEE)-N,4-= B EX
1.0 %, SHB2Z4-R P E-3-§F-N-(ZHKE)-N-

HOE XK 1.49% , & & Wl
1

4.58(2H, s), 7.18(1H, dd, J=8, 2Hz), 7.33(1H, d, J=2Hz), 7.40(1H, |

d, J=8Hz)
B f fl 54-4

sl 4a-5 , H2-(Z2 BEHR X )-6-% -3-8F M oE 13.2
TR A-R B -3-K-N-(Z2ERE)-N-F K XK 26.8% ,
B6--2-(N-(2-®| -4-(N-ZEH & -V-F g E)F &)
BE B # )-3-miMoE 20.8% , W B W

'H-NMR(CDC1,): 1.29(3H, t, J=6Hz), 2.20(3H, br.s), 3.29(3H, s),

4.20(2H, g, J=6Hz), 5.34(2H, br.s), 7.10-7.65(4H, m), 8.10(1H, d,
J=8Hz)
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B f #H 54-5
5B B s-4 , R 6-1-2-(N-(2-] -4-(N-2Z &K ® & -
N-F g ) K )2 B & )-3-B Mo 20.8% , 8 5-& -
3-(2-F -4-(N-Z & B & -N-H fg 2 ) % )-2-F % -3H-
Bk M 3 [4,5-bML o 15.5%8 , W@ EWKX.

'H-NMR(CDC1,): 1.25(3H, t, J=6Hz), 2.50(3H, s), 3.29(3H, s),
4.19(2H, q, J=6Hz), 5.53(2H, s), 6.56(1H, d, J=8Hz), 7.04(1H, dd,

(S} D 2263k B4 o ki T (v B TR BB o )

®
X
B fE #l 55-1 :
[
P56 65, € 3-(2-% -4- (W g & )F & )-2-# % -3H-I !
W3 [4,5-blMbug -5-B B Wl — WBE ISR ETE :
[
W 10Tmeg, BI-(4-(N-FEBRE-N-FEE)-2-RTE) >
-2~ B -3H-DK M [4,5-b]0E nE -5-3 B F OB 159mg, XN !
[
& . |
[
'H-NMR(CDC1,): 2.55(3H, s), 3.28(3H, s), 4.00(3H, s), 5.16(2H, s), I
5.65(2H, s), 6.60(1H, d, J=8Hz), 7.01(1H, dd, J=1, 8Hz), 7.27- !
7.44(6H, m), 8.07(1H, d, J=8Hz), 8.15(1H, d, J=8Hz) %i.
|

MASS(ESI):m/z 479 (M+l).
B fF # 55-2
A5 8L 4 B 14-7, R 3-(4-(N-(F & B & -N-8F g & )-2-

R
A

i FOF R )-2-8 K -3H-mBE M FE [4,5-b10 og -5-3% B B M

2

g 207Tmg, , BI-(4-(N-(FERE-N-F R E)-2-8 F &%)

; Co-F Bt -3H-DE D JE [4,5-bIWEoE -5-3 B 132ng, B B

B

8 x o

?g 'H-NMR(CDC1,): 2.63(3H, s), 3.30(3H, s), 5.17(2H, s), 5.57(2H, s),
1%:; 6.60(1H, d, J=8Hz), 7.07(1H, dd, J=8 and 2Hz), 7.2-7.4(5H, m),

i 7.45(1H, d, J=2Hz), 8.17(1H, d, J=8Hz), 8.24(1H, d, J=8Hz)
) MASS (ESI):m/e 463 (M-H) .
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3

a1, RI-(2-|-4-F HEFHE)-2-F K -3H-k MK
[4,5-b]M oF -5-B M 1.00% R (U-Z 8K E )BKEBEKIL0ng
, 1B 3-(2-F -4-F EHFHK)-2-F K -5-[(4-Z 8K F )&
B b B OB K ]-3H-mk M [4,5-bIMboE, MEHE &K 1.01
% oo

'"H-NMR(CDC1,):1.39(3H, t, J=7Hz), 2.68(3H, s), 4.39(2H, q, J=7Hz),
5.62(2H, s), 6.88(1H, d, J=8Hz), 7.37-7.53(4H, m), 7.59(2H,
J=1,8Hz), 7.74(1H, J=1Hz), 8.05-8.22(6H, m).

MS(ESI):m/z 587(M-1).

&l 4

0B B 14-T7 , HI-(2-F| -4-F R E)-2-F & -5-
[(4-Z E % % )8 B % g W B 2 1-3H-0K M 5 [4,5-b ]I
0E 867Tmg, P 3-(2-% -4-F HE F &£ )-2-F & -5-[(4-F &
¥ )R BE R W OBE K ]-3H-BR M FF [4,5-bIME U, ®E S
m 809mg,

"H-NMR (DMSO-d,) : 2.51(3H, overlapped with DMSO-dq), 5.88(2H, s),
6.78(1H, d, J=8Hz), 7.36-7.51(3H, m), 7.57(1H, J=1,8Hz), 7.70(2H,
J=1,8Hz), 7.85-7.95(2H, m), 8.10-8.20(5H, m).

MS(ESI):m/z 559(M-1).

#l 5

HoEl o, f3-(2-F| -4-F K FE)-2-8H F -3H-IK
[4,5-b]0E oE -5-3% B8 180mghk 1-/K B B B 123ng, 1§ 3-(2
-F -4-H R R R )-2-B K -5-(1- K BEEKERBRE)-3-
Bk i [4,5-b]0tog , MBE & 178ng,
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'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.25-1.50(4H, m), 1.82-1.95(2H,
m), 2.66(3H, s), 3.51-3.60(2H, m), 3.80(3H, s), 5.51(2H, s), 6.74-
6.83(2H, m), 7.01(1H, d, J=1Hz), 8.11(1H, d, J=8Hz), 8.18(1H, d, 3
J=8Hz). Py
MASS(ESI): m/z 465(M+1). Eg
m.p. 188-189°C. §,
z
i 6 7
B 1, fE3-(2-% -4-H & F K )-2-F % -3H-BF M3 %
[4,5-b]uk og -5-% % 80mgh 1-T B B f% 50mg, & 5-(1- %
TR B KN R B )-3-(2-F -4-F K F K )-2-F K -30- 2
Mk e H [4,5-bNEoE , MEA R 62ng,
"H-NMR(CDC1,): 0.94(3H, t, J=7Hz), 1.41-1.55(2H, m), 1.80-1.93(2H,
m), 2.66(3H, s), 3.52-3.60(2H, m), 3.80(3H, s), 5.51(2H, s), 6.74-
6.83(24, m), 7.01(1H, d, J=1Hz), 8.11(1H, d, J=8Hz), 8.18(1H, d,
J=8Hz).
MASS(ESI): m/z 451(M+1).
m.p. 175-177°C. /
#loT

HAL o, R3-(2-F -4-B KK HE)-2-F B -3H-K #H
[4,5-b1m g -5-¥8 B 175megRk (4-F £ 3% )5 B K 135ng,
B3-(2-F -4-F R FH)-2-F K -5-[(4-F EX ) REBE
B B OEE R ]-3H-DK M [4,5-bImboE , B & 202ng,

e
3

'H-NMR(CDCl,): 2.42(3H, s), 2.64(3H, s), 3.82(3H, s), 5.52(2H, s),
6.80(2H, s), 7.03(1H, s), 7.34(2H, d, J=8Hz), 8.01-8.09(4H, m).
MASS(ESI): m/z 483(M-1).

m.p. 206-208°C.
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%l 8
a1, f3-(2-F-4-2 A F B )-2-H B -3H-DF B
[4,5-b]1Mf of -5-¥ B 174mgR 1-/X B BE % 115mg, 1§ 3-(2
-R -4-2 R TR )-2-F B -5-(1-/R BEEE B g H OBE K )-3H-
bk i 3 [4,5-b]Mt o€ 47Tmg, H B K.

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.23-1.52(4H, m), 1.40(3H, t,
J=7Hz), 1.81-1.96(2H, m), 2.65(3H, s), 3.45-3.62(2H, m), 4.01(2H, q,
J=7Hz), 5.51(2H, s), 6.68-6.82(2H, m), 6.99(1H, d, J=2Hz), 8.11(1H,
d, J=8Hz), 8.18(1H, d, J=8Hz), 9.85(1H, br s).
MASS(ESI): m/e 477(M-H) .
m.p. 165-166°C.

&l 9

el , HI-(2-|-4-2 & F & )-2-H F -3H-BK B FF

[4,5-b]IMt o -5-3 B 174ngRk 1-T B BE KK 104mg, 4§ 5-(1

ST BB AR EE)-3-(2-F-4-Z &K HE)-2-B K -3H

-k M [4,5-b]MoE TO0mg, B B H K

'H-NMR (CDC1,): 0.94(3H, t, J=7Hz), 1.38-1.58(2H, m), 1.40(3H, t,
J=7Hz), 1.77-1.94(2H, m), 2.65(3H, s), 3.49-3.62(2H, m), 4.01(2H, q,
J=7Hz), 5.51(2H, s), 6.69-6.82(2H, m), 6.99(1H, d, J=2Hz), 8.11(1H,
d, J=8Hz), 8.18(1H, d, J=8Hz), 9.85(1H, br s).
MASS (ESI): m/e 463 (M-H) .
m.p. 151-152°C.
%l 10
B, wI-(2-| -4-Z K F & )-2-8 F -3H-K B ¥
[4,5-b10t oF -5-¥8 B 220meg/k N-(1-7 & )& B8 K 132nsg,
B3-(2-F| -4-Z KR FH)-2-B & -5-((1-W IR & % &)
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e B OBE B ) -S3H-mK M [4,5-blMuE , BB L & 128n8,

'H-NMR(CDC1,): 0.94(3H, t, J=7Hz), 1.40(3H, t, J=7Hz), 1.53-1.67(2H,
m), 2.65(3H, s), 3.03(2H, q, J=7Hz), 4.02(2H, q, J=7Hz), 5.52(2H,

s), 6.75(2H, s), 7.00(1H, s), 8.11(1H, d, J=8Hz), 8.16(1H, d,
J=8Hz).

MASS(ESI): m/z 464(M-1).
m.p. 152-155°C.
#l 11

Bl o, H3-(2-F -4-2 K FHE)-2-F & -3H-K B HF
[4,5-b 10 og -5-%8 B 300mg Rk N-(1-T7 % )&% B I 132ng,
B5-((1-THEBBE )KPBEX)-3-(2-R-4-2&F
Ho)-2-H B -3H-BK M H [4,5-b10t g , MBS & 188 mg.

(ot i 20 i 350 o ikl B (N B g B O )

"H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.30-1.45(5H, m), 1.50-1.61(2H,
m), 2.65(3H, s), 3.06(2H, q, J=7THz), 4.01(2H, q, J=7Hz), 5.52(2H,

s), 6.75(2H, s), 7.00(1H, s), 8.10(1H, d, J=8Hz), 8.15(1H, d,
J=8Hz).

MASS(ESI): m/z 478(M-1).
m.p. 175-177°C.
gl 12

w1, wI-(2-|m-4-(1-RE & )F K )-2-F & -3H-
BE M [4,5-b 0 uE -5-38 B 185mgRk 1-/K B BE MK 112ng,
B3-(2-F - 4-(1I-FRE)FHE)-2-F £ -5-(1-NEEE
B FHOBE R )-3H-DK M H [4,5-bJm o , M E A & 16908,

e

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.02(3H, t, J=7Hz), 1.25-1.50(4H,
m), 1.73-1.95(4H, m), 2.65(3H, s), 3.52-3.60(2H, m), 3.90(2H, t,

J=THz), 5.51(2H, s), 6.76(2H, s), 7.00(1H, s), 8.11(1H, d, J=8Hz),
8.18(1H, d, J=8Hz). '

MASS(ESI): m/z 491(M-1).
m.p. 131-134°C.

HE D P T D 0 H e 3 e P o o S 3
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HE1 o, 3-(2-® -4-(1-WEE)F & )-2-87 % -3H-

Bk m% 3 [4,5-b 0 oE -5-¥ B 190mgk 1-T B B MK 106ng,
mE-(1-TREBERPBEZE)-3-2-R-4-(1-REE)T
H)-2-H K -3H-mE M [4,5-bIMoE, MELEME1TTnE,
'H-NMR(CDC1,): 0.94(3H, t, J=7Hz), 1.02(3H, t, J=7Hz), 1.41-1.57(2H,
m), 1.73-1.93(4H, m), 2.65(3H, s), 3.53-3.60(2H, m), 3.90(2H, t,
J=7Hz), 5.51(2H, s), 6.76(2H, s), 7.00(1H, s), 8.11(1H, d, J=8Hz),
8.18(1H, d, J=8Hz).

MASS(ESI): m/z 477(M-1).
mop. 153—154°Co

(kD 2 0 0 A D B )

gl 14

B 1, I-(2-F -4-BREFE)-2-F &K -3H-DR
3 [4,5-b10oE -5-38 B 170mgh 1-/K B B B% 107ng, & 3-
(2-F -4-BEREFTHE)-2-FE-5-(1-HBEBEERTERE)
-3H-mbk M 3 [4,5-bIMEwE , @ H B E & 14008,

IH-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.27-1.50(4H, m), 1.32(6H, d,
J=7Hz), 1.83-1.95(2H, m), 2.65(3H, s), 3.52-3.60(2H, m), 4.52(1H,
sept, J=7THz), 5.51(2H, s), 6.72(2H, s), 6.99(1H, s), 8.11(1H, d,
J=8Hz), 8.19(1H, d, J=8Hz).

MASS(ESI): m/z 491(M-1).

m.p. 130-133°C.

o
)

gl 15

a1, wa3-(2-/-4-BRREFHE)-2-F & -30-KK
# [4,5-b 10k 0E -5-3 B 180mgk 1-T B4 B I 103ng, & 5-
(I-TEBEBERBEE)-3-(2-B - 4-ERKFTE)-2-H
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B -3H-PE M JF [4,5-D]Mb g, @ EEE & 119ng,

'H-NMR(CDC1,): 0.94(3H, t, J=7Hz), 1.32(6H, d, J=7Hz), 1.42-1.60(2H,

m), 1.80-1.94(2H, m) 2.65(3H, s), 3.52-3.60(2H, m), 4.53(1H, sept,
J=7THz), 5.51(2H, 8), 6.72(2H, s), 6.99(1H, d, J=1Hz), 8.11(1H, d
J=8Hz), 8.19(1H, d, J=8Hz).

MASS(ESI): m/z 477(M-1).

m.p. 138-141°C.

14

#l 16

e, RR3-(2-W-4-EREFTH)-2-F & -3H-KK
H o[4,5-b1n0k ug -5- B 155mek (4-H KX B B E K L1ling
, B3-(2-W-4-EREKF & )-2-0 & -5-[(4-% & ¥ )&
BE B R B OEE K ) -3H-mK M [4,5-b]MtoE, BEELE R

161mg,

"H-NMR(CDC1;): 1.34(6H, d, J=7Hz), 2.42(3H, s), 2.64(3H, s),
4.54(1H, sept, J=7Hz), 5.51(2H, s), 6.75(2H, s), 7.01(1H, s),
7.34(2H, d, J=8Hz), 8.00-8.10(4H, m).
MASS(ESI): m/z 511(M-1).
m.p. 202-204°C.
w17

e, RR3-(2-| -4-(1-TR & )F &£ )-2-8 £ -3H-
Mk e HH [4,5-b ] o -5-38 BE 220meg R 1-/X B B fZ 133mg,
F3-(2-|-4-(1-TEHRE)FE)-2-9 £ -5-(1-/%x ¥ B &
B B OBE B )-3H-mk Mk H [4,5-b]Miog , ME S &K 210ne,

'"H-NMR(CDC1,): 0.89(3H, t, J=THz), 0.96(3H, t, J=7Hz), 1.26-1.57(6H,

m), 1.70-1.95(4H, m), 2.65(3H, s), 3.50-3.60(2H, m), 3.94(2H, t,

J=THz), 5.51(2H, s), 6.75(2H, s), 7.00(1H, s), 8. 10(15, d, J=8Hz),
8.18(1H, d, J=8Hz).

MASS(ESI): m/z 505(M-1).

m.p. 133-136°C.
~-125-
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Hel1 o, #3-(2-|-4-(1-TEHRE)F £)-2-F & -3H-
bk e 3 [4,5-b 10 uE -5-¥ B 220mgR 1-T BB MK 121ng,
Bs5-(1-THEBEXKFBEE)-3-(2-R-4-(1-T®HE)¥F
# )-2-F K -3H-pk e 3 [4,5-bIMEuE , B LK S 196me,
'H-NMR(CDC1,): 0.94(3H, t, J=THz), 0.96(3H, t, J=7Hz), 1.40-1.58(4H,
m), 1.70-1.93(4H, m), 2.65(3H, s), 3.52-3.60(2H, m), 3.94(2H, t,
J=7Hz), 5.51(2H, s), 6.76(2H, s), 7.00(1H, s), 8.10(1H, d, J=BHz),
8.18(1H, d, J=8Hz).
MASS(ESI): m/z 491(M-1).
m.p. 144-145°C.

(> i 25 i 4o e B¢ (v BB e 188 - )

#l 19

el o, Ha-(2-F-4-(1-T R E)F & )-2-8 & -3~
BE % 3 [4,5-Db 0 e -5-¥ B 200mgRk (4-H £ ¥ B B K
137ng, B 3-(2-F/-4-(1-TEHE)F£)-2-F % -5-[(4-
BOEL )RS M B RR W OBE B ]-SH-DR DR G [4,5-blMt g, &

e & &% 185mg,

'H-NMR(CDC1,): 0.97(3H, t, J=7Hz), 1.41-1.57(2H, m), 1.70-1.84(2H,
m), 2.42(3H, s), 2.64(3H, s), 3.96(2H, t, J=7THz), 5.51(2H, s),
6.78(2H, s), 7.02(1H, s8), 7.34(2H, d, J=8Hz), 8.00-8.10(4H, m).
MASS(ESI): m/z 525(M-1)..

m.p. 150-153°C.

o
)

gl 20

hal o, H3-(2-|-4-(1-REE)FE)-2-F & -3H-
Bk W F [4,5-b1NlE oE -5-38 B8 200mgR 1-/XK B8 B MK 117ng,
BI-(2-F-4-(1-REE)FHE)-2-F & -5-(1-KBEEE
B OB Rt ) -SH-MK M [4,5-bIMt e, @ E B A& & 211ng,

Ep -126-
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'H-NMR(CDC1,): 0.85-0.92(6H, m), 1.25-1.50(8H, m), 1.70-1.95(4H, m),
2.65(3H, s), 3.51-3.60(2H, m), 3.93(2H, t, J=7Hz), 5.51(2H, s),
6.75(2H, s), 7.00(1H, s), 8.11(1H, d, J=8Hz), 8.18(1H, d, J=8Hz).
MASS(ESI): m/z 521 (M+l).

m.p. 128-131°C.

w21
Her o, 3-(2-|-4-(1- R & # )% &£ )-2-8 % -3H-

K 1 3 [4,5-b10boE -5- B 220me Rk 1-T W BEIK 117ng,

Br5-(1-THEBERXKPEBEX)-3-(2-|-4-(1-K&&E)¥

B)-2-B K -3H-BK 0 H [4,5-bIMt g, @ HELE & 20Tng,
'H-NMR(CDC1,): 0.92(3H, t, J=7Hz), 0.94(3H, t, J=7Hz), 1.30-1.62(6H,
m), 1.70-1.93(4H, m), 2.65(3H, s), 3.51-3.60(2H, m), 3.93(2H, t,
J=7Hz), 5.51(2H, s), 6.75(2H, s), 6.99(1H, s), 8.10(1H, d, J=8Hz),
8.18(1H, d, J=8Hz).

MASS(ESI): m/z 507 (M+l).
m.p. 145-146°C.

gl 22

He1 o, R3-(2-|-4-(1-KK & )FH)-2-F7 & -30-
Mk 1 3 [4,5-b 0 oE -5-3 B8 200mgRk (E)-(2-% 2 1% )%
B M 142mg, /B 3-(2-W - 4-(1-HEE)F &£ )-2-8 & -5-
((E)-(2-% 2 1% )% BE 2 g W BB 2 )-3H-BK ¢ 7 [4,5-Db]
Moo , MBS & 226ng,

'"H-NMR(CDC1,): 0.92(3H, t, J=7Hz), 1.30-1.50(4H, m), 1.71-1.83(2H,
m), 2.64(3H, s), 3.94(2H, t, J=THz), 5.52(2H, s), 6.68-6.79(2H, m),
7.00(1H, d, J=1Hz), 7.16(1H, d, J=15Hz), 7.36-7.48(3H, m), 7.50-
7.59(2H, m), 7.82(1H, d, J=15Hz),-8.08(1H, d, J=8Hz), 8.15(1H, d
J=8Hz). -

MASS(ESI): m/z 551(M-1).

m.p. 180-182°C.

14
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w23

WL, R3-[2-F|-4-(1-R | E)FE ]-2-8 & -3H-
Bk B 3 [4,5-b 10 ng -5-3 B 220mgk 5-W ME W -2-8 B K
206mg, 8 5-[(5-1@ XMy -2-%% )@ BE EEIE F BB E ]-3-[2-
B|o-4-(1-K § % )% & ]-2-8 % -3H-Bk W} [4,5-b 0 g
, B & 17008,

'H-NMR(CDC1,): 0.93(3H, t, J=7Hz), 1.30-1.50(4H, m), 1.73-1.85(2H,
m), 2.66(3H, s), 3.95(2H, t, J=7Hz), 5.51(2H, s), 6.74-6.83(2H, m),
7.01(1H, d, J=1Hz), 7.09(1H, d, J=5Hz), 7.73(1H, d, J=5Hz), 8.07(1H,
d, J=8Hz), 8.11(1H, d, J=8Hz).
MASS (ESI): m/zGll(M-l).
m.p. 156-157°C.
w24
w1, w3-[2-F|-4-(1- XK EE)FE]-2-9 & -31-
B e 3 [4,5-b]M oE -5-¥ B 220mgR 5-®W X W -2-58 B MK
168mg, B 3-[2-F| -4-(1-KREE )FTH ]-2-F & -5-[(5-
FOIE W -2-%K )RS EE B Rg P OB K |-3H-mk o [4,5-b 0 uE

, M4 & 188ng,

H-NMR(CDC1,): 0.93(3H, t, J=7Hz), 1.30-1.50(4H, m), 1.73-1.85(2H,
m), 2.66(3H, s), 3.95(2H, t, J=7Hz), 5.51(2H, s), 6.74-6.84(2H, m),
6.95(1H, d, J=5Hz), 7.00(1H, d, J=1Hz), 7.77(1H, d, J=5Hz), 8.07(1H,
d, J=8Hz), 8.11(1H, d, J=8Hz).

