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B (HE® CI1- % ¥Yaco Pure Chenicals Co., Ltd)
o {&GPfﬂ-ﬁﬁiﬂﬁﬁi (ZHm -8 Vaco) = GP0-DAOS
Adk (ZHw E-BLB Waco) , M 10-15.u 1dn % 7 9
BEmEP=HEE., MERTIDETEMNE, KW H
%k (Phadesef Imsulin RIA Kit, Kabi Pharmacia) |,
BEFH 200 1o 8% G B B ofn 3F P RE R E B,

% R

HAb/APE B BAR+/+E P M B B ERE =W
ZERENLINY, HBBETOUMBEE D% M@ D mm
BER=ZHARZ2BEELA (N, ERFR %I,

# 1

BBLSY M B (ng/ke) B RE A (X)

ita®a 10 71

FRBUEMLELAY (DTUBRENBEAFAREF
He t BERUMAEALA (HAERROHBE S ME S
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(B ERAEBERERERmE, ERTFLEEH (1)U
R LELRERKE, £ H -HEBEHSB0.1ng, 1ng, 10ng
50g;, 100mg, 250mg, 500mgs 1000mg., — M 45 H M

B A 0.1ng/%m A T 1000/ ng/W A o
A B M b WA R AW R
B -1
3-(3 4A-— B Y EHEY-2-F" E B [b] o -5-3% B W Ky
ik r B M I6-22 KKk, B2-FKXE [b] iy -5-
EBRAEARERIA-_ATEBERITISEONLESY .

'H-NMR(CDCl) : 2.48(3H, s), 3.89(3H, s}, 7.52-7.68(2H, m), 7.79-8.04(3H, m), 8.23(1H, s)

Mass(ES]) : m/e 377(M-H)
8o A-2
3-(3,4-T" W ¥ HE)-2-® x B [b] B -5-RB PN
BREI-I4-Z KT EE)-2-F X B [b] o -5-538 8
O (25%mg)2 PO E Kk M (2.6m)) -9 & (0.26m1), B K
AT AMELN (36ng) MHEIIH ., B =W 28
(1I5nVERAFRKEED, RKSHBETSH AW
wAL#H(255me). MHBEHR M2 LRRERSDP, RER
TRREIMNME, BERXER, RKSAOTHEREL K, %
PX1s5% NaOHHR f0 , BB I MRRR. MAEAHEL @ X
., REARBETER. RREFMISEBLEEY A

B (224ng) .

'H-NMR(CDCL,) : 2.51(3H, s), 3.91(3H, s), 4.14(2H, s), 6.97(1H, dd, J=8 and 2Hz), 7.20(1H, d,
J=2Hz), 7.31(1H, d, J=8Hz), 7.82(1H, d, J=8Hz), 7.93(1H, dd, J=8 and 2Hz), 8.18(1H, d,
J=2Hz) )

Mass{ES]) : m/e 363(M-H)"
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J~ BeASLEE (b7 )

6 1-3
3-(3 4-= WKL )-2-W E B [b] I -5-3 M
B A BB AA-T2 5, Ho-(3.4-— & F & )-2-m
EBIb] mW -5-WBERTEEOLED Y.
lH-NMR(DMSO—d,S) : 2.56(3H, s), 4.24(2H, s), 7.10(1H, d, J=8Hz), 7.43 {1H, s), 7.51(1H, d,
J=8H2), 7.82(1H, d, J=8Hz), 7.95(1H, d, J=8Hz), 8.14(1H, d, J=8Hz)
Mass(ESI) : m/e 349(M-Hy
B2
3-(2,3- " E REBE)-2-F £ B [b] W W -5-38 B 0 A
FREWI-12 5%, BR2-—ERYERETSE QG
e,

'H-NMR(CDCIy) : 2.40(3H, s), 3.90(3H, s), 7.31-7.41(2H, m), 7.58-7.69(1H, m), 7.81(1H, d,
J=8Hz), 8.01(1H, d, J=8Hz), 8.59(1H, s)

Mass(ES]) : m/e 377(M-H)
WO m2-2

3-(2. 3-Z ®E X R )-2-W X P Ib] My -5-L B F N
iRmEHAHI-22F &, A8 YBRITIS5BLEEY.

'H-NMR(CDCy) : 2.45(3H, ), 3.89(3H, s}, 4.27(2H, s), 6.57(1H, d, J=8Hz), 6.97(1H, t, J=8Hz),
7.31(1H, d, J=8Hz), 7.82(1H, d, J=8Hz), 7.94(1H, d, J=8Hz), 8.11(1H, s)
Mass(ES]) : m/e 363(M-H)
BowH2-3
3-(2,3-Z W W ¥ )-2-B X B [b] Iy -5-8 B
GHEALI-32F &, a8 TEENLEY.,

IH-NMR.(DMSO-dG) + 2.50(3H, s), 4.32(2H, s), 6.71(1H, d, J=8Hz), 7.19 (1H, t, J=8Hz},
7.51(1H, d, J=8Hz), 7.83(1H, d,J=8Hz), 8.01(1H, ), 8.02(1H, d, J=8Hz)

Mass(ES]) : m/e 349(M-H)

el 3-1

3-(2,5-Z W T BE R )-2-" X B (b] s -5-3 B B OA

-659 -
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426666,
Al
B7

o~ BEABE (V)

HEEALI-IZFE, EHIZ-ZEKYXYEERYEFEEN

it & 9.
'H-NMR(CDCl,) : 2.42(3H, s), 3.90(3H, s), 7.35-7.51(3H, m), 7.81(1H, d, J=8Hz}, 8.01(1H, d,
J=8Hz), 8.06(1H, s)

Mass{ES]) : m/e 377(M-H)
8% M 3-2

I-(2,5-Z R E)-2-B X B [b] Wy -5-R W F M

hEEAL-227E, HFESPFRIBEBMDLEED.

'H-NMR(CDCLy) : 2.48(3H, ), 3.90(3H, s), 4.21(2H, s}, 6.64(1H, s), 7.11(1H, d, J=8Hz),
7.34(1H, d, J=8Hz), 7.83(1H, d, J=8Hz), 7.95(1H, d, J=8Hz), 8.13(1H, s}

Mass(ES]) : m/e 363(M-H)
®R#EH3I-3

3-(2.5-“ KX B )-2-W X B Ib] Wy -5- 8
R @HAI-I2H &, B BHBMITISERNLESED.

'H-NMR (DMSO-dy) : 2.52(3H, 8), 4.28(2H, 8}, 6.75(1H, d, J=2Hz), 7.33 (1H, dd, J=8 and 2i1z),
7.55(1H, d, J=8Hz), 7.84(1H, d, J=8Hz), 7.89-8.11(2H, m)

Mass(ESI) : m/e 349(M-H)
L R

M- R R e M 22, 4-2 BB W

HEMABEBE IR (10.0g)F R @B (100m1), RE
WTmAM-(24-Z“ B FHE)EK (11.9g), ¥ MEBERK
2 b, HRERRABREAN, BRBRBELUZBRZIBZE %A
fEMmte 2R ER (10.58),

'H-NMR(DMSO-d,) : 1.36(3H, t, J=6i{_z). 4.40(2H, q, J=6Hz}, 6.32(1H, d, J=9Hz), 7.78(1H, dd,
J=9, 2Hz), 8.34(1H, d, J=8Hz), 8.59(1H, d, J=2Hz)}, 8.84(1H, d, J=8Hz)

5 W Fl 4-2

2-FF N M B [1,5-a] IHof -3,.5-— M- 2K

-70-
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A26660

AT
B7

i~ BB (b9 )

BN-BRBEBERZE24-HB® (10.208RZ8
(147al), M A KA (3.770) U R E BB EIS . 1A
Z@Z;ﬁ(:%.ﬁsml). R 60°C i B M PEE KRS MR, BB
TEY, AREGRBRELE. AVWBEREWN (F8®K
e /BB =T/1) BB BEBHLa 2REE
B &8 (2.708),

7.46(1H, d, J=8Hz), 7.78(1H, dd, J=9, 2Hz), 8.43(1H, d, J=8Hz), 8.78(1H, s)

BROW M 4-3
-6 ot me B {1,5-al WtuoE -3,5-" 3% BB

50% NaOH(160mg), K (0.5n1)k Z & (1.001)/m &4 @
WMO.BAE . RMAKSHTHEPHHME R ERMEIT . &
SRt AKETBEBNLEEY 2 8288 (50mg),

B 61 4-4
2-F M B BF (1.5-a) O ouE -3,5-3 E
Woo-oBH v BX [1.5-a) Mbe2 -3,5-" B M (1.39g)R B
Bﬁ!@(.13.9g)§%150°cm%aﬁ##24~ﬁ. ok & & T m A
k (14g), HRENSEL. RAB T ERIIE UK S
/BB (A DRARE. SEXRE AR THEBEBLS
Mgk EEB(6l0ng), HEBBR2AEHMB, B K E B
SR E /AR (DR R., KA HEE. RRMETYE
BUABERBEGEERE. UBRETSSE SR 2hEED

-71-

'H-NMR(CDCl,) : 1.42(3H, t, J=6Hz), 1.46(3H, t, J=6Hz), 2.70(3H, s}, 4.36-4.50(4H, m),

# 2-B ol o B (1,6-a)] M @ -3,6-— ¥ — 2K (100ng)

'H-NMRDMSO-dy) : 2.55(3H, s), 7.43(1H, d, J=8Hz), 8.46(1H, s), 8.56 (1H, d, J=8Hz]

AR B R AR ( ONS ) AGLAE (210X 297K )
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426666

A7
B7
2~ ARBHBLER (70)
(200mg),
'H-NMR(DMSO-dy) : 2.42(3H, s), 6.67(1H, s), 7.18(1H, d, J=8Hz), 8.21 (1H, s), 8.62(1H, d,
J=8Hz)
5 W M 4-5

2-W utf i B [1,5-a) WA -5-3R M 2 B

B 2-5 otk e Bf D1 ,5-a] o mE -5-F W (T23meg)iE R 10X
WeoB8 /2 B (20ml), MBBR2.DMNKE., REKSHTPH
KE®R , UZIBIERREMNABETEE. AR RS
R HWBHEN (/28K =4/1) #{HH
BERMiEteah2z2hiEEH (1070g),

'H-NMR(CDCy) : 1.41(3H, t, J=7Hz),-2.52(3H, s}, 4.40(2H, q, J=7Hz), 6.49(1H, s), 7.25(1H, d,
=8Hz), 8.19(1H, s), 8.40(1H, d, J=8Hz)

8 4 f 4-6

3-(2,4-Z F| W HE ) -2-F M BB [1,5-a) M@ -5-R @
5

BEHZ B (558ng) R =2 WA (1.14g)2 ok = & H
5 (2.0m1 ) o A 2-F BE R BK [1,5-a) VbR -5-M B Z M
(200mg) R 2,4-— ® *“ # (189mg), R EH/ T MR HEI X
c MAZ2A-ZHSFH (1800 b RETBTFTRHB IR, EX
B BIR . BHEBEBRU-ERGRBLUNAOE®E
WEWE. BWAKBU _EHREYXR., SOHTEHB, REK
METEZRLARBSEE. OVREEN (2K /28
ZR=9/) BEBUREABKEATSENLED A B

(233me).,

-792-
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426665
A7
B7

T~ REABEE ()

'H-NMR(CDCY,) : 1.40(3H, t, J=7Hz), 2.38(3H, s, 4.12(2H, ), 4.38(2H, q, J=THz), 6.84(1H, d,
J=8Hz), 7.10(1H, d, J=8Hz}, 7.27(1H, d, J=8Hz), 7.42(1H, 5), 8.00(1H, s), 8.40(1H, d, J=8Hz)
ﬂlﬁ%:ﬁ—T
3-(2 4-Z WK B )-2-F o mE B [1,5-a] oft o -5-3% M
M 3-(2,4-= & F % )-2-8 o o B [1,5-a] 0t g -5-1
B Z B (230mg), 1§ NaOH(2.0ml)R Z B (2.3al)m & @
#o2os o RokS M TFLIN HCIEH FEpld, B £ o6 8 ¥ X
HABEMLELEEM 2B EY (2080g),

'H-NMRDMSO-dg) : 2.30(3H, 8, 4.19(2H, s), 7.10(1H, d, J=8Hz), 7.16(1H, d, J=8Hz),
7.34(1H, d, J=8Hz), 7.62(1H, s), 8.06(1H, s), 8.62(1H, d, J=8Hz)

M 5-
1-{(2A-Z“ HER)-I-ZHWHHKERZH

- RFEE (16.2g) % R W EE M (133ml), Rk B A
T@mALONET# (100ml), REE TFTREIOS, R
Rk -WEHEBESHNTERMAR L A-ZE¥X MW (25.2e) %
MEKRmM(133nl), E@ M AABREBERK (26.701), R
Fim TRRMESD, BWARZRBHK(20.301), B W
30y, MEBRBRARKXSHECRRK AT S B, K5 &
Bk K =R, BBERNERAHK — R, REBHTE
B AR REGERTHENLADHEY (37.58),
wE B W,
B H5-2
-2 4-Z B X B )-3-BE-3-FRET W

MEmEELK (17.801)2 2K B KE (160m1) 1 & % -F

_73_
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4126666

A7
B7

Lo~ BAARA (7))

M s THEMANAM(100]), 1538MAE1-(2,4-2
xR I-ZFYPHRAZEHEY 37T.5g)2 R F &K
(lﬁﬁnl:), Rk -WHESH TREBATFREZAT R
H3bhw.,. REERAKE, SABU_ERREREK - X,
MAERHER, LDBEMNMEBENTRRAEN TR KRE, B
BRBEZETECHRYBARRGEBEITEEE®R., hWEBE] N
B (RBWH :CR/Z2BZEB=9/1~4/1) {8 EH
tesWzeEemwm(l6.2),

'H-NMR(CDCLY : 1.34(6H, 8), 3.13(2H, s), 7.33(1H, d, J=8Hz), 7.44(1H, d, J=8Hz), 7.47(1H, )

B M os-3
1-(24-" HEXEE)-3-B X -3-ZHMZEETHR
MELI-(24-ZREE)-3-8B % -3-8 &% T W (16.16¢)
BREZB(27T.4nl)2 Z K W £ (16¢0l), RAB AN T
MAZRKZE(13.90]), RAER FTREISDEREZR/T
BEi1rH, BERED A RMAOBRENSTRE, B
MEBEATERLMBRREE BTSN EDLEY 2R
o (19.98),
BWH5-d
1-(2,4-Z F ¥ % )-3-F % -2-TH R
BEI-LU-ZEF%XR)-3-FE-I-ZRZBETHH
Y (19.9g)2 B % (100m1) M A 1,8-= W B H[5.4.0]
-1 (40u]), REBFRHEO.GAE, BERR
R B kA, INHCl, HHRMA, RABBERBR
REMAEMALE, RERRBRBUTEREMNB LSS &, B

-T4-
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A7
B7

Lo~ B (7))

WBEREBH (FREKR: Sk /2B8 B8 =49/1) #4798
Bt aw2txtdwm(12.5¢),

'H-NMR(CDCLy): 2.00(3H, 8), 2.24(3H, s, 6.43(1H, s}, 7.29(1H, d, J=8Hz), 7.39-7.46(2H)

8 i  5-5
(B) 4-B -1-(2 4-Z HEHK)-3-F & -2-TH MW

MEI-(2 -2 K ¥ H)-3-W &£ -2-TH® (9.30mg)2
WO B (93ml)A  A N- T B R (7.958) R F @
AEIALY (983ng), MBEE IR, BIKE®LILKSH
EREBE LR SAORBBEN . UGB RE ST WG
EREDLEMNETW AL — KR, BEBERKBIET SR

MEREGERTEHBENEe S BEaM (14.62),
B 5-6
(B) 1-(2,4-Z R ¥ % )-4-(4-2 @ B0l g 2% )-3-8 3% -2-
T 1% &

B(E) 4-W-1(2 4-“E X E)-3-F £ -2-THBEHY
Wo(14.60mg) @ R A (1400)), WMAE B BB Z 8B
(12.181), MBEKRGE N, AR B G ECHTEHYE
mitawzhaBEBE (220),

Bl 5-7
-2 -~ REBE)--FHB®-T-B®MZE

BA(E) 1-(2 4- " E XK )-4-(4-Z E B WM & )-3-®
E-2-THEBEHSEY (22¢0) @R Z 8 (146nl)3 1 A B B
$(5.61g). MBBHI2ZAR, SHEBRRZBZER
MO ERHAFTHIE, BERBRREETERE AR

-75-
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AT
B7

I~ BB (7))

SRR ARMEEBR, N8N LtTSERLEED 2
H B (3.54g),

'H-NMR(CDCL,): 1.38(3H, t, J=6Hz), 2.16(3H, 5), 4.35(2H, q, J=6Hz), 7.22(1H, s), 7.30-
7.42(3H), 7.52(1H, ), 7.97(1H, d, J=8Hz), 8.36(1H, s)

MEms-8
1-(2 4-Z WX B )-2-B 3 13 -7- B8 2 &

B 1-(2,4-Z H X BE )-2-H BB -T-BB2ZM(3.17g)
BRI EEE (32m]), RASW FHEMMNION G -— @
WHEaY(9.5a), REB TWEI.NSE, FHERZ
MIMEAXDPIE. BHEHBEL KE=%, L@ em
XKk, RRMETEREYAEBEEE. hWBERH
(HHW iR /2BM2ZKE=19/1) L0880t SD

2 % E B W (t.81g),

'H-NMR(CDCly): 1.38(3H, t, J=6Hz), 2.13(3H, s), 4.16(2H, ), 4.33(2H, q, J=6Hz), 6.71(1H, d,
J=8Hz), 6.99(1H, d, J=8Hz), 7.03(1H, dd, J=8, 2Hz), 7.29(IH, s), 7.40(1H, s), 7.80(1H, d,
J=8Hz), 7.98(1H, s).

B M 5-9

1-(24-Z EFXE)-2-B 2w -1-%8 B
BREA-TZ2FHE, B 1-(2,4-Z FF K )-2-8 83 12

Mg -7T-R B Z8 (1.81)T BEMWLEEY 2 & & B1.639)-

'H-NMRDMSO-dy): 2.10(3H, s}, 4.17(2H, s), 6.84-6.91(2H), 7.28(1H, d, J=8Hz), 7.60(2H, s},
7.93(1H, 8), 8.19(1H, d, J=8Hz)

oo
(B)-4-B %K -2-(4-F K X %K )2 # W w
Hoa-% B KB (6.45g), 2, 4-F B¢ (7.59¢) R 2 BF

-76-

AR R 3 N o B SRR (ONS ) AGRAS (2105297204 )
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L266E 7
AT
B7

I B (75)

(Y0m1) R 150°C 0 W B 12/h B 36 0 84 B 12/ 8% , ®
BRREEHE. OWBREEH (BHR: Ck/2BZRE
=8/1~ I5/1) MBS BEMNLEe 2 E B M (4.35¢),
'H-NMR(CDCLy): 2.38(3H, s), 6.98(1H, d, J=5Hz), 7.12-7.28(2H), 7.34(1H, t, J=8Hz), 7:44(2H, t,
J=8Hz), 7.56-7.71(7H), 8.47(1H, d, J=5Hz)

Bofw M 6-2

(B)-2-(4-X B X HE )Rz -4- ™

B o(R)-4-B0 B -2-(4-FX B X % )Z % M o (4.24¢), =
T (2.08g) R B uF (43ml) M 8 a3 24/h By , W & -
Wk, LR /PE/EAK(65:26:4)8 B, H B2 &
k. WZBMIEBHLELABBENLAZEREY (3.81g),
'H-NMR(DMSO-d): 7.32-7.53(4H), 7.63(1H, d, J=5Hz), 7.70-7.84(8H), 7.96(1H, s),
8.66(1H, d, J=5Hz)

B 6-3

(E)-2-(4-F EF E )Z M@ -1-BBZ K

MAE)-2-(U-F B X RV IBWME-4- B8 (3.6e)R &
B/ :1)mMBRBR, MEERAKBRPM, R F
Bl K B, B KEU __EBEREEN—-KR, GCFHMB
B, rHBETEECEAREREE. BB REEHN
(FBW -k /282 RK-=9/1-4/1) a8 BEMI
Az BB R (3.14¢),

'H-NMR(CDCly): 1.43(3H, t, J=6Hz), 4.45(2H, q, J=6Hz), 7.22-7.50(4H), 7.60-7.79(8H),
7.97(1H, s), 8.74(1H, d, J=5Hz)

B #H6-4

-T717-

KSR P BB F AL (NS ) ASHLAE ( 210 % 207 & )
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426666,

AT
B7

f~ BB (76 )

-A-XRKFHEIZBHE -4- BB Z B

M (E)-2-(A-FREF R IZ KMok -4- B M2 8 (1.84g)
, 10% EPd—C(184mg), ek (18wl )R 2B (9.0ml) B MR
o, b RERRIICTHRES HNBE, WA =2 (901)
X B (9.0m1), REE, 5 KEBES0CT M #3 /)
B o A 10% Pd-C(184mg), WA GE S T W H DB,
BECeliteR MR G /FE (4: 1) BB BB H,

FREGFEZHETHEHRENLE 2R ERE® (1.97g),

'H-NMR(CDCly): 1.40(3H, t, J=6Hz), 3.12(2H, m), 3.22(2H, m), 4.40(2H, q, J=6Hz),
7.22-7.36(3H), 7.43(2H, t, J=8Hz), 7.52(2H, d, J=8Hz), 7.58(2H, d, J=8Hz), 7.67-7.72(2H),
8.72(1H, d, J=5Hz) '

B M6-5
2-H K -1-(4-FXBEXE) BIH-T-BB M
B E2-U-FRXB)ZHABR 4-BRZEHAED

(1.622) R W A B (803meg) i M W WA (32r1), W& H # 24
NEE WM R R G EE., PR ZE (16nl), WA KB E
e m g E w12, BBLUZBZEBIELU K. B &
BREBBETEREARBRGECRE. WBRERBH (B
BWw O /ZBMZR=19/1) LT BENLEY2ZH
REBER(383mg). BHIARERBBLED ., 2-(4-% X%

X RE)IBIM g -4-B 8 Z M (1.048),

'H-NMR(CDCLy): 1.38(3H, t, J=6Hz), 2.21(3H, s), 4.19(2H, s, 4.35(2H, q, J=6Hz), 6.98(1H, d,
=812}, 7.18-7.36(4H), 7.40(2H, t, J=8Hz), 7.48(2H, d, J=8Hz), 7.56(2H, d, J=8Hz), 7.78(1H,
d, J=8Hz), 8.12(1H, s)

oM 6-6
2-H B -1-(4-F R E) BIH-7-B 8

-T8-

AR DR R A b BB AR (ONS ) AAMLIE ( 2010x 29704 )
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AT
B7

I R (7))

HRBAI-TZHE, §2-8 8 -1-4-F X ¥ H) H
W -T-RMIB(TI0e) A S AMEAB2ZEEH (6120g),

'H-NMRDMSO-dg): 2.20(3H, s), 4.16(2H, s}, 6.86(1H, d, J=8Hz), 7.22(2H, d, J=8Hz), 7.33(1H,
t, J=8Hz), 7.43(2H, t, J=8Hz), 7.52-7.64(5H), 8.06(1H, s), 8.17(1H, d, J=8Hz)

BomH -1
6-(4.56-2 &K -4,4-= B U5 M -2-K )-n2 K

MM -6-R 8 () R MEBE (10101 )REH TR HES
hEEEERGER. MANEBK ()R =2 R
(16ml), BREKSH THRAENZ-HE-2-WFHE (4.12¢)
s MEBR FTREINE., MAKLTHAERE. B8 KB
U= ERER X, S HFHE, REBETE &
ARERREGUEBRTHEREOER (5.55). RS MR R
R THMHEANEBRR (16.801), HREETREINGS,
HRREEE. MAKEIN NaOULl @4 % L 2 B2 &
RWMIKR. BEMBERBARBETERI ARG @
B, AW BEREFRF (FHE : 282K )8basamit
FY22EEEE®(3.26¢8),

'H-NMR(CDCLy):1.43(6H, §), 4.20(2H, s), 7.45(1H, dd, J= 4Hz, 8Hz), 8.11(1H, d, J= 8Hz),
8.21(1H, d, J= 8Hz), 8.26 (1H, d, J= 8Hz), 8.43(1H, s}, 8.97 (1H, m)

B T-2
1-Z B M E -6-(4,56- 6 ~4,4-= F T M -2-% )-— B &
BE-1,2-—®mEWM _

M 8-(4,6-2 & -4,4-= F M -2-%)-1F # (543ng) R
FHRBMIBO.2Ta)RER TREINE, Rk H T

-79-
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Lo~ BEREE (7))

MABRB-ZEHE®BH(0.34n)E R ER TREISHAF. B E
BRHEEB. OVBHEHF (AW : 2BZE, 2BRZ
M/FEBR-20/)ELELA B EMLEE 28 8 MW (374ng),

'H-NMR(CDCLy): 1.33(3H, t, J= 7Hz), 1.39(6H, s), 3.52(3H, d, J= 10Hz), 3.64(3H, d, J= 10Hz),
4.12(2H, s), 4.26-4.38(2H, br), 5.61-5.75(1H, br), 6.06-6.14(1H, m), 6.62(1H, m), 7.68(1H, s),
7.78(1H, dd, J= 4 Hz, 8 Hz)

B mT-3
1-Z E W E-6-(4,5-2 -4, 4-- 15K -2- )-8 g
PR -4-(4-FREFTE)-1,2-Z2EEK

B 1-2 % % % -6-(4,5-2 % -4,4- - HIE M -2-%)-=
AR BR-1,2-— @K (934ng)F R THF(1001), R E
K -FERBESNTMHALONET#O 6K (1.801), K&
TREINDE. REXK-AREBESATTHNAI-EB B X
(7T40mg, 2.52m1), MR -20C TR PEINMNEHROICTR K
VPANE ., MAK, RERETREIS, BLZBMZER
=R, REAXEBETERLEBERBRREHEC &, & W B
M (AW 28MZBE, 2BZ8E/%8B=20/1)t
R EMLEEHM 2B K (T38ne).,

"H-NMR(CDCly): 1.32(3H, t, J= 7Hz), 1.38(6H, s), 3.49(3H, d, J= 10Hz), 3.6 1(3H, d, J= 10Hz),
3.99(2H, br), 4.10(2H, m), 4.30(2H, m), 5.54-5.74(2H, br), 7.29-7.60(10H, m), 7.84(1H, m),
7.91(1H, s)

MS (m/2) 575.
Mo T-4
6-(4,6-= @ -4,4-— F 05 -2-% )-4-(4-F HEF X ))-ir K
B 1-Z @ W X -6-(4,5-— & -4,4-— H 1 -2-%)-=

-80-

AHE R i ) b B MR AR { ONS ) A4 ( 210 <2970 % )
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A7
B7

Lo~ BSRAELEA (7))

AR E-4-A-FETR)-1,2-~ G K (73802), 2
B2 (20m1) R 1¥ NaOH(ml )M B B H 2/ B, AR BE &
% . bﬂ)\?k MZMIBMBBM2R, HAEHEBE, MW
MEWM AL, REAEBRBETEELRER_AGS &, &
WREHEEN (FHWA: CBZB) #tT8BHLEY
Z 8 ® B8 (140mg),

'H-NMR(CDCL,) : 1.42(6H, s), 4.18(2H, s), 4.54(2H, s}, 7.18(1H, br), 7.27-7.46(5H, m),
7.52-7.60(4H, m), 8.16(1H, d, J=8Hz), 8.29(1H, d, J=8Hz), 8.73(1H, br), 8.83(1H, d, J= 7 Hz)

BL# 4 T-5

1-(4-FEFTRE)-E M -6-B 8

M 6-(4.5-2 8 -4,4-= B M5 W -2-3 )-4-(4-% 3% % ¥ )
-UE M (132mg), Z B (Iml)K 3N HCY(3ml)in % @& # 2/
B o M AG6N HCI(3m1)de B 5 4/ B . 0 A NaOHLL #& 1t ,
WL RmGHE IR BAKEL 1IN RSl £ pli4, B & 0 8,
KB EOLEEH2H 88 (878g),

'H-NMR(DMSO-d): 4.61(2H, s}, 7.30-7.50(6H, m), 7.57-7.68{4H, m), 8.12(1H, d, J= 8Hz),
8.21(1H, d, J= 8Hz), 8.83(1H, s, 8.94 (1H, d, J= 4Hz)

B 8-1
2,3- 1 E -6-% it
G BHAI-22 F¥, B 2-M % -6-| -3-B g (10.2¢)
AGEHEHBLELS 22 OB E® (8.3g),
'H-NMR{DMSO-dy) : 4.77(2H, br s), 5.79(2H, br 8), 6.34(1H, d, J=8Hz), 6.69(1H, d, J=8Hz)
MASS({ES]) : m/z 142(M-1} :
B 0 61 8-2
_81_

AR R A 1 T BB %A (ONS ) AR ( 210X 29T 4 )
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AT
B7

I~ PSR ( 80 )

b-%®| -2-F X -1H-Mk B B [4,5-b]0 oi
LR EMAI-3Z2HT &, B2.3- 2 KE-6-Ft g (8.1¢g)

HBEHMLeW 2 hbEE S (6.648),

'H-NMR(DMSO-dy) : 2.52(3H, s), 7.22(1H, d, J=8Hz), 7.91(1H, d, J=8Hz)
MASS(ES]) : m/z 166{M-1)
mp 254-255C

B 8-3
-3 -2-H E -1H-mK o Bf [4,5-Db )0 @

R EHAS-12HF &, HI-K-2-F 2% -1H-BK e Bf [4,5-Db]
it iE (6.54g)d REMNLLtEa 2R % BE SR (7.54g),

'"H-NMR{DMSO-d,) : 2.51(3H, s}, 7.32(1H, d, J=8Hz), 7.83(1H, d, J=8Hz)
MASS(ESI) : m/z 210(M-1) )
mp 239-241C

B 8-4
2-F DK mk BE [4,5-h Wl uE -5-F1 B

A 5- -2-F B -1H-Pk B B [4,5-b]0b g (1.92g)F R
NON-Z 8 3 BB R (48wl1), M AW W (I)(2.042), K
150°C T M IR, HREABABKIZMN, M AKX (4501} R W
2 A(Z.T)ERIOCCT MBAISH . HBBRSEEHEW
BHEEW&LITSEOLEG22EER (927Teg), B W
BHEH (FH®K: —EFK/ME-=-10/1) &b a & &
wENIEED .
'"H-NMR(DMSO-dg} : 2.58(3H, s}, 7.7_6(11{, d, J=8Hz), 8.05(1H, d, J=8Hz)
Mass(ES]} : m/e 157(M-H)
8 WM 9-1
2-Ke B -6-M -3-8 it ug

-89 -

AMSERAB MNP BIREIRL (ONS)AMLE (21029704 )
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A7
B7

A~ AR (81)

R&30 @It B 228 (10 R EB FMAZ-0 X -6-
B -3-R M B (1.02)3% MM E 100°C, 24N 5, WA R
J0XM A6 2 2 M (5ul), 48/MB5, A A% W@ . W 1L
28LE A B M Z M Z MY BMIR, BE BB R KK B
THEE, BRLEG. ARAMLESABENLAY 2

HEE&EM(1.14g),

1H-NMR(DMSO-dﬁ) : 6.90(1H, d, J=8Hz), 8.25(1H, d, J=8Hz)
MASS(ESI) : m/z 217(M-1)
o H -2

2,3-= B B -6 M ng

B & 2-B % -6-8 -3-W M wE (21.8g)2 Z & (220m]) R
K221} EHB T W ASEW (39.02), M AN BEBH, &
Rl EnKE, MBRER2IAFEBARABE X
FY. ABRBAKEFMN. 8K (200e)R B HKME M &
BEHERRERE. ERBBRABY. RER KT EHEHG

a8 ERBES K (9.08), M ANZE (100m1)-% (100m1)

ZFLRABEE, WNBREABELBRIEYD. EREAKL B W
BEEN (FH®K : 2R /CMZIB=1/3) #HLAEH
Wit &Yz2RBH (8.258),

'H-NMR(DMSO-dy) : 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)'

B oA 9-3

5-1 -2-B B -1H-mK M 8 [4,5-b 1% g
2,3- " E-6-R Mok (8.16g)R M B =28

(12.0m1 )R & BL Z B (41el), MBME KN, B8 ®

-83-

AER R R A N P BB AR (ONS ) AL ( 210x 29704 )
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A7
B7

I PR ()

ZAEERMYITSHERY (10g), THEDEREZEE K9
o MABRAKBEBAREHRBRERSTETRE., B X
Y. ﬁ@iﬁﬁﬂ?ﬂﬁ%lb%%Z&ﬁﬁﬁ(7.59g)o
'H-NMR(DMSO-dy) : 2.51(3H, s), 7.31(1H, d, J=8Hz), 7.82(1H, d, J=8Hz)
Mass(ES]) : m/e 212, 214 (M+H)"
oMM 10-1
3-(2,4-Z | B )-2-W H -3H-BKk B B [4,5-D) O mE -5-
HFHEREI-(2.4-Z ® F 5 )-2-0 % -1H-BK I Bf [4,5-D]
Bt ug -5-H B

R 1a-22 gk, B 2-F B -1H-Dk o B [4,5-D]
Wug -5-F B (200meg) A/ 8 — R Y - 3-(2,4-=- B ¥
BHoy-2-FH OB -3H-mk M B [4,5-b) Wb -5-H BE (138me) B
1-(2,4-2 K ¥ % )-2-8 K -1H-mk & B [4,5-b] Wt g -5-
HiF(6Tmg) 2 IR B H &
3-(2,4-Z | F & )-2-H B -3H-oF i B [4,5-b} WM uE -5-

B

'H-NMR(CDCLy) : 2.60(3H, s}, 5.55(2H, 5), 6.64(1H, d, J=8Hz), 7.14(1H, dd, J=8, 2Hz)
7.48(1H, br 8), 7.65(1H, d, J=8Hz), 8.09(1H, br d, J=8Hz)

MASS(ES]) : m/z 317(M+1)}, mp 180-182C

1-(2,4-2 F F 8 )-2-8 5% - 1H-0F 18 Bf {4,5-b) #f g -5-

H BF

'H-NMR(CDCL) : 2.67(3H, br s), 5.42(2H, s), 6.46(1H, d, J=8Hz), 7.18(1H, d, J=8Hz),
7.49-7.60(3H, m) . ‘

MASS(ES]) : m/z 317(M+1)

?

B M 10-2
3-{2, 4-Z W F & )-2-8 ¥ -3H-% v Bf [4,5-b] W o -5-
B #

-84-
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A7
B7

T~ BRYHER ( 82)

M 23-(2,4-Z EF % )-2-50 & -30-1€ 0% Bf [4,5-b]
it g -5-8 B (113mwg)2 Z B (0.6m1)fm A 30% NaOH(O0.3m1)
?jﬂﬁﬁlﬁlzd\l{%o 12/ 85 #% ., 0 A 30% NaOH(D.5wl),
WM ERIDNE ., S % LGN ACIE E pH1, 81 ]
HERBLUBENMKRENBTRBEZE 4, REGTRBRTH A
mtamz2mAELER (1440g),

'H-NMRIDMSO-dg) : 2.51(3H, 8), 5.60(2H, s), 6.60(1H, d, J=8Hz), 7.31(1H, br d, J=8Hz),
7.76(1H, br s}, 8.00(1H, d, J=8Hz), 8.12(1H, d, J=8Hz)

MASS(ESI) : m/z 334(M-1)
mp >260°C

HHri-
2-F -4-F H KB

B ERAE® (482ne) R 1,4-Z 08 4% (120]) 2 B 2 & ,
R A TMHANA-R-2-H T8 (1.05g), =T HEH(1.74g)
EEX(ZFR)I&A(0)(110meg), S WBEFE. 5/ B %,
HEEBRSGHENAKR, DZBMZIEER, BEH8EL
HAMBKBEBER TR EEKE, REKKEBETE
. RERE, BHBREN (WBS50g, 50el,i% 8 &
e /ZMZBE=2/1) B, BABDLEKE®RTS

B2 KBS N (220mg),
'"H-NMR(CDCly) : 4.72(2H, s), 7.32-7.61(8H, m)
mp 69-70°C

B A 11-2

-8 -4-F R KRB
HamX(ZFXR)B (0)(16mg) 2 B ¥ (1al), REH
TMA4-B -2-8] F8 (100mg)X: @ 8, 109 %, A&

-85-
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A7
B7

L YR (5 )

E W B W (83ng)2 2 B (0. 1al)R 24 B M 8 & % (0.9a1)
EMME R, N, SEERSN, MAZRZ
K, %W S Celite, % 8 B/ DL B A & W K % , R & K
RBMBETEN, BEGRK, BB BREA (BB,
t0ml, WHMW SR /ZRZE=3/1) AL TE AN

c MERLVOKETESEHLEZEESE R (T60g),
'H-NMR(CDCL,) : 4.72(2H, s), 7.32-7.61(8H, m)

mp 69-70C

B oA 11-3

2-R-I-FREBREPE-4-XEX

iR 1a-12 8, B 2-% -4-F % Y B (305ng)7
BEMEAY 2 EEMW (42208),

'H-NMR(CDCl,) : 3.05(3H, s), 5.39(2H, s), 7.34-7.60(7H, m), 7.66{1H, br s)
oM 1L-4
3-(2-|-4-FX EF H)-2-% & -3H-DF 0 B [4,5-b] Ff o
“S5-W R I-(2-F -4-F B KX K )-2-9 K - 1H-BK B
[4,5-b) W4 o -5-F %

MM 14-22 F ¥k, B 2-F & -1H-BF B [4,5-D)
Wt W -5-W BF (200mg) W@ 57 B8 3-(2-K -4-F E ¥ ¥ )-2-
BOE -3H-BK D¢ B [4,5-b] M E-5-BH KBRS R
(163meg) R 1-(2-8 ~4-F EF & )-2-8 K -18-0F B B
(4.5-b] B -5-W R 2K BEF EHRYH (1130g).,
3-(2-|W-4-F E R E )-2-% & -O0-mk & BF [4,5-b] Bt ok
-5-H f§

_86_

-A\Mi)’\/iigm PRI AZA (CNS ) A4LAE ( 210297204 )
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A7
B7

L~ BBAGLER ( 85)
'H-NMR(CDCLy) : 2.62(3H, s), 5.64(2H, s), 6.74(1H, d, J=8Hz}, 7.31-7.56(6H, m),
7.62-7.70(2H, m), 8.10(1H, br d, J=8Hz)

MASS(ES]) : m/z 359({M+1}, mp 202-205C
1-(2-F -4-% B F % )-2-W % - 1H-Bk v Bf [4,5-b] ® g

5-@

'H-NMR(CDCL,) : 2.70(3H, br s}, 5.52(2H, s), 6.60(1H, d, J=8Hz), 7.31-7.60(8H, m), 7.70(1H,
br d, J=1Hz

MASS(ES]) : m/z 359(M+1)

B 11-5
3-(2-F| -4-F ¥ VK )-2-9 ¥ -3H-mk e Bf [4,5-b) W
-5-8 B

R M I0-22 FE, BI-(2-|-4-% 8% % %)-2-®
B -3H-mk pg BX [4,5-D) Mwg -5-FH B THEMIEES Y 2
e &% (159me),

'H-NMRDMSO-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(ESH : m/z 376(M-1)
mp 238-243C

BEHi12-1

3-(1-BF -2-% )9 & -2-F B -3H-bk o Bf [4,5-b] St o2
-5-R R 1-(1-8 F -2-% )F K -2-8 K - 1H-pk 0% B
[4.5-b) Wk o -5-# §§

B WM 14-22 F ¥k, M o2-F 3 -1H-DEDE B [4,5-Db)
Moug -5-F BF (200mg) Wl & 51 49 3-(1-38 %% -2-% )@ % -2-
BB -3H-BK M Bf [4.5-b) Wuw -5-W 2t g s
(139meg) R 1-(1-8& % -2-% )W 2 -2-/ % - 1H-bk 0 B
(4,5-b) WMo -S- PR Z2EEBEBERTEREY (960g),

-817-

KRR AN DB FALA (ONS ) AILAS ( 210 < 297K )
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L~ BRERDLER (86 )

3-(1-8 % -2-% )% K -2-B &K -3H-BE ok BY (4,5-b] W @
-5-8 5

'H-NMR(CDCI,) : 2.58(3H, s), 5.85(2H, s), 6.70(1H, d, J=8Hz), 7.58(1H, br t, J=8Hz),
7.62-7.71(3H, m), 7.81(1H, br d, J=8Hz), 8.10(1H, d, J=8Hz), 8.39(1H, br d, J=8Hz)
MASS(ES]) : m/z 377(M+1)

mp 215-218C

1-(1-@ K -2-% )8 £ -2-§ X -1H-KMK P [4,56-b] of o
-5-H |
J=8Hz), 8.37(1H, d, J=8Hz)

MASS(ES]) : m/z 377(M+1)
5 o 12-2

3-(1-8 F -2-8 ) B -2-H B -3H-mk M B [4,5-b) Mo
-5-8 B

BHREAMIC-22Z2 F K, HI-(1-BF -2-X% )8 ¥ -2-H#
B -3H-mK MEBX [4,5-b) W o -5-H §F (138meg)w 8 H 9 1t
2R EESE R (235ag2),

7.75(1H, br t, J=8Hz), 7.84{1H, d, J=8Hz), 8.30(1H, d, J=8Hz)
MASS(ES]) : m/z 394(M- 1)
mp >250TC

oMM 13-
2-F F -3-(4-F B P R ) -3H-bk e B¥ [4,5-b] Off wE -5-H
B B 2-B B -1-(4-F B % )-10-0%k B¢ B [4,5-b] M o
-5- 8 |

R M 14-22 k., B 2-8 K -1H-bk e Bf [4,5-b]
WhoF -5-F B (200mg) 0] & B8 2-8 B -3-(4-% % % %)

-88 -

'H-NMR(CDCLy) : 2.70(3H, s), 5.69(2H, s}, 6.56(1H, d, J=8Hz), 7.49-7.74(5H, m), 7.82(1H,

'H-NMR{DMSO-dg) : 2.40(3H, 8), 5.80(2H, 8), 6.51(1H, d, J=8Hz), 7.61(1H, br t, J=8Hz),
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Al
B7

I A (7))

-IH-BK e B (4,5-b] Mg -5-B 2 W EE R (1400g)
Bo2-8 % -1-(4-F BN % )-1H-mk o 8 [4,6-b] W of -5-
$B§2&E%Eﬂ7ﬁiﬂ?%(ll3ug)o

2-F B -3-(4-F FE X B )-30-BK M B [4,5-b] Wb oF -5-F B

J=8Hz)
MASS{ES]) : m/z 325(M+1)
mp 225-226T

2o B -1-(4-% 3 K )-1H-k B B (4,5-b) WG o -5-F BY

'H-NMR(CDCly) :2.72(3H, br s), 5.41(2H, s), 7.10(2H. d, J=8Hz), 7.32-7.68(9H, m)

MASS(ES]) : m/z 325(M+1)

B 13-2

2-B B -3-(4-F B Y ¥ )-3H-mk e B [4,5-b) o wE -5-3% B
R I4-22 Bk, EH2-$§-3-(_4-3E§*EE)-3H

-BK BB [4,5-b) WE G -S5-HBF (135mg)E B EM LS Y

ZEBEE R (133ng).

7.40-7.49(2H, m), 7.59-7.68(4H, m), 8.00(1H. d, J=8Hz), 8.10(1H. d, J=8Hz)
MASS(ES]) : m/z 342(M-1)
mp >250°C

B 14-1

-8 -2-FR-1-FRBREE
MEA--2-MEBEE(3.560)REAK=Z2 K 3nl)2 &
X ERBKE (DR AERKS W TRENANREREER
(1.4ml), M EIME, UK, SMKBRENHZTERL NN
WA, REAKHKBETES. RGERRTEBE 1L

_89_

'H-NMR(CDCy) : 2.65(3H, 8), 5.52(2H, 8), 7.22-7.59(9H, m), 7.65(1H. d, J=8Hz), 8.05(1H.

'H-NMR(DMSO-d) : 2.58(3H, 8), 5.61(2H, s), 7.30(2H, d, J=8Hz), 7.35 (1H, d, J=8Hz),
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A7
B7

L~ BEEASLRA ( 88)

e RERBEER(L4.772),

7.60(1H, d, J=1Hz)
MASS(ES]} : m/z 298(M-1}
B W 14-2

3-(4--2-BF BE)-2-5 % -3H-BKk M B [4,5-b] W mE -5-
MRS R 1-(4-1 -2-F ¥ % )-2-F % -38-0F 0 Bf [4,5-Db]
b wi -5- 9 HE

o2 2-H & -k ek Bf [4,5-b)] W og -5-H §§ (200mg) 2
NoN-Z R EHRBER(Zel)RRBRKS BT WA Nal (708 B

Somg) it # M 305 . MNP BB A-R-2-R KK (450mg)
#ERERBE2ZNEFE, B EKRKPUUZBRZIERRI X,
SR WMEB, RRUKESEMEHEAKE, BREKRKBIR
TEZEBERKSESN, AWEBREEN (BBEK: - K 8 &k
/BB =5/1)J B _@AEXEY : 3-(4- R -2-BF &)
~2-F B -3H-bk e BF [4,5-b] MEwE -S5-H B 2 H & B (R
0.4, 233mg) R 1-{4-8 -2-W ¥ & )-2-§ & -3H-1k ¢ B}
[4,5-b] MEwg -5-F B 2 e & 4 (Rf 0.1 163mg)3-(4~
W-2-F Y )-2-W B -3H-K 02 B [4,5-b] Mg -5-8 B8

7.61(1H, d, J=2Hz), 7.64(1H, d, J=8Hz), 8.06{1H, d, J=8Hz)
Mass(ESI) : m/e 359, 361 (M-Hy
1-(4-8 -2-®| F & )-2-8 F -OH-BK 0 Bt [4,5-b) it o

-5-H B
7.53(2H, s}, 7.65(1H, d, J=2Hz)

Mass(ES]) : m/e 359, 361 (M-H)
~G0 -

'H-NMR(CDCLy) : 3.03(3H, 8), 5.29(2H, s), 7.37(1H, d, J=8Hz), 7.47(1H, dd, J=8, 1Hz),

'H-NMR(CDCy) : 2.58(3H, s), 5.52(2H, §), 6.55(1H, d, J=8Hz), 7.27(1H, dd, J=8 and 2Hz),

'H-NMR(CDCly) : 2.67(3H, s), 5.39(2H, s), 6.39(1H, d, J=8Hz), 7.31(1H, dd, J=8 and 2Hz),

L
A MR R A N BUEEARA ( ONS ) ADRAE (210 x 29724 )
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-4-B YR - -B R -1i- B (4,.5-b) Mgz AR
(1.328),
5- -3-(2-B -2-"W ¥ 8 )-2-H B -30-pk e Bf [4,5-b]

i

'H-NMR(CDCl,) : 2.51(3H, s), 5.49(2H, s), 6.48 (1H, d, J=8Hz), 7.16(1H, dd, J=8 and 2Hz),
7.43(1H, d, J=8Hz), 7.65(1H, d, J=2Hz); 7.89(1H, d, J=8Hz)
Mass(ES]) : m/e 414, 416, 418 (1:2:1, M+H)*

- -1-(2-8 -4-F % & )-2-5 % - 1H-mk ok B [4,5-b]
Vi

-91-

A7
B7
Lo BRI (8) {
|
8 4 6 14-3 }
3-(4-1 -2-F ¥ % )-2-% % -3H-0K B B [4,5-b] WpoE -5- |
1 B 3 |
£ |
#3-(4-1 -2-F % % )-2-W K -3H-DK BB [4,5-b) 0 ol
5
W -5~ B§ (226mg)fm A 6N HCLl(2.5ml)3: o # @ 5 1.5/ g |
B . Lok B %E, MAIN NaOHM B plS5., BE L B . ® s {
¥
ME GBS EMEEB2ZABY (2260g), LN
'H-NMR(DMSU-dg) : 2.51(3H, s), 5.58(2H, s}, 6.52(1H, d, J=8Hz), 7.43 (1H, dd, J=8 and 2!—£z;, ,}li
7.85(1H, d, J=2Hz), 8.00(1H, d, J=8Hz), 8.12(1H, d, J=8Hz) |
Mass(ESI) : m/e 378, 380 (M-HJ |
WO B 15-1 I
B-i -3-(2-1 -2-% ¥ % )-2-6 % -3H-DK 0% B [4,5-b] :
WhoBE B 5-i8 -1-(2-18 -2-® ¥ K )-2-F ¥ -1H-k B B 'T
{4.5-b] ®f of
WM M4-22 H sk, B 6-8 -2-8 % - LH-BK 1% BE
[4,5-b) Wb ok (2.12¢) %] 48 5-18 -3-(2-%® -2-%/ ¥ % )-2-
HOE -3H-Bk B BF [4,5-b] WboE (2.30g)R 5-1® -1-(2-1& -

—————

FEGE R R B 5 AT ( ONS ) AdMLAE ( 210X 297204 )
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A7
B7

J > BEASE (90 )

'H-NMR(CDCly) : 2.62(3H, s), 5.34(2H, s), 6.37(1H, d, J=8Hz), 7.19(1H, dd, J=8 and 2Hz),
7.29(2H, s}, 7.68(1H, d, J=2Hz)
Mass(ES]} : m/e 414, 416, 418 (1:2:1, M+H)"

A 15-2
3-(2-W -4-F F I )-2-F % -3H-BK BB [4.5-b) W uE -5-
T

{58 # M B-42 FH i, M 5-1 -3-(2-M -4-FH F & )-2-
BB -3H-Dk 08 B [4.5-b] W E (2.07T) T B AWML S W
2HEEY (268n)

'H-NMR(CDCL,) : 2.59(3H, s), 5.042H, ), 6.51(1H, d, J=8Hz), 7.17(1H, dd, J=8 and 2Hz),
7.66(1H, d, J=8Hz), 7.68(1H, d, J=2Hz), 8.10(1H, d, J=8H2)
Mass(ES]) : m/e 361, 363 (M+H)"

B o o15-3

3-(2-@ -4-E F & )-2-¥ K -JH-0k ¥ B [4,5-b] WML ug -5-
REB

R EAI4-32 FHE, #3-(2-B-4-R¥H)-2-0 %
-3H-MK BB {4,5-b] MEuE -5-W B (253me) T M B ML S
W2 EEH (214mg)

'H-NMRDMS0-dg) : 2.54(3H, s), 5.56(2H, ), 6.55(1H, d, J=8Hz), 7.34(1H, dd, J=8 and 2Hz},

7.90(1H, d, J=2H2), 8.04(1H, d, J=8Hz}, 8.18(1H, d, J=8Hz)
Mass(ESI) : m/« 378, 380 (M-H - .
Bl o# M 16-1

2-H B M -6-3% B B B

M 6-fF K -3-0f oF MR P& (9.832)R BNM (11.8g)
BRERAMR (98l ) WM BT 20/h 0 . SRR ix & &
WhWE (980l). WM ANTREE G 8 (16.48)3% M 84 H & 24
M. BRES. MAKXKLRELH, HElKk-282

-92~
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A7
B7

I~ BB (91)

MERESGEMLEEY 28 ¥ & B8 (5.942),
'H-NMR(CDCl) : 2.31(3H, §), 3.89(3H, 8), 6.29(1H, s), 7.06-7.29(3H, m), 8.63(1H, s}
Mass(ES]) : m/e 190(M+H)' ’
8O M 16-2
3-(2,4-— B X BE R )-2-B 13 B -6-3 & 9 &
MaemAKEALE(3.18g)2 Z_® B i (1981), R% &
AT mA2ZA-Z EFYER (2.93g)d W 109 ., 0 AN 2-
BHomg o -6-3 B B ORE (1.8%9g) RER TR AR, &
EMEFAKBUZIBIGBXR.,. BB K K LK,
HAMBEBENBTRRBEN AR KE, REXKBEBETE
B, Z2BRFE, VP BEBRBEW (FHE : R/ 282
Bi=6/1) AL BEMLELEY 2858 E6EM(2.3%98),

'H-NMR(CDCl,) : 1.85(3H, s), 3.95(3H, s), 6.39(1H, s), 7.25(1H, s), 7.29(1H, d, J=8Hz),

7.37(1H, d, J=8Hz), 7.41-7.52(2H, m), 7.76(1H, d, J=8Hz)
Mass(ESI) : m/e 362(M-H)
B M 16-3

3-(2,4-Z W W £ )-2-8 B[ B -6-¥ B W B

WaI-(2. 4-Z RFBK)-2-F B4 -6-1 M PR (2.34g)
PHERW UTBDR AL A THMABE -~ "R &S

W (10.0M, 6.50), REERTHEEILIE, RKBHT
AR B M OA LN BCI(6.5m1), B @ F MM 0.5/ B, &
MUM O BB EN AR U ZBMZMER=E%. 58 6H
MR, BEBBO RO EWKE, RRBETEE., &
B, MR EEY (BB SR/ZBZE=5/1)
BT B E B A 2 BB E R (490.40g).,

-99-
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A7
B7

B (9> )

'H-NMR(CDCly) : 2.27(3H, s), 3.83(3H, s}, 4.28(2H, s), 6.42(1H, d, J=8Hz}, 7.01(1H, dd, J=8

s}

Mass(ES]) : m/e 348 (M+H)"
B 16-4
3-(2,4-Z AKX R )-2-B N W -6-B 8
R BEHA-TZHE, BI-(2,4-Z 8 F E)-2-8 B i
- B RN (M)A BENLELED22REEY (487Tng)

1H-NMR(DMSO-dG) : 2.24(3H, s), 4.38(2H, s), 6.46(1H, s), 6.58(1H, d, J=8Hz}, 7.03(1H, d,

J=8112}, 7.27(1H, dd, J=8 and 3Hz), 7.40(1H, d, J=8Hz), 7.67(1H, d, J=3Hz), 8.33(lH, )

oMM 171
I-(2,4-Z BN ¥ )-2-Z % -7-89 % -3H-BK W B¥ [4,5-Dh]
Wb -5-3% B 2 MR

sl M 14-22 F 8, BH2-2 % -7-8W K -3H-mk ¥ B

[4.5-b] Bt uE -5-R B & & (300mg) ™[ 8 H B9 & & ¥(210mg)
'H-NMR(CDCLy) : 1.36(3H, t, J=7Hz), 1.43(3H, t, J=THz)}, 2.73(3H, s), 2.79(2H, q, J=THz),

4.45(2H, q, J=THz), 5.61(2H, s), 6.55(1H, d, J=8Hz), 7.07(1H, dd, J=8, 1Hz), 7.45(1H, d,

J=1Hz}, 7.95(1H, s)

Mass({ES]) : m/e 394({M+1)

mp : 143-144°C

B LT-2

3-(2,4-= B ¥ K )-2-2% -7-9 K -IH-BK 1 Bf [4,5-D)
oo - 528 M

R HMI-T2 H &, BI-(2,4- RS &E)-2-2 % -7-
A - 3B~k M BF [4,5-b 00 -5-38 B 2 88 (200mg) A 49
BMmisnm (181ng).

-94-

and 2Hz), 7.13(1H, d, J=8Hz), 7.24(1H, s), 7.30(1H, d, J=8Hz), 7.44(1H, d, J=2Hz), 8.29(1H,

AER R R i HY o BB FAEA (ONS ) A4S ( 21029704 )
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A7
B7

Jo~ AREHBLEA (92)

'H-NMR(CDCL,) : 1.40(3H, t, J=7Hz), 2.76(3H, s}, 2.87(2H, q, J=7Hz), 5.53(2H, s}, 6.49(1H, d,

J=8Hz), 7.11(1H, br d, J=8Hz), 7.49(1H, br s}, 8.05(1H, s)
Mass{ES]) : m/e 362(M-1}
mp : 214-216C

B o18-1
2-Z FH -T7-F F -3-(4-F B K H ) -3H-mk B [4,5-b]) o
i -5-H# M
WA I4-22 F ik, B 2-2 % -T-8 K -3H-BK i B
[4.5-b] LG -5-R B Z 8 22mg s/ S HMW LS DY
(294mg)
"H-NMR(CDCl,) : 1.36(3H, t, J=7H2), 1.45(3H, t, J=7Hz), 2.73(3H, ), 2.78(2H, q, J=THz),

4.48(2H, q, J=7THz), 5.61{2H, s), 7.19-7.29(2H, m), 7.30-7.45(3H, m), 7.49-7.57(4H, m),
7.95(1H, s)

Mass(ES]) : m/e 400{M+1)
mp : 153-154°C

B4 M 18-2
2-Z F -T-W OB -3-(4-F B Y ) -3n-mk ok B (4,5-D) Wi
K -5-3 8

L BHA-T2 H &K, H2-Z 8B -7T-8 ¥ -3-(4-% &%
B )-3H-mk B [4.5-b] M oF -5-¥ 8 2 B (287me) W 18
HmBLE S (249ng)

'H-NMR(DMSO-dg) : 1.28(3H, t, J=7Hz), 2.63(3H, s), 2.90(2H, q, J=7Hz), 5.61(2H, s)
7.24(2H, d, J=8Hg), 7.30-7.48(3H, m), 7.59-7.68(4H, m), 7.78(1H, s)
Mass(ES]) : m/e 370(M-1)
mp 171-174°C
B 19-1

I-(4-|-2-K Y BE)-2-BHXB(b] wB-5-BE PN

1

-95-

AR R ik N BB AR (ONS ) AdILE ( 210X 29724 )
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AT
B7

Lo~ BESER (94 )

HREHAI-12 A&, HB2-BFXB(b] vy -5-B @
B (191meg) A B EMIELEHBELE SR (2970g)

'H-NMR(CDCly) : 2.43(3H, s), 3.92(3H, s), 7.38(1H, d, J=8Hz), 7.56(1H, d, J=8Hz), 7.65(1H
s), 7.80(1H, d, J=8Hz)}, 8.00(1H, d, J=8Hz), 8.49(1H, s)

B oM 19-2

3-(4-B -2-®WF K )-2-0H X B [b] M -5-B 8 EK
mREMHLI-22FHE, BI-U-B-2-EFXEBHE)-2-8

XBTb] Wiy -5-A M B (280mg) 8 SEWMLEE2H

BEM(2T1ng)

'H-NMR(CDCL,) : 2.47(3H, s), 3.90(3H, s), 4.20(2H, s), 6.55(1H, d, J=8Hz), 7.14(1H, dd, J=2,

8Hz), 7.58(1H, d, J=3Hz), 7.83(1H, d, J=8Hz), 7.93(1H, d, J=8Hz}, 8.13(1H, s)
B M 19-3
J-(4-W -2-KF K )-2-9 £ 8 [b] mm -5-8 &

B A-TZ F, BmI-(4-8-2-HFH)-2-8 %
B (b) mmp -5-H BB g TBEHMWALEA 28 f&
B & (237wg)
lI—I—Nl‘«IR(DMSO-dﬁ} : 2.52(3H, s), 4.22(2H, s), 6.72(1H, d, J=8Hz)}, 7.39(1H, dd, J=2, 8Hz),
7.77(1H, s), 7.82(1H, d, J=8Hz), 8.01(1H, s), 8.03(1H, d, J=8Hz)

M 2o-1
3-(2,4-Z % -5-M FHE)-2-F X B (] My -5-% 8
B A

BB M 16-22 K Ek, M 2-W EB[b) my -5-3 W

BH R (200mg) T B BEMLELAM 2B SEESGR (341ng)

'H-NMR(CDCY} : 2.47(3H, 5), 3.92(3H, s), 7.32(1H, d, J=8Hz), 7.56(1H, d, J=4Hz), 7.82(1H,
=8Hz), 8.03(1H, d, J=8Hz), 8.51(1H, s)

-9%-

NS R R o BB S AR ONS ) AU ( 210X 297K )
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A7
B7

B (€ )

8 M 20-2

3-(2,4-Z E -5-m YW B )-2-8 X B [b] oy -5-B B WK
45&4%%1-2275&. B 3-(2,4-Z &K -5-8 T B & )-2-

BB (bl iy -5-38 8 7B (318ng)dl SEMILAEY 2

H & & & (307ng)

IH-NMR(CDCl,) : 2.48(3H, s), 3.91(3H, s}, 4.19(2H, s}, 6.43(1H, d, J=8Hz), 7.50(1H, dd, J=

7Hz), 7.84(1H, d, J=8Hz), 7.96(1H, dd, J=2, 8Hz), 8.10(1H, s)

B H 20-3

3-(2,4-Z ® -5-8 T F)-2-8H X B [b] My -5- B
R EMA-T2 Ak, HI-(2,4-— K -5-48 F %&£ )-2-

BEBIb] WH-5-2 8P K (20ee)f SEMLELEY 2

H®&&H(241n8)

'H-NMR(DMSO-dg) : 2.52(3H, s), 4.27(2H, ), 6.78(1H, d, J=0Hz), 7.84(1H, d, J=8Hz),
7.89(1H, d, J=THz), 8.03(1H, d, J=7Hz), 8.04{1H, s)

®fmH21-1
I-((3-FM X B (b)) WMy -2-3 )W B )-2-80 B (b] B
-5-%R B P&

R EMI-22 F K, B2-8 X8 (b] iy -5-B @
FE(200m) T B EM LAY HEBERK (38%0g),
'H-NMR(CDCLy) : 2.56(3H, s), 3.87(3H, s), 7:48-7.63(2H, m), 7.82-8.05(4H, m), 8.37(1H, s)
8 M 21-2
S-((3-WEBIb] WM -2-% ) B K )-2-8 F B [b] %
B -5-R B &

i B0 H 35-52 Ak, BHI-((3-B * B {b] ¥ m -2-

_97_

AHRSE R BN TP FEARA (ONS ) AGLKE (210297204 )
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A7
B7

i~ RS (96 )

HIR X )-2-WH X B [b] W -5-72 8 F & (380mg)d 8
Bt BEE &K (29Tng),

'H-NMR(CDCL,} : 2.70(3H, s), 3.91(3H, s), 6.72(1H, s), 7.32-7.43(2H, m), 7.72-7.77(3H, m),
7.90(1H, d, J=8Hz), 8.84(1H, s) ’

8o 21-3
3-((3-|F* B [b] My -2-% YB XK )-2-®H B [b] ¥
-5-30 B W A

R #EAIs-62 Kk, BI-((3-8 B [(b] B -2-
BB B )-2-8 B (bl vF B -5-3RE W B (280mg) W]
BFEmMmEsH 28 EBE &K (266rg).,

(S DI i B N E S OB 3 )

'H-NMR(CDCL) : 2.61(3H, s), 3.92(3H, ), 2.47(2H, s), 7.30{1H, d, J=8Hz), 7.41{1H, t, J=8Hz),
7.60(1H, d, J=7Hz), 7.78-7.82(2H, m), 7.94{1H, dd, J=2, 8Hz), 8.41(1H, s)

MM 21-4

3-((3I-|E X B [b] mEly -2-F )R FE)-2-BE B (b] ®H
-5-R B

BEEMAI-TZ2F ik, B3-((3-B X B [b)] B -2-%)
RE)-2-RxB(b] i -5-RBIM (250ng)a] B BB
teavza s & (243n8),

'H-NMRDMSO-dg) : 2.64(3H, s), 4.57(2H,’s), 7.39(1H, t, J=8Hz), 7.49(1H, t, J=8Hz), 7.76(1H,,
d, J=THz), 7.84(1H, d, J=THz), 7.87(1H, d, J=7Hz), 8.02(1H, d, J=8Hz), 8.30(1H, s}

& M o22-1

3-(1-W R -2 )W E -2-W X [b] B -5-% B H K
B H M 16-22 K sk, P 2-F % B [b] FE B -5-3 B
BHOE (200 A B EMIEAD BB ESE R (35808),

-98 -

R RN P BB AR (ONS ) AMLES (210X 29720 % )
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A7
B7

& AR (97)

'H-NMR(CDCl,) : 2.30(3H, s), 3.83(2H, s}, 7.48(1H, d, J=8Hz), 7.62-7.72(2H, m), 7.80(1H, d,

J=8Hz), 7.90-8.03(3H, m), 8.38(1H, d, J=8Hz}, 8.73(1H, s)

W WA 222
B-(1-W K -2-% )R 2 -2-H KB [b] W -5-3 8 W 4
B8 B 122 F k. M- (1- K -2-% )-2-3 ¥ B g
(hivsm -5-M B H M Gi2ng) THEHBEE Mo & B & i
5 (331mg). 7~
;

'H-NMR(CDCl) : 2.49(3H, 8), 3.85(3H, 5), 4.52(2H, 8}, 6.84(1H, d, J=8Hz), 7.48(1H, t, J=8Hz), 4

7.55-7.63(2H, m), 7.74(1H, d, J=8Hz), 7.83(1H, d, J—8Hz) 7.93(1H, d, J=8Hz), 8.23(1H, s),
8.39(1H, d, J=8Hz)

B M 22-3

3-(1- T -2-F )R K -2-W E B (b] B -5-31 B
HHRHEMI-TZ HE, #HI-(1-BF-2-%)H % -2-9

B Ib] B -5-RBMER CISe)T HEMLEEWZA

s & (284mg),

'H-NMR(DMSO-dy) : 2.57(3H, s), 4.53(2H, s), 6.94(1H, d, J=8Hz), 7.57(1H, t, J=7Hz),
7.70(1H, t, J=7Hz), 7.78(1H, d, J=8Hz), 7.83(1H, d, J=8Hz), 7.90(1H, d, J=8Hz), 8.03(1H, d,
J=8Hz), 8.08(1H, s), 8.30(1H, d, J=8Hz)

W21

4.5-Z R -2-F R -1-(2-ZHWHRRE)ZEHE -k K
B o4,5-" ® -2-B Bk (4.91eg)E RN, N-= B % B B I
(50m1), M okS W T EBMAGOY NaH(S01meg), BB\
TREIME, RS TERBIMA(CEBEBKEE)Z
FEHRER B M5e)EREHEMBEBE. EREBREM
MAZBMZE. UEONBEBEEH SRR @0 &0 K.
MABERERKKEBETEREEAREZBREN. A B

-99-

AUTRR AL P B REARA (NS ) AULE (210X 2972 % )
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A7
B7

~AASE (94 )

HEH (BN : Cck/ 2B Z2KE=3/1) LB EW
tamzmewm(7.68).
‘H-NMR(éD’J,) : 0.00{9H, s), 0.92(2H, t, J=8Hz), 2.47(3H, s), 3.55(2H, t, J=8Hz), 5.24(2H,
Bl H 23-2
- -2-BRRE-1-2-ZFpPREE)ZEF E)-KK-5-B
MA,6-" R -2-FRE-1I-2-Z=RHWHKRE)ZEHE)-K
M (29.2g)i% A M & B M (250ml), B -55~ -60°C R 204
W@ MmAL.GINET 8/ 0C & (58.1al), K -60°C T it f#
309, B -55~ -60°C§@ M AN, N-— H B B B I (58g),
RERTRED A, MARTDERKELDL ZBZ 6
XER. STREREAEBATERZLEREAR BN,
HPBEEN (BB : CKk/ 2B Z28=3/1) @it
SEMLELe 2R ERM (18.5g),

'H-NMR(CDCLy : 0.00(9H, s), 0.91(2H, , J=8Hz), 2.52(3H, s), 3.58(2H, t, J=8Hzj, 5.70(2H.
9.71(1H, 8)

8 1 23-3
2-RE-I-2-Z B HREIZETE)-IA-F B B [2,3-4d]
Bk B -5-3 B 2R

W2.68MZ B BEMNRZE (50l), WMASHERZIEZ
B2 Z 8 (25ml), MO AN & 4-1 -2-8 % -1-(2-Z B & %
H)Z E P )-Bk M -5- R (3.16g)2 Z B (150m1), %
MBOCHRRME2LIANE , HRERBMEMAKR., BZB2
MPM2 R. SEMBLU eWARKE, BRXRBBETE B
CHRABEN . nBREN (ABK: E2K/28

-1040-
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426666‘ A7
B7

L B (99)

ZB=9/1) #fE. WMACKETRELSKEITIBREBNLEY
2WbREE &R (T606me),

"H-NMR(CDCL,) : 0.00(9H, s), 0.94(2H, t, 8Hz), 1.43(3H, t, 8Hz), 2.15(3H, s}, 3.56(2H, t, 8Hz),

4.40(2H, q, 8Hz), 5.42(2H, s), 7.64(1H, s)

oA 23-4
- M OB l2,3-diBk Mk -5- B 2N

#e-H R -1-(2-ZF WKk FI)ZR P HE)-10-mF B B
[2,3-d1mk 1 -5-3R B8 2 B8 (7T45mg) A M 2 & (10ml), M
ABN HCL(10m) M MEB B K IAEK ., Rk ST WAMN
iuﬁﬁﬁﬁﬁﬂiﬁﬂiﬁﬁ]iﬁ?&’iﬁﬁ, WLl Z 82 BB,
HMAHEEUBINERKEENTRRER ARE, REARER
M rEE. RRAZABBABM IS ENILEE 2 BE &

(370mg) .

)

'H-NMR(CDCLy) : 1.39(3H, t, 7Hz), 2.56(3H, s}, 4.36(2H, q, 7THz), 7.62(1H, s)
B M 235
I- (2, 4-= R 2 )-2-W 3£ - 1H-"K B BF [2,3-d10K 1 -5-
BHMZMERI- (2 4-Z EFH)-2-9 % -3H-0F B Bf [2,3-4]
B -5-3% B 2 B

58 B 14-22 K ek, h 2-F PE M BF [2,3-d)0K 1k -5-
B M (350mg) T B B 1-(2,4-= K% )-2-9 % -1H-
W B [2,3-d]BKIE -5-HR BB AEE R (3400g) R
3-(2, 4- T R K K )-2-F K -3H-0F W B [2,3-d 10k 0% -5-
MM ZB 2 S (168mg), fi NOBET & 84 18 K & H .
1-(2,4-Z & F & )-2-8 B ~1H-9x B B [2,3-d]-1F B -5-

-101-~
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BB (o)

B®IM

'H-NMR(CDC,) : 1.36(3H, t, 7Hz), 2.54(3H, s), 4.32(2H, q, 8Hz), 5.29(2H, s), 6.62(LH, d, 8Hz),
7.17(1H, dd, 2, 8¢z), 7.38(1H, 8), 7.47|LH, d, 2Hz)

3-(2,4-—" ¥ B )-2-9 % -3°H-vk 0y B [2,3-d}-Dk M -5~
BB

'H-NMR(CDCL,) : 1.36(3H, t, 8Hz), 2.6013H, s}, 4.32(2H, q, 8Hz), 5.23(2H, s), 6.97(1H, d, 8Hz),
7.29(1H, dd, 2, 8Hz), 7.47(1H, d, 2Hz), 7.80(1H, d, 2Hz)

Bl B 23-6
1-(2,4-7 ® ¥ 3 )-2-F %K - 1H-PF 0 BF [2,3-d]0K 0% -5-
% B

B MR A-T2 H ik, W1-(2,4-"RKFE)-2-F % -
TH-F5 B BF [2,3-d |0k Ik -5-% M 2 K8 (170mg) sl 8 B @ 1
AT EBER (1511ng),

o e B N et B ok )

)

{ P2

Bl
\

'H-NMR{DMSO-d,) : 2.48(3H, s), 5.48(2H, s), 6.97(1H, d, 8Hz), 7.44(1H, dd, 2, 8Hz), 7.50{1H,

s), 7.73(1H, d, 2Hz)

B 23-7
3-(2,4-— E X H )-2-8 K -3H-"F Wy BF (2,3-d1BK M -5-
® M

HRBAI-TZHE, BI-(2,4-— EFH)-2-9 & -
SH-"F Wy BF (2,3-dipk o -5-38 B 2 B (130mg)"] 8 H B9 &
VM2 BER (112ng),

'H-NMR(DMSO-dy) : 2.57(3H, s), 5.40(2H, s), 7.50(1H, d, 8Hz), 7.56(1H, dd, 2, 8Hz), 7.65(1H,

s), 7.77(1H, d, 2Hz)
oMM 24-1
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6-F B -5-85 B & 8 2 &
R A-52F R, HO6-IEE-S5-BH e®B (18.28)
AR EMEEY 22 EBER(9.28),

H-NMR(CDCly) : 1.41(3H, t, J=TH2), 440(2H q, J=7Hz), 8.95(1H, d, J=2Hz)}, 9.01(1H, s).
MASS(ES] : m/z 210(M-1) :

B 24-2

6-— kB e ¥ Z 8

& 6- B -5-B R -5-M 8B 2 M (500g)R KL &
(60mg)2 X (0.5ml)} B & B (4.5m1), FAS50°CTF I A& ®
o6 meg)d B M F . 3MEHERMAREBES (200mg) % I &
B SNEE , B AWk EECelited LLEIHFBE . I K
%, MERBBREARBREBSA FEHE, B8 EBH. B 8
AEEHRTEHENLEADZAKEER (30702).

'H-NMR(CDCLy) : 1.38(3H, t, J=7Hz), 3.30{2H, br s), 4.32(2H, q, J=7Hz), 4.70(2H, br s},
7.49(1H, d, J=1Hz), 8.37(1H, d, J=1Hz)

MASS(ESI) : m/z 182(M+1)
oM 24-3

B-BE 3 -5-(1-0Y -2-(2 4A-— WM E HE )2 K E)-H B B 2 8
R5.6-— R BBZE (3.178), & (U )R 5 7 & 44
(15e)2 MEHBEBK () MABH 2K . BE, =@

YHIIBIESERUBSEMNLGEYD 2 EBER (2.892),

"H-NMR(CDC1,) : 1.38(3H, t, J=7Hz}, 3.30(2H, br s), 4.32(2H, q, J=7Hz), 4.70{2H, br s),
7.49(1H, d, J=1Hz), 8.37(1H, d, J=1Hz)

MASS(ESI) : m/z 182(M+1)
Bl 24-14

6-% % -5-(ZA-Z EXKE)-BRERZN

-103-
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A7
B7

4~ ARBEA (o)

it & 6-% % -5-(1-0Y -2-(2,4-" @ X E )2 i§ & )-8
BEBZB(2.88g)2 28 30el)d, RERTHMAESE
{I:ﬁ‘l(GJMmg)ﬁEiﬁﬂ‘-o IhEE R, MAKEURIBRK,
MEBBLUAXE, REAXRBETERELAR. RER
I MIMERUTUBBENLEEERER (1.68g8),
RREBRITBIBMINMESTSAMILEYERS &

(594mg),

'H-NMR(CDCLy) : 1.37(3H, t, J=7Hz), 3.49(1H, br t, J=6Hz), 4.32(2H, q, J=THz), 4.40(2H, d,
J=6Hz)}, 4.69(2H, br s), 7.22(1H, d,.J=8Hz), 7.31(1H, d, J=8Hz), 7.39(1H, br s), 7.45(IH, d,
J=1Hz), 8.35(1H, d, J=1Hz)

MASSES]) : m/z 340{M+1)
MEMA2L-5

1-{(24-— W F B )-2-B F -1H-0k 8% B [4,5-b]-0f o -6~
LR

8 G-I -5-(2 - RYXBE)-RBBZE (3000g)
B Z B (132weg)2 ¥ B B (6g) WA F100°C, 2/NIF & &
WM AR (5g), PRUMUBRMER B REY = &=
R, BEBBE L K, REARBBETERLAES
L BEBE, HEARLEAUSENE O IR E RS

FIEEI (288ﬂg)o

'H-NMR(CDCL,} : 1.40(3H, t, J=7Hz), 2.64(3H, 8), 4.41(2H, q, J=7Hz), 5.41(2H, s), 6.39(1H, d,

J=8Hz), 7.11(1H, dd, J=8, 2Hz), 7.50(1H,s), 8.12(1H, br s), 9.20(1H, d, J=2Hz)
MASS(ES]) : m/z 364(M+1)
B f 24-6

1-(2,4-- ® F F )-2-9 & -1H-0k M BF [4,5-D) -0k ug -6-
®R K
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AT
B7

MOV R omn S SN

4~ AR (03)

BB A-TZ Bk, M1-(2,4-Z KKK )-2-F & - 10
K B BE (4, 5-b - 6 -6-38 B 2 M (337ag) W 4§ H & 4

AWM HEEER (30908),

1
H-NMR(DMSGO-dy) : 2.57(3H, s), 5.68(2H, s), 6.68(1H, d, J=8Hz), 7.34(1H, dd, J=8, 2Hz),

7.74(1H,d, J=2Hz)}, 8.35(1H, d, J=2Hz), 8.91(1H, s)

MASS(ES]) : m/z 334(M- 1)

8 fw H 25-1
2-% -3-M wE -0 OB 2B

)

(mt Prae™ S e B N B Bick 3 )

o o3-k B -2-F M o (10g)2 1IN NaOH(156ml)R 1,4-2 B
1S (1001} 10~ 20Ck AW T HEMANBRBBEZE (9nl) I
s REW|FREIIS, 2ABF &M ARHBE®R M (4nl), |
4, BR 6N R A MWMARIKEZHA (41)% NaOH(40m1), I
BMERAA, MAKBUZBMZHBER., BE8B LU AR 'T

M eB AR REXEBBETECERE., RELEHVYER
M (B RBA0oml, HE W : O /282 K=5/1) &1

l
|
|
MBEMHEADZIHEEER (14.88), {

'H-NMR(CDCj, ) : 1.34(3H, t, J=7Hz), 4.28(2H, q, J=THz), 7.11(1H, br s), 7.25(1H, dd, J=8. -
SHz), 8.08(1H, d, J=5Hz}, 8.50(1H, d, J=8Hz) A
MASS(ES]} : m/z 199(M-1)
8L 256-2

2-(1-F 4k -1-% )-3-M 5 -0 7 B 2 K

W aEEAEE (TR I1,4A-Z OS5 8K (13501)2 B2 &,
mA2-F -3-Ww@ -1 B @M (13.5g), = T2 (1-7 %
~1-8 )8 (228) R M OX (2 E B H (0)(1.56g), ¥ W&
B, 1.5/ H%, WHEBRS®, mMAAELNZ#Z
BX IR, % 7 BE R DL & A B M O 9 05 W R M f0 RS K B

-185-
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A266660,

AT
B7

AT R R ok 3 H O Bk vk -0 e S iy

B~ BAABER (es)

R EAMBETEE . REXNE., ABREBH (B
B 400nrl, R HE W : CR/CBZEB=2/1) #i{ftal 8 H®
ta®2h & @ER(10.92), i
'H-NMR(CDCL ) : 1.36(3H, t, J=THz), 2.19(3H, §), 4.25(2H, q, J=7Hz), 7.20(1H, dd, J=8, 5Hz),
7.33(1H, br s), 8.20(1H, d, J=5Hz), 8.45(1H, br d, J=8Hz)
MASS(ES]) : m/z 205 4+1)

mp 90-91°C

B 61 25-3 %

2-F0 Wi vg B [3,2-b] W oF Z
P& 2-(1-F ke -1-2E)-3-Mb o -0 W M Z B (10.9g) 2 2

Z®BW, MASZBEHLZEERK (21%, 50al), %MW

BEE, 1.5ARE, BHEEBRSH. MA KL L =K

M #BMIk, BRERBRABEARBBETERLER .

EHAEBREEZBMIBLERTHEN LoD ERE R

(6.58),

'H-NMR(CDCL, ) : 2.41(3H, s, 6.23(1H, s), 6.97(1H, dd, J=8, SHz), 7.60(1H, d, J=8Hz),

8.19(1H, br d, J=5Hz)

MASS(ES]) : m/z 133(M+1) —

mp 193-195C

8 M 25-4

3-(2 4-—_ R EBEE)-2-F B [3,2-b] W o2
i M i16-22 FH 5k, B 2-W e Bf (3,2-b] W u

(soomg) A R EM LD 22EBRE (1.238),

‘H-NMR(DMSO-dg) : 2.75(3H, s}, 7.07(1H, dd, J=8, 5Hz), 7.38(1H, d, J =8Hz), 7.48(1H, d,
J=8Hz), 7.65(1H, s), 7.74(1H, d, J=8Hz), 8.14(1H, d, J=S5Hz).

MASS(ES]) : m/z 303(M-1)

3 M 25-5

-106-
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4266%364' AT

B7

AT ((r)

3-((2.4-Z WX B )R @ & )-2-0 0 o5 B [3.2-b] W uE

R HEHIS-s2hF %k, H3- (2 4A- " ®H¥BHE)-2-
Bt ® B [3,2-b] Mg (1.112)a[ B EMWILESY 2 &R
5 # (850mg),

'H-NMRDMSO-d ) : 2.28(3H, 5), 5.69(1H, d, J=5Hz), 6.30(1H, d, J=5Hz), 6.98(1H, dd, J=
SHz}, 7.41-7.48(2H, m), 7.58(1H, d, J=8Hz), 8.05(1H, d, J=8Hz), 8.20(1H, d, J=5Hz)
MASS(ES]) : m/z 307(M+1)
mp 195-197°C

5 M 25-6
3-(2,4-Z“ W )-2-9 WE 6% B [3,2-b] o uE
e % B M 35-62 Fik, HI-((2,.4-— K EE K

B )-2-B OB RS Bf [3,2-b) M 6 (840mg) T B H W9 1L &
oo mEE M (580me),

'H-NMR(DMSO-d) : 2.39(3H, 8), 4.18(2H, s), 6.98(1H, dd, J=8, 5Hz), 7.2 1-7.332H, m)
7.62(1H, d, J=2Hz), 8.06(1H, br d, J=8Hz), 8.38(1H, d, J=5Hz)

MASS(ES]) : m/z 291(M+1)
mp 228-229C

B @ @M 25-17
-(2,4-Z K ¥ & )-2-8 b o8 B [3,2-b] MbuE -1-3 B Z &8
e M14-22 FE, B3-(2,4-— | ¥ & )-2-9

BB I3,2-b] s (S528me) B EWMLELED22EES B

(405mg),

'H-NMR(CDCL, ) : 1.50(3H, t, J=7Hz), 2.58(3H, s), 4.21(2H, s}, 4.52(2H, q, J=7Hz}, 6.96(1H, d,

J=8Hz), 7.02(1H, dd, J=8, 1Hz), 7.19(1H, dd, J=8, 5Hz), 7.39(1H, d, J=1Hz), 8.32(1H, d,
J=8Hz), 8.49(1H, d, J=5Hz)

MASS(ES]) : m/z 363(M+1)

mp 92-93C

8 M 25-8

-107-
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TP e B M o M S e - N

A2R6606, A7

B7

A - BRI (ob)

3-(2,4-T" WY E)-2-W M 8 B (3.2-b] MR -1- 8 2
MK ®iLD
BREI-(2,4-ZBF B )-2-8 it B Bf (3,2-b] Wi o -1-
RMIM (100mg) 2 E M (Bl )RER T ABMER XS
(462meg), M HEBE. HHWBERBEH (B 40nl, & B8 L
ZBIMBBERUZIB M /ME=10/1) #idk, &2 8

FRITBEHOLSYRES & (4170g),

'H-NMR(CDCl, ) : 1.50(3H, t, J=7Hz), 2.51(3H, s}, 4.53(2H, q, J=7Hz), 4.61{2H, s), 6.96(1H,
J=8Hz), 7.01-7.11(2H, m), 7.39(1H, s), 8.00-8.09(2H, m)}
MASS(ESI) : m/z 379(M+1)

mp 126-127C

P 25-9
3-(2,4-Z W N K )-5-W B -2-F ot 08 B (3,2-b] W oo -1-
®EIm

BB & 3-(2. 4-Z WX B )-2-B v Bf[3,.2-b] Fif o -1-
HMZBENELEY(Ie)Z ®BK=Z K (40), REHEER
EFTMAZFHAER (104ng), BHBKRS W, M A W
MikKBENBTR, DM ZBR2EN, UARMNEEK
., MEAHMMBMMREAKXKKBETEE., BE X & &K 8K,
HHERBEEHN (BBESIe]l, PH K :2K/2828K-=5/1)
i, BHRABESTSEMNMLESAYEBER (204ng).,

'H-NMR(CDCl, ) : 1.51(3H, t, J=THz), 2.62(3H, s}, 4.21(2H, s), 4.55(2H, q, J=7Hz), 7.05-
7.15(2H, m), 7.58(1H, d, J=8Hz), 8.31(1H, d, J=8Hz)
MASS(ES]) : m/z 388(M+1)
mp 112-113C
B 1 25-10
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Al
B7

A~ BB (7))

3-(2.4-Z W KX B )-2-F g B [3,2-b) W -1-28
BHEFI- (2 4-Z ® T B )-5-WHE-2-9 0t 8B (3,2-b)
Mot -1-3R M 2 M (180mg) 2 2 B (1nl )R BB & (1nl)Mm
BRER.,. REBHE. M ARB® (1nl), B HEFI10
MBS W R LL30X% NaOHE E pHT, M 2/ 0% % B £ 1
RAIUBBOCLEY2ERBSER (1352),

'H-NMRDMSO-d, ) : 2.37(3H, s), 4.19(2H, s), 7.05(1H, d, J=8Hz), 7.23(1H, dd, J=8, 1Hz}, | 7

7.60{1H, d, J=1Hz), 7.85(2H, s)

MASS(ES]) : m/z 333(M-1)
mp 235-236TC

B o5 H 26-1
5-8 -3-(4-F -2-0 ¥ K )-2-9 % -30-BK 0 Bf [4,5-h]
WEouE R 5- -1-(4-% ~2-F K ¥ B )-2-8H B -1H-BE B B
[4,5-b} B o

iR M 14-22 H &, B 5-8 -2-8 & - 18-k ok B¥
[4,5-b] WMo (305mg)u] B 8 5-% -3-(4-% -2-90 & % &)
-2-F B -3H-BK B [4,5-D) n&uﬁZﬁéﬁE%ﬁ (200mg)
RS- -1-(4-% -2-F CF & )-2-9 % -10-0k B Bf [4,5-D]
MhoE < B R B i (138mg) .,
- -3-(4-8W -2-F & T & )-2-% &K -3H-K o8 8 [4,5-b)
i

'H-NMR(CDCl, ) : 2.69(3H, s), 3.86(3H, s), 5.41(2H, s), 6.85-6.95(3H, m), 7.45(1H, d, J=8Hz),

7.92(1H, d, J=8Hz)
MASS(ES]) : m/z 368(M+1)
mp 149-150C

518 -1-(4-9 ~2-F K ¥ % )-2-% 2 - 1H-0K 0 Bf [4,5-D]
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s BRRHER (o)
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'H-NMR(CDC, ) : 2.67(3H, s), 3.81(3H, s), 5.25(2H, s, 6.68(1H, d, J=8Hz), 6.84-6.91(2H, m)
7.26(1H, d, J=8Hz), 7.38(1H, d, J=8Hz)

MASS{ES]) : m/z 368(M+1)

3-(4-% -2-H § ¢ % )-2-F B -oH-mKk B [4,5-bp] M @
--H B R M

& 5-% -3-(4-8 -2-F F % # )-2-F K -3H-BK ® B
F4,5-b] RMEwg (200mg) 2 & K ¥ B (1.8sl)R & & K = &
B (129we), Z BE 88 (36wmeg) R 1,3-% (= % B )W &% (72ng)
ZEAKN - R EHREE R )ERSBEREH ., & —
FALMARBE RBS5C R 10atnT WM., 18/ 8% 8 &8 ®
SWEMAKR, DB ZIBRER. BHBE LUK (3K)
R eEAE, REXBBBTEE. AhVWBREN
(HB40ml, BH®E : —_ BRI /PEBE=50/1) 8, B

HIBERUBENLEDREESE R (148 ug),

'H-NMR(CDCL } : 2.70(3H, s), 3.86(3H, s), 4.00(3H, s), 5.53(2H, s}, 6.81-6.90(2H, m),
6.98(1H, br d, J=8Hz), 8.10(1H, d, J=8Hz), 8.17(1H, d, J=8Hz)
MASS(ES]) : m/z 346(M+1), mp 166-168C ‘
B f M 26-3

3-(4-% -2-H | W ¥ )-2-F F -CH-0K M B [4,5-b) i g
-h-% B

HHEAA-TZ F K, HI-(4-H-2-BRFE)-2-9
# -3H-mk e B [4.5-b] W oE -5-3 8 B BR (144mg)® 185 B
MtaEEBE & (105n0g),

-110-
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A BERBLEA (1e9)

'H-NMRDMSO-d,) : 2.52(3H, s), 3.90(3H, s), 5.44(2H, s), 6.62(1H, d, J=8Hz), 6.89(1H, dd
J=8, 1Hz, 7.15(1H, d, J=1Hz), 7.98(1H, d, J=8Hz), 8.09(1H, d, J=8Hz)
MASS(ES]) : m/z 330(M-1)
mp 243-246C

B A 27-1
5- -3-(4-% -2-F % H )-2-W B -3R-0K % B [4,5-b]
Wb B 5-18 -1-(4-% -2-8 F % )-2-F % - 1H-bK e B
[4,%-b] #li o

h 8 8 H 14-22 F &k, H5- -2-8 K -1H-pKk i B
[4,5-b) ML oE (305mg)m 3 5-78 -3-(4-% -2-H ¥ ¥ )-2-
BOEE -3H-OK W B [4,5-D1 Wb o RS- -1-(4-F] -2-H %
BH)-2-H FE -1H- B [4.5-b] M2 iaEBEY
(39%mg). HEWBYIUFAEIHEAR T X E .
B g 27-2
S-(4-%| ~2-F F B )-2-F B -3H-BK 0% Bf [4,5-b] M of -5-
RMAEREI-(4-K -2-B % &% )-2-59 % -1d-bk i B
F4,5-b1 b ug -65-¥0 8 B 8

R wMa6-22 %k, HOH-® -3-(4-K -2-8 % % )-2-
B -3H-0K M B [4,5-DI0EoE B 5-8& ~1-(4-®| -2-9 F # )
~2-F B -1H-mK M B [4,5-b) W g B W (390meg) T 48 3-(4-
®-2-B % B )-2-H B -3H-mk e BF [4,5-b] O o -5-3% B
AR Z2EBES S (L48reg) R 1-(4-F -2-8 ¥ % )-2-80 &
-TR-BK B B [4.5-b) Wik -5- B M FBEZEEY (87ag),
3-(4-% -2-BW ¥ ¥ )-2-H XK -3H-mK ok Bf [4,5-b) Mt o -5-
H MW M

-111-

AU RAEE N PEEEAZE (CNS) AL (210X2970 4 )

RS T B B k)

b
o

(mipeas

)
————

aul,
.._‘

’-‘}k._

)
) ,
AN



WD RN O N R O SN

426666

A7
B7

~ AREASLER ()

'H-NMR(CDCL, } : 2.41(3H, s), 2.56(3H, s), 4.00(3H, s), 5.53(2H, s, 6.44(1H, d, J=8Hz),
7.03(1H, br d, J=8Hz), 7.22(1H, br s}, 8.12(1H, d, J=8Hz), 8.19(1H, d, J=8Hz)
MASS(ES]) : m/z 330(M+1)

mp 175-176°C

1-(4-% -2-9 ¥ & )-2-9 B -(H-0k B B [4,5-b) Mt o -5-
i .

'H-NMR(CDCL;) : 2.38(3H, s, 2.65(3H, s), 4.01(3H, s, 5.30(2H, s}, 6.48(1H, d, J=8Hz),
7.05(1H, br d, J=8Hz), 7.26(1H, br s}, 7.48(1H, d, J=8Hz), 8.06(1H, d, J=8Hz)
MASS(ES]) : m/z 330(M+1)

MaEm21-3

3-(4-%® -2-9 F B )-2-H K -3H-0k i B [4,.5-h]) Wl o -5-
% 3

HREAL-TZ2HE, BI-(41-F-2-F R )-2-88 &
~3H-WK M OBE [4,5-b] BEoF -5-YR B B OBR (163wmeg)H 8 H M
A ®ES & (144ng),

'H-NMR(DMSO-dg) : 2.52(3H, s}, 2.45(3H, 8), 2.49(3H, 5), 5.51(2H, s}, 6.31(1H, d, J=8Hz
7.10(1H, br d, J=8Hz), 7.37(1H, br s), 8.00(1H, d, J=8Hz), 8.11(1H, d, J=8Hz)

MASS(ES]) : m/z 314(M-1)
mp 219-212C

B 28-1
5-8 -3-(2-F| -4-F B X £ )-2-9 % -30-k ¥ B [4,5-Db]
Mt mE B 5-# -1-(2-% -4-F B % E )-2-8 F - 1H-bk B B
[4.5-b1 mt

ViR R 14-22 B, B 518 -2-F % - 1H-BK BB
[4,5-b] Wt oE (B0OOmeg)®] 48 5-18 -3-(2-9, -4-% & % ¥ )
~2-H R -3H-mK B BE [4,5-b] O o fE B S R (883mg)R 5-
@ -1-(2-® -4-F H % B )-2-8 F - IH-mk M B [4,5-b]
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Al
B7

Fo~ BEABLER ()

e 2 B BB (681me),
- -3-(2-F| -4-F X ¥ ¥ )-2-H B -3H-mk ¢ Bf [4,5-b]

it

'H-NMR(CDCl, ) : 2.52(3H, s), 5.59(2H, s), 6.64(1H, br d, J=8Hz), 7.30-7.47(5H, m), 7.49-
7.54(2H, m), 7.66(1H, br s), 7.85(1H, d, J=8Hz)

MASS(ES]) : m/z 414(M+1),mp 150-155°C

-1 -1-{(2-R-4-F BV B )-2-80 % -1H-k 8 5 [4,5-b)

it o
'H-NMR(CDCIS ) : 2.67(3H, s), 5.44(2H, s), 6.57(1H, d, J=8Hz), 7.24-7.55(8H, m), 7.69(1H,

s)

MASS(ES]) : m/z 414{M+1)
mp 181-185C
Wo#28-2

3-(2-% -4-F% B W R )-2-W K -3H-BK 8 Bf [4,5-b] W ouE
-5-RBEM

BB 26-22 BF K, B5-1 -3-(2-F -4-F¥ B ¥ K
-2-B B -3H-mR B B T4,5-D10k nF (822ag)W S H M9 ML &
MewEBS & (604mg),

'"H-NMR(CDCY, ) : 2.60(3H, s}, 4.00(3H, s}, 5.73(2H, s), 6.71(1H, d, J=8Hz), 7.30-7.54(6H,
mj, 7.67(1H, br s), 8.10(1H, d, J=8Hz), 8.18(1H, d, J=8Hz)
MASS(ES]) : ra/z 392(M+1)
mp 200-201C

B W M 28-3
3-(2-% -4-F H N B )-2-F & -30-k ok B [4,5-b] oo
-5-38 B

BREMI-T2FE, BI-(2-|-4-%¥E % )-2-®
B o-JH-BK e B (4,5-b) B og -5-3 B W My (500mg) W 8 8
Wit &Y <2 ®EE&E (4030g),
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PRD T TR o R R R

B7

A BBABLER (1)

'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=8H), 8.11(1H, d, J=8Hy)
MASS(ES]) : m/z 376(M-1)
mp 238-243C

WM 291
- - EE R

B 5-1% - MK (25g, 124nmol)iF R N B (30001) R &
A BREHM(17.2,124nm0l), MB X R BN EER 454
Wodo A BB W R (15.7g, 124mmol), WE K, B K
1 MRS, SRERAE. MAFRTFERAKE S BES
W, BESFHREBEARERBAEBHATEE. B K
RBMALERRERERRATESENLeD 2 EEE SR (27,32

g).
B H29-2
(5- -2-B X R )- W

B 5-8 -K B &F 8 (19.4g, 90mmol), H ¥ (2581),
Zf (B.1g, 108amol)R T K& (2.0g, 27Tmmol )R M & F
B 2 W%, W hlean-StarkB WM T BB E R 2 X . H
R, SHMAN-TE(4.581)R B2 K (4nl)d & &4
6 NE . ST ERINICIZRR, &5 ®BL &
HMEBRBAKEEREABRBATEE. FREBM L H M
MEBRBTHBE--BRAB-1-R)1-RERE¥EZREA
Wo M WBERBP X (300l), M ANEMLE (IIT)K K &
(1.0g)e W A K (15.1g, 270mmol)d M 8 = 75°C ,
O ORI MR E W, R 2/ R MR R A M ® (37.5m)
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TR RS N m IR R 3R

B7

A BB (7))

y450mmol) . WMSER, RISCHRHEILNE, S50 ERERB
FTRYAEBBERBE. W KXKBELUBREXRR, S 4HHRE

L3N Helst E R M AR BB TEHE., RBREEM TS
REFBEBR. OWEBEEN (RBER SR/ 2B2K:-
4/1) #AET R BEBNEAEYEEH(6.%2, 33%),

'H-NMR(CDCl;, 8 ppm) : 7.36(1H, dd, J=2.4 and 8.7Hz), 7.24(1H, d, J=2.4Hz), 6.75(1H, d'
J=9.0Hz), 3.78(3H, s), 3.63(2H, s), 2.15(3H, s)

oM 29-3
5-1% -2-F X Bf (b1sk w

(- -2-F WK H)-A MW (6.6, 28.6muol)iF It =
FHE (50n)B BMWE-T0C, RISHABHMARS =M
Lo 2 — B & IME W (28.6m1, 28.6mmol), B N5 &
, MBEEZREBEL.GNE ., REKSH T WA K (500])
c BBLAEFEDERARSE. BRAE LU - K Bk % I,
EAHMWE, L3N ICIEEREARGBRHN TE K. BB
ERHMEAEREER. AWEBREEN (BHER: CK
/Z B Z B =30/1) #AERTBEEGLSYE®EI®RS (3.45¢

57%) o

'H-NMR(CDCl,, 5 ppm) : 7.58(1H, d, J=1.8Hz), 7.29(1H, dd, J=1.8 and 8.6Hz), 7.26{1H, d,

J=8.3H3), 6.31(1H, d, J=0.7Hz), 2.45(3H, s).