MASS(ESI): m/z 565(M-1).

m.p. 154-155°C.

#l 25
Hel1 o, ®I-(2-F-4-(1-KREHE)F & )-2-8 F -31-

-128-
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BE M [4,5-b]ME o -5-¥8 B 220me R N-(1-79 B )® B

118mg, #B 5-((1-79 & % B% B 2 ) B BE & )-3-(2-%| -4~
(1-7% & X )% £ )-2-F 2 -3H-BK M F [4,5-b10E g , &

B & % 193meg,

'H-NMR(CDCly): 0.92(3H, t, J=THz), 0.94(3H, t, J=7THz), 1.30-1.49(4H,

m), 1.53-1.84(4H, m), 2.64(3H, s), 3.03(2H, q, J=7Hz), 3.93(2H, t,

J=7Hz), 5.52(2H, s), 6.74(2H, s), 7,00(1H, s), 8.10(1H, d, J=BHz),
8.16(1H, d, J=8Hz).

MASS(ESI): m/z 506(M-1).
m.p. 155-158°C.
#l 26

B, 3-(2-F|-4-(1-REE ) E)-2-F & -3H-
Bk M 3 [4,5-b M o -5-¥ B 200mgRk N-(1-T & )& B K&
118mg, B 5-((1-T I % BB E )R FEBEE)-3-(2-% -4-
(1-7% % )% &£ )-2-F K -3H-bk ;e 3 [4,5-b M ug ,

& & 202mg,

'"H-NMR(CDC1,): 0.84-0.97(6H, m), 1.29-1.61(8H, m), 1.70-1.83(2H, m),
2.64(3H, s), 3.05(2H, q, J=7Hz), 3.93(2H, t, J=7Hz), 5.51(2H, s),
6.74(24, s), 7,00(1H, s), 8.10(1H, d, J=8Hz), 8.15(1H, d, J=8Hz).
MASS(ESI): m/z 520(M-1).

m.p. 136-138°C.

w21

HE o, R3-(2-|-4-(R N ERE )R )T HE)-2-H
H -3H-Mk M [4,5-bIMEnE -5-38 B 164mgRk 1-/% B B K
97mg, BI-(2-FW-4- (R X EFHE ) )T &£ )-2-¥ & -5-
(1-7% B8 B 2 g B B K )-3H-MK & # [4,5-b 1Mt oE 160mg,

-129-
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H &KX,

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.24-1.97(14H, m), 2.33(1H, sept,
J=7Hz), 2.65(3H, s), 3.49-3.63(2H, m), 3.81(2H, d, J=THz), 5.51(2H,
s), 6.75(2H, s), 7.00(1H, s), 8.11(1H, d, J=8Hz), 8.18(1H, d
J=8Hz), 9.86(1H, br s).

MASS(ESI): m/e 531(M-H) .

m.p. 160-161°C.

4

w28
B, B3-(2-F-4-((RXEFE )R )T E)-2-H
B o-3H-IK 0 3 [4,5-b )0 uE -5-3 B 126megk 1-T B B B
68mg, 9 5-(1-T B 6 B I B B B )-3-(2-®| -4-(OGR X
R OE)E )F K )-2-H B -3H-Bk M [4,5-b]0tg¢ 123ng
, BE®H X,
'H-NMR(CDC1,): 0.94(3H, t, J=7Hz), 1.23-1.95(12H, m), 2.33(1H, sept,

J=7Hz), 2.65(3H, s), 3.50-3.63(2H, m), 3.81(2H, d, J=7Hz), 5.51(2H,

s), 6.75(24, s), 7.00(1H, s), 8.11(1H, d, J=8Hz), 8.18(1H, d,
J=8Hz), 9.86(1H, br s).

MASS(ESI): m/e 517(M-H) .
m.p. 180-181°C.
w29
a1, H3-(2-|-4-Z ¥ E)-2-2 F -3H-BF B
[4,5-b M of -5-¥ B 185mgh 1-/X B BEME 117Tng, 45 3-(2
R -A-ZE YR )-2-Z K -5-(1-K B EERE BE)-3-
Bk ik 3 [4,5-bINtEoE , & B & 1758,

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.25-1.50(10H, m), 1.81-1.95(2H,
m), 2.91(2H, q, J=7Hz), 3.50-3.60(2H, m), 4.00(2H, g, J=THz),

5.52(2H, s), 6.67-6.75(2H, m), 7.00(1H, d, J=1Hz), 8.11-8.21(2H, m).

MASS(ESI): m/z 491 (M-1).

-130-
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%l 30
e, w3-(2-| -4-C2 K F &K )-2-2 ¥ -3H-Bk B HF
[4,56-b )M oE -5-FB B 170meg R (4-H B X )8 B K 121ng,
BI3I-(2-] -4-C2 § & )-2-2 ¥ -5-[(4-H & ¥ BB E
B B O B ]-3H-mE M H [4,5-b]ntt o, B 4% & 196mg,

'H-NMR(CDC1;): 1.37-1.47(6H, m), 2.42(3H, s), 2.90(2H, q, J=T7Hz),
4.03(2H, q, J=7Hz), 5.52(2H, s), 6.71(1H, d, J=8Hz), 6.75(1H, dd,
J=1,8Hz), 7.01(1H, d, J=1Hz), 7.34(2H, d, J=8Hz), 8.00-8.10(4H, m).
MASS(ESI): m/z 511(M-1).

#l 31 N

HEl, 3-(2-|-4-(1-WE & )N & )-2-2 % -38-
Bk 1 F [4,5-b 0 o€ -5-¥ 8 200mg Rk 1-/X B BEHK 121meg,
B3-(2-|W-4-(1-WEEF)TVH)-2-2 F -5-(1-X B B £
B B OME L ) -SH-mK B FF [4,5-b 10 oE , M B % & 238me,

(mof i el 80 ke B (VB ek B o )

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.02(3H, t, J=7Hz), 1.20-1.51(7H,
m), 1.72-1.95(4H, m), 2.95(2H, q, J=7Hz), 3.50-3.60(2H, m), 3.90(2H,
t, J=7Hz), 5.52(2H, s), 6.69(1H, d, J=8Hz), 6.73(1H, dd, J=1,8Hz),
7.00(1H, d, J=1Hz), 8.11-8.21(2H, m).

MASS(ESI): m/z 505(M-1).

#l 32

e, ®3-(2-| -4-(1-WR & )F & )-2-2 % -3H-
MK W [4,5-b1mt oE -5-3% B 170mgkR (4-FH B X )& B K
117mg, 1§ 3-(2-|W -4-(1-W & £ )¥ & )-2-2 & -5-[(4-
OB ) B EE R MR W OBE O I-3H-BK M [4,5-D]0k mE, &

e & & 199ms,

e
A

o) 35 H w30 e 3 a9 TE

* -131-

e T B S

AMKREBERA ¥ B E FEE (CNS)AL #4E (210 x 297 2% )



577889

A7
B7

130
B~ BAREA ()

'H-NMR(CDC1,): 1.03(3H, t, J=7Hz), 1.43(3H, t, J=7Hz), 1.80(2H, tq,
J=7, 7Hz), 2.42(3H, s), 2.90(2H, q, J=7Hz), 3.92(2H, t, J=THz),
5.52(2H, s), 6.70(1H, d, J=8Hz), 6.76(1H, dd, J=1,8Hz), 7.02(1H, d,
J=1Hz), 7.34(2H, d, J=8Hz), 8.00-8.10(4H, m).

MASS(ESI): m/z 525(M-1).

#l 33

(o Pi- 2 i 0 ke B (N BB e T8 -6 )

el , w3-(2-|-4-(1-K | &E)F & )-2-2 & -3H-
Bk & 3 [4,5-b1mk oE -5-3% B 180mgk 1-/X 5% B B¢ 102ng,
B3-(2-|-4-(1- R\ E )T & )-2-2 & -5-(1-7K &8 B &
B B OBE R ) -3H-DK M F [4,5-b]MEoE, MBS & 18Tng,
'H-NMR(CDCL,): 0.84-0.97(6H, m), 1.27-1.50(11H, m), 1.70-1.95(4H,
m), 2.92(2H, q, J=7Hz), 3.50-3.60(2H, m), 3.93(2H, t, J=7Hz),
5.52(2H, s), 6.65-6.75(2H, m), 7.00(1H, d, J=1Hz), 8.14(1H, d,
J=7Hz), 8.24(1H, d, J=7Hz).
MASS(ESI): m/z 533(M-1).
#l 34
e, w3-(2-| -4-(1- K& &£ )F & )-2-2 & -3H-
Mk i H [4,5-b0E oE -5-% B 160mg Rk (4-H £ X )& B K
102mg, /3-(2-®|W -4-(1- K| E)F & )-2-2 & -5-[(4-
BOE 3 ) B EE E B P OBE K ]-3H-DR M [4,5-b]ntkoE , M
&% & 180ng,
@
fﬁ 'H-NMR(CDC1,): 0.93(3H, t, J=7Hz), 1.30-1.50(7H, m), 1.72-1.85(2H,
} m), 2.42(3H, s), 2.90(2H, d, J=7Hz), 3.95(2H, t, J=7Hz), 5.52(2H,
‘ﬂ% s), 6.70(1H, d, J=8Hz), 6.75(1H, dd, J=1, 8Hz), 7.01(1H, d, J=1Hz),
3 7.33(2H, d, J=8Hz), 8.00-8.10(4H, m).
g MASS(ESI): m/z 553(M-1).
€I
A #l 35
X
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e, ®3-(2-|W-4-(1-WEE)FHE)-2,7-= B &
-3H-mBK M F [4,5-b]NE o -5-¥R BE 205meg R 1-JK B BE BK 124
mg, #3-(2-|W-4-(1-WE &)X & )-2,7-= B & -5-(1-
©OBEEE KRG P OBE R )-SH-DE M [4,5-bInboE, EEES .
'H-NMR(CDC1,): 0.88(3H, t, J=7Hz), 1.02(3H, t, J=7Hz), 1.26-1.50(4H,
m), 1.72-1.95(4H, m), 2.64(3H, s), 2.73(3H, s), 3.50-3.60(2H, m),
3.89(2H, t, J=7Hz), 5.49(2H, s), 6.68-6.76(2H, m), 7.00(1lH, d,
J=1Hz), 7.99(1H, s).

MASS(ESI): m/z 505(M-1).
m.p. 161-162°C.

% 36
Her, R3-[2-|-4-(1-WRE)XE]-2,7T-Z- B &

-3H-DK D% F [4,5-b )0 o -5-38 8 180mg, 8 5-(1-T7 B &
XA EBEE)-3-[2-®-4-(1-WERE )X E]-2,7T-Z B &
-3H-K M F [4,5-b 1Mt oE , & 8 &5 & 169me,

'H-NMR(CDC1;): 0.94(3H, t, J=7Hz), 1.02(3H, t, J=7Hz), 1.40-1.56(2H,
m), 1.72-1.93(4H, m), 2.64(3H, s), 2.73(3H, s), 3.50-3.60(2H, m),
3.89(2H, t, J=THz), 5.49(2H, s), 6.72(2H, s), 6.99(1H, br s),
7.99(1H, s), 9.88(1H, br s).

MASS(ESI): m/z 491(M-1).
m.p. 164-166°C.

il o37

e, -(2-|-4-(1-WEE )X E)-2,7-Z ) &
-3H-BK M [4,5-b 0 oE -5-3R B 200mg R (4-F & X B
BE B 137Tmg, B 3-(2-W-4-(1-WEE)FXE)-2,7-Z H
BE-5-[(4-F B X BB E KW BEE |-3H-BKMH [4,5-Db]
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Mo, MES & 22208,

'H-NMR(CDC1,): 1.03(3H, t, J=7Hz), 1.75-1.87(2H, m), 2.42(3H, s),

_______.w - o ———— i ——— i —————— — = ———

2.62(3H, s), 2.66(3H, s), 3.92(2H, t, J=7Hz), 5.49(2H, s), 6.70- |
6.80(2H, m), 7.01(1H, d, J=lHz), 7.33(2H, d, J=8Hz), 7.88(1H, s), ,’;ﬁe
8.04(2H, d, J=8Hz). :;
MASS(ESI): m/z 525(M-1). &
z
m.p. 168-170°C. iE
%
# 38 §
Bl , R3-[2-|-4-(1-REEX)FHE]-2,7-= B & %
CSH-BK B [4,5-b 0 0F -5-% B 200mg, 13 3-[2-% -4- z
(1I-KE|EE )R HE 1-2,7-= B B -5-(1-/% 6 B % &g 9 B &)
‘3H‘"’Kﬂl\:g#[4,5°b]u&;lﬁ, ﬂé%ﬂ%lgSmgo
'H-NMR(CDC1,): 0.83-0.97(6H, m), 1.26-1.49(8H, m), 1.70-1.94(4H, m),
2.64(3H, s), 2.73(3H, s), 3.50-3.59(2H, m), 3.91(2H, t, J=7THz),
5.49(2H, s), 6.71(2H, s), 6.99(1H, br s), 7.99(1H, br s), 9.88(1H,
br s).
MASS(ESI): m/z 533(M-1).
m.p. 149-150°C.

#l 39

e, 3-[2-|-4-(1-KHEE)FE]-2,7-Z B &
-3H-DK M 3 [4,5-b 10 o -5-3 B 200me, F55- (1-T7 88 B I
KB @EE)-3-[2-®R-4-(1-HEE)FE]-2,7-= B &
-3H-Mk M FH [4,5-b]mMoE 177Tng, MEELE &

3
)

"H-NMR(CDC1;): 0.86-1.00(6H), 1.30-1.56(6H), 1.70-1.93(4H),
2.64(3H, s), 2.74(3H, s), 3.55(2H, t, J=6Hz), 3.93(2H, t, J=6Hz),

5.49(2H, s), 6.72(2H, s), 6.99(1H, s), 7.99(1H, s), 9.87(1H, br
s).

MASS(ESI): m/z.
m.p. 156-158°C.

HE-T R S oo 24 N mo Jo e 3 clie o 2 3R
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40

B, R3-[2-|W -4-(1-K\E)DFE]-2,7-= 8 %
-3H-BKk M H [4,5-b 10 B -5-¥R B 200mg, 5 3-[2-®W -4-
(1-IREHE)FE£ ]-2,7-= F & -5-[(4-H & X ) B &K
BOEE R ]-3H-BK M [4,5-b]MEoE, MEBLS M 231ng,
'"H-NMR(CDC1,): 0.94(3H, t, J=7Hz), 1.30-1.50(4H, m), 1.71-1.84(2H,
m), 2.62(3H, s), 2.66(3H, s), 3.95(2H, t, J=7Hz), 5.49(2H, s),
6.69-6.79(2H, m), 6.78(2H, s), 7.01(1H, br s), 7.33(2H, d, J=8Hz),
7.88(1H, s), 8.04(2H, d, J=8Hz), 10.14(1H, br s).
MASS(ESI): m/z 553(M-1).
m.p. 173-174°C.
7l 41

HE 1L, W3-(4-(N-(E=T &K H &£ )-N-H fF & )-2-
B XK )-2-F K -3H-mk i ¥ [4,5-b]0E o€ -5-3 B 1.89%
Bl-kBEKR1.0000 , 33-(4-(N-(B=Z2T &K & )-N-
Hfg & )-2-|¥ B )-2-H %K -5-(1-/% 65 B8 & g W B & ) -
SH-Mk M 3 [4,5-blMkoE 2.16% , H & ¥ K o
l4-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.23-1.53(4H, m), 1.46(9H, s),
1.82-1.97(2H, m), 2.63(3H, s), 3.25(3H, s), 3.50-3.62(2H, m),
5.56(2H, s), 6.64(1H, d, J=8Hz), 7.10(1H, dd,.J=8 and 2Hz),
7.46(1H, d, J=2Hz), 8.13(1H, d, J=8Hz), 8.21(1H, d, J=8Hz),
9.84(1H, br s).
MASS(ESI): m/e 562(M-H)".
m.p. 160-161°C.
Bl 42

3-(4-(N-(BE=ZT & E ) )-N-FH ¥X)-2-® ¥ &% )-2-

-135-
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BB -5-(1-0K B BE OB M W OBE R ) -3H-DK M [4,5-Db ]k o€
191 BE KBk 19nl, Fk B FTM=ZH/Z B 14.5nl
, BEEL AR, BRBEE, WDREEIINIBEBER, W
Kk 9.5ml, FE k& T @ 1N NaOHK 3/ % H pHd4 . WE K
o, HEEE, §3-(2-\-4-(H g &E )Y E£)-2-7 £ -
5-(1-0% B B B B B9 OBE B ) -3H-mR M FF [4,5-b]MEgE 1.53
®, AEB X,

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.25-1.52(4H, m), 1.79-1.97(2H,
m), 2.68(3H, s), 2.81(3H, s), 3.48-3.62(2H, m), 3.92(1H, br s),
5.45(2H, s), 6.46(1H, dd, J=8 and 2Hz), 6.63(1H, d, J=2Hz),
6.80(1H, d, J=8Hz), 8.08(1H, d, J=8Hz), 8.15(1H, d, J=8Hz),
9.86(1H, br s).
MASS (ESI): m/e 462(M-H) .
m.p. 185-186°C.
#l 43

3-(2-4 -4-(HH FE )% B )-2-B X -5-(1-/% B 88 & %
BOEE R )-3H-mk e F [4,5-b 0t oF 232mefk 12 B2 W & K IE
l.2ml-B E 1.2nl, E#Z 8 W 2 & 106mg, W & #H
65mgRk £ B8 60mg, & B 2 //NEE®, W2 K 80ng, &2
NEE S, LB B E (L0/1)10nlfm &8, £ & LUK, INE
et e KE, UEBEBKTEBEZE, ZBREA,
RAWR-KBERE, B83-(2-]-4-(2 % H g &)X &) -
2-F B -5-(1-/K B BE R BZ W OEE K )-3H-DK M F [4,5-b]1N
B 197ng, A B K KX
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'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.11(3H, t, J=7Hz), 1.24-
1.53(4H, m), 1.82-1.97(2H, m), 2.69(3H, s), 2.90(3H, s), 3.37(2H,
q, J=7Hz), 3.49-3.63(2H, m), 5.46(2H, s), 6.54(1H, dd, J=8 and
2Hz), 6.69(1H, d, J=2Hz), 6.82(1H, d, J=8Hz), 8.08(1H, d, J=8Hz),
8.16(1H, d, J=8Hz), 9.91(1H, br s).

MASS(ESI): m/e 490(M-H) .

m.p. 148-149°C.

il 44

ffidl 43, #3-(2-®| -4-(H IZ &% )F & )-2-H % -5-(1-
BROWEOBE R MR W OEE R )-3H-BR M [4,5-b10E uE 208mgR A
B 26Tmg, 19 3-(2-®| -4-(HF £ -(1-W &£ g & )F & )-2-
OB -5 (1-00 B OEE R M W OBE K ) -3H-k M E [4,5-b10f ¢
204mg, H H K.
'H-NMR(CDC1;): 0.89(3H, t, J=7Hz), 0.91(3H, t, J=7Hz), 1.26-
1.68(6H, m), 1.80-1.97(2H, m), 2.69(3H, s), 2.92(3H, s), 3.17-
3:30(2H, m), 3.48-3.62(2H, m), 5.46(2H, s), 6.51(1H, dd, J=8 and
2Hz), 6.67(1H, d, J=2Hz), 6.80(1H, d, J=8Hz), 8.08(1H, d, J=8Hz),
8.15(1H, d, J=8Hz), 9.92(1H, br s).

MASS(ESI): m/e 504 (M-H)".
m.p. 129-130°C.

# 45

hifl 43, W 3-(2-®| -4-(H IR & )% & )-2-F % -5-(1-
OB EE K OB W OER R )-3H-BK M [4,5-D]1M oE 206mg R T
B 305mg, M/ 3-(4-((1-T H )P X )-2-® ¥ &£ )-2-H
B o-5-(1-7%K B B8 B 0% B B8 2 ) -3H-Bk 0 3 [4,5-b ]t g
144mg, H B H X

-137-
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'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 0.93(3H, t, J=7Hz), 1.23-
1.65(84, m), 1.82-1.97(2H, m), 2.68(3H, s), 2.91(3H, s), 3.22-
3.34(2H, m), 3.49-3.62(2H, m), 5.46(2H, s), 6.51(1H, dd, J=9 and
2Hz), 6.67(1H, d, J=2Hz), 6.80(1H, d, J=9Hz), 8.08(1H, d, J=8Hz),
8.16(1H, d, J=8Hz), 9.92(1H, br s).
MASS(ESI): m/e 518(M-H) .
m.p. 129-130°C.
%l 46

Bl , B3I-(4-(N-(B=ZT EHKE)-N-B K& )-2-
FFEHE)-2-F & -3H-Bk e 5 [4,5-bIMb g -5-B 8 1.90%
, B3-(4-(N-(B=ZT & B E )-N-BH g & )-2-® % % )-2-
BOE -5-((4-W 2 X )BBE B g B B E )-3H-DK M ¥ [4,5-D]
moog 2.61% , & H KXo

(o} -2 80 ke B (VB e 1 OV )

>~

'H-NMR(CDC1,): 1.48(9H, s), 2.44(3H, s), 2.62(3H, s), 3.28(3H, s),
5,56(2H, s), 6.65(1H, d, J=8Hz), 7.11(1H, dd, J=8, 2Hz), 7.34(2H,
d, J=8Hz), 7.47(1H, d, J=2Hz), 8.03-8.10(4H, m), 10.10(1H, 8).
MASS(ESI): m/z 582(M-H)".

gl 47

helaz, w3-(4-(N-(B=ZT R HKE)-N-F K E)-2-
AR E)-2-F B -5-((4-F B X )M EKS BE)-31-
Mk 0 3 [4,5-b]ME o 2.30% , 1§ 3-(2-| -4-(H & &£ ) ¥
H)-2-B K -5-((4-F B X BB ERK T BE)-31-k MK
H [4,5-b]MEoE 1.84% , | & K K,

o
A}

H-NMR(CDC1,): 2.42(3H, s), 2.67(3H, s), 2.85(3H, s), 3.96(1H, br))
5.45(2H, s), 6.50(1H, dd, J=8, 2Hz), 6.66(1H, d, J=2Hz), 6.82(1H,
d, J=8Hz), 7.33(2H, d, J=8Hz), 7.98-8.05(4H, m), 10.14(1H, s).
MASS(ESI): m/z 482(M-H) .

m.p. 210-212°C.