8 4 M 29-4
NN EY LY

# 8% (2.34g, STamol ) A2 B, B0 W A& 5-
®/-2-BEXBIbI M (3.4, 16.1nmol )R B K 8 (6.86¢
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426666,

A7
B7

B AR (0e)

8.3mmo )2 ZREEB B BE K, BMEH. MY
B 305 kR Gk -FBEH S M, §KERS®RD N
FAG KR ZZMBEBR G, WAL HCIE MM, BE5 M
B OROHCLL 2N NaOH(100wl), ¥ A M U S W B EBL . X8
EBSRER R, SR MR B AR, K&K
BN TOR. AR BMEARRGRBERTEE B &
EMEESE R (1.92,67%), |

'H-NMR(DMSO-d,, § ppm) : 8.28(1H, d, J=1.5Hz), 8.01(1H, dd, J=1.7 and 8.5Hz),
7.45(1H, d, J=8.6Hz), 6.46(1H, s), 2.48(3H, s) '

B 4 H29-5

b-F W -2-9 % B [blsk g

& 5-3 B -2-W X B (b wE (1.9g, 10.7Tmmol )& % W
(60ml), MABRBKEB (0.10l), MAHFEIIIE, &
MEeEmARNDEBRIEHETH. FRAKRYE., LR RS
TEHRR. ST HELUGEBNER KE, REKRKBN
TE &, BREEHNLEEESFRAT. S WEBEEH
(FH®R - CKR/CBZ2E=9/1) B4 T98B08LED
2 R BE & (1.66g, 81%),

=

(i

H-NMR(CDCl,, 5 ppm): 8.20(1H, d, J=1.4Hz), 7.93(1H, dd, J=1.5 and 8.5Hz}, 7.42(1H, d,

J=8.5Hz), 6.43(1H, d, J<1Hz), 3.93(3H, s), 2.47(3H, d, J=0.6Hz)

B M 29-6

3-{(2 4-Z W T BB )-H-F E W E -2-5 ¥ B [b]Kk
B AL 88 (2.52g, 18.9mmol )i A — K W £ (25m1),

MA24-Z B X BEHE (1.98g, 9.5nm0l), WM A 5-8 &
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426666

A7
B7

B BB (f)

MR -2-H X R (bl A (1.5g, 7.9mmo0l )W R X B T R

1.5/, MEZUREDZBZEBRN., HHERE L
MM BMENER (2 X )R G a&® KK, R&EKHER
TR, ARERMLABRRERRTSE BHLS
M2 mE&S R (2.92, B ).,

W
<

'H-NMR(CDCl,, § ppm) : 8.28(1H, d, J=1 4Hz), 8.04(1H, dd, J=1.5 and 8.4Hz}, 7.54(1H, d ,,

J=1.8H2), 7.49(1H, dd, J=0.6 and 8.3Hz), 7.43(1H, dd, J=1.9 and 7.9Hz}, 7. 37(1H, d,
J=8.1Hz), 3.91(3H, s), 2.43(3H, s)

B W 29-17
-2 A-Z W FE)RBRWHE)-5-FEARK -2-8 X8 [b]
W

W3- (2 4- " BTV B E)-5-0 E ¥ &% -2-5 %8B (bt
W (0.84g, 2.31mwol)iE MR IO | LW (20ml), W A B &
~FHEHRBESY2HE®(L.0M, 5], S5wmol), R =@
THRREISABBERICTRE2ZINE , B BESEMNA
HHMELERR, LZBMZBEN., SFHEELELY
AR EARRBETER., RREEME FEE RS
BHRAIBSEMNLSY2EEMW(0.8g), HHEBYTHEE
# H .

'"H-NMR(CDCl,, & ppm): 8.27(1H, s), 7.92(1H, dd, J=1.6 and 8.4Hz), 7.86(1H, d, J=9.2Hz},
7.39(1H, d, J=8.9Hz), 7.36(2H, m), 6.27(1H, d, J=2.9Hz), 3.90(3H, s), 2.46(3H, s}, 2.04(1H,

brsj
B Le-8

3-(2,4-Z | N B )-5-8 5 BB -2-F X (bIk W
7 W | AL 8 (873mg, 23.1mmol)RR 207 W, WHEMRER S5~ 1°C
TE®BMEKSAZ=ZMZ 8 (50l), R 205 K & m A
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AT
B7

D o P o R e S Ny

A ABABA (b))

3-((2 4-Z EX )R B R )-5-FHRBE-2-8 8 [b]
W2 —EB R, REBR TRHELASHD . RE®SE ok K
M L 25% NaoHmr it . MZ M ZMER., BAHEL &M
ERAR, REARBETEE. EBRETHEMLE RS
HBW. hWRBERBRAALTSERNILELA 2 BEBYE R

(6.58g. 2% B 72%}),

'H-NMR(CDCL,, § ppm): 7.98(1H, d, J=1.5Hz), 7.95(1H, dd, J=1.8 and 8.7Hz), 7.43(1H,d,}
J=8.2H2}, 742(1H, d, J=2.2Hz}, 7.10(1H, dd, J=2.2 and 8.3Hz), 6.96(1H, d, J=8.3Hz), Y~
4.03(2H, s), 3.89(3H, s), 2.40(3H, s) H
B o M o29-9 E
5-M B -3-(2,4-Z EF B )-2-0 X B [b]IBk #

M 3- (2 4-Z EFXE)-5-BH B HE-2-0 X5 [bIsk mf

(0.57g, 1.6mmol), W FE (6ml), V9 & Wk B (6ml) R 2N

e B B RO )

)

e

NaOH(8.5mi) M R E WA402 . W BB & ¥ A K, L3N 1
Hel® fe , W BERBU B IEBRER., WEHBE M
MeERAE, REAXRBETER. BB ZENILHRE

R BEROOBSEMNLEY I BESSH (0.564g, B ), ~

'H-NMR(DMSO-dg, § ppm) : 12.70(1H, brs), 7.88(1H, d, J=1.6Hz), 7.81(1H, dd, J=1.8
and 8.7Hz), 7.62(1H, d, J=2.1Hz), 7.55(1H, d, J=8.8Hz), 7.34(1H, dd, J=2.1 and 8.3Hz),
7.25(1H, d, J=8.3Hz), 4.09(2H, s), 2.44(3H, s).

B #30-1
- W ¥ Z M
MO-F W (9.90g)2 Z B (100ml) M A # & # (1.0g)
mEBmEBRINE, RERKRERTSESEBDLEYD 2
W,

'H-NMR(CDCl,, 8 ppm) : 1.40 (3H, t, J=7.1Hz), 2.26(3H, s), 4.38(2H, quartet, J=7.1Hz),
6.86(1H, d, J=8.5Hz), 7.23(1H, dd, J=8.4 and 2.3Hz), 7.61(1H, d, J=1.8Hz), 10.66(1H, s)
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A26666 ,

A7
B7

BRI (7))

%A 30-2
- BE R -S-HYHMZM

Bk W oA Z M (40ml)R Z B (40ml), s F 100°C
20 , M ®R, MAZE, DARGOBE®HE N T E G
WA BB TG R, BETHEMLeY 2 EEH (9.66g),

'H-NMR(CDCl;, & ppm): 1.37(3H, t, J=7.2Hz), 2.33(3H, s), 2.38(3H, s}, 4.33(2H, quartet,

J=7.4Hz)}, 6.98(1H, d, J=8.2Hz), 7.34(1H, d, J=8.6Hz), 7.82(1H, s)

B S 30-3

I-ZBE-S-H W E2ZM
HELE(8.3e)MEEL-ZBRE-5-F% M2

(8.650g)z1,2-—_®WZ K (25l), WE B FRREI.FNE

o M AN B IBERN, BEBBELU X, RKR

HTHZERERG. AVWBHEEFAEALCTSENLEY 2

B&B & (2.28),

'"H-NMR(CDCl;, § ppm): 1.43(3H, t, J=7.2Hz), 2.32(3H, 5), 2.69(3H, s), 3.92(2H, quartet!

J=7.2Hz), 7.79(1H, s), 7.86(1H, d, J=2.3Hz), 12.08(1H, s)

8 f A 30-4

2-(2A-Z KT BE)-T-Z KB H®-3,5-= B % B (bt
M 3-Z BE 3 -5-F M B 2 B (2.40g), 2,2',4'-= §| %

CM (2.10g), KI(1.50g) R MRE & (2.76g)h R E B B 7

N R AR E (T001), BREBEREMG), M A K

s FE LK. FERBY - KRB ERaTSH

mEtaw2za e E® (0.8),

=118~
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k2 e ] ;e 4, 4 .
KOH 0. 75 - 24 Irwe T913 & g L 23000 20

A AR ()

2P R e 0 Homn B e - e s

'H-NMR(CDCl,, 8 ppm): 1.20(3H, t, J=7.2Hz), 2.52(3H, s), 2.65(3H, s), 4.32(2H, quartet,

J=7.2Hz), 7.39(1H, d, J=8.4Hz), 7.50(1H, s), 7.53 (1H, d, J=8.3Hz), 7.67(1H, s) , 7.99(1H, s}

B 30-5
T-BE-2- (2. 4- " EF E)-3,6-= B E P [k W

We- (2 4-—“HXBE)-T-CEBH£-3,5-T 8 F£B (b]
B (0.78g)R M BE K & (0.7g), RI40CR2AK T
MHEANZ-BE(6.55). 2%, MAKRER®R LR
EAR. BABUAR - EABESEZETSEOLS
Mo B R (0.668),

'H-NMRDMSO-ds , 6 ppm) : 2.16(3H, s), 2.42(3H, ), 4.23(2H, s, 7.27(1H, d, J=8.3Hz)]
7.38(1H, dd, J=8.3 and 2.1Hz), 7.57 (2H, 2s), 7.63(1H, d, J=2.1Hz)
B oA 31-1

S-S R -2-F ¥ B [b]tk

WoA-% v B W OB (25.51g), 2,3- W NI (22.338)R
WK B O#R (27.65g)R 2-T B (150m1) R 70°C i & 20/ 6§ ,
BEEMAKELR X, FXHEUHEMDEE KK
W . RIS (34.5¢)M AN =2 ¥ (100ml) 3% 2
200°C M B BIN P, BA%, MAEXRBE®R, 8§
>R UL N AW KEEREMHA TESR., BEENAR
B (80m1)F B W (34.5¢), AR 25/ B ., BB &M A2
MZBEREAK, BREBUMAIBRBENBTRE., REBR
HTEE, aWEBRERALELTIEMESY (3.308),

'H-NMR(CDC,, & ppm}: 2.47(3H, s}, 3.93(3H, s), 6.44(1H, s), 7.41 (1H, d, J=8. 8Hz)
7.94(1H, dd, J=8.6 and 1.7Hz), 8.20(1H, d, J= 1.6Hz)
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AT
B7

A~ AR (vo)

B

5 -

i

& 31-2
BOSHE-2-0 B -3-(4-F W BB [b]skw
e (0.80g) M ZEH TH M ANZ®B&KE (10m1),
AA-FHEFTER(0.672) R &S5-WH W E-2-0 %9

[blmk o (0.67g)2 — ® B &% (5ml), @ # 4/ B o 0 A %

xr

=

UZBZBmBN. BRRNBUAGMBEBENT HE (2
), M ERAR (I X)), REMATEHEE RS T
BAMALGY (1.368),

'H-NMR(CDCl,, 6 ppm) : 2.58(3H, s), 3.88(3H, s), 7.39-8.28(12H, m)

L2

5=

L4

5 1 31-3

MR -2-B O -3-(4-F BT EIEBR (DI R
Bk - mE S 2B (L. Bel)pt E®R F
., BS-W KR E- Z-B R -3-(4-F B FEE)EB

[(bink ol (1.36g) 2 W B (20n]l)R 20D W EMZE LR
FW, BROIVCR#HESINY ., SHEMAZHBZERILOX

E
B
ES
(1
v
Na

{1

tE&EH, & BFETHRERBEEATELERELES . B
—B"ARP, BHELH 1.51OIRKSHRI0HD KW MW
ZR® (50ml), R4 A E M A& £ R BB W
Blglz — W B G (20ml), BMSEHR R ERTH M1
o MAZHZ B RI0% ¥aOl, @ Z B 2B B ¥ Ll 10%
OHBE Ll b . MR B A TE R LR G TEBNLE D
.318),

H-NMR(CDCl,, 6§ ppm):2.46(3H, s), 3.89(3H, s),404(2H 8), 7.22-7.58(10H, m),

7.94(1H, d, J=8.6Hz), 8.09(1H, s)
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s %Hﬂé{ﬁﬂ ( t:t')

Bl O# B 31-4
5-F B -2-H K -3-(4-F E W E XD (bl W

M- E WK -2-F H-3-(4-X KN EIEXED (DI
(1.31g)M 10% NaOH(10ml), W E (10m)) R W & B W (10
wD)F E R BEY M ARBRUOBL, BRETR, U
AR KR FABELERITBESEHLEY (0.688),

'H-NMRDMSO-d¢ , & ppm) : 2.52(3H, s}, 4.07(2H, s), 7.29-7.36(3H, m), 7.42 (2H, t
J=7.8H2), 7.53-7.63(5H, m), 7.81(1H, d, J=8.6Hz), 7.99(1H, s)

B 32-1
- BEE -S5- X B [bIkk By

ME-R-KE&EF®(10.05g), @AM (8g) R KM #H
(13.8g)80 2-T B8 (100el) @ 38 . ZBR 2-T M % W A ok,
RELR, ARCHRELEETHETSEHNLEY (10.58),

'H-NMR(CDCl,, & ppm): 2.62(3H, s), 7.44(1H, s), 7.47(1H, d, J=8.9Hz), 7.57(1H, dd,
J=8.9 and 2.0Hz), 7.86(1H, d, J=2.0Hz)

B oMM 3z-2
B- -2-Z X Bt (bW FH
M2-Z B E-5-REXBIbiskeg (10.0g) R E XS P
(8g), WM& — B (60ml)H R 150°C TR 2K, & 8%
mANERAEH (Sg) RIS0CTRPI2IR ., SHWEM
AR ¥ (200m))R A& (200ml), S BEEH X8 X L1034 b

%, RNEMBETEEERBIBSBENLESY (8.308),

'"H-NMR(CDCl, , & ppm) : 1.33(3H, t, J=7.5Hz), 2.79(2H, quartet., J=7.5Hz)}, 6.32(1H, s},
7.24-7.31(2H, m}, 7.59(1H, d, J=1.8Hz)

-122-
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AT
B7

Ao~ BB (1)

B 46 32-3
-3 B -2-Z X B [b sk

R ((1.52)RRERTEMZ B (300l), R 304 W5
MANZES-B-2-ZF P Tbink W (8.3¢g,)R W X B (0.55g)
ZZ B (30al), BRSIHPBRAKBILE, RB —-—AR
B, O RB Rk R ANZBIE RIS N LM Grignard
AEBA. MANHCIDEBAEE 2@ BB, K E®
Bl 6% NaOHM 4E 3¢ 3% & BE 2 K B Ll 2N HC1Bg 1t , &l Z &
R, SENBERRMHA TEREYRASNEENLS Y

(2.48¢),

'H-NMR(DMSO-dg, 8 ppm) : 1.26(3H, t, J=7.6Hz), 2.80(2H, quartet., J=7.5Hz), 6.69(1H, s}
7.56(1H, dd, J=8.6Hz), 7.83(1H, dd, J=8.6 and 1.8Hz), 8.16(1H, d, J=1.7Hz), 12.73(1H, s}

oo az-4

2-C B -5- (W | OB E )X bl
BO-HE-2-ZF B IbIBk W (2.480) R B 5 B (0.3¢g)

MR E(5oal)d MBAMEZTCOCIONE, REKE®R X

MARG. BRREBRLBNBEBENBTRE. 28815

B, FPRBETERLERRTEBENLELY (2.42),

'H-NMR(CDCl,, & ppm) : 1.35(3H, t, J=7.6Hz), 2.82(2H, quartet., J=7.6Hz), 3.93(3H, s},
6.44(1H, 8), 7.42(1H, dd, J=8.8Hz), 7.94(1H, dd, J=8.6 and 1.8Hz), 8.22(1H, d, J=1.6Hz)

BOfM32-5

3-(2 A-Z R Y BEE)-2-Z K -5-(FEBEDX B (b1 m
hERMBAI-22 HEK, H2-Z % -5-(F E 8 %)% B (b

WEW (2.40g), B ALE (3.338)R 2, 4-" W ¥ BE K (2.80¢g)

-123-
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A BRI (1)

J3EMEAY (2.28g),

'H-NMR(CDCl;, § ppm) : 1.30(3H, t, J=7.6Hz), 2.79(2H, quartet, J=7.5Hz), 3.91(3H, s},
7.38(1H, d, J=8.2Hz), 7.42(1H, dd, J=8.1 and 1.9Hz), 7.50(1H, d, J=8.8Hz), 7.54(1H, d,
J=1.8H2), 8.05(1H, dd, J=8.6 and 1.8Hz), 8.18(1H, d, J=1.8Hz

B % M 32-6

3-(24-Z RF R )-2-Z F -5-(H EBE)EB (D] w
MM 3-32 Ak, BII-(2 4- " BRE¥BE)-2-2

E-5-(F R BE)XBI(bIkMW (2.28)0/ S EWMLLED

(2.20g),

'"H-NMR(CDCl, , § ppm) : 1.28(3H, t, J=7.6Hz), 2.76{2H, quartet, J=7.6Hz), 3.90(3H, s),
4.04(2H, s}, 6.92(1H, d, J=8.4Hz), 7.09 (1H, dd, J=8.4 and 2.2Hz), 7.42-7.46(2H, m),
7.96(1H, dd, J=8.6 and 1.7Hz), 7.98(1H, d, J=1.5Hz)

Bomaa2-T

- B -3- (2. 4-Z |WEX H)-2-Z X B [b]sk
R MAIN-42HE, BI-(2,4-Z B HK)-2-2 &%
h-(REHRE )RR IDIE W (2.20)0 S ENLE A Y

(1.58).

'H-NMR(DMSO-dg , 8 ppm) : 1.20(3H, t, J=7.5Hz), 2.81(2H, quartet, J=7.5Hz), 4.11(2H,
s), 7.20(1H, d, J=8.4Hz), 7.34 (1H, dd, J=8.3 and 2.2Hz), 7.58 (1H, d, J=8.5Hz), 7.63(1H, d,
J=2.2Hz), 7.83(1H, dd, J=8.6 and 1.7Hz), 7.89(1H, d, J=1.6Hz), 12.78(1H, brs)

B A 33—
B-® -2-H B X B [b]sk By

M- 12 Ak, -8 -XEEFR(5.5¢g), 1-
R-2-TH (Sg)RIRMHF (Be) T BEMHIESY (1.108),

'H-NMR(CDCl,, 6 ppm): 1.26(3H, t, J=7.3Hz}, 3.00(2H, quartet, J=7.3Hz), 7.42(1H, s),
7.46(1H, d, J=8.9Hz), 7.56(1H, dd, J=8.8 and 2.0Hz), 7.84(1H, d, J=2.0Hz)

5o M 33-2
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AT
B7

BRI (1)

b-B -2-A X FE B [bisk m

VRBEAIZ-22 F ik, B6-%-2-7 B ¥ (bl m
(7.0g), ME XA )R EELF (60)T BB W1 &
¥ (5.85¢),

'H-NMR(CDCl;, & ppm) : 1.01(3H, t, J=7.4Hz), 1.7 2-1.81(2H, m), 2.73(2H, t, J=7.3Hz)
6.32(1H, s}, 7.25-7.30(2H, m), 7.59(1H, d, J=1.8Hz)

B H33-3
5-B A -2-WE X P [bIk W

BRMHI2-32H %, B 5-8-2-7 % % B [blek g
(5.85e), B K B (10g), $ (2.67"e)R G kB HMB I

W (3.01g),

'H-NMRDMSO-d,, & ppm) : 0.95(3H, t, J=7.4Hz), 1.67-1.75(2H, m), 2.76(2H, t,
=7.4H, 6.70(1H, d, J=0.70Hz), 7.56(1H, d, J=8.5Hz), 7.83(1H, dd, J=8.6 and 1.7Hz),
8.15(1H, d, J=1.5Hz) :

Bomm33-4
- B R -2-WEE (b 5y

WM 32-42 Kk, B 6-B K -2- % %5 [blek B
(3g)al B B WL &M (3.228),

'H-NMR(CDCl;, 6 ppm) : 1.02(3H, t, J=7.4Hz), 1.76-1.81(2H, m), 2.76(2H, t, J=7.5Hz),
3.93(3H, 8), 6.44(1H, 8}, 7.42(LH, dd, J=8.2Hz), 7.94(1H, dd, J=8.6 and 1.7Hz), 8.21(1H, s)

BB 33-5

S-(2 - KX BR)-5-F G P K -2-FEFXH (bl wm
REAI-22H%, B5-FERB-2-FHEH[b]

BB (3.28), RIEE ()R 2, 4-Z R ¥ B E (3.84g)7

HEBMLESY (4.292),

-126-
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A~ BT (4)

'H-NMR(CDCl;, 8 ppm): 0.91(3H, t, J=7.4Hz), 1.7 2-1.80(2H, m), 2.76(2H, t, J=7.5Hz)

3.91(3H, s), 7.38(1H, d, J=8.1Hz), 7.42(1H, dd, J=8.2 and 1.9Hz), 7.50(1H, d, J=8.3Hz),
7.54(1H, d, J=2.0Hz), 8.04(1H, dd, J=8.7 and 1.8Hz), 8.15(1H, d, J=1.9Hz)

W as-o

3-(2 4-Z YW B )-5-H E W E-2-FWEEB[bIsk K
FREAIN-3Z2HE, B3-(2,4-Z EE ®EH®)-5-1F

FEHRE-2-HNEFP (DI (2. 20) T B EHWLEY

(2.27g8),

'H-NMR(CDCl;, § ppm) : 0.94(3H, , J=7.4Hz), 1.69-1.77(2H, m), 2.71(2H, t, J=7.5Hz),
3.89(3H, 8}, 4.04(2H, s), 6.91(1H, d, J=8.4Hz), 7.08 (1H, dd, J=8.3 and 2. 1Hz), 7.43-
7.46(2H, m), 7.94-7.98(2H, m)

5 A 33-7

FREMI-42FHE, BI-(2,4-Z B F #)-5-8 %
BE-Z-FREZTB (bIkw (2.25g) T B B SY (2.04g),

'H-NMRDMSO-dg , & ppm) : 0.87(3H, t, J=7.4Hz), 1.60-1.68(2H, m), 2.76(2H, t,
J=7.4Hz), 4.11(2H, s), 7.18(1H, d, J=8.4Hz), 7.34 (1H, dd, J=8.3 and 2.2Hz), 7.58 (1H, d,
J=8.7Hz), 7.63(1H, d, J=2.1Hz}, 7.83(1H, dd, J=8.6 and 1.7Hz), 7.89(1H, d, J=1.6Hz),
12.75(1H, brs).

WM aa-1
d-((2.2-Z_ REH)-Z2F K )R P M

MA-% T W R (15.528), WM - B % & (16.9g)
K 60% NaH(5.00g)5% = B B B B I (50m1) 5 80°C F #
18/ R . BBER P ERBERENNE X, S EXE
WREBIFETERE, RREMNITIBSEMLSY (16.08),

'H-NMR(CDCI3, 8 ppm) : 3.47(6H, ), 3.89(3H, s}, 4.06(1H, d, J=5.3Hz), 4.73(1H, d,
J=5.2H2), 6.54(2H, d, J=8.9Hz), 7.99(2H, d, J=8.9Hz)
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A BRHEH (F)

%M 34-2
-0 O % KB (DI W
Ba-((2,2-- B E % )-ZEE)F¥ BT (10.00g) %
BB (20.008)R 1. 2-Z K24 (50ml)h @ 5% 140 05
GHl B M ON UK, 4 H BB % B 10% HCLEE . R B M
TE&H, BGYBMABNT A LT SENLSY (0.86g),

'H-NMR(CDCl,, § ppm) : 3.94(3H, 8), 6.85(1H, dd, J=2.4 and 0.8Hz), 7.53(1H, d,
J=8.6Hz), 7.69(1H, d, J=2.2Hz), 8.03(1H, dd, J=8.7 and 1.7Hz), 8.35(1H, d, J=1.7Hz)

B M 34-3

3-(2 4-Z R F BE)-5-(F G W £ )-2-7 % % B [bI0k W
BREHII-22 Fk, BS5-(FEH X)X B [blek g

(0.85g), WMAB(1L.1IR 22 4-“ WEBE (1.0g)9 &

B®o4daY (0.342),

'"H-NMR(CDCl,, § ppm) : 3.96(3H, s), 7.38(1H, dd, J=8.3 and 1.9Hz), 7.46(1H, d,
J=8.2Hz), 7.50(1H, d, J=2.0Hz), 7.57(1H, d, J=8.9Hz), 7.94(1H, s), 8.13(1H, dd, J=8.7 and
1.8Hz), 8.94(1H, d, J=1.4Hz)

B f o 34-4

3-(Z2A-Z KRR HE)-5- (R E W E)E B [blnk g

R H16-22 HE, BH3-(2.4- " B ¥ B % )-5-(F
WHEEIED IbIvkm (0.342) B H ML SY (0.28g),
'H-NMR(CDCl;, 5 ppm): 3.93(3H, s}, 4.11(2H, s), 7.13-7.18(2H, m), 7.41 (1H, s), 7.50(IH,
d, J=8.8Hz), 8.03(1H, dd, J=8.7 and 1.8Hz), 8.21(1H, d, J=1.7Hz).
B M 34-5
B-MHE -3-(2,4-Z T H )-X B (b W

B M M35-52 H ik, AI-(2,4- 2 R¥ K )-5-(8 &

-127-
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BB (1>b)

BEIXD (DI M (0.282)7 B EHBAESY (0.26),

'H-NMR(CDC,, § ppm) : 4.13(2H, s), 7.17-7.18(2H, m), 7.43-7.55 (2H, m), 7.54 (1H, d,
J=8.8Hz), 8.10{1H, dd, J=8.7 and 1.7Hz), 8.30(1H, d, J=1.6Hz).

WM 39—

S- -2-HW X B bl

B 4-1] %X 2B (10.0g, 52.8mmol )if R A & (100m1),
MO & KGR B # (8.82.63nm0l)R 2,3-Z" R A4 (Tg,
63mmol), MERMWME VU IE, HEEBRFAEL MA@
FRAK. PEBFXE, SEREULAKELEREBN T &
B, BHREBEHLEHRREHGE RIS EEME (13.92),
A MR T Z KK (45ml )3 B 205°C M M M B S50/ B,
HRBHR XA MANIN HCILR B ¥, 8@ X8,
HERBREAXKBRBN TEGHE. EREEHTEHEES®
B ARFABESHERSKE, B FFW., 582
C HOBROKRERITIBSENLAD2mES R (5.9,
58%) o

'H-NMR(CDCly, § ppm): 7.77(1H, d, J=1.9 Hz), 7.58(1H, d, J=8.4 Hz), 7.33(1H, dd, J=1.9
8.4 Hz}, 6.90(1H, s, 2.58(1H, d, J=1.0Hz)

WOl 35-2

5-F FE -2-80 X B [ by

8% (1.93g, T9muol )@ M 28, R305 W AS5-
R-2-H E B IhIME W (3.0g, 13.2nmol )R W 2 B (5.62¢
tlwmol) 2 Z B (50n )R EHBABE. MK E., M
BRE R KBRS, BSREXRERBHNE S G
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W22 IBMBHEBET., WaEW2RKE®RMN2N HCIR R, ¥
HOBE R B L IN NaOH, 7 K M LL 3N HCIE L , ¥ ¥ i
BERUN B RZER, H5EE L @0 &9 K%, REK
B TR, ARG YA EEA B TS E ML
TR EHMN(2.18,82%),

'H-NMRDMSO-d,, & ppm) : 12.84(1H, brs), 8.30(1H, d, J=1.3Hz), 7.96(1H, d, J=8 4Hz)
7.80(1H, dd, J=1.6 and 8.4Hz), 7.26(1H, s), 2.57(1H, d, J=1.1Hz)

& i H35-3
5-(H | B B )-2-8 X 8 [blex ay
M O-RE-2-B X B (b (2.1, 10.9mmol)i® & |
B (50ml)3 fn A B WM. WBABHRNE, 2%, m
ABRMBBENFREZHEE., LB EE =T 8BRK
, RERBUEN AR AL, REAKRBH TSR, &
BREBRANEARREGARTSENLaYMEELE S (2.0g
. 89%),
"H-NMR(CDCL;, 5 ppm) : 8.35(1H, d, J=1.5Hz), 7.91(1H, dd, J=1.5 and 8.4Hz), 7.78(1H, d
J=8.4Hz), 7.04(1H, m), 3.94(3H, s), 2.60(3H, d, J=1.2Hz)
6 1 35-4
B-(2 - WX BE)-5-M R B K -2-% KB (bl w
HEAE (.24, 9. 3nmo)E R B & (10nl), W
AZA-ZHEFER(0.97g, 4.7nmol )R 5-(H & B & )-2-
RO B IbIRr I} (0.8g, 3.9mmol), M B8 T W B 4/ 55
BERAKWUZBMZEREN ., BB L0 EBE N
HREIRRBEUWEHAK IR, REAKRH TS &,

-129-
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A~ BRRHEE (-4)

REERAMNITEARRESGRBEATSENLAY 2 8% 68
m (1.5g, B ),

'H-NMR{DMSO-dg, 5 ppm) : 8.49(1H, d, J=1.3Hz), 8.00(1H, dd, J=1.4 and 8.4Hz),
7.81(1H, d, J=8.4Hz), 7.49(1H, d, J=1.8Hz), 7.47(1H, d, J=8.3Hz), 7.40(1H, dd, J=1.9 and
8.3Hz), 3.90(3H, 8), 2.43(3H, s)

B 35-5
(2 A-Z WX R )BH R )-S-FERE-2-0 FB [b]
w5

B 3-{(2,4-Z W Y BEHE)-5-7 G ¥ -2-0] FEB (bl
My (600mg, 1.58mmol )i WY /0 & Wk 1§ (10m1) R ™ B (1m))
s Rk B T mAWELH (T2ueg, 1.9um0l), Rk B
WTREMEID . MAKELZBZHEER. BHHEEL
HHMERKE, REARBETELR., BT ENL M

BEREFARTHEMDLEYD 2HEESE & (580mg,96%),

'H-NMR(CDCl,, & ppm): 8.46(1H, d, J=1.3Hz), 7.90(1H, dd, J=1.5 and 8.4Hz), 7.77(1H, d
J=8.4Hz), 7.70(1H, d, J=8.4Hz), 7.37(1H, d, J=2.1Hz), 7.29(1H, dd, J=2.1 and 8.4Hz),
6.44(1H, d, J=2.8Hz), 3.90(3H, s), 2.52(3H, s), 2.04(1H, brs)

B H35-6
3-((2 4A-Z WX H )R W R )-5-8 G H K -2-9 %X [b]
L i)

# W oMk # (537Tme,14.2um0] )R 200 R, WE R 5~ 7°C
TEHNEKRSHWZ ZHZ B8 (30al), R505 K" &M A
3-((2 4-Z E X R )R W )-5-0 KW E-2-9 X8 [b]
B2 _RER,. RFEFHEHTRETD ., KRE®REH T KK
W LL26% NaOHR L LR =M B, Uz BMZEBE R,
MHBE LR R KR, REAEBMETESR. &K

-130-
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BB ()

CRBLARRESEBRRITBENLAZ2REE S &
(0.582qg).

'H-NMR(CDCL,, 8 ppm) : 8.13(1H, d, J=1.4Hz), 7.94(1H, dd, J=1.5 and 8.3Hz), 7.83(1H, d
J=8.3H7), 7.44(1H, d, J=2.2Hz), 7.01(1H, dd, J=2.1 and 8.3Hz), 6.61(1H, J=8.3Hz),
4.20(2H, s}, 3.90(3H, s). 2.46(3H, s)

o oM 35-7

1

S-M R -3- (2 4-Z EFXH)-2-BWEXB (b Wy
3-(24-Z W W H£)-5-F G H % -2-9 %X [blrx B
(520mg, 1.42mmol), H B (5ml), P08 6k WG (5ml) R 2M
NaOR(Tml)m #4 [0 9 L/ BF . 9 M B & 3 A0 A & . LL 3N
HOIBME XU R ZIBZBRENR., ¥EHREUHRUGE K
., REARBETEE. RRERH L BEREE
MR ENEAsM 2 EEBSE R (0.45, 2 % B 90%),

'H-NMR(DMSO-dg, 8 ppm) : 12.91((1H, brs), 8.01(1H, d, J=8.5Hz), 8.00(1H, s), 7.82(1H,
dd, J=1.7 and 8.3Hz), 7.66(1H, d, J=2.0Hz), 7.25(1H, dd, J=2.1 and 8.4Hz}, 6.77(1H, d,
J=8.4Hz), 4.24(2H, s), 2.50(3H, s)

B M 36-1
2-BEE N-T -2-f -1-% )& &

M 2- B (3.6ml), 1-®-2-T 8 (3.101)R B @ &
(6.90g) R W B R ElMEEIOHS, M AK (100ml), BLH
X (100 )W, REBEHTERERBTBEEMHLES
2w (8.468),

'"H-NMR(CDCl, § ppm): 1.07 (3H, t, J=7.3Hz), 2.66(2H, quartet, J=7.3Hz), 7.05-7.09(1H,
m), 7.27-7.29(2H, m), 7.55(1H, d, J=8.4Hz)

5 6 & 36-2
T-8 -3-Z B {bvimrmp
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Al
B7

A~ BEABLA (20)

MERB 15.0e)ME2-B XX (N-T -2-8 -1-% )&
Mk (6.81g), FR160°C M # 2/h B . A vk ¥ LA B 3% 8 K
e MEBMBUIRILEA TR RGN BR B E M BF KK .
RuB TERABETSBEBOLEEY 20 (4.432),

'H-NMR(CDCly, 8 ppm) : 1.36(3H, t, J=7.5Hz), 2.84(2H, quartet, J=7.5Hz), 7.16(1H, s},

7.27(1H, t, J=7.8Hz), 7.50(1H, d, J=7.6Hz)}, 7.70(1H, d, J=7.9Hz)
WA a6-3
T-#8 & -3-Z F B [b]Imkmp
W8k (2.6Tg) R ZEW T M B (158l), R 305 K 7
MmA & T-18-3-Z X B [bIr¥ B (4.40g)R B 3% B (7.76¢)
28 (50w}, W\ EREKBPLSW.,. RS — K&
¥ K% ok b RN, MRS5S A L Grignard
BB OAN . AN HCIE ML ¥ S REZ B . LL5% NaOk
il . B B oKME L 2N BCIB . U2 B BRE, B2
BHRMRBATERERGTSEMNLABER (3.228),

'H-NMR(CDCly, 5 ppm) : 1.40(3H, t, J=7.3Hz), 2.91(2H, quartet, J=7.5Hz), 7.25(1H, ), -

7.52(1H, t, J=7.6Hz), 8.02(1H, dd, J=7.9 and 0.9Hz)}, 8.25(1H, d, J=7.4Hz)

B #5 4 36-4
- R -T-(FRER)ED DIy

B T-BE-3-ZFXB(bIRB (3.206) R BB B P B
(100wml)el fn % M # £ 60°C 16/0 BF , ¥ % K B @ & WM A
Fli. AREBHRIMANBEBENSTRE. TBHEFGE .
RFRBETEZEELBRGAISEBHLEY (3.042),

'H-NMR(CDCl;, 8 ppm) : 1.39(3H, t, j=7.5Hz), 2.89(2H, quartet, J=7.5Hz), 4.02(3H, s),

7.22(1H, s), 7.47(1H, t, J=7.8H2), 7.95(1H, dd, J=7.9 and 0.9Hz}, 8.12(1H, d, J=7.5Hz)

-132-
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A7l
B7

A BRI (o)

B M 36-5

2-(24-Z R FXBR)-3-ZH-1-(REHFEIEH [ K
M EALE (2.48)F I W B 6 (10rl), W54 N & W

ABIZA-ZEFTEBE (1.940)2 Z EH &K (10ml), @ P2

M MANKRE BB ER . BFRE L8R R

MEMNFTRERRBARLBARE IR, REBHT

. BRAOBEBLED (3.122),

'H-NMR(CDCly, § ppm) : 1.32(3H, t, J=7.5Hz), 3.28(2H, quartet, J=7.5Hz), 3.99(3H, ),
7.37(1H, dd, J=8.3 and 2.0Hz), 7.45(1H, d, J=8.2Hz), 7.49(1H, d, J=1.9Hz), 7.56(1H, t,
J=7.9Hz), 8.16(1H, d, J=8.2Hz), 8.26(1H, d, J=7.4Hz)

B0 36-6

T-HRE-2-(24-ZF R E)-I-ZEFH b m

M- (2 4-T FRFXBME)-3-ZE-T-(FEREIXEH (b
B (2.85e) R BB KA (3.58), MRZ = 8 (30ml)+h
FR160°C T ML, SHE, WAEELH(3.30)%
BR160°C TR M 2AE ., W& M ANk R & SEBELUZ®
CEHER.,. SEFHRBRABNTERELES, AWEB R

M#frag 8 EMNILte2aBEE 8 (1.98g),
'"H-NMR(CDCl,, § ppm) : 1.20(3H, t, J=7.6Hz), 2.88(2H, quartet, J=7.6Hz), 4.31(2H, s),

7.12(1H, d, J=8.4Hz), 7.17(1H, dd, J=8.4 and 2.1Hz), 7.42(1H, d, J=2.1Hz), 7.50(1H, t, -

J=7.8Hz), 7.95 (1H, dd, J=7.9 and 0.8Hz), 8.16(1H, dd, J=7.8 and 0.8Hz).
B 3T-1

I-2A-ZTEYRE)-A-BX B8

M- -4-B Y B (5.28), 2. 4-" B YK (14.8g)p W
EFBrl)MBBER24NE . MAETEE, MAKRZ®
M. BHEXRELEBR., PHESBLEBBEN. M A
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AT
B7

&~ AREABLEA (1)

IBMUEBRELR . F6HFF, DZBEEEHaTEI-(2,
I-Z /TR EBE)-4-BH Y™, WMAKRBR(2.3), RZET
M ERSDE., EHELHZHABRBENBTR. U2
MIBMER, DBENAGEAARLEER. BRREFAM LB Z
MIBROCRER. REUREEHTSENLEY

{(48),

'H-NMR(CDCl,, 6 ppm) : 1.38(3H, t, J=7.1Hz), 4.37(2H, q, J=7.1Hz), 4.66(2H, d, J=5.9Hz),
7.22-7.32(3H, m), 7.46(1H, d, J=2.0Hz), 7.48(1H, d, J=1.7Hz), 8.25(1H, d, J=8.8Hz),
8.37(1H, brs).

o M 37-2

- B -3- (2 4-" BT E)-¥BZ M
W 2B (Tal), WEEBE (Tal)R A (28nl)8 % 3-(2,
A-ZRFTERE)-4-BX BB (1.40), REBT WA
R B e (4.50g), ROCCEP209, LEHRE K&
W, ReHEBELEDAEAE, SER_RSETHBEMLS
(l.4g, B YY) HEUYETEEFER,
W M3T-3
1-(Z4A-Z BEFX B HE)-2-BE -6-(Z & B £ )F B mm
e RI-BE-3-(24- 2 RFTHE)-FBMZ KB (1.1g)
e W4 OB OBt (2.60g)2 2 M (4ml)fd 60°C M PE 5/ 8,
WG ANZE (10al )R EWE (0.5g), M 88 & 2/,
. TBEER, PR ENRBESANR. ARRER
BH. REFLEB 2B, BR2RZ2E. B8 3 % &5
BH&®Eas®(0.42),
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A~ BEABLER (19)

'H-NMRDMSO-dg , § ppm) : 1.27(3H, t, J=7.1Hz), 4.24(2H, q, J=7.1Hz), 5.12(2H, s),
7.04(1H, d, J=8.4Hz), 7.12(1H, d, J=8.2Hz), 7.37(1H, dd, J=2.1 and 8.4Hz), 7.51(1H, s,
7.67-7.72(2H, m), 11.37(1H, brs)

B 61 3T-4 |
1-(2,4-Z BT K E)-6-(ZFE B %)-3-8 % -2-% Bf
.

§ NaH(D.08g, 60%¥W W )OMER1-(2,4-“ KRFRE)
- K -6-(ZE B EIDEBR KW (0.396g)2 N, N-Z B %
BB (An]), B E B MELI/NF., A HEW0.307g)
B2 REAE, UARZE®RLEHETEH
i &®(0.348g),

'H-NMRDMSO-ds, & ppm) : 1.28(3H, t, J=7.1Hz), 3.41(3H, s), 4.25(2H, q, J=7.1Hz),
5.17(2H, s}, 7.05(1H, d, J=8.4Hz), 7.32(1H, d, J=8.3Hz), 7.36(1H, d, J=8.4Hz), 7.57(1H, s)
7.69(1H, 8}, 7.76(1H, d, J=8.3Hz)

B A 375

6-¥ B -1-(2,4-Z FW ¥R ¥ )-3-9 % -2-3% Bf 0k o &

# 10% NaOH(0.650g) M B 1-(2,4-Z RF¥E B X )-6-(2
KB R)-3-B B -2-X BBk (0.308g), 2 & (4nl),
WE K (8nl)R K (4ml), B 60°C T 2.5/ B , #
HHORE®R ., PRHUMNBEBRENTR. RETLB X
BRGNS BEMOLESY (0.276g),

'"H-NMRDMSO-d, , 6 ppm): 3.41(3H, s), 5.16(2H, s), 7.03(1H, d, J=8.4Hz), 7.29(1H, d'
J=8.2Hg), 7.36(1H, dd, J=2.1 and 8.4Hz), 7.55(1H, d, J=1.4Hz), 7.69(1H, d, J=2.1Hz)
7.75(1H, dd, J=1.4 and 8.3Hz)

W 38-1
1-(2,4-Z WX H)-6-(Z K B & )¥E B = m
MA-M B -3-(2, -2 B YR E)-FMZ B (0.89g),
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AT
B7

F o~ BBABEA (ue)

BB (1.0g)R Z B (20m1), A& (10m1)R 79 4 8 W (20ml)
B, M ON TR B (3.05)% RE B TWEIY. B
BEE ., MOAKIE SR XE, IR BERE WA R

BB RSB EMNLESD Z2HBY (0.642),
'H-NMR(CDCl,, § ppm): 1.43(3H, t, J=7.2Hz), 4.43(2H, quartet., J=7.1Hz ), 5.97(2H, s},
6.94 (1H, d, J=8.4Hz), 7.18(1H, dd, J=8.4 and 2.1Hz), 7.48(1H, d, J=2.0Hz), 8.06(1H, dd,
J=8.7 and 1.3Hz), 8.12(1H, dd, J=8.9 and 0.9Hz), 8.23(1H, d, J=1.0Hz)

B M 3s-2
6-B & -1-(24-2 AFE)-XBH=m®

MI1- (2, 4-Z EFHE)-6-(Z EH &£ )X B =& (0.6g)
Bt 5% NaOH(6g) R S B (20g)2 R A B ®M T &K E HFo.b5

INEE ., SAHIE M ARBE ()R K (10nl), X LZE
CHEBER, BRHEEREIUBSEMNLEY2HRY (0.5g),

'H-NMR(DMSO-d, , 6 ppm) : 6.13(2H, s}, 7.24(1H, d, J=8.3Hz), 7.43-7.46(1H, m), 7.70-
7.72(1H, m), 7.95(1H, d, J=8.8Hz), 8.14(1H, d, J=8.6Hz), 8.47(1H, s)

®E e 39-1
4-7, K -3-B ¥ B
W A-Z T B (20g, 133macl)Ll ok S A, R40 R E M
A B M BB (94%,d=1.50, 50ml), KA 4-5°C H $ 1.25/h
B, MATSBEERBEAZTRAAALBERR. BEEER
S, MARDBERIUUBSENLGD 2 EEE S (24.68
34.8%),
'H-NMR(CDCl,, & ppm): 8.59(1H, d, J=1.6Hz), 8.24(1H, dd, J=1.6 and 8.0Hz),
7.52(1H, d, J=8.0Hz), 3.00(2H, quartet, J=7.5Hz), 1.33(3H, t, J=7.5H2)
B H 39-2
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A7
B7

A BB (0s)

3-K XK -4-2 F B

W 4-2 B -3-8 Y 8 (5.0g, 27.4mmol)iE 4 B & (50m1)
WM N PA-CKs 8 (5%, 250meg), MW B B 0~ = 8 H bk 1
hE . HE®, REEEL A RSB R. BB G S
DR ES=TER/CRELEETSEBHLESY (3.2,

T0.6%),

'H-NMR{DMSO-d,, 8 ppm): 12.40(1H, brs), 7.21(1H, d, J=1.6Hz), 7.07(1H, dd
J=1.6 and 7.6Hz2), 6.99(1H, d, J=7.7Hz), 5.06(2H, brs), 2.45(2H, quartet, J=7.4Hz)
1.11(3H, t, J=7.4Hz). |

oM a9-3
6-38 3 -3-H & -1H-03)
BEBUERZREAB(T5al)P AN Z Kb 2 88 S
¥ (3.75g, 26.4mmol) ¥ S 8 F -12°C. R 205 A& m
A 3-K B -4-2 % B (2.5g, 15.1mmol )2 P9 & BE B8 (25m1)
o M5 E, MAS =T R EH®M (1.87g, 18.1nn0l) %
m# E5C, RESCREI.SFENEB. MAZBHE(T.48,
T5.4mmo0l) B 18-crown-6-2 Bk (400mg, 1.51immol) 3 M
FmRELI0IE. SRESKNER. mAZBZB/ R
B (7/3,100m]1 )R 1IN HC1(25ml), M EBMEINE, W
ABEMERAK (26e]), BRBEFEADABBERYE . B K
WL 8K,/ REB(T/3, 40ml )R W, B & S8 B
B K REBETEE. RREERECHEBEREG, KT8
REMWm(A.320)BNZBIMKR, MARILE -2 8 (6128
b | R Am1Z B )R 2% (1000l), REFE., BFRBE
UL Z®MIB . HRNE (7/3, 100ml)% 82 %0 & S A (25m1)
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426666, A7

B7

A BB (b )

XN, A REBLUZBZIBEN. BE 45 HEREK
MM TELE. SHRESZHY ARG, BiEEE D
ZEBENBENILAD 2HEBER (0,46, 17%),
'"H-NMR(DMSO-d,, § ppm): 12.94(2H, brs), 8.04(1H, s), 7.77(1H, d, J=8.3Hz),
7.62(1H, dd, J=1.1 and 8.4Hz), 2.48(3H, s).

B M 39-4

6-F & B B -3-W B -1H-83 &

W 6-H 3 -3-8 K -1H-W B (359mg, 2.11mmol) R W
B2 (50ml)3 7 AN B AR ES (0. 1ml). Mo B8 W 3% 22/ B , &
A AN BEBRERNETRLERARRE., LB Z2ER
. B AMBIUBEMEE KEEREKBEREHT & K.
BRREREEMNTVARBRETISENDLED Z2HEBE R (340
mg, 87%).

'H-NMR(CDCl,, § ppm): 8.18(1H, s), 7.82(1H, d, J=8.4Hz), 7.72(1H, d,
=8.4Hz), 3.96(3H, s), 2.61(3H, s).

B % H1 39-5

P=(2,4-— K T & )-6-8 & % & -3-% & -11-13 i

B o6-H K WK -3-F K -(H-# 0% (400mg, 2.1mmol)iR
BB O R B (15ml)3 B vk S A, WA NaR(85mg, 60%
Wk, 2.1mmol)¥W ROCHPBOSAR, M A2,4-—- 8 %
ER (0.45g, 2. 31mno )X M EBRBHEI18E, L2228
TR /KRN . B H MR L MR ROk TR R E AR B
TR AREBERLTERES, 278FSEE, &
WBHEEH (BB®R: CKR/ZBZE=9/1) i 7918

-138-
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B7

A BB (107)

BEH&wm2 &bE R (0.54g, T4%),

'H-NMR(CDCL,, § ppm) : 8.06(1H, d, J=1.1Hz), 7.82(1H, dd, J=1.1 and 8.4Hz),
7.72(1H, d, J=8.3Hz), 7.42(1H, d, J=2.0Hz), 7.08(1H, dd, J=2.0 and 8.3Hz),
6.60(1H, d, J=8.4Hz), 5.63(2H, s}, 3.94(3H, s), 2.61(3H, s)

B M M 39-6 '

- B -1-(2,4-Z @ F K )-3-85 F -18-0 B

WI- (2, 4-Z B X B )-6-F G K & -3-8 % -1H-03)
(0.2g, 0.57Tmmol)iF AY 2 BF (10m)1)3 fm A 1M NaOH(2ul)
s FROOCHR H107y , HEHB R, HEABRZIE. U
IN BCIBEX UL ZBMZB/ARR, SHEBEL®MOEA
WA EREAAABEHNTELE. BREEHEHEERBRES
s DTHEFHER, EWEBEHEBEBN (FR®K K /28
CH=8/1) LRI ENLELEY2EES R (0.19g,

39%).

'H-NMR(CDCl,, 8 ppm):8.14(1H, s), 7.87(1H, dd, J=1.1 and 8.4Hz), 7.76(1H, d

J=8.2Hg}, 7.43(1H, d, J=2.1Hz), 7.10(1H, dd, J=2.1 and 8.3Hz), 6.67(1H, d,
J=8.3H2), 5.65(2H, s), 2.63(3H, s)
B M 40-1

3-2 K -T-F @ W R -2,4 C1H,30) - W ¥ = K

e 2-EH KB P B (4.18¢), RW™2ZHE (2.58ul)
B =ZE(1.0ml)2 B X (20ml)/0 8 £ 70°C15/h B , &
wmem A BE(Sonl)R BEE (108)), M R EEMBMBS
M, BEE LUK (50ml)R B B (50ml)tk X & & 71 8 H

i &Y (2.23¢),

'H-NMR(DMSO-ds, § ppm): 1.14(3H, t, J=7.1Hz), 3.88(3H, s), 3.92(2H, quartet
J=7.1Hz), 7.69(1H, dd, J=8.3 and 1.4Hz), 7.75(1H, d, J=1.2Hz), 8.03(1H, d,
J=8.2Hz), 11.58(1H, brs)

!
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&~ BBABLEE ()

R R B I B R XN

B 40-2

1-(2,4- = E KX B )-3-2 % -T-FREKH*E-2,4 (C1H,30)-
LN S

B &3-Z K -T-HEHRE-2,4(1H,30)-% K -8
(2.17g), 2. 4- = W ¥ A | (2.05g), KI(1.45g)R K B
(5P 2 AW (B0l MBERI.ONE ., S8, W
AKX (S0l M EL B, ML BUK QD) B &S =

TR GInG®ERHETISEBLESY (2.608),
'H-NMR(DMSO-d, § ppm): 1.20(3H, t, J=7.0Hz), 3.83(3H, 8), 4.02(2H, quartet,

J=7.0Hz), 5.38(2H, s), 7.16(1H, d, J=8.5Hz), 7.29-7.31(1H, m), 7.51(1H, ),

7.75(1H, d, J=2.0Hz), 7.80(1H, d, J=8.1Hz), 8.22(1H, d, J=8.1Hz)

B f B 40-3

T-HRE-1-(2.4-Z" & FH)-3-Z % -2.4 C1H,30)-m W
W = i\

BEI-(24-Z YW H)-3-ZH-7T-" KB ®-2,4 (14
JIH) -0 BE WK — 8 (2.36g)2 5% NaOH(10g)R W B (30g)
mMgHERINE, SR, MARBR (3.92)E R EK
B, # k& LK (100ml) R B 3% (20ml)8kE 36 ¥ 2 @ & H
MmitaWezaotBEH(2.27g),
'H-NMR({DMSO-ds, & ppmi) : 1.19(3H, t, J=7.0Hz), 4.02(2H, quartet, J=7.0Hz),
5.37(2H, s), 7.14(1H, d, J=8.4Hz), 7.30(1H, dd, J=8.4 and 2.1Hz), 7.48(1H, s),
7.75(1H, d, J=2.1Hz), 7.78(1H, d, J=8.0Hz), 8.20(1H, d, J=8.1Hz)

IR(Nujol) : 1724, 1704, 1662cm
mp : 238-240°C.

B oo 41-1
3-(2,4-Z W & )-7-0 F ¥ E -2,4 (C 1H,3H) -1 kW —
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I BB (07)

. £
B E2-MHER®M - BB (4.18g), N, N'"-% K = Bk 0
(3.88g) R N-B WG (4.0m) )2 W S Wk W (30m)) R & &8 &
2B, BEBENMANZBE(100)R 2,4-= %W S0 (5.47g)
R ow o TR AR, BB K (50ml)R 2B

(50mD)E A E /R A B EHMWALAY (4.642),

'H-NMR(DMSO-d¢, 8 ppm): 3.90(3H, s}, 5.09(2H, s), 7.15(1H, d, J=8.4H2),
7-30(1H, dd, J=8.4 and 2.1Hz), 7.65(1H, d, J=2.2Hz), 7.71(1H, dd, J=8.3 and
1.4Hz), 7.81(1H, s), 8.06(1H, d, J=8.4Hz), 11.8(1H, brs)

8o 41-2
3-(2,4-Z WX B )-7-9 K W K -1-8 K -2,4( 1H,3H)-
% — &R

B a3 (2, 4-Z RS E)-T- W AP -2,4( LH,30)-1%
WM W (2.3g), FEM(2.I3ORBEIMF (2.07g) 0 2
WE (J0nl)MB B 2N, SH%, #GE L K (60ml)
RERE=ZTH CODNREERETESENLE Y2 H &

B B (2.25g),

'H-NMRDMSO-d,, & ppm): 3.58(3H, s}, 3.93(3H, s), 5.14(2H, s), 7.17(1H, d,
J=8.4H3), 7.29 (1H, dd, J=8.4 and 2.0H2), 7.65(1H, d, J=2.0Hz), 7.84(1H, dd,
J=8.2 and 1.2Hz), 7.91(1H, s), 8.18(1H, d, J=8.2Hz
YO M 41-3 ’

T-RE-I-(2 4-Z \ R R )-1-B % -2,4 ( 1H,3H)-m B
L T

HEI-(2 -\ Y R)-T- B E W E-1-F K -2, 4-(1H
CAR)-WE W B (2.02g)2 5% NaOH(10g)R % # (30g)
mE B HINE., SAE, MARBEE (5.5¢)% 38 £ it
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426666, N

B7

A BRI (<o)

o Wb B UK (50g) R BEE(502)RUEHATEEML
ez g & (1.908),

'H-NMR(DMSO-d,, § ppm):3.58(3H, s), 5.14(2H, s), 7.16(1H, d, J=8.5Hz), 7.29
(1H, dd, J=8.4 and 2.1Hz), 7.65(1H, d, J=2.1Hz), 7.82(1H, d, J=8.2Hz), 7.91(1H, 5)
8.16(1H, d, J=8.2Hz}

IR(Nujol) : 1712, 1691, 1667cm’!
mp : 308-310C.

L A
3-(2, 4-" WX BE)-T-FERE-4CH)-1z B W ¥

M & 2-K B BK B — BB (4.18g), N, N'-= B It B B g
THER (4.TTg)z2 = 8@ E W B (20rl) B E 13I5C
2 hE o, B WS (5.48), MW (2.70g)H M OA 2,4-
TR (3.520)% MM FE 100°C58 . BM %, LAk (50ml)
R2-AB (n) X ERITIBEBLAED2BEBE R

(3.1g),

'H-NMR(DMSO-d,, 8 ppm): 3.99(3H, s), 5.26(2H, s}, 7.24-7.27(2H, m), 7.42
(1H, d, J=8.4Hz), 7.44(1H, d, J=2.2Hz), 8.12(1H, dd, J=8. 3 and 1.7Hz), 8.25(1H, s),
8.35(1H, d, 8.4Hz), 8.39(1H, d, 1.4Hz)

BB 42-2

T-BE-3-(2,4-Z B F & )- 4CH) - ¥ W R

R I-(2 4-Z BV R )-T-FEBEE-4CH)- ¥ H B
(2.02)2 5% NaOH(20ml)R B & (20al)/m #& | & 1/ 8 ,
GHE., WMAREBGTRELRE. BE &I XK (508)R

B ()R EETTSENLAB2Z2ZBEE R (1.50),

'H-NMR(DMSO-d, , § ppm) : 5.25(2H, s), 7.19(1H, d, J=8.4Hz), 7.37(1H, dd, |
J=8.4 and 2.3Hz), 7.68(1H, d, J=2.1Hz), 8.03(1H, dd, J=8.2 and 1.5Hz), 8.18(1H, )
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426666

AT
B7

Fos ABABA (an)

8.23(1H, d, J=8.4Hz), 8.58(1H, s)

IR(Nujol) : 1724, 1679, 1660cm’".

mp : 244-24¢°C,

MM 431

2-((24-Z MEREI)CEBERE)- BB - R K

& 2-FBRE — R M (2.09g), 2, 4-— @ ¥ KZ®
(2.05g), N.N'-Z B B0 o (1.322)R% — B2 X B L=
MR (2.22e)2 M E KW (20l R E B R Bk 2/ B R R 80°C
BEEIPE ., SHR, BRLBELHHERLIN ICL# ., B
FUHimEAHEE, DOEAUBRBEANSTHELREBS T
k. REEN., UARSFERETSENLED 2 A G

% an (2.54g),

'H-NMR(DMSO-d,, & ppm): 3.81(3H, s), 3.86(3H, s), 3.93(2H, s}, 7.45 (1H, dd,
J=8.3 and 7.1Hz), 7.51(1H, d, J=8.3Hz), 7.73(1H, dd, J=8.2 and 1.7Hz), 7.97(1H, d,
J=8. 2Hz), 8.74(1H, d, 1.7Hz); 10.64(1H, s).

5l o M 43-2

- (2 4-Z WX B )-3-B & -T- (R HEE)-1(30)-1
L
BE-((LA-ZRFE)ZERE)-BE®B - @8
(0.96g) % 40%H I & ¥ (S5nl)2 B B (20ml) R M & Bk W5
(20l R FRBH I, BHEE, WAHFE (200 R
OB (5al), BRS0CHMBIOAK, BEa8EMLe
e &&E&MI(0.92),

'H-NMR(CDCL,, § ppm) : 3.05(3H, d, J=4.9Hz), 3.56(3H, s), 4.28(2H, 5), 6.24(1H
brs), 7.12(iH, d, J=8.4Hz), 7.22(1H, dd, J=8.3 and 2.1Hz), 7.48(1H, d, J=2.2Hz),
7.86{1H, dd, J=8.2 and 1.7Hz), 7.90(1H, d, J=1.6Hz), 8.32(1H, d, J=8.4Hz).

Wi 43-3 |
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426666
4726

RE6

A7
B7

Ao BB ()

T- B -2-(2,4-Z E F % )-3-B & -4(30) -0 0% % &
BEI- (2 4-Z EFXH)-3-8 & -7-(9 W ®EHE)-4(310)
-V R B (0.88g)2 B M (28)R K (2g)F 100°C R # 7
MW SEEMAK (D), RELR, UPE®RLE
BB EMLtAYZEEEER (0.69g8),

'H-NMR(DMSO-ds, & ppm): 3.58(3H, s), 4.37(2H, s), 7.37-7.44(2H, m), 7.66(1H,
d, J=2.0Hz), 7.87(1H, d, J=1.4Hz), 7.94(1H, dd, J=8.2 and 1.6Hz), 8.20(1H, d,
J=8.3Hz)

IR{Nujol) : 1719, 1676cm™!
mp : 266-271C.

WO A 44

6-(Z | M E)-3- (2. 4-“ EFH)-3,4-— § -2-F 1z g
W OEN

WAI-WE -4-MEBZM(2.090), \-BRT =B 5B
(2.788) % ATBN(0.12g)2 1 & {6 B (10m1) /0 & @ % 12/
B. 60%, BRABERGEB. MA2.4-= 8% B
(2.768), WE# (2.760) % B % (2001)3% K 100°C f #
ISAE . A%, BREBRUKEL MAREE (501)
FREM . BEAR ., UAKR B R R LG H A H3-(2,4-
SEYRBRE)-FE AR T BB E MW MRS (2.74g).
BB B W A SR B R (17¢), M K H (2081)
Z B8 (20m1) R K (80m1)3% M4 E i UNE . B & &
SO G VR KW B . W B S A0 3 (2, 4-= & ¥
%) -REMZBABERG . MAZE® (20818 2 B
(20m1), R I100CH HI1IhH, BRHEII-ZEBRKE-3-
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426666 n;

A7
B7

A~ B (1e3)

A-Z B ETFERE)-FYBZIEBR/IEIRGZRKES®R. M
AREBE(2001) REB (Sml)3E M B B W 1/ B, & & A

FRaBMEEyw (0.68)2H WY,

5 oM44-2

b-3 % -3-(2,4-" W F B )-3,4-= & -2-F vz W K B @
M ab6-(ZEEHE)-3-(24-_ FEFH)-3,4-28/ -2~

BOPE D& W BE OBS BE (0.68g)2 10% NaOH(5ml)R & KB (10m1)
R 60°CHE ¥ 1/hB . S A&, MARBEE (5al)d & % 0
B, MEBUPERLILC-FEREEHEITEEMNL S 2
H#&&K0.418),

'H-NMR(DMSO-d,, § ppm) : 3.55(3H, s), 4.74(2H, ), 4.90(2H, s}, 7.31(1H, d,
J=8.3Hz), 7.49 (1H, dd, J=8.4 and 2.2Hz), 7.64(1H, d, J=8.4Hz), 7.71(1H, s),
7.76{1H, d, J=2.0Hz), 7.89(1H, d, J=8.3H2), 12.96(1H, brs}
IR(Nujol) : 1718cm™!
mp : 277C (decomposition)

5 W M 45-1
2-((2 -~ X R ) E)-BH ¥ 8 - HE

o 2-H RN — WK (10.45g), 2,4-— R ¥ & &
(11.748), KI(8.33g) R WK B 8 (13.82g)H 2 B ¥ (50el)
BAK (COml)mB MBI, S8®, mABE(50a1)
TREFTBSBEBER. &R U AKRKRERBE XK X508
B AW (7T.87Tg), BRI RBRE BB ZIES RSB

B & &R (4.432),

'H-NMR(CDCl,, & ppm): 3.88(3H, s), 3.90(3H, s), 7.19-7.27(4H, m), 7.42(1H, d
J=2.0Hz), 7.99(1H, d, J=8.8Hz), 8.20-8.28(1H, m)
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426666

AT
B7

Fo~ BERATEA (1es)

B a5-2
2-((R-Z2 B R )- (2 4- 2 HAF B )R EX)-HB8 - %8
M &2-((2,4-Z B X BB )-HEE - 98 (12.0g)
N N-Z B R (7.928) R CER (5.501)2 B % (140m1)
FRA0C M B ISAE , SWE, Mk R &S 8L BLIE
HRERER. BB EBKRRDARMODRKYE EH T K ®
REBH TEREEBRE, S2-WESRITIBSEBLES
¥z & & (8.40g),

'"H-NMR(CDCl,, & ppm): 3.88(3H, s}, 3.90(3H, s), 7.19-7.27(4H, m), 7.42(1H, d,
J=2.0Hz), 7.99(1H, d, J=8.8Hz), 8.20-8.28(1H, m)

Bl A5-3

-((N-Z BER)-(24-_ KT8 ) HE)-HEHK®
BEL-((N-Z BE)-(24-Z AT R B E))-BHE® =

HORE (2.058)2 10% NaOH(8g) R B & (20m1)j2 60°C In 2 1

hE . SHR, MARBBRUBLEXBELR., BB

PR (60nl)B R & #B B EMLEY 2 A EEE (1.87g),
'H-NMR(DMSO-ds, 6 ppm): 1.73(3H, s), 4.30(1H, d, J=10.30Hz), 5.28(1H, d,
J=10.30Hz), 7.37(1H, dd, J=8.3 and 2.0Hz), 7.41(1H, d, J=8.4Hz), 7.52(1H, d,
J=2.0Hz), 7.55(1H, s), 7.97-7.99(2H, m)

BB M 45-4

2-((N-Z BE)- 2L 4-ZEFXEIRE)- VL A-“BEF B ¥
M E2-((N-ZBEE)-(24-Z KX B IBE)- KRB

(1.8g) R N N'-3 B — Dk M (1.62g)2 M & 55 K (1081) R

E WML, MOA26%E K (50ml). MM 105 ¥ -G

s WA RZ-MEG®EEHEITEENLAY2AESE &
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426666,

Al
B7

B PABLA (1as)

(1.56g),

'H-NMR(DMSO-d,, § ppm): 1.80(3H, s), 4.27(1H, d, J=15.75Hz), 5.28(1H, q,
J=15.75Hz), 7.37(1H, dd, J=8.4 and 2.1Hz), 7.44(1H, d, J=8.4Hz), 7.50(1H, brs),
7-54(1H, d, J=2.1Hz), 7.55(1H, d, J=1.5Hz), 7.59(1H, d, J=8.0Hz), 7.66(1H, brs),
7.88(1H, d, J=7.9Hz), 8.01(1H, brs), 8.04(1H, brs)

8 Wl 45-5
T-M BB -I-(2.4-Z K F K )-2-W v B # -4-7

M E2-((N-ZBE)-(24-ZEBEHYHEIBE)-1,4-— B
HFEBEX (1.5g)2 B @& (10nl)R B B (30ml)D0 2 | 5 30

. REUTHENLEADZaBER (1.46¢2),

'H-NMR(DMSO-d, , & ppm) : 2.70(3H, s), 5.70(2H, s}, 7.16(1H, d, J=8.4Hz),
7.35(1H, dd, J=8.4 and 2.1Hz), 7.77(1H, brs), 7.86{1H, brs), 8.09(1H, d, J=8.2Hz)
8.32(1H, d, J=8.2Hz), 8.37(1H, brs)

B M 45-6
T-BRE-1-(24-Z FF X )-2-9 % -4(1H) -9 B # B
o T-M R BE-I-(2, - KR )-2-B o M -4-
Ml 4g)2 BB (6nl1)R K (6al)m B F 100°C 1/ B,
CHERERELE, K%, EHEEBHETESEWLESY >

B &M (L.46g),

'H-NMR(DMSO-ds, § ppm}: 2.54(3H, s), 5.56 (2H, s), 6.94(1H, d, J=8.5Hz),
7.32(1H, d, J=8.5Hz), 7.74(1H, s}, 7.81(1H, d, J=1.9Hz), 7.96(1H, d, J=8.2Hz),
8.20(1H, d, J=8.2Hz).

B M 46-1

4-TE R E-3-BI X B ER K
AR -4-W R B P M (4.147g), N-B T - B &

W (7.12e) R ATBN(0.4g)2 M W {6 8K (30m1) i 70°C 8 &

12, SR, ARt BERARTELEML S
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4266660,

AT
B7

A~ BEASLRR (b))

Yoz ah (7.48),

B oa6-2

2-((N-Z B B ) B £ )-6-((N-Z BB X )M 9 BB )-1-B%§ %
e LR ME B A K -3-B KM R (7.40g)2 25%

B K (H40ml) R B B (T0m1) 5 50°C 8 # 1/0 B ., ¥ & 3

AZ B (50ml)R 2 B (50ml), B 30, &M XM AM

MBBREHERE. UZBZEER. REBBETS &

mE. LEBEANTBEEBLEY,

'H-NMR(DMSO-d,, 8 ppm): 1.91(3H, s), 2.34(3H, s), 4.57(2H, d, J=5.9Hz),

7.63(1H, d, J=8.3Hz), 8.19(1H, d, J=8.2Hz), 8.48-8.53(2H, m), 11.26(1H, brs)

B oM a6-3

-((N-Z2 BEIERE)-5-((N-2BE BREBELE XK
ME2-((N-Z BEIRBE))-5-((N-ZBEH )R HBRX)

SI-E X (1R HBEM(T.0g)2 WA W (5nl), Z

B (alD)R K (20nl) M BB 605 , BB, 585 &

B, REBATERELEG ., SWBERERAELCTEE

Mt & (1.068),

B a6-4

T-BERBE-1-(24-Z®KFE)-1,4-= K -2-H i

B EF Ry G
HAES-CERAPEBER-2-CERRBRE)-¥K(1.06g),

Wk B (1.4¢), KI(0.8g)R 2, 4-Z E ¥ B & (L.4g)2 =

HOEHEBEK (15ml)R K (10m1) 5 90°C H # 15/ BF , 2 %

EMAKXKELDZBZE®ER. $XRE. mARE
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426666,

. AT
B7

A~ BBREERR (re7)

(Sml)R BB (5al), B 1MWK . EHXLLBEEH
AL BEBNIEEY (0.46g),

B i B 46-5
T-BE-1-(24-ZBEFE)-1 4-=®-2-F okt 1/28
&

BI1I-Z BB ABE-1-(24- 2 X %)-1,4-- & -2-
Homr BB (0. 46e)F A K (1.2e)R B W B (1.0g)
MBEIOCL.5NMNEF. SHEMAK, RET B, B
ABUKRI-WEELESETEEBHLSY (0.145g),

'H-NMR(DMSO-d,, 6 ppm): 2.24(3H, s), 4.67(2H, s), 5.14(2H, s), 7.14(1H, s),

7.23(2H, t, J=7.2Hz), 7.38(1H, d, J=8.4Hz), 7.65(1H, d, J=7.2Hz), 7.75(1H, s)

oM H4T-1

(2 4-Z KRB )-T-ZE& B E-3-9 % -2(10)-12 & ¥
MEA-BEE-3Q -2 BEFTREI)IFTBZE (1.902)5

POH B R OB (0.55m1)2 B (15ml)fm BB WL ONEF, ¥

MEER. DABRRIEEITISENLAD 2Bl S

(0.5g),

'H-NMR(DMSO-ds, § ppm): 1.28(3H, t, J=7.2Hz), 2.53(3H, s), 4.28(2H, quartet.
J=7.1Hz), 5.49(2H, s), 6.99(1H, d, J=8.6Hz), 7.27 (1H, dd, J=8.4 and 2.1Hz),

7.63(1H, s}, 7.76(1H, d, J=2.1Hz), 7.84-7.91(1H, m)
B oM AT-2

T-# B -1-(2,4-Z WX HE)-3-8 % -2(18) -9 &5 ¥ &
ME&EI-(24-ZEFXE)-T-2ZE R E -3-0 % -2(180) -

VE ISR (0.50g)2 5% NaOH(3g)R B K (20wl)n & | % 1

PR, SEE, MOAEE R (4al)R K (10al)Y B £ o
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A26666,

AT
B7

A~ AR (1ed)

B, Mo BLU XK )R XL BREIBEMNLEDHEE
& % (0.368),

'H-NMR(DMSO-d,, 8 ppm): 2.52(3H, s), 5.47(2H, s}, 6.92(1H, d, J=8.4Hz),
7.26(1H, dd, J=8.4 and 2.0Hz), 7.62(1H, s), 7.76(1H, d, J=2.0Hz), 7.84-7.89(1H, m)
8o o 48-1
-2 A-—EHFE)-T-ZEFE-2.3 (10, 40) -1 M -8

B A-BE-I-Q2QA4- "R TRE)YBZKE (1.538)R
TR ERO.TIg)Z X m A EE_®(0.51ml), B
FRBHEL.OSAE, MANK, 7BHBEXHE, ¥ 8 %8N
HC1E: . B A F M, DR BE=THERE&ETEH
MmitEazaEida(l.03g),

'H-NMR({DMSO-ds, § ppm): 1.24(3H, t, J=7.2Hz), 4.21(2H, quartet., J=7.1Hz),
5.34(2H, 8), 7.24-7.32 (3H, m), 7.30(1H, d, J=2.1Hz), 7.73(1H, dd, J=8.3 and
1.7Hz), 7.75(1H, d, J=2.1Hz), 12.38(1H, brs)

B P 48-2
1-(2 4-Z B X B )-T-Z & B &% -4-9 % -2,3( 1H,4H)-
R M R

B aE1-(24-Z" ®XE)-T-(ZEBHE)-w @M -2,3-
B (0.9g), WOER (0 49)RBEBHF (0.63g)F 2 R W
(20ml)MBBBEBHRZME ., SWEBEERESR. UK (150n])R B
FEE=Z2THE () EEHKEITHSBEBHNLE 220 EE
& (0.84g),

'H-NMR(DMSO-dg, 8 ppm): 1.25(3H, t, J=7.1Hz), 3.59(3H, s), 4.23(2H, quartet.,
J=7.1Hz), 5.37(2H, s), 7.24 (1H, d, 8.5Hz), 7.30(1H, dd, J=8.5 and 2.1Hz), 7.42(1H,
d, J=1.6H2), 7.56(1H, d, J=8.6Hz), 7.76(1H, d, J=2.1Hz), 7.80(1H, dd, J=8.6 and
1.6Hz).
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426666

A7
B7

A~ BABEA (ra9)

B M 48-3
T~ E-1-(2,4- - WX ¥ )-4-9 % -2,3 ( 1H,4H) -9 o
L :

M EI-(24A-Z BT & )-T-Z F B & -4-8 % -2,3 (1H
CAR) -PF o B — B (0.80g)2 3% NaOH(10g) % B B (1581)
mBAERINE. SW%, MAERB (401)R % (10nl)
Wo® BB, ML BLLK (50g) R B RS =T B (30el)
HtEBRITBEMNLELED 22 BHBLE R (0.568),

7.76(1H, d, J=2.2Hz), 7.80(1H, dd, J=8.6 and 1.7Hz).
IR(Nujol) : 1716, 1681, 1659cm
mp : 320-322C

B Ofi L 49-1

MEHEHAEHNEKEBERSE AR I63267/19937F 81 18 3-2
TR OB -5-2 BK BB [1,2-b]-0b M (0.348g) B R N,N-=
O3 B BN, WA NaH(100wme, 60%3h o )3 M £ 8 W 8
0.5/hiF o MAZ 4-ZEFTHEH(0.87g)% R BB B o
N, BREBREBANRIBIE. BHHEEL KX &
B, ZBEFAB LB VYRBEREYN (BBW: B /82 8
=2/1) AT EBABEMAESD (0.51g),

'H-NMR(CDCl,, & ppm): 1.19-1.25(6H, m), 2.45(2H, q), 4.18(2H, q, J=7.1Hz),
5.73(2H, s), 6.57(1H, d, J=8.4Hz), 7.12(1H, dd, J=8.4 and 2.0Hz), 7.18(1H, s),

7.41(1H, d, J=2.0Hz), 8.02(1H, s)
B A 49-2

-151-

'H-NMR(DMSO-ds, & ppm) : 3.59 (3H, s), 5.35(2H, ), 7.20(1H, d, J=8.5Hz),
7.29(1H, dd, J=8.5 and 2.2Hz), 7.41(1H, d, J=1.6Hz), 7.54(1H, d, J=8.7Hz),

4-(2 A-— WX B )-3-C K W X -5-Z Bk 0 BF [1,2-b]-10}f m
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A7
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TR RS N RS0 E

A RS ()

3-ME -4-(2 4-Z H N B )-5-Z KB B [1,2-b) -0

B 4-(2, 4-Z R R E)-3-FE B X -5-2 kB B [1,2-D]
SHE B (0.51)F WM H M S W (0.445g), #
'H-NMR(DMSO-dg, 8 ppm): 1.13(3H, dt, J=7.3 and 1.7Hz), 2.45(2H, q, i
J= 73Hz),575(2H s}, 6.50(1H, d, J= =8.3Hz), 7.34(1H, d, J= =8.4Hz), 7.66(2H, d, j§
J=8.3H2), 7.83(1H, s), 11.82(1H, brs) j_
BB 50-1 i

¥
S-(A-WMERE)-TH K -2,2-= B K -1,3-Z 15 -4,6- £
7
~ W %
A
]

M OH KR EE (2.00g), MeldrumiK # (2.56g), £ & M
Z B (2.76g)R2E(mDRRI2ZC (XK BEE) WBAUERZ
. MAZBZEBITSEREER. BILE®R, B £ 8
U ZBMIMBETTBENLELAEZAaER (3.288),
'H-NMR(CDC,): 1.77 (6H, s), 7.34 (2H,d, J=8Hz), 7.73 (2H, d, J= 8 Hz), 8.67 (1H,
d, J= 15 H2), 11.24 (1H, bn
WO 50-2
4-¥8 3 -6-vx W BB

OB R (10ml) R = F B (30ml ) 8 Z 250CH , W A 5-
(A-W XM E)- T HE-2,2-_ B & -1,3--154% -4,6-—
M(3.28g), MHEBRINAE, RESZFSICENAND K
(106ml), ok TRE.INE ., BRERESER, O
REA @8 BMEE2ERBY (1.862),

)

__m__“____“_____%L“___mg___ﬂ__ﬁ~L____m________

-

'"H-NMR(DMSO-d, ): 6.15 (1H, d, J= 7 H), 7.67 (1H, d, J= 8 Hz), 7.96-8.04 (2H, m)
8.42 (1H, d, J= 4 Hz)

’

B @ 50-3

-182-

AR ABATEABEFAZE (CNS) AABLIE (210X 297208 )
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Al
B7

A BB (1)

4-% -6-1F B HE

MR EMLBE (0.518nl) Ak S B NMBS5-7TCT M A DKF
(9ml), RMER TR EO.5DME . Rk SHMRETHNIL-
B -6-1 0 B IE (860mg) W R kS W FHREEIAE., W
AIN RaGlHA FH (18al) ¥ RER T HE IS8, B &%
R |, UAKERSREBD. BFENAaVBERER
HAME RIF-¥8=50/)ELBEMWLES 2% &
B ¥ (800mg),

'H-NMR(CDCL,): 7.62 (1H, d, J=7 Hz), 7.93 (1H, d, J= 8 Hz), 8.23 (LH, d, J= 8 Hz),
8.65 (1H, d, J= 4 Hz), 8.92 (1H, d, J= 7 Hg)

Bl 5 M 50-4
4-F | OB -6-1F W BB H B

MA-F -6-" B B JE (910ng) 2 B BB WK (50ml) K vk
SHBEHETEREENTARKE (50l), MBBEFEEREWLS
MNEF G OA R BB (10nl), BB ERKE®24hE, B
kG THARBEN KFRIBLECE®. HLEP R K
HB IR, B EFHEWUKXRE O KKIR, REK
ME TR, ARERFEAFHREITSACERE. B @b IPE
Kt EEMLEEYeaEEH (910ng),

'H-NMR(CDC}, ): 3.98 (3H, s), 4.08 (3H, s), 6.80 (1H, d, J=7 Hz), 8.05 (1H, d; J= 8
Hz), 8.29 (LH, d, J= 8 Hz), 8.83 (1H, d, J= 7 Hz), 8.97 (1H, d, J= 4 Hz)

BOW I 50-5
4- -6-1F Bk 32 B8 H MR
Ho4-H S OB -6-0F MR B WA (910mg)Z DEFHR (Tml) R

-153-~

AR A A A PEBEZA (CNS) AL (210x297T0 8 )
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A~ B ()

G HRETMmAN=ZRAEROD.5T01), W A DHFH (Tnl)
W B2 BO°C /u #& 3/NFF . AN K (50m1)3 £ 1N NaOHE & &
. BREMBAH,. OWBERF (X :-BH-95
=100/0~ 100/}t B EM LG 2 EEH (4200e),

'"H-NMR(CDCL, ): 4.03 (s, 3H), 7.78 (1H, d, J= 7 Hz), 8.15 (1H, d, J= 8 Hz), 8.36 (1H
d, J= 8 Hz), 8.77 (1H, d, J= 7 Hz), 8.95 (1H, d, J= 4 Hz)

WM 50-6
4-(4-% B X | B )-6-1F M B B

M 60% NaH(38meg)R ¥ A — W 0k L WE AR (tml), W K B
W HET M AA-F® (160me)d R K S8 T 8 80,5/ 1%
o M ARG H T M AN 4-12 -6-0F BB H R M 100°C @ #
5 MNEERE R U40CHR B INE, MmOA K (10al)X L2 B
SMBWIKR. M AKMMIN HCLE F plHd, 8 £ 7F 8 1 B

A EMteM R ERY (73 ng),
'H-NMR(DMSO-d ): 6.78 (1H, d, J=7 Hz), 7.37-7.53 (5H, m), 7.72 (2H, d, J= 8 Hz),
7.84 (2H, d, J= 8 Hz), 8.11 (1H, d, J= 8 Hz), 8.29 (1H, d, J= 8 Hz), 8.82 (1H, d, J=7
Hz), 8.97 (1H, )
B M 50-7

4-R -6-1% M B W

W A-B -6-F M BB PR (6.00)8F M H& (60nl)R I
WM (40ml). REBRMME T A IN NaOH(30m1) % B
ERW IR, AN NaOHE % (2001)3 M2 B & 2
N . AN HCIEH Fpld, REFMBS L BEUKXEREZ K

A MEMNLESHmZ2ZaERH (4.658),

'H-NMR(DMSO-d, ): 8.06 (1H, d, J=7 Hz), 8.18 (1H, d, J= 8 Hz), 8.30 (1H, d, J= 8
Hz), 8.77 (1H, s), 8.83 (1H, d, J= 7 Hz)

-154-

AR R AR P EBE & AZR (CNS ) AdBLIE ( 210X 2970 8 )
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RIS R miE TRy

BBASLER (057)

M iE M 50-8
4-(4-FX B ¥ H B )-6-1F ¥ B B
R MAS0-62 F i 4-78 -6-9 M B ® (731ng)5 8

fEMteZEEL (1.048),

'H-NMRDMSO-d,): 5.49 (2H, s), 7.26 (1H, d, J= 7 Hz), 7.35-7.51 (3H, m), 7.64-
7-79 (6H, m), 8.04 (1H, d, J= 8 Hz), 8.21 (1H, d, J= 8 H), 8.80 (1H, ), 8.86 (1H, d
J=7 Hz)

B M51-1

3-(4-F BN & )-2-8 X B (bW -5-% 8 B 8
BREMI-12 T EH2-F X8 (blexm -5-38 8 ¢ &
(oomg) T B AWML A2 EERE R (2630g),

'H-NMR(CDC, ) : 2.52(3H, s}, 3.87(3H, §), 7.39-7.51(3H, m), 7.63-7.72(4H, m),
7.84(1H, d, J=8Hz), 7.92-7.97(2H, m), 8.00(1H, dd, J=2, 8Hz), 8.30(1H, s)

A s51-2

S-((4-% % F )R K )-2-0F X B (bimw -5-1 & m &y
HRBHI-22FEHR3I-(4-FHF H)-2-8 % B [b]

EW -5-M B TR (240eg) TN B EMAL A S A B S S

(177mg),

'H-NMR(CDCl, ) : 2.55(3H, s), 3.90(3H, 5), 4.23(2H, s), 7.20-7.24(2H, m), 7.28-
7.57(7H, m), 7.80(1H, d, J=8Hz), 7.92(1H, dd, J=2, 8Hz), 8.30(1H, s)

MM As1-3

3-((4-F X )W K )-2-8 X8 [bIvs B -5-38 @
RMEAI-TZHF ERI-((4-F R FEH ) 8 )-2-W %

BtIblexmy -5-30 88 B & (153mg) T B H LS B > i

HE&E & (134mg),

-156-
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B B ()

'H-NMR(DMSO-d,) : 2.59(3H, s), 4.23(2H, s), 7.23-7.34(3H, m}, 7.42(2H, t, J=7Hz)
7.52-7.61(4H, m), 7.83(1H, d, J=8Hz), 7.92(1H, d, J=8Hz), 8.20(1H, s)
8 M o2-1
I-(2-|mMWBE)-2-F EP (bi K -5-BBEM

WM I6-22 BB 2-8 X8 (bl wy -5- 8 T K
(200mg) A WHHMIL AP 2 KSR (220mg),

'H-NMR(CDC, ) : 2.40(3H, s), 3.89(3H, s}, 7.38-7.52(4H, m), 7.80(1H, d, J=8Hz),
8.00(1H, d, J=8Hz), 8.52(1H, s)

BEHs2-2

I-((2-BME R IR B )-2-0 X P [blex g -5-B 8 F &
o MIS-52 F EM3I-(2-BEFERE)-2-9 X5 (b]

By -5-3 B MR 20Tkl B BEMLAY B E RS

Fll:él (189\!%)0

'H-NMR(CDCL, ) : 2.52(3H, s), 3.89(3H, s), 6.51(1H, s), 7.20-7.38(3H, m), 7.68(1H,
dd, J=2, 8Hz), 7.76(1H, dd, J=2, 8Hz), 7.90(1H, s), 8.51(1H, s)

B o 4 52-3
3-(2-BM YT B )-2-8 X B [(bImy iy -5-30 B B By

I EMI-62 FEHRI-((2-BXE)BH X )-2-8
EBIbIEm -5-BEFM (1Toeg) T WIBEMIMLSY 2
H&e#H s (téamng),

'H-NMR(CDC, ) : 2.47(3H, s), 3.89(3H, s), 4.26(2H, s}, 6.69(1H, d, J=7Hz),
7.02(1H, t, J=7Hz), 7.13(1H, t, J=7Hz), 7.42(1H, d, J=7Hz), 7.82(1H, d, J=8Hz),
7.93(1H, d, J=8Hz), 8.17(1H, s)

B M 52-14

-156-

AW R AR PR FALA (CONS ) A4 ( 210X 29704 )
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AT
B7

& RS (1)

3-(2-|M KX E)-2-F E B [bImkpy -5-1 B

BEHBEAI-TZ2 B BI-(2-BFHE)-2-8 %8 (bl
B -5-BRERB(45g) T MBS EMNLAB2ZHESE R
(137mg),

'H-NMR(DMSO-d,) : 2.52(3H, s), 4.27(2H, s), 6.80(1H, d, J=THz), 7.17(1H, t,
J=7Hz}, 7.23(1H, t, J=THz), 7.51(1H, d, J=8Hz), 7.83(1H, dd, J=2, 8Hz), 8.02(1H, d
J=8Hz), 8.04(1H, s)

B oM 53-

3-F B -4-A B Y W
BHRHBEM-1Z2HEHI-BESTE 250 R B HHB

REBEEHMLESBZ2aBE R (31.0g),

'H-NMR(CDCI,, 6 ppm) : 1.02(3H, t, J=7.4Hz), 1.67-1.76(2H, m), 2.94(2H, t,
J=7.8H2), 7.49(1H, d, J=8.0Hz), 8.22(1H, dd, J=8.0 and 1.7Hz), 8.59(1H, 4,
J=1.8Hz)

2 M HB53-2

-0 B -4-W E Y B PR

B3-1 % -4-WHTEH I mAGE (1.0g)R § B
(300w}t I A E R B W 24/ B . S W%, M AS5% Pd-C
(0.60g)% MER(KERB)T RPN, B & Celitedt
W, MARMEBEBEENSTEE LR ERR, &8 %
BhREBATEERELIEHSTSEGNLSY 2 e
(28.78),

'H-NMR(CDCl,, 8 ppm) : 1.00(3H, t, J=7.4Hz), 1.62-1.71(2H, m), 2.50(2H, t,
J=7.7Hz), 3.72(2H, brs), 3.88(3H, s), 7.09(1H, d, J=7.8Hz), 7.34(1H, d, J=1.7Hz),
7.39(1H, dd, J=7.8 and 1.7Hz)

B M 53-3
I~ B -6-B E ¥ E -1H-13

-157~

AWMER AN PTEEFATE (CNS ) A (210129704 )
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Al
B7

B BB (b))

BR&3-BE-4-FNEYH SR (5.07¢)2 2 8 (150m1),
BR o R hn AN ER R M8 (2.07g)2 X (5ml), # B 2045
RS, MAFRFXREBANRBENRIR. 2P FXF,
RHEBHTEZREERE. TREFBEESOEL. BE

BUCR&ETEBITBEN LD 2R BB (2.440),
'H-NMR(CDCl;, & ppm) : 1.43(3H, t, J=7.6Hz), 3.04(2H, quartet, J=7.6Hz),
3.97(3H, s), 7.75(1H, dd, J=8.4 and 0.8Hz), 7.81(1H, dd, J=8.4 and 1.3Hz),
8.19(iH, d, J=0.9Hz)

s 53-4

'/,

4,

1-(2, 4-Z | F % )-3-2 % -6-9 § ¥ &% -1H-03 i

B MM 39-52 Kk, R3-2 K -6-H G B & -1H-8
B (1.84g), 60% NaB(0.36g)R 2,4-— ® ¥ % & o] 8 18
BHRESE2Z2HEY (3.732), MY R4 H
BT E,

'H-NMR(CDCl,, § ppm) : 1.42(3H, t, J=7.6Hz), 3.04(2H, quartet, J=7.6Hz),
3.94(3H, s), 5.65(2H, s), 6.56{1H, d, J=8.4Hz), 7.07(1H, dd, J=8.4 and 2.0Hz),
7.43(1H, d, J=2.1Hz), 7.76(1H, d, J=8.4Hz), 7.81(1H, dd, J=8.4 and 1.0Hz),
8.05(1H, d, J=1.0Hz)

Bl f§ 1 53-5
6-3 H -1-(2,4-Z_ W ¥ E)-3-Z & -1H-8 ®

8 M 39-62 F ik, R BMALI-(2,4-2 FFH)-3-
B -6-F R E-IR-B B (3.70g) A B BEBRBLELESY 2
REE R (2.18),

'"H-NMR(DMSO-d, 8 ppm): 1.29(3H, t, J=7.6Hz), 2.94(2H, quartet, J=7.5Hz),
5.73(2H, s), 6.77(1H, d, J=8.4Hz), 7.33(1H, dd, J=8.4 and 2.0Hz), 7.65-7.69(2H, m),

7.87(1H, d, J=8.4Hz), 8.23(1H, s)
B # 54-1

-158-

AWMER AR FEEFAEL (CONS) AL (210X 297085 )
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B7

 BBASLEA (157)

G-F B OB -83-(2,4-= E ¥R )-2-F kB [1,2-a]-0f 5
7O GB2OB1TTAR B 48 3-8 ~4-(2,4-" W ¥ & )-2-T

B (2. 14g) R 6-FE R BB (2.10g)2 = W & F B IE (5ml)

FL100°C & # 64/0 B . M@ B L AR B X%, &85 W

MEMLAY2REBEBEHNEY 2¢). HE WO XS

Bk MR R OKE

B o M 54-2

6-38 B -3-(2. 4- " WX K )-2-W kM B [1,2-a) -1 oF
S 6 B OBEEE -3-(2,4-Z W OR ) -2-B Bk B [1,2-a)

S M OB (2g)2 K (8.08)R B BB (8.0g)/ 100°C

HINE. SHEMAKLEEESTB. S0 80 K%

THRETEBREMEA IR EEREES Y (1.508), HH

WY rAEHELELARTIRE .

'H-NMR(DMSO-d,, § ppm): 2.31(3H, s), 4.45(2H, s), 6.88(1H, d, J=8.4Hz),
7.30(1H, dd, J=8.3 and 2.1Hz), 7.56(1H, d, J=8.8Hz), 7.61-7.66(1H, m), 7.6 7(1H, d
J=2.2H2), 8.63(1H, s)

LI
2-FOEE -3H-mk B [4,5-b] -0 0¥ -5-3% B H A

»

s fl26-22 5%, B 5-18 -2-80 % -30-1% 0 B
[4.6-b]-Th uf (1.06g)T HEBEEWLEY2HELE R
(330mg) .,

'H-NMR(CDC, ) : 2.80(3H, s), 4.03(3H, s), 8.07(2H, d, J=8Hz)

BofH #6561

3-(2.3-Z F X B )-2-F K -3H-0K W B¥ [4,5-b-0 0 -5-
oW M

-159-

AR R A BB AR ( ONS ) AdLIE (21029728 )
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B?