-138-
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i ¢ 43, R 3-(2-| -4-(H IR & ) & )-2-8 £ -5-((4
- RO )R B OE g R OBE R )-3H-BK M H [4,5-b]NMEoE 220mg
B 37% H B KiZ WK 184ng, 18 3-(2-| -4-(= H g & )F
B )-2-B K -5-((4-9 X X )& B X iR B B8 K )-3H-1K B
H [4,5-b]0 o 55meg, MBEKH KX .

'H-NMR(CDC1,): 2.42(3H, s), 2.67(3H, s), 2.97(6H, s), 5.47(2H, s),
6.60(1H, dd, J=8, 2Hz), 6.74(1H, d, J=2Hz), 6.86(1H, d, J=8Hz),
7.33(2H, d, J=8Hz), 7.98-8.05(4H, m), 10.17(1H, s).

MASS(ESI): m/e 596 (M-H) .

m.p. 218-220°C.

#l 49

43, & 3-(2-®| -4-(H I & )% & )-2-F & -5-((4
- R X ) B EERPEERE)-SH-K M H [4,5-D]IMoE 220ng
K Z# 200mg, F3-(2-W-4-(CHERKEE)FHE)-2-H
B o-6-((4-H F X DB X IR WP B R )-3H-KKJH [4,5-b]
MooE 176meg, W EBBEE

(P 2 55 i ke B B e 1 o )

'H-NMR(CDC1,): 1.13(3H, t, J=7Hz), 2.42(3H, s), 2.67(3H, s),
2.92(3H, s), 3.39(2H, q, J=7Hz), 5.46(2H, s), 6.57(1H, dd, J=8,
2Hz), 6.71(1H, d, J=2Hz), 6.83(1H, d, J=8Hz), 7.33(2H, d, J=8Hz),
7.98-8.06(4H, m), 10.19(1H, s).

A
=)

ﬁ MASS(ESI): m/z 511(M-H)".

% m.p. 205-207°C.

: # 50

B

B 0561 43, H3-(2-8 -4- (F I % )% % )-2-9 % -5-((4
I

A SR )RS ME K MG W OBE K )-3H-DK M FE [4,5-b]If 0E 220mg
f’; -139-
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KA B 343mng, /F3-(2-8| -4-(H & -(1-W & )K & )¥ £ )
-2-F R -5-((4-F B X )R B E IR B E)-H-mk M I (4,
5-bMkuE 197mg, W H B EH & o

'H-NMR(CDC1,): 0.92(3H, t, J=7Hz), 1.54-1.67(2H, m), 2.42(3H, s),
2.67(3H, s), 2.94(3H, s), 3.27(2H, t, J=7THz), 5.46(2H, s),
6.55(14, dd, J=8, 2Hz), 6.69(1H, d, J=2Hz), 6.82(1H, d, J=8Hz),
7.33(2H, d, J=8Hz), 7.98-8.06(4H, m), 10.19(1H, s).

' MASS(ESI): m/z 524 (M-H)".

m.p. 178-180°C.

w51

43, W3-(2-| -4-(F g & )F & )-2-H &K -5-((4
-FOE X )RS B R B R OEE K )-3H-mK M [4,5-b]0 oE 220mg
KT ¥ 426mg, 19 3-(2-®| -4-((1-T & )H jg & )¥ % )-2-
OB -5-((4-F 2 X ) B E R W B R )-3H-DkMFH [4,5-b]
M og 207Tme, WEBE &
"H-NMR(CDC1,): 0.94(3H, t, J=7Hz), 1.27-1.40(2H, m), 1.50-1.60(2H,
m), 2.42(3H, s), 2.67(3H, s), 2.94(3H, s), 3.30(2H, t, J=7Hz),
5.46(2H, s), 6.54(1H, dd, J=8, 2Hz), 6.69(1H, d, J=2Hz), 6.81(1H,
d, J=8Hz), 7.33(2H, d, J=8Hz), 7.98-8.05(4H, m), 10.19(1H, s).

MASS(ESI): m/z 538(M-H) .
m.p. 129-132°C.

#l 52

e, BE3-(2-%W -4-(H & -(1-7K & )R & )F &) -
2-F F -3H-DK M [4,5-b]0E oE -5-3% B8 180mg &k 1-/% B
BE M 306mg, 15 3-(2-®| -4-(H & -(1-7X & ) &£ )¥ &)
-2-F E -5-(1-U%K B BR R RE W OEE K ) -3H-mK M [4,5-b]

-140-
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e o 137meg, ¥ ¥ B 8

'H-NMR(CDCl;): 0.88(6H, t, J=7Hz), 1.22-1.47(8H, m), 1.47-1.60(2H,
m), 1.85-1.95(2H, m), 2.68(3H, s), 2.92(3H, s), 3.26(2H, t,
J=THz), 3.55(2H, t, J=THz), 5.46(2H, s), 6.50(1H, dd, J=8, 2Hz),
6.67(1H, d, J=2Hz), 6.78(1H, d, J=8Hz), 8.06(1H, d, J=8Hz),
8.15(1H, d, J=8Hz), 9.92(1H, s).

MASS(ESI): m/z 532(M-H)".

m.p. 83-85°C.

fl 53

e, - (2-F -4-(N-(R T & W) I )T K )
-2 - B -3H-BKEDE G [4,5-b 10 oF -5-F% B 106mg R 1-IK W
B: B2 60mg, 18 3-(2-%| -4-(N-(B O & B & )@ 7 £ )% %)
~2- B HE -5- (1-K B OBE B ORE OB OEE B ) -3H-mE B JF [4,5-b]
M ME 106mg, B & H K.
'"H-NMR(CDC1,): 0.80-2.00(17H, m), 0.89(3H, t, J=7Hz), 2.69(3H, s),
2.93(3H, s), 3.09(2H, d, J=7Hz), 3.49-3.64(2H, m), 5.47(2H, s),
6.48(1H, dd, J=9 and 2Hz), 6.65(1H, d, J=2Hz), 6.78(1H, d, J=9Hz),
8.08(1H, d, J=8Hz), 8.16(1H, d, J=8Hz), 9.92(1H, br s).
MASS(ESI): m/e 558(M-H)".
m.p. 169-170°C.

By
A

P

e, - (2-F -4- (V- (R O BB O)H I E )W K
2R OB -OH-mE e [4,5-b Il oE -5-38 B 9%meg Rk (4-FH K
o)k BEME 62mg, B 3-(2-F -4-(N-(R o KB E )HE IE E)
TOE ) -2-H E -5 - (- B R DB BB R OEE R ) -3H-DK

M JE [, 5-b M 3 101mg, B B K .

o> 2 H Ome I P P gl o 9 3
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'H-NMR(CDC1;): 0.83-1.34(6H, m), 1.60-1.82(5H, m), 2.42(3H, s),
2.67(3H, s), 2.96(3H, s), 3.12(2H, d, J=7Hz), 5.47(2H, s),
6.52(1H, dd, J=9 and 2Hz), 6.67(1H, d, J=2Hz), 6.80(1H, d, J=9Hz),
7.33(24H, d, J=8Hz), 7.97-8.10(4H, m), 10.20(1H, br s).

MASS(ESI): m/e 578(M-H) .

mopc 194-195 OC .

# 55
e, 3-(4-8-2-|WF % )-2,7-= B X -3H-1K 0¥
H [4,5-bIM of -5-3 B 160megh (4-F 2 % )R B I% 104ng
, B 3-(4-B-2-FE X E£)-2,7-= B # -5-[ (4-F X ¥ )i
B B B OB E ]-3H-BK M M [4,5-bIMoE, AL S 161
mg o
'H-NMR(CDC1,): 2.41(3H, s), 2.59(3H, s), 2.68(3H, s), 5.50(2H, s),
6.59(1H, d, J=8Hz), 7.30-7.38(3H, m), 7.68(1H, d, J=2Hz), 7.90(1H,
br s), 8.04(2H, d, J=8Hz).

MASS(ESI): m/z 547(M-1).
m.p. 206-208°C.

#l 56
3-(4-R-2-|EF & )-2,7T- 2 B &K -5-[(4-B E ¥ BB
B W OB E ]-3H-BK M JF [(4,5-b )0 0 400mgiF 7£ B ¥ 5nl
, ER AR T EBRMWE =T B 9 98ng, N-H % 2 I 216ng
» (R)-(+)-2,2"-%8 (Z X BE £ )-1,1"'-% % 3. 4ngR B
(Z 8 X RAE )= S8 (0)1.7mg, 7 100°C 1 # 24/ B ,
oMU MR, fmoK T LA INEE BB B % pHT , DL E A5 : R OES =
4:1 B, U MEBKEFE, UEKGBIIESE, H
BER&G, MZES5.Onliflt MBR. A%, BESE R, &

-142-
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CERA ()

FEN,N-= H B B B I 1.8nlifg 7£ 80°C i & #F @ fm K 1.2nl
e ME®R, BEHE, MBEBE K, §3-(2-8W -4-

(XK E)FTE)-2,7T-= F & -5-[(4-0 ¥ X )& B &
B B OBE B 1-3H-mkmk H [4,5-bI0 oE T9me, ¥ H B &

1
H-NMR(CDC1;): 1.14(3H, t, J=7Hz), 2.42(3H, s), 2.65(3H, s),
2-66(3H, s), 2.92(3H, s), 3.39(2H, q, J=THz), 5.44(2H, s),

6.55(1H, dd, J=8, 2Hz), 6.72(1H, d, J=2Hz), 6.78(1H, d, J=8Hz),

7-32(2H, d, J=8Hz), 7.85(1H, s), 8.04(2H, d, J=BHz), 10.20(1H, s).

MASS(ESI): m/z 524(M-H)".
m.p. 212-215°C.
#l 517

e, R3-[(3-|-5-(=Z & B & )-2-Mf ug & )H XK ]
-2-F E -3H-DK M [4,5-b 0 oE -5-38 B8 130meg R 1-/RK &
B: M 80mg, B 3-[(3-|W-5-(=Zm W & )-2-Mh ug £ ) B £ ]
-2-F B -5- (1% WY BE R BR A OBE R )-3H-BRk M [4,5-Db]
Moo , ®EEME108ng,
'H-NMR(CDC1,): 0.88(3H, t, J=7Hz), 1.26-1.49(4H, m), 1.82-1.95(2H,
m), 2.69(3H, s), 3.51-3.60(2H, m), 5.76(2H, s), 8.05(1H, br s),

8.12(1H, d, J=8Hz), 8.19(1H, d, J=8Hz), 8.58(1H, br s), 9.88(1H,
br s).

MASS(ESI): m/z 502(M-1).
m.p. 169-170°C.

#l 58

e, 3-[(3-|-5-(=a B & )-2-Mf ng & )F & |
-2-F E -3H-DK M [4,5-b )0k uE -5-3R B8 130ngR (4-H
EX )R B KIOng, B 3-[(3-W-5-(=Z/ B & )-2-0f ng
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ZBARAC )
BO)H R ]-2-8 K -5-[(4-9 B X ) B K E P B E)-31-
BE M H O [4,5-bNEoE , fE 2 B &2 271ng,

'H-NMR(CDC1,): 2.42(3H, s), 2.67(3H, s), 5.77(2H, s), 7.33(2H, d,
J=8Hz), 8.01-8.11(4H, m), 8.59(1H, br s), 10.16(1H, br s).
MASS(ESI): m/z 524(M+l).
m.p. 231-232°C.
#l 59

B, F3-(2-F -4-FRFH)-2-ZKE-5-(1-/%
B OEE R R B OEE R )-3H-mK M [4,5-blMtuE, WEEHK

26mg,

(oo i 2 i ol ke B (N BB e e 280 - )

IH-NMR(CDC1,): 0.85(3H, t, J=6Hz), 1.20-1.45(4H), 1.54(3H, t,
J=7THz), 1.85(2H, m), 3.52(2H, t, J=6Hz), 4.74(2H, q, J=7Hz),
5.45(2H, s), 7.20(1H, d, J=8Hz), 7.34-7.50(4H), 7.56(2H, d,
J=8Hz), 7.68(1H, d, J=1Hz), 7.88(1H, d, J=8Hz), 8.10(1H, d,
J=8Hz).

MASS(ESI): m/z 539(M).

#l 60

el 1, R3-(2-8 -4-% F F F)-2-8 & -3H-Pk B ¥
[4,5-b]0E ug -5-3R B 200mg R N-(1-W & )B B 110ng,
B3-(2-8 -4-F HE X & )-2-F & -5-[(1- g £ & B &)
B B OBE 2 J-3H-mk M H [4,5-bImb g, | E L & 209me,

}':‘;!S

'H-NMR(CDC1,): 0.90(3H, t, J=7Hz), 1.48-1.64(2H, m), 2.68(3H, s),

2.94-3.05(2H, m), 5.30(1H, br s), 5.63(2H, s), 6.80(1H, d, J=8Hz),
7.34-7.50(4H, m), 7.55(2H, br d, J=8Hz), 7.71(1H, br s), 8.12(1H,
d, J=8Hz), 8.19(1H, d, J=8Hz), 9.95(1H, br s).

MASS(ESI): m/z 496(M-1).

m.p. 208-209°C.
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#l 61
1, B3-[(3-4 -5-(= & W £ )-2-1lf og % )8 X ]
-9, 7-— B % -3H-BK Mk 3 [4,5-b]Mt uE -5-3 B 180ng R ¥
-H X BB 120ng, B 3-[(3-F -5-(= @ B E )-2-0 u&
BO)H R ]-2,7-— B B -5-[(4-F B X BB ERK P B E]
-3H-MF M FF [4,5-b]1ME g , M EER1TIng,

s), 10.16(1H, br s).
MASS(ESI): m/z 536(M-1).
m.p. 211-212°C.

Bl 62

w1, w3-[(2,6-= & -3-MuE B )P K ]-2-F & -
SH-IK M 3 [4,5-b1Nk ng -5-¥ B 180mgk 1-/X B% B K 121
mg, 8 3-[(2,6-= 4 -3-Mbug 2 )M &£ ]-2-9 % -5-(1-/%
B RE R BR W ORE £ ) -3H-MRDE R [4,5-bIMboE , | EE R

167Tmg,

m), 2.64(3H, s), 3.51-3.61(2H, m), 5.56(2H, s), 7.03(1H, d,
J=8Hz), 7.25(1H, d, J=8Hz), 8.17(1H, d, J=8Hz), 8.24(1H, d,
J=8Hz), 9.73(1H, br s).

m.p. 233-234°C.

#l 63

e, f3-[(2,6-= &K -3-Mpug )P K ]-2-F F -
SH-IK M 3 [4,5-b]M ng -5-38 B 180megk ¥ -7 X B B K
137Tmg, B 3-[(2,6-= 4 -3-NMtug & )P & ]-2-F & -5-[(

-145-

. , .
H-NMR(CDC1,): 2.42(3H, s), 2.66(3H, s), 2.67(3H, s), 5.74(2H, s),
7.32(2H, br d, J=8Hz), 7.88(1H, s), 8.00-8.08(3H, m), 8. 58(1H br

'H-NMR(CDC1;): 0.89(3H, t, J=7Hz), 1.26-1.50(4H, m), 1.82-1.95(2H,|.
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0-F H % )R B EE B W OEE S 1-SH-DR D JE [4,5-b10 &,
% = [E #2 165mn8,

'H-NMR(CDC1,): 2.43(3H, s), 2.63(3H, s), 5.57(2H, s), 7.05(1H, d,
J=8Hz), 7.25(1H, d, J=8Hz), 7.35(2H, br d, J=8Hz), 8.05(2H, br d,
J=8Hz), 8.09(1H, d, J=8Hz), 8.12(1H, d, J=8Hz), 10.05(1H, br s).
m.p. 226-227°C.

#l 64

3-(2-F -4- (PR £ )F £ )-2-F £ -5-(1-R BB EK
HOEE K )-3H-ME M [4,5-b]1M o¢ 188ngkk F R = B B &
1.9ml, £ 2 & MWL oE 58negk 4% X BE R 65ng, ®H2 D
BH#%, DERHHE, SRUAKRBEHNEHE KKEE, A&
KGBiEE G, BRE/H. EHESNCE, BKR L
B, RAM-KBHES, B3-(2-R-4-(FE(HXEX)
B B ) B )-2-F B -5- (1-7%K BEEE B MR P OBE K )-3H-BK M
H [4,5-b]mug 199neg, H B K.

(o - 2k it T o ek B (B ke 355 oV )

lH-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.09(9H, s), 1.25-1.52(4H, m),
1.82-1.97(2H, m), 2.63(3H, s), 3.23(3H, s), 3.52-3.62(2H, m),
5.61(2H, s), 6.68(1H, d, J=9Hz), 7.07(1H,-dd, J=9 and 2Hz),
7.39(1H, d, J=2Hz), 8.16(1H, d, J=8Hz), 8.23(1H, d, J=8Hz),
9.82(1H, br s).

MASS(ESI): m/e 546(M-H) .

m.p. 207-208°C.

o
A

#l 65

3-(2-| -4-(H g B )F & )-2-F & -5-(1-X B B & K
BB R )-3H-Mk M [4,5-bIMEuE 278ngf B =K F
3ml, vk F puotof 148mgk & R 8 £ B8 129ng, i Pk 24

-146-
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N, REEH, tWBEEBR (ZBZKE) RZIEBEL
B-OhBeE R, B3-4-(N-(ZEBE)-VN-F K E)-2-
BOF R )-2-F K -5-(1-7K BB E M P OBEE)-3H-Bk I
[4,5-b]0 ug 126mg, H B H K

14-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.25-1.52(4H, m), 1.27(3H, t,
J=7Hz), 1.83-1.98(2H, m), 2.65(3H, s), 3.30(3H, s), 3.50-3.62(2H,
m), 4.19(2H, q, J=7Hz), 5.56(2H, s), 6.65(1H, d, J=8Hz), 7.11(1H,
dd, J=8 and 2Hz), 7.46(1H, d, J=2Hz), 8.14(1H, d, J=8Hz), 8.21(1H,
d, J=8Hz), 9.82(1H, br s).

MASS(ESI): m/e 534(M-H) .

m.p. 149-150°C.

(D 2 it o0 B ki | (B i S O )

# 66

wEll o, fI-(2-F-4-(1-REE)FE)-2-2 & -30-
Bk e 3 [4,5-b M oE -5-2 @ 200megR 1-T BE B JK 102me,
BE-(1-T B ERPEBERX)-3-(2-8-4-(1-KKE)T
®)-2-2 B -3H-BK M [4,5-bIMboE , MEEHE 14Tnl,

IH-NMR(CDC1,): 0.87-0.99(6H, m), 1.30-1.58(9H, m), 1.70-1.93(4H,
m), 2.91(2H, q, J=7THz), 3.50-3.60(2H, m), 3.93(2H, t, J=7Hz),
5.51(2H, 8), 6.65-6.75(2H, m), 7.00(1H, s), 8.11-8.22(2H, m).
MS(ESI): m/z 519(M-1).

m.p. 140-142°C.

w67

B, B3-(2-F 4- (B XxREgHE)TH)-2-CF
~3H-mE M 3 [4,5-b 10k uE -5-38 B 200mg Rk 1-T B BE K 96.2
mg, B5-(1-THEBERPEE)-3-(2-R-4-(RC & H
G K )W K )-2-2 % -3H-BK M [4,5-bIM g, EEE&E
184mg,

-147-
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'H-NMR(CDC1,): 0.94(3H, t, J=7Hz), 0.99-1.56(11H, m), 1.65-1.94(7H,
m), 2.92(2H, q, J=7Hz), 3.52-3.60(2H, m), 3.72(2H, d, J=THz),
5.52(2H, s), 6.65-75(2H, m), 7.00(1H, d, J=1Hz), 8.15(1H, d,
J=8Hz), 8.19(1H, d, J=8Hz).

MS(ESI): m/z 545(M-1).

m.p. 145-146°C.

%l 68

Belr, Re3-(2-| -4- (RO EH K E )T H)-2-C &
-3H-MK M [4,5-b 0L o€ -5-FR B 200meg R 1-/X B BE fZ 106
ng, #3-(2-W-4-(RoEH & &% )Y & )-2-2 & -5-(1-
IROWS OEE R KR W OEE R ) -3H-mR m H [4,5-b0 oE , &EE S &
183mg,
'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 0.95-1.50(13H, m), 1.63-1.95(7H
m), 2.92(2H, q, J=7Hz), 3.52-3.60(2H, m), 3.72(2H, d, J=THz),
5.52(2H, 8), 6.65-75(2H, m), 7.00(1H, d, J=1Hz), 8.15(1H, d
J=8Hz), 8.19(1H, d, J=8Hz).

MS(ESI): m/z 559(M-1).
m.p. 137-139°C.

4

%l 69

e, R3-[2-F| -4-(2-c g % ) K ]1-2-§ & -3H-
Bk H [4,5-b 0 o -5-¥2 B8 200me R 1-7T B B8 f% 112mg,
19 5-(1-7 B8 B% 2 B B OBE B )-3-[2-®) -4-(2-c 1 & )F
X ]-2-9 B -3H-BF M 3 [4,5-b Mt wg , & 28 & & 206meg,
'H-NMR(CDC1;): 0.90(3H, t, J=8Hz), 1.36-1.52(2H, m), 1.76-1.89(2H,
m), 2.66(3H, s), 3.49-3.59(2H, m), 5.58(2H, s), 6.49(1H, m),
6.70(1H, d, J=5Hz), 6.81(1H, d, J=8Hz), 7.46-7.51(2H, m), 7.78(1H,
d, J=1Hz), 8.13(1H, d, J=8Hz), 8.20(1H, d, J=8Hz), 9.83(1H, br s).
MASS(ESI): m/z 485(M-1).
m.p. 208-209°C.
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#l 70
e, R3-[2-F| -4-(2-Bk g & )F & ]-2-8 & -3H-
Bk M F [4,5-b 0t 0E -5-3R B8 200mgR 1-/K B8 B f% 120ng,
B3-l2-F|-4-(2-Bk Wl 2 )F E [-2-F & -5-(1- KB B &
Mg FOBE B )-3H-DK M JF [4,5-b]MbwE , B E & 199n8,
1H-NMR(CDC13): 0-86(3H, t, J=8Hz), 1'22‘1045(4H, m), 1.78—1,90(2H,
m), 2.66(3H, ), 3.49-3.56(2H, m), 5.59(2H, s), 6.49(1H,
6.70(1Hl d, J=5HZ), 6.80(1“, d, J=8HZ), 7'45"7-51(2“,
d, J=1HZ), 8.13(1H, d’ J=8Hz)' 8-20(1H, d, J=

MASS(ESI): m/z 499(M-1).
m.p. 184-185°C.

m),
m)l 7077(1“,
8Hz), 9.83(1H, br s).

( Sof D 2587 o4 o i B (v B 1 oS )

gl 71

g, -l2-®| -4-(2-Bk 0 & )F K ]-2-F & -30-
BE 0% H [4,5-bINE o6& -5-38 B8 200meg R ¥ -F X B EE K 140ng
, B 3-[2-® -4-(2-Wk Ml B )F & ]-2-F £ -5-[(4-H &
X OB EE K IR W B R ]-3H-Bk M [4,5-b]Mb0E, BES
fm 205mg,
"H-NMR(CDC1;): 2.39(3H, s), 2.65(3H, s), 5.58(2H, s), 6.51(1H, m),|
6.73(1H, d, J=5Hz), 6.85(1H, d, J=8Hz), 7.27(2H, d, J=8Hz), 7.50-
7.56(2H, m), 7.79(1H, d, J=1Hz), 7.99(2H, d, J=8Hz), 8.05(1H, d
J=8Hz), 8.08(1H, d, J=8Hz), 10.09(1H, br s).

MASS(ESI): m/z 519(M-1).
m.p. 207-208°C.

14

o
A

w72
HEr, B3-[4a-(N-(E=Z2TEBHE)-N-Z K E)-2-
FFE J-2-B % -3H-mk e 7 [4,5-b]M o -5-FB B 170ne
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B 1-7% B B §E 100ng, B 3-[4-(N-(BE=ZT &K E)-N-&
B R )-2-FF H [|-2-F ¥ -5-(1- XN BEREKRPBEZE)-3H-
ﬁﬂ%#[4,5—b]ﬂﬂ;fﬁ, ﬁ&é@ﬁ%lﬁ’?mgo

'H-NMR(CDC1,): 0.90(3H, t, J=7Hz), 1.16(3H, t, J=7Hz), 1.27-
1.53(13H, m), 1.84-1.96(2H, m), 2.62(3H, s), 3.66(3H, q, J=THz),
5.57(2H, s), 6.63(1H, d, J=8Hz), 7.05(1H, dd, J=8Hz), 7.41(1H, d
J=1Hz), 8.14(1H, d, J=8Hz), 8.21(1H, d, J=8Hz), 9.85(1H, br s).
MASS(ESI): m/z 576(M-1).

m.p. 131-132°C.

’

7l o73

Hell o, 3-(4-(N-(BE=ZTEBRE)-N-Z KR E)-2-
B R )-2-F K -3H-Bk M [4,5-b]0E € -5-3R B 519meg
B (4-F 2 ¥ ) B I 300mg, B 3-(4-(N-(B=ZT & K &)
-N-Z B E)-2-F KK )-2-F K -5-((4-F E X BB X
B B OEE K ) -3H-mR I H [4,5-bINE oE 631mg, %k HE B KW Ko
'H-NMR(CDC1,): 1.17(3H, t, J=7Hz), 1.46(9H, s), 2.42(3H, s),
2.61(3H, s8), 3.68(2H, q, J=7Hz), 5.57(2H, s), 6.63(1H, d, J=8Hz),
7.05(1H, dd, J=8, 2Hz), 7.34(2H, d, J=8Hz), 7.43(1H, d, J=2Hz),
8.04-8.12(4H, m), 10.13(1H, s).
MASS(ESI): m/z 596 (M-H)".
m.p. 205-207°C.
7l 74

gl 42, WI-(4-(N-(BE=ZT R K E)-N-Z & & )-2-
R )-2-F B -5-((4-H K X )R B EK P ER)-3H-
Bk & 3¢ [4,5-b 10t o 587mng, 18 3-(2-%| -4-(Z2 K & )¥F &)
-2-F B -5-((4-F K O )R EE K fZ P OBE R )-3H-BK B
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[4,5-b]uk oE 349mg, MEH & .

'H-NMR(CDC1,): 1.26(3H, t, J=7Hz), 2.42(3H, s), 2.66(3H, s),
3.17(2H, q, J=7THz), 3.80(1H, br s), 5.45(2H, s), 6.49(1H, dd, J=8,
2Hz), 6.65(1H, d, J=2Hz), 6.80(1H, d, J=8Hz), 7.33(2H, d, J=8Hz),
7.98-8.17(4H, m), 10.13(1H, s).
MASS(ESI): m/z 496 (M-H) .
m.p. 235-237°C.
#l 75

w43, I-(2-|-4- (2 &E)FHF)-2-F % -5-((4
S OH ¥ B EE R BE R OB K )-3H-mRk M [4,5-DIMENE 155meg
B Z ¥ 137Tng, B 3-(2-®| -4-(N,N-Z= Z Bg £ )F % )-2-
OB -5-((4-F 2 X )BS BE B R B OBE K )-3H-BX M [4,5-D]
M oE 125meg, fE A & .
'H-NMR(CDC1,): 1.66(6H, t, J=7Hz), 2.42(3H, s), 2.68(3H, s),
3.34(4H, q, J=THz), 5.46(2H, s), 6.52(1H, dd, J=8, 2Hz), 6.69(1H,

d' J=2HZ), 6-80(1“, d, J=8HZ), 7-33(2“, d’ .J=8HZ), 7-99-8-07(4H’
m), 10.20(1H, s).

MASS(ESI): m/z 524 (M-H)".
m.p. 185-187°C.

#l 76

a3, 3-(2-®|-4-(Z R &E)F & )-2-87 & -5-((4
SF R ¥ )RS EE R R P OB K )-3H-DE M M [4,5-b]0EuE 210me
BXE T26mg, B 3-(2-8| -4-(N-2 F -N-(1-7K % )& £ )
H K )-2-B #F -5-((4-F B ¥ B EEE WM P E X )-3H-IK
M [4,5-b]nt og 80mg, M® B A &
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'H-NMR(CDC1,): 0.91(3H, t, J=7Hz), 0.15(3H, t, J=7Hz), 1.24-
1.40(4H, m), 1.54-1.64(2H, m), 2.42(3H, s), 2.67(3H, s), 3.22(2H,
t, J=7Hz), 3.34(2H, q, J=THz), 5.46(2H, 8), 6.49(1H, dd, J=8,
2Hz), 6.66(1H, d, J=2Hz), 6.77(1H, d, J=8Hz), 7.33(2H, d, J=8Hz),
7.98-8.07(4H, m), 10.21(1H, s).
MASS(ESI): m/z 566 (M-H)".
m.p. 162-164°C.
w17

HHr, 3I-(4-(N-(BE=ZTEEE)-N-FRE)-2-
R E)-2,7-= B K -3H-BK M 3 [4,5-D]0E oE -5-38 B
200mgR 1-/X B BE fZ 102mg, /| 3I-(4-(N-(B=ZT &K &)
-N-H R R )-2-F| R R )-2,7-= B K -5-(1-/% BB ORI
BOmE K )-3H-DK M [4,5-b]0tk oE 185me, ¥ H B &

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.25-1.50(4H, m), 1.46(9H, s),
1.83-1.95(2H, m), 2.62(3H, s), 2.74(3H, s), 3.25(3H, s), 3.56(2H,
J=7THz), 5.53(2H, s), 6.60(1H, d, J=8Hz), 7.08(1H, dd, J=8, 2Hz),
7.44(1H, d, J=2Hz), 8.02(1H, s), 9.87(1H, s).
MASS(ESI): m/z 576(M-H) .
m.p. 193-194°C.
#l 78

1, 3-(4-(N-(B=T | K & )-N-8f % )-2-
®FE)-2,7-= B K -3H-Bk ® 3 [(4,5-bInk wg -5-3 @
58Tmgh (4-H B X )i B I 339%nmg, [ 3-(4-(N- (B =T
W E)-N-BREE)-2-FF&E)-2,7-= B & -5-((4-H
¥ DB X0 9 B E )-3H-BK mH [4,5-b]M o€ 625me,
REBE&.

-1562-
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'H-NMR(CDC1;): 1.47(9H, s), 2.42(3H, s), 2.60(3H, s), 2.68(3H, s),
3.26(3H, s), 5.54(2H, s), 6.60(1H, d, J=8Hz), 7.08(1H, dd, J=8,
2Hz), 7.33(2H, d, J=8Hz), 7.47(1H, d, J=2Hz), 7.91(1H, s), 8.05(2H,
d, J=8Hz), 10.13(1H, s).
MASS(ESI): m/z 596(M-H)".
m.p. 194-196°C.
Bl 79
ol 42, ®3-(4-(N-(BB=T KK & )-N-W g £ )-2-
RFEE)-2,7-= B E -5-((4-F E X BB ERKTBRE)-
SH-MK M F [4,5-b]M og 420me, #F 3-(2-% -4-(H K&K &)
FTE)-2,T-Z R E-5-((4-F E X )EBEKTREE)-3-
Bk 1 [4,5-b 0 oE 300mg, W H B & &

( omof-Di- 2 i ol ehale B (N B e 160 -0 )

- e

'H-NMR(CDC1;): 2.42(3H, s), 2.65(3H, s), 2.65(3H, s), 2.84(3H, s),
3.95(1H, br s), 5.43(2H, s), 6.48(1H, dd, J=8, 2Hz), 6.65(1H, d
J=2Hz), 6.76(1H, d, J=BHz), 7.32(2H, d, J=8Hz), 7.85(1H, s),
8.04(2H, d, J=8Hz), 10.15(1H, s).

MASS(ESI): m/z 496(M-H)".

#l 80
gl 43, w3-(2-|-4- (R K& )F & )-2,7-= B & -
5-((4-H B X B3 BE X B W OBE B )-3H-mk M 3 [4,5-b 10

’

OE 286mg ke PN 1.00% , 3 3-(2-| -4-(N-H & -N-F &

IR
A}

BE)F R )-2,7-= B B -5-((4-F 3 ¥ )R B KM EEE)
-3H-MK D& 3 [4,5-bI0 oE 274mg, B E B E &

'H-NMR(CDC1,): 0.92(3H, t, J=7Hz), 1.54-1.66(2H, m), 2.42(3H, s),
2.65(3H, s), 2.66(3H, 8), 2.94(3H, s), 3.26(2H, t, J=THz), 5.44(2H,
s), 6.53(1H, dd, J=8, 2Hz), 6.69(1H, d, J=2Hz), 6.77(1H, d, J=8Hz),
7.32(2H, d, J=8Hz), 7.85(1H, s), 8.04(2H, d, J=8Hz)

MASS(ESI): m/z 538(M-H)".

m.p. 194-195°C.

3D DY % o)om 2 H dmo o e P gl o O 3%
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#l 81

L, B3-[4-(N-(BE=ZTERE)-N-C B E)-2-
RFE]-2,7-= B X -3H-BE o F [4,5-b]mEuE -5-38 B
220mg, BI-[4-(N-(BE=ZTEHE)-V-ZKEE)-2-8F
£ ]-2,7-= B #K -5-(1-/K B BB E Bk W OEE K )-3H-DR K
[4,5-b 10t g 185mg, k1@ & & &

lH-NMR(CDC1,): 0.89(3H, t, J=6Hz), 1.15(3H, t, J=6Hz), 1.35(4H, m),
1.45(94, s), 1.89(2H, m), 2.62(3H, s), 2.75(3H, s), 3.55(2H, m),
3.66(2H, q, J=6Hz), 5.55(2H, s), 6.59(1H, d, J=8Hz), 7.03(1H, dd,
J=8, 2Hz), 7.39(1H, d, J=2Hz), 8.03(1H, s), 9.85(1H, br. s).
MASS (ESI): m/z 592(M).
m.p. 190-191°C.
#l 82
Hel1 o, w3-[4-(N-(BE=ZTEBRE)-N-Z & )-2-
ROF R ]-2,7-= B % -3H-Bk M (4,5-b]MoE -5-3R B
220mg, B I-[4-(N-(EZTERE)-V-ZHBE)-2-BF
Bo]-2,7-= B K -5-((4-F K X BB E IR B E)-3H-
Bk B F [4,5-b10fk o 170meg, @B &
lH-NMR(CDC1,): 1.17(3H, t, J=6Hz), 1.45(9H, s); 2.42(3H, s),
2.60(3H, s), 2.69(3H, s), 3.68(2H, q, J=6Hz), 5.55(2H, s), 6.59(1H,
d, J=8Hz), 7.03(1H, dd, J=8, 2Hz), 7.33(2H, d, J=8Hz), 7.41(1H, d,
=2Hz), 7.92(1H, s), 8.05(2H, d, J=8Hz), 10.12(1H, br. s).
MASS(ESI): m/z 612(M).
m.p. 163-165°C.
#l 83
g1, f3-(2-% -4-(1-WEeg )R B )-2-F K -3H-

-1564-
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MK M 3 [4,5-bI0E o -5-38 B8 200mgk 1-/% B4 B J% 124ng,
B3-(2-F -4-(1-0fb 1&g 2 )F & )-2-% & -5-(1-/K B B E
B B OBE B )-SH-WK M JF [4,5-b 0k uE 198ng, MBS A

'"H-NMR(CDC1;): 0.87(3H, t, J=7Hz), 1.25-1.45(4H, m), 1.80-1.90(2H,
m), 2.68(34, s), 3.54(2H, t, J=7Hz), 5.58(2H, s), 6.35(2H, t,
J=2Hz), 6.86(1H, d, J=8Hz), 7.07(2H, t, J=2Hz), 7.25(1H, dd, J=8,
2Hz), 7.52(1H, d, J=2Hz), 8.14(1H,.d, J=8Hz), 8.20(1H, d, J=8Hz),
9.81(1H, s).

MASS(ESI): m/z 498(M-H) .

m.p. 171-172°C.

(ot ek 380 ko B (v B e 1 o )

e B G R

gl 84

e, ®3-(2-®| -4-(1-Mp 0% & )N & )-2-8 & -3H-
BE M [4,5-D0E o€ -5-3% B 200mg R (4-F K X )B B K
140mg, 1§ 3-(2-%, -4-(1-0p g £ ) & )-2-F &K -5-((4-
BHORE X )B B EMR PR )-3H-KMHF [4,5-b]N oiE 222ng
, B BE &

'H-NMR(CDC1,): 2.40(3H, s), 2.67(3H, s), 5.58(2H, s), 6.38(2H, t,
J=2Hz), 6.92(1H, d, J=8Hz), 7.10(2H, t, J=2Hz), 7.24-7.30(3H, m),
7.54(1H, d, J=2Hz), 7.94-7.98(2H, m), 8.04-8.09(2H, m), 10.05(1H, |
s).

MASS(ESI): m/z 518(M-H) .
m.p. 178-180°C.

R
A}

#l 85

3-[2-W-4- (RO EHEE )FE]-2-H & -5-(1-1K &
BE B fE B OBE K ) -3H-WK M M [4,5-b ] uE S50mgiE 7E N,N-=
BHOE B EAMKOO.25m]l, 7 80°C i M 1IN NaOHO.2ml, B8 B #

-155-
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km#, EEE®BELI R, BES &S, UV, ¥N-ZH
BEOHBEM : K=5:4(0.5ml)¥E 3 R, M AKO0.5mlBE 3 X,
FEH0CH Bz S5 NEF, BI3-[2-W-4-(RCEH & &)
O ]-2-H E -5-(1-0K B OBE KRR P OBEE )-SH-BK M [4,
5-b Nt uE 8 B , MBS 40nsg,

'H-NMR(CDC1,): 0.88(3H, t, J=7Hz), 0.95-1.90(17H, m), 2.34(3H, s),
2.55(2h, br t, J=7Hz), 3.67-3.70(2H, m), 5.41-5.61(2H, m), 6.30(1H,
dd, J=8, 2Hz), 6.58(1H, d, J=8Hz), 6.83(1H, d, J=8Hz), 7.81(1H, d,
J=8Hz), 8.06(1H, d, J=8Hz).
MASS(ESI): m/z 545(M-Na)~.
m.p. >250°C.
o OR e

3-[2-|-4-(RoERF R E)FE]-2-FH & -5-(1-X &
B B B P OEE R ) -3H-Mk o [4,5-bInth oE 94 B OBH R EE 3-[2
R A- (R EREE)TE]-2-F £ -5-(1-7% 8 B &K
BOBEE )-3H-DK M H [4,5-DIMEmEREEORK UMHE, F
B hConax?E 2 B K2~ 345, £ K& 16465 REHE,
%l 86

e, w3-[2-|-4-(2-Bk @ &£ )N HE]-2,7-2 B & -
SH-M% M 3 [4,5-b ]t of -5-3 B 200mg R 1-7% B B I 120ng
, B 3-[2-® -4-(2-mkmg & )X FE ]-2,7-= B #F -5-(1-/%
B OEE B RE BROEE K )-3H-mK M [4,5-bImt o, & B S

212mg,

-156-
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"H-NMR(CDC1,): 0.85(3H, t, J=8Hz), 1.22-1.46(4H, m), 1.77-1.90(2H,
m), 2.65(3H, s), 2.74(3H, s), 3.48-3.56(2H, m), 5.56(2H, s),
6.48(1H, m), 6.70(1H, d, J=5Hz), 6.76(1H, d, J=8Hz), 7.43-7.50(2H,
m), 7.77(1H, d, J=1Hz), 8.01(1H, s), 9.86(1H, br 5).
MASS(ESI): m/z 513(M-1).
m.p. 177-178°C.
#l 81

e, w3-[2-| -4-(2-Bk g & )F & |-2,7-= B %
-3H-BK M [4,5-b ]t g -5-38 8 200me i & -9 X & B K
140mg, 1§ 3-[2-®| -4-(2-bk Mg & ) & ]-2,7-= B & -5-
[(4-F B X )6 B2 & k& B B & ]-3H-BK M F [4,5-b 10K & ,

B & 2l2ng,

(o i 2k 80 ko B (VB i 1 O )

"H-NMR(CDC1,): 2.39(3H, s), 2.64(3H, s), 2.67(3H, s), 5.56(2H, s),
6.50(1H, m), 6.72(1H, d, J=5Hz), 6.80(1H, d, J=8Hz), 7.26(2H, d,
J=8Hz), 7.47-7.54(2H, m), 7.78(1H, d, J=1Hz), 7.89(1H, s), 7.99(2H,
d, J=8Hz), 10.12(1H, br s).

MASS(ESI): m/z 533(M-1).

m.p. 189-190°C.

%l 88
e, w3-[2-®| -4-(2-mk Mg & )N K ]-2,7-2 B %
-3H-IK M [4,5-b I oE -5-38 B 200meg Rk 1-T B 8 0% 112

o
I3

mg, F 3-[2-|W-4-(2-sk g & )X E ]-2,7-= B9 % -5-(1-
T B Kk P OEEE)-3H-BKk M [4,5-bIMtuE, EE S &

213mg,

-157-
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'H-NMR(CDC1;): 0.90(3H, t, J=8Hz), 1.36-1.51(2H, m), 1.75-1.89(2H,
m), 2.65(3H, s), 2.74(3H, s), 3.49-3.58(2H, m), 5.56(2H, s),
6.48(1H, m), 6.70(1H, d, J=5Hz), 6.77(1H, d, J=8Hz), 7.44-7.50(2H,
m), 7.77(1H, d, J=1Hz), 8.01(1H, s), 9.86(1H, br s).

MASS(ESI): m/z 499(M-1).

m.p. 231-233°C.

#l 89

e, w3-[(2,4-= & -5-09 % )F¥ &£ |-2-87 & -3H-
Mk W FF [4,5-b]Mug -5-3R B8 170mgk 1-/% B B JZ 101ng,
F3-(2,4-Z | -6-WfF £ )-2-F E-5-(1-XBEERA
BE E ) -3H-DK M FF [4,5-DIMEuE , M & 4% % 59mg,

'H-NMR(CDC1,): 0.89(3H, t, J=8Hz), 1.24-1.50(4H, m), 1.82-1.95(2H,
m), 2-65(3“, S), 3.53-3061(2H’ m),S.GO(ZH, S), 7-21(1“, s),

7.77(1H, s), 8.19(1H, d, J=BHz), 8.27(1H, d, J=8Hz), 9.74(1H, br s).

MASS(ESI) : m/z 514(M-1).
#l 90

e, w3-[(2,4-= K/ -5-B & )F X ]1-2-5 ¥ -3H-
Mk M 3 [4,5-bIWE og -5-3R B 170mgR 4-F £ X B B K 115
mg, 9 3-(2,4-2Z ® -5-8 *F £ )-2-F £ -5-[ (4-H & ¥ )
B MR R B R OEEOE ]-3H-mBK M [4,5-bIMEoE, EELE R
205mg,

'H-NMR(CDC1,): 2.43(3H, §), 2.62(3H, s), 5.61(2H
7.34(2H, d, J=8Hz), 7.77(1H, s), 8.03(2H, d, J=
J=8Hz), 8.15(1H, d, J=8Hz), 10.09(1H, br s).
MASS(ESI): m/z 534(M-1).

gl 91
e, 3-l2,4-Z & -5-(N,N-Z B g £ )% &£ ]1-2-
R -3H-BK M [4,5-b]0E o -5-¥8 8 190mg Rk 1-/X & B

¢ 8), 7.23(1H, s),
8Hz), 8.11(1H, d,

-158-
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B 114mg, H 3-[2,4-= & -5-(N,N-Z F | & )¥ % ]-2-
BB -5-(1-/K B8 B8 £ 02 W OBE B )-3H-DK M [4,5-b ] oE
, MBEE & 1T4ng,

'H-NMR(CDC1,): 0.89(3H, t, J=8Hz), 1.27-1.50(4H, m), 1.84-1.96(2H,
m), 2.59(6H, s), 2.63(3H, s), 3.52-3.62(2H, m), 5.54(2H, s),
6.33(1H, s), 7.47(1H, s), 8.15(1H, d, J=8Hz), 8.24(1H, d, J=8Hz),
9.90(1H, br s).

MASS(ESI): m/z 510(M-1).

#l' 92

e, R3-[2,4-Z ® -5-(N,N-Z B J& & )% & ]-2-
B -3H-BR I FF [4,5-DINE oE -5-38 8 190meg Rk (4-F % X )
B OFE M 129mg, M 3-[2,4-= & -5-(N,N-= H g & )¥F £ ]
-2-H B -5-[(4-H B X BB RK R BE]-3H-KKEHF

[4,5-b0toE , & & & 213n¢g,

(o D 3 ot o ol <k B (v B e B R )

'H-NMR(CDC1,): 2.43(3H, s), 2.57(6H, s), 2.62(3H, s), 5.55(2H, s),
6.34(1H, s), 7.35(2H, d, J=8Hz), 7.49(1H, s), 8.04-8.15(4H, m),
10.17(1H, br s). |

MASS(ESI): m/z 530(M-1).