B AABRBLER (158)

B M 14-22 K Bk, b 2-8 B -3H-mk 0 Bf [4,5-b]
- -F-EBMEPRMANSENLEAY 2 BE & (Ting),

'H-NMR(CDCY, ) : 2.62(3H, s), 4.00(3H, s), 5.72(2H, s), 6.50(1H, d, J=8Hz),
7.07(1H, t, J=8Hz), 7.43(1H, d, J=8Hz), 8.17(2H, q, J=8Hz)

¢ f@ # 56-2
3-((3-Wx B [b]r®y -2-3 )F 3£ )-2-8 K -3H-0k i B
[4,5-b]-8f u¢ -5-3 8 ¥ B

M 14-22 05 K 2-F B -3H-0K o B [4,5-b -1k
e -5- 8 AN (106eeg) MBEMNLE 2 B8 &

(1i1lmeg),

d, J=8Hz), 7.83(1H, d, J=8Hz), 8.04(1H, d, J=8Hz), 8.16(1H, d, J=8Hz)

g 571
3-(2,3-— @ Y ¥ )-2-8 H -3H-PK M B [4,5-b])-0f ug -5-
%

HREMI-T2HE., B3-(2,3- 2B ¥ )-2-80 %K -
JH-wk ¢ B [4.5-b)-f ug -5-38 B8 W B (63meg) 7 B 8 H
L&z EBE & (556ng),

"H-NMR{DMSO-d,) : 2.52(3H, s}, 5.65(2H, s), 6.46(1H, d, J=8Hz), 7.25(1H, t,
J=8Hz), 7.63(1H, d, J=8Hz), 8.02(1H, d, J=8Hz), 8.16(1H, d, J=8Hz)

M oHT-2
3-(3-F X B [bImkmy -2-36 )W 55 )-2-8 % -3H-mk mi 5
[4.5-b]-M 0¥ -5-3 M

HRMEAA-T2F FEBI-((3-BFB (bl -2-%)m

-160-

'H-NMR(CDCl, ) : 2.68(3H, s), 4.03(3H, s), 5.88(2H, s), 7.35-7.48(2H, m), 7.68(1H,

AHSERABM PREEEAFR (CONS ) A4 (2102970 4 )
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Al
B7

Ao BB (57)

ey -2-W B -3H-mK 0 B [4,5-b1-Mb0F -5-¥ B P K (95mg)
TS EMNLtEtAYZHEBE R (8280e),

'H-NMR(DMSO-d,) : 2.65(3H, s), 5.90(2H, s}, 7.42-7.55(2H, m), 7.81(1H, d
J=8Hz), 7.93(1H, d, J=8Hz), 8.02(1H, d, J=8Hz), 8.13(1H, d, J=8Hz)

3]

HWHSs-1
A-((2-F -4-F H X H )P %X )-2-F LB (b B -5-18 &
G

H 3-(4—?!.-2-ﬁ*ﬁ¥5& )-2-W B (bIrk B -5-1 B W R
(1B4mg) AT WM EBMILLAY 2B 8BS R (288ng),

B H58-2

3-((2-F -4-F B X )R X )-2-0 £ B [bIk 1y -5-3 B
GR@AA-TZ2H %, HI-((3-K-4-¥ £ ¥ )8 %)

SZ-H R B ThIW W -5-3 8 W OB (273e2) W BB H WML S

ez &S &(23Tne),

'H-NMR(DMSO-dy) : 2.55(3H, s), 4.31(2H, s), 6.84(1H, d, J=8Hz), 7.32-7.48(4H, m),
7.62-7.66(2H, m), 7.81(1H, s), 7.83(1H, d, J=8Hz), 8.04(1H, d, J=8Hz), 8.08(1H, s)

Bl s M 59
J-R X IhI D -2-3 W KK

BREMIG-1Z2FH %, AI-BREHFIbIRY -2-57 8
(200me) AT BB H ML & W2 B &EH (220ag).
'H-NMR(CDCL,) : 4.92(2H, s), 7.39-7.50(2H, m), 7.78-7.83(2H, m)
5 M 60-1

-161-
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A7
B7

A BRI (e )

1-(2-% -4-F % ¥ % )-6-F @ B & -3-9 & 10-0 1

P8 B M39-52 K%, B6-F & B E-3-F & -11-0
B (0.475g), 60% NaH(0.1lg)R 2-4 -4-% X % % # (0.70¢g)
HHSBSENLAY 2HEY (1.1g), HENB T £ &4
B R F SR M . |

'H-NMR(CDCL, & ppm): 2.64(3H, s}, 3.94(3H, 5), 5.73(2H, 8), 6.74(1H, d,
J=8.1Hz, 7.31(1H, dd, J=8.1 and 1.8Hz), 7.33-7.38(1H, m), 7.42(2H, t, J=7.5Haz),
7.50-7.53(2H, m), 7.64-7.67(2H, m), 7.74(1H, d, J=8.4Hz), 7.82(1H, dd, J=8.4
and 1.3Hz), 8.13(1H, s)

B 6 M 60-2

G- % -1-(2-8| -4-F X F £ )-3-5 % 14-0 ©
BREHAII-62F &, H1-(2-K-4-¥ K F % )-6-8

ERE-I-B R -IE-Bl B (10T HEEMHLESY

{0.85g8),

'"H-NMR(DMSO-d,, 8 ppm) : 2.67(3H, s}, 5.77(2H, s), 6.91(1H, d, J=8.1Hz),
7.37(1H, t, J=7.3Hz), 7.44(2H, t, J=7.5Hz), 7.54({1H, dd, J=8.2 and 1.7Hz), 7.65(2H
d, J=7.5Hz), 7.67-7.71(1H, m), 7.77(1H, d, J=1.7Hz), 7.84(1H, d, J=8.4Hz),
8.28(1H, s) B -

™61

1-(4-8 -2-8 % 5% )-6-W % &£ -3-F & 10-013 i
GRBEHI-F2 A, HE-BFEHE-3-0H 8 -11-1

e (0.63g), 60% NaH(0.13g)R 4-® -2-8® ¥ £ K (1.30g)

RN SEOLEGY 28 8Y (2.00g), L H B YT £ &

HAEBRTIKE,

B f61-~2

1-(4-8 -2-®| K 2 )-6-3 ¥ -3-89 % -1H-0 ¢
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B7

Ao~ BEABLE (b))

h 8 M as-62F K, BARMAELI-(4-E-2-8BF &)
-6-F OB OE 3-8 R IH-8 M (2.000) B EHBNIESD

(1.00g),

'H-NMR(DMSO-d;, 6§ ppm): 2.50(3H, s), 5.70(2H, s), 6.77(1H, d, J=8.4Hz),
7.46(1H, dd, J=8.3 and 2.0Hz), 7.68(1H, dd, J=8.4 and 1.0Hz), 7.77(1H, 4,
J=2.0Hz), 7.82(1H, d, J=8.5Hz), 8.24(1H, s)

WA e2-1

3-(4-B -2-\W X B R )-5-F F B X -2-9 % B (bl uf
R EBEMII-22 F &, B-BEBR--2-9 %8 [ble

Wi (1.90g), 4-W-2- R T EH (2.808) R KL & (2.67g)

MTREENLLE 2B BEEBEE R (3.098),

'H-NMR(CDCl,, & ppm): 2.43(3H, s), 3.924(3H, s), 7.31(1H, d, J=8.2Hz),
7.49(1H, d, J=8.6Hz),7.59(1H, d, J=8.1Hz), 7.70(1H, d, J=1.4Hz), 8.05(1H, d,
J=8.5Hz), 8.28(1H, s) |

HEmoz-2

3-(4-R -2-KR V& )-5-W H R L -2-8 X B [ bliek W
GREAI-32FHFE, BHI-4-R-2-R¥ BE)-5-1

REE-2-BXB (bInk M (3.09g)T W B SHEHMAIASY

NERH 2B EE®H(4.008),

'H-NMR(CDCl,, & ppm): 2.40(3H, s}, 3.89(3H, s), 4.01(2H, s), 6.89(1H, d,
J=8.5Hz), 7.25(1H, d, J=8.3Hz), 7.42(1H, d, J=8.7Hz)}, 7.57(LH, d, J=1.9Hz),
7.94(1H, dd, J=8.5 and 1.5Hz), 7.98(1H,s)

BB H62-3
3—(2-%—.4—3&%‘%%)-5-@ﬁﬁ%-%ﬁaiﬁ{b]ﬁlﬁ
PR BAE3-(4-B -2-EF X )-5-F ER X -2-80 % 8
[bImk W (4.00) fm A ¥ W 8 (1.34g)2 2 & (3nl), ™
N (Z K )% (0.40g), HMEH (1.592), K (7.50g)R
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B7

Z~ BB ()

X (e} M B EFEBOY , SA®, Hlelite® B F
EHUBBEHRLULZBZIBREAKRKE. AR K, o
BAEHE, REAMBBETERLERSFITS8EENLA
BraERH2Hm (3.5g) T AFHEEARTINRKE.
'H-NMR(CDCl,, 8 ppm): 2.44(3H, s), 3.89(3H, s), 4.12(2H, s), 7.09-8.09(11H, m)
B Moe2-4
-3 B -3-(2-%W -4-F BV K )-2-H X B (bt m

R EHIL-42 F &, HMARHELI-(2-8] -4-F BT E)
--F RO R -2-W OB IbIm (3.50e) B EHMES
Mz EHBER (1.228),

'H-NMR(DMSO-dg , § ppm) : 2.48(3H, ), 4.15(2H, s), 7.30(1H, d, J=8.1Hz),
7.36(1H, t, J=7.3Hz), 7.44(2H, t, J=7.6Hz), 7.56(1H, dd, J=8.0 and 1.9Hz), 7.57(1H

d, J=8.6Hz), 7.66(2H, d, J=7.4Hz), 7. 75(1H d, J=1.9Hz), 7.82(1H, dd, J=8.6 and
1.7Hz), 7.95(1H, d, J=1.5Hz}

Bl F63
3-(4-# -2-" X £ )-5-3 F -2-8 % Bf [b]ek Wl

B H3Il-42 H &, BHI-(4-8-2-HF & )-5-8 &
BE-2-FEB (bicm (1.15g) A WIS EMILEEGY 2 8

HE&ER(0.87g),

'H-NMR(DMSO-d, , § ppm) : 2.44(3H, s}, 4.08(2H, s), 7.18(1H, d, J=8.3H2)
7.47(1H, dd, J=8.3 and 2.0Hz), 7.56(1H, d, J=8.5Hz), 7.74(1H, d, J=2.1Hz),
7.82(1H, dd, J=8.6 and 1.7Hz), 7.89(1H, d, J=1.6Hz2)

B M 64-1

3-(2. 4-Z | W3 ) -2-F B -3H-bk e B (4,5-b) -0l o -5-
BoE R MAE1I-(2,4-Z KW R )-2-F % -1H-0k M B [4,5-b]
-0t oF -5-3 B W R

1 3
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426666

A7
B7

A~ BEATLEA (b))

ViR EH14-22 F &k, @ 2-89 % -10-pk o Bf [4,5-b]-
My wg -5-R B B B8 (2.68g) R 2,4-= W F & & (3.29g) 4]
MEI-(2,4-Z WK X )-2-8 F -30-Bk o Bf [4,5-b) -0
BE -5-F B A OMR (2.20g) R 1-(2,4-= W ¥ K )-2-H % - 118
-BK W BE [4,5-b]-MEoF -5- B EB(2.008)TBEBE,
3-(2,4-Z K T B )-2-8 B -3H-Bk 0w B [4.5-b -0l uE -65-

B WM

'H-NMR(CDCL,) : 2.53(3H, s), 3.99(3H, s}, 5.63(2H, s), 6.60(1H, d, J=8Hz), 7.10(1H
dd, J=8 and 2Hz), 7.47(1H, d, J=2Hz), 807(1H d, J=8Hz), 8.14(1H, d, J=8Hz)

Mass(ESI) : m/e 350 (M+H)*

1-(2,4-— ® F % )-2- % - 1H-0k 0 B (4,5-b)- u¢ -5-
W R

'H-NMR(CDCL} : 2.64(3H, s), 4.02(3H, s), 5.41(2H, s), 6.43(1H, d, J=8Hz), 7.14(1H
dd, J=8 and 2Hz), 7.50(1H, d, J=2Hz), 7.54(1H, d, J=8Hz), 8.08(1H, d, J=8Hz)
Mass(ESI) : m/e 350 (M+H)*

B o A 64-2

3-(2,4-Z F % B )-2-8 & -3H-Bk K B [4,5-b) -0l gF -5-
® 8

R MALI-T2F &, BI-(2,4-= F F & )-2-8/ % -34
-k DB [4,5-b) -0 uF -5-38 B AR (2.17g)ET BB H W

tevmzag &l (1.98g),
'H-NMR(DMSO-d¢) : 2.51(3H, s), 5.60(2H, s), 6.60(1H, d, J=8Hz), 7.32(1H, d,
J=8Hz), 7.76(1H, s), 8.00(1H, d, J=8Hz), 8.13(1H, d, J=8H2)
Mass(ESI]) : m/e 334 (M-H)
& # # 65-1

2-F| -4-(m By -2-8)-% B
HRmAI1-22 F ik, -8 -2-B ¥ & (500mg) B 2-
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Al
B7

Z~ B OABLER (1be )

wu B (3se) UM BENLEEY 2 B EW (1960g),
*H-NMR(CDCLy : 1.93(1H, t, J=8Hz), 4.79(2H, d, J=8Hz), 7.09(1H, t, J=3Hz),
7.29-7.34(2H, m), 7.46-7.54(2H, m), 7.61(1H, s)
B4 H1 65-2
2-F -1-((HF R B |OB )W B )-4-(r 1y -2-%)-%

hel i i4-12 A&k, B2-F -4-(rk g -2-8)-% &
(Mseg)a HISEMES B. EALASYAFEHELEBER
TR E .
B 6 65-3
3-12-® -4-(mx Wy -2-8 )-"F 3 [-2-W B -3H-BK M Bf [4,5-b)
-HEBE -5-FR B W OR1-[2-8W -4-(W B -2-K )-F K ]-2-
BlOEE -1 H-k 8 Bf [4,5-b)-0 g -5-¥ B B Ag

R BEMI14-22 F 55, B 2-8 3 -3H-wk M Bf [4,5-b])-
Wb oE -5-¥8 B HORR (148mg) R 2-F -1-((P B EE L )8 X))
—A-(RE M -2- ) -3 (210wg) W B8 3-[2-F -4-(rk Wy -2~
FI-F K 1-2-8 ¥ -3H-k B B [4.5-b)-MuE -5-B K @
M2AERY (120ng) R I-[2-F| -4-(MF I3 -2-3% )-%F % ]
-2-FH & -1H-BR BB {4.5-b)-WH g -5-RBMFBEZ AR ER
¥ (86mg),
3-(2-%| -4-(mk Wy -2-% )-F & }-2-8 K -3H-bk L B [4,5-D]
-0 oo -5-3 B B M

'H-NMR(CDCI,) : 2.58(3H, s}, 4.00(2H, s), 5.69(2H, s, 6.65(1H, d, J=8Hz), 7.08(1H,
t, J=4Hz), 7.25-7.36(3H, m), 7.69(1H, d, J=2Hz), 8.08(1H, d, J=8Hz), 8.16(1H, d,
J=8Hz)

Mass(ESI) : m/z 398 (M+1)
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Al
B7

A~ BB (1bs)

1-[2-% -4- (W By -2-8% )-F F [-2-% & - IH-0k 8 Bf [4,5-b]
-0 ooE -5-3 8 B O

"H-NMR(CDCL)) : 2.68(3H, s), 4.01(2H, s}, 5.45(2H, s), 6.50(H, d, J=8Hz), 7.09(1H, i
t, J=4Hz), 7.28-7.39(3H, m), 7.58(1H, d, J=8Hz), 7.70(1H, br s), 8.08(1H, d, J=8Hz) it

I
|
I
I
I
|
I
I
Mass(ES]) : m/z 398 (M+1) ' # :
% 4% # 65-4 i |
3~12-%] -4-(mx B -2-B6 ) -5 3 ]-2-60 2 -3H-0K 08 Bf {4,5-D] -,31 I
Ed
-0tk WE -5- # ;ﬁ_ﬁ|
I
B EMe-22 Fk, B 3-[2-9, -4-(rEmy -2-% )-% }i 2
Fl-2-8 K -3H-mk 0 Bf [4.5-b)-0 o2 -5-FB B B A (T0mg) i I
MM BEMLEeD 2EES R (61ag), |
"H-NMR(DMSO-d,) : 2.53(3H, s), 5.62(2H, s), 6.60(1H, d, J=8Hz), 7.14(1H, t, I
J=4Hz), 7.49(1H, d, J=8Hz), 7.59(2H, d, J=4Hz), 7.87(1H, d, J=2Hz}, 8.01(1H, d, |
J=8Hz), 8.14(1H, d, J=8Hz) 2
Mass(ES]) : m/z 382 (M-1)
mp 247-248°C
3o Me6-1
3-12-% -4-(5-| M By -2-4 )-*¢F % |-2-8 £ -3H-Bk o B —
%
{4.5-h}-1t of -5-% 8 ¥ K

Bt [4,5-b) -0t 0 -5-3 B W B (560mg, 0.126mmol)Z 2 ®
(Iel)P R ERTFTMAN-K-T -8B EMK (190g,0.138mm01)
s 30 EMAN R HKR (0. 5R)T B EHB. 4B ERE
mAN-® -T - Bk (190g,0.138um0l), HWE B & &
B, Ap-TLCHE (KRG /B =40/ 8 HBBLEY

2 o (52me,95.7%),

3]
|
|
I
|
I

y
£
|

B & 3-(2-8 -4-(FE 1) -2-36 )-% % J-2-8 2% - 30-1F 0 I
|
|
|
|
|
|
|
|
I
I
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AT
B7

B BB (b))

'H-NMR(CDCL) : 2.56(3H, s), 3.99(2H, s), 5.69(2H, s), 6.64(1H, d, J=8Hz), 6.89(1H,
t, J=4Hz), 7.06(1H, d, J=4Hz), 7.22(1H, d, J=8Hz), 7.58(1H, s), 8.08(1H, d, J=8Hz),
8.16(1H, d, J=8Hz)
Mass(ES]) : m/z 432 (M+1)

B f B 66-2 %ﬁ:
3-(2-% -4-(5-E B -2-% )-F % |-2-% % -9H-1k 0% 3

pe
(4,5-b]-MboE -5-18 @ &

G BHA-TZ H ik, B3-[2-8 -4-(5-KIE W -2-% ) ;;i-
SR OB )-2-F f -3R-0K M B [4,5-b) -0 g -5-3 B W M -
(50mg) B B E MWL W 2 fBER (33ng). i

g |

'H-NMR(DMSO-d,) : 2.53(3H, s), 5.62(2H, §), 6.59(1H, d, J=8Hz), 7.18(1H, d, |~ |
J=4Hz), 7.42(1H, d, J=8Hz), 7.49(1H, d, J=4Hz), 7.87(1H, s}, 8.01(1H, d, J=8Hz), |
8.14(1H, d, J=8Hz) |
Mass(ES]) : m/z 416 (M-1) I
mp 242-243C ’lT
8 meT-1 i
2-F -4-2 0 F B |

BB A I-12 5%, B A-8 -2-HFE (2.00) 5 & :
STEZHS 3.20) T HB AWMLY B & EE ]

&

(1.23g),

'H-NMR(CDCl,} : 1.91(1H, t, J=7Hz), 4.78(2H, d, J=7Hz), 5.30(1H, d, J=10H2), 5.76(1H

d, J=16Hz}, 6.65(1H, dd, J=16, 10Hz), 7.30(1H, d, J=8Hz), 7.39-7.47(2H, m}
B 67-2
2-F -1- (P B BE L )® E)-L-2 & %

s WM ia-12 F %k, B 2-K-4-2 4 F 8 (600mg) 7]
HEHWtEtEY. KEAYAFTEHECART N R E,
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B7

&~ BB (167 )

B M6eT-3

3-(2-® -4-Z2Z 18 T # )-2-W K -30-mK i Bf [4,5-b] -0 ug
-5-ABMEEREI-(2-F -4-2 % B )-2-F K -1H-B% 0§
Bt [4.5-b1-00b 0 ~5-% 8 W &

R EMI4-22 FE, B 2-9 % -3H-0k 8 Bf {4,5-1b]
Wb NE -5-3R B WM (478me) B 2-F -1-( (W BB R B )H
E)-4-Z % X (678mg) W W 8 3-(2-| -4-2 # % & )-2-
HOE -3H-WK M B [4,5-D]-0kof -5-3 B 7B 2 ok & &4
m (387Tmg) R 1-[2-% ~4-Z 4 % K )-2-8 % -1H-pk 1 Bf
[4,5-b]-MuE -5- B BER22AERY (264mg),
3-(2-®| -A-2 1% W % )-2-H K -3H-BE B B [4,5-b] -0 oF
-5-F B OH B

'H-NMR (CDCl,) : 2.42(3H, s), 2.64(3H, s), 5.23(2H, s}, 5.52(2H, s), 6.81(1H, d,
J=8Hz), 6.88(1H, dd, J=8, 2Hz), 7.02(1H, dd, J=5, 3Hz), 7.10-7.14(2H, m), 7.30-
7.36(3H, m}, 8.00-8.10(4H, m}, 10.09(1H, br s)

Mass(ESI) : m/z 565(M-1)

mp 184-185C

1-(2-F -4-2 8 F £ )-2-8 % -1H-mk 0% B [4,5-b] -0l ug

-5-3% B W K5
'H-NMR (CDCl,) : 2.42(3H, s), 2.64(3H, s), 5.08(2H, s), 5.52(2H, s), 6.81(1H, d,

J=8Hz), 6.87(1H, dd, J=8, 2Hz), 7.11(1H, d, J=2Hz), 7.14(1H, br d, J=5Hz), 7.28-

7.39(4H, m), 8.00-8.09(4H, d, J=8Hz)
Mass(ESI) : m/z 565(M-1)

mp 198-200C

5 il 1 67-4

3-(2-8| -4-2 3 % % )-2-9 %% -3H-0K 0 Bf [4,5-b] -0 o
-5- B YN
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Al
B7

Ao BRATER ()

MI-(2-8 -4-Z @ FE)-2-F K -3H-Dk e Bf [4,5-b]-
M of -5-% B4 R BF (230meg, 0.76mmol)Z 1,4-"UE & (4.6m1)
FRA-—SE#(23ng), R—-—BREETHETRER =,
bhBE R B Celitel R A BT VLB AR BETBE g
o MERMBYBRERN (B0, B BER : 15/
CHMZB=5/1~4/1NEBH - ERABLETBENLEY
2 B & (21308),

'H-NMR(CDCLy) : 1.20(3H, d, J=8Hz), 2.53(3H, s), 2.60(2H, q, J=8Hz), 3.99(3H, s),

5.65(2H, s), 6.53(1H, d, J=8Hz), 6.92(1H, d, J=8Hz), 7.28(1H, s), 8.05(1H, d,
J=8Hz), 8.14(1H, d, J=8Hz)

Mass(ESI) : m/z 344 (M+1)
mp 172-173C

LW H67-9
3-{2-|W -4-Z F F B )-2-% K -30-0k ¢ BF [4,5-b -0 ug
-5-% B

GHAMAA-TZ H e, BI-(2-H -4-2 % F&£)-2-1
B -OH-be v B (4,5-b)-f o -5-¥%R ¥ W & (209eg) 0l 8 8
BEoWiteaw 22 HEdR (6lng),
"H-NMR(DMSO-dy) : 1.14(3H, d, J=8Hz), 2.50(3H, 5), 2.59(2H, q, J=8Hz), 5.59(2H
s), 6.45(1H, d, J=8Hz), 7.06(1H, d, J=8Hz), 7.14(1H, s}, 8.00(1H, d, J=8Hz),
8.12(1H, d, J=8Hz)

Mass(ES]) : m/z 328 (M-1)
mp 194-196°C

L2 R
3-(2-F -4-Z28H F FE)-2-0 K -30-0K # Bf (4,5-b] -0 g
-5-B M
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A~ BPABLRA (169)

GREAI-TZFH B, BI-(2-8 -4-Z WM FH)-2-§
£ -SH-DE B [4,5-b) -8t iF -5-3 B P RS (150mg)m B 19
BEMEE&2mELSE R (1280g),

"H-NMRDMSO0-d,) : 2.5(3H, ), 5.32(1H, d, J=10Hz), 5.60(2H, s, 5.80(1H, d,
J=16Hz), 6.54(1H, d, J=8Hz), 6.70(1H, dd, J=16, 10Hz), 7.32(1H, d, J=8Hz),
7.71(1H, s), 8.01(1H, d, J=8Hz), 8.14(1H, d, J=8Hz)

Mass(ESI) : m/z 326 (M-1)
mp 229-230C

B 64 69-1
- -1-((A B EBEEE )R R )-4-1 %

B EHI4-12 F &, B 2-8 -4-8 % 8 (259mg) 7] 8
BEMLEY 2 ®EH(383ne),

s), 7.36(1H, d, J=8Hz)
B M 69-2
3-(2-% ~4-F F B )-2-8 3% -3H-0K B Bf [4,5-b]-M o -5-
HBPBERELI-(2-F-4-8F % )-2-8 % - 1H-0F 1 B
[4,5-b1-0fk 0 -5-38 B3 & K8

M 14-22 k. B 2-8 5 -LH-F o Bf [4,5-b]-
it W -5-3 B B (152mg) R 2-F -1-((P BB E & )@ &)
SA-F R (230mg)E B ¥ 3-(2-% -4-F ¥ & )-2-8 K -3H-
BK O BE [4,5-b] -0 uf -5-4 B B B (T4mg) B 1-(2-4 -4-
BN )-2-F B -1H-DK 0 B (4,5-b]-Mbu -5- @ 9 &
Zam (80me),
3-(2-% ~4-W F £ )-2-F % -3H-BK MK B (4,5-b] -3 ¢ -5-

-171-

'H-NMR(CDCL,) : 2.35(3H, §), 2.98(3H, 5), 5.31(2H, s), 7.11(1H, d, J=8Hz), 7.26{1H|
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A7
B7

B~ B (170)

BE T M
'H-NMR(CDCIy) : 2.29(3H, s), 2.51(3H, s), 3.99(3H, s), 5.64(2H, s), 6.51(1H, d,

J=8112), 6.90(1H, d, J=8Hz), 7.24(1H, s), 8.05(1H, d, J=8Hz), 8.13(1H, d, J=8Hz).

Mass(ESI) : m/E 330 (M+H)* ,

I-(2-F -4-% F & )-2-9 % - IH-0k ¢ B [4,5-b] -4 BE -5-
e J

‘H—NMR(CDC13) : 2.32(3H, s), 2.65(3H, s), 4.01(3H, s), 5.40(2H, s), 6.41(1H, d,

J=8Hz), 6.94(1H, d, J=8Hz), 7.28(1H, 5), 7.54(1H, d, J=8Hz), 8.06(1H, d, J=8Hz),

Mass(ES]) : m/E 330 (M+H)"
WM 69-3

S-(2-%F -4-W F # )-2-F % -3H-mk K B (4,5-b)-dlf uF -5-
® B

BHREAA-TZHH, E3-(2-F-4-F F % )-2-19 %
S3H-DR M B [4.5-b] -0l of -5-3 B4 B A5 (68mg) T 8 I8 H
M &H2aH (98rg),

'H-NMR(DMSO-d,) : 2.26(3H, s}, 2.49(3H, s), 5.59(2H, s), 6.41(1H, d, J=8Hz),
7.02(1H, d, J=8Hz), 7.39(1H, s), 8.00(1H, d, J=8Hz), 8.11(1H, d, J=8Hz)
Mass(ESI) : m/E 314 (M-Hy

WHEHT0-1

1-B-1-((BEZTHEXEWHREHK )R L)-2-86 %
MEA-M-2-F F B (14.48g) Z K, N-= F % @ B I% (T20l)
RS THAKK (5.4)R E=ZTEHEWE (19.8g)
EHEIDNE . MAKEUECERR?2 R, ESHEF
RRAK, RO BBERNSTHEREMN W KK, KKK
MBETC®R. RESM, hvBEER#L (EK8)T
HSEHMLES 2meEamm (29.22¢),
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A7
B7
o BB (77) |
'H-NMR(CDCI;) : 1.10(9H, s), 4.75(2H, s), 7.32-7.50(8H, m),7.55-7.72(5H, m) }
B@&HI0-2 :
(B ETHEBEEE )R £ )-2-% -4- (E % £)% i{
WOmOE KW (5ml) R E T A EE (438mg), MM A S gl
- -1-((BETHEBREFRLE)-2-8 % (71.92¢) 2 I ;Ei’ ||
W (10n]), BB KB, K KWK O /M E KW (6.501) %}
BMEBEMBEGCC, RA4SH M A MG EB . & m5e &, N
MBERIODATBA- (B THEBEEE )T £ )-3- $ ,;L
BEE B2 W W, E{
RERETHI-BER Qg METSREE -~ B R E

G (6208)2 R MR EE = (0.30)E MM EC0C, B :
BARBESE, RUONBEBUAS LRA-((BZTHED %
GREIRE)-3-HEERERLBE2OERM (5nl). & I
Sk, mMBAER2NE ., MABRLEEBER, *Ua KR ;
Rk, SHHME, KX ABRBMMAEARE, P& }
KEBMBETER. REEN, OWBREBHF &L (25) |

A EMIL AW s (914ag),

'H-NMR(CDCL,) : 0.89(3H, t, J=7H2), 1.11(9H, s), 1.22-1.40(4H, m), 1.52-1.68(2H.
m), 2.52-2.62(2H, m), 4.80(2H, s), 7.07-7.16(2H, m), 7.31-7.48(6H, m), 7.61(1H, d,
J=8Hz), 7.64-7.74{4H, m), 7.64-7.74(4H, m).

B i 70-3
-F-A-(EXEBIF &

o THEAR /W ERMW(1.08,2.4ul)RR kB W T MW
22I-((BE=EZ=THFXEVREE )T K )-2-8-4-(iE KX &)
F2HOEBME Q.Sa)ER¥EZIE, BDAXKENZ B2

-173-
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A7
B7

FED R D H o B -5 N

Ao~ BEABLRR (7>)

MERIR, SEAFHRE, KXLLBEB, " OUBEMSE
e RrREANEE AR, PRERARKBETSEE., BBRE
B, v BHEERELC (SR /2B ZEB=T/1)8 881K

ha&®2®E W (3450g), :

'H-NMR(CDCL,} : 0.88(3H, t, J=7Hz), 1.21-1.41(4H, m), 1.51-1.66(2H, m), 1.90(1H, s
br t, J=7Hz}, 2.51-2.63(2H, m), 4.74(2H, d, J=7Hz), 7.08(1H, d, J=8Hz), 7.19(1H, s),

puyy

b e rE— —— — — AL o dr g WSA—— St . et

7.35(1H, d, J=8Hz) &
BB T0-4 N

-B-1-((F R EEE )P E)-4-(FE X&)%
HRMMI-12 K5k, B2-R-4-(F /8 % )-% B (333ng)

ARBBEMNLESY (530mg).,

‘H-NMR(CDCL)) : 0.89(3H, t, J=7Hz), 1.22-1.44(4H, m), 1.51-1.67(2H, m), 2.52-
2.64(2H, m), 2.99(3H, 5), 5.31(2H, s), 7.12(1H, d, J=8Hz), 7.25(1H, s), 7.38(1H, d,

(mbrass @
———— e

J=8Hz), 7.38(1H, d, J=8Hz) 3T
B WM T0-5 I
3-(2-% -4- (FE /% % )-F % )-2-F 3% - 3H-DK 0 B [4,5-b]- I
2 -5-M B E R R - (2 4 (ERE)-FE)-2-8 % f
-~TH-Bk BB [4,5-b]-0 ug -5- B W & —~
B 61 14-22 H ik, B3 2-8 X - LH-WK B BE [4,5-b]- ’f\
i -5- 3 B R ORS (230mE) R 2-H-1-((FEABEE)P L) }
“4-(FE TR B ) ¥ (440mg) 7 B 1§ 3-(2-K -4-(E R & )-% I
B ) -2-H K -3H-BK BB [4,5-b 1M -5-3% B T AR (147mg) }
R1-(2-% -4-(FE K% )-F % )-2-5 % - 1H-0E 0 B [4,5-b] |
MR -5-M M M 2 B EW (176mg). }
3-(2-% ~4-(E R % )-% % )-2-F K -30-0k R B (4,5-b] f
-0 U -5-3 B O B I
-174- :
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A ERRI (17)

'H-NMR(CDCLy) : 0.88(3H, t, J=7Hz), 1.19-1.40(4H, m), 1.48-1.64(2H, m), 2.48-
2.59(2H, m), 2.53(3H, s, 3.99(3H, ), 5.65(2H, s), 6.52(1H, d, J=8Hz), 6.90(1H, d,
J=8Hz), 7.25(1H, s), 8.07(1H, d, J=8Hz), 8.14(1H, d, J=8Hz)

Mass(ESI) : m/E 386 (M+H)* :

RS EA BSRER )
e

1-(2-|] -4-(IE /X & )-F % )-2-8 3% - 11-mk i Bf [4,5-b1

-0 g -5-¥ B8 W OAS

'H-NMR(CDCL,) : 0.88(3H, t, J=7Hy), 1.19-1.40(4H, m), 1.50-1.64(2H, m), 2.49-

2.61(2H, m), 2.65(3H, s), 4.01(3H, s), 5.40(2H, s), 6.42(1H, d, J=8Hz), 6.93(1H, d,| 1 —

J=8Hz), 7.29(1H, s), 7.55(1H, d, J=8Hz), 8.07(1H, d, J=8Hz) .\

Mass(ES]) : m/E 386 (M+H)" P

M T0-6 g I

3-(2-% -4-(E M % )-F % )-2-F % -3H-0k 00 Bf [4,5-h] }

- uE -5-38 B I
BB A-TZ B, B - (2% -4-(ERE)-% &) IT

S2-F B -3H-WK BB [4,5-b -0l iF -5-38 B R OAS (135mg)
MEBBEMLEEYZAE®BE (119eg),

lI-f-l“leR(DMSO—dﬂ) : 0.84(3H, t, J=7Hz), 1.13-1.37(4H, m), 1.43-1.60(2H, m),

2.44-2.60(2H, m), 2.50(3H, s), 5.58(2H, s), 6.45(1H, d, J=8Hz), 7.03(1H, d, J=8Hz), =~
7.39(1H, s), 8.01(1H, d, J=8Hz), 8.12(1H, d, J=8Hz).
Mass(ES]) : m/E 370 (M-Hy ‘

BEHMTI-1

I-((BZTHEVEESE )R E)-2-F-4-87T %
GREHT-22 F ik, BH4-B-1-((BZTHXHE

WEIRB)--REXRBETERGYBEWNLEY = &

B (1.644g, 76%),

'H-NMR(CDCL,) : 0.90(6H, d, J=7Hz), 1.10(9H, s), 1.75-1.96(1H, m), 2.44(2H, d,
J=THz), 4.80(2H, 8}, 7.03-7.11(2H, m), 7.30-7.46(6H, m), 7.56-7.74(5H, m).

-176-
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A7
B7

B BB (7s)

HHAT1L-2
2-F-4-RT K8

BREMIO-32F &, BI-((BZTHEEWESR)
RE)-2-B-4-BETXOU.T1)IRBENLLY > &8

# (568mg),
"H-NMR(CDCL,) : 0.90(6H, d, J=7Hz), 1.74-1.95(1H, m), 1.18(1H, br t, J=7Hz),

2.44(2H, d, J=THz), 4.75(2H, d, J=THz), 7.05(1H, d, J=8Hz), 7.16(1H, s), 7.35(1H, d
J=8Hz)

B T1-3

2-R--ETE-I-(PRESE )P H )R
BREH14-12 H ik, B2-F-4-BT £ ¥ (293ng)

THEISENLCEEY Z®EE W (458m8),

"H-NMR(CDCl) : 0.90(6H, d, J=7Hz), 1.75-1.96(1H, m), 2.48(2H, d, J=7Hz),
3.00(3H, s), 5.31(2H, s), 7.09(1H, d, J=8Hz), 7.22(1H, s), 7.39(1H, d, J=8Hz)

oM T1-4

3-(2-F -4-R T ¥ )-2-8 % -3H0-mk W Bf {4,5-b)-0f g
S-EBMWERI-(2-F-4-BTFE)-2-0 % - 1H-m% 8
Bt {4.5-b]-0tkne -5-%% B ¥ &

B M 14-22 F ik, B o-8 % -1H-K B [4,5-b]-
MboE -5-3 B B MR (212m8) R 2-H -4-BE T FH -1-((F &
BEE)PE)X (390mg) T # B 3-(2-H-4-RT ¥ & )-2-
HOEE -OH-0K BB [4,5-b1-M 0E -5-35 B4 B OBY (124mg) R 1-
(2-9 -4-8 T K 2% )-2-8 5% -1 H-0k 0 B [4,5-b) -0 0 -5-
HBRBE(152e)2B BEw,
3-(2-® -4-RT T % )-2-5 % -3H-pk 0 Bf (4,5-b]-0 g

-176-
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A BREA (175)

-5- ¥ B &

"H-NMR(CDCL) : 0.88(6H, d, J=7Hz), 1.71-1.90(1H, m), 2.40(2H, d, J=7Hz),
2.52(3H, 5), 3.99(3H, s), 5.64(2H, s, 6.53(1H, d, J=8Hz), 6.87(1H, d, J=8Hz),
7.21(1H, s}, 8.05(1H, d, J=8Hz), 8.13(1H, d, J=8Hz)

Mass(ES]) : m/E 372 (M+H)’

T-(2-F -4-8 T % £ )-2-0 % - UH-0k 0 B [4,5-b]-0
-5 B H O
'H-NMR(CDCL,) : 0.88(6H, d J=7Hz}, 1.71-1.92(1H, m), 2.42(2H, d J=THz), 2.65(3H
s), 4.00(3H, s), 5.41(2H, s), 6.41(1H, d, J=8Hz), 6.90(1H, d, J=8Hz), 7.24(1H, s},
7.55(1H, d, J=8Hz), 8.07(1H, d, J=8Hz).
Mass(ES]) : m/E 372 (M+H)"
B T1-5
3-(2-F -4-8 T % E )-2-W B -3H-BK 1 Bf [4,5-b]-04 ug
-5-¥ B

HHREAI-TZ2HE, HI-(2-8 -4-BT ¥ & )-2-H
B o-3H-0K M Bf [4,5-b)-0 o -5-3 B B AR (116mg)a] § {8
EmM{iEte2z2a &Y (1220).

'H-NMR(DMSO-dy) : 0.82(6H, d, J=7Hz), 1.68-1.89(1H, m), 2.42(2H, d, J=7Hz),
2.50(3H, 5), 5.59(2H, s, 6.44(1H, d, J=8Hz), 7.01(1H, d, J=8Hz), 7.36(1H, ),
8.00(1H, d, J=8Hz), 8.12 d, J=8H).

Mass(ES]) : m/E 356 (M-H)-

B A T2-1

I((BEZTHXDHREE )P E)-2-€ 4-(Bo @ & )%
BHAEMT-22FE, H4-B-1-(BSZ TR EWD &

FEIFRE ) I-EXRBCHMRATEBENLI 2 &

B (797Tme, 56%),

'H-NMR(CDCI,) : 0.82-1.75(11H, m), 1.11(9H, s}, 2.45(2H, d, J=7Hz), 4.79(2H, s),

7.03-7.11(2H, m), 7.31-7.48(6H, m}, 7.61(1H, d, J=8Hz), 7.63-7.73(4H, m)

-177-
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A IR ()

o @ T2-2
2-F -4- (Ko 8 ¥ )¥E

GREBAHT-IZ AL, BI-((B=ZTHEEWESE)
FE)I-Z-E-4-(R2H X)X 1.03g)THBSHEHMWILLS Y
< B (378me),

'H-NMR(CDCL,) : 0.82-1.74(11H, m), 1.87(1H, br t, J=7Hz), 2.44(2H, d, J=7Hz),
4.74(2H, d, J=7Hz}, 7.04(1H, d, J=8Hz), 7.15(1H, s), 7.34(1H, d, J=8Hz)

B WAl T12-3

R -A-(ROBRE)-I-((B B ER )R X

GREMNII-1Z2FE, BI-R-4- (B2 BB IY B
(365mg) AT W B EAMAEESY 2 ®EMH (5430g),
'H-NMR(CDCl,} : 0.80-1.75(1 1H, m), 2.46(2H, d, J=THz), 2.99(3H, s), 5.30(2H, s),
7.08(1H, d, J=8Hz), 7.20(1H, s), 7.38(1H, d, J=8Hz2)

BwmT2-4

3-(2-W -4- (R W E ) %K )-2-% % -IH-DF 1 8 [4,5-b]
SO Mg -5-3R B OB ORR (170mg) R 1-(2-F-4-(RC W) FR)-2-F

B -IH-Dk 0 B [4,5-b1-0 af -5-38 8 W &

R EMI14-22 F ik, B 2-8 E -LAE-mk o B [4,5-b]-
Wb -5-3R M W R (229me) R 2-F| -4-(BC B &K )-1-((H
BERE)PE )X (469mg) T B @ 3-(2-8 -4- (B2 g &)
TR )-2-F B -3H-mk 0 B [4,5-b]-MoE -5-H M F &
(170mg) R 1-(2-F -4- (B ¥ £ )F £ )-2-% % -10-1
B Bf [4,5-b)-MbuE -5- M M AR B BEE® (2220g),
3-(2-® - 4- (RO B X )N £ )-2-9 % ~3H-Bk W B [4,5-b]

-178-
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£ RHHI (177)

-0 oE -5-H B R B

'H-NMR(CDCL,) : 0.80-1.74(11H, m), 2.40(2H, d, J=7Hz), 2.53(3H, s), 3.99(3H, s),
5.64(2H, s), 6.52(1H, d, J=8Hz), 6.86(1H, d, J=8Hz), 7.21(1H, s}, 8.05(1H, d,
J=8Hz), 8.13(1H, d, J=8Hz). '

Mass(ESI) : m/E 412 (M+H)*

1-(2-F -4- (R H B )F & )-2-81 % - 1H-0k 0 B [4,5-b]
-0 BE -5-¥ B B AR
'H-NMR(CDC,) : 0.80-1.75(11H, m), 2.43(2H, d, J=7Hz2), 2.65(3H, s), 4.01(3H, s)
5.04(2H, s), 6.40(1H, d, J=8Hz), 6.89(1H, d, J=8Hz), 7.24(1H, s), 7.56(1H, d,
J=8Hz), 8.07(1H, d, J=8Hz)
Mass(ESI) : m/E 412 (M+H)"
Bl T2-5
3-(2-® -4- (RO W E )T K )-2-F % -3H-mk i B (4,5-b]
-0 o -5-¥ B

BTHREAI-TZFE, HI-2-F-4-(B B )Y H®)
-2-W B -3H-DK B BF [4,5-b1-0H uE -5-¥ B P K (156mg)
HABEHNLEE A &8 (180mg),

'H-NMR(DMSO-d,) : 0.78-1.68(11H, m), 2.42(2H, d, J=7Hz), 2.50(3H, s}, 5.58(2H
s), 6.44(1H, d, J=8Hz), 7.00(1H, d, J=8Hz), 7.35(1H, s), 8.01(1H, d, J=8Hz),
8.13(1H, d, J=8Hz)

Mass{ES]) : m/E 396 (M-H)

(a3

-R-1-(BE=T B EE )W H)-2-8 %
HRREHMI0-12 HE, BI-® -2-8HFEB (4.42¢)7 &

SEMNLEY2EEM(6.10g),

'H-NMR(CDCl, ) : 0.12(6H, s), 0.95(9H, s), 4.71(2H, s), 7.37-7.50(3H, m).

B 13-2
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A7
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Ao~ BRAGLER (7 F)

I~ ((EZTHUVHREEE)PE)-3-BEFE

BWET®E /S (1.6, 8.301) R RMER -60CTF &
ZA-R-1-((B=ZT P W REE)H L )-2-F % (41.03g)
Z B (10el)E RHELISH . MBZFOICE LN T -40°C

3 AEmAL-F BWRE (1.63g), M %4 % 0°C 2/h B ,
MABLECHEREUS RN 2k, £ S HHE, & %
UwmBE, RO BRBERN TR B0 A, °EX
WEBETEHR. RBRAEM, OB ERBEF (AR : o
e /2B ZB=30/1) LT BBHLESY 2 ®EH

(2.49g),

'H-NMR(CDCL,) : 0.16(6H, s), 0.98(9H, s, 4.83(2H, s), 7.70-7.86(3H, m), 9.96(1H,
Mass(ESI) : m/E 283 (M-Hy

3 6 M 73-3
(B)-1-((BE =T - W W R E )R K )-2-5 4-(2-% 2
) ¥ |

M Nal(B8img, T0XMHF IR EEREZBTME S 4-((
ETZFBRAE )R E)-3-B¥E (5T1ng) 2 N, N-= &
W OB (2ml1), RAOCH M IAE . WMOA KB L 2 MR
W3R . SEHHE, UKRBM AW AL, BEKG
BB TER. RBAN, AWBAEEBN (SBEK: 26
/ZBMZE=50/1) BT BEMLEY 2 M &M (4480g) .,

'H-NMR(CDCL,) : 0.14(6H, s), 0.97(9H, s), 4.80(2H, s}, 7.03(1H, d, J=16Hz),
7.10(1H, d, J=16Hz), 7.26-7.58(8H, m).

MEHTI-4
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- 426666,

A7
B7

A BB ()

(E)-2-®W -4-(2-F 2 & )F &

BHEHEATC-3ZHE, B()-1-(E=T 8K
BIWE)-2-W-4-(2-F 2 % ))F (T45mg) T 8 18 B
ez &k (422mg),

H-NMR(CDCL,) : 1.91(1H, br t, J=7Hz), 4.79(2H, d, J=7Hz), 7.02(1H, d, J=16Hz),

7.12(1H, d, J=16Hz), 7.24-7.55(8H, m).

WM T3-5

(B)-2-W-1-((H BB EE )T E)4-2-%2Z2%B ¥
s M 14-12 ¥k, B (E)-2-8] -4-(2-% 2 % %)

TE MI2ee) T HBENLESY 2 E EE (583re),

'H-NMR(CDCL,) : 3.01(3H, s), 5.34(2H, s), 7.02(1H, d, J=16Hz), 7.14(1H, d,

J=16Hz), 7.27-7.61(8H, m).

Bl 73-6

(B)-3-(2-9 -4-(2-% Z # £ )F £ )-2-9 % -30-5k & Bf

[4,5-D)-ME o -5-38 B FBR R (E)-1-(2-8| -4-(2-% Z &

B)F H)-2-8 K -1H-0k BB [4,5-b]-Bbuz -5-3 B B M
R MALI4-22 F &, h 2-8 B - 1H-mk 8 B (4,5-b]-

MEooE -5-30 B8 BB (250me) B (B)-2-| -1-((W B B8 & &)

B )-4-(2-F Z M B )F (518ng) 0 88 (E)-3-(2-9 -4-

(2-% 2 4% % )*F 2 )-2-9 % -3H-0k 08 BF [4,5-b] -84 g -5-

B OF R (1630g)R (E)-1-(2-% -4-(2-%X 2 # %)% &)

~2-F B - LH-WKWE BN [4,5-b]-MEoE -5-% M PR (194mg)

2 H .

(E)-3-(2-8®| ~4-(2-F Z % % )% % )-2-8 3% -3H-8k 0 B

-t81-

AU R T EABEEALR (CONS) ABLIE (21029700 4 )
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)
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426666

AT
B7

DR RO M R P8 RN

F BB ()

[4.5-b]-Mf o2 -5-% B B &

‘H-NMR(CDCL,) : 2.54(3H, 8), 3.99(3H, 5), 5.68(2H, s), 6.61(1H, d, J=8Hz), 6.97(1H,
d,J=16Hz), 7.08(1H, d, J=16Hz), 7.16-7.62(7H, m), 8.08(1H, d, J=8Hz), 8.14(1H, d, ~

J=8Hz). B
Mass(ES]) : m/E 418 (M+H)* e
jFE:

(B)-1-(2-8 ~4-(2-F Z M £ )F 5 )-2-W % - 1 -0k 1% B &
[4,5-b]-Ntug -5-3% @ W & §
"H-NMR(CDCL,) : 2.65(3H, s), 4.01(3H, s), 5.44(2H, s), 6.48(1H, d, J=8Hz), 6.97(1H, -
d, J=16Hz), 7.10(1H, d, J=16Hz), 7.19-7.64(8H, m), 8.08(1H, d, J=8Hz). b,
Mass(ES]) : m/E 418 (M+H)* }i 2
B T3-7 R f
(B)=3-(2-% -4-(2-F Z % £ )F % )-2-8 % - 3H-pk 0& B :
[4,5-b1-0f 0 -5-3% W ,

BB EAAI-T2 5%, M (B)-3-(2-8 -4-(2-% 2 1 £ ) 'T
TE)-2-F K UK B [4,5-b1-ME 0 -5-R B B AS |
(158ng) T W HEMLAD2EBH (1490g), :
'H-NMR(DMSO-dy) : 2.52(3H, s), 5.63(2H, s), 6.59(1H, d, J=8Hz), 7.16-7.48(6H, m), |
7.53-7.63(2H, m), 7.84(1H, s), 8.01(1H, d, J=8Hz), 8. 14(1H, d, J=8Hz). _ _J
Mass(ES]) : m/E 402 (M-Hy
B M T4-1

54

l

V- 4B R :
MA-BE-2-FF 8 (10.01g)MB T T0CLH &5 B®ER |
12.5%MBREKLSN. RPN BRERSCHMA S ® :
# (4.248/K 1201), 58 % , 80CHE# 8 F A (500m1), }
W EH MR AR E SR WAT R, R B0CHE NI |
M. SHBLZMBRRIR, SCEHE, U@ " f
, KR BEMEB®AK, REKXKERETSE. BB S M :
l

l

l

-182-
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426666 A7

B7

PSR D e R 3R 0 S

»Iop

A~ HEABLER (181)

MALE _RABULRT8ANLELE2R&EN8
(6.32g),

IH-NMR(DMSO-dﬁ) : 6.79(1H, dd, J=8 and 2Hz), 6.88(1H, d, J=2Hz), 7.77(1H, d,
J=8Hz).

Mass(ESI) : m/E 171 (M-Hy
BB T2

4-FT RE-2-EYHYR

MR EBEE (1.07Te)R TR (1.7 MEEZ 2-6 -4-8 %
B (695mg) 2 N, N-Z B B W BE R (3.5m1)3 W = 8 M 3% 14
MNEE . MAIN BCLE L ZMBRIR, EOFBE ., &K
RUK, RN BEBEHTRRON CE Kk, iREKRE
MR TR, RBEFM, s _RAB/CKEITIBE D

EcHBEEY (1.132),

'H-NMR(CDCL) : 5.09(2H, s), 5.32(2H, s), 6.87(1H, dd, J=8 and 2Hz), 7.05(1H, d,
J=2Hz), 7.29-7.50(10H, m), 7.91(1H, d, J=8Hz).

Mass(ES]) : m/E 353 (M+H)"

B T4-3

I-F R E-2-RT% B

2B (8.8ul1), 1,4-= 16 (2.2n1)R 1N NaOR(4.7uml)
MEA-FTEE-2-EFTBTE (1.128), RTI0CHE P15
TR, BRBEBEMAKUBE®E, M8, MBIV HC]

ML, REALBTHBEOLESD 2B & B (0.81g8),

'H-NMR(DMSO-d,) : 5.20(2H, s), 7.06(1H, dd, J=8 and 2Hz), 7.18(1H, d, J=2Hz),
7.29-7.50(5H, m), 7.82(1H, d, J=8Hz).

Mass(ES]) : m/E 261 (M-H)
Bt T4-4

A-F W E-I-BEY B

-183-
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DR F IR N mp N

42266E36.: A7

B7

Fo BRBLAR (4>)

BEA-FTEE-2-H T8 (788ng)2 W EK (7.901)
RERERRTHEMABER -—FHEHELSH (10.0N,
0.6ml), WMBMBR2.5/08B, GEEZE, POBEMA
IR HCI(1. ))& M O0.5h . WMAKIEHUZ BZ8BE
WM=ZR. EEFHE, BABBEELGOHREBENR
BRBEHERAKE, TREBETEE. BREMTE
BEMiawca®&®H (T78ne),

'H-NMR(CDCL) : 1.83(1H, br t, J=7Hz), 4.70(2H, d, J=7Hz), 5.05(2H, s), 6.88(1H,
dd, J=8 and 2Hz), 7.01(1H, d, J=2Hz), 7.28-7.46(6H, m).
B T4-5
A~V R E-Z-ERFEE

G e i4-12 Ak, BA-FE X -2-H 58 (5230g)
MHEESEBEHLESY 2 MEH (639ng),

'H-NMR(CDCL,) : 4.67(2H, s), 5.05(2H, s), 6.87(1H, dd, J=8 and 2Hz), 7.02(1H, d,
J=2Hz), 7.28-7.44(6H, m).

BlL# o T4-6
3-(4-F E ¥ -2-F ¥ % )-2-9 & -3H-k 0 Bf (4,5-b] -
oS- BAEARREI-U-FEE-2-FRE)-2-8 % -18-
WK B B [4,5-b -0l g -5-38 B W K

R @M I4-22 5K, B 2-F % -1H-0k B [4,5-b)
SOl BE -5-3R B OB (229mg) R A-R E OB -2-F % B K (509ng)
B 3-(4-F HOHE -0-W R % )-2-H 35 -3H-K B BF [4,5-b]
SMEUE -5-R M WM (130mg) R 1-(4-F H &£ -2-B ¥ & )-2-
FOEE -LH-DF OB BE [4,5-b)-Mug -5-¥ B W AR (141mg)2 B

-184-

AMRR B M BB F LA (CONS ) AU (210X 2974 £ )



AR FPHEH BT RN

426666

AT
B7

A BIATLER (183 )

HEH.
3-(4-F R E -2-WF B )-2-8 K -3H-BK 8 B [4,5-b]-1f
E-5-R B H N

'H-NMR(CDCL,) : 2.53(3H, ), 4.00(3H, s), 5.01(2H, s), 5.62(2H, ), 6.63(1H, d,
J=8Hz), 6.72(1H, dd, J=8 and 2Hz), 7.06(1H, d, J=2Hz), 7.30-7.42(5H, m), 8.04(1H
d, J=8Hz), 8.13(1H, d, J=8Hz).

Mass(ES]) : m/E 422 (M+H)*
1-(4-F & -2-F X #)-2-80 % -1H-0 B B (4,5-b) -
WE-5-R B P M
'"H-NMR(CDCI,) : 2.66(3H, s), 4.01(3H, s), 5.02(2H, s), 5.38(2H, s), 6.48(1H, d,
J=8Hz), 6.75(1H, dd, J=8 and 2Hz), 7.08(1H, d, J=2Hz}, 7.28-7.47(5H, m), 7.54(1H
d, J=8Hz), 8.06(1H, d, J=8Hz).
Mass(ES]) : m/E 422 (M+H)"
B ofE M TA-7
3-(A-F KX -2-E W E)-2-9 B -3H-mk 18 Bf [4,5-b] -0l
0 -5-3 B

LRHEMI-T2HF %, A3I-U-FEE-2-FEF%)-2-
OB -OH-mbR D B [4,5-b)-M o2 -5-3 B OBR (116mg) ] B

FEHMmMEEYw2z2aEH (1100e),

'H-NMR(DMSO-d,) : 2.39(3H, s}, 5.08(2H, s), 5.51(2H, s), 6.41(1H, d, J=8Hz),
6.88(1H, dd, J=8 and 2Hz), 7.23(1H, d, J=2Hz), 7.28-7.45(5H, m), 7.85(2H, s).
Mass(ESI) : m/E 406 (M-H)

8 MM T5-1

3-(2-%) -4-B0 | % K )-2-H % -3H-mk B B [4,5-b) -0 ug
"S- B P ER I-(2-F -4-F YR )-2-m % -IH-B
B 14,5-b)1-W 52 -5-3 B8 B A5

B M 14-22 Fk, B 2-® 3 -LE-DK B BF [(4,5-b)-

-185-

FUGER BB M P RBEARE (CNS ) A4 (210X 29704 )



20 P TR DL H o I b -8 BN

426666

A7
B7

B BRI (18e)

Wb oe -5-3% B W OMR (145meg) R 2-4K -4-H & ¥ X ® (215ug)
AB M 3-(2-% -4-F EFE)-2-8 % -3H-pk BB (4,5-D)
S ME -5-3R B WM (62mg) R 1-(2-F/ -4-HEFH)-2-¢
E -1H-DK 0% BF [4,5-b]-mi g ~-5-3 % W B3 (62mg) 2 (8 18
B 3-(2-® -4-0 € % & )-2-% 3% -3H-0k B B [4,5-1b]

-0 uE -5-¥ B W K (62mg)
"H-NMR(CDCL;) : 2.52(3H, s), 3.77(3H, s}, 4.00(3H, s), 5.61(2H, s), 6.65(2H, s),
6.97(1H, s), 8.04(1H, d, J=8Hz), 8.12(1H, d, J=8Hz).
Mass(ES]) : m/E 346 (M+H)"
1-(2-F -4-B E T & )-2-9 % -1H-0k 0 B [4,5-b] -0 ug
-5-R B RER
'H-NMR(CDCI,) : 2.65(3H, s), 3.78(3H, s), 4.01(3H, s), 5.38(2H, s}, 6.51(1H, d,
J=8Hz), 6.68(1H, dd, J=8 and 2Hz), 7.00(1H, d, J=2Hz), 7.54(1H, d, J=8Hz),
8.04(1H, d, J=8Hz).
Mass(ES]) : m/E 346 (M+H)*
Bl 75-2
3-(2-%/ -4-H § F B )-2-% K -30-BK BB {4,5-b]-8f ug
-5-8 8

GRBMAMI-TZ H ik, BI-(2-6 -4-PEFR)-2-7
B -3H-0k B B [4,5-b) -0 uE -5-38 B B KR (T8mg) ] 8 48
BEmitawae Eay (83ng),

'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(ES]) : m/E 330 (M-H)

B #7611

2-W - -RERETREAR

-186-
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R RPN B A

A26660

Al
B7

Ao~ BRABLEE (vir)

REATI-22 Fk, BH2-K4-8B% & (500me) 2 BB
AER QDI REBEPHLED 2B B (839mg),

'H-NMR(CDC,) : 1.36(12H, m), 4.59(1H, m), 4.59(1H, m), 5.24(1H, m), 6.78(1H, d
J=8Hz), 6.93(1H, s), 7.82(1H, d, J=8Hz).

b ]

Bl o M 76-2
I-R-I-ERETE

BREEERE (0 MEE2-H- - EREFHME R M (675ng)
SNE . MK G T K KRB MAAKI.881), INnaOH(0.8m1)
BAK(Z2.4n1), MR EFBHBMEO.5/, MAZBBE K
TEEHEEE ., BKE LU ZBRER, SSHBE, M&
ERAKE, TREBRETEE. RBRAMTSE ML L
Y2 bR 2wl (B13me),

"H-NMR(CDCL,) : 1.32(6H, d, J=6Hz), 1,97(1H, t, J=6Hz), 4.52(1H, m), 4.70(2H, d,
=6Hz), 6.78(1H, dd, J=2Hz), 6.92(1H, d, J=2Hz), 7.33(1H, d, J=8Hz).

8 M 76-3
2-F - 4-ERETYER

M uE (0.5ml)R BB K (0.18mg) Rk B W T Kk M
Z2-M-1-BRAETE (401ng)2 = ® B (2ul) 3 M 8 1
ME . MAKEUERBRS X, SSHHE, &FD
INHCIR M ER AR, ERABEBETESE. B8 a8
AHBERNEAY2EE M (3530g),

'H-NMR(CDC,) : 1.32(6H, d, J=7Hz), 4.52(1H, sept, J=7Hz), 4.65(2H, s), 6.76(1H,
dd, J=8 and 2Hz), 6.91(1H, d, J=2Hz), 7.32(1H, d, J=8.5Hz).

B HT6-4

-187-
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22D M e R S - SN e

426666

Al
B7

E BRI ()

3-(2-| -4-RFE W H)-2-W & -3H-1 B B [4,5-b] -0t
E-5-HBMABRI-(2-BE-4-EREFH)-2-0 % -10-
BE U B [4,5-b]-0f 02 -5-38 B W M

WM 14-22 5k, B 2-F % -LH-0K o B [4,5-D1
“MEUE -5-FR B WM (1%4ng) R 2-K -4-HEF | ¥ X H (340mg)
AHBI-(2-F-4-B K EF £ )-2-0 % -30-Bk BB (4,5-b)
M uE -5-B B R MR (T30 R 1-(2-B -4-EFHEF R )-2-
WORE - TH-BK BB [4,5-D)-Mug -5-3 B P K (80mg) 2 B
L 7
3-(2-W -4- R R EF H£)-2-F K -30-0Kk 8 [4,5-b) -
B -5-3 B H M

1
H-NMR(CDCL) : 1.29(6H, d, J=7Hz), 2.54(3H, s}, 4.00(3H, s), 4.47(1H, sept,

J=7Hz), 5.61(2H, s), 6.62(2H, s), 6.95(1H, s), 8.05(1H, d, J=8Hz), 8.13(1H, d
J=8Hz). ' -

Mass(ES]) : m/E 374 (M+H)*
1-(2-®| -4-R A E T % )-2-8 % -1H-Dk 08 BF [4,5-b]-1
W -5-3% & W A8

'H-NMR(CDCL,} : 1.30{6H, d, J=7Hz), 2.65(3H, s), 4.00(3H, s), 4.48(1H, sept,
J=7Hz}, 5.35(2H, s), 6.47(1H, d, J=8Hz), 6.64(1H, dd, J=8 and 2Hz), 6.98(1H, d,
J=2Hz), 7.54(1H, d, J=8Hz), 8.06(1H, d, J=8Hz}.

Mass(ESI]) : m/E 374 (M+H)*

Bl H 76-5

3-(2-8 -4-R W EF H)-2-% % -3n-ok e B [4,5-b]-14
o -5-3 B

HREAI-TZ HE, BI-(2-® - 4-RREFH)-2-
BOEE -SH-BR MEBE [4,5-b1-0Hug -5-38 B B OB (67mg) ] B

-188-

AuGRR AR EBEERE (CNS) AL ( 21029708 )



AT
B7

g P R

B~ BAASER (187)

FfEMLADZZ®R E®BY (66mng),

'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), 7.1 1(1H, d, J=2Hz),

Up m— — et — s — — — — ——— A —— —

n
8.01(1H, d, J=8Hz), 8.12(IH, d, J=8Hy), x
Mass(ES]) : m/E 358 (M-H) 4
. B} ke
B TT-1 ;
C-ETHRE-2-KFBE T & ;
BB EMT4-22 Hik, M2-8-4-8 %8 (500mg) R & N
THM(L.28) T WIS E WL 28t &M (839ng), 5o
7|
'H-NMR(CDCL,) : 0.98(6H, t, J=6Hz), 1.48(4H, m), 1.76(4H, m), 3.99(2H, t, J=6Hz),~ |
4.30(2H, t, J=6Hz), 6.80(1H, d, J=8Hz), 6.95(1H, s), 7.86(1H, d, J=8Hz). |
|
BB TT-2 |
SE TR E-2-6 % 8@ IT

MRMABI-22 H ik, HA-ETEE 2-B¥®E T
BR (835me) T M B EH ML AM 2k &M (513mg),

'H-NMR(CDCL) : 0.98(3H, t, J=6Hz), 1.48(2H, m), 1.76(2H, m), 1.86(1H, t, J=6Hz),

3.95(2H, t, J=6Hz), 4.71(2H, d, J=6Hz), 6.80(1H, d, J=8Hz), 6.93(1H, s}, 7.34(1H,d, ~ 4
J=8Hz). ’

I
I
I
I
|
I

5 oM 77-3
4-E T E E-2- R %R
G A I-12 K, HA4-E T ®E £ -2-H ¥ 8 (475ng)

HBHEWLEEY e (505mg),

'H-NMR(CDCL,) : 0.98(3H, t, J=7Hz), 1.38-1.56(2H, m), 1.68-1.82(2H, m), 3.95(2H,
t, J=7Hz), 4.67(2H, s), 6.78(1H, dd, J=8 and 2Hz), 6.92(1H, d, J=2Hz), 7.33(1H, d.

J=8Hz).
BB TT- 4

-189-
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DR b om I S BN

426666,

A7
B7

A~ BB (18F)

3-(4~(E TRE)-2-HF % )-2-% £ -30-0k B B [4,5-b]
M -5 MR MRI-(4-(ETRE)-2-HF%)-2-5
Bo-UH-DK M BF [4,5-b]-Whuk -5-3% B B &

U5 30 B 14-2:2 F B, B 2-B B -LH-BK B B [4,5-D]
- E -5 B MR (230me) R 4-(E T EE)-2-% ¥ E K
(443ug) T B 13 3-(4-(FE T E E)-2-H ¥ % )-2-5 % -3¢
-0k B B (4, 5-b] -0 of -5-30 B W RS (105mg) R L-(4- (E
T & % )-2-4 F % )-2-0 2 - LH-0K 0% B [4,5-b] 04 & -5-
BB EE (a2 R EBY .,

3-(4-(E T H % )-2-8 % % )-2-5 % -3H-0K B B [4,5-b)
M -5-% B WA

'H-NMR(CDCLy) : 0.96(3H, t, J=7Hz), 1.38-1.54(2H, m), 1.65-1.81(2H, m), 2.52(3H,
s), 3.90(2H, t, J=7Hz), 4.00(3H, s), 5.60(2H, s), 6.63(2H, ), 6.95(1H, s), 8.04(1H, d,
J=8Hz), 8.13(1H, d, J=8Hz).

Mass(ESI) : m/E 388 (M+H)*

1-(4-(ETRE)-2-FF % )-2-9 % -1H-5K 02 Bf (4,5-b)
- E -S- B R

‘H-NMR(CDCL,) : 0.95(3H, t, J=7Hz), 1.38-1.53(2H, m), 1.66-1.81(2H, m), 2.65(3H
s}, 3.92(2H, t, J=THz), 4.01(3H, s), 5.37(2H, §), 6.48(1H, d, J=8Hz), 6.67(1H, dd,
J=8 and 2Hz), 6.99(1H, d, J=2Hz), 7.55(1H, d, J=8Hz), 8.06(1H, d, J=8Hz).
Mass(ES]) : m/E 388 (M+H)" ’

ol TT-5
3-(4-(ET EHE)-2-EF & )-2-50 25 -30-0k ¥ 5 [4,5-b]
- owE -5-3% B

BREAMI-TZ2H ik, B3-U-(ETEE)-2-BF &)
“2-F B -3H-WK M BE (4,5-D]-WbuE -5-38 B8 B AR (90mg)

’

-190-
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DT EE e EN

r 4266060,

A7
B7

~ BREATLER (199)

HEENLESD2® BERB (00g),

lH-NMR(DMSO—dG) : 0.90(3H, t, J=7Hz), 1.30-1.48(2H, m), 1.57-1.71(2H, mj,
2.50(3H, s), 3.94(2H, t, J=THz), S.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), 8.1 1(1H, d, J=8H2).

Mass(ES]) : m/E 372 (M-H)-

M8
-FA-((REe v R I)EE )YHMECP R

BB EHT4-22 5%k, BL-8-4-B ¥ B (500meg) R I§
CHER(D.23)AURGEMELED 2t mul (1.14g),

'H-NMR(CDCl) : 1.08(4H, m), 1.26(6H, m), 1.78(12H, m), 3.78(2H, d, J=6Hz),
4.12(2H, d, J=6Hz), 6.80(1H, d, J=8Hz), 6.96(1H, s), 7.88(1H, d, J=8Hz).

A T8-2
2-R -4- (R ®H £ )8 & )F 8

B EEAs-22 Fik, BH2-H -4-((Bo R &£ )E %)
THROAR(L.I130) R EEOLEAD 2 i 65

(303mg),

'H-NMR(CDCL) : 0.85-1.90(11H, m}, 3.44(1H, t, J=6Hz), 3.73(2H, d, J=6Hz),
4.70(2H, d, J=6Hz), 6.79(1H, dd, J=8, 1Hz), 6.92(1H, d, J=1Hz), 7.33(1H, d,
J=8Hz).

Bl M T8-3
2-B-4-((HECOHE)EHE)ITHER

M EMI6-32 F %k, H2-B-4-((Fd W £ )8 &)
TE (855ng) Al S E ML EMZEEWH (8440g),

'H-NMR(CDCI,) : 0.82-1.91(11H, m), 3.72(2H, d, J=7Hz), 4.66(2H, s), 6.78(1H, dd
J=8 and 2Hz), 6.92(1H, d, J=2Hz), 7.32(1H, d, J=8Hz).

B M T8-4

-191-
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3-(2-R -4-((RC W H )R E )T H )-2-H 2% -3H-0F 1% B
[4,5-b]-mt o -5-¥8 8 W KB (G58u)R1-(2-F-4-((IB o | &£ ) §
)W EK)-2-H B -1H-0Kk i BF [4,5-b)-0 0E -5-38 B B AR

h oM 14-22 F ¥k, B 2-B B -1H-ok i@ Bft [4,5-b]-
Mo -5-38 8 B OB (194ng) R 2-| -4-((EC ¥ % )8 &)
TR (403mg) T W BFI-(2-8H -4- (B K& X )% &)
-2-F OB -3H-mk M BE T4,5-b) - 0E -5-3 B B OBR (58mg) R
1-(2-R-4- (R B £ ) H)F £ )-2-80 & -10-mk 1 5
[4.5-b1-0Mtof -5-¥8 B W AR (36mg)2 8 = W .
3I-(2-B-4-((R 2 H E )R H)F H )-2-9 % -3d0-1k 0k B
[4,5-b1-0b o ~5-78 B ¥ &

'H-NMR(CDC,) : 0.90-1.90(11H, m}, 2.52(3H, 8), 3.69(2H, d, J=7Hz), 3.99(3H, s),
5.61(2H, s), 6.62(2H, s), 6.95(1H, s), 8.04(1H, d, J=8Hz}, 8.13(1H, d, J=8Hz).
Mass(ES]) : m/E 428 (M+H)*

1-(2-R -4-((RCO 8B F£)E X )F H)-2-8 %% - 10-mk i B

[4.5-b) -0l oF -5-38 B & AR

'H-NMR(CDCL,) : 0.92-1.92(11H, m}, 2.64(3H, s), 3.69(2H, d, J=7Hz), 4.00(3H, s),
5.37(2H, s), 6.48(1H, d, J=8Hz), 6.65(1H, dd, J=8 and 2 Hz), 6.98(1H, d, J=2Hz),
7.53(1H, d, J=8Hz), 8.04(1H, d, J=8Hz).

Mass(ES]) : m/E 428 (M+H)"

B M 78-5
3-(2-FW -4- (R W £ )E XL )F R )-2-8 % -310-1 1k B
f4,5-h]1-mk o -5-3% &

BRWBEAI-TZ2H &, H3-(2-8 -4-((FQ 7 £ )& %)
TR )-2-F K -3H-Dk 0 B [4,5-b1-0b g -5-3 B W R (53mg)
AR BHEHMOLELEA 2R EEBKH (530g),
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A RPHY (191)

'H-NMR{DMSO-d,) : 0.90-1.82(11H, m), 2.50(3H, s), 3.76(1H, d, J=7Hz), 5.53(2H,
), 6.54(1H, d, J=8Hz), 6.80(1H, dd, J=8 and 2Hz), 7.12(1H, d, J=2Hz), 8.00(1H, d
J=8Hz), 8.11(1H, d, J=8Hz).

Mass(ES]) : m/E 412 (M-Hy

e T9-1

2-® -4-((2-(E W & -F (- @ B )M £ )2 X )8 2 )H)¥ B
HEe-IN-(2-BZE)-N-B R EI1- Mg (3.87g)2 &\

AN N-Z B &£ B B (39nl)/m A NaH(60%3 , 1.12g),

W R EERTRAEOSDE, MAL-K-4-K K (4.43g)

EREIR. BEBLZBZBXE U KK, B XKELZB

CHMBRIR.,. SCAHE, REAKEBETEHYH

MZEZ. A BHEENT (FBKR : SK/2B2ZK=9/1D

BT B EG e 2 & B (3.3:),
'H-NMR(CDCLy) : 3.13(3H, 5), 4.01(2H, t, J=6Hz), 4.28(2H, t, J=6Hz), 6.52(1H, d,
J=8Hz), 6.60(1H, dd, J=8, 5Hz), 6.90(1H, dd, J=8, 2Hz), 7.02(LH, d, J=8, 2Hz),
7.48(1H, t, J=8Hz), 7.87(1H, d, J=8Hz), 8.18(1H, d, J=5Hz), 10.00(1H, s).
B T9-2 |

2-% -4-((2-(N-B B -N-(2-M @2 B )R X )Z E)E K )F K
B3 2-® -4-((2-(GE B K -F (2-Wf g % )i & )2 %)

AEITER (438mg)2 2B (3nl), REE T AW E L

1 (58meg) 3 M # 2/ B . W A LN ACL(1.5m1)8l & W B

ZFABMAEUZBIBERE. MARAODKBENFRS N

WEHZBZMERIR. S4HBE ., L0 &® KBk,

REABRBETER. ZRBRBAMUBENLAD 2 BB

W (43Tme),

¥
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'H-NMR(CDCL,) : 3. 12(3H, s), 3.97(2H, t, J=5Hz), 4.17(2H, t, J=5Hz), 4.70(2H, s),
6.51(1H, d, J=8Hz), 6.58(1H, dd, J=8 and SHz), 6.79(1H, dd, J=8 and 2Hz),
6.97(1H, d, J=2Hz), 7.32(1H, d, J=8Hz), 7.46(1H, t, J=8Hz), 8.16(1H, d, J=5Hz}.
Mass(ESI) : m/E 293 (M+H)*

B M T9-3
2-® -4-((2-(N-8 B -N-(2-Mug B )R B2 K )E £ )%
* &

BB T6-32 K58, B 2-8-4-((2-(N-H % -§-(2-
Moo BRI K I)EE )T B (55Tng) T R B AWML S

W2 H®EW (662ng),

'H-NMR(CDCL,) : 3.13(3H, s), 3.99(2H, t, J=5Hz), 4.19(2H, t, J=5Hz), 4.65(2H, ),
6.51(1H, d, J=8Hz), 6.58(1H, dd, J=8 and SHz), 6.79(1H, dd, J=8 and 2Hz),
7.00(1H, d, J=2Hz), 7.31(1H, d, J=8Hz), 7.47(1H, t, J=8Hz), 8.17(1H, d, J=5Hz).
5 B T9-4 ‘

3-(2-%F -4-((2-(N-B % -N-(2-M s X )R X )2 & )8 &)
TE)-2-F HE -3H-BE B [4,5-b]-h g -5-BR BERE -
(2-% -4-((2-(N-B % -N-(2-M st B K £ )Z )& &)
TE)-2-F - 1H-BRk BB [4,5-b) - uE -5-3 B P RS

BREH14-22 F K, B 2-8 & - LH-Dk WP [4,5-b)
S ME -5-3R B B OMR (290mg) R 2-% -4-((2-(N-F % -N-(2-
MhwE )RR ) EIE X )Y R E (57 7Twug) 8 B8 3-(2-8
“A-((2-(N-F0 B -N-(2-W @& Bl )2 % )& & )F &)
-2-H OB -3H-mK M BE [4,5-b -0k uF -5-3 B B RS (156mg)
BoI-{2-8 -4-((2-(N-B ¥ -N-(2-t E X )R E)Z EO)E
BOF & )-2-8 % -1R-BK 0 Bf [4,5-b)-0lhug -5-3 @ ¢ K
(160mg) 2 & 8 1 .
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3-(2-F -4-((2-(N-W B -N-(2-W g £ )R X )Z X)E £ )
) -2-F K -3H-DK BB [4,5-b]-0H uE -5-3% B B A
'H-NMR(CDCL,) : 2.51(3H, s}, 3.11(3H, s}, 3.95(2H, t, J=5Hz), 3.99(3H, s), 4.14(2H,

t, J=5Hz), 5.60(2H, s), 6.49(1H, d, J=8Hz), 6.55(1H, dd, J=8 and 5Hz), 6.63(2H, s), %

7.02(1H, 8), 7.44(1H, t, J=8Hz), 8.04(1H, d, J=8Hz), 8.13(1H, d, J=8Hz), 8.15(1H, d,
J=5Hz).

Mass(ESI) : m/E 466 (M+H)*

1-(2-%F -4-((2-(N-F % -N-(2-T & BB XK )2 £ )8 # )
A ) -2-F B - LH-BK M B (4,5-b)-M @ -5-% @ W A

'H-NMR(CDCL,) : 2.64(3H, s), 3.11(3H, s}, 3.95(2H, t, J=5Hz), 4.01(3H, s), 4.15(2H,

t, J=5Hz), 5.35(2H, s}, 6.45-6.60(3H, m), 6.68(1H, dd, J=8 and 2 Hz), 7.08(1H, d,

J=2Hz), 7.44(1H, t, J=8Hz), 7.52(1H, d, J=8H2z), 8.01(1H, d, J=2Hz), 8.04(1H, d,

J=8Hz).

Mass(ESI) : m/E 466 (M+H)"

B HT9-5

3-(2-®| -4-((2-(N-® B -N-(2-Mf @ RO E)Z H)E %)

WOE ) -2-H B -3H-DK MR OBF [4,5-b) -0t uE -5-30 B
BHRWEAI-T2Z2HFE, B 3-(2-8-4-((2-(N-H & -N-

(2-Mf ng B ) B V)2 X )E H£)F & )-2-8 K -3H-pk vk B

[4,5-h]-MEuE -5-38 B MBS (143me) 0] I B H WL & 1 2

Bt (iling),

'H-NMR{DMSO-d,) : 2.50(3H, s), 3.03(3H, s), 3.87(2H, t, J=5Hz), 4, 13(2H, t, J=5Hz)
5.53(2H, s), 6.50-6.65(3H, m), 6.82(1H, dd, J=8 and 2Hz), 7.20(1H, d, J=2Hz),
7.49(1H, t, J=8Hz), 7.99(1H, d, J=8Hz), 8.06(1H, d, J=5Hz), 8.10(1H, d, J=8Hz).
Mass(ES]) : m/E 450 (M-H)

B M B80-1
2-F -4- (B B R )Y B W R
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HHRELEH 459 ) RS H THMEEI-B-2-KF
B RR(1.25g)2 N, N-2Z B B B B (10wl), 3@ B 2/
B o MAIN HCILE U2 MBRIR., GSAEFHE. KX

DARBRMNER AR EARBETEE., BEAM
MWRBERST (DK/ZBZB=10/1) HdaEEMH

a2 ®E W (8350g), |

'H-NMR(CDCL) : 2.49(3H, s}, 3.90(3H, s), 7.1 1(1H, d, J=8Hz), 7.23(1H, s), 7.78(1H, '

d, J=8Hz).

B 45 4 80-2

2-F -4- (W W %)Y E
o2-F -4- (B B B )Y B W K5 (806mg) R vk & &1 T 7 M
EEFHEACHE (13%ag)2 W K BB (8ml)dt 8 8 L/ 0,
PZEeEBIEMAIN BCL(10m]), BA 2 B % W 3K,
HEAHHE, KRRXUDEANBEBEANTRREND &S KB
ETREAKERBRETEE.,. REBRATSENILELEY 2
e E W (725mg),

'H-NMR(CDCL) : 1.92(1H, br t, J=7Hz), 2.48(3H, s), 4.73(2H, d, J=7Hz), 7.15(1H, d
J=8Hz), 7.23(1H, s), 7.37(1H, d, J=8H2).

5 ot M 80-3
2-% -1-( (W B B |\ 5 )0 B )-4- (8B @ # ) x
BREHI4-1Z2 HF i, H2-8 -4- (B B & )F & (68Tng)

TRHSENLED 2EE®R(L.02g),

"H-NMR(CDCl,) : 2.48(3H, s), 3.00(3H, s), 5.30(2H, s), 7.15(1H, dd, J=8 and 2Hz),
7.26(1H, d, J=2Hz), 7.38(1H, d, J=8Hz).
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B M 80-4
3-(2-F -4- (R W HE )X H)-2-9 % -3H-k B Bf [4,5-Db]
-MEuE -5-3 M OB MR 1-(2-F -4-(F R B I)¥ % )-2-11 1
-TH-BK B B [4.5-b1-M of -5-% B B B

B EAI4-22 FHiE, B 2-8 % - LH-0K B 8 (4,5-D)
-WomE -5-FE B R OBE (5T3meg)R2-KR-1-((MBEEER W
E)-4-(B B & )X (955mg) 0 W 8 3-(2-K -4-(F W %)
R )-2-F B -OH-DK BB [4,5-b]-W @ -5-R B W AR
(457me) R 1-(2-% -4-(H & & )F & )-2-8 % -10-Bk 1
Bt [4,5-b]-Thof -5-3R B W AR (402meg) 2 B BB 8 &
3-(2-F -4- (9 B )% % )-2-8 % -3H-0K B Bf [4,5-b]
-0 uE -5-¥ By W AR
'H-NMR(CDCL,) : 2.44(3H, s), 2.53(3H, s), 4.00(3H, s), 5.63(2H, s), 6.58(1H, d,
J=8Hz), 6.96(1H, dd, J=8 and 2Hz), 7.28(1H, d, J=2Hz), 8.06(1H, d, J=8Hz),
8.13(1H, d, J=8Hz).
Mass(ESI) : m/e 362 (M+H)’
1-(2-B -4- (B & & )W H )-2-W % -1R-mKme B (4,5-b1-
Mo -5-R 8 BB

'"H-NMR(CDCl,) : 2.45(3H, s}, 2.65(3H, s), 4.01(3H, s}, 5.39(3H, s), 6.42(1H, d,
J=8Hz), 6.98(1H, dd, J=8 and 2Hz}, 7.30(1H, d, J=2Hz), 7.54(1H, d, J=8Hz),
8.08(1H, d, J=8Hz).

Mass(ESI) : m/e 362 (M+H)"

B M 80-5
3-(2-F -4- (W B B )Y H )-2-8 B -3H-0k 8 Bf [4,5-b]
-0 nE -5-¥% B

R EBAI-TZ A E, BI-(2-8 -4-(H BB ¥ % )-2-

-197-
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BB -3H-mk e BF [4,5-b)-Mfof -5-3 B B RS (146mg) @] &

FTEBNELEY2E B (184mg),

'H-NMR(DMSO-dy) : 2.45(3H, s), 2.503H, s), 5.60(2H, s), 6.44(1H, d, J=8Hz),
7.10(1H, d, J=8Hz), 7.42(1H, s), 8.00(1H, d, J=8Hz), 8.10(1H, d, J=8Hz).
Mass(ESI) : m/e 346 (M-H)

BBl

I-(2-% -4-(H T BB E )T E)-2-8 % -30-1K 1 Bf
[4.5-b -0l 0 -5-38 8 & A

BA-(2-8| -4- (R B HE )T K )-2-8 % -30-Bk 1& 8
I4,5-h)-mt g -5-¥ B B B (148mg) 2 = ® B £ (2.8n1)
RS ATMAR-EB8 %8 (8lng) N REINE, JE
HAE, KRRXRDUBONBRBENTHRE GO0 ® A%,
PR KH BT RS, RBREM, WMAZHEULE S T8

BHMWitLadzae®h (118ng),

'H-NMR(CDCL,) : 2.55(3H, s), 2.71(3H, s), 3.99(3H, s), 5.71(2H, s), 6.78(1H, d,
J=8Hz), 7.32(1H, d, J=8Hz), 7.80(1H, s), 8.09(1H, d, J=8Hz), 8.16(1H, d, J=8Hz).
Mass(ES]) : m/e 378 (M+H)*
WO H8L-2

J-(2-%F -4-(F 55 B BE 2L )N # )-2-F K -3H-1K 08 BE [4,5-b)
- oW -5-38 B

h & 81 4-72 F %, B 3-(2-% -4- (F 25 §8 B 2% )%
R )-2-8 B -3H-0K M B [4,5-b]-0 G -5-38 B B AR (112mg)

A BEMNLEEZEEH (112ve),
'H-NMR(DMSO-dy) : 2.54(3H, s}, 2.76(3H, s), 5.67(2H, s}, 6.75(1H, d, J=8Hz)
7.52(1H, d, J=8Hz), 7.88(1H, s), 8.01(1H, d, J=8Hz), 8.14(1H, d, J=8H3z).
Mass(ESI) : m/e 362 (M-H)
B2

b
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- -4-(FBEBEX))-1-((FHEBEEEX )R )X

e mAI4-12 H ik, BHI-B-4- (R RBE)-¥ B
(457Tmeg) R P RAE R (261lng) Al N B EHMLEAYZ A &Y
(737mg)

'H-NMR(DMSO-dy) :  3.31(3H, s), 3.33(3H, s), 5.42(2H, s), 7.85(1H, d, J=8Hz),
7.79(1H, d, J=8Hz), 8.07(1H, s).
8 4 # 82-2
3-(2-%W -4-(9H B BB B )% % )-2-9 K -3H-F M B 14,5-b)
-0 uE -5-37R B8 OB MR 1-(2-% -4- (B OBEBE R )W R )-2-H
%—lﬂ—mﬁﬂﬁléﬁ[4,5—b}—Ith!ﬁ:‘—5-ﬁEE‘fEE

B mM14-22 F &Kk, B 2-F % -30-0k ¢ B¥ [4,5-b]
-M o -5-FR B8 B OB (200me) R 2-9 -4- (9 B BE 3 ) -1-( (W
B B R OE R B )X (344mg) A W B 3-(2-F -4- (R B E)
FOE)-2-B B -3H-DR M B [4,5-b]-WuE -5-38 B B Ky
(233mg) 2 B EHE R RI-(2-8 -4- (B BB X )Y R )-2-
BB -LH-DK 0 B [4,5-b]-0k ug -5-JR B W K (25mg)2 &
& & & .
3-(2-®| -4- (W B B B )Y % )-2-8 % -30-0K M B [4,5-b]
-0t oE -5-3 B W OB

'H-NMR(CDCl,) : 2.56(3H, s}, 3.03(3H, s), 3.99(3H, s), 5.72(2H, s), 6.80(1H, d,
J=8Hz}, 7.08(1H, d, J=8Hz), 8.05(1H, s), 8.10(1H, d, J=8Hz}, 8.16(1H, 4, J=8Hz).
- (2-%F -4-(F BB E )Y H)-2-8 % -1H-bk 8 B [4,5-Db]

-HEuE -S5- MW B
'H-NMR(CDCly) : 2.70(3H, s), 3.10(3H, s), 4.03(3H, s), 5.62(2H, s}, 6.62-6.70(1H,
m), 7.75-8.12(4H, m).
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B oM B2-3
3-(2-9 -4- (P BY BE 56 )% %K )-2-F 25 -3H-0K 0 BF [4,5-b)
-u N -5-3 B

HHREMI-TZ F R, B3-(2-8 ~4-(F B X ¥ &%)
-2-B B -3H-WK M B [4,5-bl-fh o -S-B MM E TSR
MIESBM22BaEBER (1990g),

'H-NMR(DMSO-d) : 2.53(3H, s), 3.25(3H, s), 5.70(2H, s), 6.80(1H, d, J=8Hz),
7.75(1H, d, J=8Hz), 8.00(1H, d, J=8Hz}, 8.10(1H, s), 8.13(1H, d, J=8Hz).

B 83-1
2-F - l- ((F BB BB )W %) -4-8 ¥

BRBEMII-1ZHE, B2-K-4-8 %8 (2.5g) R W
BMEBEE (1.30)THBEMLAD 2K ERZER (3.568),
'H-NMR(DMSO-d,) : 3.12(3H, s), 5.40(2H, s), 7.73(1H, d, J=8Hz), 8.18(1H, dd,
J=2, 8Hz), 8.79(1H, d, J=2H2).

B0 83-2

3-(2-% -4-8 F B )-2-F % -3H-BK 0 B [4,5-b]-0 @
"E-R MR BR1I-(2-F -4-B FE)-2-F % -1R-1K 0k B
[4,5-b]-Mug -5-¥% B ¥ &

Vi B i fH 14-22 56k, M 2-W % -30-1K 0 Bf (4,5-b]
R ME -5-R B AR (2.00g)R 2-F -1-((F BB W K )
E)-4-BF (3.06e)T BB 3-(2-K-4-HFH)-2-57 % -
SH-MR M B [4,5-b]-Mug -5-M MW R 2AEES (1.02¢)
Bol-(2-F -4-8 % % )-2-F % - IH-bk # B [4,5-b] -0 oz
SS-EBEMIBEESE S (3308),

-200-
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3-(2-% -4-RY % % )-2-B K -3H-DK B B [4,5-b] -0t 58 -5-
BE®E R

'H-NMR(CDCL) : 2.55(3H, ), 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-% - 4-F ¥ % )-2-F 3 - LH-1K 0% B [4,5-b) -0 uf - 5-
MW M

d, J=8Hz), 8.01(1H, dd, J=2, 8Hz), 8.10(1H, d, J=8Hz), 8.39(1H, d, J=2Hz).

B 83-3
I-(4-F & -2-® W R )-2-F % -30-mk M BF [4,5-b] -0 w2
-5-3 B W AR

3-(2-8| -4-8 T % )-2-% % -3H-1K 0 BF [4,5-b]-uf
WE-5-F B PR (T05ng) B 2 R Z B (6nl)dm A B 5 &
(437Tmg)R Z B (1.01ml), WMBEKZAK, BWAEE
H(218mg) R 2B (10X FBHREFE NS, & &
Celite, W AW HLUZHELEREEF B K. W A M
FMENEFRRIBZEURLE., a BB HEMLEEY
s WEABYMBER S E . S EHBER XK RO BB
ERARRENERAE, REAKRBN SR L E S .

HABRBUEAREFETIENCLEY2aEY (608ng),

'H-NMR(CDCly) : 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).

B o8-
3-(A- (W B &) -2-| F 5 )-2- K -3H-Dk 0% B [4,5-D]

-201-

1 4
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'H-NMR(CDCL) : 2.65(3H, s), 4.03(3H, ), 5.51(2H, 5), 6.62(1H, d, J=8Hz), 7.53(1H!
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426666

A7
B7

A BIABEA (o)

-0 -5-3 B OB K

w3~ (4-M & -2-| N )-2-8 K -30-k M B {4,5-b]
-WE ME -5-3R B8 W OBR (100mg) @ KA W OB (1el), AN ¥ K
(39mg), WAELSH (419vg)R MW B 48 (230g), R T ER
P2/ BF R OB E SR IS5 . W ON W R (16wg), E &
(2tmeg) R W B W AL 8 (10we) ¥ R E B M B I1AE ., WA
KRB BBEHNBTR, LB BN, B4 K E
KRPUAEAOBBMERNTBRRBED ST AL, REKE®
ST REEER. ARAGAR. MACK, B E&

HRAE, BEAUBY AR EETESENLSY (1200g),

'H-NMR(CDCL): 2.52(3H, s), 3.98(3H, s), 4.17(1H, t, J=7Hz), 4.27(2H, d, J=6Hz),
5.56(2H, s), 6.34(1H, dd, J=2, 8Hz), 6.55(1H, d, J=8Hz), 6.66{1H, d, J=2Hz), 7.25-
7.37(5H, m), 8.02(1H, d, J=8Hz), 8.10(1H, d, J=8Hz).
B M 83-5

3-(4-(F B RH)-2-RF &£ )-2-8 % -3H-0F 0 Bf [4,5-Db]-
iogE -5- 3 E

BREMI-TZF &, B3-4-(FHBRE)-2-BFE)-2-
BOE -SH-BR BB [4,5-D]-M o -5- B BMEETNSEN

teaPzaEE R (820g),

‘H-NMR(DMSO-d,) : 2.48(3H, s), 4.22(2H, d, J=6Hz), 5.44(2H, s), 6.43(2H, s),
6.58-6.63(1H, m), 6.68(1H, s), 7.17-7.25(1H, m), 7.27-7.30(4H, m), 7.98(1H, d,
J=8Hz), 8.08(1H, d, J=8Hz).

B 1 84-1
3-4-(ETHRE)-2-FF 8 )-2-H 5% -35-0K # B [4,5-Db]
-0 mE -5-3 BY W ORR

G EHBEMBI-42 H ik, B3I-(4-(E-2-§F&)-2-

-202-

AR R AE R P ERBE SRR (CONS ) AL ( 210X 29704 )
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426666

Al
B7

A BABLEA (ser)

B -OH-0K e B 14,5-b]-M o -5-3 B W RS (100mg) R IE
TR Ge) T HBEMNLEY 2B ERES (87Tug),

'H-NMR(CDCL) : 0.93(3H, t, J=8Hz), 1.37-1.48(2H, m), 1.52-1.62(2H, m), 2.55(3H,

s), 4.00(2H, q, J=7Hz), 3.72(1H, br s, 4.01(3H, s, 5.57(2H, 5), 6.32(1H, dd, J=2,
8Hz), 6.57(1H, d, J=8Hz), 6.60(1H, d, J=2Hz), 8.02(1H, d, J=8Hz), 8.12(1H, d,
J=8Hz).

B o 84-2
3-(4-(E T B % )-2-8 T % )-2-%8 % -3H-BK W Bf [4,5-14]
-MLoBE -5-3 B

GTRE\EMI-TZFHHE, BI-4-(ETHRE)-2-8] % &)
C2-F R -3H-DR KB [4,5-b1-M o -5-3 B P RS (75mg) W

REBBEBWMEa 2 EY (540g),

'H-NMR(DMSO-dg) : 0.88(3H, t, J=8Hz), 1.23-1.40(2H, m), 1.42-1.53(2H, m),
2.49(3H, s}, 2.92(2H, q, J=THz), 5.45(2H, s), 5.93(1H, t, J=7Hz), 6.38(1H, d,
J=8Hz), 6.44(1H, d, J=8Hz), 6.63(1H, 8), 8.00(1H, d, J=8Hz), 8.10(1H1, d, J=8H1z).