#l 93
3-(2-F| -4- (W B 2 )F &£ )-2-% &£ -5-((4-F &£ X )&

et L

BE X g BOBE K ) -3H-mk M [4,5-b]MtuE 220ngiEF E = W

o
Al

pri Bt 200ML, HmobttoE 196mghk 1-7 B BE &R 453meg, 0 & [
i

g w12/ B B, W OREER G, ULk B INEE B 3 A pH4 L LK
y R, DB EEAES, MEAKBE SR, §E
%

B B, CHE®EBEN (R HE=19:1), M2 Esnl
g BELES, BENN-Z B EE ERKinl, E80°CHA
i -159-
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moAkO0.85ml, & H, BESER, B3-(4-N-(1-T RE
H)-N-F OB )-2-FFE)-2-W K -5((4-F B X )BE
B B OBE R )-3H-BE M G [4,5-DbINbuE 38me, MEBE &

'4-NMR(CDC1,): 0.92(3H, t, J=7Hz), 1.37-1.50(2H, m), 1.74-1.85(2H,
m), 2.43(3H, s), 2.64(3H, s), 3.02(2H, t, J=7THz), 3.35(3H, s),
5.57(2H, s), 6.72(1H, d, J=8Hz), 7.25(1H, dd, J=8, 2Hz), 7.35(2H, 4,
J=8Hz), 7.56(1H, d, J=2Hz), 8.04-8.12(4H, m), 10.05(1H, s).
MASS(ESI): m/z 602(M-H) .

m.p. 158-159°C.

%l 94

1B 85, W3-(4-(N-(BE=TERE)-N-8 K E)-2-
BOF K ) -2-W K -5-(1-/% B ER K B OFOBEE ) -3H-BK M
[4,5-b]0t oE 233ng, B 3I-(4-(N-(E=ZT &K K £ )-N-H
B ) -2-® P HE )-2-F B -5-(1-/K B R W OEE)-
SH-IK M ¢ [4,5-D 1M of 1 B0 , MEE&.

1-52"1.64(2“, HI), 2046(3“, S)' 3.05(2“, t, J=7HZ), 3.15(3H' S)’

5.56(2H, s), 6.43(1H, d, J=8Hz), 7.14(1H, dd, J=8, 2Hz), 7.54(1H, d,|

J=2Hz), 7.83(1H, d, J=8Hz), 7.98(1H, d, J=8Hz)
MASS(ESI): m/z 562(M-H) .
m.p. 231-233°C.
#l 95
WM 65, B 3-(2-% -4- (W & )F K )-2-F & -5-(1-
OB W R B PP R BE ) -3H-Mkmk E [4,5-b 1N 0E 29%ngR W
BB 1-7 KE 87mg, B 3-(2-H -4-(N-F & -N-(1-7 & ¥

-160-
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EO)mE)FE)-2-F E -5-(1-XRBBEEKTBE)-3-

Bk 0 [4,5-bINE uE 175mg, MM EHE &

'H-NMR(CDC1;): 0.89(3H, t, J=7Hz), 0.91(3H, t, J=7Hz), 1.27-1.48(4H,
m), 1.60-1.72(2H, m), 1.85-1.95(2H, m), 2.64(3H, s), 3.30(3H, s),
3.57(2H, t, J=7Hz), 4.09(2H, t, J=7THz), 5.56(2H, s), 6.66(1H, d,
J=8Hz), 7.12(1H, dd, J=8, 2Hz), 7.47(1H, d, J=2Hz), 8.14(1H, d,
J=8Hz), 8.21(1H, d, J=8Hz), 9.84(1H, s).

MASS(ESI): m/z 548(M-H) .

m-po 169‘170°Cn

%l 96
fhHl65, t3-(2-|-4- (R g ¥E )T £ )-2-8 % -5-(1-
©%OWs B KRR P OEE R )-3H-BK M FF [4,5-b]Mt 5E 299me R W
W EFBESTng, B 3-(2-8 -4-(N-F & -N-(BRREH
HE)BEE )RR )-2-F K -5-(1- X BEEERKTBRE)-3H-
Mk W F [4,5-b]mt o 173mg, MBS &
'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.25(6H, d, J=7Hz), 1.31-1.48(4H,
m), 1.84-1.95(2H, m), 2.64(3H, s), 3.29(3H, s), 3.57(2H, t, J=THz),
4.90-5.03(1H, m), 5.56(2H, s), 6.65(1H, d, J=8Hz), 7.11(1H, dd, J=8,
2Hz), 7.46(1H, d, J=2Hz), 8.14(1H, d, J=8Hz), 8.21(1H, d, J=8Hz),
9.84(1H, s8).
MASS(ESI): m/z 548(M-H)".
m.p. 151-152°C.
#lo917
HEL o, B3-(4-(N-(BE=ZTERE)BRE)-2-RTE)
~0-F B -3H-BE M F [4,5-b 1N g -5-¥ B 234mgk 1-7K B
BEfg 127mg, B I-4-(N-(BE=ZTEHE)BRE)-2-|RT
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EBRARAC )
Ho)-2-F B -5-(1-7K B B KRG P OBEOE )-3H-DR M [4,5-
bINE 8€ 217mg, ¥ ®H B & & o

'H-NMR(CDC1;): 0.89(3H, t, J=7Hz), 1.27-1.48(4H, m), 1.50(9H, 5),
1.83-1.94(2H, m), 2.64(3H, s), 3.55(2H, t, J=7Hz), 5.51(2H, s),
6.58(1H, s), 6.77(1H, d, J=BHz), 7.03(1H, dd, J=8, 2Hz), 7.77(1H,
s), 8.11(1H, d, J=8Hz), 7.18(1H, d, J=8Hz), 9.79(1H, s).
MASS(ESI): m/z 548(M-H) .
m.p. 222-224°C.
#l 98

B, R3-(2-|-4-(CEHRKEE )T E)-2-8 & -
SH-Mk M FH [4,5-b]ntk o -5-38 B 250megk 1-/%X & B2 §% 146mg
, B3-(2-R-4-(CE B BE)FE)-2-FHE-5-(1-% &
B B B P OEE R )-3H-DEk M H [4,5-bJMt R, BEEBS &

(Sof D 2 8% 4 o i B (v B il 1 O )

191mg,

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.24-1.50(4H, m), 1.31(3H, t,
J=7Hz), 1.81-1.95(2H, m), 2.65(3H, s), 3.50-3.60(2H, m), 4.22(2H, q,
J=7Hz), 5.52(2H, s), 6.79(1H, d, J=8Hz), 7.11(1H, dd, J=1, 8Hz),
7.74(1H, d, J=1Hz), 8.11(1H, d, J=8Hz), 8.18(1H, d, J=8Hz).
MASS(ESI): m/z 520(M-1).

et B e

#l 99

el , w3-(2-| -4-(N-TKI& & ) & )-2-% & -3H-
Bk W FE [(4,5-bINE oE -5-3% B8 200me % (4-W B X )& B K
128mg, 1§ 3-(2-%® -4-(N-/R K & )% & )-2-87 & -5-[(4-
OB )RS PR R B P OBE R ]-3H-Dk Mk [4,5-DI0E uE , @
B4 M196ng,

o
73}
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'H-NMR(CDC1,): 0.94(3H, t, J=7Hz), 1.33-1.48(2H, m), 1.65-1.77(2H,
m), 2.37(2H, t, J=THz), 2.42(3H, s), 2.65(3H, s), 5.52(2H, s),
6.85(1H, d, J=8Hz), 7.20-7.29(2H, m), 7.34(2H, d, J=8Hz), 7.95-
8.09(4H, m).
MASS(ESI): m/z 552(M-1).
B 100

wme1 o, 3I-(4-(N-(1-T B B & )ik &£ )-2-®R K &) -
2-F E -3H-DF M F [4,5-bIME g -5-¥R B8 200meg R (4-H %
X)W B 118mg, 8 3-(4-(N-(1-T B B X KX )-2-8
TR O)-F OB -5-[(4-F B X )6 B K fE BB OEE R |-3H-BK M
#H [4,5-b]Mfwg , 8 & 8 5 & 201mg,

'H-NMR(CDCl,): 0.91(3H, t, J=7Hz), 1.37-1.51(2H, m), 1.75-1.89(2H,
m), 2.43(3H, s), 2.65(3H, s), 3.11-3.20(2H, m), 5.52(2H, s),
6.80(1H, d, J=8Hz), 7.04(1H, dd, J=1, 8Hz), 7.35(2H, d, J=8Hz),
7.42(1H, d, J=1Hz), 8.00-8.12(4H, m).

MASS(ESI): m/z 588(M-1).

# 101

a1, 3-(2-| -4-(N-(B =T X 2 B & ) £ )X
B)-2-F E -3H-BE M [4,5-bIMEog -5-38 88 240mg Rk (4-
BOE X )B B MK 149ng, /B 3-(2-W-4-(N-(B=Z=T X 2 B
BB E )TN E)-2-F £ -5-[(4-F B X )& B EKRP ERE]
-3H-mk M [4,5-bIMbnE , @ H B & 204mg,

'H-NMR(CDC1,): 1.10(9H, s), 2.23(2H, s), 2.42(3H, s), 2.65(3H, s),
5.52(2H, s), 6.83(1H, d, J=8Hz), 7.18-7.28(2H, m), 7.34(2H, d,
J=8Hz), 7.95-8.09(4H, m).

MASS(ESI): m/z 566(M-1).

-163-
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#l o102

e, Ba-(2-F-4-(N-(EFRERE B E )T E)-
2-F B -3H-Bk 0 3 [4,5-b 10k uE -5-3 B 79negk (E)-1-/X
B o-1-% BB R 44ng, BI-Q-B-4-(N-(RERERE K
HO)F K )-2-W K -5-((E)-1-/8R @ -1-E BE@E LR EE)
-3H-mK M [4,5-b1N oE , B & 3I9ne.

'H-NMR(CDCl,): 0.95(3H, t, J=7Hz), 1.29(6H, d, J=7Hz), 1.47-
1.63(2H, m), 2.22-2.33(2H, m), 2.64(3H, s), 4.95-5.05(1H, m),
5.52(2H, s), 6.58(1H, d, J=16Hz), 6.75(1H, d, J=8Hz), 7.05-

7.20(2H, m), 7.75(1H, s), 8.09(1H, d, J=8Hz), 8.15(1H, d, J=8Hz).

MS(ESI): m/z 532(M-1).
m.p. 187-189°C.
#l 103

a1, wI-(2-F-4-(N-(BRREREIRE )T £)-
g- B B -3H-DE 0% F [4,5-b Ik oE -5-3 B TIngR 1-T BB
Bz 40mg, /8 5-(1-T BeBE 2 B B BB & )-3-(2-%| -4- (N~ (
BOH R WK )M )W K )-2-F & -3H-Bk M [4,5-D1H
WE o, BB K & S53me,
'H-NMR(CDC1;): 0.94(3H, t, J=7Hz), 1.29(6H, d, J=7Hz), 1.40-
1.56(2H, m), 1.80-1.91(2H, m), 2.65(3H, s), 3.51-3.60(2H, m),

4.95-5.05(1H, m), 5.52(2H, s), 6.79(1H, d, J=8Hz), 7.10(1H, dd,

J=1, 8Hz), 7.75(1H, s), 8.10(1H, d, J=8Hz), 8.18(1H, d, J=8Hz).
MS(ESI): m/z 520(M-1).

m.p. 181-182°C.
#l 104
3-(2-5 -4-(N-Z & B & -N-H g & )F &£ )-2-87 F -3H-
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IBKU%#[4,5—b]ﬂﬂaﬁ-5-¥§@150mg?§7£§’ZN,N—:$Eﬁ3

B Bz 1.5ml, fon 3 B — BK I 9lmg, EE BB ELSNER

P L-UR M -1-% B OEE MK O EE 96mg. TEE R M N7 N

W, fEVK S T @ INEE B % W A pH4 o K 1.5ml, £
BEWR ISy R, MH15S . W EK R, A gk OB ER

2 Eo.5ml, EM A MB, EEEMBMEIN v /A
Pz EEE, BN N-ZHEBREBERERERKESE®, B 3-(2
-ﬁ—fl-(N-Z.ﬁﬁE-N-Eﬁﬂ’iE)ﬁrf%)-2—33%—5—((E)-1
—Jﬁkﬂ%—l—%ﬁﬁmgﬂ'ﬁﬁﬂmﬁ)—w—ﬂ*ﬂ%#[4,5—b]ﬂttlﬁ
165mg, M B & & o

m.p. : 165-166°C

'H-NMR(CDC1,): 0.95(3H, t, J=6Hz), 1.27(3H, t, J=6Hz), 1.55(2H, m),
2.29(2H, q, J=6Hz), 2.65(3H, s), 3.30(3H, s), 4.19(2H, q, J=6Hz),
5.55(2H, s), 6.56-6.66(2H), 7.07-7.20(2H), 7.46(1H, d, J=2Hz),

8.12(1H, d, J'—'BHZ), 8019(1“, d, J=8HZ), 9-91(1“, br- 5)-
MS(ESI): m/z 535(M+1)

#l 105 |
e, §-(2-% -4-(N-Z E B E-N-WEE )T & )-2-
HOE -3H-Dk W [4,5-b0b og -5-FR & 128ng, 8 5-(1-T
Eﬁmgﬂ'ﬁEﬁEEE%)—?»-(Z—@%—(N—Z%%%%-N—EFH’ﬁ%)
w 3 )-2-F B -3H-DE M (4,5-b 10 uE 110mg, M E M

m.p. : 169-170°C

'H-NMR(CDC1,): 0.95(3H, t, J=6Hz), 1.26(3H, t, J=6Hz), 1.49(2H, m),
1.88(2H, m), 2.65(3H, s), 3.30(3H, s), 3.58(2H, t, J=6Hz),
4.19(2H, q, J=6Hz), 5.55(2H, s), 6.65(1H, d, J=8Hz), 7.11(1H, dd,
J=8, 2Hz), 7.46(1H, d, J=2Hz), 8.14(1H, d, J=8Hz), 8.21(1H, d,
J=8Hz), 9.82(1H, br. s).

MS(ESI): m/z 523 (M+1)
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#H 106 '
G2, 3 (1-(N-H = T R BM K )-2-F FE)-2-F
S 5o (1-/% B EE E MR T OBE K )-3H-DE I FE [4,5-b 0 @
390mg, /8 3-(A-J % -2-H F & )-2-F & -5-(1-X B B
Hofp FOEE R ) -3H-BE 0K FE [4,5-bINt uE 284mg, B H B

=]
HE o

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.30-1.50(4H, m), 1.85-1.95(2H,
m), 2.67(3H, s), 3.56(2H,t, J=7Hz), 3.83(2H, s), 5.45(2H, s),

(oD 2 i o0 ol e B B e e 358 o5 )

6.53(1H, dd, J=8, 2Hz), 6.72-6.75(2H, m), 8.08(1H, d, J=8Hz), %’i.
8.16(1H, d, J=8Hz), 9.84(1H, s) i
gl o107 :
0Bl 65, fE 3-(4-Bg K -2-F F &K )-2-W HE -5-(1-/K B :
B B OB K ) -SH-DEIEJF [4,5-b1WuE 130ngR K W B ;
IS 30me. 1% 3-(4-N-(1-F MO E)KE)-2-HFE) |
- M -5- (1-7K B BE K B P OES K ) -3H-K M [4,5-D] :
ooE 125mg, & OB A & i

'H-NMR(CDC1,): 0.88(3H, t, J=7Hz), 0.97(3H, t, J=7Hz), 1.30- ’:i.
|

1.48(4H, m), 1.64-1.76(2H, m), 1.83-1.93(2H, m), 2.65(3H, s),
3.55(2H, t, J=7THz), 4.12(2H, t, J=7THz), 5.52(2H, s), 6.74(1H, s),
6.78(1H, d, J=8Hz), 7.12(1H, dd, J=8, 2Hz), 7.75(1H, d, J=2Hz),
8.11(1H, d, J=8Hz), 8.18(1H, d, J=8Hz), 9.78(1H, s)

e
3

|

|

|

I

|

I

& Mass(ESI): m/z 534(M-H)" |

o m.p. 215-216°C |

: |

" M 108 |

H G 65, @ 3-(4-ME % -2-BRF & )-2-8 % -5-(1-KB& |
I

g B K B B OBG B ) -3H-DK BB FE [4,5-b1UE uE 130mgR W KB i

i -166- !

A I

Ep :

|

RUTRREER FAZ % (CNS)AL MAE (210 x 297 2% )

4




577889

A7
B7

165
A BHHRA(C )

|
I
|
|
|
2P E39ng, HI-(4-N-(RAEBEIRE)-2-KFE) }
|
-2-F E -5-(1-JK B EE K B P OEE K )-3H-Dk M H [4,5-Db] :
Moo 120me, ¥ BB & i :
|
A
'H-NMR(CDC1,): 0.88(3H, t, J=7Hz), 1.29(6H, d, J=7Hz), 1.32- ‘; :
1.46(4H, m), 1.83-1.93(2H, m), 2.65(3H, s), 3.55(2H, t, J=THz), @ |
4.94-5.06(1H, m), 5.52(2H, s), 6.67(1H, s), 6.78(1H, d, J=BHz), 3
7.11(1H, dd, J=8, 2Hz), 7.75(1H, d, J=2Hz), 8.11(1H, d, J=8Hz), % :
8.18(1H, d, J=8Hz), 9.78(1H, s) {g :
Mass(ESI): m/z 534(M-H)" % 5'{;’1.
m.p. 198-199°C x °
£
#l 109 :
e, 3-(A-(N-BETEBRKE)-2-RFE)-2-1 :
|
% -3H-DE B FF [4,5-b 1M 6E -5-¥8 B 300negR 1-T B E K a7
148mg, B5-(1-THEBE XK P BERE)-3-4-(N-B=ZT K :
BB ) -2-F % )-2-F B -3H-Dk 1 FF (4,5-b 10 0 :
|
270mg, P EBE & :
'H-NMR(CDC1,): 0.94(3H, t, J=7Hz), 1.42-1.55(2H, m), 1.50(9H,s), é&i.

1.81-1.92(2H, m), 2.65(3H, s), 3.56(2H, t, J=7Hz), 5.52(2H, s),
6.59(1H, s), 6.77(1H, d, J=8Hz), 7.03(1H, dd, J=8, 2Hz), 7.78(1H,
s), 8.11(1H, d, J=8Hz), 8.18(1H, d, J=8Hz), 9.78(1H, s)
Mass(ESI): m/z 534(M-H)"

|

|

|

|

|

|

|

g |

5 m.p. 229-230°C ,

R |

|

fg #l 110 :

y gl a2, fE5-(1-T BEE %I W B & )-3-(4- (V-4 = !

A |

f TR B K K )-2-4 ¥ K )-2-F K -3H-DK M [4,5-b 10 |
I

n B 20Tng, 19 3-(4-0% % -2-% F % )-5-(1-T B B % B !

|

;i -167- |
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BE B )-2-F E -3H-BE M [4,5-b]MoF 124mg, ¥ H B &

Om

(-]

'H-NMR(CDC1,): 0.95(3H, t, J=7Hz), 1.43-1.56(2H, m), 1.82-1.92(2H,
m), 2.67(3H, s), 3.57(2H, t, J=THz), 3.83(2H, s), 5.45(2H, s),
6.52(1H, dd, J=8, 2Hz), 6.73-6.76(2H, m), 8.08(1H, d, J=8Hz),
8.16(1H, d, J=8Hz), 9.82(1H, s)

gl 111

15 6 65, 1 3-(4-f % -2-|WF &E)-5-(1-TEHBEBERKH

B B )-2-F B -3H-mR M [(4,5-bIM uE 102me R WK B &

BE 28mg, B 3-(4-Z E K E -2-®\* & )-2-8H0 &% -5-(1-

T OB KRG P OBEE)-3H-BE M [4,5-D]MuE 100me, &

BE &

'H-NMR(CDC1,-CD,0D): 0.94(3H, t, J=7Hz), 1.30(3H, t, J=7Hz), 1.42-
1.55(2H, m), 1.80-1.90(2H, m), 2.53(1H, s), 2.66(3H, s), 3.56(2H,

t, J=7Hz), 4.21(2H, q, J=THz), 5.53(2H, s), 6.82(1H, d, J=8Hz),

7.16(1H, dd, J=8, 2Hz), 7.73(1H, s), 8.11(1H, d, J=8Hz), 8.18(1H,
d, J=8Hz)

Mass(ESI): m/z 506 (M-H)"~
m.p. 236-237°C
w112

e, 3-(4-(N-FB=Z=TRHEKKE)-2-WF &)-2-H
B -OH-BK M [4,5-bI0h o -5-3 B 300ng®k (E)-1-/%K 4 -
- B EMK16lng, F3-(U-(N-BE=ZTEEKKE)-2-KW
A )-2-H B -5 ((E)-1-/% 4 -1-% B B X B W OB R ) -3H-
BE B FF [4,5-b 0 o€ 181me, W H B & &

-168-
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'H-NMR(CDC1,): 0.95(3H, t, J=7Hz), 1.51(9H, s), 1.50-1.60(2H, m),
2.28(2H, q, J=7Hz), 2.63(3H, s), 5.51(2H, s), 6.56-6.62(2H, m),
6.72(14, d, J=8Hz), 7.03(1H, dd, J=8, 2Hz), 7.08-7.19(1H, m),
7.76(1H, d, J=2Hz), 8.08(1H, d, J=8Hz), 8.15(1H, d, J=8Hz),
9.87(1H, s)

Mass(ESI): m/z 546 (M-H)"
m.p. 215-216°C

@ 113

sz, 3-(4-(N-B=ZTEHKKE)-2-FRF &K )-2-8
B -S((E)-1-78 M -1-% B B8 B B W B8 2 )-3H-K M 3 [4,
5-b Wt o€ 253mg, 1§ 3-(4-FR &£ -2-|W T ¥ )-2-8 & -5((F)
S1-UR M - 1-B B OBE R R R OEE B ) -3H-mk M [4,5-b 10 g
170mg, R & B & & .