B % 4 85-1
S-(2-F| -4- (N, N-Z W B B )¢ % )-2-9 % -30-8% 0% B
[4,.5-b]-#f o -5-3% 8 ¥ &

M 3-(4-M % -2-F ¥ &£ )-2-8 % -3H-BK B Bf (4,5-b]
“WLE -5-3R B ROMR (100mg) BRI R ZBE (1wl), WA STY
FREAFR (0V.123a DR W E L& (290g), ¥ R = &8
BINE o M OANSTAR BB W (0.123m1) 5 W ¥ & 16
(29mg), MAZBMUFTNEREEARSEBAT. AE MG
W MAKA. WMAHMKEBENETRE LD ZBZ B R
s MEHEBRFUNNBMEANST R R G U &S K E,
REKXKEBETERLAR. FEESBRE. WACL

-203-
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B7

A~ BB (>o>)

, BMREESBLHEHEAKE, REXBREEREZLETHEB O L

‘l%’ % {(97m ).

'H-NMR(CDCly) : 2.52(3H, s), 2.90(6H, s), 4.003H, s}, 5.59(2H, s), 6.42(1H, dd,
J=2, 8Hz), 6.62(1H, d, J=8Hz), 6.70(1H, d, J=2Hz), 8.03(1H, d, J=8Hz}, 8.13(1H, d
J=8Hz).

B M 85-2
3-(2-® -4-(N, N-Z H g R )F & )-2-0 X -30-BF B B
[4,5-b]-0h 02 -5-3% B

RWHA-T2HE, HI-(2-8] -4-(N,§¥-_ 5 & &)
TR Y-2-F B -3H-BKE Wk B [4,5-D]-0E % -5-38 B B AR
(somg) AT WIS HWAEA2H &L R (66ug),

'"H-NMR{DMSO-d,) : 2.50(3H, s), 2.87(6H, s), 5.48(2H, s), 6.78(1H, s), 7.98(1H, d.,
J=8Hz), 8.10(1H, d, J=8Hz).

B M B6-1
-4 (2B E)-2-|RF & )-2-8 K -30-0k ¢ Bf [4,5-b]
-0 B -5-R B WM

MI-(4-F & -2-R W )-2-B % -30-0F B B [4,5-Db]
-0 -5-3R B BB (150mg) B B R 1, 2-- W & K (1.5m1)
, MEBMAZE (148mg) R 2 8 (87wg), W& @ K 1
M, BEBRBS, REMAKK, BN REBEEHBTH.
BEODBESR. A, THRBREETBERNLEY
(139mg),

'H-NMR(CDCL)) :  2.12(3H, §), 2.52(3H, s), 3.40(1H, s}, 3.99(3H, s}, 5.60(2H, ),
6.51(1H, d, J=8Hz), 7.13(1H, d, J=8Hz), 7.83(1H, s), 8.05(1H, d, J=8Hz), 8.14(1H, d
J=8Hz).

B o# o 86-2

-204-
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A7
B7

E BB ()

3-(A-(CBRBRE)-2-KX % )-2-9 % -30-0k v B [4,5-b]
-Bl oE -5-3 B

HRBA4I-TZ2H B, B3-(4-(ZBRE)-2-BRF &)

-2-F B -3A-k v B [4,5-b)-0l uF -5-38 & PO (123me)

]

HBEMNMLEEZ2aBE& (1160g),

'H-NMR(DMSO-d,) : 2.03(3H, s), 2.50(3H, s), 5.55(2H, s), 6.57(1H, d, J=8Hz),
7.23(1H, d, J=8Hz), 7.95(1H, s), 7.98(1H, d, J=8Hz), 8.11(1H, d, J=8Hz).

#

i & 87-1

S-(2-9 ~4- (W B MR MR B )% 36 )-2-W 3% -30-mk 06 B [4,5-b]
- oRE -5-3 B OB ORR

i
T
(&3
i

-]

Iy

24

M 3-(4-M 3% -2-F F & )-2-9 I -30-0k v BF [4,5-b]-
WE -5-3 B ROMR (150me) i RA ML o (1.5m1), REB®T
ABZHBEER (Ildng) 2 M o (0.5nl), M 8 B # 1/
s MEBWR TWMAS W BBESR (114mg) 2 M 8¢ (0.501),
RERFERBR. HREBESEE M AKX, UEHRR
BERBERFEDLEMKEEN SRR MM E S K,
MABMBETEREL AR, AEBESE®., MACE
MESRKE . BE A BEARERTBENLE Y >
WoEE & (101Ieg),

'H-NMR(CDCL,) : 2.52(3H, s), 3.04(3H, 8), 3.97(3H, 5), 5.60(2H, ), 6.10(1H, d,
J=8Hz), 6.90(1H, d, J=8Hz), 7.20(1H, d, J=3Hz), 8.07(1H, d, J=8Hz), 8.13(1H, d,
J=8Hz), 8.87(1H, s).

L

& 87-2

3-(2-% -4- (F @ BE BR 25 )% & )-2-® 3 -30-mk o B
[4.5-b1-W0 oF -5-38 @

-205-
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426666,
A7
B7

RT T R PRI N m e RN

B BRI (oe)

HHRRMBAI-TZ FE, BI-(2-F-4- (9 B EB®R TS
B )-2-W H -3H-0K M B [4,5-b) -0 uf -5-30 B B OAS BT B

(\_H_

BEHMELLAD 2 B EE S (88ng), 3

"H-NMR(DMSO-d,) : 2.48(3H, s), 3.01(3H, s), 5.55(2H, s), 6.60(1H, d, J=8Hz), E’?ﬁ

7.03(1H, d, J=8Hz), 7.33(1H, s), 7.97(1H, d, J=8Hz), 8.11(1H, d, J~8Hz). @

8 % # 88 ;;%
3-(2-F -4-F F B ) -2-F I -3H-BK M B [4,5-b] -0 @ -5 LI
-3 ii-\ 3
HW WA A-T2 H ik, B 3-(2-F -4-BW R E)-2-9 % x }
~3H-BK B OBE [4,5-b) -0 o -5-3 B F B (300me) W 3 M H |
Mibamza®g R (258ag), ;
'H-NMR(DMSO-dg) : 2.52(3H, s), 5.70(2H, s), 6.82(1H, d, J=8Hz), 8.00(1H, d, l.I
J=8Hz), 8.04(1H, dd, J=2, 8Hz), 8.12(1H, d, J=8Hz), 8.40(1H, s). |
B A M 89-1 }
I-F - (B WK )-F R II
R EMAMT-32 F%k, H4-((B=T 8B WL aEx) S|
&~

RE)-2-EFXR (28ne) W BB EHLADZHERY
(112mg),
1H-NMR(CDCL,) : 2.04(1H, br.s), 4.88(2H, br.s), 7.76(1H, d, J=8Hz), 7.82(1H, d,
J=8Hz), 7.88(1H, s}, 9.98(1H, s).
WA e9-2
3S-R-A- (B BREE)BYE-F8B

BHREAI4-12 KK, BHI-B-4-(8B F X )-8 (393ug)
AR EMNteY 28 E B (57Te).

-206-
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42AB66

Al
B?

A~ BERABLER ((ses) ,
|
'H-NMR(CDCl,) : 3.12(3H, s), 5.40(2H, s, 7.72(1H, d, J=8Hz), 7.84(1H, d, J=8Hz), |
7.94(1H, s), 9.98(1H, s). =
B @ B 89-3 2|
P
3-(2-9 -4-W BE ¥ M )-2-8 K -3H-0k B B [4,5-b] -0 e 8§ I
5B E MR - (2R -4-T YK ) -2-F K - 1H-BE 5o
BF (4, 5-b-W & -5-3 B % K 5 |'
Vil 14-22 5%, ot 2-F % -3H-0k Bk B (4,5-b] .L{
O HE -5-¥ B OH R (2.608)R 3-F -4-((F R B K K )W /f\ 2
B)-F M A(3.720) W BB 3-(2-F -4-F B FE)-2-F & - r f
SH-BK K B [4,5-b1-M g -5-B M B A 2 @ 5 &6 & (1.71g) {
Bo1-(2-% -4-W B8 % % )-2-9 3 - LA-0K 8 Bf [4,5-b]-ng |
BE-5-MBEBIAETED (1.40g), 'T
3-(2-% -4-F B K K )-2-F K -30-0K 0B B [4,5-b) -1 @ {
-5-3 B ¥ A |
'H-NMR(CDCL,) : 2.54(3H, s), 3.99(3H, 8),5.73(2H, s), 6.77(1H, d, J=8Hz), 7.61(1H, Il
d, J=8Hz), 7.98(1H, s), 8.10(1H, d, J=8Hz), 8.18(1H, d, J=8Hz), 9.94(1H, ) —_
Mass(ES]) : m/z 344 (M+1) H
mp 189-191C |
D= (2% 4~ BE % 4 )-2-F JE - LH-DK B BF [4,5-] -0 {
-5-38 B B M l
'H-NMR(CDCIy) : 2.64(3H, 5), 4.00(3H, 5), 5.50(2H, s}, 6.61(1H, d, J=8Hz), 7.55(1H, f
d, J=8Hz), 7.64(1H, br d, J=8Hz), 8.00(1H, s), 8.09(1H, d, J=8Hz), 8.18(1H, d. ,
J=8Hz), 9.95(1H, s) |
Mass(ES]) : m/z 344 (M+1) & |
B f# M 89-4 }
3-(2-4 - 4-F BE ¥ K )-2-F K -OH-DK B B (4.5-b]-1h @ :
-207- |
|
|
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426666

A7
B7

A BB (sob)

-5-38 M

GREBMALI-T2H &, BHI-(2-F-4-F EF £ )-2-9
B o-3H-mk o BF (4,5-b)-7H ug -5-¥0 B W A (200me) o 89 8
HEN LW 2mBE &K (202me).,

'H-NMR(DMSO-d,) : 2.53(3H, s), 5.70(2H, ), 6.78(1H, d, J=8Hz), 7.75(1H, d,

J=8Hz), 8.01(1H, d, J=8Hz), 8.09(1H, s), 8.16(1H, d, J=8Hz), 9.96(1H, s).
Mass(ES]) : m/z 328 (M-1) .

mp 188-192°C

B MAa0-1

3-(2-FW -4-[(2,4-= & -1,3-FF Mo -5-80 B )8 3£ 1% &

~2-H F -3H-0K M B [4,.5-b1-0t oF -5-38 B P K

o 3-(2-F -4-0 BN % )-2-8 3% -3H-mk o BF[4,5-b)
-0 4 -5-¥ B (200mg,0.582mmol), BF Mgk -2,4-" &9
(82mg, 0.698mmol) R Wk 8¢ (25mg, 0.291mmol)2 2 B
(el B EREX. SHERELBIHREE DL S
e BEBER (18%mg),

'H-NMR(DMSO-d,) : 2.54(3H, s), 3.85(3H, s), 5.64(2H, s), 6.71(1H, d, J=8Hz),

7.42(1H, d, J=8Hz), 7.74(1H, s), 7.82(1H, s), 8.02(1H, d, J=8Hz), 8.17(1H, d,
=8Hz).
Mass(ES]) : m/z 441 (M-1)

tp >300°C

B O M 90-2

3-(2-F/ -4-[(2,4-= % -1.3-"M® W g -5-90 & )8 & 1% K

-2-F 3E -3H-DK W B [4.5-b) -0t g -5-3% 8
BRMBAAI-TZ HF ik, H3-[2-8 -4-[(vF B og -5-25 5 )

OB TR % -2-8 25 -3H-0K 0B BF [4,5-b]-0 o -5-3% @8 & Ay

(80mg) " B 8 H W& (63mg),

-208-

KRR A P BBl 4482 ( CNS ) AdBLIS (210X 2070 % )
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B7

A BEHI (57)

'"H-NMR(DMSO-d,) : 2.51(3H, s), 5.67(2H, ), 6.70(1H, d, J=8Hz), 7.42(1H, d,
J=8Hz), 7.75(1H, s), 7.84(1H, s), 8.01(1H, d, J=8Hz), 8.16(1H, d, J=8Hz).

Mass(ES]) : m/z 427 (M-1)

mp >300C

B Me-1
P-R -4-E VB

GREHT1-42 H %, B2-8-4-F F 8 (52)7 8 &8
HOILELAHW2HEBE & (41.28),

'H-NMR(CDCL,) : 1.92(1H, br s), 4.75(2H, br d), 6.99(1H, dt, J=2, 8Hz), 7.12(1H,
dd, J=2, 8Hz), 7.47(1H, t, J=7Hz).

B Hs1-2

- -4-Em -1 - (B ESK )R E )X
GREMIUI-1IZ2H R, H2-KR-4- 8 F8 (0.4g)R |

EREE QU)W 8B BB LEH2HEEMW (572ng),

'H-NMR(CDCLy) : 3.02(3H, s), 5.30(2H, s, 7.03(LH, dt, J=2, 8Hz), 7.20(1H, dd, J=2
8Hz), 7.49(1H, t, J=8Hz). |

BB M a1-3
3-(2-F| -4-F F B )-2-W B -3H-mk 0 B [4,.5-b) - ¢ -5-
BB E R R I-(2-F -4-|FE)-2-8H % -10-BF0¢ B [4,5-b)
~ME @ -5-38 B W OB

WM I4-22 FE, B 2-F K -3H-BK B [4,5-b]
~HWE -5-3R B HORR (150ng) R 2-F -4-M - 1- (PR B
EOWE )X (206mg) 0] W@ 3-(2-W-4-8 ¥ % )-2-9 %
CIH-WKBE B (4,5-b]-WE o -5-¥ B R RS 2 O % & (100mg)
Bol-(2-% -4-6 % % )-2-9 & -LH-0K o Bf [4,5-b] -0t o

-2089-

¥
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426666

A7
B7

A AR ()

“S-RBRMIHREEBESEE (5588),
3-(2-®| -4-8 F & )-2-8 B -3H-Wk W B [4,5-b]-0 uf -5-

@R

'"H-NMR(CDCY,) : 2.53(3H, s), 4.00(3H, s), 5.62(2H, s, 6.70(1H, dt, J=1, 8Hz),
6.85(1H, dt, J=2, 8Hz), 7.20(1H, dd, J=2, 8Hz), 8.05(1H, d, J=8Hz), 8.14(1H, d,
J=8Hz),

1-(2-%® -4-8 " & )-2-5 % -1H-pk g 9 [4.5-b]-0lf

-5-38 B W M

'H-NMR(CDCL) : 2.65(3H, s), 4.02(3H, s), 5.40(2H, s}, 6.50(1H, dt, J=1, 8Hz),
6.87(1H, dt, J=2, 8Hz), 7.23(1H, dd, J=2, 8Hz), 7.53(1H, d, J=8Hz), 8.08(1H, d,
J=8Hz).

B H9-4
3-(2-W -4-B N K )-2-% B -3H-BK BB [4,5-b) -0k g -5-
B o

HRREMNI-TZ2FHE, B3I-(2-W-4-B F & )-2-91 %
-3H-BK W B T4,5-b]-0bug -5-30 B B AR (90mg)W W B H
wmhktamzae®E & (152g),

'H-NMR(DMSO-d,) : 2.51(3H, s), 5.59(2H, s}, 6.67(1H, dt, J=1, 8Hz), 7.11(1H, dt
J=1, 8Hz), 7.60(1H, dd, J=2, 8Hz), 8.01(1H, d, J=8Hz), 8.13(1H, d, J=8Hz),
B 92-1
2.4,6-= K ¥ B

W f T4-42 5k, MR 2,4,6-= K F 8 (5g)0 83
BEMWitL&EHMza &&EMH4.14g),
'H-NMR(CDCl,) : 2.04(1H, br s), 4.91(2H, s), 7.36(2H, s).
WM 92-2
24 6-ER-1-((H B BEEE S E)%

-210-
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426666,

A7
B7

£ AR (229)

BRBHII-12 FE, H2,4,6-Z 8 ¥ (300ng) B2
HemEE (1792 ) TR EEMNLADZ2HEBE SR (4070g),
'H-NMR(CDCL,) : 3.08(3H, s), 5.48(2H, s), 7.42(2H, s).

B oM 92-3

2-B B -3-(2,4,6-Z K Y HK )-3H-BKk g BF [4,5-b] -0
G- B PR R C-WOE-1-(2,4,6-% K %K) -1 H-BK e B
[4,.5-b]-0k g -5-¥ B H Ky

i 14-22 5k, B 2-F B -3H-mk mE BF [4,5-D)

SO ME -5-3R B R OMR (150mg) R 2.4,6-= F -1-((H A B8 &
BOR K )R (250wg) W W 8 2-F K -3-(2,4,6-Z /¥ &)
-3H-WK PR BE [4,5-b)-TH nE -5-R B BB 2 A B & (1290g)
Bo2-B 8 -1-(2,4,6-=Z 8 % 2 )-LH-0F i 5% [4,5-b -0 nf
- BB R BRE S (1000g),

2-8 B -3-(2,4,6-Z ® ¥ B )-3H-0K M Bf [4,5-b) -0l uE
-5-F B W A

'H-NMR(CDC,) : 2.46(3H, s), 4.00(3H, s), 5.79(2H, s), 7.39(2H, s), 7.97(1H, d, J=1,
8Hz), 8.07(1H, d, J=1, 8Hz).

2-B K -1-(2,4,6-= ® F & )-1H-1k v Bf (4,5-b]-nf g
-S-EBMAEPM

'H-NMR(CDC,) : 2.73(3H, s), 4.00(3H, s), 5.56(2H, s}, 7.34{1H, d, J=8Hz), 7.44(2H
s), 7.98(1H, d, J=8Hz).
B 92-4
2-F H -3-(2,4,6-= ® ¥ K )-3H-0k 0 Bf [4,5-b -1 o
-5-3 ®
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426666 ,

Al
B7

B B (o)

OB -T2 Bk oW K -3-(2,4,6-% @ %K)
-3H-DK BB (4.5-0) W -5 B F R (94mg) W B 8 H
WAL AM2ZH &R (83ng), u

fgz"
'"H-NMR(DMSO-d,) : 2.50(3H, s), 5.71(2H, s}, 7.72(2H, s), 7.92(1H, d, J=8Hz), | @

8.03(1H, d, J=8Hz).

B oA 93-1

2, d,4-=ZH Y E®

M2, 4,6-Z F B X (2.002)iF R M & 1L B (20m1), M
A2, 2 -BES (2, 4-2 B % -4-H E /X A H)(158ug) B
RT - BaER(2.008), MBEBK2IME, mMASERR
G TRECSHAR, AREERBELFABRDLU D ED
. SEBREAMBE. mMA BB, KEH®
MBEBEENBRRED M AL, RERK®BET S G
AR, FREGSRAREATESEMNLEY2EY (2.40g)
RZIM-ZRHEFEIIRERBE R .

'H-NMR(CDCLy) : 4.57(2H, s), 7.29(1H, d, J=8Hz), 7.37(1H, d, J=8Hz).

B
“_-ﬂ.;-'——_———_—_——-——__—-—-——-—-—

oic

(s B et ‘)«E*MPE«N
)
e

A ———

}

_..____.__._.__.______________%“ )_________ anl,

BB 93-2
- B -3-(2,3,4-= B ¥ K )-OH-0k M B [4,5-b]-0 ug
- B R R R - B -1-(2,3,4-Z W F K )-1H-1k B B
F4,5-b)-0lt ug -5-¥8 B4 & M

oM 14-22 K5 &%, B 2-F % -3H-mk M Bf [4,5-b)
Wb uE -5-3R B8 PR (200mg) R 2,4,6-= B ¥ K I (1.44g)
GBS 2-W I -3-(2,3.4-= @ ¥ & )-30-1K B B [4,5-b)

-212-
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4126666

Al
B7

A RBHI (>0)

CMEoE -5-M M ERIZIEEE R (196mg) R 2-0 % -1-(2,3
ACZ RN B ) -TH-R 0 B [4,5-b] -0 o -5-30 B B AR >
b KR (8288),

2-F % -3-(2.3 4-Z R ¥ H )-3H-Dk % B [4,5-b] -0 mi
-5-R B P M

'H-NMR(CDC,) : 2.54{3H, s), 3.98(3H, s), 5.65(2H, s), 6.43(1H, d, J=8Hz), 7.23(1H,| :

d, J=9Hz), 8.07(1H, d, J=8Hz), 8.15(1H, d, J=8Hz).

2-F F -1-(2,3.4-Z W R B ) - IR-WE e Bt [4,5-b]) -0 o
-5-3%8 B F A |
'H-NMR(CDCL,) : 2.65(3H, s), 4.03(3H, s), 5.42(2H, s}, 6.26(1H, d, J=8Hz), 7.26(1H
d, J=8Hz}, 7.53(1H, d, J=8Hz), 8.10(1H, d, J=8Hz).
® o933
2-F OB -3-(2,3. 4-Z KK )-30-mk vk B [4,5-b] -0l ug
-5-H®

e BAHAI-TZ FE, BH2-8 % -3-(2,3,4-ZKFE)
S3H-mK PR BR (4,5-b1-UH uE -5-3 B P RS (185mg) W B B H
MiE&eza B & &lse ne),

'H-NMR(DMSO-d) : 2.53(3H, s), 5.62(2H, s}, 6.52(1H, d, J=8Hz), 7.52(1H, d,
J=8Hz), 8.00(1H, d, J=8Hz), 8.13(1H, d, J=8Hz).

B M 8a-1
2,4-2 K -5-AB % B

hRMMI4-42 H &k, B2, 4-2 F® -5-& ¥ 8 (1.25¢)
RBENLEY2AEER (1.0g),

'"H-NMR(CDCLy) : 1.96(1H, t, J=7Hz), 4.73(2H, d, J=7Hz), 7.35(1H, d, J=9Hz),
7.40(1H, d, J=THz).
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426666,

Al
B7

A~ BB ()

B M 94-2
AT R -5-m -1-((H B R

VR EMI4-12F &, H2,4-— K -5-8 F & (300mg)
RRBEBER (14ng) T REBEBHLEAYD 2 KEMWH (4040g),
'H-NMR(CDCL,) : 3.08(3H, s), 5.27(2H, s), 7.32(1H, d, J=9Hz), 7.49(1H, d, J=7Hz).
B 94a-3
3-(2,4-Z W -5-F F & )-2-% ¥ -30-1K M BF [4,5-b] -0
HE -5-32 B B MG (234meg)R 1-(2 ,4-Z B -F-WM ¥ K )-2-®
3 - LH-BK B L4, 5-b -l o 53 MW A

oM 14-22 F &, B 2-8 3 -3H-0K ¢ B [4,5-b ]
- uE -5-30 B OB (200me) R 2,4-Z K -5-4 -1- ( (P B
MR E IR E )R (314ug) Bl B 8 3-(2,4-— K -5-&% % &)
-~2-F OB -3H-BK B T4,5-h)-fH o -5- R BERBRAOE S
mr (234mg) R 1-(2,4-2Z R -5-8% F 8 )-2-8 % -1 0-BF ®
BEl4,5-b)-buf -5- B PR 2 B o 5 &% (86mg),

3-(2,4-Z W -5- F K )-2-W K -3H-F M BF [4,5-b]

M N -5-3R B OF A
'H-NMR(CDCL} : 2.57(3H, s}, 4.00(3H, s), 5.60(2H, s), 6.53(1H, d, J=9Hz), 7.52(1H

d, J=8Hz), 8.08(1H, d, J=8Hz)}, 8.17(1H, d, J=8H2).
1-(2,4-" % -5-@ 3% )-2-% B -1H-wE e Bt [4,.5-b] -0
E -5-F B 8 K

'H-NMR(CDC, : 2.67(3H, s), 4.03(3H, s), 5.38(2H, s), 6.28(1H, d, J=9Hz), 7.55(1H
d, J=8Hz), 7.56{1H, d, J=8Hz), 8.12(1H, d, J=8Hz).

B 94-4
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426666

A7
B7

I BB ()

3-(2,4-7 F -5-8 F H )-2-8 K -3H-mk BE B [4,5-b]-0
i -5-3 B

HREMA-TZ H ., M3I-(2,4-7 K -5-6 T & )-2-
FOEE -3H-k 0 B [4,5-b)-Wbug -5-38 B B M (215mg) 6] &
REBBMLteEzaBE & (198ag),

'H-NMR(DMSO-d) :  2.55(3H, s), 5.58(2H, s), 6.82(IH, d, J=9Hz), 7.95(1H, d,
J=8Hz), 8.00(11, d, J=8Hz), 8.12(1H, dd, J=1, 8Hz).

B 6l 95-1
2-F -4A-B R BB

M I-12 K, B 2-8 -4-B B ¥ (5.1g)8 &
FEHBMLAE 2R EEM (5.83g),
'H-NMR(CDCly) : 4.52(2H, s), 7.17(1H, d, J=8Hz), 7.60(1H, d, J=8Hz), 7.76(1H, s).
B oM 95-2
3-(2-% -4-BF B )-2-F 2% -3H-0k M B [4,5-b) -0 o -5-
OB OB OB R 1-(2-% -4-BN R OR ) -2-B 35 - IH-mE B BE (4,5-b)
-0 WE -5-38 B W OBR

Sl 14-22 B ¥k, B 2-F % -LH-0K 0% 8% (4,5-b]-
Whug -5-38 8 F B3 (150mg) R 2-4K -4-B8 ¥ B 8 (780mg)w]
BB 3-(2-|-4-8 F 5K )-2-% % -30-0K 18 B [4,5-b]-14
WE-5-FR B OB M (163mg) R 1-(2-% -4-BE % % )-2- &% - 14
SRR BE [4,5-D]-0 0 -5-3 B P ORR (108mg) 2 M bR B W .
3-(2-% -4-B % B )-2-8 % -3H-mk o Bf [4,5-b -1 ug
-5-% M A M

'H-NMR(CDCLy) : 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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e
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AT
B7

A~ BEABLER (>14)

1-(2-% -4-8 5 8 )-2-8 % -1H-0k 0 8 [4,5-b)-0 g -5-
B8P R

'H-NMR(CDCLy) : 2.65(3H, ), 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((1H, s), 8.09(1H, d, J=8Hz).

b

B M e5-3
3-(2-% -4-B N 4 )-2-8 3 -3H-BK B B [ 4,5-b )-8l ug -5-
E: .

BREAI-T2Z H K, HI-(2-K-4-BF R )-2-90 %
CAH-BR B BE [4,5-b -0 nE -5-30 B 5 B (160mg)E B B H
miteB2aBH (115ng),

'H-NMR(DMSO-d,) : 2.50(3H, s}, 5.57(2H, s), 6.34(1H, d, J=8Hz), 7.60(1H, d,
J=8Hz), 7.97(1H, s), 8.02(1H, d, J=8Hz), 8.12(1H, d, J=8H2).

B M 96-1
2,5- 2R/ -I- (B P & )- B

8 M T16-22 5%, B2,5-Z KK -3-1 B WA
(835ag) A MMM B ML &P 28 Htamh (T18m2),
'H-NMR(CDCI,) : 1.70 (1H, t, J=6Hz), 4.58(2H, d, J=6Hz), 6.88(1H, s).
54 M 96-2
2,5-Z W -3- (MR BR X ) E)-1 B

BB I4-12 5%, B2,5-~ K -3-(3F F &£ )-1% Iy
(300nmg) R BB R 2060 TR B EHMESY 2 & &
(384mg),
'H-NMR(CDCL,) : 3.02(3H, s), 5.12(2H, s), 6.90(1H, s).
B M 96-3
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426666

A7
B7

A PRI (1)

3-((2,0-Z ®W W0 -3-36 ) -9 K )-2-H % -30-mk o B
F4.5-b]-Mog -5-3 B F MR E 1-((2,5-= B rEm -3-2)-
O ) -2-F B - 1H-0K BB [4,5-b]-M o -5-3% B B AS

i i 6 14-22 K 8, B 2-B 35 -3H-mk 0% Bf [4,5-b)
S BE -5-3R B4 ROBR (150mg) B 2,5-2 & -3-((H M B E &)
HE)-W (2250) T W H3-((2,5-Z WIEWH -3-% ) -
F)-2-W % -3H-Bk M B [4,5-b]- o -5- B MERE O
B (87ag)R 1-((2,5-= K WE My -3-% )-H &% )-2-m
E-IH-DR BB [4,5-b]-Wug -5- B B A B2 B BE R
(59mg),
3-((2.5-Z WM W -0-35 )-8 B )-2-H £ -30-0F 0% B
{4.5-D]-0tt o -5-¥8 B8 & M

'H-NMR(CDCL,) : 2.64(3H, s), 4.03(3H, s), 5.42(2H, s), 6.66(1H, s), 8.02(LH, d,
J=8Hz), 8.13(1H, d, J=8Hz).

1-((2,5-Z W OF W -3-3 )-F % )-2-W 3% - 1H-0K 1% B
[4,5-b)-mt o -5-38 By W A3

'H-NMR(CDCLy) : 2.70(3H, s), 4.02(3H, s), 5.20(2H, s), 6.30(1H, s), 7.64(1H, d
J=8Hz}, 8.12(1H, d, J=8Hz).

oo 96-4
3-({(2.5-Z WM By -3-% )-F % )-2-9 X -30-1k 0k B
[4.5-D]-WMf o -5-38 B

HREBHA-TZH &, B3-((2,5-Z KXW -3-8 )-8
B)-2-F K -3H-0K BB [4,5-b]-0 @ -5-3 B B A (T7me)
THBENLA22EEBE S (67Tug),
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426666

Al
B7

B BB (>b)

‘H-NMR(DMSO-d,) : 2.60(3H, s), 5.43(2H, s, 6.94(1H, s), 7.99(1H, d, J=8Hz),
8.07(1H, d, J=8Hz).

B M 9T-1
J-(2-F -4.5-5 B R R H ) -2-F K -3H-mk B B [4,5-b]
B ME -S5-FR B R OBR R 1-(2-%K -4,5-8 @ —E Y HE)-2-8
- LH-BK 0 B [4.5-b - uf -5-10 B B K

s WM 14-22 ek, B 2-8 % -30-1k 08 B [4,5-b]-
Mb uE -5-3R B W AR (200meg) R 6-E M H R B & (236mg) af
WBEBI-(2-|-4,5-T W % ®)-2-® HO-3H-mK BB
(4. 5-bT-Wfuff -5- M Wl 2 A 6% & (1695ug)R 1-(2-
B -4, 6-00 B R R )-2-F B - 1H-DK 0% B [4,5-b]-0t
R -5-FMEBEBR2AEER (T50g),
3-(2-% -4, 5-FF B WV )-2-0 K -3H-UK BB [4,5-b]
- E -5-30 B3 B ORR

'H-NMR(CDCly) : 2.56(3H, ), 4.00(3H, s), 5.59(2H, ), 5.91(2H, s), 6.23(1H, s),
6.89(1H, 5), 8.04 (1H, d, J=8Hz), 8.14(1H, d, J=8Hz). -

1-(2-8] -4,5-38 B — W ¥ % )-2-9 % - 10-Dk 0 B {4,5-b]
-V uE -5-3 B R OM

'H-NMR(CDCL) : 2.67(3H, s), 4.02(3H, s), 5.33(2H, s), 5.94(2H, s), 5.99(1H, s),
6.92(1H, s), 7.57 (1H, d, J=8Hz), 8.08(1H, d, J=8Hz).

B 9T-2
3—(2—ﬁ5~4,5*§ﬁE:ﬁ*ﬁ%)-Z-mg-SH-mﬁﬂﬂéﬁf [4,5-b]
- ouE -5-3% B

s mea-12 /5 %k, B 3-(2-%® -4.5-8 B = § % &%)

-218-
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426666

Al
B7

A~ BBRBLER (>17)

“Z-H OB -3H-BR DR BE [4,5-b) -0t 0E -5-30 B W A3 (160mg)
THABEHNLSY 2HEBER (14408),

'H-NMR(DMSO-dy) : 2.46(3H, s), 5.47(2H, s), 6.00(2H, s), 6.11(1H, s}, 7.19(1H, s)
7.88(1H, d, J=8Hz), 7.92(1H, d, J=8Hz).

8 W 98-1

hREMI4-12 FiE, B2-8-3- (X B X )-= M (300mg)
B BEBE (89ng) MR B 2-W-3I-((FRBEE)HE)-
BPHREIZ-R-I-(EHRE)EHMZ2ESYD., BEEH (3770g)
s HMIELE®BA A EHILELARTIRKE.
5 of M 98-2
3-((2-\ 1 W -3-3% )W 3£ )-2-W ¥ -3H-mk m Bf [4,5-b]-
Mo -5-38 B F R R I-((2-B P M -3-% )8 % )-2-8 %
-TH-0K B [4.5-b) -0l ng -5-3 B ¥ RS

oM 14-22 A&, B 2-8 3% -3H-BK ¢ Bf [4,5-b]
~FEUE -5-3% B W ORR (200mg) R 2-FB -3-((H B BE | KW
H)- BB (313mg, H2-F -3 (ERE)RMZBEW )T H
9 3-((2-%| ¥ W -3-2 ) 26 )-2-8 % -3H-mk g Bt (4,5-b]
- -5- R MR R EESER (L12eg)R 1-((2-F 12 W
-3-F DB R ) -2-8 K -1H-mk ok B [4,5-b)-ut o -5-3 B
R EBE & (100me),
3-((2-F| 12 M -3-2 )W 3 )-2-9 B -3H-mk 8 Bf [4,5-b]

-0 owE -5-3 B W B

'H-NMR(CDCL,) : 2.63(3H, s), 3.97(3H, s), 5.80(2H, s), 7.39(1H, s), 7.50(1H, t,
J=7Hz), 7.58(1H, d, J=8Hz), 7.72(1H, t, J=8Hz), 8.03(1H, d, J=8Hz), 8.12(1H, d,
J=8Hz), 8.18(1H, dd, J=1, 8Hz).
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B7

B BARY ()

t-((2-9 e B -3-% )W 5 )-2-% B - 1H-K o B [4,5-b]-
owE -5-¥ 8 W M

'H-NMR(CDCLy) : 2.70(3H, s), 4.03(3H, s), 5.59(2H, s}, 7.10(1H, s}, 7.49-7.62(3H,
my), 7.70-7.78(1H, m), 8.02-8.20(2H, m).

B f M 98-3
3-((2-|W W W -3-8 )8 B )-2-8 % -3H-mk o Bf [4,5-b)
- g -5 -3% B

HHBHAI-TZH K, B 3-((2-FMmEM-3-3% )8 % )-2-
ROE -3H-TK BB [4,5-D1-Mbug -5-3 B 5 B (100mg) o] &
FEHNEAY 28 &4 & (90ng),
'H-NMR(DMSO-d,, : 2.60(3H, s), 5.74(2H, ), 7.58(1H, t, J=7Hz), 7.70(1H, s),
7.80(1H, t, J=8Hz), 7.91(1H, d, J=8Hz), 8.00(2H, t, J=8Hz}, 8.16(1H, d, J=8Hz).
B A 99-1
-(2-W-4- (=W ¥ H )T H)-2-9 % -3H-8k ¥ Bf (4,5-b)
S HE -F-REBMERELI-O2-KRA-(ZEHERE)FE)-2-H
Bo-VH-K M BK [4,5-b)-0H oE -5-3% B W OB

i B M B 14-22 5 bk, f 2- W 3 -3H-BK B BF [4,5-Db]
Mt BE -5-3 B B ORR (150mg) R 2-F -1-( (9 B B K £ )H
B -4- (S f W %) K (226mg) 8 818 3-(2-% -4- (= f &
)R OE ) -2-F B -3H-wk W BFT4,5-b) -0k 0E -5-30 B WA
ZEABEER (1290g)R 1-(2-8 -4- (S @ B 3£ )% % )-2-
BOHE - UH-DK BB (4. 5-h]-Mh s -5- B R R B SR
(129wmg),
3-(2-% ~4-(Z 4R F %)W 8% )-2-8 % -30-1K 1 B (4,5-b)
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Al
B7

ECRBRI (27) .7

N T

o uE -5-78 B OF A
'H-NMR(CDCLy : 2.54(3H, 8), 3.99(3H, 5), 5.71(2H, 5), 6.73(1H, d, J=8Hz), 7.38(1H
d, J=8Hz), 7.72(1H, s), 8.08(1H, d, J=8Hz), 8.17(1H, d, J=8Hz).

1-(2-F -4-(Z @ B £ )% % )-2-F ¥ - 1H-0k B G (4,5-b]
- g -5- ¥ B W AR

'"H-NMR(CDC,) : 2.67(3H, s), 4.03(3H, s), 5.49(2H, s), 6.57(1H, d, J=8Hz), 7.40(LH!
d, J=8Hz), 7.53(1H, d, J=8Hz), 7.76(1H, s), 8.10(1H, d, J=8Hz).

B B 99-2

3-(2-F -4-(= 4 B B )F K ) -2 3 -3H-1k 0¥ BF [4.5-b]
-0 -5 - ¥ B

Ui B4 M 4-72 F ik, Mm3-(2-5 -4-(= 48 B % )% % )

-2-H B -3H-Tk B BF [4,5-b -0 @ -5-3% B WA (119%n0g)
HMEEMLEM2aRE R (1038g),

'H-NMR(DMSO-d,) : 2.53(3H, s), 5.69(2H, s}, 6.75(1H, d, J=8Hz), 7.60(1H, d,
J=8Hz), 8.02(1H, d, J=8Hz), 8.03(1H, s), 8.15(1H, d, J=8Hz).

B M 100-1

3-(1-98 % -2-% B B )-2-F % -3H-DK B Bf [4,5-b] -0
-E-B B W ORE (1122mg) R 1-(1-W K -2-% B K )-2-8 %
STH-DK BBE (4.5-h -0 g -5-3% B 9 AR

{8 # 14-22 B ik, fH2-F B -3H-DK M B [4,5-b]

~Wf HE -5-¥% B B ORS (150mg) R 1-W % -2-3 B X M (259mg)

B BY 18 3-(1-3R B -2-% BOK )-2-F £ -3H-BK B B (4,5-b)
T -5 W OF MY B A& (1122w R 1-(1-8 B -2-
BB OB )-2-F - TH-mk BB [4,5-0 -0 uF -5-X0 M W K

-221-
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AR ()

t, J=8Hz), 7.64(2H, dt, J=1, 8Hz), 7.77(1H, d, J=8Hz), 8.08(1H, d, J=8Hz), 8.17(1H,
d, J=8Hz), 8.37(1H, d, J=8Hz).

ZH®ER(198ne),
B-(1-B B -2-F% BB )-2-F S -IH-BK 08 B [4,5-b]-N

WE-5-% B W A
'H-NMR(CDCLy : 2.50(3H, s}, 3.97(3H, 5), 5.92(2H, 3), 6.65(1H, d, J=8Hz), 7.56(114

T-(1- % -2-%% BB )-2-8 3% - 1H-0K 0% BF [4,5-b] -l 173
-G-¥ B W A
'H-NMR(CDCLY) : 2.68(3H, s), 4.02(3H, s), 5.67(2H, ), 6.52(1H, d, J=8Hz), 7.53-
7.60(2H, m), 7.68(2H, dt, J=2, 7Hz), 7.81(1H, d), 8.07(1H, d), 8.36(1H, d, J=7Hz).
B H100-2
3-(1- R -2-F P B )-2-5 % -30-0k B B [4,5-b]-mf ug
-H-¥ B

B EMI-TZ sk, BI-(1-8 % -2-% P % )-2-W
SIH-BK M B [4.5-b -0k -5-3 B B ORS (105mg) A 39 42 H

Mitew 2l EBE S (8lag),

'H-NMR(DMSO-d} : 2.51(3H, s), 5.83(2H, s), 6.62(1H, d, J=8Hz), 7.62(1H, t,
J=8Hz), 7.75(1H, t, J=8Hz), 7.86(1H, d, J=8Hz), 7.96(1H, d, J=8Hz), 8.03(1H, d,
J=8Hz), 7.17(1H, d, J=8Hz), 8.31(1H, d, J=8Hz).

B 5 M 101
(- -2-F K ) -2-0 I -3H-k PR B [4,5-b]-0 5 -5-
HBEERRI-(4--2-RFH)-2-9 % - 18- & B
[4,5-b)-Mf & -5-38 B H A5

0o B # 14-22 5 35, B2 BK D% BF [4,5-b) -0 ug -5-
HERR (M) RA- W -2-R-1-(WREBEE )P K
* (689mwe) 0] W15 3-(4-8 -2-FE F 8 )-2-F & -30-Bk &
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B [4,5-b]- T oE -5- BB M B2 E B H (400mg) 1-(4-18
2R OB ) -2 K - LH-DK BB [4,5-b] -0 -5-3 B W
B2 % (250mg),
B (4= -2 S F ) -2-F K -IH-TK 08 BK (4. 5-b] o @ - 5-
o W
'H-NMR(CDC,) : 2.54(3H, s), 4.00(3H, s), 5.62(2H, 5), 6.53(1H, d, J=8Hz), 7.25(1H,
d, J=8Hz), 7.61(1H, ), 8.08(1H, d, J~BH2), 8.16(1H, d, J=8Hz).
Mass(ES]) : m/z 396 (M+1)
T= (4B -2 % 5 ) -2-F I - LH-Dk B B [4,5-b] -1 @ - 5-
AL
"H-NMR(CDCL,) : 2.64(3H, 5), 4.01(3H, 5), 5.49(2H, s}, 6.36(LH, d, J=8Hz), 7.29(1H,
d, J=8Hz), 7.53(1H, d, J=8Hz), 7.65(1H, s), 8.09(1H, d, J-8H).
BWmi02-1
2.T-7 BB - LH-UK BB [4,5-b] -0k i -4-% & B
& 2.7T-T B K - UH-BK BB (4,5-b]-1 & (4.29g) >
A (n) R EW EMAME® T B (80%,7.568) 8 I
BEB] M. SHEXE®. BERBBRERESF & 14
(R /FE=9/DERZBZBHLTHEE BN

ZHEBH (4.612),

'H-NMR(DMSO-d) : 2.46(3H, s), 2.52(3H, s), 6.93(1H, d, J=5Hz), 7.98(1H, d,
J=5Hz}.
® oW 102-2

- -2,7-Z B OZE -IH-bk e B T4,5-b) -0t g

Be@ 2, 7-— B K -1H-mk B T4,5-b]-0 0E -4-% 16 B
(4.45g) 2 | A5 (4.50] )R M W /b B (25.4m)) 5 80°C # &
S OhK R HRBE G R, MEK (15e)X Rk M T @

-223-
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MUE K., REBRHEISH , BSE R AETNEB O L
AWK ER (3.668),

'H-NMR(DMSO-dy) :  2.49(3H, s), 2.52(3H, s), 7.08(1H, s).
B 6 M 102-3
5-3 -2, 7- B B - IH-DK M BY [4,5-b]-0 i

R BEHI-12FHE, BOE6-K-2,7-= 8 % - 10-F v B
(4.6-bl-M @ B.6)THNBEVLAID 2L S

f4.07g)c

)

e — — i — e — bk, ey TP — —  — — r—

(s e e Tﬁ%@#ﬁiﬂ-iﬂ:&ﬁ;g%ﬁt )

'H-NMR(DMSO-dy) : 2.44-2.57(6H, overlapped with DMSG-d 6), 7.20(1H, s).
Mass(ESI) : m/z 226 (M-1)

B M 102-14
2.7-22 B B -1H-BK BB [4,5-b -0 ug -5-3 B P Ay

e MM 110-42 F K, B 5-8-2,7-= B & -LH-Dk m
Btia.5-bl-Mbw@ (A.02e) T W B EHM LS 2B EY

(2.44g),

'H-NMR(CDCly) :  2.72(3H, s), 2.80(3H, s), 3.49(1H, br s), 4.02(3H, s), 7.91(1H,s).| ™
Mass(ES]) : m/e 206 (M+1)*
B @ 102-5
3-(1-R F -2-F B & )-2,7-= B % -3H-m% o Bf [4,5-Db]
-0 ogE -5-38 B8 O R

&2, 7T-Z B -1H-0k BB [4,5-b) -0l 0F -5-3% B B
B (625mg) 2 N, N'-— B B B B HE (6nl) R ok 2 80 F A
NaH(70%% ., 125mg), M #HO0.5/NB , 0 A (1-78 8 -2-
HR XMW (L.05g)% kS TRESNE, MA-8RK
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B (12el), REXBATUSEMLEY2HaEY (1.358),

'H-NMR(CDCL,) : 2.49(3H, s), 2.75(3H, s), 3.98(3H, s), 5.91(2H, s), 6.64(1H, d,
J=8Hz, 7.49-7.83(4H, m), 8.00 {1H, s), 8.38 (1H, d, J=8Hz).

Mass(ESI) : m/e 426 M+1)"
B o pl102-6

3-(1-M F -2-F B M )-2,7- B 3 -3H-mk B B [4,5-b]
-V ouE - 5- ¥R

HREMA-TZ HE, BI-(1-RF-2-%BH K )-2,7-
— B R -3H-BR B [4,5-b)-MuE -5-3RF B (1.34g)8H]

HEHEHBWLEAMZAEY (1.01g),

'H-NMR(DMSO-d,) : 2.49(3H, s), 2.62(3H, s), 5.82(2H, s), 6.53(1H, d, J=8Hz),
7.55-8.00(5H, m), 8.29(1H, d, J=8Hz). |

Mass(ES]) : m/e 408, 410 (M-1f

oA 1031
I-(4-B-2-|F H)-2,7-= B % -3H-K 0 B [4,5-b]-04
W -5-3 B WK

s M 102-62 F %k, B 2.7-= B % -30-0k & B
[4,5-b)-0t o2 -5-3 B B K (550ng) R 4-18 -2-9&/ -1-((H
BERASE)FRE )X 63wg) A B EBMLEE D 2EEED

(9505}%)0

'H-NMR(CDCLy) : 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 103-2
3-(4-8 -2-| X B )-2,7-7 B ¥ -3H-K W B {4,5-b]-
e -5-3 B

GHEMNA-TZ2FHF &, B3-4-®-2-B ¥ ®)-2,7-=

-225-
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BOE -3H-bk B [4,5-b)-0f g -5-30 i W &y (950mg) Ay &
REMteYeEES S (870ng) .,

1
H-NMR(DMSO-d,) : 2.49(3H, s), 2.62(3H, s), 5.55(2H, s), 6.47(1H, d, J=8Hj)
7-43(1H, dd, J=8, 1Hz), 7.85(1H, d, J=1Hy).

B M 104
3-(2,4-Z B F B )-2-F % -IH-BK B B [4,5-b) -0 gF - 5-
mew M

O 26-22 Fk, B5-8-3-(2,4-— /¥ K )-2-
RO -SH-DK e Bf (4. 5-bl-Mg A W IBSEWIESH 28 B
0.
'H-NMR(CDCLy) : 2.53(3H, s}, 3.99(3H, s), 5.63(2H, s), 6.60(1H, d, J=8Hz), 7.10(1H
dd, J=8 and 2Hz), 7.47(1H, d, J=2Hz), 8.07(1H, d, J=8Hz), 8.14(1H, d, J=8Hz).

Mass(ESI) : m/e 350 (M+H)*
e 105-1

-(2-% -4-B VKB ) -2,7- B -3H-DE B B f4,5-b]-mlt
i -5-38 B 9 AR

B 102-62 K5 %, B 2,7-= B K 0§ BE [4,5-b)-
My UE -5-3R B POMR (S00me) R 2-F -1-((H BB E &£ )@ K )
CACEE (TTTeg) T WM B EH B A2 8 & (75 ng).

'H-NMR(CDCL) : 2.54(3H, s), 2.65(3H, s, 3.83(3H, s), 5.68(2H, s, 6.82(1H, d,
J=8Hz), 7.90(1H, s, 8.08(1H, dd, J=8, 2Hz), 8.42(1H, d, J=2Hz).

B 105-2
S-(2-8 -4-B T H)-2.7-= B K -3H-0Kk 0 B {4,5-b] -0
i -5-3 8

TREMI-TZ H &, B3-(2-F -4-BFH)-2,7-=

~226-
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o -3H-mk o B (4,5-D]-Wof -5-38 B8 B B3 (755mg) 6] B
SEHMLtAY2HRELY .,

"H-NMR(DMSO-dy) : 2.52(3H, s), 2.62(3H, s), 5.69(2H, s), 6.77(1H, d, J=8Hz),
7.85(1H, s), 8.05(1H, dd, J=8, 2HZ), 8.40(1H, d, J=2Hz).
B 106-1
2-1% ¥ -6-1% -3-B W o

B 2.6- R -3-BMtaE (5.00g) BB 28 (10ml), B
FEWRFTMARK/ZBEH (6.8, 15]1), B E®HBE R
FHARKEBRS D ERER®EE 19, WA K (2581)3 18
EmE. BB Z2E%, REBRZE (5501), miki®
GH . BREXTBYTHBENLAZEBY (3.192),
'H-NMR(DMSO-dy) : 6.89(1H, d, J=8Hz), 8.24(1H, d, J=8Hz), 8.25(2H, br s).
Mass(ESI) : m/e 216, 218 (M-HJ
B M 106-2
-2 B W B -6-3% -3-1 ftb oF

o2-0 B -6- -3-miulboE (23.9g2)B P R Z B (48m1)
s A Z B (48ml) R W B (2.9m1), R 65°C 2 404 ,
KREBRH#BA2A R 2B IR, W%, F kK (480n1)
W RHEI0H . RELR, UDAKATSHEMNY . 808D
BEFERM(60n)), REABRTESHEHBLEY 28 E @
¥ o(27.28),
'H-NMR(CDCL,) : 2.54(3H, s), 7.33(1H, d, J=8Hz), 8.33(1H, d, J=8Hz), 9.95(1H, br
Mass(ESI) : m/e 258, 260 (M-H): '
B 106-3
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- -2-(N-(2-] - 4- "R T & )-Z2 BB % )-3-8 it o

B 2-Z B W% -6-8 -3-W M (3.21)8% M M K N, N-
SHERBK (160]), REKSW T MANaH(60%H , 326ng)
o MHOSME, RABTHEMAES2-8-4-%F E®
(2.34g)2 | KN, N-— B B R @I (4nl), 3 5 = 88 p
1 AR, BEKA AL ZBZERXR. SHEHRER®
BETLZRLVBESG . O WBREEN (B8R : K
/B M=5/1) HAETRBEMNLELAZREED (4.172),

H-NMR(CDCL) : 2.17(3H, 5), 5.39(2H, s), 7.54(1H, d, J=8Hz), 7.58(1H, d, J=8Hz),
7.69(1H, s), 7.79(1H, d, J=8Hz), 8.14(1H, d, J=8Hz).
Bl 1 106-4
59 -3-(2-% -4 ¥ B )-2-W M -3H-DK B [4,5-b]-
i

- -2- (- (2-F - 4-WMF X )-Z B E)-3-8 1w
(21.8g) B2 R Z 8 (3301)-2 B Z 85 (8.3m1), 2B
MAB® (2.292). MBBHR2NE, 8., BB F &
BEBRBEEEM . WAEREUER, SR EMEH
WEBEBYH (FBE: “HEWK/BR=30/1) o8

Bt aM22REAEE (1.908),

'H-NMR(CDCLy) : 2.49(3H, s), 5.58(2H, 5), 6.67(1H, d, J=8Hz), 7.41{1H, d, J=8Hz)
7.44(1H, d, J=8Hz), 7.75(1H, §),.7.87(1H, d, J=8Hz).
Mass(ES]) : m/e 361, 363 (M'+H)’

B 4 & 106-5
3-(2-F -4-WM W )-2-8 K -30-0k B [4,5-b]-0 0 -5
- B Y R
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F~ BERABLER (7))

R EM26-22 HF ik, HO5-18-3-(2-0 -4- ¥ B )-2-
BOE -3H-pk ok Bf [4,.5-b]-olt i (546meg) 8] B4 158 H 9 4L &

M2Za ek (i82rg),
'H-NMR(CDCl,) : 2.54(3H, s), 3.98(3H, s}, 5.70(2H, s), 6.73(1H, d, J=8Hz}, 7.42{1H,

d, J=8Hz), 7.76(1H, s), 8.09(1H, d, J=8Hz), 8.16(1H, d, J=8Hz).
Mass(ESI) : m/e 341 (M+H)*

B 5 4 106-6

3-(2-FW -4-W K F ) -2-F B -3H-0k B [4,5-b)-0t wE -5
-5 B

MRHEAI-TZ2HFE, HI-(2-H-4-®WF%)-2-9 &%
~3H-BK B BE [4,.5-D]-M & -5-3 B W B8 (67ng)B] B 5 H

Witas2z2EE® (39 0g),

'H-NMR(DMSO-d,} : 2.52(3H, s), 5.68(2H, s), 6.72(1H, d, J=8Hz), 7.69(1H, d
J=8Hz), 8.01(1H, d, J=8Hz), 8.14(1H, d, J=8Hz), 8.20(1H, s}.

Mass(ESI) : m/e 325 (M-H)
o M107-1
2-% -4-F B ¥

hRBMIN-22F %, B2-F-4-WH X (2.3g)0 &

rEMMLEEY 2B KBWH(1.92),

'H-NMR(CDCL,) : 2.40(3H, s, 7.23-7.60(8H, m).

B 4 107-2
2-F -4-FFHR
s mMed-12 Ak, H2-8| -4-% 8 % (3.6g)8 &

BEHMNELEY 2EBE & (3.22 g ).

'H-NMR(CDCL,) 4.64(2H, s), 7.35-7.63(8H, m).
mp 73-74°C

~229-
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5 o M 107-3

6- -2-(N-(2-FK -4-¥FF B )-ZERE)-3-5 Wt ng
B M 106-32 H K, H2-Z B -6-18 -3-8 1

(L. 0g) R 2-R-4- XX HEWR (1. 1) W B EHHLESD

ZAEEY (1.68),

'H-NMR(CDCIy) : 2.25(3H, br s), 5.42(2H, br s), 7.32-7.70(9H, m), 8.11{1H, d
J=8Hz). >

Mass(ES]) : m/z 458 (M-H)
B4 M 107-4

5- -3-(2-W-4-F ¥ H)-2-W K -30-0k ¥ B [4,5-b]-
i3

1 B 106-42 F i, B 6-8 -2-(N-(2-9 -4-% %
E)-c BB E)-3-BIHMw (3.56) 7 W B EMLEEY >

&ﬁﬁ%%(ZSQg)o

'H-NMR(CDCLy) : 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(ES]) : m/z 414 (M+1)
B M 108-1

- -2-(K-(2-F 4-(Z R A E)F K )-Z BB & )-3-1
oo

i e ol 106-32 H sk, B 2-Z B & -6-1% -3-85 1
B (2.0} R 2-W-1- (R BMBEEE )8 £)-1-(= % & &)
F 2.V WBBEBBOHEAY(2.68),

r

'H-NMR(CDCLy) : 2.20(3H, brs), 5.40(2H, br ), 7.53(2H, d, J=8Hz), 7.66(1H, br s)
7.78(1H, d, J=8Hz), 8.12(1H, d, J=8Hz).

B o0 41 108-2
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5-8 -3-(2-F-4-(Z @ B %) & )-2-8 % -3H-bk 0 B
{4,5-b)-5lt o

B @M I06-42 F ik, B 6-18-2-(N-(2-9§ -4-(= &
HEITE)-CBERE)-3-WHa (2.6g)0 88 B 814
T 2R ERER(1.552),

'H-NMR(CDC,) : 2.51(3H, s), 5.59(2H, s), 6.68(1H, d, J=8Hz), 7.39(1H, brd,
J=8Hz), 7.41(1H, d, J=8Hz), 7.73(1H, br s), 7.88(1H, d, J=8Hz).

Mass(ESI) : m/z 406 (M+1)

mp 106-107C

B 108-3
3-(2-F -4-(= & W &% )T ¥ )-2-% 3 -3H-1k o Bf [4,5-b]

e

(m%mﬁ?ﬁ%mmNﬁﬁwgﬁﬁ}

-tk wE -5-3 B B AR

WM 26-22 F ik, B5-® -3-(2-F-4-(Z /K 8 &)
) -2-8 R -3HE-DE M B [4,5-b)-W (1.5g)W B B A ®
teavzgEaER(1.47),

'H-NMR(CDCL,) : 2.54(3H, s),.3.99(3H, s), 5.71{2H, s), 6.73(1H, d, J=8Hz), 7.38(1H,
d, J=8Hz), 7.72(1H, s}, 8.08(1H, d, J=8Hz), 8.17(1H, d, J=8H2).

)

S S P

B H109-1
2-M B -6- -3-B Wi g B R W W

M 2-KE 2% -6-F -3-B M o (20.2g)18 R 30%& B B /2
B W (100ml), RO0CHB. 4/PhEHE, mA0%E R
M/ZMEW(100nl), B M IOCH # 1/ 8F . 5 &8 3
ATREBMARTRIICRESINE, S0 RBELB L
NEstt T EENLaD 2k BEa®h (33g),
'"H-NMR(DMSO-d,) : 7.63(1H, d, J=8Hz), 8.01(1H, d, J=8Hz).

-231-
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B 1009-2
2-Z BERE B -6-3 -3-8 W g

B M 106-22 5 3%, B 2-FR B -6-1% -3-8 ot o &
B (50.0e)R ZB (L00n)AMBEBHLESY 2 8 &

i ¥ (40.7g),
'H-NMR(CDCL,) : 2.54(3H, s), 7.34(1H, d, J=8Hz}, 8.34(1H, d, J=8Hz), 9.98(1H, br
Mass(ES]) : m/e 260 (M-1)
M 109-3
S-IR -2-BUE - TH-BK B [4,5-b) -0 0g

R MM I06-42 F ¥, B 2-Z B % -6-1 -3-85 0

(4. 0) A W BEAMLAYM B B EER (2.48g8),
'H-NMR(DMSO-d) : 2.51(3H, s), 7.32(1H, d, J=8Hz), 7.83(1H, d, J=8Hz).

Mass(ESI) : m/z 210(M-1)

mp 239-2417C

B 109-4
2-F R -IH-OK BB [4,5-b]-0b0E -5-20 B W g

ML EBE(1.182), 1,3-% (B ¥B )RK (2.31¢)B 5-
W-2-F K -1H-BE M B [4,5-b]-Mu (3.722)ERBE B
s MO N N-Z W O B OBER (18.6ml), HOE (14.381)8 =
SR (5.4ml), MBS CRIOCKEMZC0, T @ 14/h 85,
GAAEBBRER. MARB(IN)AE M., SREE F
Y. BEHTHSENILEADZHEEE (2.95g),
'H-NMR(CDCI,) : 2.82(3H, s), 4.05(3H, s), 8.04(1H, d, J=8Hz), 8.10(1H, d, J=8Hz).
Mass(ES]) : m/e 192 (M+1)*
B M 110-1
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4126666,

A7
B7

A R (o)

-1 -2-(N- (2 4-Z E VT K )-Z BB E)-3-8 1t 2
B M106-32 F &, A2-Z BKE -6-%-3-/ 1

BE(10.0eg) R 2 A-ZTHRRXBER (8. 3e)A LB EMLED

2HERKH (11.718),

'"H-NMR(CDCI,) : 2.20(3H, br s), 5.33(2H, br s), 7.24(2H, d, J=8Hz), 7.30-7.68(3H,

m), 8.11(1H, d, J=8Hz).

BEMII0-2

- -3-(2,4-Z WX ¥ )-2-0 B -30-0k v 8 [1,5-b]-alf o
0 B H106-42 F KR, BHE6--2-(N-(2,4-= K ¥ &)

- BEE)-I-BM @ (11.7g) A W BERNLEEY 2 E

B (4.27g),
'H-NMR(CDCly) : 2.48(3H, s), 5.50(2H, s), 6.54(1H, d, J=8Hz), 7.12(1H, dd, J=8
and 2Hz), 7.39(1H, d, J=8Hz), 7.47(1H, d, J=2Hz), 7.86(1H, d, J=8Hz).
Mass(ES]) : m/e 370, 372 (M+H)"
Bl Eai11-

I-¥® -4-B K B
8 M T4-42 F k., BHI-K -4-9 F 8 (252)7 8418

Hotaem2mem(23g),
'H-NMR(CDCL,) : 2.36(3H, s), 4.65(2H, s), 7.14(1H, d, J=8Hz),
7.23(1H, d, J=8Hz), 7.36(1H, S}

B M 111-2
3-F -4-W ¥ 8

W ad-F-4-0 KB (2.00e) R = Z K (8.9nl)2 = &
iR (10ml), MUKSHTHMA=ZELHE-BRERESD
(4.47g ), RER  TREIMBE, B EKk KIELUZ 82
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A7
B7

F o BB (>94)

'H-NMR(CDCl,) : 1.40(3H, t, J=6Hz), 4.39(2H, q, J=6Hz), 4.60(2H, s),
7.52(1H, d, J=8Hz), 7.92(1H, d, J=8Hz), 8.06(1H, s)

8 M 113-3

6-8 -2-(N-(4- Z F & -2-F % £ )-Z B WK £ )-3-1 wt 5t
WM 106-32 F %k, B 2-2 B % -6-18 -3-5 Ik

W (24.7Tg) R 4-E B B -3-RF B2 K (44.8g)7 B4 15 H

Mi & (40.918),

1
H-NMR(CDCL,) : 1.40(3H, t, J=6Hz), 2.20(3H, s), 4.40(2H, q, J=6Hz),
5.40(2H, ), 7.16-8.22(5H)

oMo 113-4
-8 -3-(2-%\ -4-(Z § | K )F & )-2-8 3% -3H-pk i B
[4,5-b]-0f g

B 106-42 F ik, B2-[N-Z B X -N-(2-8] -4-
(CTBEREITHE)IEE-6- -3-5 M ug (40.8g) % & 1§

BERte s EagdE R (32.08),

'H-NMR(CDCL) : 1.38(3H, t, J=7.5Hz), 4.36(2H, q, J=7.5Hz),

5.57(2H, s), 6.61(1H, d, J=8Hz), 7.40(1H, d, J=8Hz), 7.77(1H, d, J=8Hz),7.88(1H, d,
2 !

J=8Hz), 8.11(1H, s)
B B 113-5

3-(2-|-4- (2 E B HE)F ¥ )-2-8 K -3H-0Kk o Bf [4,5-b]
-8 W -5-3 B

REBPFED, BW6-8-3-(2-FK-4-(ZEBH ¥ & )-2-
ROE -3H-BF M B [4.5-b]1-0f o (4.92g) B RN, N-2 9 &
HEE (27.6nl)R 8 = TE (21.781), M A =2 K (2.84g)
» LI (B FER)IR &K (1.59g)R 2 885 (11)(865mg),
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4266606
A7
87

A AR ()

BRARERT®REGNE. B ECelitedh 3 B 2 & 8% 12,
M BB (FER: 2BZKB/E1H=1/3) #&1t.
HWEEBENMLSYBOHEARBGAIEEMNLEEDZAE &

¥ (1.92g),

'"H-NMR(CDCL,) : 2.53(3H, s), 2.88(4H, s), 4.01(3H, s), 5.64(2H, s),
6.53(1H, d, J=8Hz), 6.89(1H, dd, J=2, 8Hz), 7.12-7.30(6H, m),
8.04(1H, d, J=8Hz), 8.15(1H, d, J=8Hz) .

8 A 112-2
3-(2-F|-4-(2-F 2 E )T )-2-8 £ -3H-mk M Bf [4,5-D]
- @ -5-3% B

R EMI-TZ H &k, H3-(2-W-4-(2-F 2 # %)%
F)-2-W R -3H-DK M B [4,5-b]-uf ug -5-3% B B OB (1.89g)

AR BEMNLCLAY2EBE R (1.792),

'H-NMR(DMSO-d,) : 2.50(4H, s), 2.84(3H, s), 5.57(2H, s),
6.45(1H, d, J=8Hz)}, 7.09(1H, dd, J=2, 8Hz), 7.15-7.20(5H, m),
7.43(1H, s} 7.99(1H, d, J=8Hz), 8.12(1H, d, J=8Hz)

B M 113-1
I-m - 4-H Y HMZE

W EMT4-22 F &, B3-8 -4-B ¥ B (28.7g)d &
REBMEAY 28 % (28.78),

"H-NMR(CDCL,) : 1.39(3H, t, J=6Hz), 2.43(3H, s), 4.38(2H, q, J=6H2),
7.29(1H, d, J=8Hz), 7.83(1H, d, J=8Hz), 8.02(1H, s

B M 113-2
4- H ¥ -I-EX MM

e EMId-12 H %k, BH3-F-4-0 ¥ 8 2 B (28.7g)
AR EN Ltz E B (39.98),

-2356-
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426666
Al
B7

I~ BAR ((4)

'H-NMR(CDCY,) : 1.40(3H, t, J=6Hz), 4.39(2H, q, J=6Hz}, 4.60(2H, s},
7.52(1H, d, J=8Hz), 7.92(1H, d, J=8Hz), 8.06{1H, s)

B 113-3

- -2-(N-(4-B Z E F -2-HF¥E)-CBKE)-3-B M@
FHEMINE-3ZFE, A2-ZBEE-6-8-3-B I

B (24.T2)RA-BR B E -3-ET B 28 (44.8g)7 81 R H

M4 &% (40.91g),

"H-NMR(CDCI : 1.40(3H, t, J=6Hz), 2.20(3H, s}, 4.40(2H, q, J=6Hz),
5.40(2H, 8}, 7.16-8.22(5H)

oM 113-4
5-1 -3-(2-®-4-(ZFEREE)TH)-2-8 % -30-0k 1 B
[4.5-D] -9t ¢

9 # M 106-42 H K, W 2-[N-Z B % -N-(2-8 -4-
(ZEEBIFE)IEE -6-8 -3-B WMo (40.8¢)7] B 1§

BEmitawsm Emi s (32.00),
'H-NMR(CDCL,) : 1.38(3H, t, J=7.5Hz), 4.36(2H, q, J=7.5Hz),

5.57(2H, s), 6.61(1H, d, J=8Hz), 7.40(1H, d, J=8Hz), 7.77(1H, d, J=8Hz),7.88(1H, d,

J=8Hz), 8.11(1H, 8) "
B 113-5
3-(2-% -4-(Z E W E)F % )-2-F 2% -3H-0K 0 B [4,5-b ]
-l nE -5-3 M

REMESR, H5-8-3-(2-8-4-(ZEPH)FH)-2-

BB -3H-BKDE B (4,5-D)-M o (4.928) B RN, N-— B &

BEE(2T.60 )R =T 8 (21.701), M A=ZZ M (2.84g)

1,3-% (M XM )R K (1.59g) R Z M8 (I1)(865mg),
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426666
A7
B?

A BRI (45

THE, RIOCKEBZC0, B 85°CH B 24/h8 , & % M
AZ K (1.428), 1,3-% (B XK )W K (195mg)R 2 ™
1 (17)(433m8), W H %, RIOKEMZC0, B 85°C |
12/ . BREURGE. ARESGHRLE, SWERE
o (| : FE/RB=1/49) H 4., WEBMILSY
W ERBRERE. WMAZBZBEG0DER KB P E A,
RERBESH. BREXBOIBENLAY 2R E 64

(3.61g),

"H-NMR(DMSO-d,) : 1.30(3H, t, J=7Hz), 2.50(3H, s}, 4.28(2H, q, J=7Hz), 5.08(2H,
s), 6.70(1H, d, J=8Hz), 7.76(1H, d, J=8Hz), 8.00-8.03(2H, m),
8.14(1H, d, J=8Hz)

B 114-1

4,

5-®-3-(2-W-4- (BB E )T & )-2-8 & -30-mk ¢ B
{4,5-b]-M og

HHEEMT6-22FE, B5-B-3-(2-B-4-(Z 8 ¥ L)
TR )-2-F K -3H-DK M B (4,5-b]-0beE (15¢)F B 8 H
mita2nEBE & (11.5),

'H-NMR(DMSO-d,) : 2.46(3H, s), 4.47(2H, d, J=5Hz), 5.32(1H, t, J=5Hz), 5.50(2H,
s), 6.55(1H, d, J=8Hz)}, 7.16(1H, d, J=8Hz), 7.44(1H, d, J=8Hz),7.48(1H, s), 7.99(1H
d, J=8Hz)

MS(ESI) m/e : 366, 368.

B oM 114-2
3-(2-H -4- (R B B )T ¥ )-2-89 & -3H-bk m B [4,5-b]-
Mt oF -5-3 B ¥ Ky

O EA26-22 K8, BHE-8-3-(2-¥§ -4-(8 g %)
T ) -2- K -3H-mk e B [4,5-b)-mf g (12.7g)0 B8
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A~ BERBLER (b )

BEWMAEAD 2k B &R (9.95¢),
'H-NMR(DMSO-d,) : 2.50(3H, s), 3.86(3H, s), 4.46(2H, d, J=5Hz),

5.31(1H, t, J=3Hz), 5.59(2H, s), 6.53(1H, d, J=8Hz), 7. “14(1H, d, J=8H2), 7.49(1H. 5)

8.02(1H, d, J=8Hz), 8.15(1H, d, J=8Hz)
MS(ES]) m/e : 346(M+H), 691(2M+H), 713(2M+Na).

B 114-3
3-(2-F -4-((F BB E )M E )% 8 )-2-F 5 - 31-0F i
Bf[4,5-b1-0f o -5-3¢ @ W Ay

s P 1a-12 B ik, W 3-(2-8 -4-(8 B %)% &)
TECH OB -OR-IK BB [4,5-b)-0t @ -5-1 B m Ay (3.68)R
TEEBR (L OOTHBEN L2 th B & & & (4.2g)

'H-NMR(CDCL,) : 2.54(3H, s), 3.00(3H, s), 4.00(3H, s), 5.16(2H, s),
5.68(2H, s), 6.65(1H, d, J=8Hz), 7.15(1H, d, J=8Hz), 7.51(1H, s),
8.07(1H, d, J=8Hz), 8.15(1H, d, J=8Hz)

MS(ES]) m/e : 424(M+H), 446(M+Na).

B o6 114-4
-(2-F -4- (X | FE )P HE )F B )-2-5 2 -3H-1F 1 B
[4,5-b]1-M & -5-3% ® H &

A8 H ik, M3-(2-F-4-((RRBBEE )T &)
TR -2-0 B -3H-0K M BF [4,5-b)-WhuE -5-38 B R K (2.8¢g)
THREBENLED o BERER (1.94g),

'H-NMR(CDCL,) : 2.54(3H, s), 4.00(3H, s}, 5.01(2H, s), 5.69(2H, s),
6.63(1H, d, J=8Hz), 6.91-7.01(3H, m), 7.16(1H, d, J=8Hz),
7.25-7.34(2H, m), 7.55(1H, s), 8.07(1H, d, J=8Hz), 8.15(1H, d, J=8Hz)

MS(ESD) m/e : 422(M+H).

B oM 114-5
I-(2-F - 4-((XHE % ) B )¥ R )-2-H ®-3H-mk g B

o
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Al
B7

Ao BB (>7)

F4.5-b]-1f oz -5-%9 B
GHBEAI-TZHE, BHI-(2-F-4-((F$E£E )P )
THE)-2-F K -3H-BK M OB f4,5-b)-MoE -5-B B W M

(1.34) A B EAMILELESY 2 EBER (1.54g),
'H-NMR(DMSOQ-dg) : 2.50(3H, s), 5.08(2H, s), 5.64{2H, s),

6.52(1H, br peak), 6.89-7.03(3H, m), 7.23-7.34(3H, m), 7.64(1H, s),
7.98(1H, d, J=8Hz), 8.10(1H, d, J=8Hz)

MS(ES]) m/e : 406(M-H).
H#M115-1
3-(2-F-4-(Z B W BT ) -2-8 % -3H-mk i B
F4,5-h]-0f o -5-% B o K

FRBAI-1Z2FH &, BI-(2-8 -4- (R @BER)
BB )R B )-2-W 2 -3H-bk BB f4,5-b]-0 0 -5-3% By
B (200mg)R — A BEM (1152)0 B EWHILEY 2
REEBESEH (12802),

H-NMR(CDCL,) : 2.25(6H, s}, 2.52(3H, s), 3.40(2H, s), 3.99(3H, )
5:67(2H, s), 6.58(1H, d, J=8Hz), 7.06(1H, d, J=8Hz), 7.45(1H, s) |
8.07(1H, d, J=8Hz), 8.15(1H, d, J=8Hz) |

MS(ES]) m/e : 373M+H)

Bl 61 115-2

3-(2-F -4-(Z H G B )F % )-2-8 % -30-0k 0 B f4,5-b]

- o -5-3% 8
GHRBAI-TZ2HE, BI-(2-F-4-(- B K@K )%

H)-2-W B -3H-Wk M B [4,5-b]-M o2 -5-2% B B M (120mg)

AEBENLAD 2 BB ER (116ng),
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426666, A7

B7

A BB (f)

'"H-NMR{DMSO-dy) : 2.45-2.61(9H, m), 4.04(2H, br peak), 5.63(2H, s),

6.62(1H, d, J=8Hz), 7.33(1H, d, J=8Hz)}, 7.74(1H, s}, 8.01(1H, d, J=8Hz), 8.15(1H, d

J=8Hz)
MS(ESI) m/e : 357(M-H)
5 oF M 116-1

3-(2-FW -4-((MK me -1 -3 )R 5 )F B )-2-B % -3H-K 8
L4, 5-D]-00 o2 -5-3% B W K
B3-(2-R-4-((FBBEL ) K )Y %L )-2-8 % -34-
B BE [4,5-b1-Tl o -5-¥9 B B ORS (300me)iB R - R W &
(6.0mb), Tn AWRM (193meg), REERMBEBE. 8 F K
W ARG BRR ., ¥ HEE 00 &W Kk, REBET
RN EARBE. UZBE, BRIBEOLSY 2B

B @& (213ng),

'H-NMR(CDCl,) : 2.53(3H, s}, 3.99(3H, s), 5.08(2H, s), 5.65(2H, s),
6.62(1H, d, J=8Hz), 6.84-6.93(2H, m), 7.11(1H, s), 7.21(1H. s),
7.53(1H, s), 8.06(1H, d, J=8Hz), 8.15(1H, d, J=8Hz)

MS(ESI) m/e : 396(M+H).
oM 116-2
-(2-F -4-((BK B -1-3 )P £ )% % )-2-9 K -3H-0F W
B [4,5-b)-0lf 0 -5-¥ &

WA A-T2 H i, B3-(2-F -4-( (K ® -1-% )|
BO)F I )-2-F K -3H-0k M B [4,5-b]-M 0 -5-¥% @ W Ay

(235me) AT W B EML A 28 & B & 5 (2040g) ,
'H-NMR(DMSO-dy) : 2.50(3H, s), 5.21(2H, ), 5.58(2H, s),

6.65(1H, d, J=8Hz), 7.00(1H, s}, 7.10(1H, d, J=8Hz), 7.26(1H, s)

7.47(1H, s), 7.93(1H, s), 7.99(1H, d, J=8Hz), 8.13(1H, d, J=8Hz)
MS(ESI) m/e : 380.1(M-H).

¥

-240-

AU R B b BB 5 AT A (CNS ) AMLAS { 210X 29750 4 )

)

N S



426666 AT

B7

& BRI ()

P gind v A o B e R S

B M 117-1
J-(2-% -4- ((Wk i -1-3% )W B )% 3% )-2-8 X -3R-Bk B
B [4,5-b]-WwE -S-RBF M

G @MI16-12 Fk, BI-(2-K-4-((F@ERE)
BOgE )N 3 ) -2-f # -3R-DK M Bf(4,5-b]-Mb e -5-RMHE
B (200ng) R R (B0ng) M BEHNLE 2R EARE
2 (174mg),

'H-NMR(CDCl,) : 1.36-1.48(2H, m), 1.48-1.64(4H, m), 2.27-2.40(4H, m), 2.54(3H
s), 3.40(2H, s), 4.00(3H, s), 5.66(2H, s), 6.54(1H, d, J=8Hz), 7.04(1H, d, J=8Hz),
7.43(1H, s), 8.06(1H, d, J=8Hz),
8.15(1H, d, J=8Hz)

MS(ES]) m/c : 413.2(M+H)

MEMAMILT-2
3-(2-% -4-((WR o -1-% )B % )% % )-2-8 2% -3H-BK B
BE [4,5-b]-0f o -5-%0 8

Y EA-T2 F e, B3-(2-8-4-((Fw-1-%)H
£IF E)-2-B K -3A-me e B [4,5-b]-M g -S-RBMEPM
(l6omg) T M BEHLEEBD2Z2REEE S (153n0e),

'H-NMR(DMSO-d,) : 1.45(2H, br peak), 1.64(4H, br peak), 2.54(3H, s),
2.79(4H, br peak), 4.02(2H, br peak), 5.62(2H, s), 6.60(1H, d, J=8Hz),
7.31(1H, d, J=8Hz), 7.73(1H, s), 8.00(1H, d, J=8Hz), 8.15(1H, d, J=8Hz)
MS(ES]) m/e : 399.3(M+H).

B oA 1181
3-(2-F -4-(F R B E )T E)-2-H % -30-KM B [4,5-D]
-0 uE -5-¥8 M B B

HiLle 2 h ik, BII-(2-H-4-((FMERE)RE)
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A7
B7

&~ BEAHBR (s40)

WA ) -2-% & -3H-DK W OBE (4,5-b -0 0 -5-38 B W A
(200mg)Rmrm} (62mg) I W B EHHLEED 28 & 6ER

(182mg),

'H-NMR(CDC),) : 2.50(3H, s}, 4.00(3H, s}, 4.01(2H, s), 5.63{2H, s),
6.51(1H, d, J=8Hz), 6.98(1H, d, J=8Hz), 7.15-7.30(5H, m), 7.36(1H, s),
8.04(1H, d, J=8Hz), 8.14(1H, d, J=8Hz)

MS(ESI) m/e : 438

RMMA118-2
3-(2-F| -4- (KX W W B )Y K )-2- K -3H-0K M B [4,5-b]
- owE -5 -3 B

B 3-(2-8 -4- (R B W B )5 % )-2-8 3 -3H-0K 1% BY
[4.5-b)-Mt o -5- 8 F A (217ng) 0l BY B EH WIS =
HEBEE &S (191ng),

'H-NMR(DMSO-d,) : 2.47(3H, s}, 4.21(2H, s), 5.58(2H, s), 6.50(1H, d, J=8Hz),
7.11-7.22(2H, m), 7.22-7.34(4H, m), 7.53(1H, s), 8.00(1H, d, J=8Hz), 8.13(1H, d,
J=8Hz)

MS(ESI) m/e : 422(M-H)

B B 119-1
3-(4-((F R E W E)-2-EF £ )-2-9 5 -30-0k ¢ Bt
[4,5-bl-0f uZ -5-¥8 8 % A

B & 3-(2-®| -4-(8 9 H)F B )-2-8 & - 30-mk ¢ B
[4,5-b]-0tk of -5-38 B 9 K (400mg)z — B £ F B IZ (8.0ml)
, ROk S B T M A NalB(Simg) R ¥ % (277m2), R EAET
4N, BRES. MAERSRBEBENTE S E.
HEHBEUAUBDEHE K, RRBETEE., 5B RB
HH . BHBEREA (BEBE®K : B /WEE=50/1) & 1
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HEBEMLEAM2ZhEER (32208),

'H-NMR(CDCIy : 2.53(3H, s), 3.99(3H, ), 4.48(2H, s), 4.55(2H, s),
5.66(2H, s), 6.59(1H, d, J=8Hz}, 7.08(1H, d, J=8Hz), 7.26-7.41(5H, m),
7.46(1H, s, 8.06(1H, d, J=8Hz), 8:15(1H, d, J=8Hz)

MS(ESI) m/e : 436.

B @ 119-2
3-(MA-({(N | E )R ¥ )-2-F F ¥ )-2-8 % -3H0-0F o& Bt
[4.5-b]-0f o -5-38 B

GhHBMI-T2 FE, BI-4-((¥FEH )P H)-2-K
TR )-2-8 B -3H-mk B (4,5-b -t -5-30 B W RS
(352meg ) AW B EMILEGB 2R HEE R (23208),

'H-NMR(DMSO-dy) : 4.51(4H, s-like), 5.62(2H, s}, 6.55(1H, d, J=8Hz),
7.21(1H, d, J=8Hz), 7.24-7.40(5H, m), 7.53(1H, s), 8.01(1H, d, J=8Hz),
8.14(1H, d, J=8Hz)

MS(ES]) m/e : 420(M-H)

B A 120-1
PR -3-(4-R K -2-F| F H )-2-F B -3H-mk M B [4,5-b]
-1

hRWEMALI-TZH %, B-8-3-(2-] -4-(ZE® &)
TE)-2-W K -OR-Bk BB [4,5-b)-MuE (6.0g)F) B/ H

mtaweEeaSER (5.32),

'H-NMR(DMSO-d,) : 2.50(3H, s), 5.57(2H, s), 6.70(1H, d, J=8Hz),
7.45(1H, d, J=8Hz), 7.79(1H, d, J=8Hz), 7.95-8.09(2H, m)
MS(ESI) m/e : 378, 380, 382.

B M 120-2
- -3-[4-(F Bf wk mp -2-% )-2-F ¥ £ 1-2-80 & -3H-%
B [4,.5-b -1 g
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B BRI ()

#5-W -3-(4-B K -2-H T & )-2-8 K -30-mk 0% Bt
[4,5-b]-Wtt @ (2.75g)iF R N, N-= B X B BE I (30ml),
BEBMAI-ZE-3-(3-Z FRAE )KL - TEE®
W(1.66g), 1-%F F B =M (1.37¢g)R 1,2-1 ¥ = [
(78lng)EMBHI1AHE, FEARLRABRES . REHR
HAKBRENERIE. REBHEBRER. BEHRE
R BEZETEELEAREREZM. S5 REBRBR
BELNBENNSBERKLAY (2.97g),

GRS (2.97T)®NZ B (100nl), M A B B X BB B
K e (150me), MBAEFRIS/IHE, REFH R B MIKEB
mAAHRSE. BABURGREPRE(LO:DER, BF
HERNEBEETEELSREERBREN. L 8BS
RETTBSBEBHNLELE 2R EERBY (2.39g),

'H-NMR{DMSO-d,) : 2.52(3H, s), 5.59(2H, s), 6.81(1H, d, J=8Hz),

7.17-7.26(2H, m), 7.47(1H, d, J=8Hz), 7.55-7.65(2H, m),
7.97-8.06(2H, m), 8.33(1H, s} .
MS(ESI) m/e : 450, 452, 454

5 # 1 120-3
S-l4- (X Bk og -2-F )-2-8 v ¥ ]-2-9 % -3H-pk w B
f4,5-b1-0 0 -5- B 2 M

h %ol 26-22 F ik, M 5-18 -3-[4-(3% Bf bk % -2-% )
-2-F W B J-2-F FF -3H-Wk B f4.5-b)-Rb uF (1.85¢g) 5]

HEBEEMLAY 2 BES &K (1.38g),
'H-NMR(DMSO-d,) : 2.58(3H, s), 3.86(3H, s), 5.68(2H, s),

6.80(1H, d, J=8Hz), 7.17-7.27(2H, m), 7.55-7.66(2H, m),

7.98-8.09(2H, m), 8.19(1H, d, J=8Hz), 8.35(1H, s)
MS(ESI) m/e : 430(M-H).
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B B (-9

B4 B 120-4
3-T4- (3 B DK M -2-35 )-2-® % % ]-2-9 % -30-0F ng B
[4.5-h]1-utf @ -5-¥8 B

BREMI-T2 HE, BI-[4-(XBH KK -2-%)-2-8
TOEE-2-F B -3H-DX M B (4,5-b)-MbE -5- B W A
(300me)TT W B EHBWEAY o EBES (260ng),

'H-NMR(DMSO-d,) : 2.58(3H, s), 5.70(2H, s), 6.81(1H, d, J=8Hz),
7.21-7.31(2H, m), 7.60-7.69(2H, m), 7.98-8.06(2H, m),
8.16(1H, d, J=8Hz), 8.37(1H, s) |

MS(ES]) m/e : 416(M-H). .

fH121-1
2-F B -3-[4-(1-F ¥ Bk o -2-3 )-2-F F % )-30-0%
B BF [4,5-h)-M of -5-%% B W &S
A 3-La- (3 B mkme -2-% )-2-% % 3% j-2-8 ® -3H-p
B Bt [4,5-b)-M of -5-%8 B S (325mg), W % B (107mg)
KB P (198mg) R ~ R X B BHK (100l)R T8 F R
BESEARBREGERE. PEREFELBOERESN B
BRBEAMEBARE. RATBEERBERETELL EER

WM. UZ2BMBILETHENILELESY 28 EeaKm (2820g),
‘H-NMR(CDCIQ : 2.60(3H, s), 3.85(3H, s), 4.01(3H, s), 5.78(2H, s),

6.77(1H, d, J=8Hz), 7.27-7.44(3H, m), 7.50(1H, d, J=8Hz),

7.76-7.84(1H, m), 7.95( 1H, s), 8.10(1H, d, J=8Hz), 8.17(1H, d, J=8Hz)
MS(ESI) m/e : 446(M+H)

B Ho121-2

2-H O -3-0A-(1-8 F B ok -2-38 )-2-6 ¥ R )-3H-mk

MeBE [4,5-b1-0 g -5-3 8
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A~ AR (>aa)

8 6 Ma-T2 K%, B2-8 % -3-[4-(1-9 3% B ok pe
“2-F ) -2-F N B )-3H-WK M B [4,5-b) -0 -5-3 @

B (268me ) M B EM LA 2R BEBER (2150g),
'H-NMR(DMSO-d,) : 2.59(3H, s), 3.88(3H, s}, 5.74(2H, s), 6.72(1H, d, J=8Hz),

7.20-7.40(2H, m}, 7.59-7.80(3H, ﬁx), 7.98-8.13(2H, m), 8.18(1H, d, J=8Hz)
MS(ESI) m/e : 430(M-H).

HEmi22-1

I-(E B R M -2-% )W B )-2-0 £ |-3H-1K 0 B [4,5-D]
SO ME -5 -8 B RORR R 1- ((F Bf Ok M -2-% )B O )-2-8 X !
SPH-K M B [4,5-b)-M g -5-30 B8 9 &y

RGN I4-22 5 %, B 2-B 0k B [4,5-b) -0 g -5-
BB W (100mg) ™ 8418 3-( (36 B R0 -2-35 )R % )-2-
HOHE ] -SH-UK 08 BF [4,5-b]-0b 0 -5-30 B 5 RE (20mg) B 1-
COF B WK D -2-3% )W 25 )-2-8 2 J- LA-0K B Bf [(4.5-b]-
Bt M -5-30 B W OBE (20ng) 2 R B M
S-((F B0k o -2-25 )W 8 )-2-8 2 T-3H-DE e Bf [4,5-b]
-UME -5-¥ B W OB

'H-NMR(CDCL,) : 2.88(3H, s), 4.10(3H, s), 5.69(2H, s),
7.20-7.80(4H), 8.03(1H, d, J=8Hz), 8.12(1H, d, J=8Hz)
T- (3% B Ik W8 -2-36 )W 3£ )-2-8 3% )-1H-BK B BF [4,5-D]
-0 -5-% B OB KR

'H-NMR(CDCY,) : 2.30(3H, s), 3.83(3H, s, 5.66(2H, s),
7.18-7.88(6H)

B 122-2
3-0(1-2 % Bk m -2-8 )F 2% )-2-% % -38-pk W B
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B BB (>as)

[4.5-b1-0E o -5-38 B4 & &4

8 M 121-12 K 8, 1 3-0(% BFmk ok -2-28 )& % )
S2-F BE -OH-BK W B [4,5-b]-W o -5-3 B P A (380me)
ROEW(IUng) TR BEHLEAY 2 EBE R (1920g),

'H-NMR(CDC) : 1.08(3H, t, J=7.5Hz), 2.85(3H, s), 4.04(3H, s),
4.51(2H, q, J=7.5Hz), 5.83(2H, s, 7.23-7.38(3H, m), 7.71-7.80(1H, m),
8.02(1H, d, J=8Hz), 8.12(1H, d, J=8Hz)

MS(ESI) m/e : 350(M+H).

Blo@W M 122-3
-1 (1-Z 3% Bt ok -2-3% )W 3 )-2-8 % -3H-0K & B [4,5-h]
-l wE -5- ¥ B

RO I-TZ FE, B 3-1(1-2 ¥ 8 o -2-% )@
B )-2- B -3H-0K M Bt [4,5-b]-nbu¥ -5-% B WA (226mg)
AHSHEMOLEE 2R EEER (110rg),

'H-NMR(DMSO-dy) : 1.33(3H, t, J=7.5Hz), 2.68(3H, s, 4.53(2H, q, J=7.5Hz),
S-91(2H, s), 7.14(1H, t, J=8Hz), 7.24(1H, t, J=8Hz), 7.50(1H, d, J=8Hz), 7.60(1H, d,

J=8Hz), 8.00(1H, d, J=8Hz), 8,11(1H, d, J=8Hz)

MS(ESI) m/e : 334(M-H)
B M 123-1
2-W -4-(F W -2-% )P ¥

HEHBAII-2Z F &k, B2-F-4-H % (7.89g)R &%
Wh-2-W B (4.8e)aT B B EAY (6.52),
'H-NMR(CDCL,) : 2.38(3H, s), 7.07(1H, dd, J=5, 4Hz),
7.22(1H, d, J=8Hz), 7.24-7.30(2H), 7.39(1H, d, J=8Hz), 7.60(1H, s)
Bl 123-2
2-% -4- (W B -2-35 ) ¥ KR
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B HA3-12HF %, H2-8-4-(F W -2-3 )| 3§
(1g)al B BEBBPHEEY (1.352),
'H-NMR(CDCL,) : 4.61(2H, s), 7.09(1H, t, J=4Hz)}, 7.30-7.52(4H), 7.63(1H, s)
B 123-3
6- -2-(N-(2-| ~4-(F"F W} -2-B ¥ X )-2 BEBE )-3-
Bt ug

i B M 106-32 5 8k, B 2-2 BE M 2% -6-1% -3-875 M
B (1.24g) R 2-®| -4- (W 0y -2-% )% # % (1.35¢g)0 #48

BRLEAEY (1.60g),

'H-NMR(CDCL) : 2.24(3H, br. s), 5.39(2H, br. s),
7.09(1H, t, J=4Hz), 7.29-7.34(2H), 7.50(1H, br. d, J=8Hz),
7.62(1H, br. d, J=8Hz), 8.11(iH, d, J=8Hz)

B 123-4

- -3-(2-®W-4-(mrmy -2-8 )% & )-2-8 K -3H-bk 0 B
{4,5-b]-0l ug

B A 106-42 Kk, B 6-8 -2-(N-(2-6 -4-(IF
~2-BE )N BHV-Z BB E)-I-Bot 6 (836me) W B 2B M
It &% (647g),

'H-NMR(CDCL,) : 2.52(3H, br. s), 5.56(2H, 8), 6.60(1H, d, J=8Hz),
7.08(1H, t, J=5Hz), 7.26-7.42(4H), 7.67(1H, s), 7.87(LH, d, J=8Hz)

B M 123-5
3-(2-% -4- (W B -2-% )F K )-2-F % -3H-0k 4 B [4,5-b]
-0 uE - 5-3 B OB OBR

IR M 2622 /5%, B 5-18-3-(2-] -4-(0b iy -2-
)T E)-2-B B -30-0k M B [4,5-b]-0aF (4.7¢) 8 8

-248-~
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RENIEE 2 EELE &K (4g),

'H-NMR(CDCL, : 2.56(3H, s), 4.00(3H, s), 5.69(3H, s),
6.64(1H, d, J=8Hz), 7.07(1H, dd, J=5, 4Hz), 7.22-7.37(3H, m),
7.67(1H, d, J=2Hz), 8.07(1H, d, J=8Hz), 8.15(1H, d, J=8Hz)

MS(ES]) m/e : 398.0(M+H).

B mi124-
3-(2-%| -4-F H W E)-2,7-= B % -3H-0K i 5 [4,5-b]
-0 oE -5-¥¢ B8 B BN

th % 6 1 102-52 F ik, B 2,7-= B X -3H-1k & Bf
[4.5-b]-W o -5-¥ B F K5 (900me) Tl B EH WL =

B R (1.48g),

mp 202-204C
'H-NMR(CDCL,) : 2.58(3H, ), 2.75(3H, s}, 3.99(3H, s), 5.70(2H, s),
6.65(1H, d, J=8Hz}, 7.23-7.45(4H, m), 7.51(2H, d, J=8Hz}, 7.66(1H, s),
7.99(1H, s)

MS(ESI) m/z : 406(M+1}
Bl Hl 124-2
3-(2-% -4-(FE M) -2~ )% 2K )-2,7-= § & -30-0F i B

[4.5-b]-0 o -5-38 B8 & Ky

BE M 14-22 Kk, B 2,7-= B % -3H-1k 08 B [4,5-b]

SR HE -5-3R M R R 2.85ne) B B H ML A2 KBS

& (4.6g),
mp 160-164C
'H-NMR(CDCI,) : 2.57(3H, s), 2.75(3H, s}, 4.00(3H, s), 5.67(2H, s),
6.61(1H, d, J=8Hz), 7.07(1H, t, J=4Hg), 7.25-7.35(3H, m),
7.67(1H, d, J=1Hz), 7.99(1H, d, J =8Hz), 8.16(1H, d, J=8Hz)
MS(ESI m/z : 412(M+1).
Bl M 125-1
3-(2-% -4-F%X X R H)-2,7-- W X -3H-BK 0 B [4,5-b]-
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Fo~ BREABLER (>4f)

o -5-3 B
F M A-TZ H i, WI-(2-8 -4-XERK)-2,7-

ZOFUEE - 3H-DK BB BF [4,5-b -0 02 -5-%0 B B ES (1.45g) ]

MEBMLEY 2 HESE S (1.338). mp250C

'H-NMR(DMSO-dy) : 2.55(3H, s, 2.64(3H, s), 5.64(2H, s),
6.56(1H, d, J=8Hz), 7.35-7.54(4H, m), 7.62-7.67(2H, m), 7.84-7.89(2H, m)

MS(ESI) m/z : 392(M+1).
oM 125-2

3-(2-% -4-("F By -2-8 )% K )-2,7-= B 3% -3H-0k m B
[4.5-h]-0 ¥ -5-¥ ¥

R EHMI-TZ F &, BI-(2-8 -4-(F B -2-% )% &%)
-2, 7- B B -3H-mK M B [4,5-b]-Thuf -5-3 B R R (2.0g)

THBAMLAYZEESE S (1.815),
mp>250T
'H-NMRDMSO-d,) : 2.53(3H, 5}, 2.64(3H, ), 5.61(2H, s), 6.55(1H, d, J=8Hz),

7-14(1H, t, J=4Hz), 7.49(1H, dd, J=8, 1Hz), 7.58(1H, s), 7.60(1H, br s), 7.87(2H, g)

MS(ES]) m/z : 396(M-1)
B M1206-1
3-12-|-4-(5-®W W -2-8 )% £ )-2,7-= B & -3H-0k
OB [4.5-b)-M 0 -5-38 B 5 &

i B Me6-12 Bk, H3-(2-F-4-(rk W -2-3 )%
¥ )-2.7-Z B -3H-mE ok B [4.5-D)-0 0 -5-% B P B

(2.56) A N B EHWELEEG 2 E\BELE R (1.72e),

'H-NMR(CDCL,) : 2.55(3H, 8), 2.74(3H, s}, 3.98(3H, s), 5.60(2H, s),
6.60(1H, d, J=8Hz), 6.88(1H, d,J=4Hz), 7.04(1H, d, J=4Hz),
7.21(1H, dd, J=8, 1Hz), 7.57(1H, d, J=1Hz), 7.98(1H, s)

MS(ESI) m/z : 446(M+1)

-250~

AR R N F B AT S ( ONS ) AdLIG ( 210X 2972 4 )

A
P
U s — — —— e g o s e Srre— A i ol

*
i
%
#
i
<
i
pin
¥
o
b
5 og
A
o
|
|
|
|
37
|
|
|
I
|
~l

4
e



PR R OD e B R M B e 0 N

426666 A7

B7

B~ BEBASLER (>49)

B M 126-2
F-L2-F -4-(5-F KW -2-3% )F & )-2,7-— @ % -31-pk
WEBE(4,.5-b]-0f o2 -5-3% B

HGEHBEMNI-T2 Hik, B3-[2-% ~4-{(5-FW UE B -2-% )
T2 T B -3H-0E 08 B[4, 5-b]-U @ -5-¥ B o
B (1L.23e) Al B EBEWLEEAM2EEE S (1.08g),

mp>250C

'H-NMR(DMSO-dﬁ) 1 2.53(3H, s}, 2.63(3H, s), 5.60(2H, s},
6.54(1H, d, J=8Hz), 7.17(1H, d, J=4Hz), 7.42(1H, dd, J=8, 1Hz),
7.49(1H, d, J=4Hz), 7.84-7.88(2H, m)

MS(ESI) m/z: 430(M-1).

B o127-1
2-F -A-(IE R W)Y B P R
HHREMBO-12Z HE, Bi4-8-2-B 5 8B 9 (1)1

B EWMES 2 maEam (4138ug),
'H-NMR(CDCL) : 0.90(3H, t, J=8Hz), 1.29-1.51(4H, m),
1.64-1.76(2H, m), 2.96(2H, t, J=8Hz), 3.90(3H, s),
7.14(1H, dd, J=8, 1Hz), 7.29(1H, d, J=1Hz)

o M Mm127-2
I-TME-2-BEFXBIAMR

o BAB-12 H e, M4-8-2-EF B WA (1g)d
HEEMEEY2®EMHm (908ng),

'H-NMR(CDCLy) : 3.91(3H, s), 4.19(2H, s), 7.15(1H, dd, J=8, 1Hz),
7.23-7.43(6H, m), 7.75(1H, d, J=8Hz)

5 0 61 127-3,
2-® -4-Z W T B AN
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A BEAHER ()

BHEMSI-12 H ik, B4-8-2-B F 8 F K (3.65¢)

A HBEMNEAY 2EEWm(2.018),
'H-NMR(CDC,) : 1.37(3H, t, J=7.5Hz), 3.01(2H, q, J=7.5Hz),
3.91(3H, s), 7.15(1H, dd, J=8, 1Hz), 7.29(1H, d, J=1Hz),
7.78(1H, d, J=8Hz)

Bl 128-1
2-9] -4-(F % & W %)% B8

G REMBI-22 H ik, B2-8 -4-(FE X 2 % %)% &
W (430mg) A WISEMLLEY 2 /e (364mg),

'H-NMR(CDCL) : 0.90(3H, t, J=8Hz), 1.29-1.49(4H, m),
1.60-1.72(2H, m), 1.89(1H, t, J=5Hz), 2.91(2H, t, J=8Hz),
4.74(2H, d, J=5Hz), 7.20(1H, d, J= =8Hz), 7.20(1H, br )
7.38(1H, d, J=8Hz)

WA 128-2
G- R -2-R ¥ B

G HBI-22 Hik, HA-NHE-2-BSX M
(900me) Bl W HE MWL S Y2 EaH (787T8g),
'H-NMR(CDCL,) : 1.88(1H, t, J=7Hz), 4.11(3H, s), 4.73(2H, d, J=THz), 4.19(2H, s},
7.19(1H, d, J=8Hz), 7.21-7.32(6H, m), 7.36(1H, d, J=8Hz)
5 5 fl 128-3
2-F -4-Z2 W ¥ &

BRBMBI-22 Kk, H2-F-4-ZHMSB¥E (22)

RS ENLE 2 EE M (1.69g),
'H-NMR(CDCL,) : 1.32(3H, t, J=7.5Hz), 1.92(1H, t, J=7Hz),
2.95(2H, q, J=7.5Hz), 4.74(2H, d, J=THz), 7.21(1H, dd, J=8, 1Hz),
7.30(1H, d, J=1Hz), 7.38(1H, d, J=8Hz)

B M 129-1
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ROP RS R RS e 1 R

E PR (1)

2R -I-((F B RE )R E)-A-(EXHKE )
GREM 4-12 F ik, B2-8 -4-(F 7% & %)% 8
(350meg) T W B EMLEE Y., it & E R E s ER,
B mo129-2
AN RE-I-(FPEBER )P R )-2-8 %
BRFEMI4- 125K, BHA-FH % -2-8F 8 (350ng)
MIREAMESEY ., L& WE R EEE,
WO Ho129-3
2-F-A-Z M E-I-((H B ML) %) -
HREHMIAI-12 5K, BL-8-4-2 W %8 (1.66g) 7
HRHMEAY . KL/ HAFEHE 4 FH,
B o130-1
B-l2-% -4-(0F /% Wi 2% )¢ B ]-2-0 % -3H-0K M BF (4,5-D]
S EE -5-E B R R I-[2-B -4 (ERXBE)IFHE |-2-1
Beo-3H-K 0 B (4,5-b -0 o2 -5-¥ B Ay
15 0 6 14-2:2 /3K, I 2-F 3 -3H-0k 0% B [4,5-b]-
Wb o2 -5-F0 B8 W OB (273mg) 0] B 45 3-[2-% -4-(FE R % %)
N )-2-F K -3H-WK M B [4,5-b]-M0F -5-R B P R
MEBER (20Tee) R 1-[2-F -4-(E R F £ )% & ]-2-
RO -IH-DE o B {4.6-b]-ME0F -5- BB ERmEZ2EAETHY
(293mg),
-12-W -4-(E ¥ %)Y B 1-2-5 % -3H-10% 8 P [4,5-1)
-fth BE -5-3 # B A

-253-
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mp 64-65C .
"H-NMR(CDCL,) : 0.89(3H, t, J=7.5Hz), 1.26-1.46{4H, m),
1.59-1.70(2H, m), 2.54(3H, 5), 2.89(2H, t, J=7.5Hz), 4.00(3H, )
5.63(2H, 8}, 6.55(1H, d, J=8Hz), 7.00(1H, d, J=8Hz),
7.34(1H, d, J=1Hz), 8.06(1H, d, J=8Hz), 8.16(1H, d, J=8Hz)
MS(ESI) m/z : 418(M+1).

P-{2-® -4-(GE S W 28 )% %5 [-2-9 5 -3H-1K I Bf [4,5-b]

- -5-3 B R OMR

v

'H-NMR(CDCLy) : 0.89(H, t, J=7.5Hz), 1.26-1.47(4H, m),
1.59-1.71(2H, m), 2.65(3H, ), 2.90(2H, t, J=7.5Hz), 4.01(3H, s),
5-39(2H, s}, 6.40(1H, d, J=8Hz), 7.01(1H, dd, J=8, 1Hz),
7-35(1H, br s), 7.56(1H, d, J=8Hz), 8.09(1H, d, J=8Hz)

MS(ESI) m/z : 418(M+1).

B M 130-2
3-T4-(Y R B )-2-F 15 % -2-% 55 -30-0Kk v Bf [4,5-b]-
bb WE -5-GR B W R R I-{4- (R WK )-2-8 1% K -2-w 1% -
SH-BK ¢ Bf [4.5-b -0kt g -5-3 B & K

s 14-22 Bk, B 2-F 3E -3B-mE BE B (4,5-b)-
Mlh B -5-3R BY W OBE (554me) T B 8 3-[4-(F B K )-2-8 ]
TR 2o E -3H-mk M B [4.5-b1-0 o -5-¥ B OB B > B
HEER(592e) R I-[4- (TR E)-2-8 |F & -2-9 %
COH-BK B BK [4,.5-b]-PMh ok -5-M B AR FAERY (495ng) .
S-T4-(F B ) -2-F 1°F % -2-% 5 -30-Dk ¢ Bf [4.5-b]-

MW -5-3 B &

mp 140-142°C

'H-NMR(CDCL,) : 2.51(3H, s), 4.00(3H, s), 4.09(2H, s), 5.61(2H, s), 6.51(1H, d
J=8Hz}, 6.99(1H, d, J=8Hz), 7.23-7.31(5H, m),

7.34(1H, brs), 8.05(1H, d, J=8H2), 8.14(1H, d, J=8Hz)

MS(ESI) m/z : 438(M+1).
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T-TA- (N W E)-2-8| | F % -2-8 3% -3H-1K 05 BF (4,5-b]
-flE o€ -5-38 B O OBR

'H-NMR(CDC,) : 2.64(3H, s), 4.00(3H, s), 4.10(2H, s), 5.38(2H, s), 6.38(1H, d,
J=8Hz), 7.01(1H, br d, J=8Hz), 7.20-7.31(5H, m),

7.36(1H, br s), 7.51(1H, d, J<8Hz), 8.07(1H, d, J=8Hz)

MS(ES]) m/z : 438(M+1).

B M 130-3

3-(2-% -4-2Z W F B )-2-F K -3H-Dk M B [4,5-b] -0
IR BEERI-(-E-4-CR T RE)-2-F K -3H-0F
Bt 14.5-b]-0f oF -5-3% A P &

e e 14-22 7 %, B 2-B B -30-BK 0% B [4,5-b]-
WE e -5-3% B8 B ORR (1.57¢)W B4 15 3-(2-% -4-2 ¥ § &)
mZ-H R -3H-mK P BY [4.5-b)-MfoE -5-¥ B H By 2 B &
e (LL218)R1-(2-F -4-Z B F 8 )-2-8 K -30-H ©
BI4.5-bl-MbnE -5- B BEBE2FA TR (947ng) .
3-(2-F -4-2 W ¥ )-2-F % -3H-K W B [4,5-b]-% ug

-5-R B P

mp 116-117C ' .

'H-NMR(CDCL,) : 1.31(3H, t, J=7.5Hz), 2.54(3H, s),

2.92(2H, q, J=7.5Hz), 4.00(3H, s), 5.63(2H, s), 6.55(1H, d, J=8Hz),
7.01(1H, dd, J=8, 1Hz), 7.34(1H, d, J=1Hz), 8.05(1H, d, J=8H2),
8.14(1H, d, J=8Hz)

MS(ESI) m/z : 376(M+1).

P-(2-8 -4-Z 0 % )-2-W % -3H-0K 0 Bf {4,5-b -1 g

-RE AN

mp 150-151C

'H-NMR(CDCJ,) : 1.32(3H, t, J=7.5Hz), 2.66(3H, s),

2.93(2H, q, J=7.5Hz), 4.02(3H, s), 5.39(2H, s}, 6.41(1H, d, J=8H2),
-255-
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7.02(1H, dd, J=8, 1Hz), 7.36(1H, d, J=1Hz), 7.55(1H, d, J=8Hz),
8.07(1H, d, J=8Hz)

MS(ESI) m/z : 376(M+1).
B o131-1

3-12-W-4-(E X Z WM B )-F % )-2-5 % -3H-pk vp B
[4.6-bi-0ff i -5-3 B

s M A-T2 8, B I-12-8 -4-(F /X b &£ )-% & |

SZ-B R -3H-mK 0 BY [4,5-b) -0 o -5-3 # B R (200mg)
TRHBENLEAY2EELE R (1820g),

mp 178-179C
'H-NMR(DMSO-d) : 0.83(3H, t, J=7.5Hz), 1.19-1.41(4H, m),
1.49-1.62(2H, m), 2.51(3H, s}, 2.97(2H, t, J=7.5Hz}, 5.57(2H, s),
6.50(1H, d, J=8Hz), 7.14(1H, dd, J=8, 1Hz), 7.46(1H, d, J=1Hz),
8.00(1H, d, J=8Hz), 8.13(1H, d, J=8Hz)

MS(ESI) m/z : 404(M+1). '

@M i131-2
3-f4-(F W E)-2-K 1-F % -2-9 % -30-06 0 Bf [4,5-b]
-0 oE -5-¥ B

THBEHI-TZHE, BI-4-(FHRE)-2-F )-% &
SZ-FE -3H-BK DS B [4,5-Th]-0of -5-3% B WA (462mg)

ARSEMLEED & EBE S (413ng),
mp 177-185C
'H-NMR(DMSO-d,) : 2.48(3H, s), 4.25(2H, s), 5.55(2H, s),

6.49(1H, d, J=8Hz), 7.13-7.39(6H, m), 7.50(1H, d, J=1Hz),
8.00(1H, d, J=8Hz), 8.13(1H, d, J=8Hz)
MS(ESI) m/e : 424(M+1), )

-256-
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A~ BB (e )

TR E N e N

B oM 131-3
3-(2-8 -4-Z W T B )-2-F 2 -3H-0k o B [4,5-b] -0 w2
-5- B

R I-T2F %k, HI-(2-B-4-ZH S % )-2-9
B -3H-UK 0% B (4,5-b) - oF -5-30 B B KRS (1.2g)0 8 18

BEMmiEEdma2EBEER (1.078),
mp 202-204°C ’
'"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)
MS(ESI} m/z : 360(M-1).
oMM 132-1

3-(2-% -4-((3-0lb ng R £ )W 2 )W £ )-2- & -3H-mk i
Bt 14,5-b]-Mt o -5-% B 5 K

FH1I8Z FHiE, BMI-(2-8 - 4-((FREBESE )P )
T H ) -2-F B -3H-DK M BF [4,5-b) -0 & -5-3 B W A
(300me) R 3-BM g (TTwg) AN B EHMLEY 2 8 & &
% (197eg),

"H-NMR(CDCL) : 2.55(3H, s), 4.00(3H, s), 5.06(2H, s), 5.69(2H, s), 6.65(1H, d,
J=8Hz), 7.16(1H, d, J=8Hz), 7.19-7.30(2H, m), 7.55(1H, s), 8.07(1H, d, J=8Hz)
8.15(1H, d, J=8Hz), 8.21-8.19(1H, m), 8.36(1H, s)

MS(ES]) m/e : 423.1(M+H),

WM 132-2
3-(2-F -4-((3-Plb v & % )R £ )F #)-2-9 & -30-1k 1
Bt [4.5-bi-ult ng -5-38 B

BREAA-TZ FE, BI-(2-8 -4-((3- @ § % ) &

=257~
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A BRABLER (ssb)

BOT R )-2-w % -3 -k ne B [4,5-b1-ul u -5-% @ T A
(1ng) TR B EMLED 28 8RR (162mg),

lI-I—Nl\/lR(DMSO-d*_,,) : 2.52(3H, s), 5.17(2H, s), 5.63(2H, s),

6.59(1H, d, J=8Hz), 7.26-7.36(2H, m), 7.43(1H, dd, J=8, 2Hz),
7.68(1H, s), 8.01(1H, d, J=8Hz), 8.10-8.20(2H, m), 8.34(1H, d, J=2Hz)
MS(ESI) m/e : 407.2 (M-H),

B M 133-1
3-(4-(N-TEBRE)-2-F¥ %)-2-8 & - 3H-K g B
{4,5-b]-oku2 -5-¥8 & & K

VIREMWI33-22 Kk, HI-4-BH-2-8 5 % )-2-
R -SH-BK BB T4.5-b] -0t o -5-3 B W ORS (500mg) R *

BEE (e 8B MEaY2mELEH (51002),

'H-NMR(CDCL) : 0.94(3H, t, J=7H3), 1.64-1.78(2H, m),
2.32(2H, t, J=8Hz), 2.48(3H, s), 3.98(3H, s), 5.48(2H, s),
6.17(1H, d, J=8Hz), 7.04(1H, dd, J=8, 2Hz), 7.86(1H, s),
8.07(1H, d, J=8Hz), 8.15(1H, d, J=8Hz), 8.67(1H, s)

&4 # 133-2
3—(4-(N—*ﬁ&§r&£)-z-ﬁ*ﬁﬁbznﬁﬂﬁ—w-mﬁﬂ&@f[4,5~b]
-t -5-3 B R AR

Ba-(4-M 2 -2-F ¥ % )-2-0 %5 -3H-0K 4 Bf [4,5-b]-
HELD%-S—%?EEEHﬁ(300mg)2:ﬁ'¥ff£(3ml)M)\EZIﬁ
(110mg), ﬁébki%’éi]?hﬂ)\*ﬁmﬁ(134m1)§tﬁ‘&¥?ﬂ?f§
PE12A® . MAXEUERBRR., S5 E L G0 m
Kt REARBETEREARBES . WACE I &
. BREHARLARERTSENLAD 2 RES S
(317mg),

-2568-
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'H-NMR(CDCL,) : 2.50(3H, s), 3.49(3H, s), 5.55(2H, s),
6.35(1H, d, J=8Hz), 7.17(1H, d, J=8Hz), 7.37-7.53(3H, m),
7.89(2H, d, J=8Hz), 8.06-8.17(3H, m), 8.70(1H, s)

B A 134-1
3-(4-(N-TEEBEX)-2-FR ¥ R)-2-8 & -3H-E e B
[4.5-b]-ut mg -5-% B

hhREWA-T2 5k, H 3-(4-(N-T EMW % )-2-| %
B )-2-F B -3H-DK M B [4,5-b) -0 @ -5-3% B W A (239mg)

THEBENLAD 2 WE SR (2280g),
'H-NMR(DMSO-d,) : 0.89(3H, t, J=7Hz), 1.52-1.63(2H, m), |
2.26(2H, t, J=THz), 2.50(3H, s), 5.56(2H, s), 6.57(1H, d, J=8Hz |

( ),
7-28(1H, dd, J=8, 2Hz), 7.97-8.02(2H, m), 8.12(1H, d, J=8Hz) |
W mi3e-2 f
I
.

R

S-(4-(N-F BERG ¥ )-2-% % % )-2-H & -3f-mk M B [4,5-b]
- -5-¥ B

LREMA-T2 F &k, BI-(4-(N-F B & y-2-8 F
By-2-W B -3H-DK BB [4,5-b) - oE -5-35 B W A (200mg)
THBSEN LAY 2 EAELE S (165ng), -

7.50-7.62(4H, m), 7.92-8.15(5H, m)

B 1351
3*(4~(N-?§EJ§—N—I¥H’§%)-z—ﬁ‘ﬁr*E%Z—ﬁii‘;—aH-ﬂ*
BB [4.5-b] -0 o -5-38 B = K
ﬁﬁﬁ3-(4-(!4-'%@55'32%)-2—%%%)-Z—EIE—BH*IBKIEE
@ff4‘5—hI-ﬂttﬂ%-5-$@'¥$(30(}mg)2N,N-:Eﬁ§ﬁﬁE§
W (3ml)w . RS F M A Nali (60%3 , 30.4mg), 154

-259-
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o~ BERBE (se0)

%o MmN OB (108me) ¥ BYFE B M B2 B, @ A vk K
WHZHMIBMBERN, BHERBRFEUNDBRE S &R
REUERAKE, REKKBETESY HBEgo g

BEMEaW 2k ®EEY (3050g),

"H-NMR(CDCL,) : 2.45(3H, s), 3.45(3H, s), 4.00(3H, s}, 5.592H, s), 6.51(1H, d,
J=8Hz), 6.76(1H, d, J=8Hz), 7.18-7.25(6H, m),

8.03(1H, d, J=8Hz), 8.12(1H, d, J=8Hz)

& f #l 1356-2
J-(4-(N-F B &% -N-B B L )-2-HF £ )-2-8 % -30-mk
BB [4.5-b1-0 o8 -5-38 @

U B M 4-7T2 F sk, BH3-(4-(N-% B & -N-6 g % )
2oV M ) -2- FE -3H-K W BF [4,5-b) -0 0 -5-3% & B

M (288ng) Al B EHWL AWM 2B EBY (25Tng),
'H-NMR(DMSO-dy) : 2.40(3H, s), 2.50(3H, s), 5.55(2H, s),
6.51(1H, d, J=8Hz), 7.01(1H, dd, J=8, 2Hz), 7.22-7.32(5H, m},
7.49(1H, s), 7.98(1H, d, J=8Hz), 8.11(1H, d, J=8Hz)
B M 136-1
3-(A~(N-T BE % -N-B B 2 )-2-8 % % )-2-W % -30-
BB T4,5-b) -0 oE -5-38 B W RS

FRBMI35-12 H &k, B3-(4-(N-THEEKE)-2-8
O ) -2-F B -3H-DK B B [4,5-b) -0 6 -5-2 B W A
(260mg) R W H B (9T TR B E ML e 2 BB & 5

(107w g£),
'H-NMR (CDCl,): 0.85(3H, t, J=7Hz), 1.56-1.64(2H, m), 2.06(2H, br}, 2.58(3H, s),
3.22(3H, s}, 4.00(3H, s}, 5.69(2H, s), 6.68(1H, d, J=8Hz), 6.94(1H, dd, J=8, 2H2),

7.31(1H, s), 8.07(1H, d, J=8Hz), 8.16(1H, d, J=8Hz)
Bl o M 136-2

-260-
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J-(4-(N-T B8 B -N-B I K )-2-| ¥ % )-2-F &% -30-pk
B 14,5-b]-0 oF -5-3

HTREMA-TZ HE, BH3-(4-(N-T B H -N-8 g %)
“2-FW W OE ) -2-F & -3R-DK B [4,5-b)-M o -5-3 B &

B(l02ag)rf WS B IEEY 2k EBK (9%ag),

'"H-NMR (DMSO-d,) : 0.77(3H, t, J=7Hz), 1.39-1.51(2H, m)}, 2.03(2H, br), 2.53(3H,
s), 3.13(3H, 8), 5.64(2H, s), 6.57(1H, d, J=8Hz), 7.17(1H, d, J=8Hz), 7.64{1H, s),
8.01(1H, d, J=8Hz), 8.14(1H, d, J=8Hz)

B 137-1

3-(2-% -4-(N-(0F /X 36 )0 26 )% 3 )-2-8 B -3H-mk n &
[4.5-b]-Blt 6 -5-38 8 H &

W ol 83-42 F sk, HI-(4-B % -2-F % % )-2-9
B -3H-BK W BF [4,5-b]-0tuZ -5-¥ M F RS (500mg) B /% K

(163mg) T WIS HMW LAY 28 %64 K (481ng).,
'H-NMR (CDCLy) : 0.91(3H, t, J=7Hz), 1.30-1.40(4H, m), 1.55-1.63(2H, m), 2.55(3H,
s), 3.00-3.06(2H, m), 3.73(1H, br), 4.01(3H, s}, 5.57(2H, s), 6.31{1H, d, J=8Hz),
6.55-6.60(2H, m), 8.03(1H, d, J=8Hz), 8.13(1H, d, J=8Hz)

B 137-2

3-(2-F -4-(N-(E X #£ B B )F £ )-2-8 % -3H-k o 5
[4.5-b -0 g -5-38 &

VB #l4-T2 Kk, B 3-(2-8 -4-(N-(FE /% %) %)
TR ) -2-B FE -3H-WK M OB [4.5-b]-M uF -5-38 B B A

(200me) T W B HWL S B2 HWMEH (186ng) .,
'H-NMR (DMSO-d) : 0.86(3H, t), 1.22-1.34(4H, m), 1.43-1.46(2H, m), 2.49(3H, s),
2.93(2H, m), 5.46(2H, s), 5.96(1H, br), 6.37-6.43(2H, m), 6.64(1H, d, J=2Hz),
7.99(1H, d, J=8Hz), 8.09(1H, d, J=8Hz)

B H 137-3

-261-
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S-(2-%F| -4-(N-8 & -N-(F /K % )0 % )% &£ )-2-8 % -3H-
WK Mk B [4.5-b]-0 o -5-3 % B &

FHEBMAES-1Z2H %k, BI-(2-8H -4-(N-(iE K %) Iz
)R E)-2-F B -3H-IK BB [4,5-b]-0 0g -5-3 B B Ay
(20Tme) RBTEF BB K (151n) T W B EHBIL S 2
H B (95mg),

'H-NMR (CDCLy} : 0.89(3H, t, J=7Hz), 1.20-1.38(4H, m), 1.46-1.56(2H, m), 2.85(3H,
s}, 2.91(3H, 5), 3.26(2H, t, J=7Hz), 4.05(3H, s), 5.72(2H, ), 6.43(1H, dd, J=8, 2Hz),,
6.63(1H, d, J=2Hz), 6.91(1H, d, J=8H2), 8.32(1H, d, J=8Hz), 8.38(1H, d, J=8Hz)

oM 137-4
3-(2-% -4-(N-F 2 -N-(F I % )M 3 )F % )-2-8 % -35-
bk BB (4,5-b]-6lf ug -5-3% B

R EHAI-TZ HE, BHI-(2-] -4-(N-B & -§-(F 1%
TR RIS HE ) -2-F % -30-pk M B [4,5-b] -0 0 -5-31
BB (85ng) I RPBEMAEAB 2R ERY (50ng),

'H-NMR (DMSO-dy) : 0.84(3H, t, J=7Hz), 1.15-1.32(4H, m), 1.38-1.48(2H, m),
2.77(3H, s), 2.86(3H, s), 5.66(2H, s), 6.55(1H, dd, J=8, 2Hz), 6.71(1H, d, J=2Hz),

6.90(1H, d, J=8Hz), 8.27(1H, d, J=8Hz), 8.40(1H, d, J=8Hz)
5 # #1 138-1

J-(4-(N-FX BB E)-2-8 ¥ % )-2-8 % -30-0k 0
F4.5-b]-0 of -5-% B B Ky

W& 3-(A-FR B -2-8/ T )-2-F % -3H-BK 0 Bf [4,5-1)
-WL M -5-R B M ORS (200mE) 2 R OWOIR (zal)tm A 0t g
(85.7Tmg)e MUK AW TMAXEBER (1170g)% % 58
M2, MAXELBRSERNR.,. BEBELD@0e
MAHK . MEAGBETEELEBES. AT E L

-262-
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AT
B7

Z BEABLER (b )

R, RESKREAREBTEBEN LAY IRES S

(213mg),

'H-NMR (CDCLy : 2.45(3H, s), 3.99(3H, s}, 5.57(2H, s), 6.45(1H, d, J=8Hz), 6.83(1H
dd, J=8, 2Hz), 7.24(1H, d, J=2Hz), 7.44(2H, t, J=THz), 7.54(1H, t, J=THz), 7.76-
7.79(2H, m), 8.04(1H, d, J=8H2),8.13(1H, d, J=8Hz)

B0 M 138-2
3-(4-(N-F BB E)-2-BF % )-2-0 % -30-m% n¢ B
[4.5-b]-U o ~-5-% &

R A-TZ F &, BI-A-(N-¥BEBE)-2-%
TE ) -2-F B -IH-k M B (4,5-b -0 g -5-3% @ W A
(0w ) TR EEWMILEEY2EEBE S (1730¢),

'H-NMR (DMSO-d,) : 2.43(3H, ), 5.50(2H, ), 6.55(1H, d, J=8Hz), 6.96(1H, dd, J=8,

2Hz), 7.22(1H, d, J=2Hz), 7.52-7.62(3H,m), 7.74-7.77(2H, m), 7.98(1H, d, J=8Hz),
8.10(1H, d, J=8Hz)

B oA 1391

S-@ -3-(2-¥ -4-(RAEHE ) B )-2-9 % -3H0-bk m
B [4.5-b]-1k ng

1 & 5-8-3-(2-F ~4-¥ % % )-2-8 & -3H-0k 1% B

[4.5-D]-BtE 2 (400mg)z N, N-= B 36 B B 8% (4ml) Wt f§& B
MANWREHF (218ng) R B A £ 8 (1970g), REB T @ &
AN MAKXKRZBZEUYE. BKE8EKSE DX
EREMERAE, PEAXRBETEHEEMEREEGE . W
AR MBERELSH . BREDLSR. WERHE MBS EX M

R BBMILa 2 KBEE%ES (394ne) .,

IH-NMR (CDCly) : 1.34(3H, s), 1.36(3H, s), 2.48(3H, s), 5.17-5.39(1H, m), 5.58(2H,
s), 6.60(1H, d, J=8Hz), 7.40(1H, d, J=8Hz), 7.78(1H, d, J=8, 2Hz), 7.87( 1H, d,
J=8Hz), 8.10(1H, d, J=2Hz)
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£ AR ()

By M 1 139-2
B-18 -3-(2-®| -4- (KW S BB )W 3% )-2-8 % -30-0bk m
Bf [4.5-b]-00 ug

M & 6-8 -3-(2-8] -4- % B )-2-8 F -30-0k 0 Bf
[4.5-b]-M & (525mg)2 = W B £ (5al) | A 5 B &
(0.36ml) R N, N-Z B 35 8 BB (0.03ml), FO R @ T M &
PN BBE, MACRBK (5al), Rk & T
HEmANZ B I (698ng), 4-— B Bt (10ng) R B
B (1.382) MK S M THRRMEOSABF TR TR T®REO.S
M. HBRESR, MAKXKRZHBZEULSE. B8 %8
KELBNKREERATERAENDER KL, REKKE®R
HETEBY AR AR, ?Jﬂ)\aﬁ(wml)gfzbnﬁu ® B F
FEEVEANSHN. RELR, BERBABGEL MR
AR BEBEMNEtaY22REL S (533ng),

'H-NMR (CDCIy : 1.15-1.90(10H, m), 2.48(3H, s), 4.96-5.04(1H, m), 5.58(2H, s), |
6.61(1H, d, J=8Hz), 7.40(1H, d, J=8Hz), 7.79(1H, dd, J=8, 2Hz), 7.86(1H, d, J=8Hz),

8.10(1H, d, J=2Hz2)
Mass (ESI): m/z 464(M+H)"

B H 140-1

3-(2-R -4- (R A EHE )T H)-2-8 % -3H-wk M B (4,5-b]

-0 mE -5-¥ B

HRmHMI13-52 Ak, BO-B-3-(2-6H 4-(BH &
BEIF K )-2-B % -3H-mk o Bf [4.5-b]-0 o (370mg) T
MBBMLELEEM IR ABYH (28208),
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B7

A BRI (o4 )

'H-NMR (DMSO-dy) : 1.29(3H, s), 1.31(3H, s), 2.52,(3H, s}, 5.06-5.18(1H, m),
5.69(2H, ), 6.72(1H, d, J=8Hz), 7.78(1H, d, J=8, 2Hz), 8.00-8.03(2H, m), 8.15(111
d, J=8Hz)

M 140-2
3-(2-R -4- (B KB E )T £ )-2-9 % -30-0k 0% B
[4.5-b]-8f of -5-38 ¥

HRBMII3-52 Hk, BHS-B-3-(2-8 -4- (B2 &
BE )T )-2-8 K -30-ok g Bf [4.5-b)-1t o (514mg) 0

HNEHMIEAY2EmEEH (317T0e),

'H-NMR (DMSO-d,) : 1.28-1.58(6H, m), 1.69(2H, br s), 1.83(2H, br s}, 2.52(3H, ).
4.87-4.95(1H, m), 5.69(2H, s), 6.71(1H, d, J=8Hz), 7.80(1H, dd, J-8, 2Hz), 8.01-
8.03(2H, m), 8.05(1H, d, J=8Hz)

B A1
3-(2-8| -4-(3-% B #H )¥ 5 )-2-8 & -JH-0k ¢ B {4,5-b]
-0 ooE -5-3 B R &

M 3-(4-K 3 -2-F| % % )-2-9 3% -3H-pk B BF [4,5-Db]
Ot ME -5-38 BE W OMR (275meg) i RN M X (1o0ml), R EHEF
A EREEN (218ng), WMBHEFESHE L HEES,
MACKIEMBMESH. BELR. BERARZB 2
B (10nl) B MABRBALSA . BRELR, BB E Y W8
TR BMLEAYZEELE R (328ng),

'H-NMR (CDCl,) : 2.49(3H, s), 4.01(3H, s}, 5.46(2H, s), 5.78(1H, d, J=8Hz}, 6.75(1H,
d, J=8Hz), 6.99(1H, t, J=7Hz), 7.20-7.26(2H, m), 7.31-7.37(3H, m), 8.05(1H, s),
8.15(1H, d, J=8Hz}, 8.21(1H, d, J=8Hz), 8.34(1H, s)

Mass (ESI): m/z 448(M-H)’

B o M 141-2

(m%m?%ﬁ%@%&@%%gkﬁ)

}

e e A

3-(2-8B -4-(3-F BRI )T HE)-2-F F -3H-1K 1 Bf [4,5-b]

-265~
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4126666 . AT

B7

B BRI (b4

- Mg -5-3 B

hREMI-TZ2H B, B3-(2-|-4-(3-X BB )S &)
-2-W OB -3H-BK M Bf [4,5-b]-0buE -5-3 B B A (300me)
TR BENLEAY2ZHEBER (2220g),
'H-NMR (DMSO-d) : 2.52(3H, s),5.5"7(_2H,‘ s),5.66(1H, d, J=8Hz),6.98(1H, t,

J=THz),7.01(1H, dd, J=8, 2Hz),7.28(2H, t, J=8H2),7.43(2H, d, J-8Hz),7.89(1H, d,

J=2Hz},8.01(1H, d, J=8Hz),8.14(1H, d, J=8Hz},8.72(1H, s),8.93(1H, s)
Mass (ESI): m/z 434(M-H)’ .

B oM o142~
-ZBEE-2-E B ¥

W& 3-F -4-W® (500me)2 Z M (5.0nl), WA Z B
(430wg) R M 0E (416mg), R E 8\ FRE 2/8 ., LLIN HCL
1 REUMMOMEHEKLE? R, REKKBIET & & D
ABAGTEAEOLAY 2% % @M (6450g),
'H-NMR (CDCL,) : 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)
BB 142-2
- K -5-Z B R X

sl wmod-12 5k, BA-ZBEK-2-8 B % (13.42)
MHBENEA 2R E R (18.48),

'H-NMR (CDCIy) : 2.30(3H, s),4.58(2H, s), 702(1H dd, J=8, 2Hz),7. 18(1H d
J=2Hz),7.44(1H, d, J=8Hz)

B % B 142-3
3-(4-Z BRH -2-HF B )-2-W % -30-mk w Bf [4,65-b]
- oo -5-3 B B R

-266-
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426666
42RA66 A7

B7

B~ BEABLE (o4s)

WM 14-22 F 8, B 2-F % -3H-1k M B (4,5-b)
M -5-H M WM (S R2-BEE-S-ZBEE X (6.89g)

HHBBMEaMZHREERR (4.648),

'H-NMR (CDCLy) : 2.28(3H, 8), 2.56(3H, 5), 4.00(3H, s), 5.64(2H, ), 6.64(1H, d,
J=8Hz), 6.86(1H, dd, J=8, 2Hz), 7.24{1H, d, J=2Hz), 8.06(1H, d, J=8Hz), 8.16{1H, d
J=8Hz)

BOU@I-(1-ZBEEE-2-BEF % )-2-9 % -110-0% ng B

Fa,6-h]-0f o -5-¥ B B M 2 B b2 8 (3.84g) 2 Bl E D

'H-NMR (CDCL) : 2.30(3H, s), 2.68(3H, s), 4.02(3H, ), 5.43(2H, s), 6.48(1H, d,
J=8Hz), 6.88(1H, dd, J=8, 2Hz), 7.28(1H, d, J=2Hz), 7.56(1H, d, J=8Hz), 8.10(1H, d
J=8Hz) .

B M 142-4
3-(2-F -4-F F 8 )-2-8 X -30-0k M Bf T4,5-b)-14 ug -5-
OB W R

M EI-4-CBEHE-2-8EFH)-2-8 & -30-1k 0% Bf
[4.6-b]-Wt % -5-¥ B F & (2.87g), B B (29m!), 1,4-
S (29nl) R K (2.9nl) I N KB B W (968ng) L K
FWROTHRMEZ.5MF . A1, 4-ZIEK (2901) LN B8 | K
O 2N, MARBEN (9680g) % R EW TR
22X, REOCTREIMBEEFEBRR. WMAKXKRBRZ®8
CEHUTHE, BABLUZBZIBENRIR., S48 E
W REE ., DO CTSENtLe 28T el

{(1.94g),

'H-NMR (DMSO-dg) : 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=8Hz)
10.00(1H, br s)

B M 143-1

?

b

~-2617-
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B7

E BRI ()

PR N R SR

Wik eemEE K (2200g),

2-R R -5-Z R E ¥
M EMTA-22 H ¥, BI-B-4-F 8 (3.0g)a W43
Bt epmzhE@RMm(3.562),

'H-NMR (CDCly) : 1.40(3H, t, J=6Hz), 2.28(3H, s), 4.00(3H, q, J=6Hz), 6.72(1H, dd
J=8, 2Hz), 6.90(1H, d, J=2Hz), 7.1&(1H, d, J=8Hz)

B g o 143-2
2- BB -5-2 K B ¥

LR EMI-1Z2H ik, B2-BH-5-ZH KB ¥ (3.56g)
TREBENESY 28 & W (3.99g),
'H-NMR (CDCL)} : 1.40(3H, t, J=6Hz), 4.02(3H, q, J=6Hz),4.59(2H, s),6.78(1H, dd,
J=8, 2Hz},6.92(1H, d, J=2Hz),7.32(1H, d, J=8Hz)
B 1441
I-f2-®W -4-AE KX B 1-2-8 B -30-mk ok BF [4.5-b]-01 o
-H-H B WM

HREATI-22 FE, BH3-[2-% -4-8B % % ]-2-8% %
-3H-BR D% BF (4,5-b]1-0b g -5-3 B W A (240me) R W 8

'H-NMR (CDCL) : 1.01(3H, t, J=7Hz), 1.70-1.85(2H, m}, 2.53(3H, s), 3.86(2H, t,
J=7Hz), 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 M 144-2
3-T2-B -4-(E RN K F)F & 1-2-8 % -3H-mk ok Bf {4,5-b]
-0 o -5-3% B8 W AR

GHREMTII-12HFE, H3I-[2-F -4-B % X |-2-8 %

-268-
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A B (47)

-3H-mK B BE [4,.5-b) -0 o -5-¥8 B B B (240mg) v W H

MiksB 2 mEss (247T08),
'H-NMR (CDCI) : 0.92(3H, br t, J=7Hz), 1.29-1 48(4H, m), 1.69-1.81(2H, m),

8.04(1H, d, J=8Hz), 8.13(1H, d, J=8Hz)
Mass (ESI):m/z 402(M+1)

Bl M 144-3
3-(2-F ~4-Z W E )X & -2-8 K -3R-mk i Bf [(4,5-b -1
BE -5-R B B R R 1-(2-8 -4-Z F E)F % -2-8 & -30-
mE e B T4.6-b]-0f o -56-2 8 &M
BRBMAMI4-22 F &, @ 2-8 % -3H-BF o 8% [4,5-b)
Ol wE -5-38 B B OBR (S54me) W B B 3-(2-FW -4-Z R E Y
HBo-2-F B -3R-DF B [4,5-b)-Mb o -5-B B HORR 2 B &
BER (380mg) R 1-(2-H-4-Z R E)I)FH -2-9 % -3H-
MR BE[4.5-b]-H & -5- MEBEAEEY (415ug),
3-(2-F -4-Z WM B )F E -2-F K -3H-0k 0 B {4,5-b]-n

K -5-38 B B OB

1

H-NMR (CDCI) : 1.39(3H, t, J=7Hz), 2.53(3H, g), 3.93-4.03(5H, m), 5.62(2H, s),
6.63(1H, s), 6.64(1H, s), 6.96(1H, br s}, 8.05(1H, d, J=8Hz), 8.14(1H, d J=8Hz)
Mass (ESI):m/z 360(M+1). -
1-(2-% -4-Z W % )% % -2-F % -30-0K B B (4,5-b] -
W-5-% M RN

"H-NMR (CDCL) : 1.40(3H, t, J=7Hz), 2.66(3H, 5}, 3.94-4.04(5H, m), 5.37(2H, s),
6.49(1H, d, J=8Hz), 6.68(1H, dd, J=8, 2Hz), 6.99(1H, d, J=2Hz), 7.54(1H, d, J=8Hz)
8.06(1H, d, J=8Hz)

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

Bl 144-4

-269-
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B7

A BRHI (b0)

3-{2-F -4-(2-R | 2K E )X H]-2-5 K -3H-mk i B
{4,5-b]-0t u¢ -5-3R 8 B B

el e T4-12 FEE, RI-[2-H-4-BF & J-2-8 &%
-3H-mK M Bf {4,5-b]-Mb ¥ -5-¥ B B KA (240mg) 6] W 5 B
mitapcEMBEER (216mg),

'H-NMR (CDCl,} : 2.53(3H, s), 3.43(3H, s}, 3.69-3.74(2H, m), 4.00(3H, s), 4.04-

4 09(2H, m), 5.62(2H, s}, 6.63(1H, d,"J=8Hz), 6.69(1H, dd, J=8, 2Hz), 7.01(1H, d,
J=2Hz), 8.05(1H, d, J=8Hz), 8.14(1H, d, J=8Hz)

Mass (ESI):m/z 390(M+1).

B O 144-5
3-[2-%® -4-1(mxmy -2-% )P &£ | ¥ &£ 1-2-F &% -38-0K
OB [4,5-b]-0buE -5-30 B8 H M

M Ia-22 Ak, BI3-[2-®\ -4-BF & ]-2-8 %
~3H-DK W B [4,5-D]-Mf wE -5-38 B8 KR (240mg) W] B § H

Mitew2mEHER (220mg),
'H-NMR (CDCL,) : 2.53(3H, ), 4.00(3H, s), 5.17(2H, s), 5.61(2H, s}, 6.64(1H, d,

J=8Hz), 6.73(1H, dd, J=8, 2Hz}, 6.99(1H, dd, J=8, 5Hz), 7.05-7.10(2H, m), 7.32(1H,

d, J=5Hz), 8.05(1H, d, J=8Hz), 8.13(1H, d, J=8Hz)
Mass (ESI):m/z 428(M+1).

Bl g 144-6
3-(2-F -4-1(px My -3-% ) FE JFE ¥ 1-2-8 F -30-MK
WP [4,5-b)-T g -5-3% B ¥ M

B E3-[2-F-4- B Fj-2-85 % -30-k i ¥ [4,5-b]-
M o -5-38 & H OBR (240mg), 3-0F W} H B (68ng) R = X B
(218mg)2ﬂ£ﬂ<:’i$ﬁ, Bk & T A BRER OB

M Z M (138%mg). 2/ B # M E®/ TR B . 6/ B
~270-
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B7

PT R ROE  m B S

A BRI (47)

B, RASHTHERE - B8 - Z8B(6%9ng)MESZ 3-1%
M OB (3d4mg) R = F B (109ng) 2 K Z B ® fx . 200
R, EUWBREN (HWBSIsL, Bii). BHZ®MZE
BHE & TR EMNLSEY2®EES R (143r0g),

'H-NMR (CDCl,) : 2.54(31-1‘, s), 4.00(3H, s), 5.02(2H, s), 5.62(2H, s), 6.64(1H, d,
J=8Hz), 6.72(1H, dd, J=8, 2Hz), 7.05(1H, d, J=2Hz), 7.12(1H, br d, J=5Hz), 7.26-
7.38(2H, m), 8.05(1H, d, J=8Hz), 8.14(1H, d, J=8Hz)

Mass (ESI):m/z 428(M+1). .

Bl 6 144-7
3-[2-W -4-IR A W & % & |-2-8 % -3H-0K 0 B [4,56-b]-
WowE -5-38 B 9 A

hREAMT4-22 7K, HI-[2-§-4-BF E ]-2-8 %
-3H-DF % B [4,5-b] -0 o -5-%0 B8 BB AR (240mg) ¥ 8 § B

WMitEeM2EERERY (83rg),

'H-NMR (CDCly) : 1.22-1.41(2H, 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 414M+1).
B Hl 145-1
J-[2-®W -4-WE T B 1-2-8 K -3H-0F i B [4,5-b )-8 u§
-5-% B

R BAA-TZ H %, BI-[2-H-4-AR T #1-2-¢§
B -3H-BK D B [4,5-b]-0 uf -5-38 B W K5 (247meg) 5] 8¢ 8

HmdE&W2EEE &K (2050g),

'H-NMR (DMSO-dy) : 0.93(3H, t, J= =7Hz), 1.62-1.76(2H, myj, 2.51(3H, g), 3.91(2H, t,
J=7Hz), 5.54(2H, s}, 6.56(1H, d, J=8Hz}, 6.81(1H, dd, J=8, 2Hz), 7.13(1H, d,
J=2Hz), 8.00(1H, d, J=8Hz), 8.1 1(1H, d, J=8Hz)

Mass (ESI):m/z 358(M-1).
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AT R 2 o B e 2 S

B M 1456-2
3-12-% -4-(E /N & &)W & J-2-9 & -00-pk o 8 [4,6-b]
-0l 62 -5-88 @

HFREALIL-TZ FEK, -12-F-4-(ER K &)Y & ]-2
-F B -3H-DK B¢ B (4,5-b]-ME g -5-F8 B W OB (247wg) ]

HEeEmnmita2mES R (208ag),
'H-NMR (DMSO-d,) : 0.87(3H, t, J=7Hz), 1.27-1.41(6H, m), 1.61-1.72(2H, m),
2.50(3H, 8), 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):mn/z 386{M-1).
Bl of§ M 145-3
3-(2-® -4-Z E B )W E -2-8 & -3H-mk 0k Bf [4,5-b] -0
W -5-3 B

R BHALI-TZ A, I-(2-B-4-2 F X )¥ % -2-1W
Bo-3n-mk pe B [4,5-b]-8t ug -5-¥ B F B (376ng)a 8 4§
BEmtepzRes & (3800g),

'H-NMR (DMSO-d,) : 1.21(3H, t, J=7.5Hz), 2.52(3H, s), 2.99(2H, q, J=7.5Hz),
3.57(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)
B oA 145-4

3-{2-F -4-(-FHZEE )T K |-2-9F % -3H-mk ¢ Bt
[4,5-b1-0lt o2 -5-¥8 B

HFREAI-TZHE, I-(2-H-4-(2-BEZE &£ )%
B J-2-F X -3H-bk BB [4,5-b)-M u¥ -5-F0 M F B (216ag)
N BENLtAZmESE R (1920g),
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'H-NMR (CDCL,) : 2.63(3H, 8), 3.43(3H, s), 3.69-3.76(2H, m), 4.05-4.12(2H, m),
5.54(2H, s), 6.65(1H, d, J=8Hz), 6.74(1H, dd, J=8, 2Hz), 7.04(1H, d, J=2Hz),
8.15(1H, d, J=8Hz), 8.21(1H, d, J=8Hz) - .

Mass (ESI):m/z 374(M-1).
B % M1 145-5
3-02-F -4-1(PE Wy -2-% )M £ || ¥ % 1-2-9 & -30-mk
WP [4,5-b]-0t g -5-3% @

GHEHBEMI-TZ A, BI-[2-K -4-[(F M -2-%)®W
BJE T8 )-2-8 % -30-wk BB (4,5-b) -0l ng -5-3 B
B (243ng) T B EHWELEMHERZ S (195m8),

'H-NMR (DMSO-d,) : 2.50(3H, s), 5.29(2H, s), 5.55(2H, br s), 6.57(1H, d, J=8Hz),
6.90(1H, dd, J=8, 2Hz), 7.02(1H, dd, J=5, 3Hz), 7.19(1H, d, J=3Hz), 7.27(1H, d,
J=2Hz), 7.55(1H, d, J=5Hz), 8.00(1H, d, J=8Hz), 8.12(1H, d, J=8Hz)

Bl 1 145-6
3-[2-| -4-[(F Wy -3-3% )R B G ¥ & |-2-8 & -30-mk
MeBF [4,5-b]-0f o -5-% &

HEMmHI-TZ2 5 E, B3-12-|-4-1 (%K -3-% )
EVE T % 1-2-% % -30-0k 0 Bf [4,5-D)-Mb 0 -5-38 B &
B (14omg) TR B EBOLEZ2ZEES & (1180g),
'H-NMR (DMSO-d) : 2.50(3H, s), 5.09(2H, s), 5.55(2H, s), 6.57(1H, d, J=8Hz),

6.89(1H, dd, J=8, 2Hz), 7.15(1H, d, J=5Hz), 7.24(1H, d, J=2Hz), 7.51-7.60(2H, m),

8.00(1H, d, J=8Hz), 8.12(1H, d, J=8Hz)
Mass (ESI):m/z 412(M-1).

B 1 145-17
3-{2-B -4- (B X R EE)FT X |-2-0 K -3H-mK 0% Bf [4,5-b]
-4 oE -5-¥ @
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HREM-T2HE, BI-[2-B-4-(RXFEEF
Bo]-2-9 K -3H-mk 0 B [4,5-D]-h of -5-3 8 9 M (82mg)
THBENLEE 2EEBHER (T20g),

'H-NMR (CDCly) : 1.24-1.41(2H, 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,

=83 2}12)1 7'00(1H1 d: J=2I'IZ), 815(11’1, d, J=8HZ), 821(1H, d, J=8HZ)
Mass (ESI):m/z 398(M-1).

5 fE M 146-1
3-(2-% ~4-90 F B ]-2,7-= B & -30-mk B B [4,5-b]-0i
W -5-3 B8 W B

8 M 14-22 F &, B 2,7-— B X -30-8 M 8 [4,5-b]
-0 OME -5-F B8 B ORR (3g) R 2-F -4-B Y B & (7.00g)0 8§
SEMLEEY2E EH (6.422),
'H-NMR (DMSO) : 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}
Bl M 146-2
3-(2-® -4-(2-F 2 H )W E)H)-2,7-= F B -30-0k & B
[4,5-b]-0i ug -5-38 B8 H B

s M 14T-12 F 3k, B3-(2-F -4-BF ®)-2,7-
OB R -SH-BR M Bf [4,5-b]-0tf ug -5-38 B8 W KR (400mg)
B BmMmiteywza &Y (386mg),

'H-NMR (CDCly) : 2.54(3H, s), 2.75(3H, s), 3.99(3H, s), 5.67(2H, s), 6.56(1H, d,
J=8Hz), 7.21-7.72(7H), 7.99(1H, s)

5 o ¢ 146-3
3-(2-FW -4-(2-%x Z # X)X X )-2,7-= 8 ¥ -3H0-1F i B¢
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[4,5-b) -0t o -5-3 &

BHREAL-TZ HFE, BI-(2-F -4-(2-FX 2 X)) %
B )-2,7-7 B B -3H-DK M B [4,5-b]-00 ug -5-30 B P A
(383me) Al RB BV LA 2Z2HEEYH (348ng),

'H-NMR (DMSO) : 2.48(3H, s), 2.61(3H, s), 5.60(2H, s), 6.52(1H, d, J=8Hz), 7.34-
7.60(6H), 7.76(1H, s), 7.85(1H, s)

8o 147-1

3-(2-R -4-(1-C R & )F 5 )-2-8 % -3H-K M Bf [4,5-b]

-M ouE -5-3 B OF K

M 3-(2-8% -4-W % B )-2-8 K -3H-0k 0 B [4,5-b] -4
WE -5-FR BE HI B (2.31g), 1-© % (2.00g), Z B8 (11)
(235meg), = B (549mg), B4 H (1)(297mg), = T I
(2.91g) ke = BB B BE R (230l )M W M R 60°C F M £ 1.5
M. RABRZHBZIEBSE. B HEBE U K%L HRR
. B BEEBN (BER : CR/ZBZB=1/1~1/2)

LB Bt a KB (1.44g),
'"H-NMR (CDCL)) : 0.94(3H, t, J=6Hz), 1.38-1.64(4H), 2.38(2H, t, J=6Hz), 2.52(3H,
s}, 4.00(3H, s), 5.65(2H, s), 6.52(1H, d, J=8Hz), 7.10(1H, d, J=8Hz), 7.47(1H, s),
8.06(1H, d, J=8Hz), 8.15(1H, d, J=8Hz)

Y4, Al B 3-(4-F -2-(1-C % & )¥ % )-2-H & -30-
ME P B [4,5-b]-PEuE -5- B AR K EH (288ng)2 &l

E W,

'H-NMR (CDCL) : 0.94(3H, t, J=6Hz), 1.35-1.65(4H), 2.38(2H, t, J=6Hz),2.65(3H, s)
4.00(3H,s), 5.67(2H, ), 6.56(1H, d, J=8Hz), 7.12(1H, d, J=8Hz), 7.47(1H, s),
8.15(1H, d, J=8Hz), 8.35(1H, d, J=8Hz)

B o 147-2
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B~ BIRBLEA (574)

3-(2-F -4-(1-C R B )T H£)-2-W & -3H-0k 8 5 (4,5-b]
-0 BE -5-3 B

BREALG-TZ FE, B3-(2-B-4-(1-2 % X )¥ K )
“2-F OB -3H-WK M BF [4,5-b] -0 nE -5-3R B A ORS (1.0g) W]

HEENLAW 2K EH (872mg),

'H-NMR (DMSO) : 0.86(3H, t, J=6Hz), 1.30-1.54(4H), 2.38(2H, t, J=6Hz), 2.48(3H,

s), 5.58(2H, s, 6.47(1H, d, J=8Hz), 7.20(1H, d, J=8Hz), 7.54(1H, s), 7.98(1H, d,
=8Hz),8.11(1H, d, J=8Hz)

B o M 148-1
3-(2-F -4- BB E Y E )-2,7- B £ -3H-1% i Bt
[4,5-b]-0 of -5-38 B 9 K

i S M 102-52 K%, H2,7-— B & -30-1 & B
{4,5-b]-Mt g -5-¥8 B # K5 (513meg) R 2-F® -1-% B B -4~
ECHEF(M5ng) I B ENMLE2EEELE R (9540g),
'H-NMR  (CDCly) : 0.95-1.34(5H, m), 1.68-1.84(6H, m), 2.52(3H, s), 2.72(3H, ),
3.68(2H, d, J=7Hz), 3.99(3H, s), 5.59(2H, s), 6.56-6.63(2H, m), 6.95(1H, d, J=1Hz),
7.96(1H, s)
MS (ESl):m/z 442(M+1)
B4 M 148-2

3-(2-WM-4-B 2 W G F X )-2,7-= B % -3H-bk 0 B [4,5-b]
-Bt uwE -5-3 B

BREH -T2 FH ik, HI-(2-|-4- B B & F & )-2
»T-Z B B -3H-DK e B [4,5-D)-W oF -5-3% B RS (900mg)

TRHEENLEZEEE R (197T0g),
'"H-NMR (CDCL) : 0.97-1.35(5H, m), 1.67-1.85(6H, my}, 2.63(3H, s), 2.75(3H, s),
3.71(2H, d, J=7Hz), 5.50(2H, s), 6.58-6.70(2H, m), 6.98-6.99(1H, m), 8.03(1H, s)
MS (ESI):m/z 426(M-1)
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8 4 M 149-1
3-(2-F -4-Z ¥ % )-2,7-2 B £ -3H-1K 08 BF [4,5-b)
U -5 -3 B R OB

P8 HMWII-12 5k, M3-(4-8-2-8 T %)-2,7-=
Ok -SH-Dk e B [4,5-b1-MuE -5- B PR (1.1OR 2
WETH (s5ang) TN B EML S W2 mESE S (186ng) .
'H-NMR (CDCy) : 2.53(3H, s), 2.73(3H, s), 3.98(3H, s), 5.29(1H, d, J=10Hz),

5.64(2H, 8}, 5.72(1H, d, J=15Hz), 6.54(1H, d, J=7Hz), 6.60(1H, dd, J=10, 15Hz),

7.11(1H, d, J=8Hz), 7.47(1H, d, J=1Hz), 7.97(1H, s)
MS (ESI):m/z 356(M+1)

B R 149-2
3-(2-FR -4-Z F % % )-2,7-= B £ -3H-0k B Bf [4,5-b]-
Mo -5-3% B R OB

GHEMT-4Z2 HE, BI-(2-F -4-ZH ¥ &)-2,7-
TR -3H-UK BB [4,5-[b)-M ¥ -5-3% B ¥ B (750mg)
THEELFY2EEE & (50202,

"H-NMR (CDCy) : 1.19(3H, t, J=7Hz), 2.53(3H, s), 2.59(2H, q, J=7Hz), 2.73(3H, s),

3.98(3H, 8}, 5.63(2H, ), 6.50(1H, d, J=8Hz), 6.91(1H, d, J=8Hz), 7.26(1H,
overlapped with CDC,), 7.97(1H, s)
MS (ESI):m/z 358(M+1)

8 M 149-3
3-(2-®| -4-2 B ¥ B )-2,7-— F ¥ -3H-mk o8 B [4,5-b]
- g -5-3% B

FEEMI-TZ H &, BHI-(2-F -4-2 & FH)-2,7-
TR R -3H-DK B {4,5-b]-0lkug -5-FR B AR (490mg) A
HEHMWMIiLEeaY22EESE R (38508),
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B~ BT (578)

'H-NMR (CDCLy) : 1.21(3H, t, J=7Hz), 2.61(2H, q, J=7Hz)}, 2.62(3H, s), 3.76(3H, s),
5.54(2H, 8), 6.54(1H, d, J=8Hz), 6.96(1H, d, J=8Hz), 7.30(1H,s), 8.04(1H,s)
MS (ESI):m/z 342(M-1) :
8 #H 150-1
3-(2-9 -4-= # B F 3 )-2,7-= B B -3H-DK X BF [4,5-D]
- o -5-¥ B B R

% MM 102-52 H k., B 2,7- F K -3H-DK 0k B
[4,5-b)-Ft 0 -5-38 B W B (467Tmg) R 1-18 W K -2-% -4-
ZSHAHNXITHBENLE 2 EEE R (819r2),
'"H-NMR (CDCL,) : 2.54(3H, s), 2.74(3H, s), 3.98(3H, s), 5.69(2H, s), 6.68(1H, d,
J=8Hz), 7.35(1H, br d, J=8Hz), 7.70(1H, br s), 7.98(1H, )
B 150-2
3-(2-% -4-Z #K B ¥ % )-2,7-= FF 3 -3H-DK BE B [4,5-b]
-WE uE -5-38 B

MBRBEAL-TZ2HE, BI-(2-F-4-=8a B E)-2,7
- B M -3H-BK M B [4,5-b]-MbuE -5-3 B W AS (767mg)
MEBEMNLELtea 2B AEES & (566ng),

'H-NMR (CDCly) : 2.61(3H, s), 2.78(3H, s), 5.61(2H, s), 6.67(1H, d, J=8Hz), 7.41(1H
br d, J=8Hz), 7.76(1H, br s}, _8.08(1H, s}
B M 151-1
3-(2-® -4-Z2 & K ¥ )-2,7-= 8§ % -3H-Bk ¥ B [4,5-b]
-0t o -5-3% B 9 AR

B M 102-02 F Kk, B 2,7-7 B & -3H-Bk % B
[4,5-b]1-0Mf g2 -5-3 8 H B (430eeg) B 1- B B -2-% -4-

-278-

b

AGSERA M PEBREATL (CNS ) AABAE (210x2970 4 )



RO TRORS RmpE BN

4126666,

Al
B7

A~ BB (577)

CEXTUBENLEY LB B EES (631ng),
'H-NMR (CDCL) : 1.38(3H, t, J=7Hz), 2.53(3H, s), 2.73(3H, s}, 3.97(2H, q, J=7Hz),
3.99(3H, s), 5.59(2H, s}, 6.59(1H, ¥, J=8Hz), 6.64(1H, dd, J=8,2Hz), 6.95(1H, d,

I

I

|

l

I

|

J=2Hz}, 7.97(1H, s) , i |

B 4 M 151-2 N I

3- (2% ~4-Z R ¥ K )-2.7-7 B K -3H-BE W B (4, 5-D] o

S -5 ¥ B § :

GHBHA-T2H &, BI-(2-K-4-ZKF%£)-2,17- A

2 {

=W HE 3N B (4, 5-b]-Th o -5-Y BT B (621mg) 5 og

NEEHW LAY 2 EELER (5300g), 3:

'H-NMR (CDCLy : 1.40(3H, t, J=7H2), 2.62(3H, s}, 2.75(3H, s), 3.99(2H, q, J=7Hz), |

5.51(2H, s), 6.61(1H, d, J=8Hz), 6.68(1H, dd, J=8,2Hz), 6.99(1H, d, J=2Hz), I

8.03(1H, s) - |

8152~ ’lT

2 (2-F -4-F B F K )-6- (P E ¥ £ )-3-5 % -25-0 @ l

|

o 6-(H KB E)-3-F K 108 v (1.90g), 2-% -4- |

FEFER(3.37¢), WBH (2.768), Z B Z K (1081) f

BARK(Gul)RTOCHRMEEI4KE, MASCKR X, BELE L =4
M ZBZEREK (2/3)%. AESETEAENLER

¥ (1.02g),

'H-NMR (CDCl;, 8 ppm): 2.61(3H, s), 3.96{3H, s), 5.77(2H, s, 6.66(1H, d,
J=8.1Hz}, 7.33-7.39(2H, m), 7.43(2H, t, J=7.6Hz), 7.51(2H, d, J=7.5Hz), 7.62-
7.66(2H, m), 7.69(1H, d, J=8.8Hz), 8.49(1H, s)

B B 152-2

6-38 B -2-(2-®| -4-% | F & )-3-0 ¥ -20-03 m
h 8 i M 39-62 F &k, H2-(2-8 -1-¥ g % = y-6-(H
S E)-3-8B g—zn-n;[nﬁ@ (3.00g)A W S B WAL &9
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(1.80g), AT ITBAMT — K E.,
M 153-1
3-(2-® -4-B R T H)-2,7-2 0 K -30-0k B 8 [4,5-b]
-0 ME -5-3 B B AR

hREHI02-52 F &k, B 2,7-= F % -3H-0k i Bf
[4,5-D]-0ft 02 -5-38 8 9 B (648meg) R 2-K -1-9| B & -4-

BHFX (T6Tag) AN BEAMILAY 2 REE S (90408),
'H-NMR (CDCLy) : 2.45(3H, s), 2.53(3H, s, 2.73(3H, s}, 3.99(3H, s), 5.61(2H, 8),
6.53(1H, d, J=8Hz), 6.95(1H, dd, J=1, 8Hz), 7.28(1H, d, J=1Hz), 7.97(1H, s),
MS (ESI):m/z 376(M+1)

B M 153-2

3-(2-®W -4-BW W T E )-2,7-= B K -3H-mk e Bf {4,5-D]
-0 g -5- 3 M

BREMI-TZ2HE, RI-(2-H-4-BHEFH)-2,7-
SR OE -3H-®R M B [4,5-b]-0HE -5-3 B F K5 (879mg) &l

HRBEMLAY2EEE & (79702),

'H-NMR (CDCL): 2.46(3H, s), 2.62(3H, s), 2.76(3H, s), 5.52(2H, s), 6.55(1H, d
'J=8Hz), 6.99(1H, dd, J=1, 8Hz), 7.30(1H, d, J=1Hz), 8.04(1H, s)

MS (ESI):m/z 360(M-1)

#l 1

B3-(3,4- " W N H)-2-F X B (b]lm iy -5- B (160mg)
WhR MK 8 R EK (2nl), MAEBE KM (11lng)
Wt ER TR IR, WANE X B BEE (108eg) R 1,8-
TN SR I5.4.0]4 — -7-4% (122mg) 36 52 100°C #8 £ 1.5/
B o WMok T A&, BLIN HCIW ZEplHd, M AR Z B Z K
TE. BRABEUKKE2ZR, REBBETE&HELEARBR
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. HWBHEENR (FTEE®R - CSK/2BZ®=1/1) &
t. B -ZHMZBERITBEI-(I,4- 2 A F K )-2-8
E-S-(EXBEBERSBXZ)XB(bIrw (118mg),

'H-NMR(CDCL,) : 0.88(3H, t, J=7Hz), 1.20-1.51(4H, m), 1.75-1.93(2H, m), 2.52(3H,
s), 3.47-3.63(2H, m), 4.16(2H, s), 6.98(1H, d, J=8Hz), 7.16(1LH, s), 7.32(1H, d,
J=8Hz), 7.70(1H, d, J=8Hz}, 7.89(1H,‘d, J=8Hz), 8.01(1H, s}, 8.59(1H, br s}
Mass(ESI) : m/e 482(M-H)

mp: 159-160°C
# 2
A1z Ak, B3-(2,3-— @K K )-2-8 ¥ B [blek
By -5-B B A M B 3-(2,3-Z ¥ E)-2-8 & -5-(F X B
B R OB KB [bIlmm,
'H-NMR(CDCL,) : 0.86(3H, t, J=7Hz), 1.22-1.49(4H, m), 1.74-1.92(2H, m}, 2.48(3H,

s), 3.48-3.61(2H, m), 4.27(2H, s), 6.56(1H, d, J=8Hz), 6.99(1H, t, J=8Hz), 7.33(1H,
d, J=8Hz), 7.71(1H, d, J=8Hz), 7.89(1H, d, J=8Hz), 7.90(1H, s}, 8.45(1H, br s)

Mass(ESI) : m/e 482(M-H)
mp : 196-197C

# 3
BHIZh¥, B3-(2,6-Z W ¥ HE)-2-8 X8 (bl
B -5-FEMANBEI-(2,5-2 WX E)-2-8 K -5-(EF 1% B

B HEBEE)IER(bIEG,

'H-NMR(CDCL,) : 0.88(3H, t, J=7Hz), 1.22-1.48(4H, m), 1.76-1.92(2H, m), 2.49(3H,
s), 3.48-3.62(2H, m), 4.21(2H, s), 6.61(1H, d, J=2Hz), 7.13(1H, dd, J=8 and 2Hz),
7.37(1H, d, J=8Hz), 7.72(1H, dd, J=8 and 2Hz), 7.90(1H, d, J=8Hz), 7.93(1H, d,
J=2Hz), 8.52(1H, br )

Mass(ES]) : m/e 482(M-H)"

mp : 147-148C '

M o4-1
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I

I

I
BH 1z H ik, ma-(2,4-2 B % % )-2-5 0% 0 B I
f1,5-alib o -5-¥8 8 (102ng) ) B 8 3-(2,4-- | % &) |
~o-H ke -5-(E R B B R B K ) MW B [1,5-a]0 @ I
I

|

|

I

I

I

*

(103mg) 2 B B H Ig

'H-NMR(CDCL): 0.88(3H, t, J=7Hz), 1.24-1.46(4H, m), 1.84(2H, m), 2.38(3H, s), 7

3.54(2H, t, J=THz), 4.13(2H, s), 6.79(1H, d, J=8Hz), 7.09(1H, t, J=8Hz), 7.43(1H, s}, %

7.87(1H, s), 8.43(1H, d, J=gHz). " %
o o4-2 ;ﬁj““ _
B2 B, E (2 R WM (1,5ma] |F oy

0 N -5-H B (101mg) 0l B /2 3-(2,4-" K ¥ £ )-2-8 K X

-0 (3 BROEEORK W OBE R ) obom Bf[1,5-aldf o (139me)Z W

8.
'"H-NMR(CDCLy): 2.32(3H, s), 4.06(2H, s), 6.70(1H, d, J=8Hz), 7.00-7.07(2H),

7.37(1H, ), 7.56(2H, t, J=8Hz), 7.67(1H, t, J=8Hz), 7.84(1H, s), 8.12(2H, d, J=8Hz),
8.37(1H, d, J=8Hz). :
M 5-1
hH1z A&k, BH1-(2,4-— R F H£ )-2-8 03| ot -7-1
# (200m@eg) ] W B 1-(2,4- - | F E)-2-B ® -7-(F 1% ¥ -

Bl R EE) B (2080g) 2 BB BKY,

'H-NMR(CDCLy): 0.88(3H, t, J=6Hz), 1.23-1.45(4H), 1.82(2H, m), 2.14(3H, s),
3.53(2H, t, J=6Hz), 4.17(2H, s), 6.68(1H, d, J=8Hz), 6.86(1H, d, J=8Hz), 7.06(1H, d,
J=8Hz), 7.42(1H, s), 7.82(1H, s), 7.86(1H, d, J=8Hz), 8.51(1H, s).

Bl 5-2

o1z Hek, Bl1-(2,4-Z EFE)-2-F ot -7-8
B (200mg) Bl W@ 7T-(F T RABERE B B R )-1-(2,4-= &

WOH)-2-F W (151img) 2 & B & 8,

'H-NMR(CDCL,): 0.92(3H, t, J=6Hz), 1.46(2H, m), 1.82(2H, m), 2.14(3H, 8), 3.53(2H
t, J=6Hz), 4.17(2H, s), 6.68(1H, d, J=8Hz), 6.86(1H, d, J=8Hz), 7.06(1H, d, J=8Hz),
7.41(1H, s), 7.82(1H, s), 7.86(1H, d, J=8Hz), 8.54(1H, s).
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#5-3

1z HE, B1-(2,4-— BRF E)-2-F @l -7-18
B (200mg) AT B 1-(2,4-Z A H)-2-F & -1-¥ BB
wmEEE) B (2082 BEHBEY .,

'H-NMR(DMSO-dg): 2.14(3H, s), 4.18(2H, s), 6.76(1H, d, J=8Hz), 6.82(1H, d,
J=8Hz), 7.28(1H, d, J=8Hz), 7.55-7.75(5H), 7.98(1H, d, J=8Hz), 8.18(1H, d, J=8Hz)
8.26(1H, s).

# 6

W12 F H, B2-F % -1-(4-% %% 2 )-0 g -7-1
B (300mg) Rl WG 2-9 2 -7-(E /KBS B B2 B BE & )-1-(4-
FERE)-B M (32%m) 2 EHEWH

'H-NMR(DMSO-dy): 0.83(3H, t, J=6Hz), 1.29(2H, m), 1.38(2H, m), 1.70(2H, m),
2.17(3H, s), 3.52(2H, t, J=6Hz), 4.18(2H, s), 6.92(1H, d, J=8Hz), 6.82(1H, d, J=8Hz),
7.27(2H, d, J=8Hz), 7.33(1H, t, J=8Hz), 7.43(2H, t, J=8Hz), 7.52-7.64(5H), 8.20(1H,
d, J=8Hz), 8.44(1H, s).

w7

R 1Z2HE, BH4-(4-FETE)-1 W -6-2 B (81ng)
B (EFEXBREBERIFBERE )-A-(U-¥XEXFH)- =B W

(68mg) 2 H B % .

'"H-NMR(DMSO-d): 0.80 (3H,'t, J= 7 Hz), 1.19-1.42 (4H, br), 1.64-1.76 (2H, bx),
3.50 (2H, br), 4.61 (2H, s}, 7.30-7.47 (6H, m), 7.64 {4H, m), 8.10 (1H, d, J= 8 Hz),
8.22 (1H, d, J= 8 Hz), 8.89-8.96 (2H, m).

B 8-1

BRZ B, B a-(2,4-= R F K )-2-F % -30-1k 0
BF (4, 5-h) -0 5 -5- B (1150g) 8 89 18 3-(2,4-— & %
) -2 B -5- (i % B BE KR T BE B ) -3H-UK Ok B [4,5-
(b1-W 6 (98ng) > & & 4 .
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'H-NMR(CDCL,) : 0.89(3H, t, J=7Hz), 1.28-1.50(4H, m), 1.80-1.95(2H, m), 2.66(3H,

s), 3.49-3.59(2H, m), 5.55(2H, s), 6.69(1H, d, J=8Hz), 7.20(1H, dd, J=8, 1Hz),
7.51(1H, d, J=1Hz), 8.17(1H, d, J=8BHz), 8.22(1H, d, J=8Hz}, 9.77(1H, br s).
MASS(ESI) : m/z 467(M-1) »

mp 174-175°C .

M 8-2

helle e, BI-(2,4-= @ F & )-2-8 £ -3H-bk ®
Bt [4,5-b]-Tt ng -5-3% 8 (150me) P W S 5-(FE T & & &
FEE)-3- (2 4-Z EFHE)-2-Hf & -30-k ¢ Bf [4,5-
b]-0tt B (132mg) 2 & B0 55 & &

'H-NMR(CDCL,) : 0.94(3H, t, J=7Hz), 1.42-1.54(2H, m), 1.80-1.92(2H, m), 2.62(3H,

s), 3.51-3.60(2H, m), 5.54(2H, s}, 6.67(1H, d, J=8Hz), 7.19(1H, dd, J=8, 2Hz),
7.51(1H,d, J=2Hz), 8.13(1H, d, J=8Hz), 8.21(1H, d, J=8Hz), 9.79(1H, br s).
MASS(ES]) : m/z 455(M+1)

mp 153-154°C

7l 8-3

eIz HE, BI-(2,4-Z KX )-2-% & -30-K ®
B [4,5-h-Bbng -6-3 & (150mg) 8 B H5-FX BBKE B
BE-3-(2,4-Z KW HE)-2-F & -3H-K 8 Bf [4,5-b] -0l o
(128mg) 2 BB BH &

'H-NMR(CDCL,) : 2.61(3H, s), 5.55(2H, s, 6.69(1H, d, J=8Hz), 7.21(1H, dd, J=8
2Hz}, 7.50-7.68(4H, m), 8.05(1H, d, J=8Hz), 8.10(1H, d, J=8Hz), 8.17(2H, br d,
J=8Hz).

MASS(ES]) : m/z 475(M+1)

mp 193-194C

3

# 9
hhEre Hk, BI-(2-F -4-F B F ¥ )-2-8 & -31-
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M o B [4,5-b]-M of -5-% 88 (160meg) ] 84 8 3-(2-%) -4~
XETE)-2-FE -5-(F /R B ER S EE)-3H-K g B
[4,5-b -0t o (34meg) 2 ¥ & & & & .

'H-NMR(CDCL,) : 0.86(3H, t, J=7Hz), 1.22-1.45(4H, m}, 1.79-1.91(2H, m), 2.69(3H,
s), 3.50-3.58(2H, m), 5.62(2H, s), 6.80(1H, d, J=8Hz), 7.34-7.48(4H, m), 7.50-
7.58(2H, m), 7.70(1H, br s), 8.14(1H, d, J=8Hz), 8.20(1H, d, J=8Hz), 9.83(1H, brs).
MASS(ESI) : m/z 509(M-1)

mp 155-156C

#lto

hHrtzeHE, B3-(1-8-2-F % )8 % -2-9 % -38-
Wk v B (4, 5-D]-RBEog -5-3 8 (140mg) 8] 8 G 3-(1-18 -2-
BOE )W K -2-W K -5- (7 K BBE R W OB O )-3H-K I B

[4,5-b-Mb o (40me) 2 8 % &8 & & .

'H-NMR(CDCLy) : 0.84(3H, t, J=7Hz), 1.22-1.44(4H, m), 1.74-1.87(2H, m), 2.65(3H
s}, 3.46-3.55(2H, m), 5.81(2H, s), 6.81(1H, d, J=8H2), 7.57(1H, br t, J=8Hz),
7:65(1H, br t, J=8Hz), 7.74(1H, br d, J=8Hz), 7.82(1H, br d, J=8Hz), 8.13(1H, d,
J=8Hz), 8.20(1H, d, J=8Hz), 8.39(1H, br d, J=8Hz), 9.81(1H, br s).

MASS(ESI) : m/z 527(M-1)

mp 200-201C

# 11

el B, B 2-F 8 -3-(4-F% £ % & )-30-0k g B
[4.5-h}-WhoE -5-38 8 (130mg) 0] 8 4§ 2-F & -5-(F /X @&

B fg BOBE BE ) -3-(4-F BN B ) -3H-0k M B (4,5-b -0l sE

(120mg) 2 | & & & .

'H-NMR(CDCl,) : 0.89(3H, t, J=7Hz), 1.26-1.50(4H, m), 1.83-1.98(2H, m), 2.65(3H,
s), 3.52-3.62(2H, m), 5.55(2H, s), 7.20(2H, d, J=8Hz), 7.30-7.48(3H, m), 7.51-
7.61(4H, m), 8.15(1H, d, J=8Hz), 8.24(1H, d, J=8Hz), 9.92(1H, br s).

MASS(ESI) : m/z 475(M-1)

mp 170-171°C
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#12-1

@12 &, f3-(4-%-2-8 FH)-2-0 & -30-K
BB T4,5-b) - nF -5-3 B (Tomg) W B/ 3-(4-3 -2-K
THE)-2-F B -5-(GE R R BB RE W OBE L ) -3W-mk % B [4,5-
bl-TH of (66mg) 2 B & ¥ .

'"H-NMR(CDCL,) : 0.88(3H, t, J=7Hz), 1.24-1.50(4H, m), 1.78-1.94(2H, m), 2.63(3H,
s), 3.49-3.60(2H, m), 5.53(2H, s), 6.60(1H, dd, J=8 and 2Hz), 7.34(1H, d, J=8Hz),
7.66(1H, d, J=2Hz), 8.14(1H, d, J=8Hz), 8.22(1H, d, J=8Hz), 9.76{1H, br s)
Mass(ESI) : m/e 511, 513 (M-H)’

mp : 183-184C

#o12-2

A1z BE, B3-(4-8-2-B F % )-2-8 % -3H-1
W B [4,5-D)-Mf o -5-3 B (T0mg) o] 8 78 3-(4-8 -2-§K
FE)-5-(ETHEEBERSB B K )-2-8 % -3H-bk 8 Bf [4,5-
hl-of g (63me) 2 & & % .

'H-NMR(CDCl,) : 0.93(3H, t, J=7Hz), 1.39-1.56(2H, m), 1.78-1.92(2H, m}, 2.64(3H,
s), 3.50-3.61(2H, m), 5.53(2H, s), 6.61(1H, d, J=8Hz), 7.34(1H, dd, J=8 and 2Hz),
7.67(1H, d, J=2Hz), 8.15(1H, d, j=8Hz), 8.22(1H, d, J=8Hz), 9.78(1H, br s)
Mass(ESI) : m/e 497, 499 (M-H)

mp : 165-166T

#12-3

A 1Z2HE, BI-(4-8-2-|WF & )-2-8 % -30-1&%
WBF {4,5-b]-M @ -5-38 B (T0mg) W B 19 5- (X B B Jg =
BEEE )-3-(4-W -2-F F B )-2-% 2% -3H-bk 1 Bt [4,5-b]-
g (68ng)z 0 & & .
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H-NMR(CDCL,) : 2.62(3H, s), 5.53(2H, s), 6.65(1H, d, J=8Hz), 7.37(1H. dd, J=8 and

2Hz), 7.50-7.65(3H, m), 7.68(1H, d, J=2Hz), 8.09(2H, s, 8.17(2H, m), 10.08(1H, br s)

Mass(ESI) : m/e 517, 519 (M-H)y
mp : 193-194C

o 13-1

G 1z H%, M3-(2-1 -4-F 5 % )-2-9 % -34-m,
B BET4,5-b -0 -5-3R B (810me)a] B 43 3-(2-8 -4-8
A ) -2-8 B -5-(F OX B BE KRG OB OB B ) -3H-0K M B [4,5-b)
-HEmE (Tomg) 2 R E B

'H-NMR(CDCl,) : 0.89(3H, t, J=7Hz), 1.22-1.50(4H, m), 1.79-1.95(2H, m), 2.68(3H,
s), 3.48-3.61(2H, m}, 5.54(2H, s), 6.62(1H, d, J=8Hz), 7.23(1H, dd, J=8 and 2Hz),
7.70(1H, d, J=2Hz), 8.13-8.29(2H, m), 9.76(1H, br s
Mass(ES) : m/e 511, 513 (M-H)
mp : 167-168C
#o13-2
2B, BI-(2-8 -4-FE T E)-2-8 & -30-m
W BE {4,5-b1-0buE -5-3 B (T9eg)d W B 5- (X BB RKEH
B )-3-(2-8 -4-E W E)-2-8 K -3H-BK 0 B [4,5-p]-
W oE (S6mE) 2 B E BB

'H-NMR(CDCL,) : 2.67(3H, s), 5.56(2H, s}, 6.67(1H, d, J=8Hz), 7.27(1H, dd, J=8 and
2Hz), 7.50-7.68(3H, m), 7.71{1H, d, J=2Hz), 8.07-8.22(4H, my}, 10.06(1H, br
s)Mass(ESI) : m/e 517, 519 (M-H) '

mp : 189-190C

#lo13-3

e mE, BI-(2-8 -4-F KB )-2-W B -3H-BK
B B F4,5-b1-0 g -5-3R B (dimg) T B 8 3-(2-% -4-§
TEI--(E T B B P B )-2-8 % -3d-mk o B [4,5-
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b]-ft 68 (27mg) 2 88 W 58 8 .

'"H-NMR(CDCL,) : 0.94(3H, t, J=7Hz), 1.38-1.56(2H, m), 1.76-1.93(2H, m), 2.67(3H,
s), 3.48-3.62(2H, m), 5.55(2H, s}, 6.62(1H, d, J=8Hz), 7.24(1H, dd, J=8 and 2Hz),
7.69(1H, d, J=2Hz), 8.13-8.29(2H, m), 9.74(1H, br s)

Mass(ES]) : m/e 497, 499 (M-Hy’

mp : 145-146TC

#Wo1a-1

1z Fk, B3I-(2,4-2 & T8 )-2-8 13/ o -6-3
B (150meg) 0] B 13 3-(2,4-- W T H)-2-9 % -6- (& ¥ &
BEEEBERE) BIH me)z2 HEBY,

'H-NMR(DMSO-d,) : 0.82(3H, t;J=7Hz2), 1.21-1.35(4H, m), 1.53-1.62(2H, m),
2.19(3H, s), 3.12-3.18(2H, m), 4.32(2H, s}, 6.37(1H, s}, 6.48(1H, d, J=8Hz),
7.15(1H, d, J=8Hz), 7.25(1H, dd, J=8 and 3Hz), 7.32(1H, d, J=8Hz), 7.66(1H, d
J=3Hz), 8.34(1H, s)

Mass(ESI) : m/e 465(M-H)

A 14-2

BF@RI1Z F ek, BI-(2,4-— E ¥ E)-2-F 1 B -6-1
B (150meg) A R B 3-(2,4- " WY H)-2-0 % -6-(FE T &
B EEE) B (s8eg)2 BE AR,

r

'H-NMR(DMSO-d;) : 0.82(3H, t, J=8H2), 1.29-1.40(2H, m), 1.52-1.62(2H, m),
2.19(3H, s), 3.14-3.20(2H, m), 4.32(2H, s), 6.38(1H, s), 6.50(1H, d, J=8Hz),
7.15(1H, d, J=8Hz), 7.25(1H, dd, J=8 and 3Hz), 7.32(1H, d, J=8Hz), 7.66(1H, d,
J=3Hz), 8.37(1H, s

Mass{ESI) : m/e 451{M-H)"

#14-3
A I1Z2H &, BI-(2,4-Z R FFE)-2-5 03 # -6-3
B (150mg) Rl W B 3-(2, 4-Z @ F & )-2-H ¥ -6-(X & B
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Fo BB (240)

oW EE) B W (68rg) 2 BB B,

'H-NMR(DMSO-d,) : 2.18(3H, s), 4.30(24, s), 6.33(1H, s), 6.47(1H, d, J=8H2),
7.11(1H, d, J=8Hz), 7.22-7.30(2H, m), 7.40-7.43(3H, m), 7.66(1H, s), 7.80-7.83(2H,
m), 8.28(1H, s) - :
Mass(ESI) : m/e 471(M-H)"

# 15
hHAIZHE, BI-(24-Z Y K )-2-2 % -7-8 &

-3H-MK BB [4,5-b]-M ok -5-B B8 (177meg) 7 8 &8 3-(2,

-2 R E)-2-ZH-T-F R - 5-(FREBREB Y )-

SH-DXK M Bf [4,5-b]-M o (211mg) 2 fE & & & .

'H-NMR(CDCI,) : 0.89(3H, t, J<7Hz), 1.29-1.50(7H, m), 1.80-1.95(2H, m), 2.76(3H,

s), 2.87(2H, q, J=7Hz), 3.50-3.60(2H, m), 5.53(2H, s}, 6.67(1H, d, J=8Hz), 7.15(1H,

dd, J=8, 2Hz), 7.51(1H, d, J=2Hz), 8.02(1H, s}, 9.82(1H, br s).

Mass(ESI) : m/e 495(M-1)
mp : 178-180C

# 16

d 1z 7k, H2-2Z B -7T-8 % -3-(4-% %% %)-30-
Dk g Bf [4,5-b]-M of -5-H 8 (120meg)a) 4 /8 2-2 & -7-
HOE-5-(ETXK BB S BE)-3-(4-% %% 2% )-30-0F 0
Bt (4,5-b]-W o (138meg) 2 & 5 & & .
'H-NMR(CDCly) : 0.87(3H, t, J=7Hz), 1.25-1.47(7H, m), 1.80-1.92(2H, m), 2.75(3H,
s}, 2.90(2H, q, J=7Hz), 3.50-3.59(2H, m), 5.52(2H, s), 7.15(1H, d, J=8Hz), 7.28-
7.47(3H, m), 7.50-7.59(4H, m), 8.02(1H, s).

Mass(ESI) : m/e 503(M-1)
mp : 210-2117C

#1T-1
el Kk, HI-(24-Z |R¥ &% )-2-8 %8 [b]ox
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A~ BB (58F)

Wi -5-32 8 (150mg) W B { 3-(2,4-= §F & )-2-9 % -5-
(FBERBPBE)-FBHIbIF®B (11782)2 8 &8 % & .

'H-NMR(DMSO-dy) : 2.42(3H, s), 4.25(2H, s), 6.7 1{1H, d, J=8Hz), 7.24(1H, dd, J=2,
8Hz), 7.60-7.78(5H, m), 7.97-8.04(3H, m), 8.11(1H, s)

Mass(ESI) : 488(M-H)"

#lo17-2

W1z HE, BHI-(2,4-Z FF B )-2-W ¥ 5 [b]n
W -5-3 B (150mg) Al B 18 3-(2,4-=- W ¥ &£ )-2-8 % -5-
(ET B EE P EBEX)-FB (bl (11Twg) 2 5 88 8,

'H-NMR(DMSO-d,) : 0.83(3H, t, J=8Hz), 1.33-1.46(2H, m), 1.60-1.71(2H, m),
2.45(3H, ), 3.50(2H, t, J=8Hz), 4.27(2H, s), 6.73(1H, d, J=8Hz), 7.25(1H, dd, J=2,
8Hz), 7.67(1H, d, J=2Hz), 7.83(1H, d, J=8Hz), 8.08(1H, d, J=8Hz), 8.18(1H, s)
Mass(ESI) : 468(M-H)

#o18

B 1ZAE, HI-(4-FHEFH)-2-F X P (bl ®
--R OB (112mg) 0 W B 3-(4-FX K ¥ B )-2-9 %K -5-(F
KB ERPBEEL)- X IbIry (8Teg)2 3 B8 &,

'H-NMR(DMSO-d,) : 0.79(3H, t, J=7Hz), 1.20-1.38(4H, m), 1.60-1.70(2H, m),
2.57(3H, s), 3.33-3.40(2H, m), 4.26(2H, s), 7.25-7.34(3H, m}, 7.41(2H, t, J=8Hz),
7.54-7.60(4H, m), 7.83(1H, d, J=8Hz), 7.97(1H, d, J=8Hz), 8.33(1H, s)
Mass(ESI) : 490(M-H)"

719
BE12B &, BI-(2-BRX ®)-2-F X B (b]mwy -5-
B8] O2002) T WG I-(2-BEFHE)-2-F & -5-(EXKBEE

WO EE)-XB (bR B (131mg) 2 B EBEE&.
'H-NMR(DMSO-d,) : 0.80(3H, t, J=7Hz), 1.20-1.42(4H, m), 1.63-1.73(2H, m),
2.47(3H, s), 3.48(2H, t, J=8Hz), 4.29(2H, s), 6.74(1H, d, J=7Hz), 7.17(1H, t, J=7Hz),
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7.24(1H, t, J=THz), 7.51(1H, d, J=8Hz), 7.83(1H, d, J=8Hz), 8.06(1H, d, J=8Hz),
8.18(1H, s)
Mass(ESI) : 448(M-HY
#l 20
@1z B #E, B3-(4-8-2-B ¥ E)-2-H X8 [b]m

B -5-32 B8 (212me) B B3 15 3-(4-8 -2-® * # )-2-§ % -5-

(F kB8 BE R B BE ) B (blrm (137Trg)2 8 &8 & &,
'H-NMR(DMSO-d) : 0.82(3H, t, J=7Hz), 1.20-1.41(4H, m), 1.63-1.73(2H, m),
2.45(3H, s}, 3.50(2H, t, J=8Hz), 4.24{2H, s), 6.67(1H, d, J=8Hz), 7.37(1H, dd, J=2,
8Hz), 7.78(1H, s), 7.82(1H, d, J=8Hz), 8.08(1H, d, J=8Hz), 8.17(1H, s}

Mass(ESI) : 528{M-H)
#l 21
Iz FE, M3-(2,4-— % -5-48 F & )-2-8 ¥ B

[himE g -5-3 8 (222ng) 0] B 48 3-(2,4-2 & -5-8@ 5 %)

-2-F B -5-(E K BB F EE)-FB [(bIr¥ B (204nmg)

Z2HBHE&.

'H-NMR(DMSO-d,) : 0.80(3H, t, J=8Hz), 1.22-1.40(4H, m), 1.03-1.73(2H, m)},
2.48(3H, s), 3.51(2H, t, J=8Hz), 4.27(2H, s), 6.70(1H, d, J=8Hz), 7.83(1H, d, J=8Hz2),
7.88(1H, d, J=7Hz), 8.08(1H, d, J=8Hz), 8.17(1H, s)

Mass(ESI) : 500(M-H)"

¢ 22

A1tz &E, BI-((3-FH X8 [hlmmw-2-% )-8 %)
S2-HROR BT -5- 8 (218ng)70] 3 45 3- ((3-8 ¥ B
[bimrmy -2-% )-8 3 )-2-8 % -5-(FE rk B BE B o B & ) -

E B IbIvE I (176m2)2 B & & & .

'H-NMR(DMSO-d) : 0.79(3H, t, J=7Hz), 1.18-1.40(4H, m), 1.63-1.74(2H, m),
2.60(3H, s), 3.50(2H, t, J=8Hz), 4.56(2H, s), 7.38(1H, t, J=7Hz), 7.47(1H, t, J=7Hz)
7.76(1H, d, J=8Hz), 7.83(1H, d, J=8Hz), 7.86(1H, d, J=7Hz), 8.08(1H, d, J=8Hz),
8.41{1H, s)

Mass(ESI) : 504(M-H)
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A BB (90

w23

BHI1Z2A&E, BI-(1-RBF-2-F )8 E -2-71F 5 [b]
W -5-¥ B (200mg) 6] B I-(1- K -2-F)-@ K )-2-
RO -5- (R /M BBEKEEBE)-XB (bl (207ng)2 B
B &

'H-NMR(DMSO-d,) : 0.75(3H, t, J=7Hz), 1.15-1.37(4H, m), 1.60-1.70(2H, m),
2.48(3H, s), 3.47(2H, t, J=8Hz), 4.54(2H, s), 6.91(1H, d, J=8Hz), 7.60(1H, t, J=7Hz),
7.72(1H, t, J=7Hz), 7.80(1H, d, J=8Hz), 7.83(1H, d, J=8Hz2), 7.91(1H, d, J=8H2),
8.096(1H, d, J=8Hz), 8.26(1H, s), 8.30(1H, d, J=8Hz}
Mass(ESI) : 544(M-H)
M 24-1

HEl 1z HEk, BI1-(2,4- -2 B VY E)-2-H ¥ -1H-1% #
Bf [2,3-d Mk -5-B2@ (120mg) 0] W/ 1-(2,4-2 KR F &)
-2-F B -5-(FE 7K B BE R G OBR OB )-tH-wr my B [2,3-d]8K
W (112eg) 2 Bk & &8 8 .

'H-NMR(CDCL,) : 0.88(3H, t, 7Hz), 1.27-1.47(4H, m), 1.78-1.88(2H, m), 2.57(3H, )|
3.50-3.54(2H, m), 5.30(2H, s), 6.69(1H, d, 8Hz), 7.18(1H, d, 8Hz), 7.38(1H, ),
7.46{1H, d, 2Hz)

Mass(ESI) : 472(M-Hy
o242

a1z BE, AI-(2,4-Z Y & )-2-# X -3H-F
Bf (2,3-d]pkm -5-3R 8 (90mg) W] & 1§ 3-(2,4-Z B T &)
-2-HE-S-(ERBEBRPERE)-HE-FH B (2,3-d1K

M (77mg)2 A & ¥
'"H-NMR(CDCL,) : 0.87(3H, t, 8Hz), 1.25-1.43(4H, m), 1.68-1.85(2H, m), 2.60(3H, s),
3.32-3.53(2H, m), 5.27(2H, s), 7.38(2H, s), 7.48(1H, s), 7.84(1H, s)
Mass(ESI) : 472(M-H)"
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A1z H&E, #H l-(2,4—:ﬁtﬁ§)-2“$§-lﬂ—ﬂ¥l&
Bt [4,5-b] 0 we -5-3% B (150mg) A B F 1-(2,4-= R F
B)-2-W B -6-(IE TR B B % BB ) -1H-mk ne B [4,5-

{h] i wE (151meg) 2 M & & & .

'H-NMR (DMSO-d,) : 0.82(3H, t, J=7Hz), 1.20-1.42(4H, m), 1.64-1.78(2H, m),
2.55(3H, s), 8.51(2H, t, J=7Hz)}, 5.65(2H, s), 6.60(1H, d, J=8Hz), 7.34(1H, dd, J=8,
2Hz), 7.76(1H,d, J=2Hz), 8.44(1H, s), 8.90(1H, s).