'H-NMR(CDC1,): 0.96(3H, t, J=7Hz), 1.48-1.60(2H, m), 2.28(2H, q,
J=7Hz), 2.66(3H, s), 3.84(2H, s), 5.45(2H, s), 6.52(1H, dd, J=8,
2Hz), 6.60(1H, d, J=16Hz), 6.71(1H, d, J=8Hz), 6.76(1H, d, J=2Hz),

7.09-7-19(1H, III), 8007(1H' d’ J=8HZ), 8.13(1“, d' J=8HZ), 9-92(1“,
s)

#l 114

#ifl 65, & 3-(4-F &£ -2-8F & )-2-W & -5((E)-1-
B M -1-% B8 BR B B O OBE R )-3H-BK D JF [4,5-b 10l uE 130
mgR WK B 2 B 35mg, HMI-(U-ZEHRBEE-2-RF £ )-
2-F B -5 ((E)-1-/8% 4 -1-% B BE B I B B % )-3H-Dk m
# [4,5-b]M gE 122ng, M| B & &,

-169-
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'H-NMR(CDC1;) : 0.95(3H, t, J=7Hz), 1.31(3H, t, J=7Hz), 1.48-
1.60(2H, m), 2.28(2H, q, J=7Hz), 2.64(3H, s), 4.23(2H, q, J=7Hz),
5.52(2H, s), 6.58(1H, d, J=16Hz), 6.72(1H, s), 6.75(1H, d, J=8Hz),
7.10-7.19(2H, m), 7.74(1H, d, J=2Hz), 8.09(1H, d, J=8Hz), 8.16(1H,
d, J=8Hz), 9.86(1H, s)
Mass(ESI): m/z 518(M-H)"
m.p. 233-234°C
Bl 115

e 104 , 3-(4-(N-BE=ZTEHKE)-N-H g & )-2-8K
R )-2-8 £ -3H-0K M [4,5-b]INL oE -5-L B 164mg,
B3-(4-(N-B=ZTEEKE)-N-F g & -2-FRF & )-2-H
B -5((E)-1-/% 4% -1-2 B B8 B 2 9 B X )-3H-K M 3 [4,

5-b 1Nt o 190mg, M B & & o

( of D 2 it o4 oy itk B (Vv B i B O )

m.p. : 154-155°C

'H-NMR(CDC1,): 0.95(3H, t, J=6Hz), 1.46(9%H, s), 1.55(2H, m),
2.28(2H, q, J=6Hz), 2.63(3H, s), 3.25(3H, §), 5.55(2H, s), 6.55-
6.65(2H), 7.07-7.22(2H), 7.46(1H, d, J=2Hz), 8.12(1H, d, J=8Hz),
8.19(1H, d,J=8Hz), 9.91(1H, br. s).

MS(ESI): m/z 561(M-1)

@° T g

7l 116

e, ®3-(2-|W-4-(3-(1-W & K E )T HE)-2-H
B -JH-BK M JF [4,5-b]0t oF -5-3 B 130mgRk (4-H ¥ )
Be B BZ 83mg, 9 3-(2-®|W -4-(3-(1-W&HE )R E ) )F & )-2-
BOE -5-[(4-F B 5% DB BE E IR W BE X )-3H-BK & 3 [4,5-D]
MooE , ®E B & 126ng,

o
Al

-170-
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'H-NMR (DMSO-dg): 0.86(3H, t, J=7Hz), 1.36-1.50(2H, m), 2.39(3H, s),
2.47(3H, s), 2.99-3.10(2H, m), 5.73(2H, s), 6.72(1H, d, J=8Hz),
7.05(1H, dd, J=1, 8Hz), 7.43(2H, d, J=8Hz), 7.84-7.97(4H, m),
8.11(1H, d, J=8Hz). ‘
MS(ESI): m/z 553 (M-1)

m.p. 263-265°C

w117

3-(2-%| -4-(H kg E)F E )-2-8 & -5-((4-8 F ¥ )i
B KB B OBE B ) -3H-DK M [4,5-bIut o€ 300mgkk # 5t B
¥6mnl , FEBRR MEREBERNHBE2264ng, £ 90°C H# 5
NEE®R, BEEE, mMZB6nl MK, RS K, BE
B %, BENN-Z B KB EMI.5nl, 7E80°C W W W W
n# oK 4.0ml, MHEL PPER, RS MERESE R, A
WO B, 18 3-(4-(1-H FE -3-(1-W & )EKEE)-2- 8 F &)
-2-F B -5 ((4-F B DB OBE KRR W OBEOE )-3H-IK MK (4,
5-b M o 309meg, fE B & & o
'H-NMR(CDC1,): 0.86(3H, t, J=7Hz), 1.42-1.54(2H, m), 2.43(3H, s),
2.63(3H, s), 3.17(2H, q, J=THz), 3.27(3H, s), 4.46(1H, t, J=THz),
5.58(2H, s), 6.66(1H, d, J=8Hz), 7.10(1H, dd, J=8, 2Hz), 7.35(2H,
d, J=8Hz), 7.45(1H, d, J=2Hz), 8.03-8.14(4H, m), 10.12(1H, s)

Mass(ESI): m/z 567 (M-H) .
mnpo 190—191°C

#l 118

e, wI-(2-| -4-(2-F W&\ -1H-0f 1§ -1-% )F
Bo)-2-F H -3H-BK M F [4,5-bIMiog -5-B B 173meg Rk (4-
BOE X )B B K 116ng, 1§ 3-(2-8|/ -4-(2-| -1-04 1§ ug & )

-171-
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WOk ) -2-F B -5 ((4-F B ¥ )BME XM P BE)-3H-F M

3 [4,5-b]MEuE 194mg, ¥ H B & @ o

'H-NMR(CDC1,): 2.13-2.24(2H, m), 2.42(3H, s), 2.60-2.65(5H, m),
3.87(2H, t, J=THz), 5.55(2H, s), 6.82(1H, d, J=8Hz),7.33(2H, d,
J=8Hz), 7.45(1H, dd, J=8, 2Hz), 7.96(1H, d, J=2Hz), 8.01-8.08(4H,
m), 10.07(1H, s)
Mass(ESI): m/z 536(M-H) .
m.p. 242-243°C
119

I Hos-(2-|/ -4-(2-6 -1,3-18 M og -3-% )% &)
-Z—EﬁE-BH-HﬂKﬂ%#[4,5-b]ﬂthm?~5—332@§&3—(2-5-4-(
(2—§ZE)Wi%)*‘ﬁ%)—z-ﬁﬁ—ﬂ—ﬂ*ﬂ%#[4,5—b]ﬂthu£f
- 5-E B EEBIIESY, R (4-B K X )BE B 282ng, 19
3-(2-% -4-(2-% -1,3-1% WonE -3-% )% K )-2-8 & -5((
A-F OB )RS B R BE P OBS R )-3H-MK DK [4,5-b]0fk mE 158
ng, % HEHBE &, Bo3-(2-8 -4-(((2-(4-90 % % )8 B
EW&E‘E@%E)ZE)H’&E)%E)—Z—ﬁiﬁ-%i—(u-ﬁ%%)
B OEE R BG B OEE K )-3H-BK B [4,5-b]MbnE 37mg, H B
X o
3-(2-%, -4-(2-%| -1,3-105 M og -3-% ) K )-2-H F -57((
A-F OB ¥ )RS EE R B B OEE ) -3H-mK M [4,5-b 10k o

'4-NMR(CDC1,): 2.42(3H, s), 2.66(3H, s), 4.09(2H, t, J=THz),
4.51(2H, t, J=7Hz), 5.54(2H, s), 6.92(1H, 4, J=8Hz), 7.34-7.47(3H,
m), 7.89(1H, d, J=2Hz), 8.00-8.07(4H, m), 10.03(1H, s)

Mass(ESI): m/z 538(M-H)".

m.p. 243-245°C

-172-
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3-(2-% -4-(((2-(4-F HE X  BEBEEIFERE) E)
e B )% B )-2-F B -5- ((4-F K ¥ BB AW EE)-
SH-mk M # [4,5-b 10K o€

'H-NMR(CDC1,): 2.40(3H, s), 2.43(3H, s), 2.67(3H, s), 3.30(2H, t,
J=7Hz), 3.67(1H, t, J=THz), 4.21(2H, t, J=THz), 5.47(2H, s),
6.48(1H, dd, J=8, 2Hz), 6.63(1H, d, J=2Hz), 6.81(1H, d, J=BHz),
7.27-7.37(4H, m), 7.85(2H, d, J=8Hz), 7.98-8.05(4H, m)
Mass(ESI): m/z 709(M-H)~

#l 120

a1, 3-[(4-F -1,2-= B 3% -1H-%F H Bk M -5-% )
BB ]-2-F B -3H-BK Bk FF [4,5-b]NtEo¢ -5-3% B 100mg kR
1-7% B B M 245ng, B 3-[(4-® -1,2-= B & -1H-¥ JF &
W -5-% )R X ]-2-F K -5-(1- R BB EKRT EE)-3-
Bk M [4,5-b 10 o€ 69ng, ¥ H B E & o

m.p. 229-231°C

'H-NMR(CDC1,): 0.88(3H, t, J=7Hz), 1.24-1.49(4H, m), 1.79-1.93(2H,
m), 2.65(3H, s), 2.68(3H, s), 3.49-3.59(2H, m), 3.74(3H, s),
5.71(2H, s), 6.96(1H, d, J=8Hz), 7.23(1H, d, J=8Hz), 8.08(1H, d,
J=8Hz), 8.15(1H, d, J=8Hz), 9.70(1H, br s).

MASS(ESI): m/z 501(M-1)

o121

1, fE3-[(4-F -1,2-= B ¥ -1H-F H KM -5-5%)
HOE ]-2-F K -3H-BE M [4,5-b]Mf oE -5-3R B 100ngR
(4-F % % )B B Ig 278ng, B 3-[(4-K-1,2-= B X -1H-
RN -5-2% )R K J-2-F K -5-[U-FEX)RBER
BOEE KE J-3H-Bk B [4,5-D]ME0E Téme, B EBE &

-173-
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m.p. >250°C
'H-NMR(CDC1,): 2.42(3H, s), 2.66(3H, s), 2.67(3H, s), 3.76(3H, s),
5.72(2H, s), 6.96(1H, d, J=8Hz), 7.25(1H, d, J=8Hz), 7.32(2H, d,
J=8Hz), 7.95-8.04(4H, m), 10.00(1H, br s).
MASS(ESI): m/z 521(M-1).
il 122

1, M3-((6-%& -1,2-= H ¥ -1H-3 7 Bk W -5-% )
HOE ) -2-F H -3H-Bk M 3 [4,5-bIMog -5-R B 60mg Rk (4-
HOE ¥ BB 42mg, B 3-((6-| -1,2-= B & -10-%F ¥
ME B -5-% ) R )-2-H B -5-((4-F R X )BRBEKFPER
B O)-3H-BE M H [4,5-bIMEuE , MBS E22n8,

'4-NMR(CDC1,): 2.41(3H, s), 2.56(3H, s), 2.59(3H, s), 3.74(3H, s),
5.68(2H, s), 6.88(1H, s), 7.32(2H, d, J=8Hz), 7.48(1lH, s),
8.01(2H, d, J=8Hz), 8.05(2H, d, J=1Hz).

MS(ESI): m/z 521(M-1).

m.p. 279-280°C.
B o123

B L, #3-[(3,5-= Mg -2-% )W & ]-2-81 & -
SH-K I 3 [4,5-b 10k oF -5-38 B 160mgRk 1-/% B & f% 108ng
, B 3-[(3,5- F M uE -2-% )R K ]-2-F £ -5-(1-/K 8&
BE B B B OBE B ) -3H-BR M [4,5-blMfuE , B A & 165ng,

m.p. 155-156°C

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.24-1.50(4H, m), 1.82-1.96(2H,
m), 2.70(3H, s), 3.51-3.61(2H, m), 5.67(2H, s), 7.82(1H, d,
J=1Hz), 8.10(1H, d, J=8Hz), 8.17(1H, d, J=8Hz), 8.29(1H, d,
J=1Hz), 9.93(1H, br s).

MASS(ESI): m/z 468(M-1).
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il 124

w1, #3-[(3,5-= W Mg -2-%)F K ]-2-8 & -
SH-TK I 3 [4,5-b10lk o -5-¥8 B 160mgRk (4-F & X )R B
B 122mg, 48 3-[(3,5-= @ Mbng -2-% )W & |-2-H & -5-
[(4-F 25 3 )B% BB % B¢ /P B 25 1-3H-pk M JF [4,5-D 100 BE ,
mEERE 175ng,

m.p. 197-199°C
1

10.20(1H, br s).

MASS(ESI): m/z 488(M-1).
#l 125

e, #3-((3,5-=®MuE-2-%)F &£)2,7-=H
£ -3H-DK 0 FF [4,5-b]MEoE -5-3R B 102meg Rk (4-F X X )
B BB T5mg, 18 3-((3,5-= WM oE -2-% )R K )-2,7-=
RO -5-((4-F % 3% BB Ik R B E)-SH-BRMJ [4,5-b]
MEoE 114ng, MEE &

m.p. 235-236°C
1
H-NMR(CDC1,): 2.41(3H, s), 2.66(3H, s), 2.68(3H, s), 5.64(2H, s),

7.33 (2H, d, J=8Hz), 7.83(1H, d, J=1Hz), 7.86(1H, s), 8.04(2H, d
J=8Hz), 8.30(1H, d, J=1Hz).
MS(ESI):m/z 503(M-1).

’

# 126

wHal o, w3-((3,5-—®| Mo -2-F%)F R)2,7T-= H
B o-3H-BK D& H [4,5-b )0 o -5-¥ B 102mgR (E)-2-FK &
W OB EEBE T6mg, 13 3-((3.,5-= @ MuE -2-% )F K )2,7-

-175-
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— B K -5-(((E)-2-F 2 M BS B 2 ) 9 B & )-3H-Kk &
F [4,5-b10E uE 113mg, M| EHE &

m.p. 219-220°C

'H-NMR(CDC1,): 2.67(3H, s), 2.70(3H, s), 5.64(2H, s), 7.14(1H, d,
J=16Hz), 7.36-7.57(5H), 7.76-7.84(2H), 7.95(1H, s), 8.28(1H, d,
J=1Hz).

MS(ESI): m/z 515(M-1).

#1217

Hel o, 3-[(2-F| -6-3F FHafog -3-%)F &K ]-2-H
$o-3H-BK M 3 [4,5-bINE uE -5-% B 180meR 1-/K BB K
108ng, B 3-[(2-% -6-F HMhog -3-% )F & |-2-% % -
5-(1-7K B B 25 B B OBE B ) -3H-BR M 3 [4,5-b 0 og , fE

4% & 206ng,

m.p. 224-225°C
4-NMR(CDC1,): 0.85(3H, t, J=7Hz), 1.20-1.45(4H, m), 1.86-1.90(2H,
m), 2.70(3H, s), 3.49-3.57(2H,.m), 5.61(2H, s), 7.20(1H, d,
J=8Hz), 7.40-7.51(3H, m), 7.65(1H, d, J=8Hz), 7.96-8.04(2H, m),
8.15(1H, d, J=8Hz), 8.22(1H, d, J=8Hz), 9.76(1H, br s).
MASS(ESI): m/z 510(M-1).
#l 128

Hpl o, w3-[(2-®| -6-F E b -3-% )R K ]-2-H
B -3H-bk e H [4,5-b10 oF -5-3 B 180mg Rk (4-H & ¥ )
BEs Bk 122ng, B 3-[(2-% -6-F H b og -3-% )R £ ]-2-
O -5-[ (4-F 3£ 35 )W BE B BR P OEE K ] -3H-BK M [4,5-Db]
Moo , EEES S 21008,

-176-
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m-po 236—238°C

'H-NMR(CDC1,): 2.38(3H, s), 2.69(3H, s), 5.61(2H, s), 7.21-7.28(3H,

m), 7.43-7.53(3H, m), 7.69(1H, d, J=8Hz), 7.94-8.14(6H, m),
10.04(1H, br s).
MASS(ESI): m/z 530(M-1).

# 129

Hal , RI-[(5-(N-(EB=ZT |EHKE K E)-3-® 0
WE -2-% )R K ]-2-F F -3H-BK M [4,5-D]0E oE -5-38 B8
128mghk 1-7%X B B B 70nmg, ®F 3-[(5-(N-(B=ZT & ¥ &)
e B )-3-®| Mo -2-F )R £ ]-2-H K -5-(1-7% & B & %
BOEE B )-3H-DK M H [4,5-bJME g , BB &126ng,

m.p. 193-194°C
'"H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.25-1.50(4H, m), 1.51(9H, s),
1.84-1.96(2H, m), 2.72(3H, s), 3.51-3.59(2H, m), 5.63(2H, s),
6.65(1H, br s), 7.06(1H, d, J=8Hz), 8.09-8.15(2H,m), 8.25(1H, br
s), 9.55(1H, br s). ’
MASS(ESI): m/z 549(M-1).
#l 130

104 , RR3I-[(6-(N-(BE=ZTEEE)RE)-3-8K
M oE -2-% )R K ]-2-F K -3H-mBK M H [4,5-b]0H o -5-8
B 128mgk (E)-1-7% 4 -1-2 B B8 /X 31 % "9ng, 15 3-[(5-
(N-(BE=Z2TEHE)KE)-3-®EMoEg-2-% )8 X ]-2-H
B -5-((E)-1-/% 4 -1-% B8 B B I W B &£ )-3H-0K B 3

[4,5-b]Mkog , B & & & & 133mg,

-177-

AHFRRE#EA ¥ BB K% E (CNS)A4 A& (210 x 297 2% )

(e 5 e i B 5 )



577889

A7
B7

e
)

ool 32 H e 3 e 3P e o 3% 3

1
o BARA ()

76

m.p. 202-204°C
'H-NMR(CDC1,): 0.95(3H, t, J=7Hz), 1.47-1.61(11H, m), 2.23-2.33(2H,
m), 2.70(3H, s), 5.62(2H, s), 6.59(1H, d, J=15Hz), 6.67(1H, br s),
7.15(1H, dt, J=15, 7Hz), 8.04(1H, d, J=8Hz), 8.08-8.13(2H, m),
8.26(1H, br s), 10.03(1H, br s).
MASS(ESI): m/z 547(M-1).
il 131

a1, R3I-[(5-(N-(BE=ZTERE)IIKE)-3-8
g -2-% ) K ]-2-9 B -3H-DFK M H [4,5-DI0E uE -5-3% B
128mgh (4-H X X )8 BE I "9ng, B 3-[(5-(N-(BE =T
AR E)RE)-3-BRMoE-2-% ) & ]-2-B & -5-[(4-H
B DB BE R R W OBEE ]-3H-DK M [4,5-DINMboE . BB
4 & 119n8,

m.p. 163-165°C

'H-NMR(CDC1,): 1.52(9H, s), 2.42(3H, s), 2.71(3H, s), 5.63(2H, s),
6.67(1H, br s), 7.34(2H, d, J=8Hz),7.96-8.09(4H, m), 8.13(1H, d,
J=1Hz), 8.30(1H, br s). .

MASS(ESI): m/z 569(M-1).

#l 132

el , RR3I-[3-| (5-(N-(Z2 & & &I & )M og -2-
)R B ]-2-F B -3H-BK M [4,5-b]0kuE -5-3% B8 "8me
B 1-0% B BE K% 4Tmg, 1§ 3-[(3-®| -5-(N-(Z2 ® ¥, & )& £ )
M oE -2-% ) K J-2-F F -5-(1-JkK BEBE K MR P OBEE )-3H-
Mk p FE [4,5-b 0 o , & B & & Tome,

-178-
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m.p. 232-233°C

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.24-1.50(7H, m), 1.83-1.96(2H,
m), 2.72(3H, s), 3.50-3.59(2H, m), 4.24(2H, q, J=7Hz), 5.63(2H,
s), 6.84(1H, br s), 8.06(1H, d, J=8Hz), 8.14(1H, d, J=8Hz),
8.18(1H, d, J=2Hz), 8.24(1H, br s), 9.92(1H, br s).

MASS(ESI): m/z 521(M-1).

w133

il 104 , 3-[(3-| -5-(N-(2 & ¥ % )& & )t ug -
2-F )F XK ]-2-F F -3H-Dk M H [4,5-D]0 uE -5-38 B T8me
B (E)-1-7K # -1-% % B5 12 8 % 53ng, 18 3-[(3-%, -5-(N-
(& % 2 )R & )Mo -2-%F )F % ]-2-8 % -5-((E)-1-/%
Moo-1-% B BR R ORE B OBE R ) -3H-DK M [4,5-b 10tk ug , fE
B4 & 84meg,
m.p. 236-239°C
'H-NMR(CDC1,): 0.95(3H, t, J=7Hz), 1.32(3H, t, J=7Hz), 1.54(2H, q,
J=THz), 2.22-2.33(2H, m), 2.71(3H, s), 4.24(2H, q, J=THz),
>-63(2H, s), 6.58(1H, d, J=15Hz), 6.86(1H, br s), 7.14(1H, dt,
J=15, 7Hz), 8.04(1H, d, J=8Hz), 8.10(1H, d, J=8Hz), 8.17(1H, d

J=2Hz), 8.24(1H, br s), 10.01(1H, br s).
MASS(ESI): m/z 519(M-1).

4

%l 134

W1, B 3-[3-% (5-(N-(2 & 8 % )b % )0t of -2-
B ) F K ]-2-F % -3H-DK I [4,5-b 10 0 -5-¥ B T8me
Bo(4-H % % VB B I 53ng, 8 3-1(3-% -5-(N- (2 & B
HOVHE M UM -2 -6 )R K J-2-F M -5-[ (4-F XK ¥ )R E
B R OBE R ]-3H-DK MG [4,5-b1I W, MBS Ting.

-179-
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m.p. 244-246°C
'H-NMR(CDC1,): 1.32(3H, t, J=7THz), 2.42(3H, s), 2.71(3H, s),
4.25(24, q, J=7Hz), 5.64(2H, s), 6.87(1H, br s), 7.33(2H, d,
J=8Hz), 7.96-8.08(4H, m), 8.19(1H, d, J=2Hz), 8.26(1H, br s). i
MASS(ESI): m/z 541(M-1). %
%
fl 135 g
z
Halr, R3I-[(5-(N-(RPREEE)KE)-3-| It ¢ - ‘«};
2-% ) B K ]-2-F % -3H-DK B F [4,5-b10E 0 -5-3% B 90ng A
&
B l1-%x B 8B K 51ing, F3-[(5-(N-(BE R E B E))IE X )-3- %
SN o -2~ )W B -2 HE -5- (1% BEBE K MR W OBE X |- z
SH-MK M 3 [4,5-b]Mt wg , M & %5 & 82meg,
'H-NMR(DMSO-d): 0.79(3H, t, J=7Hz), 1.16-1.40(4H, m), 1.24(6H, d,
J=7Hz), 1.62-1.75(2H, m), 2.45(3H, s), 3.46-3.56(2H, m), 4.82-
4.95(1“, m’, 5.90(2“, B), 7.97(1H, d, J=8Hz)’ 8-11-8.18(2H, m)'
8.28(1H, d, J=1Hz). '
MS(ESI): m/z 535(M-1).
m.p. 228-230°C.
#l 136
el 104 , RI-[(5-(N-(E PR KEKE ) )IKE)-3-] 1t
BE -2-% ) K ]-2-F B -3H-BK M H [4,5-b 10 o -5-38 B
J0mgk (E)-1-1% 4% -1-E B B K A ® 5Tneg, 8 3-[(5-(N-
45
7% (EWmEBEE )KE)-S-®RMoE-2-%)F &K ]-2-H &K -5-
3
g ((E)-1-7% #% - 1-% 8% B 2 B¢ W B & )-3H-BK & 3 [4,5-b]
;g oo, BB & & 10ing,
B
B
I
H
Jd
T -180-
#t
£p
)
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'H-NMR (DMSO-d¢): 0.86(3H, t, J=7Hz), 1.24(6H, d, J=7Hz), 1.37-
1.51(2H, m), 2.20-2.30(2H, m), 2.43(3H, s), 4.84-4.95(1H, m),
5.90(2H, s), 6.78(1H,d, J=8Hz), 6.85-6.98(1H, m), 7.94(1H, d,
J=8Hz), 8.13(2H, d, J=8Hz), 8.28(1H, d, J=1Hz).

MS(ESI): m/z 533(M-1).

m.p. 242-244°C.
#1317

Hl o, wI-[(5-(N-(R AWK HEIKE)-3-8 I %€ -
2-% )F #E ]-2-F K -3H-BK M [4,5-b 0 oE -5-32 B 80mg
Bo(4-F % X )BBHKSIng, #3-[(5-(N-(BRA KR E)
e % )-3-F| M oE -2-% )R B J-2-F &K -5-((4-F # X )
Be 2 fg W OBE K ) -3H-mR mE M [4,5-bIMbuE , B L & 68me.

'H-NMR(CDC1,): 1.31(6H, d, J=THz), 2.42(3H, s), 2.71(3H, s), 4.98-
5.09(1H, m), 5.64(2H, 8), 7.34(2H, d, J=8Hz), 8.00(2H, d, J=1Hz),
8.05(2H, d, J=8Hz), 8.18(1H, d, J=1Hz), 8.29(1H, s).

MS(ESI): m/z 555(M-1). '

m.p. 229-231°C

fl 138

B, #R3-((2,4-= WM g -5-% )W K )-2-§ & -
SH-BK & 3 [(4,5-b 0t o€ -5-¥ 8 190mgk 1-/% B B §% 128ng
, B3-((2,4-= B M ug -5-2%)F & )-2-H &K -5-(1-K &
BE Bt B PROBE B )-3H-BR M FF [4,5-bINbNE , R E B &
182mg,

"H-NMR(CDCL,): 0.89(3H, t, J=7Hz), 1.28-1.50(4H, m), 1.83-1.95(2H,
m), 2.65(3H, s), 3.53-3.60(2H, m), 5.60(2H, s), 7.53(1H, s),
7.74(1H, s), 8.16(1H, d, J=8Hz), 8.25(1H, d, J=8Hz).

MS(ESI): m/z 468(M-1).

m.p. 161-163°C

-181-
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180

ZBRRAC )
139

B, f3-((2,4-= W Mg -5-% )R K )-2-F & -

SH-IK M 3£ [4,5-b ] of -5-3 B 180mghk (4-F % ¥ )8 B
Bz 137mg, B 3-((2,4-= @ Mfog -5-% )F & )-2-8 % -5-
((4-B0 25 35 )0 B8 B IF W B &£ ) -3H-k M 3 [4,5-b 10 %,
hEHBE & 19508,

'H-NMR(DMSO-dg): 2.39(3H, s), 2.56(3H, s), 5.83(2H, s), 7.45(2H, d,
J=8Hz), 7.86(1H, d, J=8Hz), 7.91(1H, s), 7.94(2H, s), 8.11(1H, d,
J=8Hz), 8.23(1H, s).

MS(ESI): m/z 488(M-1).

m.p. 248-250°C.

(5o 0 o B (Y B R )

B 140

56 85, #3-(2-\ -4- (¥ 2 HE)FE)-2,7T-= B &
“5-(1-7K B B5 Rt B B9 OEE R )-SH-mE M H [4,5-bINEE 170me
, B3-(2-F -4- (¥ 2t BEI)FE)-2,7T-= B & -5-(1-1X
BB K RGO OEE K )-3H-BR M [4,5-bDlUMtuE M E, MBS
B 133ng,
m.p. 175-178°C
'H-NMR(DMSO-d¢): 0.83(3H, t, J=BHz), 1.18-1.46(4H, m), 1.50-
1.64(2H, m), 2.46(3H, s), 2.58(3H, s), 2.99-3.09(2H, m), 5.59(2H,
s), 6.45(1H, d, J=8Hz), 7.35-7.46(4H, m), 7.51-7.60(2H, m),

7.78(1H, d, J=1Hz), 7.85(1H, s).
MASS(ESI): m/z 547 (M-Na-1). -

o
Al

il 141
ol 85, f#3-[2-F-4-(5-|mEm -2-% )F & ]-2-H
Ho-5-(1-/% B B K B P OEE K )-3H-Dk M [4,5-DINE HE TT

-182-

e P 2% o ome 32 H oMo o e I gl b 9% 2
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ng, B3-[2-F -4-(5-®mEm -2-% )F HE]-2-8 & -5-(1

/% RREE R BG W OB K ) -SH-DE M FF [4,5-b10fh o B, MK

B 45 & T8mg,

m.p. : >250°C

'4-NMR (DMSO-d¢): 0.82(3H, t, J=8Hz), 1.27-1.36(4H, m), 1.50-
1.65(2H, m), 2.48(3H, s8), 2.99-3.09(2H, m), 5.59(2H, s), 6.50(1H,
d, J=8Hz), 7.17(1H, d, J=4Hz), 7.43(1H, dd, J=8, 1Hz), 7.47(1H, d,
J=4Hz), 7.86(1H, d, J=8H, z), 7.94(1H, d, J=BHz), 7.99(1H, d,
J=8Hz). '

MASS(ESI): m/z 549(M-Na-1).

il 142

WHB 85, MI-(2-F-4-(FR B EI)FHE]-2,7T-= B E
S5-[(4-F H K )RS R R W OEE K ]-3H-BK M FF [4,5-b]IK
G 85mg, 13 3-(2-% -4- (¥ 2 E£)F HE]-2,7-= F & -
Bl (4-F % 3% )R B 2 B W OBE K 1-3H-DK 0 JF [4,5-b 10 0E
M, MBS TINg,

m.p. >250°C

'H-NMR (DMSO-d¢) ¢ 2.30-2.44(3H, s), 2.57(3H, s), 5.55(2H, s),
6.41(1H, d, J=8Hz), 7.15(2H, d, J=8Hz), 7.36(1H, dd, J=8, 1Hz),
7.39-7.47(3H, m), 7.51-7.60(2H, m), 7.70(2H, d, J=8Hz), 7.77(lH,
d, J=1Hz), 7.84(1H, s).

MASS(ESI): m/z 567(M-Na-1).

# 143

W 85, 5-[(5-@mEm -2-% ) BEBEERKFEBERE]-3-
(2-% -4-F B ¥ £ )-2,7-= B % -3H-Bk M 7 [4,5-b]If
G 134mg, S 5-[(5-@ Iy -2-% )R E KPP EE]-3-

-183-
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(2-% -4-F H£ ¥ &£ )-2,7-= B % -3H-mk vk 3 [4,5-b ]t
WE 81 B, BB & 105ng,
m.p. >250°C
'H-NMR(DMSO-d¢): 2.49(3H, s), 2.58(3H, s), 5.59(2H, s), 6.47(1H, d,
J=8Hz), 7.08(1H, d, J=4Hz), 7.27(1H, d, J=4Hz), 7.34-7.54(4H, m),
7.65(2H, d, J=8Hz), 7.82-7.86(2H, m).
MASS(ESI): m/z 615(M-Na-1).
# 144 (FR239401)

3-[2-F| -4-(1-KE E)F K ]-2-H & -56-[(4-F & X))
B OEE R RR PFOBE R ]-3H-BK M FF [4,5-b]0 uE 220mgiEF 7E 80°C
N, N-— B X KR 1.5ml, M@ MIN NaOHO.Tml,
EEE®BEL.SINER, BEES, UNN-Z F EFR
B : K= 2:12 8% 1.5nlk KOo.5mlpE &, B 3-[2-8W -
4-(1-REHE )R H]-2-FHE-5-[U-FEF ) BEEERHA
BE £ 1-3H-mK M FF [4,5-b 0k of 81 B 199me, M EHE & .
m.p. :308-310°C
'"H-NMR (DMSO-dg): 0.88(3H, t, J=6Hz), 1.20-1.42(4H, m), 1.67(2H, m),
2.30(3H, s), 2.42(3H, s), 3.92(2H, t, J=6Hz), 5.46(2H, s),
6.43(1H, d, J=8Hz), 6.80(1H, dd, J=8, 2Hz), 7.10(1H, d, J=2Hz),

7.18(2H, d, J=8Hz), 7.74(2H, d, J=8Hz), 7.90(1H, d, J=8Hz),
8.00(1H, d, J=8Hz).

Bl 145

HmL o, R3-(4-(N-(CEKRE)-N-FEE)-2-BRF
Bo)-2-F K -3H-mk M H [4,5-b]0kuE -5-R 8 177ng, 139
3-(4-(N-(ZE R E)-N-F I X )-2-|RF &£ )-2-8 & -5-
(1-7% B 85 X §¢ W B % )-3H-mk M 3 [4,5-b 0t g 220 mg,

-184-
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2 B £ i 98 5 [ﬁi

ABFHFHERN —EHNEABEERLESY BEZ, %W
FHN—EFEEERACEDREE, HEREEDE &
Y 5 PDE-V MIHIFEM - 4, ZAFHRBRMNR —EHELUH
fE L EEBECEY R EE ABFHTER —&ES Ll

RGeS HEEREEROCBEHEKY -

H db6

PARY

FPRABHEHBERELEY R AR ERTFE TR E ERA
DB EEREAERYE, BRE (DTEBERKBE) ,
HIRERRB, BREHBE (OBERFERE, BRRBEH%
METR, BRFEMEER, BRREEODERE/AL, BEERK
w, BREEEEBR, MEEERRE, BREEBRE,
EREERAMEEKEARE)  BEEXNE (AKRERZSEE
Rabson-Mendenhall fE, leprechaunism, Kobberlig-
Dynnigan fif, Seip fiE, Lawrence fE, Cushing fE, MK Ui f8
RES) , SEEWNEE, SEE, BIREWL, LEBIKE
B O(HRLE, LEBS) rquIIH%F'( ERBEE R &
MEREE) , BL, BERERE, SMRERE, BERX,
REMBESMAEEERER;, XER cGMP-PDE (X X
PDE-v) #I#, FHEAE®, XRETFKR, OEGFR, THE
DL, BEMHEEFER, MAIRAUBBRLE, &
megE, AmEL=ER, BAOKK (WERREE/DNRE
) , BEREE (WK FK506, BAERESECER) ,
BE®, BREA, OEXE (BREBRRERER) , A

-3-
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L et e, B

R o ea
i
’/{r'a"/; v

v é‘k?}z_# LA v}u

~ AR (2)
BIMER, KPR, BETYMEMEAER, BEEME
EHmEABBEERWZIRN) BERZE, AFKEAERX, BN
B, BXE, TEBEEHR (MARKEBERE) , BE
(MBEHBE, CEEMBES) , BR, BEEREX
PTCA# BHHR%E, BFRE (WHREE, WEK, A2 WA
R AIDSE@UEFFIRERE, AR, a0, KE, KR
EESIERBRERESF)-

Kﬁ%Z%ﬁ%mhkA%%WTﬁ(H

" QYLE»

@r

Os% (1)

A —R!
AFREFEXREBREFEL -—EFNRERT: OFE,
QEEFESERNEMRACHERRE, ONFK, @KL
HE, OUEEBERENARZEREE, OREMEE
EEL—FARNAREZRECEHBERLENRZIERE, W
RERE BEECKETFHEREBREERE, OBE, K
@EEEFEENRZERE,

RBEEEREREE,

R® £ & B AR £

REAEHFERBBEENRZERE, EEHEZELK
BREZRENRZFE, TEOABEENRZBREE, T
EHERERNARZEE, KEEHERMAZHR

A B K fi b B

(L TEBESN(CL)] -
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o BEAEHRA (9)

ﬁiﬁ nﬂl
M |
, 4-REE, 1I-CRE, 2-ERE, 3-CHRE, 4-THRE,
S-CRESE - -HEFECGMLGE O LEIEE -

"TRERE B CGLLWEBIRE, ECG,E, IBRANE,
THE, BRE, BECERBERE, LEERE, BT &,
BEXEAEDE -

BHEECHIBSEFE, Mo HE, WRE, BT %,
HmERXE, MEEE, BEC . MikxE, LEEFE -

BRECHEASERIRRE, WIRE, 1-AHRE,
2-WHRE, I-THRE, 2-THRE, 3-RE, 1-KKRE, 2-
RPRE, 3-TRRE, 4-KBRE, 2-FE-3-TRE, 1,1-=
HE-2-THE, 1-CRE, 5-CREE - HFH C,. MR HE,
LTHIZRHE -

BEREEB O (BEXIKREE, IIFREE, 28 &,
1-REHE, EREE, |-TE&E, ET&E, BT &E,
BE=ZT&E, |-XE&E, BXEE, BZXKE&EE, E=/X
X, 2-FETEE, |-CEE, ZRCEE, F=ZC & X,
BE_CEE, 2-FEXKEE, 3-FEXREE, 1-2&ET &
E,2-ZETEE, |, 1I-ZHET&EE, 2,2-Z“HETS
E 33-“HETESE, 1-2E-1-FEREESF -

THEHCEEE, WFEE, 2%, |-H&EE, 2N
S, 1-TEE, RETE&E, BE-T&E, B=T& %,
1-KEEF -

"TEREEE BHAAEREENRCERE - H

P

-11-
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A~ #AHeA (10) %i ' 1

Cr ¥ BE I-THEE - 'ﬁﬁ"%‘“"m(ﬂ

KESF , Cl, Br &K I-

THEREE ) BEXSNE C. i EMEMAZFF , Cl, Br
Kl , REHEXRSHE C,.MEMMNAKZFF , Cl R - flA0
FERE, _A£FE, ZAFE, FFE, —&FE, =&
HE REE, —RHEE, ZRFE, |-H2FE, 1-8Z&
£, 1-BZ%, 2825, 2825, 2-RZE, 1,2-Z
BZE, 12-Z8Z2HE, 1,2-ZRZE, 2,2,2-Z/7ZF,
EHRZE, 1-EFRE, |-ERE, |-RRE, 2-AAHE,
2-BAE, 2-RAE, 3-AmRE, 3-&EWRE, 3-RR &,
1,2-ZHAHE, 1,2-Z&RF"E, 1,2-ZRAE, 2,3-2Z &
WHE, 2,3-“HERE, 2,3-Z8HAE, 3,3,3-Z/FE,
2,2,3,3,3-AARE, 2-ATHE, 2-8&T &, 2-RT %,
4- BT E, 4-8TE, 4-RTE, 444-Z&8T &,
2,2,3,3,4,4,4-EHTE, B-ATE, 2-HLXE, 2-&K
B, 2-BRRE, S-8&KE, 5-&KE, S-RRE, B-HI/KX
2, 2-£#CH, 2-8&C %, , 2-RCE2E, 6-ARCE, 6-&
oE, 6-RCHE, B-HCCEF -

BREFEECEERERMA KL E -

ANPHFEBRADNAFEHBEREDNRZTE - RN
HERZEOR C A&, UXE, EERABRXR-GE -
HPEFXEREE -

TIENRTE FEELS—ERENARZITE - KE
MRECEHE I~4-TIRENKRFE , CFEHDH

-12-
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A RARHA (19) W£

e

,1\‘)7.%3 #

EEL-ERNREZBEBRERE, RHERERE, BEX
BIrEEME, OB, XOFEEFAFEDNRZERE, XK
B

Pl

BT HEHBRELER O TR (INMEKLE K HEE

\\ (IR)
o”

/
k

AP REEKEHEKEAE,

R B H B fe &

RBEEEFENEBENARAZCERE, EEAFAREK
HREREDNARZFE, TEEFHREENRZCERE, £
EEREEDNRCEE, IEEENENRCHEEREE,

RAEMKE, KHE, XEAEFEEENRN HKKERE
HREWAK K E,

X B X -

FEEWNT:

RUG3-E-4-BEE, 2-&-4-FEFHE, 2-8-4-2&8F
E,2-8-4-(1I-FEEOFE, 2-E84-BREXHE, 2-8&-
4-(1-TEEEE, 2-&-4-(1-REE)FXE, 2-& -
4 (BRBEIEE FE, 2-&R-4-Z2&FE, 2-% -

221 -
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# o~ HAERHA (31)
3-(4-ZEBHE-2-BFEHE)-2-FE-S-((B)-1- KM -1-%
R R BE B BB RE ) -3H-BK U [4,5-b] mEoE,
3-(4-(N-(BETEHE)-N-BHEE)-2-REH)-2-F £
S-((B)-1-7k /-1 -5 5% 0 & ik B BB 3£ ) - 3H-DK M 3 [4,5-b)
i
3-(2-F-4-(3-(1-WH)RE) FE)-2-FHE-5-[(4-F &
5 )T B BC B P REBEE ) -3H-BKMEHE [4,5-b 10 IE
3-(4-(1-HE-3-(1-WHE) BRE)-2-RFE)-2-FE-5-
((4-FF 3£ 25 )R BE 25 Bk PR B 25 ) - 3H-DK W 3 [4,5-b 1Mt 1%
3-(2-8-4-(2-8B-1-mgEHE) FE)-2-FE-5-((4-F &
HO)VHE G BE P REEL ) -3H-BRMEFE[4,5-b)0t g,
3-(2-8-4-(2-8-1,3-2mpg -3-FK) THEH)-2-FBE-5-
((A-FR B )RS RE B fE R ) -3H-Bk M 3F [4,5-b 1Mk 1,
3-(2-F-4-((2-(4-FEE )VEBEKIBMEE )ZE )KHE)
CH)-2-F RS ((4-FEF)VEMBER FEE)-IH-k
[4,5-b]dt g,
3-[(4-8|-1,2-“FE-IH-FEHokW-5-H)FE]-2-FH.
S-(1- R EE EE B A OREE ) -S3H-DKMEH [4,5-b Mk IE,
3-[(4-|-1,2-“FE - IH-FEH kW -5-H)FH - 2-F &
S-[(4-BEF EBMEKRFREE]-3H-KMH[4,5-b]MtnE ,
3-((6-F-1,2-ZFE - 1H-FEHokmw -5 E)FHE)-2-F .

S((4-FEE)EBE G PR E)-SH-Bk M (4,5-bMt I,

wn

-33.
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{27 2o . vl !

pyrE SR Tla
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E >~ A (34)
TR )-2,7-Z B E -3H-BRME G [4,5-b 100 IE 5 EE
3-[2-F-4-(1-R&EE) FEI-2-BE-5-[4-FEF EMK
E MG P RE R ]-3H-BK M H [4,5-b )0k IE &4 B
3-(4-(N-(ZEHRE)-N-FHRE)-2-BFHE)-2-FHE-5-(1-
RER R P REE ) -3H-BRMEH [4,5-blMtE, K
3-(4-(N-(FEHRE)-N-HERE)-2-&FE)-2-FHE-5-(1-
KA E IR FRE R ) -3H-BRMEH [4,5-b]0LIE -

B ENLEW(L ) FEFRAOT -
gk 1

ERhHEY (I ) REETSAEY (I ))RKAEBEHALSY
(M)KHAEBEIREMEYREBEREMHSE -

ke (o), LEW(MHREEREZREMTEY A L
EW(L)FMBIRE -
hEWM(IHERECHEREMAY BN, B (2
FHEF, DTAHFRESE) , HhAEEK, BHEF - K
ErmAeEYe B EER, BERR, BNCWABHE (U
B, KRB, CKBR®R, —FHR, XUBERE)
"t EEREE, EREB, MARE, KR, ER (UFBEE,
ZHEBRE) , BEBR (W2, Ak, TR, 2TRE,
ki, KB, BEXB, 2-Z2ETE, Z&ZKR%E) , 7
kB (NMEHBE) SHBIEBESE, HWE, ok, 4-
HY A% mkome | T B b mE, = omeoEk UM E L ER MR TEMLER
(e HEE, FEFE, —F S E([(CH),N'=CH- ],

236 -
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&?ﬁ A% 28 "Iy
l Py

ZImE, RNEE, H-BXE, 24-“HEERE, Z&FKE,
AEERE, PTHEXE, XEAFXE, ¥Rk, ¥-WEH
Be, W -BEBMME, RFERE, WHEAE, LKk,
Be R 8-EWFiIESS ) ; B N-REAEY (0N N-Z F R,
N-RT -Eifek |-RE-IH-XH=UE) cBEF - KX
EmAepuUmRmALE(I)CEEMmMZEM -

%~ e (35)

WK W€

RERNZREBWNK, B (AFRBERZEFE) , AE,
R, 2B, 15, &%k, Rk, NEKMW,
ZBZE, NN-ZHEFRBERGE, KEMHKEZER

FECEBEBETES BLEABATEERNESM®
A -

FEGTEERLED(IREEHBRIEBER, REE
NEEERABAB TET, WNN-ZROEKRALZDEEK,
N-BOE-N-IBHZERCK_-ERK, N-R2E-N'-(4-2 4
MEBOE ) KM -, NN -Z ZE KA ZE K,
ERWNEBRMAZERE, N-ZE-N-3-ZHRERE )KL ZEE
B, NN'-$## (2-FBkME), ADFER-N-ECEK,

N,N'-—

“EBW-N-BOEK, 282K, I-REE-1-RIR,
Sk, RMBZE, RUERERNE, S/EE(BER),

CSHRTH, BEBRA_FE, EBR_-FE, —FXHB&,

BEE, SHME, NFRESLE (NEFRZIE, AFR
RERE) , ZEB, 2-2E-T-REHRBEUE, 2-Z % -
5-(M-BBEAEI)EEVRGES FHE, |-(H-8EFEES
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i A% 5&”} ]

7

B~ HARHA (36)
) -6-4 -1H-FEB =0, R N, N-T FOHE FORE B 6 R EE R,
e, EFR-ATFR, AETBERERSERE
Vilsmeier BBl -

REGRGEEEBRIERKR TET, NBs B EBRR
B, S{EkcME, BLoE, 4-FREAMEDE, N-EAEUEME, NN-Z
EfEE (M NN-ZBEE) , NNN-ZERFEE -

REBEEBEL —BRAAAEMATEST -

B 2

By (l -OHREBETSAAW(] - o) REBEBHERE
{7 3 B

HEW(L - R(] -HZHEEHEBNKEY (1 )T

I OME B A0 KRR S B Wk AT

ABREEBRRNOER S ITHREMIFEETHT - B2 E
flaEsEsRrakE, NBSBE (NS, &, #%) , B
+4&| (&, %), RESELY BBRBREBREBESE,
Sl (MW, SZKE), BEdE, 1,5-207 ¢
B((4.3.0)F-5-4%, 1,4-—OWE#®R[2.2.2F%, 1,8-2Z0Y
MBS 4.0+ B-7-%% BEROEARE (WFER,
ZH, WE, —RZE, ZRAZ®S) , BHRB (NBEE,
FRE, ARE, MBS RES LB (ZRAWE)-