MASS(ES]) : m/z 467(M-1) |

mp 103-106°C

#o26-1

Bz B, B 3-(2,4-= F % K )-2-F LW B [3,2-0]
Mh wg -5-3 8 (100mg)®] W B 3-(2,4- " E ¥ K )-2-8 &
h-(E R BB B E) WS (3, 2-b] M (8Tag)2
"o R,

'H-NMR(CDCL,) : 0.88(3H, t, J=7Hz), 1.27-1.49(4H, m), 1.81-1.95(2H, m), 2.50(3H!
), 3.49-3.57(2H, m), 4.19(2H, s), 7.14-7.22(2H, m), 7.39(1H, s}, 7.65(1H, d, J=8Hz)

7.94(1H, d, J=8Hz), 8.32(1H, br s).
MASS(ESI) : m/z 466(M-1)
mp 147-148C
# 26-2
@1z &, HI-(2,4-~ B F & )-2-9 L w8 B {3,2-b]
ooE -5-% B (60me) ™ B @ 3-(2,4-—_ W ¥ &H )-2-H & -5-
(3 W% B R 99 B5 B ) MEoe8 B 13.2-b) MuE (Tomeg) 2 & &
% & o
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'H-NMR(DMSO-d,) : 2.39(3H, 5), 495(2H, 5), 7.29(1H, d, J=8Hz), 7.33(1H, d,
J=8Hz), 7.58-7.74(SH, m), 7.79(1H) d, J=8Hz), 8.04(LH, d, J=8Hz).
MASS(ES]) : m/z 472(M-1)

mp >250C

w27
i1z B, ma-(4-9F -2-W € F & )-2-W % -30-

Dk W BE [4,5-b) -0 nE -5-38 B (50me) o] 8 45 3-(4-% -2-

BOE T ) -2 -5-(F PR B BE KR OF OB B ) -3H-pk me B

f4,5-b]-MoZ (47mg) 2 | 8 & & .

"H-NMR (CDCL,) : 0.89(3H, t, J=7Hz), 1.28-1.50(4H, m}, 1.81-1.94(2H, m), 2.78(3H,

s}, 3.51-3.60(2H, m), 3.86(3H, s), 5.47(2H, s), 6.84-6.95(3H, m), 8.19(1H, d, J=8Hz)

8.23(1H, d, J=8Hz), 9.79(1H, br s).
MASS(ES]) : m/z 463(M-1)

mp 168-170C
# 28-1

HRLZ Hik, BI-(4-F -2-9 K F % )-2-8 &% -30-
Wk e B [4,5-b -0 oF -5-¥ B (70mg) ™ 8 48 3-(4-% -2-
BOE R OB )-2-8 B -5- (X BB R B L) -3H-Dk 0 B
[4,5-b]1-M o (T3mg) 2 & 5 & & .
'H-NMR(CDCL,) : 0.89(3H, t, J=7Hz), 1.28-1.49(4H, m), 1.79-1.95(2H, m), 2.42(3H,
s), 2.69(3H, s}, 3.51-3.60(2H, m), 5.45(2H, s), 6.43(1H, d, J=8Hz), 7.09(1H, br d,
J=8Hz), 7.28(1H, br s), 8.17(1H, d, J=8Hz), 8.23(1H, d, J=8Hz), 9.78(1H, br s).
MASS(ESI) : m/z 447(M-1) |
mp 155-157C
# 28-2

o1z he, @I-(4-§-2-8 % ¥ % )-2-8 3% -34-
DK 0% BF [4,.5-b)-TH o -5-3 B (T0mg) AT 8 48 5-3% B 8 %
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qg ﬁ E _3_(4—ﬁ —Z—EF g iﬁ: % )‘2'$ % ‘3“"1]* ﬂgé ﬁ [4:5_b]
-0 oF (85mg)2 B BK & .

'H-NMR(DMSO-d,) : 2.40(3H, s}, 2.42(3H, s), 5.72(2H, s), 6.60(1H, d, J=8H),
7.17(1H, br d, J=8Hz), 7.39(1H, br s), 7.59-7.77(3H, m), 7.89(1H, d, J=8Hz),
8.02(2H, brd, J=8Hz), 8.12(3H, d, J=8Hz).

MASS(ES]) : m/z 453(M-1)
mp 235-237°C .

#o29-1

Iz HE, BI-(2-F - 4-FHEFE)-2-9 % -38-
Wk BF 14,5-b]-Mbuf -5-3R B (130me)a] 8 45 5-% B B I
OB R -3-(2-F| -4-F F %W B )-2-% 3% -3R-0K 0% Bf [4,5-b]

-i o (T8mg) 2 B & .

'H-NMR(CDCL,) : 2.403H, s), 2.76(3H, s, 5.64(2H, s), 6.95(1H, d, J=8Hz), 7.38-
7.52(4H, m), 7.59(2H, d, J=8Hz), 7.82(1H, br s), 8.07-8.16{3H, m).

MASS(ESI) : m/z 515(M-1)

mp 204-214°C [broad]

#29-2

el 12w, dHi-(2-8 -4-% % % 3% )-2-8 &% -30-
W B RE [4,5-b]-Mf o -5-3 8 (130meg) 7 B 183 5-(iE T &
BE BE B OBE 2L )-3-(2-F -4-F B ¥ K )-2-8 K -30-1F e B
[4,5-b]1-0 o (106me) 2 & & & & .

'H-NMR(CDCL,) : 0.90(3H, t, J=7Hz), 1.38-1.51(2H, m), 1.77-1.89(2H, m), 2.75(3H,
s), 3.50-3.59(2H, m), 5.65(2H, ), 6.89(1H, br d, J=8Hz), 7.35-7.49(4H, m), 7.55(2H,
brd, J=8Hz), 7.71(1H, br s), 8.20(1H, d, J=8Hz), 8.26(1H, d, J=8Hz), 9.80(1H, br s).

MASS(ESI) : m/z 495(M-1)
mp 199-200°C

#30-1
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W12 Ak, BHS-BME-3-(2,4-— EF % )-2-8 %
B [h)wk By (300mg, 0.90mmol), N, N'-3 E — Dk wk (218mg
, t.34mmol), 1.8-Z W K [5,4,0]-7-+ — & (DBU,
204wg, 1.34mmol) R 1-1E /% & BE K (203mg, 1.34mnol)
A8 @33-(2,4- 2" F X E)-2-0 & -5-(1-FE X B ERKRAH
M) X B IbIBE e (260me, 62%)2 M & & 8,

mp : 149.1-149.9C.

'H-NMR(DMSO-d,, § ppm) : 11.94(1H, br s), 7.99(1H, d, J=1.3Hz), 7.82(1H, dd,
J=1.7 and 8.6Hz), 7.63(1H, d, J=2.1Hz), 7.61(1H, d, J=8.6Hz), 7.33(1H, dd, J=2.1
and 8.3Hz), 7.19(1H, d, J=8.4Hz), 4.09(2H, s), 3.48(2H, m), 2.41(3H, s), 1.67(2H,
quint., J=7.7Hz), 1.35(2H, quint., J=7.4Hz), 1.25(2H, sextet, J=7.6Hz), 0.80(3H, t
J=7.3Hz).

IR{Nujol) : 1687cm’!

Mass(FD) : m/e 467(M).

i

# 30-2

1z A, BB -3-(24-T K YHE)-2-8 ¥
Bf fblsk # (220meg, 0.66mmol), N, N'-3 ¥ — Bt B (160mg
, 0.66mmol), DBU(150mg, 0.98mmol )R ¥ B B IF (156n¢g
» D.98mmol ) A W B G- (X B BB WBRBRE)-3-(2,4-2 K
TEY-2-80 F B IbIk W (168meg, H4%)2 M B K &K .
mp: 208.5-209.5°C

'H-NMR(DMSO-d¢, § ppm) : 12.45(1H, br s}, 7.97(2H, m), 7.93(1H, d, J=1.6 Hz),
7.75(1H, dd, J=1.8 and 8.6Hz), 7.70(1H, m), 7.62(3H, m), 7.57(1H, d, J=8.6Hz),
7.32(1H, dd, J=2.1 and 8.3Hz), 7.16(1H, d, J=8.4Hz), 4.06(2H, s}, 2.38(3H, s).
IR(Nujol) : 1702cm™.

Mass(FD) : m/e 473(M).

#3at-1
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Bl i1z2H &, BT-B & -2- (2, 4- 2 BR¥ K )-3,5-=
BB IbIk m (0.3g), N,N'-3 2% — K M (0.28g), DBU
(0.26m1 )R 1-F /8 B BERE (0.26g)0] B4 8 2-(2,4-= | %
E)-3.5-Z FBE-T-(1-F IR B BWE) ¥ 8 [blet g
(0.26g)2 3 &8 & & .

'H-NMR(DMSO-d, § ppm) : 0.79(3H, t, J=7.2Hz), 1.20-1.28(2H, m), 1.30-1.37(2H, &

m), 1.64-1.71(2H, m), 2.19(3H, s), 2.42(3H, s), 3.46(2H, t, J=7.7Hz), 4.24(2H, s),
7.33-7.38(2H, m)}, 7.46(1H, s), 7.59(1H, s), 7.62(1H, s), 11.57(1H, br s).
IR(Nujol) : 1691cm’!.

Mass(FD) : m/e 481(M)

mp : 164-165.5C.

# 31-2

hl1zhH &, BT1-B B -2-(2,4- 2 K ¥ H) -3,5-2
BB (bIsk W (0.3¢), N, N'-% % — 0kK® (0.28g), DBU
(0.26ml) R X BB (0.27¢) ] B T-(F BBk F B L)
~2-{2,4-T WOV K )-3,5-7 B X B (b W (0.29g)2 &
&,
'H-NMR(DMSO-d,, 8 ppm): 2.17(3H, s), 2.38(3H, s), 4.23(2H, s), 7.33-7.41(3H, m)!

7.56(1H, s), 7.58-7.64(3H, m), 7.72(1H, t, J=7.3Hz), 7.97-8.00(2H, m}, 12.09(1H,
br s).

IR(Nujol} : 1703cm ™.

Mass(FD} : m/e 487(M)

mp : 214-215C.

M 32-1

1z B, BI-B B -2-8 % -3-(4-% K% #)-%
Bt [blekms (0.3g), N,N'-3 %% — 1K ok (0.28g), DBU
(0.26ml) R 1-iE )X B BE K2 (0.27g)0] 8445 2-90 % -5-(1-
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(EX @ERE)-3-(4-F B XX )EH (bIkm (0.25¢g)

2 H B &,

'H-NMR(DMSO-d,, 8 ppm) : 0.79(3H,t, J=7.3Hz), 1.21-1.26(2H, m), 1.34{2H,
quint., J=7.5Hz), 1.67(2H, quint., J=7.7Hz), 2.51(3H, s), 3.49(2H, t, J=7.7Hz),
4.07(2H, s), 7.32(1H, t, J=7.3Hz), 7.36 (2H, d, J=8. 1Hz), 7.42(2H, t, J=7.6H2),
7.57-7.62(5H, m), 7.82(1H, dd, J=8.6 and 1.6Hz), 8.15(1H, s), 11.99(1H, br s).

IR{Nujol) : 1687cm’!
mp : 130.5-132C.

# 32-2

@12 HFiE, mS-H%-2-0 % -3-(4-¥ % FHE X
Bf [bisk & (0.3g). N,N‘—#E:ﬂ*lﬂé(ﬂ.mg), DRU
(0.26m)) R X B EENR (0.28)F W H/OG-(1I-XBERBRREB
Y -2-H O -3-(4-F EFHEIEBIbIKE (0.312)2 H
% 5.

'H-NMR(DMSO-dg, § ppm) : 2.49(3H, s), 4.04(2H, 3), 7.30-7.35(3H, m), 7.42(211, t,
J=7.7Hz), 7.54-7.63(TH, m), 7.69(1H, t, J=7.4Hz), 7.74(1H, dd, J=8.6 and 1.8Hz),
7.97-7.99(2H, m}, 8.07(1H, d, J=1.7Hz), 12.5(1H, br s).

IR(Nujol) : 1686cm’™

mp : 188-190C.

#33-1

1z Hk, RS- BME-I-(2,4-"HFKH)-2-F X
B (bhIsk g (0.335g), N, N'-3 H — mkm (0.32g), DBU
(0.3m) R 1-FE T BEBERE (0.275g) 0 W B 65-(1-FE T & B
B 9B )- 3-(2.4-— RY & )-2-8 B (bIwk ¥ (0.26¢g)
2 H 8BS &,

-298-

AMIER G A PEBEFATA (CONS ) AL (210x2970 4 )

(ot pr 2 S T N B 3k )

)

}

A G " VU M

U

.



P oo 3 H O 2R S S S NS

426666 .

B7

A YR (597)

'H-NMR(DMSO-dg, § ppm): 0.85(3H, t, J=7.4Hz), 1.34-1.42(2H, m), 1.61-1.68(2H,
m), 2.42(3H, s), 3.49(2H, t, J=8.3Hz), 4.09(2H, s), 7.19(1H, d, J=8.4Hz), 7.33 (1H,
dd, J=8.3 and 2.2Hz), 7.61(1H, d, J=8.6Hz), 7.64(1H, d, J=2.3Hz), 7.83(1H, dd,
J=8.7 and 1.9Hz), 7.99(1H, d, J=1.7Hz), 11.95(1H, brs).

IRMNujol) : 1698cm’™!

mp : 145.5-146°C

#l 33-2

@125k, B-BE-3-(2,4-- HEHK)-2-1 %
Bt [blsx W (0.335g), N, N'- #% — X0 (0.32¢), DBU
(0.3m1) R 1-E 2 B BE B (0.33g)0 8118 3-(2,4-- K %
K)-5-(1-FCBBIE®BE)-2-F %5 (bIvkw (0.22g)
2 A B &R,

H-NMR(DMSO-d,, 8 ppm) : 0.81(3H, t, J=7.1Hz), 1.18-1.23(4H, m), 1.33-
1-40(2H, m), 1.6 2-1.68(2H, m), 2.42(3H, s), 3.48(2H, t, J=7.7Hz), 4.09(2H, ),

7-14(1H, d, J=8.4Hz), 7.33 (1H, dd, J=8.3 and 2.2Hz), 7.61(1H, d, J=8.6Hz),

7-64{1H, d, J=2.2Hz), 7.82(1H, dd, J=8.7 and 1.8Hz), 7.99(1H, d, J=1.7Hz),
11.94(1H, brs).

IR(Nujol) : 1688cm™!
mp : 139-139.5C

# 33-3

Iz F&E, B-BE-3-(2,4- 2 B ¥ K )-2-8 %
S [hikk Mg (0.335g), N,N'-% 3% Bk M (0.32g), DBU
(0.3mi) R 2-FE Iy WG 85 J% (0.33g)n 8418 3-(2,4-— & %
B )-2-8 B -5-(2-vE M B4 BERR R OBEE )- B (b K
(0.33g)z B8 HE &,
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'H-NMR(DMSO-d,, é ppm) : 2.39(3H, s), 4.07(2H, s), 7.15-7.21(2H, m), 7.32(1H,
dd, J=8.3 and 2.3Hz), 7.58(1H, d, J=8.6Hz), 7.63(1H, d, J=2.2Hz), 7.78(1H, dd,
J=8.6 and 1.8Hz), 7.83(1H, dd, J=3.7 and 1.1Hz), 7.95(1H, d, J=1.6Hz), 8.02(1H,
dd, J=4.9 and 0.9Hz), 12.57(1H, brs).

IR(Nujol) : 1703cm™!
mp : 198-199C

#o34-1

Wiz Ak, HO-HE-3-(2, -2 RF¥HE)-2-2 ¥
Bt [blwkm (0.3g), N, N'-% % —mKm (0.26g), DBU
(0.26mb) R 1-7F /7K & BE 2 (0.26g) 0] B8 748 3-(2,4-- ® %
B)-2-2 % -5-(1-EXBERSEE)-FXB (bl

(0.15g)2 83 B & & .

'H-NMR(DMSO-d;;,  ppm) : 0.81(3H, t, J=7.3Hz), 1.18(3H, t, J=7.5Hz), 1.2 2-
1.38(4H, m), 1.65-1.71(2H, m), 2.77(2H, quartet, J=7.5Hz), 3.48(2H, t, J=7.8Hz),
4.10(2H, s), 7.14(1H, d, J=8.4Hz), 7.33 (1H, dd, J=8.4 and 2.1Hz), 7.63-7.66(2H,
m), 7.83(1H, dd, J=8.8 and 1.9Hz), 8.01(1H, s), 11.95(1H, brs).

IR(Nujol) : 1689cm!
mp : 131-132TC.
# 34-2

hH 1z H ik, B-BE-3-(24-ZRFE)-2-2 %
Bt Iolmc W (0.335¢), N, N'-3 % — mkm (0.32g), DBU
(0. 3dnD) R X B EE (0.3)THB-(FBBERBRFE
E)-3-(2,4-Z R T H)-2-2Z B IbIsk MW (0.26g)2 &

%R,
'H-NMR(DMSO-d,, 8 ppm) : 1.16(3H, t, J=7.6Hz), 2.75(2H, quartet, J=7.6Hz),

4.08(2H, s}, 7.12(1H, d, J=8.4Hz), 7.32(1H, d, J=8.4Hz), 7.58-7.65(4H, m), 7.70(1H

t, J=7.0Hz), 7.76(1H, d, J=8.8Hz), 7.96-7.99(3H, m), 12.46(1H, brs).

IR(Nujol) : 1704cm’! ’

mp : 196-197C
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#l 34-3

Bz Ak, HO-BE-3-(2,4-—_®\BF#H)-2-2 %
B [bIBk Wl (0.335g), N, N'-B ¥ — Bk vk (0.32g), DBU
(0.3ml)R 8-0F Wk B4 BEBE (0.332) T R 18 3-(2,4-Z & ¥
B )-2-Z F -5-(8-Vx Wk B MEBE W OBE X )-X B (b Imk ml
(0.39g)2 A &8 % & .

lH-NMR(DMSO—dﬁ, 6 ppm) : 1.15(3H, t, J=7.5Hz), 2.74(2H, quartet, J=7.5Hz),
4.08(2H, s}, 7.03(1H, d, J=8.4Hz), 7.29(1H, dd, J=8.3 and 2.1Hz), 7.54(1H, d,

J=8.7Hz), 7.59(1H, dd, J=8.3 and 4.3Hz), 7.68(1H, d, J=2.1Hz), 7.71(1H, dd, J=8.7
and 1.6Hz), 7.82(1H, t, J=7.8Hz), 7.99(1H, s), 8.34(1H, d, J=8.0Hz), 8.51(2H, d,
J=7.8Hz), 8.80 (1H, dd, J=4.2 and 1.6Hz).

IR(Nujol) : 1687cm’™

m p: 232-233C

L4

B 34-4

el iz H¥E, BO-BE-F-(2,4- 2 W E)-2-2 %
Bt [blBcwg (0.36g), N, N'-B ¥ — ke (0.32g), DBU
(0.3ml) R 2-% X BB (0.31g) 7 BB 3-(2,4-- R ¥
BH)-2-2 F -5-((2-W F VBB KB EX)-FXB [blnk 5
(0.24g)2 B B S & -

'H-NMR(DMSO-d, 8 ppm) : 1.17(3H, t, J=7.6Hz), 2.57(3H, s), 2.77(2H, quart
J=7.5Hz), 4.08(2H, s), 7.15(1H, d, J=8.4Hz), 7.32(1H, dd, J=8.3 and 2.2H2),
7.38(1H, d, J=7.6Hz), 7.44(1H, t, J=7.4Hz), 7.57(1H, t, J=7.5Hz), 7.60(1H, d,
J=8.7Hz), 7.63(1H, d, J=2.2Hz), 7.77(1H, d, J=8.8Hz), 7.97(1H, s), 8.02(1H, d.
J=8.1Hz), 12.56(1H, brs).

IR(Nujol) : 1694cm’™!

mp : 182-183C

7 35-1

-301-~

AKR R R BB E AL (CNS ) AddLIE (2102970 4 )

J

4.
b=

(i promss
———

awl.
—

——'“"—“——""—_"—"—_——_————‘Fﬂ’—‘-——“"“"“““‘—



WD PR ERF R R RS R

42665¢ AT

B7

-~ AR ()

ez Ak, BOH-BRE-I-(24-ZTHEFTE)-2-R ¥
Bf (bimc ®g (0.36g), N, N'-3 3% — BK M (0.32¢g), DBU
(0.3m1) R 1-F X BER0.3g)TTHWBI-(2,4-Z2KF &)
-5-(1-TFE 7K B B R 9 OBE R ) -2-R X Bf Tbh)sk g (0.36g)%2

BHoEES.
'H-NMR(CDCL, & ppm) : 0.89(3H, t, J=7.3Hz), 0.95(3H, t, J=7.4Hz), 1.30-1.47(4H, %
m), 1.70-1.79(2H, m), 1.83-1.90(2H, m), 2.77(2H, t, J=7.5Hz), 3.57(2H, t, J=8.0Hz), &

R

4.05(2H, s), 6.88(1H, d, J=8.4H2), 7.10 (IH, dd, J=8.3 and 2.2Hz), 7.45(1H,d, [} ~
J=2.1Hz), 7.50(1H, d, J=8.6Hz), 7.71(1H, dd, J=8.6 and 1.9Hz), 7.76(1H, d, i
J=1.6Hz), 8.36(1H, brs). -, q
IR(Nujol) : 1693cm™ -
mp: 114-115C

#il 35-2 .

.

R

R 1z Ak, BH-BE-3-(2,4-—_ T E)-2-F X
Bt [blimk wg (0.36g), N, N'-B FE_mkm (0.32¢g), DBU
(0.3aD) R X EBEE (0.31)T W EF5-(FEBEBKHER)
-3-(24-- R E)-2-W X B (b1 g (0.24g)2 8 & &

=
HH o

L —

)

'H-NMR(DMSO-d,, 8 ppm) : 0.83(3H, t, J=7.4Hz), 1.56-1.63(2H, m), 2.70(2H, t,
J=7.4Hz), 4.08(2H, s), 7.10(1H, d, J=8.4Hz), 7.32(1H, dd, J=8.3 and 2.2Hz), 7.58-
7.65(4H, m), 7.70(1H, t, J=7.4Hz), 7.76(1H, dd, J=8.7 and 1.8Hz)}, 7.96-7.99(3H,
m), 12.45(1H, br<)

IR(Nujol) : 1708cm™!
mp : 197-197.5C
 35-3
HEi1z2 Hik, Bo-BE-3-(2,4-—BEFE)-2-F %
B [b)wk g (0.36g), N,N'"-B B — XM (0.32g), DBU
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(0.3l )R 2-8 % B BERE (0. 4g) T W B 3-(2,4-“ K F &)
“i-(2-B X BB EERE)-2-"EB (b (0.18g)%

& & &

'H-NMR(DMSO-d,, § ppm) : 0.84(3H, t, J=7.3Hz), 1.58-1.64{2H, m), 2.72(2H, ¢,
J=7.4Hz), 4.09(2H, s), 7.13(1H, d, J=8.3Hz), 7.32(1H, dd, J=8.4 and 2.2Hz),
7.61(1H, d, J=8.7Hz), 7.63(1H, d, J=2.0Hz), 7.82(1H, dd, J=8.8 and 1.3Hz), 7.85-
8.00(3H, m}, 8.03(1H, s), 8.22-8.25(1H, m)

IR(Nujol) : 1692cm’!

mp : 219-220C

& 36

BHIZHE, B-BE-3-(2,4-Z ¥ & )-¥8 [b]
BR W (0.26g), N,N'-B B — DKW (0.26g), DBU(D.24ml)
RE KB B (0.242) 8 W 8 3-(2,4-_ ®F ¥ % )-5-(1-
B BB OR OB R )-F B (bl (0.24g) 2 B BB oW

'H-NMR(DMSO-d,, § ppm): 0.82(3H, t, J=7.2Hz), 1.23-1.40(4H, m), 1.65-1 73(2H,
m), 3.51(2H, t, J=7.7Hz), 4.14(2H, s), 7.37(2H, s), 7.64(1H, s), 7.70(1H, d, J=8.8Hz),
7.87(1H, s), 7.91(1H, dd, J=8.7 and 1.6Hz), 8.269(1H, s), 12.01(1H, brs)
IR(Nujol) : 1682cm’?

#l 37

hellze Hk, B5-BB-3-(2. 4-“ ®WFH)-2-0 %
Bt Eb] MEuy (440meg. 1. 25nm0l ) B R B X B B, M A
WOE KM (305mg, 1.88mmol), R EBMME LA, m
AV-IE 7K B BE F% (284mg, 1.88mmol)R DBU(286me, 1.88
mmol), KL 100°C T MAMEBKISAHE, HBEESR., A K
BINAHCIM B . M2 B ZBRNR, W H®EL L &wm
ERAEERBAEBRBETEE. AR A E R BR
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B~ BT (20> )

R, AVBERN (BHE®K :CK/ZBZE=3/2)
i, BH2Z-REEORkERITEI-(2,4- 2 REHK)-2-
BH-5-(1-E /X B BER)XB (b, (410mg, 68%)

ZEELE R

mp : 158.5-159.3C

H-NMRIDMSO-ds, 8 ppm) : 12.01(1H, brs), 8.15(1H, d, J=1.4Hz), 8.06(1H, d,
J=8.4Hz), 7.82(1H, dd, J=1.6 and 8.4Hz), 7.66(1H, d, J=2.1 Hz), 7.25(1H, dd.
J=2.1 and 8.4Hz), 6.72(1H, d, J=8.4Hz), 4.25(2H, s), 3.48(2H, m), 2.44(3H, 5),

1.66(2H, quint., J=7.5Hz), 1.34(2H, quint., J=7.7Hz), 1.24(2H, sextet, J=7.6Hz),
0.80(3H, t, J=7.3Hz)

IR(Nujol) : 1661cm™!
Mass(FD) : m/e 483(M)

M 38-1

12 hE, BT-BE-2-(2 4-- B¥HK)-3-2 %
B Ob] By (0.25g), N, N'- 3 — Bk o¥ (0.22g), DBU
(0.2m1) R 1-7E /X B BE I (0.21g) A B3 48 2-(2,4-= | %
R)-3-CE-T-(1-EXMERTBEE)-XH (bl oy
(0.17g)e BB BESE & .

'H-NMR(CDCI;, & ppm): 0.89(3H, t, J=7.4Hz), 1.20 (3H, t, J=7.7Hz), 1.30-1.38(2H
m), 1.41-1.48(2H, m), 1.85-1.93(2H, m), 2.89(2H, quartet, J=7.6Hz), 3.62(2H, t,
J=8.3Hz), 4.31(2H, s), 7.13(1H, d, J=8.3Hz), 7.16(1H, dd, J=8.4 and 2.0Hz),

7-41(1H, d, J=2.2Hz), 7.49(1H, t, J=7.8Hz)}, 7.62(1H, d, J=7.5Hz), 7.96(1H, d,
J=7.9Hz), 8.4(1H, brs)

IR(Nujol) : 1667cm’!
Mass(FD) : m/e 497(M)
mp : 176-178C

M 38-2
hidllz Tk, BT-BE-2-(2,4-2 ¥ K )-3-2 %
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B Ib] sy (0.25g), N, N'-FR & — KM (0.22g), DBU
(0.2ml )R X B BER (0.22g)H WP T- (BB P B E)
~2-(2,4-— WX E)-3-Z2x B (b] B (0.156g)2 0 &

e

'H-NMR(CDCl,, § ppm) : 1.14(3H, t, J=7.6Hz), 2.84(2H, quartet, J=7.5H2),
4.24(2H, s), 7.04(1H, d, J=8.3Hz), 7.12(1H, dd, J=8.3 and 2.0Hz), 7.38(2H, d,
J=2.0Hz}, 7.54(2H, t, J=7.7H2), 7.62(1H, t, J=7.4Hz), 7.70(1H, d, J=7.5Hz),
7.87(1H, d, J=7.9Hz), 8.18(2H, d, J=7.9Hz)

IR(Nujol} : 1704cm™

Mass(FD) : m/e 503{M)

mp : 181-183C

& o39

Wiz F ek, NN -3 B TR (0.29g) 0 F 6-3
B-1-(2,0-Z KX K )-3-F B -2-FX B ko 8 (0.314g)
REN-Z B X H BER (9nl), REEBRSELIAE, A
1-7F T BB FE 0.246% DBU(273mg) it A 100°C T 8 B 16
M, BEREHEUESR AR, BEHEEHR, H
R EwBEBERBTMAETS-(1-ET & B A B
B)-1-(2,4-7 R KR ) -3 B 2% B 0k 8 (0.123g),

'H-NMR(DMSO-d,, & ppm) : 0.81(3H, t, J=7.2Hz), 1.29(2H, m), 1.51(2H, m),

3.00(2H, m), 3.39(3H, s), 5.11(2H, s), 6.93(1H, d, J=8.3Hz), 7.13(1H, d, J=8.2Hz),

7.34(1H, d), 7.50(1H, 8}, 7.68(1H, s}, 7.78(1H, d, J~8.1117)
IR(Nujol) : 1666cm™
mp : 358-360C
Mass(FD) : m/e 469(M)
# 40
HAI1Z Ak, BHO6-RE-1-(2,4-Z BT HE)-F B =
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A BBABLER (204)

BA(0.12g), N, N'"-B % =Bk (0.12g), DBU(D0.11ml) R
1-ETEBR (0.1)W M B6-(I-ETHBEBRE®BE)-1-
(2. 4-Z EX E)-F B =0 (0.132),

'"H-NMR(CDCl;, & ppm) : 0.90(3H, t, J=7.4Hz), 1.40-1.48(2H, m), 1.76-1.82(2H, m)'
3.57 (2H, t, J=8.4Hz), 5.93(2H, s), 6.89(1H, d, J=8.4Hz), 7.13(1H, dd, J=8.4 and
2.1Hz), 7.38 (1H, d, J=2.0Hz), 7.92(1H, d, J=8.9Hz), 8.13(1H, d, J=8.7Hz), 8.26(1H,
s), 10.0(1H, brs)

IR(Nujol) : 1688cm™

Mass(FD) : m/e 440 (M)

mp : 158-160TC

woa1-1
B 12 Hs, BE-BE-1-(2,4-- H S H)-3-9 1

)

.
e

( M*}vh*?f‘h e B A Bk B

S1H-050 M (440mg,1.31nmol )i R = W 3 B BERE (16ml),
MA N K" - E kM (319mg, 2.0mmol), A F & 8 b1
NEF . MOANI-E T BEEM (270mg, 2.0mmol) % DBU(300mg
» 2.0mmol), FRI100CT MBEBEBRFRI4I N, B - F %@
BER M LA IN HCIB i F o3, U2 BMZEBENR, BE &
BULENEHAETREARBATLEE . B & &
MY MBS ER. aWBREER (B8R :Ck/2
MZK=1/1) #EAETdE6-(1-F T BBEKRFBL)-1-(2,
RN E)-IN-3- BB, FHZBZE -CHhrEg &

o 15 M B & & (0.36g, 60%),

'H-NMR(CDCl,, 8 ppm) : 8.82(1H, brs), 7.94(1H, s), 7.78(1H, d, J=8.4Hz), 7.56(1H,
d, J=8.4Hz), 7.42(1H, d, J=1.7Hg), 7.09(1H, dd, J=1.9 and 8.4Hz), 6.63(LH, d,
J=8.4H2), 5.64(2H, s), 3.58(2H, m), 2.62(3H, s, 1.83(2H, quint, J=7.4Hz), 1.47(2H,
sextet, J=7.4Hz), 0.94(3H, t, J=7.4Hz)

IR(Nujol} : 1681cm’™ '

Mass(FD) : m/e 453(M)

}
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#oa1-2

B2 Ak, BHE-BE-1-(2,4-= ®F & )-3-8W %
-1TH-W # (0.335¢g), N, N'-3 B — Bk m (0.32g), DBU
(0.3m1) R 1-TE B M (0.3g)@ W H 1-(2,4-2 K F & )-
3-F B -6- (V-7 BEEERE P OB R ) - LR-w M (0.398)2 8
HEAEEY .

'H-NMR(DMSO-d¢, 8 ppm) : 0.82(3H, t, J=7.2Hz), 1.22-1.40(4H, m), 1.66-1.74(2H,
m), 2.51(3H, s), 3.52(2H, t, J=7.7Hz), 5.69(2H, s), 6.78(1H, d, J=8.4Hz), 7.34(1H,
dd, J=8.4 and 2.0Hz), 7.64(1H, d, J=8.5Hz), 7.67(1H, d, J=2.0Hz), 7.87(1H, d,
J=8.5Hz), 8.33(1H, s}, 12.07(1H, brs)

IR(Nujol) : 1690 cm'!

#41-3

W1z Ak, BHGe-BE-1-(2,4-Z ®FF H)-3-81 K

-1H-8 m (0.335g), N,N'-® #F — ke (0.32g), DBU
(0.3m1)R X B EK (0.31g)0] 815 6- (3% & 8B g W 8 %)

“S1-(2 4-Z ® X £ )-3-B K -1R-B B (0.36g)2 A B&E

1
B o

'H-NMR(DMSO-ds, 8§ ppm): 2.50(3H, s), 5.68(2H, s), 6.75(1H, d,
J=8.5Hz),7.33(1H, dd, J=8.4 and 2.0Hz), 7.56(1H, d, J=8.7Hz), 7.64(2H, t,
J=7.THz}, 7.67(1H, d, J=2.0Hz), 7.72(1H, t, J=7.5Hz), 7.83(1H, d, J=8.5Hz),
8.02(2H, d, J=7.9Hz), 8.31(1H, s), 12.60(1H, brs)

IR(Nujol) : 1699 cm™?

mp : 227.5-229°C

W oa1-4
@M1z H &k, H-BHE-1-(24-—_EAFHE)-3-8 %

~-JH-03 B (0.335g), N,N'-% £ — mkm (0.32g), DBU
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(0.3ml) R (E)-(2-3% 2 4 %% )8 B W (0.37¢)7 8 8 (F)
(2, 4-T KRR )-3-H I -6-((2-FX 2R BB R H
BEII-BlH (0.1Tg)z a3 BHE&.

'"H-NMR(DMSO-dg, 8 ppm) : 2.50(3H, s), 5.68(2H, s), 6.76(1H, d,
J=8.4H2),7.33(1H, dd, J=8.4 and 2.2Hz), 7.43-7.47(3H, m), 7.53(1H, d, J=15.4Hz),
7.64(1H, d, J=8.5Hz), 7.67(1H, d, J=15.5Hz), 7.76-7.79(2H, m), 7.85(1H, d,
J=8.4Hz), 8.34(1H, s), 12.35(1H, brs)

IR(Nujol) : 1694 cm’!

mp : 209.5-210.5°C
42

HAIZHE, BT-BE -1-(24-—“ KR H)-3-2 %
2,4 (TH, 30 -pE M Wk = B3 (0.79g), N,N'-% 3 - B
(0.44g), DBU(D.41g)R 1-F T BAE % (0.37¢g)a] 8418
T-(1-F T BEEHEBE)-1-(2,4- 2§ FH)-3-2 % -2
CACITH,3H) -1 M Z R (0.58g) 2 A BB & & .

'H-NMR(DMSO-d,, § ppm) : 0.81(3H, t, J=7.A4Hz), L1831, t, J=7.211z), 1.2
1.40(2H, m), 1.61(2H, quint., J=8.0Hz), 3.46(2H, t, J=7.1Hz), 4.01(2H, quartet,
J=7.2Hz2), 5.39(2H, s), 7.11(1H, d, J=8.5Hz), 7.29(1H, d, J=8.4Hz), 7.51(1H, s),
7.74(1H, d, J=2.0Hz), 7.77(1H, d, J=8.1Hz), 8.21(1H, d, J=8.7Hz), 8.23(1H, s),
12.3(1H, brs)

IR(Nujol) : 1712, 1693, 1658cm’!

Mass(FD) : m/e 511(M} '

mp: 212-214C

7l 43

Iz A&, BT-BE-3-(2,4- - R ¥ &£ )-1-8 &
~2,4(1IH.3R8) -1 MMk — B9 (0.57g), N,N'-% X — Ik M
(0.36g), DBU(0.34wl) % 1-1F T B B I (0.31g)709 8 &
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T-(1-ET BEBEYBE)-3-(2,4- 2 KK H)-1-8/ % -
2,4(1H,34)-r2 ¥ M — ) (0.65g)2 A B & & .

'H-NMR(DMSO-d;, & ppm) : 0.88(3H, t, J=7.4Hz), 1.39-1.46(2H, m), 1.70(2H,
quint., J=7.7Hz}, 3.56(2H, t, J=7.9Hz), 3.60(3H, s), 5.14(2H, s), 7.18(1H, d,
J=8.4Hz), 7.30(1H, dd, J=8.4 and 2.1Hz), 7.65(1H, d, J=2.1Hz), 7.80 (1H, d,
J=8.2Hz), 7.98(1H, s), 8.16(1H, d, J=8:2Hz), 12.5(1H, brs)

IR(Nujol) : 1712, 1693, 1658cm™ *

Mass(FD) : m/e 497(M)

mp : 212-214C

# 44

BRIz F&k, HT-BE-3-(2,4-— R ¥ B )-4(3H)-
P e Mk & (0.35g), N,N'-3 3% — bk mE (0.32g), DBU(D.3ml)
RA-FE T B B (0.27g) T 8 B 7-(1-F T EEEHEX)
S3-(2,4-Z B Y B )-4(30) -1 MW ER (0.38g)2 B 4 &
& o
'H-NMR(DMSO-d,, § ppm): 0.87(3H, t, J=7.6Hz), 1.38-1.46(2H, m), 1.66-1.73(2H,
m), 3.54(2H, t, J=7.8Hz), 5.25(2H, s), 7.21(1H, d, J=8.4Hz), 7.38(1H, dd, J=8.4 and
2.1Hz), 7.69 (1H, d, J=2.1Hz), 7.99(1H, dd, J=8.3 and 1.7Hz), 8.23(1H, d, J=8.3Hz),
8.25(1H, d, J=1.7Hz), 8.58(1H, s), 12.40(1H, brs)
IR(Nujol) : 1694cm™

Mass(FD) : m/e 468 (M+1)
mp : 245H-247°C

#l 45

BRIz Hk, BT-BE-2-(2,4-Z K F & )-3-8 % -
A(3H) -0 M WEBE (0.198), N,N'-38 % Bk (0.21g),
DBUCO.2m )R I-FE T W EEM (0.2g)0 B 8 7-(1-F T &
B BB )-2-(2,4-" 8/ F & )-3-H K -4(3H) - M W
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F - BEABLEE (2ef)

B O(0.09g)z2 BB &.

'H-NMR(CDCL;, 8 ppm) : 0.96(3H, t, J=7.4Hz), 1.48-1.53(211, m), 1.84-1.9 L{2H, ny)
3.58-3.62(S5H, m), 4.29(2H, s), 7.14(1H, d, J=8.3Hz), 7.23-7.26(1H, m), 7.50 (1H, d,
J=2.1Hz), 7.89(1H, d, J=8.3Hz), 7.97(1H, s), 8.36(1H, brs), 8.39(1H, d, J=8.3Hz)
IR(Nujol) : 1690, 1661cm’™

Mass(FD) : m/e 482 (M+1)

mp : 244-246C

# 46

helz F, BREE SRS RS VIV HCLHE £ pHL,
O G- K -3-(2,4-" FE Y R )-3,4-@® -2-9 0T M K
B Rt W (0.27g), N,N' -3 3% — Bk (0.34g), DBU(0.31ml)
B1-E T B B (0.29g)0f 8§ 6-(1-1E T B B2 §8 B 8% % )
-3-(2,4-" RV E)-3,4-"&H -2-H 1 K H B® (0.16¢g)

Z B EBS M
'H-NMR(DMSO-d,, § ppm) : 0.82 (3H, t, J=7.4Hz), 1.27-1.33(2H, m), 1.48-
1.56(2H, m), 2.43(3H, s), 3.04(2H, t, J=7.7Hz), 4.72(2H, s), 4.86(2H, s), 7.01(1H, d,
J=8.3Hz), 7.49(1H, dd, J=8.4 and 2.1Hz), 7.59 (1H, d, J=8.4Hz), 7.66(1H, s),
7.75(1H, d, J=2.1Hz), 7.85(1H, d, J=8.4Hz), 12.0(1H, brs)

IR(Nujol) : 1642cm™

Mass(FD} : m/e 467 (M) !

mp : 258°C (decomposition)

#47-1

etz F ik, BTI-BE-1-(2,4- -2 R & )-2-80 &
~4(IHY-FF MM ER (0.36g), NLN'-F FE Bk M (0.32¢),
DBU(O.3m1) R I-E /X B BE IR (0.308)W W BB 1-(2,4-2 R
FHE)-2-FE-T-(I-EXEEBERESBEE) -4(10) -2 B

WE (0.47g)2 B BE &

-310-
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'H-NMR(DMSO-d,, § ppm) : 0.80(3H, t, J=7.3Hz), 1.18-1.26(2H, m), 1.29-1.35{2H,
m), 1.60-1.67(2H, m), 2.67(3H, s), 3.48(2H, t, J=8.3Hz), 5.70(2H, s), 7.14(1H, d,
J=8.6Hz), 7.33-7.36(1H, m), 7.83-7.86(2H, m), 8.07(1H, d, J=8.4Hz), 8.33(1H, d,
J=8.3Hz) -
IR(Nujol) : 1738, 1694cm’™ .
Mass(FD) : m/e 496(M+1)
mp : 168-170°C
Wa7-2

BH 12 HE, BT-BE-1-(2,4-Z FF £ )-2-0 %
4 CTH) -mE % BE B (0.36g), N,N'-3 B — Bk M (0.32g),
DBUCO . 3ml) K ¥ B B M (0.31) T/ B T- (X HEBRE
BE B )-1-(2,4-Z ® ¥ % )-2-8 F -4(1H)-0 P8 B B (0.5g)
ZH B

"H-NMR(CDCL,, 8 ppm) : 2.66(3H, s, 5.68(2H, s), 7.11(1H, d, J=8.5Hz), 7.31(1H,
dd, J=8.4 and 2.1Hz), 7.61(2H, t, J=7.9Hz), 7.71(1H, t, J=7.5Hz), 7.80(1H, s),
7-84(1H, d, J=2.1Hz), 7.94(2H, d, J=7.9Hz), 8.03(1H, d, J=8.2Hz), 8.29(1H, d,
J=8.3Hz)

IR(Nujol) : 1735, 1698cm™!

Mass(FD) : m/e 502(M+1)
mp : 214-216C

48

1z HFHk, BT-BE-1-(2,4-— B F &K )-1,4-=
W O-2-F 0T D OWE /20 BE W (0.1g), N,N'-3 K — B oM
(0.122g), DBUCO.11ml) R ¥ B EE K (0.113g)7 8 18 1-(2
A B E Y- A --FE -T-(I-E B ER R R
Bo)-mF %SRS (0.075g)2 8 B E SR,

-311-
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7.38(1H, d, J=2.0Hz), 7.41(1H, d, J=8.2Hz), 7.79(1H, d, J=1.9Hz), 7.81(1H, d,
J=7.9Hz), 11.4(1H, brs), 12.1(1H, brs)

IR(Nujol) : 1685cm’!

Mass(FD) : m/e 482(M+1) .

mp : 184-186C A

#l 49

BRIz &, BHT-WE-1-(2,4- 2 RAF E)-3-8 %
-2(TH) -V o WA @A (0.28g), N, N'-% B —mkmk (0.23g),
DBUCO.21m]l) R 1-iE T BB BE (0.19g) W W/ 7-(1-% B
BERE W B R )-I1-(24-Z W T8 )-3-8H F -2(14) -1 o |
B (0.17g),

'H-NMR(DMSO-d;, § ppm) : 0.81(3H, t;}J=7.4Hz), 1.3 2-1.40(2H, m), 1.62(2H,
quint., J=7.5Hz), 2.51(3H, s}, 3.47(2H, t, J=7.5Hz), 5.48(2H, s), 6.88(1H, d,
J=8.6H2}, 7.25(1H, dd, J=8.5 and 2.3Hz), 7.69 (1H, s), 7.75(1H, d, J=2.3Hz2),
7.86(1H, d, J=8.4Hz), 7. 90(1H d, J=8. 3Hz), 12.2(1H, brs)

IR(Nujol) : 1708, 1692cm’!

Mass(FD) : m/e 481 (M)
mp : 223-225T

# 50

1z hek, BI-BE-1-(2,4-Z X H)-4-H %
-2,3-(1H,4H)-P2 vy Wk = @ (0.28g), N,N'-% 3% = K M
(0.22g), DBU(O.2ml) R 1-E T B M KR (0.18g) 7] 8 4§ 7-
(M-ETHERPBEE)-1-(2,4- 2 KT E)- 4-8 % -2,
3-(1H,40) 02 o W — 8 (0.328),

'H-NMR(DMSO-d,, § ppm) : 0.80(3H, t, J=7.3Hz), 1.30-1.38(2H, m), 1.60(2H,
quint., J=7.7Hz), 3.46(2H, t, J=7.2Hz), 3.59(3H, s), 5.37(2H, s), 7.17(1H, d,

-312-

'H-NMR(DMSO-d,, 8§ ppm): 0.79(3H, t, J=7.3Hz), 1.18-1.34{4H, m), 1.55-1.65(2H,
m), 2.43(3H, s), 3.40-3.50(2H, m), 4.86(2H, ), 5.30(2H, s), 7.27(1H, s), 7.37 (1H, s),
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J=8.5Hz), 7.28(1H, dd, J=8.5 and 2 2Hz}, 7.45 (1H, d, J=1.8Hz), 7.58(1H, d,
J=8.8Hz), 7.75(1H, d, J=2. 1Hz), 7.86(1H, dd, J=7.2 and 1.8Hz), 12. 1{1H, brs)
IR(Nujol) : 1682cm’!

Mass(FD} : m/e 497 (M)

mp : 243-246C

#l 51
12 A&, BI-BE-4-(2,4-2- ® 5
B¢ B [1,2-b] B 0% (0.546g), N, N'"-3 B — K B (0.524g)

+

®)-5-2 ™

» DBU(O.481e) R 1-1E /% B2 8 fg (0.488g) 7] ®/ 1§ 4-(2,4-
TR TR Y-S-Z K -3-(1-E N B R OE OB R - B
[1,2-b] Bt ™ (0.148),

'H-NMR(CD,0D, § ppm) : 0.77(3H, t, J=7.1Hz), 1.11-1.27(7H, m), 1.58(2H, m),
2.45(2H, m), 3.26(2H, m), 5.78(2H, s), 6.43(1H, d, J=8.4Hz), 7.12(1H, dd, J=8.4
and 2.1Hz), 7.36(1H, s}, 7.43(1H, d, J=2.1Hz), 8.01 (1H, s}

IR(Nujol) : 1661cm™ .

Mass(FD) : m/e 470(M)

mp : 165-166.5C
# 52

M1z H ik, B R-ME-3-(2,4-Z KT H)-2-
BOomkome B (1,2-a) MEbwE (0.48), N,N'-B B = kM (0.32g)
, DBU(CO.3m1) R 1-7FE 7K @ B §% (0.31¢g)Pf 8 1§ 3-(2,4-2
TR E)-2-8 % -6-(1-E /% B B M BB )-pkmB[1,2-a]
MEowE (0.07g),

I
I
|
l
I
|
# |
& |
Mo
#
i
\FJ |
td
if |
by |
B
o
3&“ B
B
£ R
i
-
I
|
I
|
T

'H-NMR(DMSO-d,, § ppm) : 0.8(3H, t, J=7.2Hz), 1.21-1.37(4H, m), 1.61- 1.68(2H,
m}, 2.26(3H, s), 3.33(2H, m}, 4.44(2H, s), 6.86(1H, d, J=8.1Hz), 7.30(1H, dd, J=8.3
and 2.2Hz), 7.62(1H, d, J=9.3Hz), 7.69(1H, d, J=2.1Hz), 7.77 (1H, brs), 8.84(1H, s)
IR{Nujol) : 1659cm ™!
mp : 264-267C

MR R RD R L mB B 2R E
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M 53-1

Iz Ak, BHA-(4-F H F R E)-6-vx M BB (227
mg) W WG 6-(E -/ B ME R W OB )-4-(4-F K X EHK)-
M (91ng),

'H-NMR(DMSO-d,) : 0.83 (3H, t, J= 7 Hz), 1.19-1.39 (4H, br), 1.57-1.70 (2H, br),

3.20 (2H, br), 6.72 (1H, d, J= 4 Hz), 7.38-7.53 (5H, m), 7.73 (2H, d, J= 8 Hz), 7.85
(2H, d, J=8 Hz), 8.00 (1H, d, J= 8 Hz), 8.32 (1H, d, J= 8 Hz), 8.73 (1H, d, J= 4 Hz),
8.98 (1H, s) '

#l 53-2

1z hE, HA-(A-FETEE)-6-12 K B B (600me)
WOB G- (T Kk B B R OB ) 4-(4-FERFEE - K
(814mg)z & & 8

'H-NMR (DMSO-dy) : 0.80 (3H, t, J= 7 Hz), 1.20-1.33 (4H, br), 1.52-1.64 (2H, br),
3.03-3.09 (2H, m), 5.49 (2H, §), 7.15 (1H, d, J= 7 Hz), 7.38 (1H, m), 7.48 2H, m),
7.64-7.75 (6H, m), 7.87 (1H, d, J= 8 Hz), 8.26 (1H, d, J=8 Hz), 8.70 (1H, d, J= 7 Hz)
8.80 (1H, s)
# 54

M1z hk, Hos-H®-3-(2,4-—RFH)-2-2 %
Bf [biok Wi (0.3g). N,N'-3 % — ok 0k (0.28g), DBU
(0.26mi) R 1-7% 45 -1-B BB (0.3g)7 8 /8 3-(2,4-= H
R )-2-Z % -5-(((B)-1-18 1% -1 - B 2% )b 0 BE B ) -
% B (bR R (0.24g)2 (1 B & & o

'H-NMR(DMSO-d¢, 8 ppm) : 0.86(3H, t, J=7.4Hz), 1.18(3H, t, J=7.5Hz), 1.40-
1.48(2H, m), 2.23(2H, quartet, J=7.0Hz), 2.77(2H, quartet, J=7.5Hz), 4.09(2H, s),
6.76(1H, d, J=15.2Hz), 6.83-6.90(1H, m), 7.13(1H, d, J=8.4Hz), 7.33 (1H, dd,
J=8.4 and 2.2Hz), 7.62(1H, d, J=8.7Hz), 7.64(1H, d, J=2.1Hz), 7.81(1H, dd, J=8.8
and 1.8Hz), 7.99(1H, d, J=1.6Hz), 12.05(1H, brs)

IR(Nujol) : 1657cm’?

mp : 191-192C
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# 55-1
1z hE, BE-RE-1-(24-Z FEF H£)-3-2 &
-TH-W M (0.35g), N,N'-B % — BK 8% (0.32g), DBU(0.3nl)
R1-% B ER(0.30)A ®/BI-(24-— RAREHX)-3-2 & -
6-(1-0F /7% 8 B I B B %) - 10-1 B (0.47¢g),

'H-NMR(DMSO-d,, § ppm) : 0.82(3H, t, J=7.2Hz}, 1.23-1.40(7H, m), 1.65-1.73(2H, %

m), 2.95(2H, quartet, J=7.6Hz}, 3.52(2H, t, J=7.8Hz), 5.70(2H, s), 6.71(1H, d,
J=8.4Hz), 7.34(1H, dd, J=8.4 and 2.1Hz), 7.64(1H, dd, J=8.5 and 1.3Hz), 7.68(1H
d, J=2.1Hz), 7.91(1H, d, J=8.5Hz), 8.32(1H, s}, 12.07(1H, brs)

IR(Nujol) : 1690cm™

#l 55-2

B#ilz A&k, MO6-BE-1-(2,4- " KRFEL)-3-2 &
~1H-8[ M (0.35g), N,N'-3 & — B m (0.32g), DB_U(O.Bml)
RFBERK(0.312)0] B8 6- (% i B e & BB 8 )-1-(2,4-
— BV R)-3-Z K -1H-8B ® (0.38g) B B e 8,
'H-NMR(DMSO-dg, 8 ppm) : 1.27(3H, t, J=7.5Hz), 2.93(2H, quartet, J=7.6Hz),
5.69(2H, s), 6.67(1H, d, J=8.4Hz), 7.33(1H, dd, J=8.4 and 2.2Hz), 7.55(1H, dd,
J=8.5 and 1.3H2), 7.64(2H, t, J=7.4Hz), 7.68(1H, d, J=2.1Hz), 7.72(1H, t, J=7 4Hz
7.87(1H, d, J=8.5Hz), 8.01(2H, d, J=7.8Hz), 8.28(1H, s), 12.55(1H, brs)
IR(Nujol) : 1697cm™*
mp : 208-209C
#l 56

HE 1z H ik, B M - -3-(2,4-7 K/ KK )-2-
BBk wE B [1,2-a)-0 W (0.2g8), N,N'-3 E = BEO0E (0.32g)
, BBUCO.3n )R X B B IR (0.312) B B 6- (X BB Ig &
BEH)-3-(2,4-Z ® F & )-2-8 DK 0% BF [1,2-a)-0% og

-3156-
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(0.07g)2 k¢ &2 & &8 .

mp : 308-310C

'H-NMR(DMSO-d,, 8 ppm) : 2.33(3H, s), 4.51(2H, s), 7.05(1H, d, J=8.3Hz),
7.30(1H, dd, J=8.4 and 2. 1Hz), 7.56(2H, t, J=7.6Hz), 7.60-7.63 (1H, m), 7.71(1H, d

J=2.2Hz), 7.87(1H, d, J=8.4Hz), 7.94(2H, d, J=7.2Hz), 8.09-8.14{1H, m}, 8.98(1H,
brs) :

IR(Nujol) : 1664cm™
Mass(FD) : m/e 473(M)

A 57-1

W1z Fk, B MI-(2,3-_ KB %)-2-1 % -30-
Wk W B 14.5-b]-00 ofF -5-30 B (45me) 7 B 8 3-(2,3-= &
THE)-2-W O -5-(IE R B MR O OBE ) -OH-DE M Bf[4,5-D)
- (32ng)z B BBHE R,

'H-NMR(DMSO-d,) : 0.79(3H, t, J=8Hz), 1.19-1 A40{4H, m), 1.65-1.75(2H, m),
2.51(3H, s), 3.52(2H, t, J=8Hz), 5.86(2H, 5), 6.60(1H, d, J=8Hz), 7.27(1H, t, J=8Hz)
7-62(1H, d, J=8Hz), 8.01(1H, d, J=8Hz), 8.22(1H, dd, J=8Hz)

Mass(ES]) : 467(M-Hy

#57-2

ol 1z &, B3-((3-% ¥ B [b)rrmy -2-36 )@ 3% )
-2-F B -3H-K i BF [4,5-b) o -5-¥ B (T8mg) W &
BI-((B-\XB (b1 -2-% )8 )-2-B % -5-(iFE 1% &
B R W OBE R )-3H-BK DR BF [4,5-b) Wb o (47me) 2 B B &

o

'H-NMR(DMSO-d) : 0.79(3H, t, J=8Hz), 1.22-1.41(4H, m), 1.68-1.78(2H, m),
2.63(3H, ), 3.57(2H, t, J=8Hz), 6.13(2H, s}, 7.43-7.58(2H, m), 7.80(1H, d, J=8Hz)]
7.92(1H, d, J=8Hz), 8.03(1H, d, J=8Hz)}, 8.20(1H, dd, J=2.8Hz)

Mass(ESI) : 489(M-H) - 3

#l 58
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G 1zAE, BHI-(2-F -4-F &Y & )-2-H X B [b]
X -5-FR B (130mg) 0] B F 3-(2-W-4-F HEF B )-2-H1
B -5-(GEN RERRER)XB(bIrm (125ng)2 8 &
% H oo

'H-NMR(DMSO-d) : 0.78(3H, t, J=7Hz), 1.17-1.38(4H, m), 1.60-1.72(2H, m),
2.47(3H, §), 3.49(2H, t, J=8Hz), 6.81(1H, d, J=8Hz), 7.32-7.48(4H, m), 7.65(2H, d
J=8Hz), 7.80-7.86(2H, m), 8.08(1H, d, J=8Hz), 8.23(1H, s)

Mass(ESI) : 524(M-H)"

# 59

BRIz Hh ., B3-(2-K -4-% K ¥ K )-2-H
Bo-GH-BK W B [4.5-b] oihooF -5-¥8 B (78mg) W WG 3-(2-
B -A-FEFTHE)-2-8FE -5-(((E)-1-/% # -1~ B % )i
OSSR ) - SH-MK M Bf (4.5-b) Whof (47Tme) 2 Bt ® BB E &

'H-NMR(DMSO-d,) : 0.86(3H, t, J=7Hz), 1.40-1.49(2H, m), 2.20-2.28(2H, m),
2.52(3H, s), 5.87(2H, 8), 6.72-6.80(2H, m), 6.87-6.97(1H, m), 7.35-7.48(3H, m),
7.53(1H, d, J=8Hz), 7.67(1H, d, J=8Hz), 7.85(1H, s), 7.98(1H, dd, J=2.8Hz),
8.19(1H, d, J=8Hz)

Mass{ESI) : 507(M-H)"
#60-1

@1z HE, BE6-BE-1-(2-R-4-FHF H)-3-8
®-1H-03 mg (0.28g), N, N'-3 E KM (0.32g), DBU
(0. 3Im )R 1)K BE BERE (0.3g)0] B 8 1-(2-8| -4-3% ®H %
Hy- 3-8 K -6-(1-/X BRBEME B OBE R )-1H-M & (0.16¢g)
2 % RE &
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A~ BB ()

'H-NMR(DMSO-d,, & ppm) : 0.81(3H, t, J=7.3Hz), 1.22-1.30(2H, m), 1.32-1.39(2H

1

8T S e S 1 2o 3 IS

m), 1.66-1.73(2H, m), 2.53(3H, s), 3.52(2H, t, J=7.7Hz), 5.75(2H, s), 6.84(1H, d,
J=8.2Hz), 7.36-7.40(1H, m), 7.45(2H, t, J=7.6Hz), 7.54(1H, dd, J=8.0 and 1.9Hz)

7.64-7.67(3H, m), 7.78(1H, d, J=1.9Hz), 7.88(1H, d, J=8.3Hz), 8.38(1H, s), ;-fé
12.09(1H, brs) i
IR(Nujol) : 1684 cm™! ’f?
mp : 172-173C i
pEA

M 60-2 ¢
BRIz ik, M6-E-1-(2-8-4-% % F%)-3-1 5
i

B -1H-m vk (0.25g), N,N'-¥ B — BK ™ (0.3g8), DBU ;3\
fa

(h.3mi)R X B B R (0.29g) 5 845 6- (3 B % Ik 9 & %) Z

-1-(2-F -4-F B YR )-3-F K -IH-TE M (0.17g)2 B B
B &,

'H-NMR(DMSO-d,, § ppm) : 2.51(3H, s), 5.73(2H, s}, 6.80(1H, d, J=8.1Hz),7.36-
7.40(1H, m), 7.45(2H, t, J=7.7Hz), 7.53(1H, dd, J=8.2 and 1.9Hz), 7.56(1H, dd,
J=8.6 and 1.2Hz), 7.60-7.68(3H, m), 7.69-7.74(1H, m), 7.78(1H, d, J=1.8Hz),
7.84(1H, d, J=8.9Hz), 7.99-8.02(2H, m), 8.34(1H, s), 12.57(LH, brs)

IR(Nuyjol) : 1702 cm™

mp : 211-212C

#60-3

1z m &k, BE6-RIE-1-(2-8-4-F & ¥ & )-3-#W
Bo-1H-mim (0.27g), N, N'-3 B — KM (0.32g), DBU
(0.31m )R (E)-(2-F 2 % & )@ B W (0.37¢)0l W 4§ (E)
-1-{2-F| -4-F B Y E)-3-B B -6-((2-FX 2 % H£)EE

W OB OEE R ) -1H-mg e (0.25g) 2 B H B &

'H-NMR(DMSO-d,, § ppm) : 2.52(3H, s), 5.74(2H, s), 6.81(1H, d, J=8.2Hz),7.35-
7.83(15H, m), 7.87(1H, d, J=9.0Hz), 8.39(1H, s), 12.35(1H, brs).

IR(Nujol} : 1687 cm!

mp : 241-242°C
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# 60-4

1z Fk, BHO6-HE-1-(2-F -4-F K H)-3-8
B -1H-1 ™ (0.22g), N,N'-¥ B — Bk (0.16g), DBU
(0.15m1) R 1-TK 4 - 1-B B W (0.15g)a/ & 8 1-(2-%, -4-
FEFTH)-3-B K -6-(((E)-1-7% ¥ ® -1-8 8 &% [ @
B )-1H-B[ W (0.1g)2 B & &8 & & -
'H-NMR(DMSO-d,, 8 ppm): 0.86(3H, t, J=7.4Hz), 1.42-1.48(2H, m), 2.21-2.27(2H
m), 2.53(3H, s), 5.74(2H, s), 6.77-6.83(2H, m), 6.87-6.92(1H, m), 7.38(1H, t,
J=7.3Hz), 7.45(2H, t, J=7.6Hz}, 7.54{1H, dd, J=7.8 and 2.1Hz), 7.61-7.67(3H, m),
7.79(1H, d, J=1.8Hz), 7.87(1H, d, J=8.5Hz), 8.35(1H, s), 12.20(1H, brs)
IR(Nujol) : 1682 cm™*
mp : 201-202°C
# 60-5

A1z A, mAOo-B K -1-(2-% -4-FEFHE)-3-
PO -1H-03 ¢ (0.25g), N, N'-B B — Bk (0.18g), DBU
(0.18ml )R (4-Z B X B M (0.22g) T W 8 1-(2-8§ -
4-K B F R )-3I-F K -6-((4-2 4% % BB P EX)-1H
-l (0. 1g)e R EB®,

'H-NMR(DMSO-d,, § ppm) : 2.51(3H, s), 5.46(1H, d, J=11.0Hz), 5.74(2H, s),
6.02(1H, d, J=17.7Hz), 6.75-6.84(2H, m), 7.34-7.85(11H, m), 7.97(2H, d, J=8.5Hz)]
8.33(1H, s), 12.51(1H, brs)
IR(Nujol) : 1694 cm’!

M 60-6

A1z F e, M6-BE-1-(2-8-4-FHEFH)-3-8
F-1H-0t M (0.26g), N, N'-3 Z —mk o (0.18g), DBU
(0. 18ml) R (4-B X )@ BRI (0.2g) 9 W B 1-(2-8 -4-%
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BN E)-3-W % -6-((4-B % )@ BEW F B E)-11-1 w

(0.18)2 A B8 & &
'H-NMR(DMSO-d,, 8 ppm) : 2.36(3H, s), 2.50(3H, s), 5.72(2H, s), 6.02(1H, d,
J=17.7Hz), 6.79(1H, d, J=8.1Hz), 7.37-7.48(5H, m), 7.52(1H, d, J=8.1Hz), 7.58(1H

d, J=7.8Hz), 7.80(1H, d, J=8.4Hz), 7.86(2H, d, J=8.2Hz), 8.27(1H, s), 12.50(1H,
brs)

[R(Nujol) : 1706 cm’!
mp : 188-190C
#l 61-1

M1z Bk, B1-(4-8-2-8F % )-6-F 4 -3-9 &
-LH-W D% (0.26g), N,N'-3 F DKM (0.21g), DBU(O0.2ml1)
RAU-IX BB (0.2g)7 845 1-(4-8 -2-K ¥ #£)-3-8 %
SE- (- B B MR OW OB R )-IH-wI M (0.25) 2 B E B R

y

P i B B )

(il

i 2/

'H-NMR(DMSO-dg, & ppm) : 0.82(3H, t, J=7.2Hz), 1.24-1.40(4H, m}, 1.67-1.73(2H
m), 2.51(3H, s}, 3.52(2H, t, J=7.7Hz), 5.67(2H, s), 6.71(1H, d, J=8.3Hz), 7.46(1H,
dd, J=8.3 and 1.9Hz), 7.64(1H, d, J=8.4Hz), 7.79(1H, d, J=2.0Hz), 7.87(1H, d,
J=8.4Hz), 8.34(1H, s), 12.06(1H, brs)

IR(Nujol) : 1694 cm™?

#l61-2

el 12k, H1-(4--2-F % % )-6-B % -3-87 &
SIH-®f E (0.25g), N,N'-% B — K1 (0.21g), DBU(6.2m1)
RFBER (0.21¢)0 B 5 6- (F B B b o B 2 )-1-(4-

W-2-F T KD -I-FW I - H-W B (0.198) 2 4 B & 8.
'H-NMRDMSO-d,, & ppm) : 2.50(3H, s), 5.66(2H, s), 6.67(1H, d, J=8.3Hz),
7.46(1H, dd, J=8.3 and 1.9Hz), 7.56(1H, d, J=8.4Hz), 7.64(2H, brt, J=6.6Hz),
7-71(1H, brd, J=7.1Hz), 7.78(1H, d, J=7.1Hz), 7.80-7.84(1H, m), 8.01(2H, d,
J=7.5Hz), 8.29(1H, s, 12.58(1H, brs)
IR(Nujol) : 1702 e’ '
mp : 213-215C
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M 61-3

HM1Z Fk, Bi-(4-8 -2-8 F % )-6-B % -3-9] %
-LH-R M (0.25g), N, N'-3% B bk (0.21g), DBU(O0.2ml)
B(E)-(2-%X Z % % BB (0.242)7 50 /8 (E)-1-(4-%
SZ-E|OR OB ) -3-H R -6-((2-X 20 B )R B W OB K )-1H
W (0. 18e)F B B,

'H-NMRDMSO-d,, 8 ppm) : 2.50(3H, s), 5.66(2H, s), 6.68(1H, d, J=8.4Hz),7.43-
7-48(4H, m), 7.53(1H, d, J=15.6Hz), 7.63(1H, dd, J=8.5 and 1.3Hz), 7.67(1H, d,

J=15.5H2), 7.77(1H, d, J=1.9Hz), 7.78(2H, d, J=2.0Hz), 7.85(1H, d, J=8.5Hz),
8.34(1H, s), 12.35(1H, brs)

IR(Nyjol) : 1691 ecm™!
mp:211.5212.5C

#l 62-1

A1z F &, BS5-BBE-3-(2,4-2 ¥ ¥)-2-9 ¥
B Iblsk g (0.27g), N, N'- ¥ — k@ (0.26g), DBU
(0.26ml) R 1-/K 4% -1-B% PR & (0.26g) 0 B 4§ 3-(2,4-2
R RE)-2-FE-5-(((B)-1-/8 # % -1-BE & )E %9 B
) X B Iblscm (0.095g)2 9 8 & & .

'H-NMR(DMSO-d,, § ppm) : 0.86(3H, t, J=7.4Hz), 1.39-1.48(2H, m), 2.23(2H,
quartet, J=7.3Hz), 2.41(3H, s), 4.08(2H, s), 6.76(1H, d, J=15.1Hz), 6.83-6.90(1H,
m), 7.17(1H, d, J=8.4Hz), 7.33(1H, dd, J=8.3 and 2.2Hz), 7.60(1H, d, J=8.6Hz),
7:64(1H, d, J=2.7Hz), 7.80(1H, dd, J=8.6 and 1.8Hz), 7.96(1H, d, J=1.7Hz),
12.07(1H, brs)

IR(Nujol) : 1659 cm?
mp : 158-159C

o 62-2
e 1z A&, BH-BBE-3-(2,4-—RFE)-2-8 %
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Bt Iblsk wg (0.27g), N,N'-3R %% — ok & (0.26g), DBU
(0.26ml) R (E)-(2-F 2 4% % )-B B K (0.31)7 ® & (F)-
3-(2A-Z WX B )-2-W R -5-((2-F 2 WA )- B mW
BAEIXBIbIKRW (0. 42 EEEL.

'H-NMR(DMSO-dg, 8 ppm) : 2.39(3H, s), 4.07(2H, s), 7.15(1H, d,
J=8.4H2),7.31(1H, dd, J=8.4 and 2.1Hz), 7.40-7.57(6H, m), 7.62(1H, d, J=2.2Hz),
7.69-7.72(2H, m), 7.83(1H, dd, J=8.6 and 1.8Hz}, 7.97(1H, d, J=1.7Hz)

IR(Nujol) : 1685 cm’!

mp : 184-185T

W 62-3

@1z HE, BH-BH-3-(2,4-2 F W H)-2-1 %
B Ibisk g (0.27g), N, N'-3 % — kM (0.26g), DBU
(0.26mL) R 4-Z2 % X B EERR (0.31g)7 8 1§ 3-(2,4-= 8
TEY-2-F K -5-((4-2 @ F )-B B P B )XB(b)
BEWE (0.23g) 2 B ® B8 .

'H-NMR(DMSO-d,, § ppm) : 2.39(3H, s), 4.07(2H, s}, 5.46(1H, d, J=11.1Hz),
6.01(1H, d, J=17.6Hz), 6.82(1H, dd, J=17.7 and 11.1Hz), 7.16(1H, d, J=8.4Hz2),
7.32(1H, dd, J=8.3 and 2.2Hz}, 7.57(1H, d, J=8.7Hz), 7.62(1H, d, J=2.1Hz),
7.70(2H, d, J=8.4Hz), 7.75(1H, dd, J=8.6 and 1.8Hz), 7.91-7.94(3H, m), 12.40(1H,
brs)

IR(Nujol) : 1684 cm’!

mp : 210-211C

7 63-1

Bl 1z F k., WS- E-3-(2-8-4-F ¥ ®)-2-m
* Bt Eblskm (0.25g), N,N'-3 % — ok mk (0.238), DBU
(0.22ml) R 1-1K 8 BE 0% (0.22g) 0] B 48 3-(2-] -4-¥ &

-322-

AMERABA BB EAEAE (CONS )AL (210x2970 4 )



AT N PR R

426666 AT

B7

£ BRI (51)

TEE)-2-F K -5-(1-TR BB OE B E)FE B (bt (0.2g)
ZH®B &

‘H-NMR(DMSO-d, § ppm): 0.77(3H, t, J=7.3Hz), 1.19-1.35(4H, m), 1.61-1.67(2H
m), 2.45(3H, s), 3.45-3.55(2H, m), 4.14(2H, s), 7.25(1H, d, J=8.1Hz), 7.36(1H, t,
J=7.3Hz), 7.44(2H, t, J=7.6Hz), 7.54(1H, dd, J=8.0 and 1.8Hz), 7.61(1H, d,
J=8.7Hz), 7.65(2H, d, J=7.3Hz), 7.76(1H, d, J=1.8Hz), 7.83(1H, dd, J=8.7 and
1.8Hz), 8.05(1H, s), 12.01(1H, brs)

IR(Nujol) : 1685 cm!

mp : 150-151C

Bl 63-2

M1z %k, HS-BE-3-(2-R-4-¥BEHF H)-2-®
B TbIvk W (0.25g), N.N'-3 2% — DKW (0.23g), DRU
(0.22ml) R ¥ BB (0.23) W R Bo-(XHE\BREPER)
“3-{2-F -A4-F AW R )-2-B X B (bW (0.18g)2 8 &
5 & .
'H-NMR(DMSO-dg, & ppm) : 2.43(3H, s}, 4.12(2H, s), 7.22(1H, d, J=8. 1Hz),
7.37(1H, t, J=7.4Hz), 7.45(2H, t, J=7.6H2), 7.53(1H, d, J=8. 1Hz), 7.57-7.62(3H, m),
7.63-7.69(3H, m), 7.74-7.77(2H, m), 7.95-8.00(3H, m), 12.45(1H, brs)

IR(Nujol) : 1703 cm™!
mp : 185-186T

M 63-3

i1z F &, B-BE-3-(2-H -4-¥ xS H£)-2-®
FBIDIEEWE (0.258), N N'-B ¥ —mkog (0.23g), DBU
(D.22m )R (E)-(2-F 2 B VB B (0.27g)7 8 & (E)
“3-{(2-F - 4-FERE)-2-BE -5-((2-F 2B BB
e mod &)X B [bisk M (0.28g)2 A B & & .
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B~ BB (904)

(0.18m)) R (E)-(2-X 2 @ % BB K (0.21g)0 8 /8 (E)
“3-(A- -2-FR R R ) -2-H OB -5-((2-X 2K BEBER
FEREE)XB (DI (0. 130)Z2 888 8.

'H-NMR(DMSO-d,, § ppm) : 2.40(3H, s), 4.05(2H, ), 7.09(1H, d, J=8.3Hz), 7.42-
7:47(5H, m), 7.49(1H, d, J=15.4Hz), 7.59(1H, d, J=8.7Hz), 7.64(1H, d, J=15.5Hz),
7.73(1H, d, J=2.1Hz}, 7.74-7.77(1H, m), 7.82(1H, dd, J=8.7 and 1.9Hz), 7.99(1H, d|
J=1.8Hz), 12.20(1H, brs)
IR(Nujol) : 1687 cm™!
mp : 214-215C

Bl 65-1

Bz HEk, B3-(2,4-Z KEF & )-2-9 & -30-m K
Bf [4.5-b) MEof -5-3 8 (100meg) R (4-B ¥ % ¥ B I
(T6we) ™ W E3-(2,4-Z 8 F #F)-2-8 % -5-[(4-8 %)
WhOBRORE B OBR R ) -3H-mK D& B [4,5-b] o (84nmg)z B &

aH o

"H-NMR(CDCL,) : 2.42(3H, s), 2.62(3H, §), 5.55(2H, s, 6.70(1H, d, J=8Hz), 7.21(1H
dd, J=8 and 1Hz), 7.35(2H, d, J=8H3), 7.52(1H, d, J=1Hz), 8.01-8.12(3H, m)
Mass(ES]) : m/z 487 (M-1) |

mp : 127-128T

f 65-2

812 Hk, B13-(2,4-2 8 % % )-2-8 K -3H-mk 0
Bt l4.5-b1 Mug -5-38 B (100neg) R (4-Z 1% ¥ )&% B 1%
(82mg) ] W/ 3-(2.4-Z WK #H£)-2-F ¥ -5-[(4-2 1% %)
BB W W OEE A ]-3H-wR kB [4.5-b) o 0¥ (96m2) 2 M &

5.
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M 64-1

KA1z 5 E, B3-(4-B-2-FKF¥)-5-M#-2-|F
Bt [hIBE W (0.21g), N, N'-38 % — B ® (0.19g), DBU
(0.18m1) R 1-H B MM (0.18) T WHBI-(4-R-2-BF
#£)-2-B K -5-(1-S MEBRFBEE)IEDH (bW (0.07g)
2B /&R,

'H-NMR(DMSO-dg, 6 ppm) : 0.81(3H, t, J=7.3Hz), 1.23-1.29(2H, m), 1.31-1.38(2H,
m), 1.63-1.70(2H, m), 2.42(3H, s), 3.49(2H, t, J=7.8Hz}, 4.07(2H, s), 7.12(1H, d,
J=8.4Hz), 7.45(1H, dd, J=8.3 and 2.1Hz), 7.61(1H, d, J=8.6Hz), 7.75(1H, d,
J=2.1Hz), 7.82(1H, dd, J=8.6 and 1.9Hz), 7.99(1H, d, J=1.7Hz), 11.95(1H, brs)
IR(Nujol) : 1688 cm’

mp : 133-134.5C

(m%mﬁﬂﬁﬁmmwawﬂgﬁx)

B o64-2

BRIz F, BI-(4-18 -2-BRY H£)-5-B % -2-§ F
Bt (hlwk W (0.21g), N,N'"-3 % — Bk (0.19g), DBU
(0,18l )R * B EBR (0.18) BB S-FBBERPER
-3-(4-M -2-F F R )-2-ME B IbIk M (0.21g)2 8 &

% & o

'H-NMR(DMSO-d, 8 ppm) : 2.39(3H, s), 4.05(2H, ), 7.09(1H, d, J=8.3Hz),
7.45(1H, dd, J=8.3 and 2.0Hz), 7.58(1H, d, J=8.7Hz), 7.62(2H, t, J=7.7Hz), 7.68-
7.72(1H, m), 7.74(1H, d, J=2.1Hz), 7.75(1H, dd, J=8.7 and 1.8Hz), 7.93(1H, d,
J=1.7Hz), 7.96-7.99(2H, m), 12.45(1H, brs) -

IR{Nujol) : 1703 cm’!

mp : 176-177C

# 64-3

A1z Hhk, AHI-(4--2-BEF % )-5-R & -2-8 %
B [b)ek W (0.21g), N, N'-3 B — ko (0.19g), DBU

{
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PET P SR OD AL w2 R e S e N

(0. 18nl)R (E)-(2-FX 2 F B ER (0.212)"A B B (E)
-3-(4-B-2-B Y B )-2-BR-5-((2-FXZ2E) BER

MO E )R B IbIsk i (0.138)2 H &% & .
‘H-NMR(DMSO-d,, 8 ppm) : 2.40(3H, s), 4.05(2H, ), 7.09(1H, d, J=8.3Hz), 7.42-
7.47(5H, m), 7.49(1H, d, J=15.4Hz), 7.59(1H, d, J=8.7Hz), 7.64(1H, d, J=15.5H2),
7.73(1H, d, J=2.1Hz}, 7.74-7.77(1H, m), 7.82(1H, dd, J=8.7 and 1.9Hz), 7.99(1H, d
J=1.8Hz), 12.20(1H, brs)
IR(Nujol) : 1687 cm'™!

mp : 214-215C

M 65-1

B IZ2 Ak, B3-(2,4-Z W F B )-2-H & -30-1K g
Bti4.5-b] Mg -5-¥ B (100me) R (- ¥ & W ER
(7T6me) v 8L @ 3-(2,4-Z W R HE)-2-F ¥ -5-[(4-8 %)
BEOBERG R OBR RS )-3H-OK B B [4,5-D] uF (84mg)u W BB
Moo

'H-NMR(CDCL,) : 2.42(3H, ), 2.62(3H, ), 5.55(2H, s), 6.70(1H, d, J=8Hz), 7.2 1(1H
dd, J=8 and 1Hz), 7.35(2H, d, J=8Hz), 7.52(1H, d, J=1Hz), 8.01-8.12(3H, m)
Mass(ES]) : m/z 487 (M-1) '

mp : 127-128C

@ 65-2
M lz A, H3I-(2,4-Z @K £ )-2-B % -30-8k 1
BF[4.5-b] MEoE -5-38 B8 (100mg) R (4-2 4% % )8 B i
(B2wg) Al W B 3-(2 4-Z E X K )-2-F &% -5-{](4-Z2 & %)
BhOE: R OPRORE BE )-3H-mk 0 B D4,.5-b) MioE (96mg)2 W B

& .

-326-




" A26666‘ Al

B7

& BB ()

'H-NMR(CDCL,) : 2.60(3H, s), 5.42(1H, d, J=10Hz), 5.54(2H, s), 5.89(1H, d,
J=16Hz), 6.65-6.80(2H, m), 7.21(1H, dd, J=8 and 1Hz), 7.50-7.59(3H, m), 8.04-
8.14(4H, m)

Mass(ES]) : m/z 499 (M-1)
mp : 194-195C
M 65-3
BRIz HFiE, B13-(2,4-— EF R )-2-H ¥ ~3JH-k M
Bt 14,5-b) Mo -5- 8 (100ne) R (E)-(2-% 2 4 )8 B
B (82mg)a] ® & (E)-3-(2, 4-—_ ®R F H )-2-88 & -5-[(4-
F OB BB OB K ]-30-mk e B {4,5-D]1 ML of (96mg)
2 EEE &
1H-NMR(CDCI:,) : 2.61(3H, s), 5.56(2H, s), 6.62(1H, d, J=8Hz), 7.10-7.21(2H, m),
7.37-7.46(2H, m), 7.50-7.58(2H, m), 7.82(1H, d, J=15Hz), 8.11(1H, d, J=8Hz),
8.19(1H, d, J=8Hz), 10.0(1H, s)

Mass(ESI) : m/z 499 (M-1)
mp : 192-194C

i 65-4

e F &k, BI-(2,4-2 @\ ¥ & )-2-H F -31-F
B {4,5-b1 St of -5-3 8 (165meg) R S-F| W 0y -2-% B 2
(140meg)?] 8 5 5-((5-®W PRI -2-% BF B A0 BB 26 )-3-(2,4-
TR T E)-2-F K -3u-mk ok B [4,5-D] Bt oE (150mg) 2

a8 .

'H-NMR(CDCI,) : 2.61(3H, s), 5.55(2H, s), 6.68(1H, d, J=8Hz), 6.95(1H, d, J=4H2),
7.20(1H, dd, J=8 and 2Hz)}, 7.52(1H, d, J=2Hz), 7.76(1H, d, J=4Hz), 8.1 1(1H, d,
J=8Hz), 8.15(1H, d, J=8Hz), 10.05(1H, brs)

Mass{ESI) : m/e 513 (M-H)’

mp : 206-207°C

#l 65-5
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B7?

e A = )

A~ BB (2oh)

@12 F ik, HI-(2,4-- B F H)-2-8 % -3H-k i
Bf [4,5-h) B oF -5-¥B & (166mg) R - X My -2-8% B I

(176mg)F 54 18 5- ((5-1 TE By -2-RE S MG M BE 2 )-3-(2,4- 3
B YR )-2-W B -3H-DE B B [4,5-D] M@ (152ng) 2 “§
B9, | =
'H-NMR(CDCLy) : 2.64(3H, s), 5.56(2H, s, 6.68(1H, d, J=8Hz), 7.10(1H, d, J=4Hz), 3
7.22(1H, d, J=8Hz, 7.53(1H, 5), 7.74(1H, d, J=4Hz), 8.11(1H, d, J=8Hz), 8.16(1H, d, ¥
J=8Hz), 10.05(1H, brs) 5
Mass(ES]) : m/e 557, 559 (M-H) e g
mp : 168-169°C %
M e6-1 _

MR [4.5-b) W i -5-R 8 (100mg) B (B)-(2-% & 1% ) -

|

|

BB 12 Bk, fHa-(4-18 -2-F ¥ & )-2-8 % -3H-1K }

|

BB (T2ng) o] 8148 (B)-3- (A-12 ~2-4 % % )-2-% % -5- |

3T

((2-% Z % )R @ 0 W B & |-3H-BKk 0% Bf [4,5-b1 I o {

(TTmg)2 B 2 & & . |
|

'H-NMR(CDCL,) : 2.61(3H, s), 5.56(2H, s}, 6.62(1H, d, J=8Hz), 7.15(1H, d, J=15Hz), ]

7.33(1H, dd, J=8 and 1Hz), 7.38-7.46(3H, m), 7.50-7.58(2H, m), 7.68(1H, brs), v

7.81(1H, d, J=15Hz), 8.11(1H, d, J=8Hz), 8.19(1H, d, J=8Hz}, 10.0(1H, brs) oo

Mass(ESI) : m/z 545 (M-1)

mp : 204-205C

& 66-2

|

|

|

i
M 12 ik, B 3-(4-18 -2-% ¥ 5 )-2-W % -3H-0K |
e B [4,5-h) WhuE -5-3 B (100mg) R (4-2 1 % )-8 B }
B (T2mg) @ B /5 3-(4-18 -2-®W ¥ % )-2-0 % -5-[(4-2 |
W VB EE R T RS R ] -3H-UE DB B [4,5-b] Wb (S6mg)2 }
A }
|

|

|
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Ao 4 B (207)

'H-NMR(CDC, ) : 2.61(3H, s), 5.44(1H, d, J=10Hz), 5.52(2H, s), 5.89(1H, d,
J=16Hz}, 6.61(1H, d, J=8Hz}, 6.75(1H, dd, J=16 and 10Hz), 7.38(1H, d, J=8Hz),
7.54(2H, d, J=8Hz), 7.69(1H, brs), 8.03-8.15(4H, m)

Mass(ES]) : m/z 545 (M-1)
mp : 208-210C

woeT-1

mAlz2hH ik, B3-(2-W-4- X BEX R )-2-8 K -3H-
B bk BE [4,5-b] BbnoE -5-38 B (100mg) R (4-2 & % )-8
Bl (T3ng)dl W B 3-(2-W-4-FF T H)-2-H & -5-0(4-
S K B B P OB K [-3H-0k M B [4,5-b) W eF (T0mg)

< EEEH R

'H-NMR(CDC], ) : 2.67(3H, s), 5.42(1H, d, J=10Hz), 5.61(2H, s), 5.85(1H, d,
J=16Hz2), 6.70(1H, dd, J=16 and 10Hz), 6.89(1H, d, J=8Hz), 7.38-7.52(6H, m),
7.59(2H, d, J=8Hz), 7.73(1H, brs), 8.01-8.12(4H, m)

Mass(ES]) : m/z 541 (M-1)

mp : 178-179C

6T -2

i1z AE, BI-(2-8 -4-F X & )-2-8 &% -31-
bk W B 14,5-b] fbug -5-3 88 (100me) R (E)-(2-% 2 #& )
-BERB(3ng) T ®/HE (E)-3-(2-F -4-X K K )-2-H
B-5-{(2-3% 2 #% )% BB B BE B ]-3H-wk o Bf [4,5-b]

e (78mg) 2 | 8 &5 & .
'H-NMR(CDCL,) : 2.66(3H, s), 5.61(2H, s), 6.80(1H, d, J=8Hz), 7.12(1H, d, J=15Hz),
7.34-7.60(11H, m), 7.71(1H, d, J=2Hz), 7.79(1H, d, J=15Hz), 8.11(1H, d, J=8H2),
8.19(1H, d, J=8Hz), 10.6(1H, brs)

Mass(ESI) : m/z 541 (M-1)

mp : 216-218C

Me7-3

12 B K, B3I-(2-K|-4-F KN B )-2-891 % -31-

-3289~
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A PR ()

Wk Bf [4,5-b] o g -5-3 8 (100mg) B2 5-0R W B} -2-5%
Bk (7T9weg)ul B H I-(2-H -4-FHEFXH)-5-[(5-BF K
-2-B VB EE KR PR OBE AR J-2-F B -OH-mk ek B (4.5-b) Ol wE
(7T8meg) 2 | & & & o

'H-NMR(CDCL,) : 2.69(3H, s), 5.60(2H, s}, 6.84-6.91(2H, m), 7.34-7.50(4H, m),
7.52-7.60(2H, m), 7.67-7.74(2H, m), 8.09(1H, d, J=8Hz), 8.13(1H, d, J=8Hz)
Mass(ES]) : m/z 555 (M-1)

mp : 210-212C

M eT-4

B I1Z2HE, BI-(2-®W-4-F B F H)-2-7 & -30-
Mk e Bf [4,.5-b1 Wb oE -5-3 B (200me) R (4-H X )-W B
B (136meg) ml 0 18 3-(2-% -4-F % F &% )-2-8W & -5-[(4-
B VB B PR -30-mk i Bf14,5-b) Mo (221mg)

2B &R
lH-NMR(CDCls) :2.39(3H, s), 2.67(3H, s), 5.62(2H, s}, 6.87(1H, d, J=8Hz), 7.27(2H
d, J=8Hz), 7.36-7.50(4H, m), 7.58(2H, d, J=8Hz), 7.72(1H, d, J=2Hz), 7.99(2H, d,
J=8Hz), 8.05(1H, d, J=8Hz), 8.10(1H, d, J=8Hz)
Mass(ESI) : m/z 529 (M-1)
mp: 171-173C
#l 67-5
R I1Z2H ¥, BI-(2-F-4-F EF E)-2-B ¥ -358-
Bk g BF [4,5-b) O g -5-3 @ (200mu) R -1 WX M -2- 0%
BB (192mg) 8] W G 5-[(5-2 MK -2-B)EEBERPEX]
-3-(2-F® -4-F H RV E)-2-H K -3H-k M Bf[4,5-b] B

g (198mg) 2 B & & .

'H-NMR(CDCl, ) : 2.68(3H, s), 5.61(2H, s), 6.87(1H, d, J=8Hz), 7.03(1H, d,
J=5Hz), 7.36-7.50(4H, m), 7.57(2H, d, J=8Hz), 7.65(1H, d, J=5Hz), 7.72(1H, s),
8.09(1H, d, J=8Hz), 8.15(1H, d, J=8Hz}. |

Mass(ESI) : m/z 601 M-1) -330-

mp : 205-207C

AR A P EBE G AR (CNS ) AL ( 210X 29720 & )
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#67-6

Hwilz Fk, BHI-(2-F-4-FRHFH)-2-¥7 & -3H8-
Bk ¢ B f4.5-b1 0 uF -6-FR B8 (200me) lt (4-2 X )-B &
B (14Tng)m 8 8 3-(2-8 -4-F HF &£ )-5-[(4-2 ¥ ¥
B b W OB )-2-F R -SH-DE M BF T4,5-b) MEuE (213mg)
2 MBS

'H-NMR(CDCl, ) : 1.22(3H, t, J=8Hz), 2.63-2.75(5H, m), 5.62(2H, s}, 6.88(1H, d,
J=8Hz), 7.29(2H, d, J=8H2), 7,36-7.50{4H, m), 7.60(2H, d, J=8Hz), 7.73(1H, d,
J=2Hz), 8.01(2H, d, J=8Hz), 8.07(1H, d, J=8Hz), 8.11(1H, d, J=8Hz).

Mass(ESI) : m/z 529 (M-1)

mp : 205-206C
7l 68

Mz Fk, HI-[2-8 -4-( My -2-% )X HK]-2-H
B o-3H-mk o B [4,6-b1 O oF -5-35 By (58me) R ¥ B B M
(36meg) Al BB S-(F BB B &R )-3-[2-§ -4-(BF B
2= )W OB }-2-F E -3H-mR o B {4,5-b] 0 g (S53mg) 2
B
'"H-NMR(CDC, ) : 2.66(3H, s}, 5.59(2H, s), 6.85(1H, d, J=8Hz), 7.10(1H, t, J=4Hz)

7.32-7.39(2H, m), 7.44-7.52(3H, m), 7.59(2H, d, J=8Hz), 7.72(1H, brs), 8.05-
8.14(4H, m). |

Mass({ESI) : m/z 521 (M-1)
mp : 225-226TC

7 69

Bz gk, BI-[2-8]-4-(5-BF By -2-3 )% % |
-2-F R -3H-IK 0 B [4.5-b] Wi oF -5-3% B (30mg) R X
B (1Tag) Al WS S-(XBEMRT BER)-3-12-8 -4-(5-
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- BBABLRR (279)

gy -2-3 )5 K |-2-F F -3H-mk B [4,5-b] W oo
(27mg) 2 & 8 & & .

'H-NMR(CDC, ) : 2.66(3H, s), 5.59(2H, s), 6.82(1H, d, J=8Hz),

6.91(1H, d, J=4Hz), 7.12(1H, d, J=4Hz), 7.38(1H, d, J=8Hz), 7.46-7.54(2H, m),
7.59-7.65(2H, m), 8.04-8.19(4H, m). -

Mass(ES]) : m/z 555 (M-1)
mp: 215-217C

&l 70-1

BRIz H ik, BHI-(2-\-4-2 FHF)-2-H &% -30-IK
e B¥ F4,5-b) BEuE -5-F B (42ng) R 1-IK B B K (29mg)
BB EI-(2-R-4-2F FE)-2-RE-5-(1- KB EERE
) -3H-TK O BFT4,5-b) WMLoE (42mg)Z B MBS R

'H-NMR(CDC, ) : 0.89(3H, t, J=8Hz), 1.22(3H, d, J=8Hz), 1.28-1.50(4H, m),
1.81-1.95(2H, m), 2.58-2.68(5H, m), 3.51-3.59(2H, m), 5.55(2H, s), 6.65(1H, d,
J=8Hz), 7.02(1H, brd, J=8Hz), 7.31(1H, brs), 8.12(1H, d, J=8Hz), 8.20(1H, d,
J=8Hz), 9.81(1H, brs).

Mass(ESI) : m/z 461 (M-1)
mp : 138-1339°C
7 T0-2

eIz Rk, BI-(2-8§ -4-2 F & )-2-% % -3H-IK
MBf4.5-b] M OE-S5-¥ B (42mg) R X B BEBE (30mg)
BB S5- (A BMEBRBBE)-3-(2-§-4-2F #%£)-2-80 &
~3H-mk M B [4,.5-b) W uE (30meg)2 B H B & & .

'H-NMR(CDCl, ) : 1.24(3H, t, J=8Hz), 2.59-2.70(SH, m), 5.56(2H, s), 6.68(1H, d,
J=8Hz), 7.04(1H, brd, J=8Hz), 7.33(1H, brs), 7.51-7.68(3H, m), B.05(1H, d, J=8Hz),

8.10(1H, d, J=8Hz), 8.19(2H, d, J=8Hz).
Mass(ESI) : m/z 467 (M-1)
mp : 167-168C
-332-
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g A7
B7

Ao~ BBAREA (%)

woT0-3

iz A, BI-(2-8 -4-2 F & )-2-8 % -3H-K

BB [4,5-h] S o -5-3 B (42mg) R (4-F % )8 B ;ﬁ:
(33me) 7T 84 8 3-(2-% -4-2 ¥ £ )-2-W £ -5-[ (4-9 %) "

#
B BE MG MR OBE A 1-SH-DK B BY [4,5-b) Wb (33mg) 2 Bk o
R ;
'H-NMR(CDCY, ) : 1.24(3H, t, J=8Hz), 2.41(3H, s), 2.60-2.70(5H, m), 5.56(2H, s), |
6.65(1H, d, J=8Hz), 7.04(1H, brd, J=8Hz), 7.30-7.37(3H, m), 8.01-8.10@H, m). | '~
Mass(ESI) : m/z 481 (M-1) %
mp : 190-191C 2
B T0-4

Atz Ak, BH3I-(2-K-4-2F & )-2-F & -30-MK
i B f4,5-b] M oF -5-38 B (42mg) R (E)-(2-% 2 & ) W&
B fE (35mg) W W @ (E)-3-(2-W -4-2 F & )-2-H % -5-
[(2-% 2 1% 8 )8 B E W B 5% |-3H-mk i Bf [4,5-b1 o of

(33ug)z2 Bk E B S & .

'H-NMR(CDCL } : 1.23(3H, t, J=8Hz), 2.57-2.68(5H, m), 5.55(2H, s), 6.61(1H, d,
J=8Hz), 7.02(1H, brd, J=8Hz), 7.15(1H, d, J=15Hz), 7.31(1H, brs), 7.36-7.46(3H,

m)}, 7.55(2H, d, J=8Hz), 7.81(1H, d, J=15Hz), 8.09(1H, d, J=8Hz), 8.18(1H, d,
J=8Hz]. g

Mass(ESI) : m/z 493 (M-1)
mp : 184-185T
@1

el iz hE,. HI-(2-B-4-2 % F % )-2-8 & -3H-
M o B [4,5-b] MEoE -5-32 B8 (126meg) B X B8 B I (69me)
e (XM EBERERBEE)-3-(2-KR-4-2B Y &)-2-
B -3H-mk M B [4,5-b) st ug (46me) 2 R B & & & .
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Ao BABLHA (92>)

'H-NMR(CDCL ) : 2.62(3H, s), 5.37(1H, d, J=10Hz), 5.57(2H, s), 5.80(1H, d,
J=16Hz), 6.68(1H, dd, J=16 and 10Hz), 6.86(1H, d, J=8Hz), 7.23-7.30(1H,
overlapped with H,0), 7.49-7.69(4H, m), 8.05(1H, d, J=8Hz), 8.10(1H, d, J=8Hz
8.17(2H, d, J=8Hz).

Mass(ESI) : m/z 465 (M-1)
mp : 174-175C

72

1z Bk, HI-(2-| -4-B F £ )-2-F & -30-%
W EF 14,5-b) Wb ooF -5-3R B (60mg) X X B BE IR (49wmg) 9]
M- (XM EBERHEBE)-3-(2-R-4-BFH)-2-8 K
-3H-mk W B [4,5-b] WEoE (S50mg)Z2 B &8 .

'H-NMR(CDCL ) : 2.35(3H, s), 2.61(3H, s), 5.54(2H, s), 6.66(1H, d, J=8Hz),
7.02(1H, d), 7.31(1H, s), 7.48-7.69(3H, m), 8.00-8.10(2H, m), 8.12-8.21(2H, m),
10.05(1H, brs).

Mass(ESI) : m/e 453 (M-H)
mp : 213-215C

# 73

A2 H K, BI-(2-F -4-(E N &)W FE)-2-57 &
-3H-MK M B f4.5-b) Wt uE -5-FR BE (1108g) R ¥ W 8
(T0wg)Bf WP S-(FWERFRBRRE)-3-(2-F -4-(E X &)
R )-2-H B -3R-mk M B [4,5-b) WioF (B1lmg)z B BB W,

'H-NMR(CDCl,) : 0.88(3H, t, J=7Hz}, 1.24~1.38(4H, m), 1.50-1.68(2H, m) 2.52-
2.64(2H, m), 2.62(3H, s), 5.56(2H, s), 6.64(1H, d, J=8Hz), 7.02(1H, d, J=8Hz),
7.31(1H, s}, 7.48-7.68(3H, m), 8.01-8.12{2H, m), 8.14-8.22(2H, m}, 10.05(1H, brs}

Mass(ESI) : m/e 509 (M-H)

mp : 174-175C

#l 74
H @1z HF &, H3I-(2- -4-2 T ¥ #)-2- K -31-

-334-
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Bk v Bf [4,5-b] BEoE -5-3R B (102me) R X B B2 1R (70ng)
B (X REREREE)-3-(2-R-4-B T F¥ & )-2-#
Bo-3H-mE e B [4,5-b] M ooE (9%n2) 2 &5 B ¥ .

'H-NMR(CDCI, ) : 0.90(6H, d, J=7Hz), 1.76-1.95(1H, m), 2.46(2H, d, J=THz),
2.61(3H, s}, 5.56(2H, s), 6.63(1H, d, J=8Hz), 6.98(1H, d, J=8Hz), 7.29(1H, s),
7.49-7.68(3H, m), 8.01-8.12(2H, m), 8.14-8.22(2H, m), 10.05(1H, brs).

Mass(ES]) : m/e 495 (M-H)

mp : 183-184°C

# 15

HE 1z &k, HI-(2-H -4~ (R H EI)FTE)-2-8
Bo-SH-mk me B [4,5-b) WHhoE -5-¥REE (141mg) R X BB R
(88meg)d] { { S5-(FHERBEBE)-3-(2-8-4-(E2 #H
B B ) -2- B -3H-DK M B [4,5-b] Mt oE (120mg)2 8
8.

'H-NMR(CDCL ) :  0.82-1.76(11H, m), 2.46(2H, d, J=7Hz), 2.61(3H, s}, 5.56(2H,

s), 6.61(1H, d, J=8Hz), 6.97(1H, d, J=8Hz), 7.28(1H, s), 7.49-7.69(3H, m), 8.01-
8.12(2H, m), 8.14-8.21(2H, m), 10.05(1H, brs).

Mass(ESI) : m/e 535 (M-H)

mp: 170-171C

w76

el 1z HE,. B(E)-3-(2-8 -4-(2-FX 2 & % )% &%)
-2 E -3H-mk 04 B T4,5-D] RboE -5-¥ B (140mg) R E
e (85me)Al W3 (E)-0- (X B EER &8 B &)-3-(2-9] -
4-(2-(R & %% B )W & )-2-8 K -3H-bk » Bf [4,5-b] it

BE (128weg)2 A B #H o
'"H-NMR(CDCL, ) :  2.66(3H, s), 5.58(2H, s), 6.83(1H, d, J=8Hz}, 7.03(1H, d,

J=16Hz), 7.16(1H, d, J=16Hz), 7.27-7.66(10H, m), 8.01-8.11(2H, m), 8.11-8.30(2H

m), 10.05(1H, brs).

Mass(ESI) : m/e 541 (M-H)
mp : 262-263C i35
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@1z Ak, AI-U-FEE-2-RF & )-2-8 K -314
-k W BE f4,5-b) M oF -5-¥ B (98mg) R X B B (57mg)
a MG H-(F B EEEBRERE)-3-U-FTEE-2-R¥X & )-2
~F R -3H-Wk M B [4,5-b] Mok (8re) 2 2 BB,

'H-NMR(CDCL, ) : 2.63(3H, s), 5.08(2H, s), 5.52(2H, s}, 6.79(1H, d, J=8Hz),
6.88(1H, dd, J=8 and 2Hz), 7.12(1H, d, J=2Hz}, 7.30-7.45(5H, m), 7.48-7.66(3H,
m), 8.00-8.10(2H, m), 8.12-8.22(2H, m), 10.05(1H, brs).

Mass(ES]) : m/e 545 M-H)
mp : 190-191C

w78

Iz Fgk, B3-(2-R-4-B R T H)-2-H & -30-
Bk % B [4,5-b] Bt oF -5-3 B (65meg) R X B BE M (50mg)
B 8 @3- (X BEEREFRBERLE)-I-(2-KR-4-BRFTH)-2-

O3 -3H-pk o Bf [4,5-b] Bt o (51mg)2 BB,

'H-NMR(CDCl,) : 2.63(3H, s), 3.81(3H, s}, 5.51(2H, s), 6.80(2H, s), 7.02(1H, s},
7.49-7.68(3H, m), 7.99-8.10(2H, m), 8.12-8.22(2H, m), 10.50(1H, brs).
Mass(ESI) : m/e 469 (M-H)
mp : 151-152°C
79

mEIZz FE, BI-(2-K-4-BERE Y &)-2-B & -3~
WK g BF [4,5-b] BEuE -5-¥ B (6lme) R X B B I (45ng)
AR - (B BEEEER)-I-(2-B-4-EREETH)-2-

BOM -3H-DK M BF[4,5-b] WM (53mg)Z B BB .

'"H-NMR(CDCl, ) : 1.33(6H, d, J=7Hz), 2.63(3H, s), 4.53(1H, sept, J=7Hz),
5.50(2H, s), 6.75(2H, s), 7.00(1H, s), 7.48-7.70(3H, m), 8.03(1H, d, J=8Hz),
8.07(1H, d, J=8Hz), 8.16(2H, d, J=8Hz), 10.20(1H, brs).

Mass(ESI) : m/e 497 (M-H)’
mp : 177-179C
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& 80

HRiIZHFE, HI-(-(ETEHEE)-2-EFX&H)-2-#
o -3H-0K BB B [4,5-b] Ot uE -5-¥ B (Tome) R X B B K
(blag) W WS- (X BMBHEPBEE)-3-U-(EFETEE)-2-
R E)-2-M OB -3H-k M B [4,5-b1 T o (88eg)2 B B

'H-NMR(CDC,) : 0.98(3H, t, J=7Hz), 1.39-1.57(2H, m), 1.69-1.82(2H, m),

2.63(3H, s), 3.97(2H, t, J=7Hz), 5.51(2H, s), 6.78(2H, s), 7.02(1H, s), 7.49-7.68(3H,

mj), 7.99-8.10(2H, m), 8.13-8.20(2H, m), 10.05(1H, brs).
Mass(ESI) : m/e 511 (M-H)
mp : 181-182C

#il 81

1z HE, HI-(2-F-4-((RCHE)R)F ¥£)-2-
Eﬁ%—BH—Eﬂflﬂéﬁ{4,5—b]Bthlﬁ*5—§?§E§(45mg)&5§ﬁﬁﬁ'ﬁ
(301mg) M W F 5- (KX R EEE P EE)-3-(2-8-4-((B 2
HEIR )T R )-2-8 K -3H0-mk v B [4,5-b] ot ug (46me)
28 &H.

'H-NMR(CDCL, ) :  0.95-1.90(1 1H, m), 2.62(3H, ), 3.74(2H, d, J=7Hz), 5.51(2H,
s), 6.78(2H, s), 7.01(1H, s), 7.48-7.68(3H, m], 7.99-8.09(2H, m), 8.12-8.21(2H, m)
10.05(1H, brs).

Mass(ESI) : m/e 551 (M-HJ'
mp: 122-125C

82

125 %, B3-(2-|-4-((2-(N-88 % -N-(2-Fft &
HOBRBEIZHIE )T E )-2-F K -3H-bk 0 Bf (4,5-b) 1l
BE -5-3 B (103mg) B % B B MW (S6me) 7 8B G 5- (X B B
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BB B )-3-(2-%| -4-((2-(N-H B -N-(2-0f g & )f& & )
SEIREIW E)-2-F K -30-0k M B [4,5-b] Blf o (54mg)
2 H B,

'H-NMR(CDCL,) : 2.62(3H, s), 3.12(3H, s), 3.98(2H, t, J=5Hz), 4.19(2H, t, J=SHz),
5.51(2H, s), 6.51(1H, d, J=8Hz}, 6.57(1H, dd, J=8 and 5Hz), 6.78(2H, s}, 7.10(1H, s), .

7.38-7.67(4H, m), 7.99-8.10(2H, m), 8.12-8.21(3H, m), 10.05(1H, brs).
Mass(ESI) : m/e 591 (M+H)*
mp : 104-105C

# 83

W1z m %, BH3-(2-§| -4-(H @ X)W HE)-2-9 %
~3H-k D& BY [4,5-b) Mo -5-38 B8 (131ng) R % B4 B8 R
(92mg) Al W /B S- (X BER P BERE)-3-(2-8 -4-(H 8| H)

M )-2-8 F -3H-DEBE B [4,5-b) MooF (53ng) 2 &5 BB,
'H-NMR(CDCL, } : 2.49(3H, s}, 2.62(3H, s}, 5.52(2H, s), 6.74(1H, d, J=8Hz},

7.10(1H, d, J=8Hz), 7.33(1H, s), 7.48-7.68(3H, m), 8.00-8.10(2H, m), 8.12-8.20(2H

m), 10.05(1H, brs).

Mass(ESI) : m/e 485 (M-H)
mp : 165-166T
#l 84

B 12 H ik, B 3-(2-8 -4- (0 & B B 3% )% % )-2-
BOEE -3H-BK B B T4.5-b1ol o -5-3 B (99mg) R ¥ B B ®
(64mg) ™ B B 5- (X B BB P BE)-3-(2-8 -4- (¥ & #

BE 3t )% B ) -2-F B -3H-Dk B Bt (4,5-b] W ogE (90mg) 2
wEEY.
'H-NMR(CDCL, ) :  2.63(3H, s), 2.78(3H, ), 5.63(2H, s), 6.82(1H, d, J=8Hz),

7.43(1H, d, J=8Hz), 7.50-7.71(3H, m), 7.88(1H, s), 8.05-8.15(2H, m}, 8.15-8.22(2H

m), 10.05(1H, brs).-

Mass(ESI) : m/e 501 (M-H)

mp : 230-231°C
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#l 85

HRlZzZFE, BI-(2-R-4-(HEBE )FH®)-2-H
B -3H-BF M B [4,5-b] WHhooE -5-3 B (100mg) R X BB
(62mg) A P S- (X B BB RBEE)-3-2-F-1-(F BB
ROWE)-2-87 F -3H-0K M B [4,5-b] Hong (118mg)2 &
B &

'H-NMR(DMSO-d) : 2.48(3H, s), 3.29(3H, s}, 5.93(2H, s), 6.93(1H, d, J=8Hz),
7.63(2H, t, J=8Hz], 7.70-7.80(2H, m), 7.90(1H, d, J=8Hz), 8.03(2H, d, J=8Hz),
8.13-8.18(2H, m). :

Mass(ES]} : m/z 517 (M-HY
7l 88

A1z h . BI-U-(FTHRE)-2-EF E)-2-7 &
~3H-DK PR BE [4.5-b) Bt o -5- 8 (T0ng) R X & B K
(A1) T R BS-(FHEBEREBEE)-3-(4-(FEBE)-2-
FOFRK ) -2-F B -3H-mk o B 14,5-h] WME@ (55me) 2 Bt H
B8 &

'H-NMR(DMSO-d¢} :  2.45(3H, s), 4.23(2H, d, J=6H2), 5.62(2H, s), 6.49(1H, dd,

J=2 and 8Hz), 6.61-6.68(3H, m), 7.20-7.32(5H, m), 7.65(2H, ¢, J=8Hz}, 7.72(1H, t,

J=7Hz), 7.87(1H, dd, J=1 and 8Hz), 8.03(2H, d, J=8Hz), 8.07(1H, d, J=8H2).
Mass(ESI) : m/z 544 (M-H)"

# 87

L2 %, B3-(4-(ET R E)-2-§F % )-2-1
Ho-3H-mk ¢ Bf [4,5-b] fH uE -5-3 B (45mg) R X B B I
(29meg) Al W M/ 5- (XK BB P BELE)-3-(4-(F T HRE)-2-
BT R )-2-B R -30-mk M B [4,5-b) Mbak (50mg)2 B H
B
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'H-NMR(DMSO-d,) : 0.89(3H, t, J=8Hz), 1.30-1.421(2H, m), 1.43-1.55(2H, m),
2.47(3H, s), 2.93(2H, q, J=THz2), 5.63(2H, s), 5.97(1H, t, J=7Hz), 6.45(1H, d, J=8Hz),
6.63(1H, d, J=7Hz2), 6.67(1H, d, J=8Hz), 7.65(2H, t, J=7Hz), 7.73(1H, t, J=THz),
7.87(1H, dd, J=1 and 8Hz), 8.02(2H, d, J=8Hz), 8.08(1H, d, J=8Hz).

Mass(ES]) : m/z 510 (M-H)

w88

12 Hk, B3I-(2-|] -4-(N,N-= BB % )% % )-2-
BOE -3H-mK o BF (4,5-b 1T oF -5-¥0 B (55me) B X B BE IR
(38mg) Al M I H- (X HWERK P B H)-3-(2-| -4-(N,N-T
Bofg B )W B )-2-B B -JH-bk M B [4,5-b) B o (60mg)
28 /&,

'H-NMR(DMSO-d,) : 2.48(3H, s), 2.89(6H, s), 5.68(2H, s), 6.60(1H, dd, J=2 and
8Hz), 6.74(1H, d, J=8Hz}, 6.77(1H, d, J=2Hz), 7.64(2H, t, J=8Hz), 7.73(1H, t,
J=8Hz), 7.86(1H, d, J=8Hz), 8.03(2H, d, J=8Hz), 8.08(1H, d, J=8Hz).

Mass(ESI)} : m/z 482 (M-H)

i 849

W12 Ak, BH3I-(4-(Z EHKE)-2-FF ¥ )-2-H
B -3H-Wk ok BE [4,5-D) ﬂthuﬁﬁ—ﬁ-ﬁﬁ’s?r_(%mg)&%ﬁﬁﬂ’fi
(64mg)a] 8 15 3-(4-(Z B & )-2-H F & )-5-(X B E
B BOBE B ) -2-FH B -3H-0K B8 B 14,56-b] Mug (92mg)Z 8

B &

'‘H-NMR(DMSO-d,) : 2.02(3H, s), 2.44(3H, s), 5.73(2H, s), 6.73(1H, d, J=8Hz),
7.27(1H, d, J=8Hz), 7.60(2H, t, J=7Hz), 7.70(1H, t, J=7Hz), 7.86(1H, d, J=8Hz),
7.97-8.00(3H, m), 8.10(1H, d, J=8Hz)..

Mass(ESI) : m/z 496 (M-H)

# 90
A1z A, HI-(2-F -4- (B B BERILT)Y®R)-2-
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B -3H-mK D¢ B [4,5-DIotb uF -5-3R B8 (69%me) B X 8 B M
(Alag) A M B S- (X BERAFEE)-3-(2-§-4- (B8
fg & )N & )-2-8 K -3H-mk M B [4,5-b] Mo (61mg)2

WHEBE .

'H-NMR(DMSO-dg} : 2.47(3H, s), 3.04(3H, s), 5.77(2H, s), 6.78(1H, d, J=8Hz),
7.10(1H, d, J=8Hz), 7.36(1H, s}, 7.62(2H, t, J=7Hz), 7.71(1H, t, J=7Hz), 7.87(1H, d,
J=8Hz), 8.02(2H, d, J=8Hz), 8.11(1H, d, J=8Hz).

Mass(ES]) : m/z 532 (M-H)

& 81

A lz Bk, HI-(2-8 -4-8 F % )-2-9 & -30-IK
B B¥ [4,5-b) Moo -5-¥ B (240mg) B 5 B B2 % (163 mg)
AR Es-(XBERPBERE)-3-(2-8 -4-B ¥ & )-2-H
B -3H-DK M BE T4.5-b] W ug (284nmg) 2 B IKR B & M o

'H-NMR(DMSO-dg) : 2.47(3H, s), 5.93(2H, s), 6.93(1H, d, J=8Hz), 7.63(2H, t,
J=7Hz), 7.72(1H, t, J=7Hz}, 7.90(1H, d, J=8Hz), 8.08(1H, dd, J=2 and 8Hz},
8.15(1H, d, J=8Hz), 8.43(1H, s).

Mass(ES]) : m/z 484 (M-H)

# 92

1z Ak, B3I-(2-% -4-F B Y &£ )-2-81 & -301-
Wk e B [4.5-b] BL o -5-FR B (199%mg) R X M EE IR (142ng)
AR ES-(FEEERERRE)-3-(2-K-41-F B X H)-2-
B R -3H-mk M BF [4,5-b] WhoE (115meg) 2 8 & & & .

'H-NMR(DMSO-d,) : 2.48(3H, s), 5.92(2H, s}, 6.91(1H, d, J=8Hz), 7.60-7.69(2H, m),
7.71(1H, d, J=8Hz), 7.79(1H, d, J=8Hz), 7.90(1H, d, J=8Hz), 8.02(2H, d, J=8Hz),
8.10-8.19(2H, m), 9.99(1H, s), 12.25{1H, brs)

Mass(ESI) : m/z 467 (M-1)

mp : 253-255C
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# 93

BAlZF R, BHI-{2-8 -4-[ ("M@ -2,4-= 1 -5-
AOR )R ORI OAE ]-2-F B -3H-DK B [4,5-b) W oE -5-
R (59%wg) R X BB (32eg)dl B H5-(XBBK 7B
H)-3-12-® -4-7(2,4-= % -1,3-FE Mo -5-00 % ) 3% |
TR J-2-f B -3H-mk W B [4,5-b] o (d6me)z tk H &
WO .

'H-NMR(DMSO-d¢) : 2.48(3H, s), 5.89(2H, s}, 6.85(1H, d, J=8Hz), 7.45(1H, brd
J=8Hz), 7.60-7.75(3H, m), 7.79(1H, s), 7.86(1H, s), 7.90(1H, d, J=8Hz), 8.00-
8.05(2H, m), 8.15(1H, d, J=8Hz).

Mass(ESI) : m/z 566 (M-1)

mp : 271-274°C

’

# 94

M1z BF sk, BHI-(2-8 -4-8 F &£ )-2-8 K -3H0-1¥
W Bt [4.5-D] Mo -5-¥ BE (65me) R ¥ B BB (48wmg) T
HES-(XxBBRHER)-3-(2-8H-4-EFK)-2-8 %
-3H-K B (4,5-b] HEoF (67Tme)2 0 8 4 &,

'H-NMR{DMSO-dg) : 2.47(3H, ), 5.81(2H, s), 6.85(1H, dt, J=1 and 8Hz), 7.15(1H
dt, J=2 and 8Hz), 7.58-7.67(3H, m), 7.73(1H, t, J=8Hz), 7.89(1H, d, J=8H2),
8.03(2H, d, J=8Hz), 8.13(1H, d, J=8Hz).

Mass(ESI) : m/z 457 (M-H)

#l 95

41'3@{1213—2‘9-:\‘, EBZ‘EF'E‘«?‘(Z,!I,G‘E %E)—Sﬂ*ﬂ*
M Bt [4.5-b ) flb oF -5-¥8 B (T0mg) B % B B B (45mg) 7
HES-(FTEBBREBEE)- 2-® % -3-(2,4,6-Z ®/ % &)
-3H-DK BB {4,5-b] MouE (82mg) 2 HBBHE & .
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'"H-NMR(DMSO-dg) : 2.68(3H, s), 5.85(2H, s), 7.67(2H, t, J=8Hz), 7.73-7.81(3H,
m), 7.84(1H, d, J=8Hz), 8.04(2H, d, J=8Hz), 8.10(1H, d, J=8H2).
Mass(ESI) : m/z 507 (M-H)"

96

HMi1Z2 F&, B 2-H 35 -3-(2,3,4-= F F 5 )-30-k
MBF [4,5-h) Wb uE -5-¥ B (140me) R ¥ B B KR (89ng) ]
BES- (X BERES BEE)-2-TX-3-(2,3,4-Z 8 F %)
-3IH-mK M B [4.5-b) BMEeE (141mg) 2 BB S A

'H-NMR(DMSO-dg) : 2.46(3H, s), 5.82(2H, s), 6.62(1H, d, J=8Hz), 7.53(1H, d,
J=8Hz), 7.61(1H, t, J=8Hz), 7.70(1H, t, J=8Hz), 7.88(1H, d, J=8Hz), 8.01(2H, d,
J=8Hz), 8.13(1H, d, J=8H2).

Mass(ESI) : m/z 507 (M-H) *
#l81

iz Ak, HI-(2,4-— 8 -5-F ¥ H)-2-H ¥ -31-
mE we B (4.5-b] Wi m@ -5-3 B (100mg) R X B B2 0% (67mg)
B WS- (X BB R E)-3-(2,4-Z R -5- % K )-2
-H O -3H-K W B [4,5-0] WM aF (108meg)z B B8 & & .

'H-NMR(DMSO-d) : 2.50(3H, s}, 5.80(2H, s), 6.97(1H, d, J=9Hz), 7.65(2H, t,
J=8Hz), 7.73(1H, t, J=8Hz), 7.88(1H, d, J=8Hz), 7.98(1H, d, J=8Hz}, 8.03(2H, d,
J=8Hz), 8.13(1H, d, J=8Hz).

Mass(ES]) : m/z 491 M-H)
#l 98

A1z HEk, HI-(2-8|-4-BF & )-2-81 % -30-
W B 14.5-b] W wE -5-¥ B (7T0mg) R ¥ B ¥ I (39ng)
L 5-(%&%[&'33@&%)—3-(2—*&—4—%%%)—2—@%
~3H-DK ¢ Bf [4,5-D] W@ (58mg) 2 B B & & .

-343-

AR AR FRBFARSR ( CNS ) AdHLIE ( 210><29M¥i_ﬁ )

(m%q“aﬁ%mmNﬁxigﬁﬁ)

{

g\,

S A



DR Hom I B S S

4266660,

A7
B7

A PRS2+

'H-NMR(DMSO-dy) : 2.47(3H, s), 5.78(2H, s), 6.50(1H, d, J=8Hz), 7.60-7.67(311,
m), 7.72(1H, t, J=7Hz), 7.88(1H, d, J=8Hz), 7.98(1H, s), 8.03(2H, d, J=8Hz),
8.13(2H, d, J=8Hz).

Mass(ESI) : m/z 565 (M-H)’
w99

Bz ik, BI-((2,5-Z BMEm -3-% )8 K )-2-
B -3H-0k v B [4,5-b) Wi uF -5-F M (55me) R X BB
B2 (38mg) Bl 8 1§ 5-(F B BB BE B BE & H)-3-((2,5-Z ® 7%
By -3-3 )8 B )-2-F B -3H-BK M B [4,.5-b] ot (57mg)
2B BEHE &,

'H-NMR(DMSO-d,) : 2.57(3H, s), 5.63(2H, s), 6.95(1H, s), 7.65(2H, t, J=7Hz),
7.73(1H, t, J=THz), 7.88(1H, d, J=8H2), 8.05(2H, d, J=8Hz), 8.10(1H, d, J=8Hz).
Mass(ESI) : m/z 479 (M-H)’
o100

EHiz Hk, B3I-(2-® -4,6- 8 &KX E)-2-H
B -3H-pk ¢ BF [4,5-b] Mo -5-3R M (80mg) R X M B K
(55meg) T W HF S-(F B EBK P BE)-3-(2-®-4,5-1
TR HE)-2-F B -3H-mk 0 BF [4,5-b] TH @ (43mg)Z B
HEE &N

'H-NMR(DMSO-d¢}:  2.49(3H, s), 5.72(2H, s), 6.03(2H, s), 6.42(1H, s), 7.20(1H, s)
7.63(2H, t, J=THz), 7.72(1H, t, J=7Hz), 7.87(1H, d, J=8Hz), 8.03(2H, d, J=8Hz),
8.10(1H, d, J=8Hz).

Mass(ESI) : m/z 483 (M-H)
#1101

FE 1z Hk, BR3-((2-Wir K -3-F )R E)-2-H K
-~3H-mK e BE [4,5-0] NMLoF -5-3R B8 (80mg) R % W% B I
(fdmg)a] 84 15 5- (3 B B3 B9 1 BE B )-3-((2-F vE WK -3-% )

-344-
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426666,

Al
B7

A BEABEA (403)

B )-2-B K -30-K i Bf 14,5-b) it g (20ng)2 8 B84
o

'H-NMRIDMSO-d,) : 2.53(3H, s), 5.92(2H, §), 7.56-7.72(4H, m), 7.78-8.00(8H,
m), 8.15(1H, d, J=8Hz).

Mass(ESI) : m/z 490 (M-H)
@ ore2-1

BRIz FHE, AI-(2-R-4-(ZH B )T H)-2-7
Ho-JH-0K M B 14.5-h] TR -5-¥ M (S0me) R ¥ E B K
(57Tmeg)al G S-(FBEBEK P ERE)-3-(2-FR-1-(ZHH§
B)K K )-2-W B -3H-0K M B [4,5-b] Mo (S0me) 2 B
R
'H-NMR(DMSO-d,) : 2.48(3H, s), 9.92(2H, s), 6.90(1H, d, J=8Hz), 7.61-7.67(3H,
m), 7.90(1H, d, J=8Hz), 8.01-8.03(3H, m), 8.17(1H, d, J=8Hz).

Mass(ESI) : m/z 507 (M-H)’
#loto2-2

B 1IZB K, B3-(2-F-4-(Z @ B &)W H)-2-H
B -3B-DF M B [4,5-b] Wb uE -5-3R B (160nmg) R 1-JK BB
B (98wg) Al BB 3-(2-W-4-(Z /8 )T E )-2-0 % -5-
(1-7% 63 BR b W BE B )-3H-mk o Bf (4,5-b] O o (143ng)

ZmMBE M.

'H-NMR(CDCL,) : 0.88(3H, ¢, J=8Hz), 1.27-1.52(4H, m), 1.81-1.95(2H, m),
2.62(3H, s), 3.51-3.59(2H, m), 5.63(2H, s), 6.75(1H, d, J=8Hz}, 7.45(1H, brd,
J=8Hz), 7.79(1H, brs}, 8.16(1H, d, J=8Hz), 8.24(1H, d, J=8Hz), 9.75(1H, brs).

Mass(ESI) : m/z 501 (M-1)

mp : 154-155C
#M 102-3

i1z Fgk, BH3I-(2-§ - A-(ZEHE W HE )Y E)-2-§
Bo-3H-BK M B T4.5-b)] MEWE -5-30 B (160ng) B 4- (B %)
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Al
B7

A BRI (ses)

BERE (11Ing) T R F3-(2-®-4- (=& 8 &) & )-2-
R -5-0(4-F % )R BE W W B 4 J-30-0K M Bf {4,5-b]

J

Mo (176mg) 2 8 & & & . v

'H-NMR(CDCL)) : 2.41(3H, s), 2.61(3H, s), 5.62(2H, s), 6.77(1H, d, J=8Hz),

7.32(2H, d, J=8Hz), 7.47(1H, brd, J=8Hz), 7.80(1H, brs), 8.02(2H, d, J=8Hz),
8.09(1H, d, J=8Hz), 8.12(1H, d, J=8Hz).

Mass(ESI) : m/z 521 (M-1)

mp : 174-175C 2
# 103

hdtizhek, BHI-(1-BF -2-F F % )-2-8 & -318-
MM RE [4,5-b] Mg -5-38 B8 (65me) R X BB IR (42ng)
O K15 0-F B B W P OB K -3-(1-F -2-F g K )-2-H

BO-3H-mK M B [4.5-b] b (6Tneg)2 B B & .
'H-NMR(DMSO-d,) : 2.45(3H, s), 6.06(2H, s), 6.80(1H, d, J=8Hz), 7.60-7.80(5H,
m), 7.89-7.94(2H, m), 7.99-8.03(3H, m), 8.17(1H, d, J=8Hz), 8.33(1H, d, J=8Hz).

Mass(ESI) : m/z 533 (M-H)

i 104-1

iz HE, BI-(1-8F -2-F F K )-2,7-- @ %
-3B-MK 0 BF {4,5-b] RboE -5-38 B (328me) R X BB K
(183meg)m] B 8 3-(1- % -2-F W K )-2,7-= § ¥ -5~
(rk W B2 B2 W B8 H6 )-3H-mk o B [4,5-b) Wiug (184mg)2
H .

'H-NMR(CDCL)) : 0.84(3H, t, J=7Hz), 1.20-1.43(4H, m), 1.73-1.88(2H, m),
2.63(3H, s), 2.74(3H, s}, 3.43-3.55(2H, m), 5.79(2H, s), 6.78(1H, d, J=8Hz), 7.52-
7.86(4H, m), 8.02(1H, s), 8.38(1H, d, J=8Hz), 9.85(1H, brs).

Mass(ESI) : m/e 541, 543 (M-H)

mp : 210-211C
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A7
B7?

A~ BBABLEA (2e5)

#104-2

Wiz H &, BI-(1-RF-2-F R K )-2,7-= 87 ¥
~3H-BK D& B [4.5-b) ol o -5-38 BF (328mg) R ¥ B B W
(1891w} T R BS-(XEBMEBEHPERE)-3-(1-EF -2-% ﬁ
E)-2,7-= B F -3H-1K M Bf [4,5-b) TH i (278meE) 2 H
L A
'H-NMR(CDCL) :  2.63(3H, s), 2.67(3H, s), 5.80(2H, s}, 6.79(1H, d, J=8Hz), 7.41-
7.88(7H, m), 7.90(1H, s), 8.02-8.12(2H, m), 8.41(1H, d, J=8Hz), 10.05(1H, brs).

Mass(ESI) : m/e 547, 549 (M-H)"
mp : 229-230°C

#o104-3

Iz HE, B3-(1-BF-2-F B ¥)-2,7-= B &
-3H-DK BB (4,5-b] W o -5-3R B (337Tmg) R (E}-(2-%
KRB EBE (228ng) 0] WH (E)-3-(1-RF -2-BE W &)
-2, T-T BB -0-((2-% 2 B BB IR OB R ) -3H-mk

Bf [4,5-b] Wt (268mg) 2 B3 B 8 ,

'H-NMR(CDCl) : 2.62(3H, s), 2.73(3H, s), 5.80(2H, s), 6.73(1H, d, J=8Hz),
7.09(1H, d, J=16Hz), 7.32-7.72(8H, m), 7.77(1H, d, J=16Hz), 7.80-7.87(1H, m),
7.99(1H, s), 8.39(1H, d, J=8Hz), 10.07(1H, brs).

Mass(ESI) : m/e 573, 575 (M-H)
mp : 262-263C

Bl 104-4

Iz HE, B3I-(1-BFE-2-FHE)-2,7-~ 8 K&
-3H-OK B Bf [4,5-b1 W A -5-3 B (248meg) B (4-H ¥ ¥
B (166me) 0] B 3-(1-B B -2-F F E)-2,7-= 8B &%
-5-((4-H X% )R BE K B OBE B )-3H-k e BF (4,5-b] W o
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a26666f

A7
B7

A~ BPASLER (a4t )

(190mg)z 8 &8 .

'H-NMR(CDCL) : 2.38(3H, s), 2.62(3H, s), 2.68(3H, s), 5.81(2H, s), 6.79(1H, d,
J=8Hz), 7.26(2H, d, J=8Hz), 7.53-7.88(4H, m), 7.90(1H, s), 7.96(2H, d, J=8Hz),
8.32(1H, d, J=8Hz), 10.05(1H, brs).

Mass(ES]) : m/e 561, 563 M-H)”

mp : 227-228TC

# 104-5

BRIZ2 Ak, B3-(1- % -2-% B & )-2,7-2 B &
~3H-mK BB [4,5-b] WEE -5-3R B8 (250mg) B2 (A-2 % % )
R (165meg)a] B8 3-(1-8F -2-F W E)-2,7-= W
BH-5-((4-2 1% % )M B W OB & ) -3H-mk M B (4,5-b 10k

li% (186!!8)2 E ﬁ *ﬁ °
'H-NMR(CDCL) : 2.62(3H, s), 2.68(3H, ), 5.42(1H, d, J=10Hz), 5.80(2H, ),
5.85(1H, d, J=17Hz), 6.71(1H, dd, J=17 and 10Hz), 6.78(1H, d, J=8Hz), 7.46(2H, d

J=8Hz), 7.53-7.88(4H, m), 7.90(1H, s), 8.02(2H, d, J=8Hz), 8.41(1H, d, J=8Hz),
10.05(1H, brs).

Mass(ES]) : m/e 573, 575 (M-H)"

mp : 234-236C
M 104-6

el Ak, BI-(1-F -2-F B R)-2,7-Z B K -3H-
WK e Bf [4,5-b] o 0F -5-38 B8 (249mg) R S-W W B -2-8
BEHE (180me) W W F 3-(1-R0 F -2-X B K )-2,7-= B % -5-
((5-® PE Wy -2-% )60 BB B W BR B )-OH-DK 0 8 [4,5-D)

it o (207mg) 2 B & 8 .

'H-NMR(CDCl,) : 2.63(3H, s), 2.70(3H, s), 5.80(2H, s), 6.79(1H, d, J=8Hz),
6.89(1H, d, J=4Hz), 7.53-7.88(5H, m), 7.95(1H, s), 8.40(1H, d, J=8Hz), 10.05(1H,
brs).

Mass(ESI) : m/e 587, 589 (M-H)

mp : 213-214C
-348-
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426666
A7
37

Ao~ BEABER (447)

105

@1z A, B3-(4-%-2-8F %)-2,7-= 0 & -3¢
Sk W B [4.5-b) O oE -5-38 BF (160mg) B UK B BE B% (92nmg)
AR I-(4- -2-\R YR )-2,7-7 B OB -5- (/% BB i
BR B ) -3H-mk e B 14,5-b) M u@ (159me) 2 f& 8 & & .

'H-NMR(CDCI,) : 0.89(3H, t, J=8Hz), 1.28-1.50(4H, m), 1.80-1.93(2H, m),
2.60(3H, s}, 2.73(3H, s), 3.50-3.59(2H, m), 5.50(2H, s), 6.53(1H, d, J=8Hz),
7.31(1H, brd, J=8Hz), 7.66(1H, brs), 8.02(1H, s), 9.80(1H, brs).

Mass(ESI) : m/z 527 (M-1)

mp : 148-149C

#l106-1
HHIZH ¥, #3-(4-1 -2-B ¥ H)-2,7-= B 3% -34
SOk W B [4.5-b) B oF -5-F B (160me) R (4-F ¥ B E
B (104me) 0 W {5 3-(4-1 -2-®| F &£ )-2,7-= B % -5-
(4-B 3% )W B R P BE 25 ) -3H-mk 8 B [4,5-b1 Wb o (161me)
ZEEE &
'H-NMR(CDCl,) : 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(lH, d, J=2Hz), 7.90(1H, brs), 8.04(2H, d, J=8Hz).

Mass(ESI) : m/z 547 (M-1)
mp : 206-208C

#106-2

Al 12 H &, B3-(4-R-2-BF %£)-2,7-- @ #% -34
SRR B [4,5-b] B ooF -5-Y8 B (160me) R (E)-(2-% 2 &)
B ER (111me)m] 848 (E)-3-(4-8 -2-K ¥ ®)-2,7-=
RO -5-1(2-F 2 4% )R BE I B 85 2 )-3H-mk 0% Bf [4,5-h]
Bt i (162me) 2 & B & & .

-349-~
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4126666,
A7
B7

A~ BT (sad )

'H-NMR(CDCL) : 2.60(3H, s, 2.72(3H, s), 5.50(2H, s}, 6.51(1H, d, J=8Hz), 7. 15(1H,
d, J=15Hz), 7.31(1H, brd, J=8Hz), 7.39-7.47(3H, m), 7.50-7.59(2H, m), 7.67(1H,
brs), 7.81(1H, d, J=15Hz), 8.00(1H, s), 10.01(1H, brs).

Mass(ES]) : m/z 559 (M-1)

mp : 225-227C

#li106-3
1z h ek, H3~-(4-18@ -2-BSF ¥ )-2,7-= B & -31
SBK PR Bt [4.5-b] BMEoE -5-% @ (200mg) R G-E WX M -2-W

( m%ﬁ(‘* PR N BT R 3k )

Bk (150mg) ™) B8 3-(4-W -2-|W ¥ H )-5-[(5-8 ¥ # -

2-3% ) BEW S ER]-2,7-2 B KX -3H-0K 0 B (4,5-b]

ME B2 (181me) 2 | 8 & & .

'"H-NMR(CDCL,) : 2.61(3H, s), 2.70(3H, s), 5.50(2H, s}, 6.56(1H, d, J=8Hz), 6.95(1H,
d, J=4Hz), 7.32(1H, dd, J=8 and 1Hz), 7.67(1H, brs), 7.76(1H, d, J=4Hz), 7.96(1H,
s).

Mass(ESI) : m/z 573 (M-1)

mp : 214-215T

# 106-4

BRizhH&k, B3-(4-8-2-8 F % )-2,7-= B # -3H-
BF B BF {4.5-b1 Bt oF -5-38 B (200mg) R (4-2 1% % ) B8 B8
B (139meg) Pl 8 48 3-(4-8 -2- K ¥ K )-2,7-= B % -5-
(4-Z 4% % )08 8 FE W B % 1-3H-mk o Bf [4,5-b] I o

(208mg) 2 W 8 & & .

'H-NMR(CDCl,) : 2.60(3H, s), 2.68(3H, s), 5.43(1H, d, J=10Hz), 5.50(2H, s),
5.88(1H, d, J=16Hz2), 6.57(1H, d, J=8Hz), 6.73(1H, dd, J=16 and 10Hz), 7.34(1H, |
dd, J=8 and 2Hz), 7.55(2H, d, J=8H2z), 7.68(1H, d, J=2Hz), 7.90(1H, s), 8.10(2H, d,
J=8Hz).

Mass(ESI) : m/z 559 (M-1)
mp : 204-205C

e

{

*
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A~ BIABEA (249

M 106-5

iz hk, BH3-(4-B-2-BF E)-2,7-= 8/ & -3HK-
K 0% B [4,5-b) otf wF -5-3 B (200mg) B 5~ /X 1 -2-8§
R (184me) W] R 5 3-(4- -2-H F H)-5-{(5-@mmy
-2-F )M B W OB R |-2,7-2 B K -3H-mK BB [4,5-b]
WL owE (238me) 2 MBS &,

'"H-NMR(DMSO-d) : 2.46(3H, s}, 2.62(3H, s), 5.74(2H, s), 6.60(1H, d, J=8Hz),
7.39(1H, d, J=5Hz), 7.46(1H, dd, J=8 and 2Hz), 7.70(1H, d, J=5Hz), 7.83(1H, s)
7.87(1H, d, J=2Hz).

mp : 210-211C

#lo107-1

ez Hm&, B3-(2-|-4-B W &)-2,7-2 B % -38-
BRoWEBE F4.5-b] B u¥ -5-3% B (135mg) R ¥ B & KK (88ung)
MHA-XEEREPEE--(2-F-4-W R E)-2,7-=

BOE -3H-Dk B B [4.5-b] M e (Blug)Z2 Bk &8 8 &
'H-NMR(DMSO-d,) : 2.46(3H, s), 2.58(3H, s}, 5.89(2H, s), 6.88(1H, d, J=8Hz),
7.55-7.76(4H, m), 7.98(1H, d, J=8Hz), 8.07(1H, d, J=8Hz), 8.23(1H, s), 8.43(1H, s)
Mass(ES]) : m/e 498 (M-H)
waia7-2

@12 h k., BH3-(2-%| -4-8 F #)-2,7-= 8§ % -38-
bk we B {4,5-b] Mo -5-¥R BS (180mg) B (4-9 X )8 B I
(88mg)af W 8 3-(2-F] -4-W ¥ H)-2,7-= 8 & -5-((4-
B B B W OB R )-3H-Dk B [4,5-b) W o (151me)
Z®HBH.

'H-NMR(DMSO-d,) : 2.37(3H, s), 2.46(3H, s}, 2.58(3H, s}, 5.89(2H, s), 6.88(1H, d,
J=8Hz), 7.40(2H, d, J=8Hz), 7.73(1H, s), 7.88(2H, d, J~8Hz), 8.08(1H, dd, J=8 and
2Hz), 8.43(1H, d, J=2Hz).

Mass(ESI) : m/e 512 (M-H)
-351~
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A7
B7

A~ BB (2e)

M 107-3

hH1z2h&E, BH3-(2-8 -4-B K &)-2,7-= ® ¥ -3H-

Wk o B [4,5-b] ok o -5-38 B (180meg) R (E)-(2-% 2 1& )
BB (137mg)0l B @ (E)-3-(2-B -4-BF&%)-2,7-=
BB -5-((2-X 2 1% )8 B P B B8 & )-30-pk o B {4,5-b)
i owE (183 mg) 2 # B ¥ .

'H-NMR(DMSO-d,) : 2.46(3H, s), 2.62(3H, s), 5.90(2H, s), 6.84(1H, d, J=8Hz),

7.38-7.47(3H, m), 7.49(1H, d, J=15Hz), 7.65(1H, d, J=15H2z),
7.70-7.80(2H, m), 7.84(1H, s), 8.07(1H, d, J=8Hz), 8.42(1H, s).
Mass(ESI) : m/e 524 (M-H)

#o107-4

A1z Fe, HI-(2-B]-4-F ¥ % )-2,7-— B % -3H-

WK B [4,5-D] Moo -5-3 B (180mg) R (4-Z # ¥ BB
B (137Twg)d) 84 /8 3-(2-8 -4-B F % )-2,7-= B % -5-(
(4-Z #F % )B% B B W B5 25 ) -30-0k M BF [4,5-b] M e
(85mg) 2 & & % .

'H-NMR(DMSO-dy) : 2.48(3H, s), 2.60(3H, s), 5.48(1H, d, J=12Hz), 5.91(2H, s,
6.02(1H, d, J=18Hz), 6.82(1H, dd, J=18 and 12Hz), 6.92(1H, d, J=8Hz), 7.67-

7.78(3H, m), 7.97(2H, d, J=8Hz), 8.09(1H, d, J=8Hz), 8.44(1H, s).
Mass(ESI) : m/e 524 (M-H)

# 108

HRAIZHE . B3-(2-F -4-® ¥ % )-2-H X -3H-1¥
M Bf 14,5-b] Oth ug -5-3 B (32mg) R X B BE #E (25wg) A
HEB-(FBBEREEBEE)-I-(2-F-4-WF & )-2-8 %
-AH-MK BB T4.5-b] WMhouE (24mg) 2 B & B
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A266066

A7
B7

Z BRPAH (e )

'H-NMR(CDCl,) : 2.59(3H, s), 5.63(2H, s), 6.75(1H, d, J=8Hz), 7.45-7.70(4H, m),
7.81{1H, s}, 8.06-8.20(4H, m), 10.05(1H, brs).

Mass(ESI) : m/e 464 (M-H)

mp : 242-243C

@M 109-1

HHIz2FH ik, BI-(2-| -4- (=& )% & )-2-8
B -3H-DK DS BF [4.5-b) Wb o -5-3 B (160me) R (E)-(2-
OB B (119wg) ] {5 (E)-3-(2-8 -4-(Z & &
B)FWEHE)-2-F F -5-((2-X 21 B BB HE)-31-

WX M Bf [(4.5-b] 6o (152mg) 2 M & & & .
'H-NMR(CDCIy) : 2.62(3H, s), 5.64(2H, s), 6.73(1H, d, J=8Hz), 7.14(1H, d, J=15Hz),
7.38-7.48{4H, m}), 7.50-7.58(2H, m), 7.78-7.85(2H, m), 8.14(1H, d, J=8Hz),
8.21(1H, d, J=8Hz}, 9.97(1H, brs).

Mass(ESI) : m/z 533 (M-1})

mp : 140-142C

7l 109-2

HH 12 K, BH3-(2-8-4-(Z @ B £ )F &% )-2-m
T -3H-DK B (4,5-b] Mok -5-3 B (160meg) R (4-2Z 1
FOBER (1190g)% B 8 3-(2-F -4-(=Z & B % )% %)
S2-B R -5-((4A-Z KX )B B W OB K ) -3u0-0k ok B
[4.5-b] B o (41me)2 & & & & .

'H-NMR(CDCI,) : 2.62(3H, s), 5.44(1H, d, J=10Hz), 5.63(2H, s), 5.88(1H, d,

J=16Hz), 6.68-6.80(2H, m), 7.47(1H, brd, J=8Hz), 7.54(2H, d, J=8Hz), 7.80(1H, s)
8.08-8.16(4H, m). :

Mass(ES]) : m/z 533 (M-1)
mp : 157-158TC

# 109-3
HHIZ2H &, BI-(2-R-4-(Z= 8B HR)FH)-2-1
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R -30-DK o B {4.5-b) 5o -5-3R B (160mg) R 5-% 0k 1y
-2-BE B (128wg) T BB 3-(2-FK 4-(Z @B EOIFE)
-5 ((5-| UK O} -2-8 )RS BE R B OBR R )-2-8 K -3H-mk W
g [4.5-b) WL wg (189meg) 2 % B0 &5 & .

'H-NMR(CDCL,) : 2.62(3H, s), 5.63(2H, s), 6.77(1H, d, J=8Hz), 6.95(1H, d, J=4Hz),

7.46(1H, brd, J=8Hz), 7.75(1H, d, J=4Hz), 7.80(1H, brs), 8.14(1H, d, J=8Hz),
8.19(1H, d, J=8Hz),

- Mass(ESI) : m/z 547 (M-1)

mp : 170-171C

M 109-4

mAIZ2 %, HI-(2-H-4- (=R B HE ¥ K )-2-7
HoOH-BR M B [4.5-b] WK -5-3 B (160meg) R 5-78 X #
~-M B (15Teg) R W B S-((5-1R M -2-K BB RS
B )-3-(2-F -4-(Z @B E)F H)-2-9 % -3H-1pk ¥ B
[4.5-b] Wt & (203mg) 2 #E & & & .
'H-NMR(CDCL,) : 2.62(3H, s), 5.63(2H, s), 6.76(1H, d, J=8Hz), 7.09(1H, d, J=4Hz),

7.46(1H, brd, J=8Hz), 7.71(1H, d, J=4Hz), 7.79(1H, brs), 8.14(1H, d, J=8Hz),
8.19(1H, d, J=8Hz). \

Mass{ES]) : m/z 593 (M-1)
mp : 172-173C

#o1to

1z Ak, H3-(2-F-4-F K H)-2-HFEH[b)
iy -5-38 B (90meg) B X B BE 0% (S54meg) "] B /8 5- (% & B
e OB R )-3-(2-8 -4-X B X HE)-2-5 X8 [b] r 5
(65mg) 2 B & & & .
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'H-NMR(DMSO-d,) : 2.46(3H, s), 4.30(2H, s), 6.78(1H, d, J=8Hz), 7.35-7.45(4H, m)
7.58-7.70(5H, m), 7.76-7.80(2H, m), 7.97(2H, d, J=8Hz), 8.03(1H, d, J=8Hz),
8.18(1H, s).

Mass(ESI) : m/z 530 (M-H)
Miti-1

ALz, BB6-RE-1-(2-8 -4-F HEF R)-3-8

SLH-B e (200me) R S-FW VKM -2-B B BE (157mg) A W
F1-(2-% -4-% B % )-6-((5-F MMy -2-% )8 B8 f W
B3 ) -3-H F -1H-M W (3%ng)2 B BE R

'H-NMR(DMSO-d,) : 2.48(3H, s}, 5.70(2H, s), 6.77(1H, d, J=8Hz), 6.98(1H, d,
J=38Hz), 7.32(1H, d, J=3Hz), 7.34-7.47(3H, m), 7.52(1H, d, J=8Hz), 7.64-7.68(3H,
m), 7.74-7.77(2H, m), 8.11(1H, s).
Mass(ESI) : m/z 554 (M-H)’
#lori1-2

B 1z F ¥, B-BE-1-(2-F -4-F K ¥ H)-3-H
B -1H-w M (200mg) Bt S5-I PRI -2-8% B2 B (193mg) o] B
BoH-((5- MW -2-FX ) BMEBEIBR)-1-2-K§ -4-% %
FE)-3-FH K -1H-M ® (197eg) 2 A B S &

'H-NMR(DMSO-d¢} : 2.50(3H, s), 5.70(2H, s), 6.77(1H, d, J=8Hz), 7.07(1H, d,
J=3Hz), 7.28(1H, d, J=4Hz), 7.35-7.48(3H, m), 7.52(1H, d, J=8Hz), 7.63-7.67(3H,
m), 7.73-7.77(2H, m), 8.10(1H, s).
Mass(ESI) : m/z 600 (M-H)
o112
HRA12Z2 HF k., HI-(1-18 % -2-% 8 %£)-2,7-= B K
~3H-WK P B [4,.5-b] Wb uE -5-3R B8 (209mg) R H-(& M By -2~
B B (166meg)d] & 18 3-(1-78 % -2-3 B % )-5-((5-18
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Eomy -2-F% )R EERE P OES R )-2.7-= B K - JH-mk M B
f4.5-b1 Bb ug (216meg) 2 a8 & ¥ .

'H-NMR(CDCL,) : 2.63(3H, s), 2.70(3H, s}, 5.80(2H, s), 6.78(1H, d, J=8Hz), 7.03(1H,
d, J=4Hz), 7.53-7.88(5H, m), 7.95(1H, s), 8.40(1H, d, J=8Hz), 10.05(1H, brs).
Mass(ESI) : m/e 631, 633, 635 (1:2:1, M-Hy

mp : 247-248C

o113

W (E)-5-(F B MR PEE)-3-(2-]-4-(2-%2 8 %)
- R Y-2-H B -SH-DX W B [4.5-b) MbE (420g) B B R
g (4nl), v 4-T iR (2el)R BE 2nl)dF, A K
@ (2rg), REFBAIKXKERBRERE TR ES.ONE , @
EXRBEEN . DB HEREHK (R /HE=20/1) M2
BB /O ERITHS- (X EERYE®X)-3-(2-8§ -1-
(2-2% Z 3 )-W ¥ )-2-F 3% —3H-0K M B [4,5-b] 1 g =2
H#k (18ng),

'H-NMR(CDCL,) : 2.60(3H, s), 2.90(4H, s), 5.56(2H, s), 6.63(1H, d, J=8Hz), 7.00(1H,
d, J=8Hz), 7.10-7.32(6H, m), 7.49-7.67 (3H, m), 8.02-8.12(2H, m), 8.14-8.21(2H,
m), 10.05(1H, brs).

Mass(ESI) : m/e 543 (M-H)
mp : 180-181C
il 114

M S- (K BB W BE)-3-(2-F-4-8 ¥ ¥)-2-9 % -
AH-0X v B [4,.5-b) olf o (245ng) B 2 N 2 & (3nl), M
ARIES (141eg)R 28 (0.28%m)), WMBABEBHRBE. #
Kceelite, WRWUHWB/ KB (/K , LHEBHB
"o MAMUWBKBERNBFTHR, KELHEFEB/RHIL/OE &
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A BBABE (He)

HRMAeAEKRE, @ ECelite, W WRUBE/ARHE(1/9)
. MBBRD?HE, BEHRBENEABEBETEELER

c MR ESBERIBSHRND2REEYL . B HEY (100ng)
BENLON-Z B OB B OBERE -k W45 3-(4-FE K -2-H OV R )-5-

(3 8 BE WG M OBE 2 ) -2-% K -3H-mk p¢ B [4,5-b] 0t o2
(T5meg) 2 % & & & (T50g).,

'H-NMRDMSO-q,) : 2.50(3H, s), 5.62(2H, s, 6.45(1H, d, J=8Hz), 6.62(1H, d,
J=8Ha), 6.67(1H, 5), 7.63(2H, t, J~7Hz), 7.72(1H, t, J=7Hz), 7.87(1H, d, J=8Hz),
8.04(2H, d, J=8Hz), 8.08(1H, d, J=8Hz).

Mass(ES]) : m/z 454(M-H) "

#1156
HO-(FBBRERABER)-3-Q-E-4-FEBEXH)-2-9
B-OH-mk w8 [4.5-b] Mg (170me)d) 3418 5- (% B B 1%
OB R )-3-(2-% -4- (B B ¥ ¥ )-2-8 % -30-bk W B

[4,5-b1 o vg (80mg) 2 M & & &

1
H-NMR(CDCL;- CD,0D) : 2.64(3H, s), 4.68(2H, s), 5.50(2H, s), 6.80(1H, d, J=8Hz),

7-22(1H, brd, J=8Hz), 8.05(1H, d, J=8Hz), 8.09(1H, d, J-8Hz), 8.13-8,19(2H, m).
Mass(ES]) : m/z 469 (M-1)
mp : 198-199C

#l 116

& S- (R BB P BRE)-3-(2-8 -4-9 B ¥ #%)-2-
BOFE -3H-mkE M B [4.5-b] W (95meg., 0.20mmol )2 & =
TE2ul)R K (0.5nl)R , RMEBETWMANL2-0 & -2-T
# (63mg, 0.09mmol )R = & ¥ B 1 (32mg, 0.20mmol),
NGB R M (63ug,0.56mmol ) A% 22 /8 M Pk , 1/h BF &
s M OAN 2-FH & -2-T 48 (63mg. 0.90mmol )R — & B @ #
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(32mg., 0.20mmol), 2/hBF & . A 1,4-= 05 1% (2ml) M
mMB®EGC, EAHEHFREREBRTRELINF, WA
AW LN IN HCIH B plHd, Rk S W TR EIS/D B & E B
MR EEH(3Teeg)., MHBBERAR, WA ERERKE
BOSPAH BRI/ (XHBERAERX)-3-(1-BHK-2-8§
TR )-2-F B -3H-mk M B f4,5-b) Mot (T0mg)Z BB

g (TOmg),

1
H-NMR(DMSO-d,) : 2.48(3H, s, 5.90(2H, s), 6.82(1H, d, J-8Hz), 7.60-7.68(2H, m),
7-T1(1H, d, J=8Hz, 7.80(1H, d, J=8Hz), 8.00-8.08(3H, m), 8.17(1H, d, J=8Hz).

Mass(ESI) : m/z 483 (M- 1)
mp : 155-160C

w117
FREAIIZHE. B - (X BB ERE)-3-[2-K -4- (&
OB ) & ]-2-8 R -3H-0k o B {4,5-b)] B ug (58mg) T
MEs-(FHEREFBR)-3-[2-R-4-((H@ESR KX H
B F )-2-8 K -3H-Bk W B [4,5-b) WhoE ., LS
AR ERRT -KKE.,
o118
W& B (12mg, 0.13mmol)2 N, N-— B B B B B (0.5n1)
Beok & 8T W OA NaB(60%% , 5.2meg), 304 % ., W m OA
S-(FX B MR BEE)-3-/2-/ 4-((HEESZT P RE)
A ]-2-8 F -3H-mk ok B (4,5-b)] M oSE (68mg, 0.12mmol)
Z N N-Z B B BB (1nl), RERTHMRMEINEF, Lok
G OA K, WM IN HCLE, M/ E pHd, N8B 2K
R, KEIR, REAREBSETEEYES. DB
-358-
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AEmBEH (R /RE=20/D B ZBZEBERaESs-
(X B EBEBEBEE)-I-(2-H-4-((XRE ) )BE)F % )-2-
HOE -3H-BK B BE [4,5-b) W v (30nmeg) 2 B & & .

'H-NMR(CDCL,) : 2.62(3H, s), 5.05(2H, s), 5.59(2H, s), 6.74(1H, d, J=8Hz), 6.91-
7.01(3H, m), 7.23-7.33(3H, m), 7.49-7.67(4H, m) 8.06(1H, d, J=8Hz), 8.10(1H, d,
J=8Hz), 8.15-8.21(2H, m).

Mass(ESI) : m/z 545 (M-1)

mp ¢ 203-205°C

#l 119
BRES-(FEBMERBEBEEX)-3-4-BE-2-RF&)-2-
BOAE -3H-m¢ M B [4,5-b] ML & (25meg, 0.052mmol)Z N,
N-ZROE B (03w}, RE®TWANZE (4ng,
h.088mmol), 1-Z 3 -3-(3-_- @ B i/ &£ K 4 = &5 & K
WOE W (12mg,0.062n001) R 1-R X B = M (10wg, 0.075
munol), 3/MEEHR , MAZEZERBKILIN BCIL B
P4, WM HHMBLUKEIR, REARAGBETEEL B S
c HWBERBEK (R /RE=10/NDEHZBZEES
RS- XEBERBRIABER)-3-(2-F 4- (2858 2 )% &)
“2-F B -3H-Wk B [4,5-b] B og (18meg)Z fEE G,

'H-NMR(CDCl,) : 1.40(3H, t, J=8Hz}, 2.60(3H, s), 4.40(2H, q, J=8Hz), 5.63(2H, s),
6.72(1H, d, J=8Hz), 7.50-7.59(2H, m), 7.62(1H, d, J=8Hz), 7.86(1H, d, J=8Hz),
8.09(1H, d, J=8Hz), 8.12(1H, d, J=8Hz), 8. 15-8.20(3H, m).

Mass(ES]) : m/z 511 (M-1)

mp : 196-197C

o120

MO- (X BEBRABRE)-I-A-BH-2-EFH®)-2-5
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B -3H-Wk 0k B [4,5-b) o wg (29weg) R B BE /M0 & B B %
Bo(2M, 0.05ml)B/ BB 5- (X BWEMR B BERL)-3-12-§ -
A-(H B FOBE AL )% BE 1-2-F 35 -3R-WK ok B [4,.5-b] oY op

(18mg) 2 || &8 &% & .

'H-NMR(CDCl;- CD,0D) : 2.67(3H, s}, 3.99(3H, s}, 5.60(2H, s), 6.99(1H, d, J=8Hz),
7.50-7.69(4H, m}, 7.96(1H, brs), 8.05-8.15(4H, m).

Mass(ESI) : m/z 496 (M-1)

mp : 257-260C

#l121

S-(X B EEHER)-3-(4-8-2-E¥H)-2,7-- H
H-SH-DRDE B T4,5-b) MLuE i WM L4-T2 H i, @3-
(4-8 -2-8 5 B )-2.,7-= B 35 -30-0k M Bf [4,5-b 0l o
“h-M B (160mg) R X BB (6n) A W BE B ML LY

(139me) 2 8 @ 4 & .

'H-NMR(CDC,) : 2.60(3H, s}, 2.68(3H, s), 5.51(2H, s), 6.59(1H, d, J=8Hz), 7.35(1H,
dd, J=8, 2Hz), 7.51-7.69(4H, m}, 7.91(1H, br s), 8.17 (2H, d, J=8Hz).

Mass(ESI) : m/z 533 (M-1)

mp 231-232°C

w122

el 1zl ek, H3I-(2-] -4-(E)-(2-% 2 % & )% 3t )
S2-F O -3H-mk B [4.5-D W E -5-38 B8 (200mg) R (4-
X BB (126m)7 K 18 3-(2-% -4-(E)-(2-% Z #
)W R )-2-8 3 -5-((4-H % VB B I W B % )-30-0 m
Bt (4.5-b] slbm@ (221mg) 2 A BB &,

'H-NMR(CDCI,) : 2.36(3H, 8), 2.64(3H, s), 5.58(2H, s), 6.92(1H, d, J=8l1z), 7.03(1H,
d, J=16Hz), 7.15(1H, d, J=19Hz), 7.25-7.38(6H, m), 7.50(2H, d, J=8Hz), 7.63(1H, s),
8.00-8.09(4H, m)

Mass(ES]) : m/z SS5(M-H)
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o123

A1z B, B3-(2-H-4-(E)-(2-F 2 B ¥ %)
-2-F B -3H-MK 0 B [4,5-b] BboE -5-¥ B (200mg) B (4-
W FE OB BR (1350g) 0 B 3 3-(2-] -4-(£)-(2-% &
A IR RO -2-F B -5-((4-Z 1% KX )R B B B R )-30-
MR B [4,5-b] #oE (229mg)2 B BB E R .
'H-NMR(CDC,) : 2.65(3H, s), 5.37(1H, d, J=9Hz)}, 5.57(2H, s), 5.79(1H, d, J=16Hz),
6.68(1H, dd, J=9,17Hz), 6.84(1H, d, J=8Hz), 7.02-7.53(8H, m), 7.63(1H, s}, 8.05-
8.08(4H, m) ’
Mass(ES]) : m/z 567(M-H)
Flo124

M1z Bk, H3I-(2-8 -4-(E)-(2-F 2 % )5 &)
S2-B O -3H-WK M B {4.5-b] Mg -5-3 B (200meg) R (E)
“(2-R 24 ) B (135we) 0l 8418 3-(2-8/ -4-(F)-(2-
XIBBEIFTE)-2-1 B -5-(E)-((2-¥ 2B )EBEKH
B B ) -3H-DK M B [4,5-b] Wb wE (227nmg)2 A B & 5 .

'H-NMR(CDCL,) : 2.66(3H, s}, 5.58(2H, s), 6.77(1H, d, J=8Hz), 6.98-7.17(3H, m),
7.29-7.53(11H, m), 7.63(1H, s), 7.77(1H, d, J=16Hz), 8.10(1H, d, J=8Hz), 8.15(1H,
d, J=8Hz}

Mass(ESI) : m/z 567(M-H)

#1125

he1e k. H3-(2-F|-4-(E)-(2-¥ 2B B IF &)
-2-H OB -3H-DK M B [4,5-b) ModE -5-B B (200mg) R 5-
WENG -2-8 B (145mg)0] 8 1§ 3-(2-8 -4-(FE)-(2-%
St R ) B ) -5-((5-F R0 -2-%% ) BEKG BOBE K )-2-
BOR -3H-MK M BX [4.5-b) MEoF (227mg) 2 B9 &8 & & .
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'H-NMR(CDC,) : 2.66(3H, s}, 5.57(2H, s), 6.82(1H, d, J=8Hz}, 6.99(1H, d, J=3Hz),
7.02(1H, d, J=16H32), 7.13(1H, d, J=16Hz), 7.29-7.39{4H, m), 7.50(1H, d, J=7Hz),
7.63(1H, s), 7.75(1H, d, J=3Hz}, 8.09(1H, d, J=8H2z), 8.13(1H, d, J=8H2)
Mass(ESI) : m/z 581(M-H)

Bl 126

Hh#WIZH ik, BI-(2-H -4-(E)-(2-% Z 1 £ )% %)
“2-FE -3H-WE W B [4.5-b) MEOE -5-% B (200mg) B 5-
BRI -2-8 B (178me) 0 B 18 5-((5-R XM -2-% )W
B B W OBE B )3-(R)-(2-8 -4-(2-%( 2 B )% &% )-2-8

B o-3H-0K M BF [4.5-h] W oBE (2206me) 2 B9 & & & .

'H-NMR(CDCl,) : 2.68(3H, s), 5.57(2H, s), 6.82(1H, d, J=8Hz), 7.00-7.16(3H, m),
7.28-7.38(4H, m), 7.51(2H, d, J=8Hz), 7.63(1H, s), 7.70(1H, d, J=3Hz), 8.08(1H, d,
J=8Hz), 8.13(1H, d, J=8Hz)

Mass(ESI) : m/z 627(M-H)

#1217

iz &k, BI-(2-8-4-(E)-(2-¥ 2B £ )% 1)
—2-F B -3H-DK BB [4,5-b] M oE -5- B (200me) R 1-
BB (111we) A 8§ 3-(2-F -4-(B)-(2-% 2 1 & )
TR ) -2-B R -5 (178 B BE RGO OBE L ) -3R-wk M BF [4,5-Db)
o (202me) 2z B BB R .

'H-NMR(CDC,) : 8.03(3H, t, J=7Hz), 1.22-1.43(4H, m), 1.80-1.92(2H, m), 2.67(3H,
s), 3.53(2H, t, J=8Hz), 5.58(2H, s), 6.77(1H, d, J=8Hz), 6.99(1H, d, J=16Hz),
7.13(1H, d, J=17Hz)}, 7.29-7.36(4H, m), 7.49(2H, d, J=8Hz), 7.63(1H, s), 8.13(1H, d,
J=8Hz), 8.20(1H, d, J=8Hz)

Mass(ES]) : m/z 537(M+H)*

o128
1z HE, BH3-(2-K -4-(2-¥Z ®H O )¥ %K )-2-®8
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Fo-3H-mk v B [4.5-b] BEoE -5-3 B (200mg) R (4-9 %)
B (127Tag) 0] W5 3-(2-W-4-(2-F 2 # ) #H)-2-
B -5-((4-9 X )R B B B & )-30-K M B {4,5-b)

Mt o (193mg)2 B B & & .

'H-NMR(CDCy) : 2.42(3H, s), 2.02(3H, ), 2.86(4H, s), 5.56(2H, ), 6.62(1H, d,

J=8Hz), 7.00(1H, d, J=8Hz), 7.13-7.33(8H, m), 8.02-8.09(4H, m)
Mass(ES]) : m/z 557(M-H)" :
/129

1z H &, H3-(2-R-4-(2-FZ HH)F¥ K )-2-1
Fo-3H-mk W B T4,5-b) Wb AE -5-3R B (200me) R (4-Z 4%
FOBEBE (220mg) W W B 3-(2-F -4-(2-F 2 & )% %)
-2-H RS- ((4-Z2 X B BER R EE)-H-k M B

[4.5-b) W wg (17T4mg) 2 9 & & & .
'H-NMR(CDCLy) : 2.61(3H, s), 2.91(4H, s), 5.43(1H, d, J=10Hz), 5.88(1H, d,
J=16Hz), 6.64(1H, d, J=8Hz)}, 6.74}(1}{, dd, J=9,16Hz), 7.00(1H, d, J=8Hz)}, 7.16-
7.33(6H, m), 7.64(2H, d, J=8Hz}, 8.04-8.14(4H, m) Mass(ES]) : m/z
S69(M-HY
131

Iz A, BH3-(2-F -4-(2-%¥Z2 B )¥ H)-2-®
FO-3H-mk M B [4,5-b] Mg -5-F B (200mg) R (E)-(2-
XL )BE BN (226mg)d] W B 3-(2-F -4-(2-% 2 ® )%
B)-2-8 B -5-(B)-(( 2-%X 2 %% )% B b 9 B & )-3H-1¥

BB [4,.5-b1 HEwE (242mg) 2 B8 BB 8§ & &

'H-NMR(CDCly) : 2.61(3H, s), 2.91(4H, 5), 5.57(2H, s), 6.62(1H, d, J=8Hz), 7.00(1H,
d, J=8Hz), 7.14-7.32(7H, 'm), 7.42-7.45(3H, m), 7.53(2H, d, J=8Hz), 7.83(1H, d,

J=15Hz}, 8.08(1H, d, J=8Hz}, 8.17(1H, d, J= 8Hz)
Mass(ES]) : m/z 569(M-H)
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1z B E, HI-(2-H -4-(2-%F Z B )F ¥ )-2-
BOE -3H-BE PR B [4.5-b] 6w -5-3 B (200meg) & 5-4 I¥
W -2-8 BE RG (243ng)ml B 15 3-(2-| -4-(2-FX 2 ¥ )F &)
-H-((5-| PR My -2-% YRR BERE OROBR K )-2-W E -3H-mE o B
[4.5-b1 Wb o (199mg) 2 1 8 &5 & .

'H-NMR(CDCLy) : 2.63(3H, s), 2.92(3H, s), 5.56(2H, §), 6.64(1H, d, J=8Hz), 6.96(1H,
d, J=3Hz), 7.01(1H, d, J=8Hz), 7.16-7.32(6H, m), 7.78(1H, d, J=3Hz), 8,08(1H, d,
J=8Hz), 8.14(1H, d, J=8Hz)

Mass(ESI) : m/z 583(M-H)
#1132

BRIz A E, BI-(2-8-4-(2-FX 2 % )F % )-2-84
- OFH-BE OB [4.,5-b) W ouE -5-¥ B§ (200mg) R 5-i% 1 B
~2-BEBE W (298mg) Wl WG 6-((5-R W -2-% )8 B K&
B R )-3-(2-®] -4-(2-X 2 B )T & )-2-8 K -3H-1k 0 Bf
[4,56-h] Wl uE (263mg) 2 8 B & & .

'H-NMR(CDCL,) : 2.62(3H, s), 2.90(4H, s), 5.56(2H, s), 6.65(1H, d, J=8Hz), 7.01(1H,
d, J=8Hz), 7.08(1H, d, J=3Hz), 7.12-7.30(6H, m), 7.74(1H, d, J=4Hz), 8.07(1H, d,
J=8Hz), 8.13(1H, d, J=8Hz)

Mass(ES]) : m/z 629(M-H)
# 133

BRIz h&E, BI-(2-®-4-(2-%x 2 B )X ¥ )-2-9
B-3H-pk e Bf [4.5-b) Wb WE -5-38 B8 (200m) R 17K B B
fe (186meg) Pl 8 18 3-(2- -4-(2-X 2 K )¥ H)-2-m &
-S-(1-0K W EE B W OBE R ) -3H-mk pg B T4,5-b] O of (166me)
Z B &8 &,
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'H-NMR(CDCl,) : 0.88(3H, t, J=7Hz), 1.28-1.47(4H, m), 1.83-1.94(2H, m), 2.62(3H,
s), 2.90(4H, s), 3.56(2H, t, J=8Hz), 5.56(2H, s), 6.63(1H, d, J=8Hz), 6.97(1H, d,
J=8Hz), 7.13-7.80(6H, m), 8.13(1H, d, J=8Hz), 8.20(1H, d, J=8Hz)

Mass(ESI) : m/z 537(M-H}

134

mHIZHE, B3-(4-F HE-2-FE %K) -2-H B -30-
Wk W B [4.5-b1 W ouE -5-¥ B8 (230mg) R (4-H0 % )% 8% I&
(t45me) T BB 3-4-F EH-2-AF &% )-2-8 3% -5-((4-
B )W BB K B OBE AL ) -3H-mk o B [4.5-b] B g (259nmg)

< H®BE &,

"H-NMR(CDCL,) : 2.41(3H, s); 2.64(3H, s), 5.06(2H, s), 5.52(2H, s), 6.78-6.88(2H,
m}, 7.12(1H, s), 7.29-7.43(7H, m), 8.03-8.07(4H, m)

Mass(ES]) : m/z 559(M-H)"

@135

A 1ZH &, BI-(4-F E B -2-KFH)-2-9 4 -38-
WEWE B [4.5-b] UhoE -5-3 B (2000g) R (4-2 4% X )M B
B (135me) A W/ I-(4-FTEHE-2-FF R )-2-8 % -5-(
(4-2 1% % s %8 0% W OBE 5 ) -3 H-0Kk mE B (4,5-b1 ol g
(2142 B B H & .

"H-NMR(CDCL,) : 2.63(3H, s, 5.07(2H, s), 5.42(1H, d, J=9Hz), 5.51(2H, s), 5.86(1H,

d, J=17Hz), 6.67-6.90(3H, m), 7.12(IH, d, J=2Hz), 7.32-7.4 3(5H, m), 7.52(2H, d,
J=8Hz), 8.02-8.13(4H, m)

Mass(ES]) : m/z 571(M-H)
#1386

i1z h®m, BI-(4-FRE-2-BFH)-2-9 ¥ -34-
WEome B [4,5-b1 U o -5-38 B (200meg) R (E)-(2-% 2 1)
BB (135mg) B 3-U-FEE-2-EFK)-2-F &
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S5 (E)-((2-3F Z 4% D% BE MG & BR BE ) -30-1K D% B [4,5-D]
MbE (212rg)2 B 8 & &

'H-NMR(CDCY,) : 2.13(3H, s), 5.06(2H, s), 5.53(2H, s), 6.73(1H, d, J=8Hz), 6.84(1H, | :
dd, J=2,8Hz), 7.10-7.18(2H, m)}, 7.32-7.43(8H, m), 7.50-7.53(2H, m), 7.82(1H, d,
J=15Hz), 8.07(1H, d, J=8Hz), 8.15(1H, d, J=8Hz)

Mass(ES]) : m/z 571(M-H)

M 137

Bo1z ok, HI-(A-FEE-2-R ¥ K)-2-9 & -30-
W BE[4.5-b) Mo -5-38 B (200mg) R G- UK B -2 -
BE K (145me) T B /8 3-(4-F @4 -2-R % %£)-5-((5-8&
PE T -2 )R B MG T BS I )-2-F B -3R-DK B B [4,5-D]
Mo (178nE) 2 B K R .

'H-NMR(CDCL,} : 2.67(3H, s), 5.06(2H, s), 5.51(2H, s}, 6.78(1H, d, J=8Hz), 6.85(1H,
dd, J=2,8Hz), 6.92(1H, d, J=3Hz)}, 7.12(1H, d, J=2Hz}, 7.32-7.42(5H, m}, 7.78(1H,
d, J=7THz), 8.06(1H, d, J=8Hz), 8.10(1H, d, J=8Hz)

Mass(ESI) : m/z 585(M-H)

M 138

h@l1zHm &, BI-4-FTRE-2-B F & )-2-0 % -3H-
Dk 0 B [4.5-b] Mo -5-¥ & (200mg) R H-L W 1 -2-8%
BEfg (178meg) 7l W 4 3-(4-F R & -2-BE ¥ £ )-5-((5-18
MR -2-F )R BE R P OB R )-2-F K -3H-DK OB (4,5-b]
Mhome (227mg)2 B B8 & &

'H-NMR(CDC,) : 2.63(3H, s), 5.05(2H, s), 5.52(2H, s), 6.80(1H, d, J=5Hz}, 6.84(1H,
dd, J=2,8Hz), 7.07(1H, d, J=7Hz), 7.10(1H, d, J=3Hz2), 7.32-7.42(5H, m), 7.72(1H,
d, J=3Hz), 8.07(1H, d, J=8Hz), 8.12(1H, d, J=8Hz)

Mass(ESI) : m/z 630(M-H)
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7l 139
12 H &, BI-(4-FEE-2-BEF & )-2-81 % -31-

W B [4.5-b1 W -5- BE (200mg) R 1% BB (1llmg) ;a:
AR EI-(4-FREE-2-RFR)-2-FE -5-(1-8 4 B g “;‘
TR R ) - H-DE B BE [4.5-b) W@ (184ng)2 BB & & . b
lH-NMR’.(CDCI:,) : 0.87(3H, t, J=8Hz), 1.30-1.48(4H, m), 1.83-1.93(2H, m),2.64(3H, g{:

s), 3.53(2H, t, J=8Hz), 5.04(2H, s), 5.51(2H, ), 6.74(1H, d, J=8Hz), 6.82(1H, dd, |
J=2,8Hz), 7.10(1H, d, J=8Hz), 7.30-7.40(5H, m), 8.10(1H, d, J=8Hz), 8.17(1H, d,
J=8Hz)

Mass(ESI) : m/z 539(M-H)"
o140

hHeizFik, BI-(2-B-1-((RSREIRKR)F & )-2-
HOR -3H-IK 0% BF T4,5-b 0tk oF -5-¥0 B8 (200mg) R (4-W %)
BMEK (24ng)af W B I-(2-E-4-((BoOHHE IE )T &)
CA-B OB -5 ((4-W X B B W W OB K ) -3H-F B [4,5-0)
W (21img)z 8 &8 & &

'H-NMR(CDCLy) : 0.97-1.36(5H, m), 1.67-1.87(6H, m), 2.41(3H, s), 2.63(3H, ),

3.74(2H, d, J=7THz)}, 5.51(2H, s), 6.77(2H, s),701(1H s), 7.32(2H, d, J=8Hz), ~
8.02-8.07(4H, m)

Mass{ESI) : m/z 565(M-H)
o141

Iz Fk, BI-(2-B] - 4-((B2H E)VE)F £ )-2-
BOR -3H-0k M BF [4,5-b]0tb o -5-30 8 (200meg) R (4-2 18
F)B B (133ng) 0l M B/ 3-(2-8 -4-((BE2 R E£)IE )Y
B )-2-W B -5-((4-2 % 5 )0 B R P OB &) -3~k v B
[4,65-h1 W & (203mg)2 & & & & . |
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'H-NMR(CDCl,) : 0.98-1.38(5H, m), 1.68-1.88(6H, m), 2.64(3H, s), 3.75(2H, d,
J=7Hz), 5.43(1H, d, J=11Hz), 5.50(2H, s), 5.87(1H, d, J=16Hz), 6.69-6.78(3H, m),
7.00(1H, s), 7.53(2H, d, J=8Hz), 8.00-8.12(4H, m)
Mass(ESI) : m/z 577(M-H) '
o142

MBIz Ak, B3-(2-| -4-((BC ®H BRI ¥ & )-2-
oA -3h-mk M B [4,5-bJRL 2 -5-8 B (200mg) B (E)-(2-
FLOHIB B (133mg) 0] WM/ 3-(2-KW-4-((B2 § &)
KO H)-2-8 F -5-(B)-(( 2-¥Z2 % B EHKR®EIL)
~3H-DK MOBE [4.5-b) Mo (193weg)2 B B E & .

'H-NMR(CDCL,) : 0.96-1.36(5H, m), 1.68-1.84(6H, m), 2.64(3H, s), 3.72(2H, d,
J=7Hz), 5.51(2H, s), 6.69-6.74(2H, m), 7.00(1H, d, J=2Hz), 7.14(1H, d, J=15Hz),
7.36-7.46(3H, m), 7.52-7.56(2H, m), 7.81(1H, d, J=16Hz), 8.08(1H, d, J=8Hz),
8.13(1H, d, J=8Hz)

Mass(ESI) : m/z 577(M-H)"
#l 143

el hEk, H3-(2-R-4-((BE R R )G ¥ K )-2-
HOR -3H-UK we B (4.5-bI0E o -5-38 B (200mg) R 5-% /%
B -2-B B (143ng) A W 3-(2-8 -4-((B W £)K)
THEI-F-((S-|HE M -2-8% DB B W E B K)-2-8 % -30-
WK BEBE [4.5-b] B HE (155me)2 B & & & .

'H-NMR(CDCL,) : 0.97-1.36(SH, m), 1.37-1.87(6H, m), 2.65(3H, s), 3.73(2H, d,
J=7Hz}, 5.50(2H, s), 6.73-6.82(2H, m), 6.94(1H, d, J=2Hz), 7.00(1H, s), 7.76{1H, d,
J=3Hz), 8.06(1H, d, J=8Hz), 8.10(1H, d, J=8Hz)

Mass(ESI) : m/z 591(M-H)

144
B 1lzHik, A3-(2-F-4-((BO R HIFE ¥ H)-2-
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BOR -3H-BK 0 Bf [4.5-b 10l g -5-% 8 (200meg) R 5-72 1%
B -2-B B (175mg)0] B 15 5-(( @ W -2-% ) B ERKRE
B ) -3-(2-®R 4-((FE B EIF )T H)-2-H % -38-1k
B T4.5-h] Mo (178me) 2 B &8 & & .
'H-NMR(CDCl,) : 0.97-1.36(5H, m), 1.68-1.87(6H, m), 2.64(3H, s), 3.73(2H, d,
J=7Hz), 5.50(2H, s), 6.72-6.80(2H, m), 7.00(1H, s), 7.08(1H, d, J=3Hz), 7.72(1H, d,
J=3Hz), 8.05(1H, d, J=8Hz), 8.11(1H, d, J=8Hz)
Mass(ESI) : m/z 537(M-H)
# 145

HHI1Z2F &, BHI-(2-B-4-((RCR®E)E )T & )-2-
BOBE -SH-mk o8 Bf (4,5-b)0b g -5-¥ & (200mg) A 1-1% %
g (110 mg )Af R B I-(2-W-4- (BB E)E T H)
-2-F B -5- (17K B BERR R OBR KX ) -3H-F M B [4,5-b1
 (178mg) 2 89 B8 % & .
'H-NMR(CDCLy) : 0.88(3H, t, J=8Hz), 0.96-1.48(9H, m), 1.68-1.92(8H, m), 2.64(3H,
s), 3.53(2H, t, J=8Hz), 3.72(2H, d, J=7Hz), 5.46(2H, s), 6.70-6.76(2H, m), 6.78 (1H,
s), 8.09(1H, d, J=8Hz), 8.16(1H, d, J=8Hz)
Mass(ES]) : m/z 545(M-H)’
B o146

H#1z Ak, H3I-(2-8§ - 4- (B E ¥ H)-2-8 %
~3H-mk M Bf [4.5-h] W g -5-F8 B (160meg)o] % 8 3-(2-
F-4-(BH )T E)-2-8 B -5-[(4-BH ¥ ) E B H B
FoI-3H-mK v B [4.5-b] Mo (181meg) 2 & & R .

'H-NMR(CDC,) : 2.41(3H, s}, 2.50(3H, s), 2.63(3H, s), 5.52(2H, s}, 6.73(1H, d
J=8Hz}, 7.09(1H, d, J=8Hz), 7 -30-7.37(3H, m), 8.00-8.07(4H, m).

Mass(ESI) : m/z 499(M-1)

mp 180-181C

»
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@147

HRI1ZHFE, H3I-(2-R-4-(FWE)IF R )-2-8 %
3Rk mEBE [4,5-b] g -5-¥ B (160nmeg)m] W5 3-(2-
F-4-(HRE)THR)-2-8E-5-|4-Z2 B F I BERR
B X T-3H-mkme B [4,5-b] Mg (17T4ng) 2 MEBE &

'H-NMR(CDCL,) : 2.50(3H, s), 2.64(3H, s), 5.44(1H, d, J=11Hz), 5.53(2H, s),
S.88(1H, d, J=18Hz), 6.57(1H, d, J=8Hz), 6.71(2H, dd, J=18,11Hz), 7.08(1H, dd,
J=8,2Hz), 7.32(1H, d, J=2Hz), 7.54(2H, d, J=8Hz}, 8.00-8.14(4H, m).

Mass(ESI) : m/z 513(M+1)
mp 197-198C
o 148

A1z H &, A3-(2-W-4- (R R EI)TH)-2-F %
~3H-IK M B [4.5-b] O o -5-3 B (160ng)8f W 15 3-(2-
Fo-4-(H W E )W HE)-2-8 F -5-(E)-[(2-F 2 % # )&%
BE B PROBE OB }-3H-UK PR B {4.5-b) WL R (174me)2 | B &

(=]
HH o

*H-NMR(CDCL) : 2.48(3H, s), 2.63(3H, ), 5.53(2H, 5), 6.67(1H, d, J=8Hz), 7.06(1H,
dd, J=8,1Hz), 7.14(1H, d, J=15Hz), 7.23-7.33(1H, overlapped with H,0), 7.36-
7.47(3H, m), 7.50-7.59(2H, m), 7.81(1H, d, J=15Hz), 8.09(1H, d, J=8Hz), 8.17(1H,
d, J=8Hz), 10.01(1H, br s).

Mass(ES]) : m/z 513(M+1),

mp 175-176C

o149

BRIz Bk, BI-(2-8 -4-(H & )T H)-2-8 %
~3H-mk m B [4.5-b) BHLooE -5-3 B8 (160meg)E] B F 3-(2-
Bo-A4-(W W R )WIHE)-5-[(5-|ME W -2-8 )8 8B K B B
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Beol-2-B B -OH-0F o B [4,5-b) o o (186mg)2 & 6 &

=]
"R o

'H-NMR(CDCL,) : 2.40(3H, 5), 2.65(3H, s, 5.53(2H, 5), 6.73(1H, d, J=8Hz), 6.95(1H,
d, J=5Hz}, 7.08(1H, dd, J=8,2Hz), 7.31(1H, d, J=2Hz), 7.77(1H, d, J=5Hz), 7.70(1H,
d, J=8Hz), 8.12(1H, d, J=8Hz).

Mass(ESI) : m/z 528(M+1)

mp 170-171C

#l 150
i1z h &k, HI-(2-8 -4-(H @B I)¥ % )-2-91 %
SAB-DR WEBE f4,5-b] W oF -5-38 BE (160ng) W B 1§ 3-(2-
B-Aa-(HEBEIFTHE)-5-[(5-R MM -2-% ) % K H B
Fol-2-H K -3H-mk 0 Bf [4.5-b) ML (211ng) > | & &

E1
HE o

'H-NMR(CDCL,) : 2.49(3H, s), 2.65(3H, s), 5.52(2H, s), 6.73(1H, d, J=8Hz), 7.02-
7.13(2H, m), 7.31(1H, br s), 7.72(1H, d, J=5Hz), 8.08(1H, d, J=8Hz), 8.12(1H, d,
J=8Hz).

Mass(ESI) : m/z 572(M+1)

mp 169-170°C

o151

@iz hk, B3-(2-B-4-(HHEIF &£ )-2-97 %
-AH-WK M B [4,5-b) W ouE -5-¥ B (160mg)H B9 4§ 3-(2-
A-A-(BMBFEITE)-2-FE-5-(1-F B BEEIBR)-

SH-BK M B {4,5-b] off o (169mg) 2 & & & & .
'H-NMR(CDCl,) : 0.90(3H, t, J=8Hz}, 1.26-1.49(4H, m), 1.81-1.95(2H, m), 2.47(3H,
s), 2.64(3H, s), 3.50-3.60(2H, m), 5.52(2H, s), 6.70(1H, d, J=8Hz), 7.05(1H, dd,
J=8,1Hz), 7.30(1H, d, J=1Hz), 8.12(1H, d, J=8Hz), 8. 19(1H, d, J=8Hz), 9.81(1H, br
s). : '
Mass(ES]) : m/z 481(M+1)
mp 184-185C
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# 152

HAIZ2hE, BI-(2-B-4-(ZFE B R )T H)-2-1
e -3R-MK DR B [4.5-b] MEug -5-F B (150meg) R (4-8 ¥ )
B (103mg) AT W H I-(2-K -4-(Z E R E )R &) -
2-F R -6-((4-9 X )W B W OB K ) -3H-mk ik B [4,5-b]
g (173mg) 2 B B & & .

lH-NMR(CDCla) - 1.40(3H, t, J=7Hz), 2.42(3H, s), 2.59(3H, s), 4.39(2H, q, J=7Hz),
5.63(2H, s), 6.70(1H, d, J=8Hz), 7.27-7.33(2H, m), 7.83(1H, d, J=8Hz), 8.00-
8.07(SH, m)

Mass(ES]) : m/z 525(M-H)"

#l 153

Atz hk, HI-(2-R-4-(ZER K )T H)-2-|
H-3R-BR M BF [4.5-D) WL oE -5-¥8 B (200mg) R (4-2 1
F)-BBER (47Te) W B H3-(2-W-4-(ZEF HEIFE)
S2-H R -5-((4-L KX BB R R OB R ) -3k o B
f4.65-h] 0t o (212me) 2 9 8 & & .

'H-NMR(CDCL) : 1.40(3H, t, J=7Hz), 2.59(3H, s, 4.40(2H, q J=7Hz), 5.43(1H, d,
J=0Hz), 5.64(2H, s), 5.88(1H, d, J=16Hz), 6.68-6.77(2H, m), 7.52(1H, d, J=8Hz),
7.83(1H, dd, J=2,8Hz), 8.05-8.16(5H, m)

Mass(ES]) : m/z 537(M-H)"
# 154

Hid 1z, B3-(2-8 -4-(ZE R HE )T K )-2-1
Ho-3H-DR BB T4,5-b) mbag -5-¥ B (200mg) B (B)-(2-
FZH)-BEBE (4Tee) T W EI-(2-F-4- (28 ¥ K)
WE)-2-B B -5-(E)-((2-X 2 VB B W 9 EX)-38-
Moo B [4,5-b] Blbog (237Tme)Z B B & & .
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A7
B7

A BERHE (291)

'H-NMR(CDCL,) : 11.38(3H, t, J=7Hz), 2.60(3H, s), 4.37(2H, q, J=7Hz), 5.65(2H, ),
6.65(1H, d, J=8Hz), 7.14(1H, d, J=15Hz)}, 7.36-7.53(5H, m), 7.77- 7.85(2H, m),
8.12-8.20(3H, m)

Mass(ES]) : m/z S37(M-H)
#l 155

Iz Ak, BI-(2-R-4-(2E B LT % )-2-®
e -OH-DFK BB [4,5-b] W uE -5-3 B (200mg) B 5-8 % Ip
“2-B B (159ag) A WP 3-(2-W-4-(CE B E)F %)
“H-((h-|UE W -2-F )R BE R W OBEOH )-2-B B -3H-BK B
B I4.5-b1 M@ (210ng) 2 A & & & .

'H-NMR(CDCLy) : 1.39(3H, t, J=7Hz), 2.60(3H, s), 4.38(2H, q, J=7Hz), 5.62(2H, s),
6.70(1H, d, J=8Hz), 6.93(1H, d, J=3Hz), 7.26(1H, s), 7.73(1H, d, J= 4Hz) 7.83(1H,
dd, J=2,8Hz), 8.11-8.17(3H, m)

Mass(ES]) : m/z 551(M-HY
#1586

12 hFk, BI-(2-B-4-(ZEH X )F K )-2-8
-3k o BF [4,5-b] ML oE -5-3 B (200mg) R 5-12 0E I
2B R (194mg) W B B 5-((5- W -2-% ) BERW
B E)-3-(2-F-4-(Z 8B B )W & )-2-8 % -30-pk 1 B
[4.5-b] o (229mg) 2 A B & & .

‘H-NMR(CDCL) : 1.19(3H, t, J=7Hz), 2.62(3H, s), 4.38(2H, q, J=8Hz), 5.63(2H, s),
6.71(1H, d, J=8Hz), 7.07(1H, d, J=4Hz), 7.71(1H, d, J= 3Hz),783(1H dd, J=2,8Hz),
8.09-8.15(3H, m)

Mass(ES]) : m/z 597(M-H)
# 157

HEl 12 HE, MI-(2-8 -1-(ZE R X )F R )-2-m
F-3H-WK W BE[4.5-b) WLoE -5-39 B (200mg) R 1-/% B4 B
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426666

A7
B7

A~ BEABLIA (»7>)

W (121me)dl 815 3-(2-8 -4-(Z | B & )F &£ )-2-81 %
5-(1-7% W& B M B B 2 )-OH-oK B B [4.5-b) R oE (197me)
2B,

'H-NMR(CDCl,) : 0.88(3H, t, J=7Hz), 1.27-1.47(7H, m), 1.82-1.92(2H, m), 2.60(3H,
s), 3.33(2H, t, J=8Hz), 4.38(2H, q, J=7Hz), 5.62(2H, s}, 6.67(1H, d, J=8Hz), 7.83(1H
dd, J=2,8Hz), 8.14-8.24(3H, m)

Mass({ES]) : m/z S05(M-H)

158

A1z HiE, BI-(2-F-4-((FEE)H E)FH)-2-
BORE -3B-0k v B [4.5-h )M @ -5-38 8 (200mg) R (4-H X )
BEKE (12Te) 0 R\ 3-(2-8| -4-((F E & )H £ )T K )
-2-F B S-F(4-H X VB BER R OBE R 1-3H-IX M B [4,5-b)
mhoeE (182mg) 2 B E B HE & .

"H-NMR(300MHz, DMSO-d,) 6 : 2.38(s, 3H), 2.48(s, 3H), 5.12(s, 2H), 5.83(s, 3H),
6.76(d, J=8Hz, 1H), 6.90-7.04(m; 3H), 7.24-7.38(m, 3H), 7.42(d, J=8Hz, 2H),
7.66(s, 1H), 7.83-7.95(m, 3H), 8.14(d, J=8Hz, 1H)

MS(ES]) : m/e 559(M-H)

# 159

Atz R E, B3I-(2-8-4-((F € & )P X )F¥ & )-2-
B -3H-mK e Bf [4.5-b]0f o -5-3R 8 (200mg) B (4-2 1%
XI)BREBERE (130e) 8 B E 3-(2-F -4-((X 8 % )H B OF
B )-2-W K -5-1(4-2 4% F 106 B W 9 B 5 | -30-0k o B
[4.5-b] WL (136me) 2 R & B & &,

"H-NMR(300MHz, DMSO-d,) § : 2.46(s, 3H), 5.11(s, 2H), 5.46(d, J=11Hz, 1H),
5.83(s, 2H), 6.01(d, J=18Hz, 1H), 6.74(d, J=8Hz, 1H), 6.81{dd, J=11,18Hz, 1H),
6.90-7.03(m, 3H), 7.24-7.36{m, 3H), 7.64-7.75(m, 3H), 7.90(d , J=8Hz, 1H), 7.98(d,
J=8Hz, 2H), 8.13(d, J=8Hz, 1H)

MS(ES]) : m/e 571(M-H)
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o160
hH 12 F¥E, B3I-(2-®-4-((FXE & )0 H£)¥F K )-2-

)

BOE -SH-mK M B [4.5-bIn o -5-¥8 B (200mg) R (E)-(2- ;E?i
£ Z W) B (1350g) 7 8 18 3- (2-8 -4- ((CE & %) i
FO)WH)-2-B#H -5-((E)-(2-%X 2 %X )R BKTBE L) j
-OH-WK P BE [4.5-b) W (152mg) 2 B B B & S . g’j
'H-NMR(300MHz, DMSO-dg) & : 2.46(s, 3H), 5.60(s, 2H), 5.84(s, 2H), 6.68(d, .
J=8Hz, 1H), 6.90-7.02(m, 3H), 7.24-7.36(m, 3H), 7.40-7.59(m, 4H), 7.66(s-like, o
2H), 7.73-7.82(m, 2H), 7.98(d, J=8Hz, 1H), 8.18(d, J=8Hz, 1H) ;g:
MS(ES]) : m/e 571(M-H) <
o161

Bz A, MI-(2-F -4-((XEH )W & )¥ % )-2-
HOEE -SH-WK B B [4,5-h 10 M -5-30 B (200mg) R 5-4R M
B -2 BE B (178ng) T 8 18 3-(2-% -4- ((X K £ )W &)
THR)-5-[(5-FWW W -2-% ) B P B KX J-2-9 3% -31-
Wk g B [4,5-b) MG o (120meg)2 86 & B & & .
'H-NMR(300MHz, DMSO-d,) § : 2.45(s, 3H), 5.61(s, 2H), 5.83(s, 2H), 6.70(d, -

J=8Hz, 1H), 6.90-7.02(m, 3H), 7.24:7.35(m, 4H), 7.65(s, 1H), 7.76(d, J=4Hz, 1H),
7.97(d, J=8Hz, 1H), 8.18(d, J=8Hz, 1H)
MS(ESI) : m/e 585,587

il 162

12 HE, BHI-(2-8 -4-((F &K % )8 & )% £)-2-
B -3H-IK bk Bf [4.5-h10H o -5-30 & (200mg) R 5-1 vF
My -2-B BEWE (178ne) 0] B @ 5-[(5-Fp -2-% BB W
g E)-3-(2-8 -4-((FEHFE )R HE)F H)-2-8 % -3H-
Wk w BF T4.5-b) 0t i (153mg) 2 ¥ ¥ 2 & & o
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AT
B7

A~ BB (27¢)

'H-NMR(300MHz, DMSO-d,) & : 2.45(s, 3H), 5.10(s, 2H), 5.81(s, 2H), 6.69(d,
J=8Hz, 1H), 6.90-7.02(m, 3H), 7.24-7.35(m, 3H), 7.39(d, J=4Hz, 1H), 7.65(s, 1H),
7.70(d, J=4Hz, 1H), 7.97(d, J=8Hz, 1H), 8.17(d, J=8Hz, 1H)

MS(ES]) : m/e 629,630,633

#l 163

A1z Fd, B3-(2-8 -4-((FX 8 %) )8 & )% 3%k )-2-
BOR -OH-mR e B {4.5-bIMuE -5-F B (200mg) R 1-7K W
B (11img) ol W 3-(2-8 -4-( (¥ & £ )8 %) #k)-2-
BOR -5-(1-7% W8 8% B¢ W BE 25 )-3H-mk o B [4.5-b1 o g
(180mg) 2 % & 8 & & o

'H-NMR(300MHz, DMSO-d,) 6 : 0.80(t, J=7.5Hz, 3H), 1.17-1.43(m, 4H), 1.63-
1.77(m, 2H), 2.48(s, 3H), 3.53(t, J=7.5Hz, 2H), 5.51(s, 2H), 5.83(s, 2H), 6.74(d,
J=8Hz, 1H), 6.90-7.04(m, 3H), 7.23-7.48(m, 3H), 7.65(s, 1H), 8.02(d, J=8Hz, 1H),
8.20(d, J=8Hz, 1H)

MS(ES]) : m/e 539(M-1)

w164

a1z HF&, B3-(2-8-4- (- WP E)FE)-2-
BB -3H-bK BB T4,5-bIo of -5-38 B8 (115me) R (4-F %)
BmERK(83eg) T W BI-(2-FR-4- (- HERBEE)FTH)-2-
RO -5-1(4-F X ) B M W O BE S | -3H-IK up B [4,5-b)
MooE (80me) 2 o & 0 & & .