RPE— B, ik, B (NFE, 2B%) , _H
¥, CZ-E—FR, —8FK, DEER, HERSE,
REHKEEFEEECEBBRTET - KEBR

-38-
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ﬁ' 2 775'”]!
‘f;?ﬁ e

R

A~ ZeAmeR (37)

BMOAEFEE KEBERSE, —RESADEMBRET
[ FE -
Bk 3

HEW(L -a)REEBRHHAEY (I -c)REBEBEKE
REEWS -

EM(T -)R(I -d)cEEBONELED(I )R -
R EMEEE 2, MREZCHTERGEE (WMEBEE, &
EE) T2REE 2
Bl 4

BEWLEW (I -e ) XEBMAKEM(V)EAEW (I -d)
REBMMUSE - L&MW1 -OR(L-e ) CcEHEBENLEY
(I)Fimw -

HERREZHEEHLEEZERERBEZRER -
hEBRRFFAEEEREH B (W%, ##RE) , X
cBLEYCHE (R REE ), EHREBERNERR
(MER, 28, AB, ZAZ28B, HFXER, §8%
RErBg) thieBR /SHeBhEaEWEER (R, |
%, NaOHZE ) , 2B EkaWw, WEkELEY (WEL
sReE, SR, |idE, SH=2FEEHEHE, GkL=5
ZSTEEES)  MEdkyw (WaEtsh, HiaskE, &
WaEkeh, MEawmFEsE, Wik, —WlKrE) F, LS
O (Z8AB, ZBABE, KB, ZZ2B%) % - @K
BEFAHREBEZRABMME (MHEAKR, BHEHN,

-39.-
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A~ BARA (38)
MmN, MELRER), EBE (MEMN,
mm . WG, B, BRE, Pd-FEMEE -REHE)
B [ AE RS R BT L BB (AR IR 5 B B %
G5, BB (MBEBERES) , FHEKE (MEEE,
RAMEEEW) % -

BENGENREETREESERBE TETUNK,
B MR, 2B, NEZ), ZEHRBBRIBOZE =
Mg . N N-— FEEERK MEKE, REBRKE RH
BWTES HREBRXBATFESEHE - KEREERTE
B— e Emen T ET -

8 S

B (]l - R EEABLEW (VIR AEEW (T -f)
CTHEMS - LWl -HRE(] - EEBENEEW (L)
AT 7R o

FEEREENE=THRMNE F A EBREHREBTE
T REEREEMS (CHEEERB)ZH ), (R)-(+)-
BINAP[2,2'-# (Z KM )-1,1"-= A RIS mETET -

FREBEEBRE, “BRREBEMARTEST, KEFT
NEENFRXLERERTAPEZHHTES -

8k 6
BEw® (Il -hHEEBTHALEW (L -d)RHEBEEKT
/%;o

-40 -
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Z_}Ei\quﬁ R E‘i |

A~ BARA (39)

hEW(I -HZEEHEMNALEH (I)HFTR -

EEMYW (L -DHHEBELTER, EREEZIALSW(L -d)
ﬁ%%%km,WW@%%%E(W%&%%),@%%
B - BABTRA-_®Fk, DEa%mE, KREELEKE
8 1T -

85T

B (1l - o) R HBAHEEREES ALEW(I -d)
REBETE  BMEREETSERAEN (NEKRI)
REREBE WHTA_&FK, NERBSE, REEK
Wm~ZERET
Bk 8

B (Il - REBETSHEY (1 -d)3H B EEE
TEE - k&I -HDZEEBNAEY(L) -

ELMEBOCNEGENLED (I -, KEW(I -)XZ
fe R R GRS REEE R (AN T BEEEE D KK ke 68 ER R
R - GETE _SFK, DEYME, ERERKSE
Z=|TET -

T EYARBEEROTHES, BN, BEE,
HPLC £ Z H H ¥ (&t fl 85) #if - k& ¥ A H NMR K
AN, BHAWK, IRXZLIWN, TEIN, HERESF
i e &8 e

ABHALEY TS U LHERLLAEHBRE KHFYH
MEEY HELEVEARKERUTXRRERREERBY -

41 -
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- B T

£
1.%;},‘ ZI\PIUF 3 F!”\ £

%~ #9RH (40)
B R R R R A E Y -
ABELAMBEEBTRE AW, R A 5
Ep - BAMEBKENRZBE -
TR () EEu R T AR BT (1)
s % -
= R
Be db/db B B B 2 A B0 9E
S e Y
& A
3 (2 -4 (PR M) HE) -2, 7 B S [(4-F %)
B R RE EE ] 3H- DKM IE [4,5-b]00E (B1 37 /A1)
= B B W
B E M C57BL/KsJ-dbm db+/db+, C57BL/KsJ-dbm+m/+m
(BERER=E) B (5 HE) . HE 2~3BEESR
%_o
%Y
B WA F T B A LSRR (CE-s, Clea B
K)o MEBTF 100me/ke B, BBEWEENZEALER
0. 1%, H#WT 0meg/ke B, HEALER 0,030 T
lomg/ke B, HBAILES 0.016- AHEES 2 & - 5
BT ARERATANE, MERTHEARAAANE -
=5
Wi db/db B EK B, B B R A = B R A B -

-4 -
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BN (41)

BWFRAUEANZEY 14X, HHEER 8~10E#E& - R
T REFEI4KER, HEELWBIREFEHAMME (Chase
Heparinized MM % ) #iM, O AW RH/ME - RE 0 XK
HI4XHBENHEFOEE, OF=HHERODEFRE R
BE, TRET RUENRFIOEERODP=ZHHE - R
BO K, B1T REE WXHERE REBMBEMHMEKR,
L& bk m#ERIEE -

B & 75 &

KEEESALBEBAFE, /8 10-15¢p l METHEMHEE
(WERECII-HBEMEMENT)- K CPO-H & E H ¥
(=H# G-3 B Waco) 3 GPO-DAOS A& (=Hm E-HE
Waco) , BEA 10-15p¢ 1 MEEAHEBEONRF=HHME - WK
B BI¥EIT LB E - RKHLBE 5 (Phadesef Insulin RIA
Kit, Kabi Pharmacia) , A 204 1 I 4% ] 0 & M 4% & R
EXRE -

i R

# db/db BHBEE+/+ BHORFOEER=HHE
CEBRES 1000, WERTFURARBALSEYROFESTMEER
F=Z=HHEZBELH (% - BERIINEI

-43-
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- BFRRH (42) 5z
. %D A
g KTl
%1
RRLEY #il & il % 4 15 Lt B
(mg/kg) (%)
fe & A 1 o7

AEHEWAEYW (I )T UBERAPAERBEEE
- hEEABTELED (I )REERDEZEUEG &
O, ERBEERNARE (BH) BFCEHBE, FEEBHBEE
DREAAFERUERETRERE BHEaBE, £/, BX
g, R, BB, RE, KK, BER, LL®E, BHEF,
BE  HFE, #BUSER, @Y, ZRE/H, BEH,
A, REREAEECEHRBMA -

KEM(IHBHETRBEAFHRELME, EXTFTLE

WML YU ELERERRE, FHE-BKEHNR 0.1ng, Img,

10mg, 50mg, 100mg, 250mg, 500mg B, 1000mg - — M & H
EIEFAK 0.1lng/W AE# 1000mg/fm A -

7 % BH % B B 6E BI & B e B RE -
BEHl 1-1

“ERKE 7T An]l BENS KM, EAKRKRAE-62~ -48
TS #rf@m1-TEE/ESHK 1.60MB K 30nl, K@ T
B 309%, EAE-60~-50CUS5S #W®MN-B=T &
RS R % 3.63 /WA KM 14ml B - KW T &R

44 -
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A~ HARA (58) %“Egynnﬂ

B B 12-2
N N-Z R EREEK 6ml, =Z % 0.85ml, 1,3-## (=%
B BE B )W ST 346mg, ZEESE (I )188mg K HEE 4ml A 5-
W-3-(2-8-4-(1-WEE)FE)-2-ZF -3H-KKMWH [4,5-b]
Mg 1.07 3%, & 10 ARECD KRPMBEE 85C## 8
INEE o UKW TRtk 20ml, EEBEES - WERK, Kk
mEd, EWBHEEBER(CHR/ICEBZE=1/1), BEERE,
MEEE Snl, fIBRE&ERKBMBE - K THHE, BEW®
B, UGEHFBEXSE, 83-Q2-8&-4-(1-FEE ) )FHE)-2-Z
B -3H-BRMEH [4,5-b]ntmE-5-RBK PR, 6B 8l6mng -

'H-NMR(CDC1,): 1.01(3H, t, J=7Hz), 1.38(3H, t, J=7Hz), 1.70-
1.85(2H, m), 2.80(2H, q, J=7Hz), 3.86(2H, t, J=7Hz), 4.00(3H, s),
5.62(2H, s), 6.58(1H, d, J=8Hz), 6.68(1H, dd, J=1, B8Hz), 6.96(1H,
d, J=1Hz), 8.09(1H, d, J=8Hz), 8.14(1H, d, J=8Hz). -
MASS(ESI): m/z 388(Mt+1l).

B g Bl 12-3

(s 14-7, W 3-(2-8-4-(1-WEE)FHE)-2-2 &
S3H-BK W [4,5-b)RENE -S-FRBR B 789mg, 1§ 3-(2-& -
4-(1-FHEE)FE)-2-ZFE -3H-BKkMWH[4,5-bIBL1E -5-7%
B, AL S 620mg -
"H-NMR(CDC1,): 1.02(3H, t, J=7Hz), 1.44(3H, t, J=7Hz), 1.71-
1.86(2H, m), 2.90(2H, q, J=7Hz), 3.88(2H, t, J=7Hz), 5.54(2H, s),
6.60(1H, d, J=8Hz), 6.38(1H, dd, J=1, 8Hz), 7.00(1H, d, J=1Hz),

8.15-8.24(2H, m).
MASS(ESI): m/z 372(M-1).

-60 -
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A% A
RESEELEL

o HHARHA (109) »
I (N-(B=TEBHEKE)-5,6-Z Rt 2.7 RBERK

mZEwm,MﬁmEZ%T%% ZHE1.75 K

| 3-8 (“EBIFAK3.21 % - REABZRNEL L RRE

(mﬁmﬁﬁmt%ﬁom¢ﬁ%,mz%z%zwm,ﬁ

BB ES, £ S00nl EWBREBEREN(SH: ZBZ

BE=10:1~5:1~3:1~2:1), B 5-(N-(B=T &H &£ ¥

HEy)-3-EMnE-2-HmoE, BAEB S.85% -

I§-NMR(CDC1,): 1.43(3H, t, J=7Hz), 1.53(9H, s), 4.46(2H, g, J=7Hz),
6.75(1H, br s), 8.27-8.35(2H, m). '

MASS(ESI): m/z 301 (Mt+l).

81 fig B 49-3
(B8fEF 31-2, 7 5S-(N-(B=T &#H %m§>3@m
e .0 EE 2B 5.847, BS-(N(BZTEHRE KE)-3-

B -2-WEEME, FAE 4.65% -

14-NMR(CDC1,): 1.53(9H, s), 4.04(1H, t, J=5Hz), 4.74(2H, d, J=5Hz),
6.59(1H, br s), 8.14(1H, br s), 8.27(1H, d, J=1Hz).

MASS(ESI): m/z 259 (M+l).

8 fi B 49-4

GBI 19-1, # S-(N-(B=ZTEHREIEE)-3-8-2-
WEARLMIE 4.63755, B 5S-(N-(BZTEKEEE)-3-8-
)(EREMERE) rE, X8 5.7 = -

1H_NMR(CDC1,): 1.53(9H,s), 3.08(3H, s), 5.41(2H, s), 6.77(1H, br
s), 8.24(1H, br d, J=1Hz), 8.30(1H, d, J=1Hz).

BB 49-5
(58l 18-4, £ 2-F9E -3H-DRMEH [4,5-b)Ab0E -5-7R
BEE 3.2 AR S-(N-(B=ZT&KE )kz%%) 3-& -2-

-111-
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F o~ FRARA (117) B fonn 3n7]a

AR

Bl 1

BE 3-(2-F-4-FEHTE)-2-FHE-SH-BRWH[4,5-b]0
U -5-¥ e 200mg B N N-— EFEFEEK 2.0ml, MHKE K
W o120mg, FEEWBH 2 NEER, ME)-2-(4-HEE)SL
KERARERE 146mg K 1,8-"20#E(5.4.0]+—Wk-7-1
0.12ml, FE= @M 2.5 SNEE®K, £KS TN IN BB KH
£ pH7 , fO7k 2.0ml, fEE WA 3045 - W E L&A
Yo FIEWIKAKEK 456ng BE N Z B 2.5n], B RKE,
EEEEE L N - WERE, MZEXRE, § 3-(2-&-
4-HHEHE)-2-FE-S-[(E)-2-(4-B R E)ZIH S -
B B R R )-3H-Bk MW HE[4,5-b]0E0E 254mg, HABK A -

4-NMR(CDCI,):2.68(3H, s), 5.63(2H, s), 6.81(1H, d, J=8Hz), 7.30-
7.75(11H), 8.13(1H, d, J=8Hz), 8.18(1H, d, J=8Hz), B.67(1H, J=6Hz)
MASS (ESI):m/z 543 (M-1).

)

B 1, 1 3-(2-F-4-FHEFHE)-2-FE-H-HKWH
[4,5-b]HE0E -5-¥ 8 100mg & 4-Z B & & T B EE M 62me,
B ((4-ZHmEETH BBERPERE]-3-2-R-4-F &
TE)-2-F B -3H-BRME S [4,5-b]BEIE 118mg -

'H-NMR(CDC1,):1.78(2H, m), 1.96(2H, m), 2.01(3H, s), 2.69(3H, s),
3.59(2H, t, J=6Hz), 4.05(2H, t, J=6Hz), 5.62(2H, s), 6.81(1lH, d,
J=8Hz), 7.34-7.50(4H), 7.55(2H, d, J=8Hz), 7.71(1H, s), 8.15(1H, d,
J=8Hz), 8.21(1H, d, J=8Hz), 9.88(1lH, s). ‘
MASS (ESI):m/z 556 (M+l).

-119-
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A~ HARA (189) r—“
Bk - \‘;’;mw%“l“

m.p. :149-150°C

JH-NMR(CDCl,): 0.89(3H, t, J=7Hz), 1.26(3H, t, J=7Hz), 1.24-
1.52(4H, m), .1.78-2.02(2H, m), 2.65(3H, s), 3.30(3H, s), 3.44-
3.66(2H, m), 4.19(2H, q, J=7Hz), 5.56(2H, s), 6.66(1H, d, J=8Hz),
7.11(1H, dd, J=8 and 2Hz), 7.46(1H, d, J=2Hz), 8.13(1H, d, J=8Hz),
8.21(1H, d, J=8Hz), 9.85(1H, br.s). :

MASS (APCI): m/e 536(M+H) .

#l 146 (FR240926)

GH 1, #3-(4-(N-(FEKRE)N-FEE)-2-8&F
). F B -3H-BEMEH [4,5-bIMLE -5-& B 102mg, 75 3-
(4-(N-(j§%¥ﬁ<%)-N-EﬁH§%)-2-%%%)-2-@%-5-(1-&
R WG ECf PR OME EE ) -3H-BRMEH [4,5-b]mb0E 107mg, HEH
* o

m.p. :120-121°C

'H-NMR(CDC1,): 0.89(3H, t, J=7Hz), 1.18-1.55(4H, m), 1.78-2.02(2H, i

m), 2.63(3H, s), 3.32(3H, s), 3.45-3.65(2H, m), 5.17(2H, m),
5.56(2H, s), 6.66(1H, d, J=8Hz), 7.12(1H, dd, J=8 and 2Hz), 7.22-
7.44(5H, m), 7.47(18, d, J=2Hz), 8.13(1H, d, J=BHz), 8.21(1H, d,
J=8Hz), 9.83(1H, br.s).

MASS (APCI): m/e 598(M+H)".

AR EREERLSYERANESFEUFRERK
BIL GBI E B R, BRAE (TRRERR)
EIEEER, BRAMRE (OERBAEEE, BRFE
BEiL, BREEER, BRBMEMERE L, BHEEK
L OBEREEES, MEHBERE, BRREBAR,

-185-
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A~ HBARA (184)
EREEHMEELSE) , BERAE (WREXRZHEE,
Rabson-Mendenhall £, leprechaunism, Kobberlig
Dynnigan fiE, Seip fE, Lawrence fE, Cushing iE, KX A
REZ) , SEENEE, SEE, BREL, LBKR
H(RLE, DEBSE) , aIRE (BEERBHEERH
MEEER) , BL, FERERE, SMRERE, BEX,
REMBEACTEEHEBER, RER cGMP-PDE (L H
PDE-v) 1%, FEINEM, X{EFKR, IEFER, TR
DB s, BB SER, MU AUBBRLE, &
MmEg, FmELCEB, BOAKRK (NHERRBEE /D KE
) , BERYE (K FK506, BUBERE5IBZER) ,
BEE, BIREL, MERZE (REBRREHE) , &
BMER, KhE BETYHEBAREER  SEEHE
R B E B R W) HBRE BBEEERK, Ei
B, BEXE, THBESHR (WRNBEEBEERE)  BZE
(MBEUEBE, LEXBES) , BR, BEEBREX
PTCA % B H%E, BRE (MBEREE, MEK, AT BR
R AIDSZEHmhREBEE, g, gam, KE, K&
FESEBEERES) - LEW (] ) RABEAFE MM
MECHSTRAUNEREHEES, BRERBIEFEALEFR
EHMIEEREIRECRE -

AEFBENBABET 11-259283, 10-346175 &k 10-
367540, HABFGAZHE -

=
I
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A5
B5
m P SRR E (AL Eﬁﬁ%fEM%%?ﬁ'lﬁﬁﬂﬂiﬂ-Tﬂﬁ‘|§ZEﬁ )
B iz b &% Z’\%L &9 ﬁ“/\ A

L Callis

Ziéﬁ%%ﬁﬁﬁﬁl]?ﬁ(l)ﬁﬁﬁﬁﬂﬁ{té%,Eﬁ&%%%ﬁﬁz%

Sy

A—R
AP EFEMAXTRE - LBEEBRALEYHTEH N
myEEEMH, cGMP-PDE M& EM, FTRUIBRMENRE, X
RESEEE, MESEREE, FTRIMARDHHE%E LR
@ BE TR E J"Z%%Fﬁ%l

3% X A#4EE (59244 : SULFONAMIDE COMPOUND HAVING HYPOGLYCEMIC
ACTIVITY OR PDE-V INHIBITORY ACTIVITY

The present invention relates to a sulfonamide compound of

the formula (I):
HYL/I \>—R2
N
N
|
A

_._.Rl

(1)

/S\

wherein each symbol is as defined in the specification, a salt
thereof, and a pharmaceutical composition containing same. This
compound can be a useful agent for the prophylaxis and treatment
of the diseases curable based on a hypoglycemic action, and the
diseases curable based on a cGMP-PDE inhibitory action, a smooth
muscle relaxing action, a bronchodilating action, a vasodilating
action, a smooth muscle cell inhibitory action and an allergy

inhibitory action.
_2_

AUk RS A P BB HKAEE (CNS) AGRAE (210X297T2% )

(35 0mi v 2950 300 B ke B A Bl RS )

—————————— e~ ————— Vi —————————————
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S"_______,_____.J
hi
~ HEEH ’ﬂiiﬁ *
% 88121089 & " H A B K I ¥ iF £
<HEEKRLEYw  HEME

(92 %£ 9 H 1ISsHEIEAX)
NOHREOHOF] & B
1. —BTAR(L )W cEHEEALE Y HE

W¥as iy

O¢5§
AFREBEXEEHMBREE  FEL-—ERNRKEEE: O
AE, OQFBEEFEEIRNFEFMNACEE MR E - 1B
IEE o O EREE ERERKBECHEREE, OK X,
@C, K, OFEBFE GEBRENARZ C, M &
E, OBEMEEFEL —ENAEZBEEEH Ci.
BREEDNRZ C,¢EE, C (IEMREHE-C, ,ItEH
BE, CCLEE C JMEFBERC (JBElEE,
MBE, ROFEHFENARLZ C,. s RE,

RPE C B C (S &EE,

RPES & B Cy. fE 3,
RBOEEHZFERMEEERNARZ C,AE, OfF
EHBEEHC BEBKERNE-C ,MEBEDNARZF
HR G mMEXE, QFFBH C (JSGEEENRL
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N~ PHEEFRE
C,oliE, WHEBHC MMENRZIEE, KOTE
HRENARzERE UK
A B C fHEiRE -

DM FHEAMEES | BHiEEKALAYMHHEE, HF
REBORHIEENMARZ C,.oBE, QRABRER C (I
EHERE-C HEFEDNRZIEEHC (JREEFE,
QA C, BFHEEMRZ C, .t E, HOEEHR Ci
e EEW AR BE -

JMMEFHEAGES | BErBERALEYHAE, HF
REMLEETEEEL —ERNAEZEOFE, QF
Bt R Mg EREE  ERERKMEZ
MEBE, OQNE, OC, . HiE, OFEH C,. R
EMARZ C (JmEE, OBREEEFES -—EANRE
BEHMOTEE G BREENRZ C, (E, C . HAKE
HE-C IEEBRE, O SHEERC SHEHEE, O
WME, ROEEBEEREDMRZ C RE -

A BEAGES | BErBEERKLALSDRAEE, ROT
(1 A):

R3
\/
N
U Ver
R’ i
\S/ \'N N )
0?0
0
. ' \D\Rs

X

(IA)
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N~ FHEAEE

AP RPE Cl ot EHC . JEE,

RP% H 80 C, ¢ %t &,
‘BOREEBEAEAFAERBMEENRZ G, AEE, @QfF

EERERC JHEREHE-C, , MEKREMAZE

EHR C JEFE, QOQFERE C . SHEEEDNALZ C,.

B E, WEEEC . MENARZEE, ROFEEBEAREK

WA & E -

ROEB Mg &, RWBE, SR C (JaKERE-C,,
HFEBRENREEIEERE O (JSENARCKEE UK
S FEMGEY 4 BrHEBERLEWREE, HF
RAERC (WMEBKERE-C  IMEKER C It F W

Rz EE -

6B FEFGEESY S BrEEREAteHEE, Hf
R2E C, &, UERBEERFEC  JHMENRZIEE,
B C,.¢ft & -
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