'H-NMR(300MHz, DMSO-dy) § : 2.34(s, 3H), 2.40(s, 6H), 2.46(s, 3H), 3.78(s, 2H),
5-70(s, 2H), 6.60(d, J=8Hz, 1H), 7.23(d, J=8Hz, 1H), 7.30(d, J=8Hz, 2H), 7.60(s,
LH), 7.80(d, J=8Hz, 1H), 7.93(d, J=8Hz, 1H), 8.03(d, J=8Hz, 1H)

MS(ES]) : m/e S12(M+H)

B 165
el 12 75, B 3-(2-% -4-[ (kB -1-3 Y B & 1% 8% )
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A7
B7?

&~ BEERBLEA (295)

“2-ROEE -3 H-mK M B [4,5-b100 uE -5-38 B (184me) B (4-
WX ) B (125mg) ™ B 18 3-(2- -4-[(Wk o -1-% )@
HIWHE)-2-8 3 -5-{(4-8 X )M B W P B L )-3H-kw
Bt F4,5-b1 o ng (180meg) 2 B & & & & .

'H-NMR(300MHz, DMSO-dg) § :2.39(s, 3H), 2.45(s, 3H), 5.22(s, 2H), 5.77(s, 2H)’

6.67(d, J=8Hz, 1H), 6.98(s, 1H), 7.14(d, J=8Hz, 1H), 7.25(s, 1H), 7.40(d, J=8Hz,
2H), 7.48(s, 1H), 7.84-7.93(m, 4Hj, 8.10(d, J=8Hz, 1H)
MS(ESI) : m/e 533(M-H)

# 166

A1z B, B3-(2-| -4-[(WR -1-3% YW & |% &)
~2-FEE -3H-mK M B [4.5-b] BlbwE -5-¥ B (148mg) R (4-
FRIBEER (96me) 7T ®E3-(2-8 -4-[(FRug -1-%)F
RN B )-2-W B -5-[(4-8 X )M B IE P B ) -3H-mk w
B¥ [4.5-b] WMo (57meg)2 B § 8 & &,
'H-NMR(300MHz, DMSO-d,) § : 1.43(br peak, 2H), 1.55(br peak, 4H), 2.34(s, 3H)
2.46(s, 3H), 2.66(br peak, 4H), 3.79(br peak, 2H), 5.69(s, 2H), 6.56(d, J=8Hz, 1H),
7.23(d, J=8Hz, 1H), 7.29(d, J=8Hz, 2H), 7.58(s, 1H) , 7.80(d, J=8Hz, 2H}, 7.90(d,

J=8Hz, 1H]), 8.03(d, J=8Hz, 1H)
MS(ESI) : m/e 552.2(M+H)

7167

hHI1Z K%k, B3-(2-K-4- (¥ HEBEI)¥YE)-2-®
Ho-3H-mm B T4,5-b) RMEog -5-F B (175mg) R (4-8 %)
BB (1070g) TR E I-(2-F -4-(XEmBHEIFH)-2-
B -0-T(4-H K )R BE WG B BE 3% )-3H-0k 0 B [4,5-b]
Moo (119me) 2 B & B 5 5,
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A7
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A SRR ()

'H-NMR(300MHz, DMSO-d,) § : 2.38(s, 3H), 2.41(s, 3H), 4.24(s, 2H}, 5.79(s, 2H),
6.68(d, J=8Hz, 1H), 7.12-7.35(m, 6H), 7.43(d, J=8Hz, 1H), 7.54(s, 1H), 7.85-
7.98(m, 3H), 8.13(d, J=8Hz, 1H)
Mass (ESI) m/e 575.0 (M-H)
#l 168

Wl hE, B3-(4-B-((F S & )HF)-2-KEF &)
~2-F OF -3R-MK M B [4.5-b) Wb -5-3R B (200mg) B (4-
BXR)BERK (123eg) 7] B 15 3-(4-8 -((F"HEHE )R E)-2-
WFRE)-2-F R -5-[ (4-H X )R B P OB OE 1-3H-bk 8 B
[4,5-D] M w¢ (195me) 2 # H &8 & & .

'H-NMR (300MHz, DMSO-dy) & : 2.38(s, 3H), 2.46(s, 3H}, 4.53(s, 4H), 5.82(s, 2H),
6.73(d, J=8Hz, 1H), 7.20-7.38(m, 6H), 7.42(d, J=8Hz, 2H), 7.56(s, 1H), 7.85-
7.94(m, 3H), 8.13(d, J=8Hz, 1H)

Mass (ESI) m/e 573 (M-H)

gt 169

hel12m ek, B3I-(4-(FBkm-2-%)-2-§ % 3 )
-2-HOR -3H-mk W B [4.5-b] B0 -5- M (200mEg) B (4-
HE)BRER (124ug)0f W 7 3-(4- (X Bk -2-%)-2-
ﬁ'ﬁ?ﬁ)‘~2~$§—5—[(4—Eﬂ%)1§§£[§$§3§l-SH-lBKllf-ié
Bt [4,5-b} Mg (1d40me) 2 R BEBOHE &K .

'H-NMR(300MHz, DMSO-dg) § :2.34(s, 3H), 2.50(s, 3H), 5.90(s, 2H), 6.98(d,
J=8Hz, 1H), 7.20-7.30(m, 2H), 7.38(d, J=8Hz, 2H), 7.57-7.69(m, 2H), 7.86-7.94(m,
3H), 8.06(d, J=8Hz, 1H), 8.16(d, J=8Hz, 1H), 8.37(s, 1H)

Mass (ESI) m/e 569 (M-H)

170
12K &, B2-B % -3-14-(1-H % Bf ok g -2-%)
-2-F OB ] -3H-mkne BF [4,5-b] W oE -5-3 B (200mg) R
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A~ BABLA (47

(4-F X VB B (120mg) T 8§ 2-8 K -5-[(4-9 % )&
BERe B OB B 1-3-014-(1-9H X B ok -2-%)-2-8 % & |

-3H-BK M OBF [4.5-b] MLUE (Blmg) 2 R E B & o

'H-NMR(300MHz, DMSO-dg) 6 :2.37(s, 3H), 2.53(s, 3H), 3.89(s, 3H), 5.94(s, 2H),
6.90(d, J=8Hz, 1H), 7.21-7.37(m, 3H), 7.42(d, J=8Hz, 2H), 7.65(d, J=8Hz, 1H),
7.70(d, J=8Hz, 1H), 7.78(d, J=8Hz, 1H), 7.90(d, J=8Hz, 2H), 8.09(s, 1H), 8.17(d,
J=8Hz, 1H)

Mass (ESI) m/e 585 (M+H)

#1171

ez A%, BI-[(1-Z X Bk -2-8 )-8 & ]-2-
RO -3H-Wk w8 {4,5-b )M o -5-¥2 B8 (180mg) R (4-% %)
BB (13%mg)0] 83 3-[(1-2 X B ok w -2-3 )-8 % |
~2-F B -5-((4-8 R DB BB P B K | -30-0k BB [4,5-b]

M wg (167Tmg) 2 ¥ B B & &% .
'H-NMR(300MHz, DMSO-d,) § : 1.20(t, J=7.5Hz, 3H), 2.37(s, 3H), 2.65(s, 3H),
4.533(q, J=7.5Hz, 2H), 6.10(s, 2H), 7.17(t, J=8Hz, 1H), 7.26(t, J=8Hz, 1H), 7.42(d,
J=8Hz, 2H), 7.53(d, J=8Hz, 1H), 7.60(d, J=8Hz, 1H), 7.87(d, J=8Hz, 1H), 7.90(d,
J=8Hz, 1H}, 8.12(d, J=8Hz, 1H)
Mass (ESI) m/e 487.2 (M-H)
o172

Rl hE ., BI-(2-|-4-(mmy -2-B )% K )-2-H
B -3H-0k mk B {4,5-b] M o -5-¥8 B (180mg) R 1-7K B BB
B (106mg) B B 8 3-(2-% -4- (W -2-8 )% & )-2-8 %
-E-(1-7% B OB MG B OEE R )-3H-Wk #k BE[4,5-b) o (174me)

T E &R

'H-NMR(300MHz, DMSO-d,) § : 0.79(t, J=7.5Hz, 3H), 1.10-1.45(m, 4H), 1.56-
1.81(m, 2H), 2.50(s, 3H), 3.43-3.63(m, 2H), 5.83(s, 2H), 6.80(d, J=8Hz, 1H), 7.13}t,
J=SHz, 1H), 7.50(d, J=8Hz, 1H), 7.55-7.70(m, 2H), 7.86(s-like, 1H), 8.03(d, J=8Hz,
1H), 8.21(d, J=8Hz, 1H)

Mass (ESI) m/e 515.2 (M-H)
-379-
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w173

a1z Ak, B 3-(2-| -4-(mmy -2-% )F &£ )-2-H
- 3H-mk e BE [4,5-b] BLonE -5-3 B8 (180meg) R (4-8 % )
BB (120neg) 8 G 3-(2-8] -4-(FF By -2-F )F # )-2-
B -5-((4-91 % )R BE W B B B |-O3H-BK e B (4,56-b]
moeE (199me) 2 B W B E &

'H-NMR(300MHz, DMSO-dq) § : 2.37(s, 3H), 2.50(s, 3H), 5.84(s, 2H), 6.80(d,
J=8Hz, 1H), 7.16(t, J=5Hz, 1H), 7.40(d, J=8Hz, 2H), 7.53(dd, J=8, 2Hz, 1H), 7.58-
7.65(m, 2H), 7.82-7.94(m, 4H), 8.13(d, J=8Hz, 1H)

Mass (ESI) m/e 535.1 (M-H)

#l o174

mAIZ B &R, BI-(2-F-4-(F KB -2-% )% &£)-2-H
B o-3H-mk e B [(4,5-b] WMEoME-5-F 8 (180mg) R 5-E B
-2-B R R (13%meg) W] BB 3-(2-FW -4-(FF W -2-5 )F £ )
-5-[(5-|W Mk -2-%)-BA B MKW B |-2-% & -3H-k M
Bt 14.5-h] Wbog (194mg) 2 88 8 B & & .

'H-NMR(300MHz, DMSO-dy) § : 2.50(s, 3H), 5.83(s, 2H), 6.75(d, J=8Hz, 1H),
7.15{t, J=5Hz, 1H), 7.28(d, J=4Hz, 1H), 7.51(dd, J=8, 2Hz, 1H), 7.56-7.65(m, 2H),
7.74{d, J=4Hz, 1H), 7.88(d, J=2Hz, 1H), 7.98(d, J=8Hz, 1H), 8.17(d, J=8Hz, 1H])
Mass (ESI) m/e 561.0 .

@175

A2 Fk, HI-(2-F| -4-(rmkmy -2-% )% % )-2-H
B -3H-0K B B 14.5-b) W RE -5-3 88 (180mg) R 5-10 IF Iy
-2-B B (170me)a R B5-(S-R B -2-X )EBKERE
E)-I%(Z-ﬁﬂl-(ﬂﬂﬁ-z-?%)%:E)—Z—?%-Bﬂ-ﬂ*ﬂ’ié@#
F4,6-b] M of (228mg) 2 ¥ & & & & .

-3840-
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4126666,

AT
B7

F - BEHEA (279)

'H-NMR(300MHz, DMSO-dy) & : 2.50(s, 3H), 5.83(s, 2H), 6.75(d, J=8Hz, 1H),
7.14(t, J=SHz, 1H), 7.37(d, J=4Hz, 1H), 7.52(dd, J=8, 2Hz, 1H), 7.57-7.64(m, 2H),
7.70(d, J=4Hz, 1H), 7.87(d, J=2Hz, 1H), 7.98(d, J=8Hz, 1H), 8.17(d, J=8Hz, 1H)

Mass (ESI) m/e 606.7 :;
Fl Y76 %
B2 B . - (2% -4- (F B -2-% ) ¥ K ) -2 .
3N W B [4.5-b] M@ -5-38 8% (180me) R ((B)-(2- 5
¥ ZWOB B (1290e) 7 B @§ 3-(2-8 -4- GE W -2-% ) E
RE)-2-W B -5 () -(2-% 2 M BMBEK S B 1-34- ji‘
]

Wk B [4.5-b] Mo (199me) 2 MR & 2 & &

'H-NMR(300MHz, DMSO-d,)  : 2.50(s, 3H), 5.85(s, 2H), 6.71(d, J=8Hz, 1H),
7.15(t, J=5Hz, 1H), 7.36-7.82(m, 10H), 7.88(d, J=2Hz, 1H), 7.98(d, J=8Hz, 1H),
8.18(d, J=8Hz, 1H)

Mass (ESI) m/e 547.1 (M-H)

ot

A1z n k., #3-(2-®-4-(k g -2-% )% K )-2-8
B o-3H-BR W B [4.5-b] Bt og -5-3R B (180mg) R (4-2 1%
FOMER (129ng) 0 ® 3 3-(2-| -4-(W Wy -2-8 )% &)
-2-F F -5-[(4-2 4 F B BE M R OER R | -3H-mk OB
[4.5-b] #f a (19%4meg) 2 88 & B8 & & o

'H-NMR(300MHz, DMSO-d,) § : 2.58(s, 3H), 5.45(d, J=11Hz, 1H), 5.83(s, 2H),
6.01(d, J=19Hz, 1H}, 6.72-6.90(m, 2H), 7.16(t, J=5Hz, 3H), 7.55(dd, J=8, 2Hz, 1H),
7.58-7.65(m, 2H), 7.69(d, J=8Hz, 1H), 7.84-7.92(m, 2H), 7.97(d, J=8Hz, 2H),
8.14(d, J=8Hz, 1H)

Mass (ESI) m/e 547.1 (M-H)

#1178
12z Hk, B 3I-(2-F -4-(5-E W -2-% )% &)
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426666
A7
B7

PRI PR Hom B S RNy

B~ BHBABEA (s80)

-2-BU B -3H-mK e B [4.5-b] WMEoE -5-M B (180mg) R 1-
W B R (98me) W W I§ 3-(2-F -4-(5-HME B -2-% )%
B )-2-8 & -5- (1% B BE MR W OBR EE ) -3H-mk 0% B [4,5-b] #

£
i)
Moo (177me) 2 # & 8 & & . #
'H-NMR(300MHz, DMSO-dg) 8 : 0.79(t, J=7.5Hz, 3H), 1.14-1.41(m, 4H), 1.60- | 1

1.75(m, 2H), 2.51(s, 3H), 3.51(t, J=7.5Hz, 2H), 5.83(s, 2H), 6.78(d, J=8Hz, 1H), |
7.18(d, J=4Hz, 1H), 7.41{dd, J=8, 2Hz, 1H), 7.50(d, J=4Hz, 1H), 7.85(d, J=2Hz, 1H] %

)

&
8.01(d, J=8Hz, 1H), 8.19(d, J=8Hz, 1H) i
Mass (ESI) m/e 549.0 T
179 2
£
BRIz HiE, MI-(2-8 -4-(5-BIE W -2-3% )% &) 2
-2-F B -3H-mk B T4.5-h) WL oE -5-30 ER (180mg) R (4-
BB BER (11 eg) 5 8 3 3-(2-8] -4-(5-FEm -2-%)
R K -5- [ (4-F X VBB B R -30-0k m B
f4.5-b] Wb ug (179%ng) 2 8 & 0 &5 & .
'H-NMR(300MHz, DMSO-d,) § : 2.37(s, 3H), 2.50(s, 3H), 5.83(s, 2H), 6.78(d,
J=8Hz, 1H), 7.20(d, J=4Hz, 1H), 7.40(d, J=8Hz, 2H), 7.48(dd, J=8, 2Hz, 1H}, 7.52(d,
J=4Hz, 1H), 7.83-7.95(m, 4H), 8.15(d, J=8Hz, 1H)
Mass (ESI) m/e 569.2 -
#l 180

A1z &, BI-(2-F ~4-(5-Buxmy -2-% )% #)
-2-F B -3H-DK M Bf {4,5-b7 WML HE-5-X B (180mg) R 5-
R -2-B MK (128ng) Bl R 18 3-(2-| -4-(5-F m¥ Iy
SR )N R )-H-((5-E Wy -2- % )M BKEBERE]-2-9

B -3H-mKk g B [4,5-b) Mo (182mg) 2 8k & 0 & & .
'H-NMR(300MHz, DMSO-dg) 8 : 2.50(s, 3H), 5.82(s, 2H), 6.73(d, J=8Hz, 1H),
7.18(d, J=4Hz, 1H), 7.29(d, J=8Hz, 1H), 7.45(dd, J=8, 2Hz, 1H}, 7.51(d, J=4Hz, 1H)
7.76(d, J=4Hz, 1H), 7.86(d, J=2Hz, 1H), 7.98(d, J=8Hz, 1H), 8.17(d, J=8Hz, 1H]
Mass (ESI) m/e 595.1, 597.0, 599.0
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426666,

Al
B7

o BRI (300)

o181

i 12k, B3-(2-%F -4-(5-FuE W -2-% )% 3% )
-2 B - 3H-BK B B T4,5-b] WMbaE -5-30 B (180mg) R 5-
R -2- BB (156mEg) o] B IS 5-[ (5 R W -2-% )R
B OB ]-3-(2-% 4-(5-HIE W -2-% )F &£ )-2-®
Bo-3H-mkDEBE [4.5-b]) MboE (20TmE)Z B M B & 5
'H-NMR(300MHz, DMSO-dq) § : 2.50(s, 3H), 5.82(s, 2H), 6.74(d, J=8Hz, 1H),

7.19(d, J=4Hz, 1H}, 7.38(d, J=4Hz, 1H), 7.47(dd, J=8, 2Hz, 1H), 7.51(d, J=4Hz, 1H),
7.70(d, J=4Hz, 1H), 7.87(d, J=2Hz, 1H), 7.98(d, J=8Hz, 1H), 8.18(d, J=8Hz, 1H)

Mass (ESI) m/e 639.1, 641.3, 6435
w182

Bl Hk, B3-(2-F-4-(5-Emm -2-% )% %)
-2-F R -3H-K b Bf[4,5-b) MboE -5-# By (180mg) R (E)
S(2-F 2 BB (118meg) 8] BB 3-(2-K -4-(5-8 %
M -2-R)F H)-2-B FE -6-[(E)-(2-FX 2 B &Rk m B
FH)-3H-mR B B (4.5-b] whag (182me) 2 B W BB R .

'"H-NMR(300MHz, DMSO-dg) 8 : 2.50(s, 3H), 5.84(s, 2H), 6.72(d, J=8Hz, 1H),
7.18(d, J=4Hz, 1H), 7.35-7.60(m, 6H), 7.60-7.84(m, 3H), 7.86(d, J=2Hz, 1H),
7.98(d, J=8Hz, 1H), 8.17(d, J=8Hz, 1H)

Mass (ESI) m/e 581.0, 583.2

183

el 1z Fik, H3I-(2-B-4-(5-B iy -2-% )% &%)
-2-F B -3H-mk M Bf (4,5-b) b2 -5-¥R B (180mg) R (4-
ot E VBB (118ng)8] W 1§ 3-(2-€ -4-(5-B Wy -2-
B)FRE)-2-B 8 -5-[(4-2 1 ¥ ) B F 8 % ]-30-m
e B [4.5-b] M of (180meg) 2 ¥ & 8 & &

-383-
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BT FDRE HmI RO E R

A266664

A7
B7

AR BASLER (98> )

'H-NMR(300MHz, DMSO-dg)  : 2.49(s, 3H), 5.46(d, J=11Hz, 1H}, 5.83(s, 2H),
6.01(d, J=18Hz, 1H), 6.70-6.98(m, 2H), 7.20(d, J=4Hz, 1H), 7.46(dd, J=8, 2Hz, 1H)
7.52(d, J=4Hz, 1H), 7.70(d, J=8Hz, 2H), 7.83-7.92(m, 2H), 7.96(d, J=8Hz, 2H),
8.14(d, J=8Hz, 1H)

Mass (ESI) m/e 581.2

¥

# o184

W1z HF%k, HI-(2-8-4-FHFEFHX£)-2,7-= B %
-3E-MK M BE [4,5-D) Wb uE -5-3R B (160mg) W B 1§ 3-(2-%
SA-E A YR )-2,7- R OB -5-(1-K BBk W OB K )-3H-
w8 [4.5-b) Woof (165mg) 2 ME 8 & & . mp227-228C

'H-NMR(CDCL,) : 0.85(3H, t, J=8Hz), 1.21-1.44(4H, m), 1.78-1.90(2H, m), 2.67(3H,
s), 2.75(3H, s}, 3.49-3.56(2H, m}, 5.60(2H, s), 6.76(1H, d, J=8Hz}, 7.33-7.47(3H, m),
7.52-7.57(2H, m), 7.70(1H, d, J=1Hz), 8.01(1H, s}, 9.87(1H, br s)
Mass (ESI) m/z 523 (M-1)

f 185
iz HmE,. BI-(2-8 -4-FRFTE)-2,7-2 8 %
~3H-RE B BE T4,5-b) Wb of -5-FR B (160mg)al 8§ 3-(2-

F-4-FEFTE)-5-[(o-FE WK -2-F )BBEKPERXI]-
2,7-= P B -3H-bk M B [4,5-b] Mo (177Tme) 2 B 2 &
& o mp241-242C

'H-NMR(CDCL,) : 2.67(3H, s), 2.72(3H, s}, 5.59(2H, s), 6.81(1H, d, J=8Hz), 6.90(1H,
d, J=5Hz), 7.35-7.49(4H, m), 7.54-7.58(2H, m), 7.67-7.72(2H, m), 7.96(1H, s)
Mass (ESI) m/z 571 (M+1)

#1886

eIz Ak, BI-(2-|-4-F BT E)- 2,7-7 8/ K
-3H-WK M BF [4.5-b) Ml oF -5-¥ B (160mg)H] 48 5-[(5-
Wl -2-F YBBEEK OB E)-3-(2-K -4-F KT E)-2,

~3B84-

AR A BN TEBEARSE (CNS) A4l ( 210x 2974}}}- )
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A26666,

AT
B7

PRI (5

T- BB -G H-F MEBE [4.5-b) B oE (175me) 2 | & & & .
mp 243-244°C

'H-NMR(CDCI,) : 2.67(3H, s), 2.71(3H, s}, 5.59(2H, s), 6.81(1H, d, J=8Hz), 7.03(1H

d, J=5Hz), 7.35-7.49(4H, m), 7.56(2H, d, J=8Hz), 7.65(1H, d, J=5Hz), 7.71{1H, d,
J=1Hz), 7.95(1H, s)

Mass (ESI) m/z 615 (M-1)
# 187

iz ik, Bi-(2-®\ 4-FHEXE)- 2.7-— 8B &
-3H-mk v B [4,5-b] Wb ooE -5-30 B (160me) ] W8 3-(2-
¥-4a-FHETH)- 2,T-Z B K -b-[(4-2H F )BEEMRY
B E | -3H-mk e Bf T4.6-b) Wi of (180ng)2 M & & & o
mp 220-2217C

'H-NMR(CDCL,) : 2.66(3H, s), 2.68(3H, s), 5.41(1H, d, J=10Hz), 5.60(2H, s),
5.83(1H, d, J=18Hz), 6.65(2H, dd, J=18, 10Hz), 6.81(1H, d, J=8Hz), 7.35-7.50(6i1
m), 7.57(2H, d, J=8Hz), 7.72(1H, d, J=1Hz), 7.90(1H, s), 8.04(2H, d, J=8Hz)
Mass (ESI) m/z 555 (M-1)

# 188

1z Bk, BHI-(2-| -4-(rk Wy -2-% )% 3% )-2,7-
O E -3H-F 0B T4.5-b0bBE -5-3% B (160ng) Al B 1§
3-(2-F| -4-(ME B -2-FE )T HT-2,7- B K -5-(1-1% B
B B BOEE OB ) -3H-DK b B [4,5-b] MiomE (166me) 2 AL

L

mp 220-224C
'H-NMR(CDCL,) : 0.85(3H, t, J=8Hz), 1.20-1.44(4H, m), 1.75- 1.90(2H, m), 2.65(3H
s), 2.74(3H, s), 3.47-3.56(2H, m), 5.56(2H, s), 6.73(1H, d, J~8Hz), 7.08(1H, t,

J=4Hz), 7.28-7.34(2H, m), 7.40(1H, br d, J=8Hz}, 7.70(1H, s}, 8.01(1H, s), 9.85(1H]
br s)

Mass (ESI) m/z 529 (M-1)
M 189

12 Bk, m3-(2-% -4- (M -2-3 )% #%)-2,17-

-385~
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P RSO RS Hom B - N

AT66660

Al
B7

&~ BEARHLER (29)

TR OB -3H-R M B [4,5-biuf o -5-F B (180me) B W 1§
3-(2-F -4- (78 Mg -2-B )% K )-2,7-= F H -5-[(4-H %)
B e RE FOEE ML 1 -3H-mk m B [4,5-b] MLoE (187Tmg) 2 &

56

mp 224-226C

'H-NMR(CDCL,) : 2.39(3H, s), 2.69(3H, s), 2.68(3H, s), 5.56(2H, s), 6.79(1H, d,
J=8Hz), 7.10(1H, t, J=4Hz), 7.20-7.38(3H, m}, 7.45(1H, br d, J=8Hz), 7.72(1H, d,
J=1Hz), 7.89(1H, s), 7.95-8.02(2H, m), 10.10(1H, br s)

Mass (ESI) m/z 549 (M-1)

#1490

A2 A&, B3-(2-R -4- (W -2-3% )T % )-2,7-
TR R -QH-WK m BF [4,5-b 0 uE -5-38 B (180mg) W] B I8
p-l (- -2-F )M BERFPFERI-3-12-8§ -4-(%F
S2-FE YR EE) -2 T B K -3H-Bk M B [4,5-b1 Wl ug

{(199mg) 2 & 8 & & .
mp 246-248C

'H-NMR(CDCL,) : 2.66(3H, s), 2.70(3H, s), 5.55(2H, ), 6.79(1H, d, J=8Hz), 7.03(1H,

d, J=4Hz), 7.10(1H, t, J=4Hz), 7.33-7.36(2H, m), 7.45(1H, dd, J=8, 1Hz), 7.65(1H,

d, J=4Hz), 7.71(1H, s), 7.94(1H, s), 10.19(1H, br s)

Mass (ESI) m/z 620 (M-1)
# 191

a1z H&. BHI-(2-F -4-(wkmyy -2-B )W ¥K)-2,7-
T O -3 H-BR M B [4,5-bIMbaE -5-¥ 8 (180mg) T B 8
3-02-% -4-(WF my -2-3 )% ) -2,7-= B B -5-[(E)-(2-

K/ E IR ER T B R J-SH-Dk B [4,5-b] 1l of
(196me) 2 M 8 & & .

-386-
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426666,

A7
B7

A~ AERHLEA (265)

mp 216-217C

'H-NMR(CDCL) : 2.64(3H, s), 2.72(3H, s}, 3.97(2H, s), 6.72(1H, d, J=8Hz), 7.08-
7.11(2H, m}, 7.30-7.52(8H, m), 7.71(1H, d, J=1Hz), 7.77(1H, d, J=15Hz}, 7.98(1H,
s), 10.06(1H, br s)

Mass (ESI) m/z 561 (M+1)

#l 192

e . BI-[2-8 -4-(Fm -2-% )% &K 1-2,7-
TR -3H-DE DB [4.5-bIRb g 5-38 B (180mg) W B8
3-f2-F -a- (W -2-F)F H]-2,7-= 8 &% -5-[(4-2 1%
FOIW BN B OB R J-3H-0Kk o B {4,5-b) b uE (187me) 2

moE SR
mp 220-222°C

'H-NMR(CDCLy} : 2.65(3H, s), 2.68(3H, s), 5.41(1H, d, J=11Hz), 5.56(2H, s),
5.84(1H, d, J=18Hz), 6.70(2H, dd, J=18, 11Hz), 6.79(1H, d, J=8Hz), 7.11(1H, t
J=4Hz), 7.32-7.37(2H, m), 7.42-7.48(3H, m), 7.72(1H, d, J=1Hz), 7.89(1H, s),
8.04(2H, d, J=8Hz), 10.13(1H, s) '

#1483

thel1z Hek, @3-12-F -4-(5-|™E My -2-% )F & ]

]

-2, 7-Z B OB -3H-mk e B [4,5-b) B @ -5-¥ B8 (180mg)
AW EF3-12-F -4-(5-Wexr g -2-F )T HJ-2,7-= 7 ¥ -
B-(1-7% By BE B¢ W BE BE ) -3H-0K W B (4,5-b1 o ug (187mg)
2 BB M

mp 215-217C

'H-NMR(CDCL,) : 0.86(3H, t, J=8Hz), 1.23-1.45(4H, m), 1.77-1.90(2H, m), 2.65(3H,
s), 2.74(3H, s), 3.47-3.56(2H, m), 5.55(2H, s), 6.74(1H, d, J=8Hz), 6.89(1H, t,
J=4Hz), 7.09(1H, d, J=4Hz), 7.31(1H, dd, J=8, 1Hz), 7.59(1H, d, J=1Hz), 8.01(1H,
s}, 9.82(1H, br s)

Mass (ESI) m/z 563 (M-1)

1494

12 A%, B 3-{2-F| -4-(6-| MW -2-% )% 2% |

-387-
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F20 P ROk S Hom R S

4266606

4
Al

B7

A~ ARG ()

-2,7-" B B -3H-DKk o B f4.5-b) B oo -5-¥ B (180mg)
o BB 3-[2-F| -4-(5-E Wy -2-F )T HE]-2,7- F % -
-T(4-9 3 ) B fg W 8 % 1-30-0F M B [4,5-b) M o
(178ng)2 W B & & .

mp 240-241C

'H-NMR(CDCLy) : 2.40(3H, s), 2.64(3H, s}, 2.68(3H, s), 5.55(2H, s), 6.76(1H, d,
J=8Hz), 6.91(1H, d, J=4Hz), 7.12(1H, d, J=4Hz), 7.23-7.37(3H, m), 7.61(1H, d,
J=1Hz), 7.89(1H, s}, 7.99(2H, d, J=8Hz), 10.08(1H, br s)

Mass (ESI) m/z 583 (M-1)

#1195

@12 k., H3-12-®-4-(5- My -2-% ) & ]
-2, T- HOR -3R-mk i B [4.5-b) MEoE -5-F B (180me)
AR RS- (5-B MW -2-F B EE P EBERE]-3-[2-KW-4-
(5-| B M -2-8 V¥ % 1-2,7-= B & -3H-0k v Bf {4,5-b]
onE (176me) 2 M B &

mp 252-253C .
'H-NMR(CDCL,) : 2.66(3H, s), 2.70(3H, s), 5.54(2H, s}, 6.78(1H, d, J=8Hz), 6.91(1H,
d, J=4Hz), 7.04(1H, d, J=4Hz), 7.11(1H, d, J=4Hz), 7.33(1H, dd, J=8, 1Hz), 7.60(1H,
br s), 7.67(1H, d, J=4Hz), 7.94(1H, s), 10.18(1H, br s)

Mass (ESI) m/z 654 (M-1)

w196

1z Bk, HI-12-W-4-(6-B M m -2-%)F % ]
2,7~ B -3H-Dk M BE [4.5-b] MbEE -5-3 B (180me)
H & @F 3-[2-% -4- (G- W W -2-F )W E]-2,7-2 8 & -
5-{(E)-(2-3%F 2 4% % )& B W | B8 X ]-3H-0k e BF [4,5-D]
Mk iE (208mg) 2 i & & & .

-388-
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426666,

AT
B7

£~ BBABLER (287)

mp 224-225C

'H-NMR(CDCL,) : 2.64(3H, s), 2.72(3H, s), 5.55(2H, s}, 6.72(1H, d, J=8Hz), 6.90(1H,
d, J=4Hz), 7.09(1H, d, J=4Hz), 7.12(1H, d, J=8Hz), 7.32(1H, dd, J=8, 1Hz), 7.35-
7.44(3H, m), 7.47-7.52(2H, m), 7.60(1H, d, J=1Hz), 7.77(1H, d, J=15Hz), 7.98(1H,
s), 10.03(1H, br s)

Mass (ESI) m/z 595 (M-1) !

#1917

HAlze HE, BI-[2-8 -4-(6-\E M -2-2 )% # ]
-2.,7-" B ¥ -3H-mk W Bf [4.5-b] AL o -5-¥8 B (180wme)
Al W\ 3-{2-F -4-(5-\mexmy -2-F )W HI-2,7-2 B £ -
F-{(4-2Z % ¥ )W BE MG B 8 B )-30-Dk M B [4,5-b] b wF
(184mg) 2 M & & & .

mp 217-218C

'H-NMR(CDCL,) : 2.65(3H, 8), 2.68(3H, s), 5.42(1H, d, J=11Hz), 5.55(2H, s},
5.86(1H, d, J=18Hz)}, 6.65-6.80(2H, m), 6.92(2H, d, J=4Hz), 7.12(1H, d, J=4Hz),
7.33(1H, dd, J=8, 1Hz), 7.28(2H, d, J=8Hz), 7.62(1H, d, J=1Hz), 7.89(1H, s),
8.05(2H, d, J=8Hz), 10.10(1H, s)

Mass (ESI) m/z 595 (M-1)

198

Ml AE, BI-[2-B-4-(EX®REI)THE]-2-9
o-3H-mk o B (4,5-D) MEof -5-FE (170mg) @l W4 3-[2-
A -4-(F o ¥)F & J-2-8 % -5-[(4-80 % )l 8 K #
B 1-0H-DK M BF [4.5-b] BlE o€ (186me) 2 MBS & o

mp 153-155C

'"H-NMR (CDCLy) : 0.91(3H, t, J=7.5Hz), 1.25-1.48(4H, m), 1.55-1.73(2H, m),
2.42(3H, ), 2.63(3H, s), 2.94(2H, t, J=7.5Hz), 5.53(2H, s), 6.68(1H, d, J=8Hz),
7.12(1H, dd, J=8, 1Hz), 7.27-7.40(3H, m), 8.00-8.10(4H, m)

Mass (ESI) m/z 557 (M+1)
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B 199

BRI FE, BI-4-(FmBE)-2-R ¥ &% -2,7-=
BOBE -3H-Wk e 5f [4,5-b i e -5-8 8 (180meg) 7 & (§ 3-
[4-(E W HH)-2-8 1F &% -2-7 #% -5-[(4-F X )@ BEREH

BE O 1-3F-0K e B f4.5-b] #oF (156me) 2 MBS &
mp 165-166°C

'"H-NMR (CDCl,) : 2.42(3H, s), 2.60(3H, s), 4.15(2H, s), 5.52(2H, s), 6.65(1H, d,
J=8Hz), 7.12(1H, dd, J=8, 1Hz), 7.21-7.36(7H, m), 7.39(1H, d, J=1Hz}, 8.01-
8.10(4H, m)

Mass (ESI) m/z 577 (M+1)

w200

iz Hd, H3-(2-F -4-((3-Mwg & & )F BE)F
H)-2-H F -3H-Wk M B [4,5-b] Mo -5-3R B (160meg) B
(4-B X )M B (101ng) 0l W { 3-(2-W -4-((3-1 0g K
HOOR KW ) -2-8 FF-5-[(4-8 5 ) Bk W OE K-
Bk v B F4,5-h]otl v (159mg) 2 B8 & B & & o

'H-NMR (300MHz, DMSO-ds) 6 : 2.38(s, 3H), 2.46(s, 3H), 5.19(s, 2H), 5.84(s, 2H},
6.75(d, J=8Hz, 1H), 7.23-7.38(m, 2H), 7.38-7.49(m, 3H}, 7.70(s, 1H), 7 .84-7.94{m,
3H), 8.13(d, J=8Hz, 1H), 8.18(dd, J=5, 2Hz, 1H), 8.35(d, J=2Hz, 1H)
Mass (ESI) m/e 562.1 (M+H)
#/ 201

BE 12 ik, HI-(2-F| -4-2 @ B -F & )-2-8 # -
SH-mk m Bt [ 4,5-b) MuE -5-¥ B (180meg)R] W B 3-(2-%]
~4-Z W TR )-2-8F B -5-[(4-F X VB E K B E |-31-

ok we B 14,5-b] M ofF (156mg) 2 M & & & o

mp 162-163C

'H-NMR (CDCy) : 1.35(3H, t, J=7.5Hz), 2.42(3H, s), 2.63(3H, s), 2.97(2H, q,
J=7.5Hz)}, 5.53(2H, s), 6.69(1H, d, J=8Hz), 7.13(1H, dd, J=8, 1Hz), 7.33(2H, d,
J=8Hz), 7.39(1H, d, J=1Hz), 8.01-8.10(4H, m)

Mass (ESI) m/z 360 (M-1)
-39¢8-
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A~ BB (A8f)

/o202

el HE, B3-4-(N-TERE)-2-RFT &%)-2-
O -OH-BK we B (4,5-bIMi o -5- B (210mg) B (4-8 %)
BB R (232m) W WG I-(4-(N-TEBRBE)-2-BE T H)-2-
BB -5-T(4-W ¢ )it B K 7 B B J-3H-ok 4 B [4,5-b}
WML 6 (225me) 2 B B & & .

'H-NMR (CDCl,) : 1.00(3H, t, J=7Hz), 1.69-1.81(2H, m), 2.35(2H, t, J=7Hz),
2.42(3H, ), 2.64(3H, s), 5.51(2H, s), 6.84(1H, d, J=8Hz), 7.25(1H, d, J=7Hz),
7.33(1H, d, J=7Hz), 7.40(1H, s), 7.97-8.03(5H, m)

Mass (ESI) m/z 538 (M-H) '

mp 242-246C

o203 »
hfi1z BHE,., B3-(4-(N-TEK X )-2-8 % %)-2-
BORE -3H-mkome B [4,5-bIRt oF -5-38 B (150meg) R (4-H %)
BB (153mg) Al W I-(4-(N-T BB E)-2-6 F ¥ )-2-
B -5-1(4-F % ) B M & B &% 1-3H-1% M B [4.5-b1lL

W (13%9mg) 2 M B & & .

'H-NMR (CDCly : 2.40(3H, s), 2.69(3H, s, 5.57(2H, s), 6.97(1H, d, J=8Hz), 7.31(2H

d, J=7Hz}, 7.46-7.58(4H, m), 7.90(2H, d, J—8Hz), 7.98-8.11(4H, m)
Mass (ESI) m/z 572 (M-H)
mp 270-274°C

w204

BErz2 k., HI-(4-(N-F BEE-N-FREE)-2-B%F
BHo)-2-8 B -3H-0k m B [4,56-b] MouE -5-B B (225me) B
(4-9 5% )8 BB FE (221mg) W S8 48 3-(4-(N-F B ¥ -N-§ &
B )-2-® F R )-2-F K -5-[(4-H X ) B g W B8R I-31-
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F o~ BB (390)

ke B 14,5-b) MbuE (227Tme) 2 R B B B .

'H-NMR (CDCl,) : 2.43(3H, s), 2.53(3H, s), 3.49(3H, s}, 5.52(2H, s), 6.54(1H, d,
J=8Hz), 6.85(1H, d, J=8Hz), 7.18-7.37(8H, m), 8.03-8.10(4H, m)

Mass (ESI) m/z 586 (M-H) '

w205

S-(X B EBK P BX)-3-(2-R-4-FHF N H)-2-8F & -3H-
Wk g BF {4,5-b] HE oF 8 B

BN N-Z R R BEER(33al)MES-(XBRERPRREE)
-3-(2-® -4-F B ¥ HE)-2-B F -3H-mK e B [4,5-b] i
BE(1.0g)E MMM EBIC, BEBELAEY, UNN-Z B ER
B (3l RFBRTHE, RE®RTMHAIN NaOH
(1emi)M W HEO.5AFK, BELH, BN B EFE
W /AR =3/1R K, ReoCcCH BE®Rs NMEEa K HEBIL
Y 2mBEMS(0.62),

'H-NMR (DMSO-d,) : 2.49(3H, s), 5.59(2H, s), 6.49(1H, d, J=8Hz), 7.32-7.51{7H, m)
7.65(2H, d, J=8H2), 7.80-7.86(3H, m), 7.94(1H, d, J=8Hz), 8.01(1H, d, J=8Hz)
Mass (ESI) m/z 515 ‘

# 206

2052 K, BS5-[(4-2 1% F ) B W B )-3-
(2-F| -4-F B K KL )-2-F &% -30-pk ok B [4,5-b] # g (12)
BB g s-(4-2 i F B ERBEE]-I-(2-R-1-F ¥
TR )-2-W % -3H-mRp B [4.5-b) MioEE (532Zrg) 2 M

B R

'H-NMR (DMSO-d,) : 2.49(3H, s), 5.30(1H, d, J=10Hz), 5.59(2H, s), S5.86(1H, d,
J=17Hz), 6.50(1H, d, J=8Hz), 6.74(1H, dd, J=17, 10Hz), 7.34-7.52(6H, m), 7.64(2H
d, J=8Hz), 7.75-7.85(3H, m), 7.93(1H, d, J=8Hz), 8.00(1H, d, J=8Hz)
Mass (ESI) m/z 541 (M-1)
mp > 300C
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#l 207

HE2esz Hik, B E-1(5-@F W -2-% )@BEKPE
BH1-3-(2-R -4-F T HF)-2-§ K -3H-pk i Bf [4,5-b]
WowE (1 .2g) W W@ S5-[(5- WK By -2-3 )RR BE M P OEEE
-3-(2-F -4-F B TR )-2-F B -OH-wk i B (4,5-b]
M (1.02g)2 M EE &

'H-NMR (DMSO-d,) : 2.49(3H, s), 5.62(2H, s), 6.51(1H, d, J=8Hz), 7.08(1H, d,
J=5Hz), 7.29(1H, d, J=3Hz), 7.34-7.53(4H, m), 7.67(2H, d, J=8Hz), 7.85(1H, s),
7.96(1H, d, J=8Hz), 8.01(1H, d, J=8Hz)

mp > 250C

# 208

sz Hdk, B3-(4-8-2-W\WH)-2,7-Z B &
-l (4-W % )R B K B OB O ) -3H-BK W BE [4,5-b] M o
(1g)ml & 1§ 3-(4- -2-® V H )-2,7-Z B &£ ~ 5-[(4-H
%)ﬁﬁﬁﬁﬁ%l—fﬁﬂ—ﬁ*ﬂﬂéﬁ b4,5-b] Wt ug & (572mg)

2 BB

'H-NMR (DMSO-d,) : 2.30(3H, s), 2.43(3H, s), 2.56(3H, s), 5.48(2H, ), 6.35(1H, d,
J=8Hz), 7.17(2H, d, J=8Hz), 7.40(1H, d, J=8Hz), 7.71(2H, d, J=8Hz)}, 7.83(2H, s)
mp > 250C

w209

H@H1z2 Ak, HI-(4-(N-T B B -N-H I % )-2-§F %
Boy-2-8 B -3H-0k M B [4.5-b] W& -5-% B (90mg) R
(4-H 3 )0 BE W (90mg)d] 8§ 3-(4-(N-T BE & -N-8 &
K )-2-RFE)-2-F K -5-((4-8 % ) Bk S 8B HE)-3H
-mK M BY [4,.5-h] Mt oF (58mg) 2 B¢ W B K .
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'H-NMR (CDCL) : 0.87(3H, t, J=7Hz), 1.56-1.69(2H, m), 2.12(2H, br), 2.43(3H, s),
2.63(3H, 8), 3.27(3H, s), 5.61(2H, s), 6.68(1H, d, J=8Hz), 7.03(1H, dd, J=8, 2Hz),
7.30-7.39(3H, m), 8.04-8.13{4H, m), 10.09(1H, s}

Mass(ESI) : m/z 552{M-H)

210

BR1= Bk . ta-(2-F-4-(N-(0F 7% % VB £ )%F % )-2-
BOTE - 3W-F B BE (4, 5-b L@ -5-3 & (170mg) & (4-H %)
BB K (188me) T B /9 3-(2-% - (N- (IR )£ ¥ &)
S B M -5-( (4-H ¥ )W BB W BB I )-3H-DK M B [4,5-D]
Mo (189mg) 2 i & & & .
'H-NMR (CDCly) : 0.91(3H, t, J=7Hz), 1.34-1.42(4H, m), 1.57-1.62(2H, m), 2.42(3H
5), 2.66(3H, s), 3.05-3.13(2H, m), 3.83(1H, br), 5.45(2H, s), 6.48(1H, dd, J=8, 2Hz),

6.65(1H, d, J=2Hz), 6.79(1H, d, J=8Hz), 7.33(2H, d, J=8Hz), 7.97-8.05(4H, m),
10.14(1H, s)

Mass(ES]) : m/z 538(M-H)
mp 222-223C

-

il 211

1z Ak, BI-(2-8] -4-(N-B B -N-(FE IR & K
O H)-2-8 B -38-0k W B 14,5-b) MEoE -5-78 B (45mg)
B (A-B % VB B (48ng) 8] 8 13 3-(2-/W -4-(N-F & -N-
(F & X £)F H)-2-0 B -5-](4-F X B BRK YR
HOI-3H-wk e B [4.5-bIot uE (12mg) 2 M B & & .

'"H-NMR (CDCl,) : 0.90(3H, t, J=7Hz), 1.15-1.45(4H, m), 1.55-1.65(2H, m), 2.42(3H,
s), 2.67(3H, s), 2.94(3H, s), 5.47(2H, s}, 6.53(1H, d, J=8H2z), 6.70(1H, s), 6.81(1H, d,
J=8Hz), 7.27-7.35(2H, m}, 7.98-8.04(4H, m), 10.18(1H, s}
Mass(ESI) : m/z 552(M-H)

mp 175-177C
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#2212

ol 12 E ., M3-U-(N-XBEBRE)-2-FFX & )-2-
HOH -3H-mk DK BF [4,5-b M og -5-3 B8 (165mg) R (4-8 %)
BB (156me)dl B 3-(4-(N-F B EBERE)-2-FF¥ %)
S2-B B -5 (4-F 3¢ )R BEFE R OBE B 1-30-mk 0 BE [4,5-b)

WMLmE (157meg) 2 | B & & .
'H-NMR (DMSO-d,) : 2.37(3H, s), 2.39(3H, s), 5.70(2H, s), 6.72(1H, d, J=8Hz),

7.00(1H, d, J=8Hz), 7.24(1H, 5), 7.42(2H, d, J~81iz), 7.55-7.65(3H, m), 7.77(211, d

J=8Hz), 7.83-7.92(3H, m), 8.09(1H, d, J=8Hz)
Mass(ESI) : m/z 608(M-H)

mp 234-236C

o213

iz Ak, BH3I-(2-H -4-(ERFEPE )T R )Y-2-
BOR -3H-BE M B T4,5-bIMt o -5-% 8 (250me) R (4-H %)
B R (331ne) B BB I-(2-F - (EFEBEE)F®)-2-
O -5- (4-0 % B BE WG FOBS 2% ) -3 H-Dk 0% B [4.5-b) il
B (133ng) 2 8 & & & . |

'H-NMR (CDCIy : 1.36(3H, s), 1.38(3H, 5), 2.42(3H, s), 2.59(3H, s), 5.20-5.32(1H,
m), 5.64(2H, s), 6.71(1H, d, J=8Hz), 7.33(2H, d, J=8Hz), 7.85(1H, dd, J=8, 2Hz),

8.02-8.16(5H, m), 10.07(1H, s)
Mass(ES]) : m/z S39(M-H)
mp 199-201°C
# 214

I Z2HFE, B3-(2-8 - 4- (B S EI)F®)-2-
B -3H-IK M B T4,5-D]0l i -5-¥ B (289%meg) R (4-H ¥ )
R (2310g) T W HEI-(2-8-4-(BECE® X )FH)-2-
O -0-1(4-% % )85 BRI W OB 46 )-3H-mk o B {4,5-b] 0
e (312mg) 2 & & & .
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‘Mass(ESI) : m/z 587(M-H)

A EHRI (s9e)

'H-NMR (CDCl,) : 1.32-1.65(6H, m), 1.78(2H, br s), 1.92(2H, br s}, 2.42(3H, s),
2.59(3H, s}, 4.99-5.06(1H, m), S5.64(2H, s}, 6.71(1H, d, J=8Hz), 7.73(2H, d, J=8Hz),
7.86(1H, d, J=8Hz), 8.02-8.16(SH, m), 10.09(1H, s)
Mass(ES]) : m/z 579(M-H)

fl 215

BR1Z2 A%, BI-(2--4-(3-F R ¥ )T & )-2-H
Bo-3H-Wk W B [4,5-b] BboE -5-IRBEE (207mg) B2 (4-F 3% )
BB (244me) 0] B 15 3-(2-K -4-(3-F B HE )T R )-2-
BOE-S-T(4-H R )B B ML ]-30-k i B (4,5-b]0k

oE (G0mg)z B &,

'H-NMR (CDCLy) : 2.38(3H, s), 2.68(3H, s), 5.52(2H, s), 6.93(1H, d, J=8Hz), 7.05(1H
t, J=7Hz), 7.22(1H, dd, J=8, 2Hz), 7.27-7.33(4H, m), 7.42(2H, d, J=8Hz), 7.87(1H,
d, J=2Hz), 7.98-8.02(5H, m), 8.28(1H, s)

*

216

1z H k., BI-(2-KR-4-RETH)-2-8 % -31-
B e B [4.5-b] M o -65-3% & (200weg) &) B 8 3-(2-K -4-
R THE)-2-B F -5-[(4-F X )R EMR P K -30-1
MOBF [4.5-b1 B¢ (213meg) 2 E & & R .

'H-NMR (CDCly) : 1.04(3H, t, J=7Hz), 1.74-1.88(2H, m), 2.42(3H, s), 2.63(3H, s),
3.93(2H, t, J=7Hz), 5.51(2H, s), 6.78(2H, s), 7.02(1H, s), 7.32(1H, s), 7.35(1H, s),
8.00-8.10(¢H, m), 10.12(1H, br s)

Mass(ESI) : m/z 511(M-1)
mp 144-146TC

o2t
tHFHl 12 A&k, B3I-(2-R-4-(F X & ¥ )F R )-2-H
BO-3H-UK M BF [4.5-b) o of -5-¥ B (200mg) ] 148 3-(2-

-386-

AMH R B AT RBAFARA (ONS ) AL ( 21029724 )

(R PSS s b BR )



426666

A7
B7

PR RO S RO B R S RN
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o4 (EREE)THE)-2-F % -5-[(4-B £ )R BIE T
RS |-3H-WK B BF [4.5-b] B (231meg) 2 B K S,

'H-NMR (CDCI,) : 0.93(3H, t, J=7Hz), 1.30-1.50(6H, m), 1.73-1.85(2H, m), 2.42(3H, |
s), 2.64(3H, s), 3.95(2H, t, J=7Hz), 5.51(2H, s}, 6.78(2H, 5), 7.02(1H, s}, 7.32(1H, 5),

#
7.35(1H, s), 8.00-8.10(4H, m), 10.12(1H, br s) #
Mass{ESI) : m/z 539(M-1) §
mp 162-163TC ;

M 218 X
A1z A&, BI-(2-F-1-2Z F ¥ )T % -2-8B & -30- il

1
kW B T4,5-b] WEoE -5-3 B (280mg)nl B 1§ 3-(2-% -4- -
ZOEE )R K 2o I -5-[(4-F X R E R W OB -31-

BE D% B [4.5-b1 Wb (318mg)Z M & &,
'H-NMR (CDCl) : 1.42(3H, t, J=7.5Hz), 2.43(3H, ), 2.64(3H, s}, 4.04(2H, q, J=THz), <
5.51(2H, ), 6.78(1H, s), 6.79(1H, ), 7.02(1H, br s), 7.34(1H, d, J=8Hz}, 8.00-
8.09(4H, m), 10.11(1H, brs)
Mass(ESI) : m/z 497(M-1)
mp 190-191C
gl 219
Hf 1z H, MI-(2-F-4-(2-WH HZEE)F & )-2- it

BB -3H-mK W B 4. 5-b10H ng -5-32 B (189mg)E) 8 & 3-
(2-F -4-(2-H § 2 & )% B )-2-H % -5-[(4-5 ¥ )&
BE B R OEE R 1-3H-k BB [4.5-b] MieE (203mg)2 E B S

H
AH o

'H-NMR (CDClLy) : 2.43(3H, s}, 2.64(3H, s}, 3.46(3H, s), 3.70-3.80(2H, m), 4.08-
4.18(2H, m), 5.52(2H, s), 6.74-6.87(2H, m), 7.07(1H, br s), 7.35(2H, d, J=8Hz),
7.99-8.10(4H, m)

Mass(ESI) : m/z 527(M-1)

mp 156-158C

-397-

IR AN T BEFALA (CNS ) AdBLIE ( 210X 20744 )



L

S0 o N

A
R

]

H

MW IR

426666,

A7
B7

A~ BEBAA (246 )

# 220

BB 12 Bk, mA-[2-9 -4-[ (B -2-% ) B & % | %
B )-2-F B -3N-K B BF (4.5-b] Wi -5-¥ B (180mg) Al
B3 3-[2-% -4-[(FF B -2-38 )M S 26 ) ¥ % )-2-F % -5-
[(4-9 % )R BE WG W B8 56 1-3H-0F W B [4.5-b] o g
(215mg) 2 8 & & & .

'"H-NMR(CDCL,) : 2.53(3H, 8), 4.00(2H, s), 5.30(1H, d, J=10Hz), 5.67(2H, s),
5.73(1H, d, J=16Hz, 6.56-6.67(2H, m), 7.13(1H, d, J=8Hz), 7.47(1H, d, J=2H2),
8.07(1H, d, J=8Hz), 8.16(1H, d, J=8Hz)

Mass(ES]) : m/z 342 (M+1)

mp 185-186TC

#l 221

itz Hik, BI-[2-8 -4-1(rkmy -3-%% Y § & 1%
Bol-2-9 3 -0H-wk ok B [(4,5-b] O o -5-¥ B8 (115mg) A
HEI-[2-F-4-1 (W -3-F )R EHIFHE |-2-0 & -5-
[(4-90 3% ) 8% B2 G W BE 35 | -3H-0K % BF [4,5-b] I n@
(126mg) 2 B & &

'H-NMR(CDCl,) : 2.66(3H, 8), 4.01(2H, s), 5.34(1H, d, J=10Hz), 5.43(2H, s),
S.76(1H, d, J=16Hz), 6.47(1H, d, J=10Hz), 6.61(1H, dd, J=16, 10Hz), 7.15(1H, d,
J=8Hz), 7.50(1H, s), 7.56(1H, d, J=8Hz), 8.08(1H, d, J=8Hz}

Mass(ESI) : m/z 342 (M+1)

gl 222

1z Bk, HI-(2-K-4-¥Z2 B B I)FRHR)-2,7T-=
B -3H-OK D BF [4,5-bInbogZ -5-30 8 (125mg) o 84 15 3-
(2-®W-4-F 2 B )T H)-2,7-= B & -5-[(4-H ¥ )&
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~ BBASLER (997)

Bhobg WOER R )-3H-mRk o Bf f4,5-b] Miog (123mg)2 B RS
‘%’ D

'H-NMR (CDCl,) : 2.39(3H, s), 2.62(3H, s), 2.69(3H, s), 5.58(2H, s), 6.70(1H, br d,
J=8Hz), 7.12(1H, dd, J=8, 1Hz), 7.23-7.43(6H, m), 7.48-7.58(2H, m), 7.65(1H, br s)
7.91(1H, br s), 8.00-8.01(2H, m), 10.10(1H, br s)

Mass(ESI) : m/z 567(M-1)

mp 221-222C

-

(o "SRR EN BRE RS )

#l 223

B2 H ik, B-[2-H -4-(B K ERE)FH |-2-
OB -3H-bk 0k B (4, 5-buboE -5-3 B (69mg) AT 80 48 3-(2-
B-4- (B REHR )R I-2-B % -5-{(4-F % BB
FOBE M ]-3H-0K B BF [4,5-b) b (66mg) 2 & & 8.
"H-NMR (CDCl) : 1.36-1.44(2H, m), 1.50-1.71(3H, m), 1.75-1.91(2H, m), 2.35(1H
m), 2.42(3H, s), 2.64(3H, s), 3.83(2H, d, J=5Hz), 5.51(2H, s), 6.78(2H, ), 6.02(1H,
br s}, 7.33(2H, d, J=8Hz), 7.98-8.10(4H, m)

Mass(ESI) : m/z 551(M-1)
mp 177-178C

H

224

A2 HE, BI-(2-B -4-FZ R E )T & -2,7-=
BROH -3H-mK B B [4,5-DIM o -5-3% @ (200mg)|] &Y 48 3-
(2-% -4-F Z R FEIF FE)-2,7-— 8 F -5-(1-7%x B & %
OB R )-30-ME M B [4,5-b) Mo (204me) 2 M B2 % 5 .

'H-NMR (CDCL,) : 0.86(3H, t, J=8Hz), 1.25-1.48(4H, m), 1.81-1.96(2H, m), 2.62(3H,
s), 2.75(3H, s), 3.49-3.61(2H, m), 5.57(2H, s), 6.65(1H, d, J=8Hz), 7.29-7.41{4H, m),
7.48-7.56(2H, m}, 7.65(1H, br s), 8.03(1H, s), 9.85(1H, br s)
Mass(ESI) : m/z 547(M-1)

mp 201-203TC
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225

A1z Hwm, B 3-(2-]| -4-(1-C t % )5 % -2-8/ 3%

~3H-Wk 0 BE [4,5-b] W -5-¥8 B8 (400me) W B 4§ 3-(2-
Fo-a-(1-2d 38 )T ) -2-F H -5-(N-(4-8 X 58 8 %)

FOEE A -3H-ODK o BE [4,5-b] Wb uE (148ng) 2 M EE S

'H-NMR (CDCL,) : 0.95(3H, t, Js6Hz), 1.40-1.65(4H), 2.35-2.48(5H), 2.60(3H, s),
5-57(2H, 8), 6.65(1H, d, J=8Hz), 7.22(1H, d, J=8Hz), 7.34(2H, d, J=8Hz), 7.52(1H,
s), 8.02-8.12(4H) .

mp 175-176°C

#2260

HE i A, BI-(2-F-1-(BoOHEGHRITH)-2,7-
O R -3H-mk me BE (4. 5-b 0 ug -5-38 B (254mg) B 1-1%
B B B (135me) 0] B I-(2-H -4-(BC B & )T %)-2
IR R -5 -0k B BE RS A OBE OB ) -3H-mkome B [4,5-b)
Moo (240me) 2z & B & &

'H-NMR (CDCL,) : 0.89(3H, t, J=7Hz), 0.96-1.93(17H, m), 2.64(3H, s, 2.73(3H, s),

3.55(2H, m), 3.72(2H, d, J=7Hz), 0.48(2H, s), 6.71(2H, br s), 6.98(1H, d, J=1Hz),
7.99(1H, s)

Mass(ESI) : m/z 559(M-1)
w227

i1z HE, #H3-(2-§ -4- (RO W&\ H ) £)-2,
Tol BOR -BH-WE M B [4,5-b]0 g -5- B (247Tme) K (4-
X IBEEBERK (148ng) 0 W B 3-(2-H 4- (B F & X )¥
B)-2,7-Z B -5-[(4-F ¥ ) BERBEI-301-kn
Bt F4.5-b] Wtog (252me) 2 B 8 85 &

-400-
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B~ BERSER (299)

'H-NMR (CDCly) : 0.98-1.87(11H, m), 2.42(3H, s), 2.62(3H, s}, 2.66(3H, s), 3.74(2H,
d, J=7Hz), 5.49 (2H, s), 6.71(2H, br s}, 7.00(1H, d, J=1Hz), 7.33(2H, d, J=8Hyz),
7.88(1H, s), 8.03(2H, d, J=8Hz)

Mass (ESI) m/z 579(M-1)

#2228

etz Hk, BW3-(2--4-2 F &)-2,7-= B 3% -38-
WK B B [4,.5-b1 Oib o -5-38 B8 (190mg) R 1-78R B B ¥% (125mg)
AR -(2-F -4-Z ' E)-2,7-Z W OE-F-(1-K BEK

RS R ) -3H-k M B T4.5-b] BERE (178me) 2 MR &

'H-NMR (CDCl,) : 0.88(3H, t, J=7Hz), 1.22(3H, t, J=7Hz), 1.28-1.48(4H, m), 1.88-
1.93(2H, m}, 2.62(3H, s), 2.62(2H; q, J=7Hz). 2.74(3H, s), 3.52-3.57(2H, m), 5.52
(2H, s), 6.60(1H, d, J=8Hz), 7.00(1H, d, J=8Hz), 7.31(1H, s), 8.01(1H, s)

M 229

Bl Hk, BHI-(2-%8 -4-2 % B )-2,7-= F % -30-
BROE B [4.6-D1 M o -5- B (190me) B (4-W % )8 B I
(142mg) 0] R F 3-(2-W-4-2 F % )-2,7-= B & -5-[(4-
BX)E BB P BEX]-30-0Kg B [4,5-b) Mo (173me)

2 mEE &

'H-NMR (CDCLy) : 1.24(3H, t, J=7Hy), 2.42(3H, s), 2.61(3H, s), 2.64(2H, q, J=THz),
2.68(3H, ), 5.53 (2H, 5), 6.61(1H, d, J=8Hz), 7.01(1H, d, J=8Hz), 7.30-7.34(3H, m)
7.90(1H, s), 8.04(2H, d, J=8Hz)

#2230

HEle HE, B3-(2-R-4-(Z B HEI)FH)-2,7-
TR OB -3N-WR B T4 5-b R M -5-3 B (248meg) R 1-7R
R (I35a) TR EI-(2-K-4-(Zm B HEIFTH)-2,7-
=R OE -b- () -k B OBSRG BT OEEOBL ) -3H-mE e Bff4,5-b] uj
i (210me) 2 B B B & & .

-401-
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'H-NMR (CDCLy) : 0.88(3H, t, J=8Hz}, 1.25-1.48(4H, m), 1.80-1.94(2H, m), 2.61(3H
s), 2.76(3H, s), 3.50-3.58(2H, tn), 5.60 (2H, s}, 6.72(1H, d, J=8Hz), 7.44(1H, br d,
J=8Hz), 7.77(1H, br s}, 8.05(1H,s), 9.78(1H, br s)

#l 231

HH12F &, #HI-(2-B-4-(ZH 9 R )F % )-2,17-
TR -3H-wR o B [4,5-bIME 0F -5-F2 B8 (238ng) R (4-88
#* DB ER (159%mg) " W § 3-(2-8 -4- (=2 H B E )T X))
=2, 7-T R OB -5-T(4-H X )EBERE W OB R ] -3H-bkom g

[4,.5-b} T oE (178me) 2 & & & & .

'H-NMR (CDCL) : 2.42(3H, s), 2.60(3H, s), 2.69(3H, s, 5.61(2H, s), 6.73(1H, d,
J=8Hz), 7.33(2H, d, J=8Hz), 7.44(1H, br d, J=8Hz), 7.78(1H, br ) 7.93(1H, s),
8.02(1H, s), 10.05(1H, br )

7l 232

i1z h &k, BI-(2-® -4-Z 8 F HK)-2,7-— &8 %
-~3H-WK 0E Bf [4,5-b) WhooF -5-3 B (260me) B 1-7K B BE K%
(164ng) A B/ 3-(2-8 - 4-ZF ¥ HE)-2,7-2 B & -5-(1-
kOB ER WG W OBE AL ) -3F-DK B B [4,5-b) MuwE 2 EEE R

'H-NMR (CDCly) : 0.89(3H, t, J=7Hz), 1.26-1.51(7H, m), 1.80-1.94(2H, m), 2.64(3H
s), 2.73(3H, s), 3.52-3.57(2H, m), 4.01(2H, q, J=7Hz), 5.49(2H, s), 6.72(2H, s),
6.99(1H, s), 7.99(1H, s), 9.89(1H, br s

233

hMizehHEk, BI-(2-B-4-Z8EFH)-2,7-2 8 &
~3H-DK W B T4,5-b] W oF -5-38 8 (250me) B (4-F X% )8
R (178mg) W W F 3-(2-8® -4-Z EF &£ )-2,7-= § %
-5-[(4-H 5 )8 B fE W OBE RS | -3A-0K vE BF [4.5-b] W of
2 B

-402-
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A FBAER (4el)

'H-NMR (CDCl,) : 1.42(3H, t, J=7Hz}, 2.42(3H, s), 2.62(3H, s), 2.66(3H, s), 4.03(2H,
q, J=7Hz), 5.49(2H, s), 6.72(1H, d, J=8Hz), 6.77(1H, d, J=8Hz), 7.01(1H, d, J=1Hz),
7.33(2H, d, J=8Hz), 7.88(1H, s), 8.03(2H, d, J=8Hz), 10.14(1H, br s)

l

|

|

|

l

l

# 234 ;E =

BB 12 5. oS- -3-(2.4-7 K ¥ K )-2-1 % u {
%

B Ib 1B B (300mg), N, N'-% ¥ — Dkm (218mng), DBU 2o

(0.2mi) R (4-B % )R B (0.23¢)n 811 3-(2,4-— & § }

RH)-2-F K -5-(H R E BB T BR)-F W (bW I
/

(90mg) 2 H B8 & & . TR

a |

'H-NMR (DMSO-d,, & ppm) : 2.37(3H, s), 4.06(2H, s), 7.16(1H, d, J=8.4Hz), oo

7.32(1H, dd, J=8.2 and 2.0Hz), 7.38(2H, d, J~8.0Hz), 7.54(1H, d, J=8.7Hz), |

7.62(1H, d, J=1.9Hz), 7.75(1H, d, J=8.9Hz), 7.83(2H, d, J=8.2Hz), 7.90(1H, ), I

12.35(1H, br s) |

IR(Nujol) : 1700cm™ 3T

mp : 120-121C |

|

# 235 |

ez fidk, ms-B%®-3-(2,4-= K ®)-2-8 % }

Bt [b1ok W (280mg), N, N'-# 6% = bk DK (190mg), DBU |

(0. 18m1) R (S-RWE W -2-35 )W BB (0.28g)7] 8 (8 5- ( 7

(G- -2-%X B ERI BR)-3-(2,4- 2 BEF H)-2-
B3 Bf [ hlmk B (350meg) 2 5 8 & 5 .

|

|

|

'H-NMR (DMSO-dq, 8 ppm) : 2.40(3H, ), 4.08(2H, 5), 7.17(1H, d, J=8.4Hz) I
7.33(1H, dd, J=8.4 and 2.2Hz), 7.35(1H, d, J=4.1Hz), 7.58(1H, d, J=8.7Hz), l
7.63(1H, d, J=2.1H2), 7.64(1H, d, J=4.0Hz), 7.79(1H, d, J=8.7Hz), 7.96(1H, s '
IR(Nujol) : 1699cm’! |
mp : 165-167°C }
|

|

|

|

|

236

-403-
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etz Fik, HS-BE-3-(2,4-Z B F & )-2-8 ¥
Bf Ibiwk m (230mg) ., N.N'-% B — mkmk (170meg), DBU
(0. 16ml )R (H-F 0B 0y -2-% )RS BEHE (0.21g)70 8 48 5~
((5-mmvmy -2-% )EEBMRPBEBERL)-3-(2,4-2 AFE)-2-
BB Iblskm (210ng) 2 B A & &
'H-NMR (DMSO-d,, 8 ppm) : 2.40(3H, s), 4.07(2H, s), 7.16(1H, d, J=8.4Hz),
7.20(1H, d, J=4.0), 7.32(1H, dd, J=8.3 and 2.3Hz), 7.55(1H, d, J=8.6Hz), 7.60-
7.64(2H, m}, 7.81(1H, dd, J=8.7 and 1.8Hz), 7.94(1H, d, J=1.5Hz)
IR(Nujol) : 1700cm’
mp : 181-183C
w231

W12 A, B 3I-(2-8 -4-F 8% % % )-2-®
Fo-3H-K M B [4,.5-b) W o -5-¥8 ® (150mg), N,N'-#
B M (84mg), DBU(7O9mg) R 4-18 4% -1 -B EE 0% (77wmg)
A BB s-(2-R -4-FX E TR )-2-8 K -5-(4-K 1 @ B
f2 B Of5 B o) - 3H-mE M BF [4,5-b] Ml eF (9lme)2 A B Y S .

'H-NMR (DMSO-d,, & ppm) : 1.75-1.83(2H, m), 2.10-2.16(2H, m), 2.49(3H, s),
3.52(2H, t, J=7.7Hz), 4.94(1H, d, J=11.3Hz), 4.98(1H, dd, J=17.1 and 2.6Hz),
5.70-5.76(1H, m), 5.86(2H, s), 6.89(1H, d, J=8.1Hz}, 7.38(1H, t, J=7.3Hz), 7.45(2H
t, J=7.3Hz), 7.54(1H, dd, J=8.1 and 1.7Hz), 7.66(2H, d, J=7.4Hz), 7.84(1H, d,
J=1.8Hz), 8.01(1H, d, J=8.3Hz), 8.20(1H, d, J=8.2Hz), 11.76(1H, br )

mp : 152-155C

w238

Bl 12 HEk, H6-WFE-2-(2-0-4-F X F HK)-3-w
BHo-20-03l # (1.131g), N.N'-W B —DEM (0.63g), DBU
(0.58m 1) R H W X BB (0.67g)7 8 18 2-(2-| -4-%
W )-0-8 3 -6- (8 B X B B kg W OB %) -20-03 m (1g)

-404-
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ZHBE S,
'H-NMR (DMSO-ds, & ppm) : 2.39(3H, "s), 2.65(3H, s ), 5.77(2H, s), 6.80(1H, d

?

J=8.1Hz }, 7.34-7.47(6H, m), 7.56(1H, d, J=8.2Hz), 7.66(2H, d, J=7.8Hz), 7. 78- -

7.81(2H, m), 7 89(2H, d, J=8.2Hz), 8.22(1H, §), 12.42(1H, br 5
mp : 236-237C

# 239

M 3-(2-®| -4-(1-2 t B )% H )-2-8 % -5-(N-(4-%
oW OB R )R R OB R -3H-mkomE B [4,5-b 00w (240mg) BL
FLHABBER B REEEFRITHI-(2-F-4-2 F F &)
S2-H R -5 (N-(A-W 3 B OFBE K MR W OBE O -3H-mF e B
F4,5-b 1M uf (181me) 2 B & & & ,

'H-NMR (CDCLy : 0.88(3H, t, J=6Hz ), 1.22-1.66(8H), 2.43(3H, s), 2. 59(2H, t,

J=6Hz), 2.62(3H, 5), 5.55(2H, s), 6.65(1H, d, J=8Hz ), 7.02(1H, d, J=8Hz), 7.28-
7.37(3H), 8.01-8.11(4H)
mp : 162-163C

#2490

B 3-(4-W-2-" T B )-2,7-2 FH £ -5-((4-9 ¥ )& &
W WOEE R ) -3H-mk M B T4,5-b]-M of (500mg)Z W ¥ (5nl)
RERTHEKEMRASE =T &AM (123ng), K@ (109mg)

(R)-(+)-BINAP(8mRg) R = (= % X W 8 )= # (0) (4mg)
s FRO0C M M 30N EY . HEEEY M A K. AN HC]
Bl pld?, UG RFE (KB : BE=4:1)8 K, ¥
FHEUBGHNERARE, REAXKRBETE S @B
W, MAZE . MBA®RSN. BELBE. BERBRN,
N-Z B OB R B (12ml), M BO0CH i B & B A\ 8 K
(8.9ml), BMBHESWEBELR. BE R KK, HM®B

~-4056-

AUCGH R AL BB 554 (CONS ) AdMA ( 210X 2970 £ )



426666

AT
B7

DR F S Hom e g 3N

B R (06

gk 9 B A 3 3-(2-F| ~4-0Rog ¥ B )-2,7-= B %% -5-((4
SR OE )R B R B )-3H-Dk M B [4,5-b]-0H oFf (391mg)

B R, %
'H-NMR (CDCly : 1.65-1.70(6H, m), 2.42(3H, s}, 2.64(3H, s), 2.65(3H, s), 3.19(4H, t,?g
J=7Hz), 5.45(2H, s), 6.75(2H, s), 6.95(1H, s), 7.32(2H, d, J=8Hz), 7.86(1H, s), I
8.04(2H, d, J=8Hz}, 10.18(1H, s) i
Mass(ES]) : m/z 550(M-H) ;
mp : 190-192C A
&
w241 :
thHl 2402 H &k, BH3I-(4-12 -2-EF H)-2,7-= B XK
SH-((4-H X )RS BE R B OBE R ) -3H-0K M B [4,5-b] -0 g
(6006me ) R U5 Mk (191meg)®f 848 3-(2-98 -4-1E # % % )-2
T B 5o ((4-W K BB W OB ) -0H-1% BB

f4,5-b1-u g (78mg) &2 M 0 & & .

'H-NMR (CDCL) : 2.42(3H, 5), 2.65(3H, s), 2.66(3H, s), 3.18(4H, t, J=7H2), 3.85(4H
t, J=7Hz), 5.46(2H, s), 6.73-6.82(2H, m), 6.95(1H, d, J=2Hz), 7.33(2H, d, J=8Hyz)
7.86(1H, s), 8.05(2H, d, J=8Hz), 10.14(1H, s) ’
Mass{ESI) : m/z 552(M-Hy

mp : 235-237°C Il

1]

(r\%i”
S

o242

240z Fk, RM3-(4-BR-2-W ¥ HK)-2,7-— B %
=5~ ((A-F 3 )RS BRORE W OBE B ) -3H-Wk g Bf [4.5-b -0 o
(600mg) R /X %8 B BE I (206mg) o) 4 48 3-(2-%, -4- (55 @i
MR I)IYR)-2,7T-Z B E-5-((4-B X B BEKY®B
B Y -3H-BE M OB [4,5-h)-M uF (142mg)2 $E 0 &5 5 .

-406-
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B~ BRERHAA (4or)

'H-NMR (CDCL) : 1.50-1.60(4H, m), 1.80(4H, br), 2.42(3H, s), 2.65(3H, s), 2.66(3H
§), 3.43(4H, ¢, J=7Hz), 5.44(2H, s}, 6.53(1H, dd, J=8, 2Hz}, 6.70(1H, d, J=2Hz),
6.76(1H, d, J=8Hz), 7.32(2H, d, J=8Hz), 7.85(1H, s), 8.04{2H, d, J=8Hz)
Mass(ESI) : m/z 564(M-H)

mp : 210-212TC

& o243

hHleanz HFk, B 3-(4-8-2-F F H)-2.7-= ® &
S (48 X ) BROEEBE B OBE JL )-3H-mk 0% BF [4,5-b) -1 g
(600me) B o B8 o (148me)df B & 3-(2-8, -4- (1-8f 05
EIFE)-2,7-Z B & -5-((4-% ¥ VBB I W BE L )-31-
WE o BF [4.5-b) -0t o (195meg) 2 | 8 & & .

'H-NMR (CDCl;) : 1.98-2.04(4H, m), 2.42(3H, ), 2.65(3H, s), 2.66(3H, s), 3.27(4H, t

J=7Hz), 5.45(2H, s), 6.43(1H, dd, J=8, 2Hz), 6.59(1H, d, J=2Hz), 6.83(1H, d,
J=8H2), 7.32(2H, d, J=8Hz), 7.84(1H, s}, 8.03(2H, d, J=8Hz), 10.21(1H, s)
Mass(ES]) : m/z S36(M-H) '

mp : 212-214C

#l o244

hidl2402 k., HR-(4-B-2-E YW K)-2.7-= B &
SO ((4-F R )W B FR B OBE AL ) -3H-Wk % B [4,5-b] -0 5
(600meg) B 1-F W WF (154meg)®] 8 18 3-(2-4 -4- (4- 8 W
BE-1-B )Y HE)-2,7-Z F R -5-(4- B X EERS B L)

S3H-DK BB [4,5-b)-MbmE (41ine) 2 B & S,

'H-NMR (CDCLy) : 2.35(3H, ), 2.42(3H, s), 2.55(4H, t, J=7Hz), 2.64(3H, s), 2.65(3H,
s), 3.24(4H, t, J=THz), 5.46(2H, <), 6.77(2H, s), 6.96(1H, s), 7.33(2H, d, J=8Hz),
7.86(1H, s), 8.03(2H, d, J=8Hz)
Mass(ES]) : m/z 568(M+H)"
mp : 149-151C
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AT
B7

B BB (4ch)

BRIz H &, B3-(2-B -4-B i F & )-2,7-30-BK i
Bt (4,5-b1-0lt 02 -5-¥8 8 (250me) R (4- X )& B IZ (356mg)
A B3 8-(2-F -4-F W ¥ E)-2,7-2 B 3% -5-[(4-8 %)
B B W W OWE AL ) -3H-DK M B [4.5-b]-0l uE (234mg) 2 | B

% 8,
'H-NMR (CDCLy) : 2.42(3H, s), 2.50(3H, s), 2.62(3H, s), 2.67(3H, s}, 5.51(2H, s),

©.69(1H, d, J=8Hz), 7.08(1H, dd, J=1, 8Hz), 7.32-7.35(3H, m), 7.88(1H, s), 8.04(2H
d, J=8Hz)

#2406

etz h %, BI-(2-% -4-9 5 ¥ 8 )-2,7-30-0% wg
Bf [4.65-h)-0ll g -5-% B8 (260mg) R 1-/K B B B¢ (326mg)
AR E Y- (2-F -4A-BE WY E)-2,7-2 B OR -5-(1-7K B B

B BB RE ) -3H-DK B BF [4,5-b -0 0 (188ng) 2 M B K &,
'H-NMR (CDCl,) : 0.88(3H, t, J=7Hz), 1.28-1.48(4H, m}, 1.83-1.93(2H, m), 2.48(3H
s), 2.63(3H, s), 2.74(3H, ), 3.55(2H, m), 5.51(2H, ), 6.66(1H, d, J=8Hz), 7.03(1H,
dd, J=1, 8Hz), 7.31(1H, d, J=1Hz), 8.00(1H, s)

LR oA ZEH EBRLEAY R E S S A HFWEMNHcONP
-PRE(A A PDE-VIMM W F 8, TR B EH, TREE
e iEN, MESFRESE, TRV EEOHESER B
BmEHETFARERMUBBEOREEERHECEEESR,
BRR((IMERRK), ERBESE (WERRS#HEHE,
MRBEMHBHR, BRERSTHER., BR®KMMEXE
L. BHEERR, ERFH KX, " EHBERR, &
RwmHEOANRE, BRREERAEBE X%, H%-%?&‘ﬁﬁf ( w1
BB EZEEE, Rahson-Mendenhallfi , leprechaunisn
, Kohberlig-Dunniganff ., Seip#f , lLawrenced , Cushing

-408-

AR AR T BB 5 AEH (CNS ) AN ( 210229788 )

’

A

W ok )

i
A

i)

- N

Vi

S Rt

N

aul,

—————— e e

el —
v



i DR, SRR R BRSPS

4126666

Al
B7

A BRI (407)

L. WREAES) ZBEHEBRE, BHEE, & K&
ft, LEERER (BRLOE, 0ORBF) , s mEE (R
ERAMEFEFFBAUARAGREY)  BH®¥%E, BEKHMBE
BRUEHE, RBELE, WSRBAOBX, X hh#toOFB
mES%RS (WNERFEMEHRTL) , SERE
HFKS06, RAEABFFFSHLZ2ETR) ., BBV, N
FRE (SR HRAEHE) O XHEmERNEBH, Bd
BHEITEHE (NXERER, SBHE®RBHH®
Bz ®RW) O HESEF, @8 HB2L, BES, &

KR, BEEBR (MR BEHBER)  BE (NREHB
Z. . FMHEBEE)  BR, BEEREXPICAR BT K
B, BRR, BEWRE (MRTE, WME&K, AT BBR

AIDSY , ZHEEE% ., W &
OREEREKEF)

H

, B, KE, K&K F 5

b B A E KM B A B 208295/1997RK 114718/1998
HAuBAGHEABE,
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ASs
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W PXERHE (RNLLR: gERRLADREBEAR

AERALBR-EOTR (DBRBERLESY
RI-502-NHCO-A-X-R2 (1)
AARRIAGR, BR, RES ARTHEEFRRZBERER
 ER D BRI R, IR, 4 T-ZEEDRKKRER 2,3
SEXBISHE . IAHRE, &, SEMREY
HRRATESEERR 2%, gRBERY,

, CGMP-POR(A A PRE-V)HNHIiEH:, LHINBRBIEH,
YRETREE, NEFHREN,
TR ARMBMEER AR EEFEEZERE N,

HEREHAHEARY . BB S YY o] XK 06 e E

USE THEREOF

A sulfonamide compound of the formula (1}:
R'-SO,NHCO-A-X-R? O

% LHAME (#9224 SULFONAMIDE COMPOUNDS AND PHARMACEUTICAL

wherein R' is alkyl, alkenyl, alkynyl and the like; A is an optionally substituted
heteropolycyclic group except benzimidazolyl, indolyl, 4,7-dihydrobenzimidazolyl
and 2,3-dihydrobenzoxazinyl; X is alkylene, oxa, oxa(lowerjalkylene and the like;
and R?is optionally substituted aryl, substituted biphenylyl and the like, a salt
thereof and a pharmaceutical composition comprising the same. The
sulfonamide compound is effective for the diseases treatable based on their blood
sugar level-depressing activity, cGMP-PDE (éspecially PDE-V}-inhibiting activity,
smooth muscle relaxing activity, bronchodilating activity, vasodilating activity,
smooth muscle cell suppressing activity, and antiallergic activity.

AMKERAGR T BEEMAE (CNS ) AL (210297008 ) _,_

)

( im0 5 ol B (4 Bk B 5 )
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£ 871102458 "HEMBLAYREBHEAR , HFE
(884 12 24 HIETE)
NEHFHEMEE
lL—BuUX(HEBERLEYRED
R'-50; NHCO-A-X-R? : (1)

H &F
R'F Croft 2 » CosME - F o B E  BHRE ¥E
EENARUL-HFMAREREBRE CieiBEBR Crs b
£ RERECBRNUALER : A BEBEEE — 8
F2,3-Z & F U0k R o ok ne B ot v R . DK U B ML E
BEooomtm oo MR FHZRE . n
ﬂﬁﬂ%ﬁ’ﬂﬁlﬂ%g'r&ﬂﬂé':ﬁ&ﬂ%ﬁg'@ﬁ.&ﬂ%
WA “E M E - N E N ZE Bk
FEH Y ER R ORE . B MEEETEENRK L
Ciefi # R & : |
X BCG.cFREE EC..BREREE: A
Rlﬁ‘sﬁ%ffﬁm{’cuwﬁﬂ&ﬁiﬁiﬁé Ci.e 2 » Ca.6
ME > CoeRE - CLeliBE X QA HE FE B
M CishiZ »URIECroR - BHF - BE - Croff BB
E B C.eRBE  ZClefiBE - N-CrelfE-N-Cios
MERERE » N-Crofi B -N-TEHEE  C.hiEER%E
T EF e MBE FHEBMKEE TEHERE  C.EE
BE CGoREBMBE G RE &% 2.
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CleMABE  RC.BERBE - B C B P 8ME -
ME B Ciefid » FCroftH » F Co6BE > F Cis
SERE o N-MIRE -N-CrB M Crof B - B ool
Cief R B E + B Coohi CLefi % » FH CrsBE * Cioe
SRBE CloffE B CME = CLlil Cloft &
E CI R ClLeE B FHR Cie - B Cioli &
E BER Q. oRE Q. oBRE  FRE - Cio
RR ClLefiRE  F o E “BREBEE G %
B EEENAN M REO B E LR AL Ci
B BB EE S ORRE SKEE KRELR N
RIUClLoMERBHE : REEERARUE R 4-%
EXEENAUE®R  EDEERRRLE R X6
BEEABNALNR  BHRELENAL O E  EH

WS EE BN AL R REHAREEEN R B Cig
CE

M EFEMNEEE I HCEBERALS YR E® . B

R'B Cieft 2 > CrsBE ECeBE FEFENA
D—BHNAREES Qe ZE2R G BE - REWBEHF
BEOARALER  ARBREBEE RS -84 3H-0k w5
[4,5-b]ukog 2 » o " B [1,5-a)0k @ & - 05 % aE &
TH-T5 M2 - ZRF[bIk M ERFH (DI E > L HR
EATENARM 1~ 21 Cr.ebt &

X B Chsff it % H
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(D e ot ot ki e BBl O 3% )

S |



ﬁ_‘g\-ﬁ_#n}mi 1—1 :muﬂn%l?fﬁ“ﬁm?%iﬂﬁ

426666. | A8

7 A e E

RPEFELEDNAL —BRAEERE e EE  Caeo
B CreRE - CreBBE» FE - BWF » = Cis
B E S GehBE GeRERE > WE - K Cio
Bl ECefE G BEFE O EERE R
Crsfi Crsfi & FEH s E - E CiofE & Ciofi

£ F GQHEREVELRNANDR  BELE
BAMNRE: RA4A-FEFEMNADLER -

MEFEMN EEE LECEERLAYRAER KPP A

B O3H-E B BE[4,5-b]dt 0EE - IH-0 B E R F B ()
R REBRETEERARAURE B
RPEEEDNARALER  IXEETEBRDAL - FBRKA
EEEC.oEE - CeBE CahE Cei ®RE
FH O BR ZC.eEBE . GERE  Ciot & B
£ MR KGR FC.ohik FO.BE  E
Lol S E B GG REE  FE&CG.HEF
Ciol @ Crei B CreRER B 5 BTN LK
EREENARLER -

MEFRHEAGEEEIECEER LAY RER H P A

B 3H-ﬂﬁkﬂﬂ_’-‘5ﬁ[4,5-b]¢tuﬁﬁﬁﬁﬁu 1 ~ 21 Ci.s it &

ME A EE S EC R LA RER HT A
BOIH-m WAL LE CiofE &
'6.§Hﬁ3%$5fﬂ§ﬁ% SEZMEBEBEALAYRER K P A

.3

AR RAA AR IR (ONS ) AU (210297 K )

(v 2 s B A Eros B S )

S

———————— e —— ——



DR T O S o I e O e o S TR

4;6666 | A8

C8
D8

o W EARE

BB (DI M EIRAU 1E Cokt & -
ToEMBOR (DLW REBZ F &
R'-S0:NHCO-A-X-R? (1)
% o
R'E Croli + CoofB B F o E BHKE > EH
EERNARN —BRREZEARE  CLRER Cof
2 RMGEEBRNALER: A BERLES — B
& 2,3-T B E B O UEE o Ok U B off % B . oF R B ot o
oM S B A oEE o MG W E ER=WE > 5
WMOEE o WK EIKE 0 T % E N E R
N L L L R R LTI YIRS
HOP D E R M0 B Ok B o B M E W (TR OB AR L
el ERE
X BCofE GG HREEREX: B
RREFECENAN ~BRARELES ClefE  Cos
B GoE CLoBBE  QotEE FE -
WC B HE IR Gl R MK BE S CoR BN
£ B Gl ME = Gl BME » N-Cloft#-N-Cig
BEREBEE - N-Cooff % -N-FTHME  Cl.ofMBERE
CE Gl REE FRMBMKE THEE C.oRM
MK > CMEBMME W G RRE AL BE.
ol ABE BCOHEABRE B BHEFEE -
WHE - B Ciofi % EC B FCaME  F Cuoe
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AB
Bg

D8

- WS AR E

pEEE o N-BIEE - N-C.e BB Cr.e R & E » B Cs.6 b
Crefi B2 B CefE CretE » R CisfE & - Cis
BRBE Cielf 2 B Cefid » = Cr.s BB Cr.o bt %
P Ci e B Cle B BRI E Y Clait &
B oOMES Creft B F Cis W E» FRE » Cis
R E Cref B E K C.sRE —BBERIEE Gt &
R EAENRLRSEEHREEZELBERNMAL Cie
‘RE’%ﬂﬁﬂiﬁ'w&ﬂﬁi’%w&ﬂﬁg’w&ﬁﬁﬁﬁm
R B Ci.s Bt %&ﬂ%wﬁtﬁ EEALENADNER  4-F
EXEENMAUERE  ERELBENARUER | FHE
MECERALRS:E  BHEFSEDRANE R X
EEREEACENARDLE R RFEHAKRESE WA B Crs
E . b I |
(BRI aTRAEHE
R'-S02NH: (11)
EHdhgareasnt  BX(IINHLERAEER
ERRBTEYREH
HOOC-A-X-R® (111)
FEETHEIAI(NHLERED
R'-SO,NHCO-A-X-R? (1)
EbPEmMmERMLE -
s.— B ANHBMBEHMS (LEREFEETA ﬁ%ﬁﬁZﬁ‘ﬁ
HERY  HAaNeFHENEERE | BEEBEBRLEY
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A BB (209)

'H-NMR(DMSO-d,, § ppm) : 0.80(3H, t, J=7.3Hz), 1.18-1.26(2H, m), 1.29-1.35{2H,
m), 1.60-1.67(2H, m), 2.67(3H, s), 3.48(2H, t, J=8.3Hz), 5.70(2H, s), 7.14(1H, d,
J=8.6Hz), 7.33-7.36(1H, m), 7.83-7.86(2H, m), 8.07(1H, d, J=8.4Hz), 8.33(1H, d,
J=8.3Hz) -
IR(Nujol) : 1738, 1694cm’™ .
Mass(FD) : m/e 496(M+1)
mp : 168-170°C
Wa7-2

BH 12 HE, BT-BE-1-(2,4-Z FF £ )-2-0 %
4 CTH) -mE % BE B (0.36g), N,N'-3 B — Bk M (0.32g),
DBUCO . 3ml) K ¥ B B M (0.31) T/ B T- (X HEBRE
BE B )-1-(2,4-Z ® ¥ % )-2-8 F -4(1H)-0 P8 B B (0.5g)
ZH B

"H-NMR(CDCL,, 8 ppm) : 2.66(3H, s, 5.68(2H, s), 7.11(1H, d, J=8.5Hz), 7.31(1H,
dd, J=8.4 and 2.1Hz), 7.61(2H, t, J=7.9Hz), 7.71(1H, t, J=7.5Hz), 7.80(1H, s),
7-84(1H, d, J=2.1Hz), 7.94(2H, d, J=7.9Hz), 8.03(1H, d, J=8.2Hz), 8.29(1H, d,
J=8.3Hz)

IR(Nujol) : 1735, 1698cm™!

Mass(FD) : m/e 502(M+1)
mp : 214-216C

48

1z HFHk, BT-BE-1-(2,4-— B F &K )-1,4-=
W O-2-F 0T D OWE /20 BE W (0.1g), N,N'-3 K — B oM
(0.122g), DBUCO.11ml) R ¥ B EE K (0.113g)7 8 18 1-(2
A B E Y- A --FE -T-(I-E B ER R R
Bo)-mF %SRS (0.075g)2 8 B E SR,

-311-

AU R R BB ALA (CNS ) A4BLIS ( 210X 2970 £ )
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NEHFHEMEE
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R'-50; NHCO-A-X-R? : (1)

H &F
R'F Croft 2 » CosME - F o B E  BHRE ¥E
EENARUL-HFMAREREBRE CieiBEBR Crs b
£ RERECBRNUALER : A BEBEEE — 8
F2,3-Z & F U0k R o ok ne B ot v R . DK U B ML E
BEooomtm oo MR FHZRE . n
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FEH Y ER R ORE . B MEEETEENRK L
Ciefi # R & : |
X BCG.cFREE EC..BREREE: A
Rlﬁ‘sﬁ%ffﬁm{’cuwﬁﬂ&ﬁiﬁiﬁé Ci.e 2 » Ca.6
ME > CoeRE - CLeliBE X QA HE FE B
M CishiZ »URIECroR - BHF - BE - Croff BB
E B C.eRBE  ZClefiBE - N-CrelfE-N-Cios
MERERE » N-Crofi B -N-TEHEE  C.hiEER%E
T EF e MBE FHEBMKEE TEHERE  C.EE
BE CGoREBMBE G RE &% 2.
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