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FEAEACE B 4 T 69838 (9 BAE AT F AR A, ] okt BEAL A (450
i E. S/, RAHAT). BBLF P, o/8. 8ies)
F.

CEHEEARTUARRCE. RO, Tl BEEF.

B Rl g wREr PAT, tldek, B (6l TE, 8B, I A
¥l wa%kvd., iR, X, —ATK. £4. NN-— W LW
e RAEAT KB A A B EA R A %96 A HER XTG4,

BB R Ry, R85 AEAH E R T ki,

7 3% 10

e (I-1D XA L T d#d (I-10) XL 54059 (0 X
HERBHE.

BRETALSF% 3 AR EEme kA, ARFAGEAN. A
BEMBlezd., REBESE) TLAE £ 3.

ik 11

featy (1-12) R Tl 40469 (1-8) R L & 544 (XD &,
L ERFHE.

Bp ARk A AT AT, Pl (¥ ody. 47%]. BILE
[Fldedt. 455]. MM EAD R DB X BB 2 ks 5.2k,

BRI R A2t BB B R Ao B B AT, ek, ok
. B(PleTE. ZEE]. LK. wESd, NN-_FATEE. &
B, 2-TERE R . ot i XD REEGELT, ©
BT RAEE A

BEBRERZREN, R FWEF LA E kT o 47.

BEREF, £ 1F/XK 2 4518H REIKGILEY (1-12) THRIEL
BEHFD. ZHAOGEERALXBEGREAA.

F ik 12

e (1-14) R E & TiB it 0% (1-13) 8938 B4 &

F R A FIE R AR B AT

THTRFERGEEGERMNILE (Hlmsh. B, X344
ot [Flde RACH. LRET ] PHENALIER (Flo T, 8. &
B, Z AL, AWRESE. E&. ZEREldal,

A THRAOE RS SERANTFRS, Fled s [vlde, 4.

26
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ME. AisF]. ELH (Hede R, Adtde. B/ /8F]. 4B
(Bl %3k o948, AR, FAKE]. SEAHN [Hf k4. TR
BF]. RBAH (e R, TAKTF]. BEALHN [(HERE. F
P48, Ullman 485 ] 4.

GRS B EA RA F R 6y RER AT, #Bidek. BZ[4)
A, LE., ABEF]. NN PATEBERCNGRSW. i,
ELrAENFERPERNGBRREBRN, SNETREEMN. B4 £
BAERFEAGGZENTURZLEEN L CEFREN, Fld
B, o, WERHRWMFRLCNGRESY.

ERGREBRERREFEN, RPBFLEA ZBHTHAT

F % 13

B AR4ba 4 (1-16) R A 2 T4 (1-15) R AL &5 E B AR
B &

SEHERANTAZAALBLEY [l oEiiese, HZRTHEA
A F]. MEALY [(Fl W AALAEF]. S [(Fle FRmEe s
¥.

B EBHEFRERFHRHT, Sk, BRIV, 8., 58, }
AREE], . L. @A R R E A R A A el A AL H X
bﬁ]ff‘ﬁ/m #J

BRESERZKXGES, BB F LI EmE TR,

7 ik 14

ot (I-18) R E L TBd e (I-1T) XL EL FRALAL
s -2

SEMFTREAMNTAZ NN-=-F A 98 5; (CH)N =
CHCI - C1,PO,” (AT 49 Vilsmeier &4, @i N,N-=F X PEi5 B8t
A RAFREHE)F.

PR HEZNN-ZPEATYEEN, oK EER, FlilsR
KR [Pl w ET R, ZABRIETFELE TR,

BRp#EEEERN PR, Hld ol wa%HH. N, N-—F 4L P&k
B, —8¥Vk. 835 RAFTTREREEAFRANBRAGEECHENER, E
M6 7e-4.

BB ERR RGN, R F AN E ik FIT,

27
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% 3k 15

et (I-19) XA LT TE AW (1-18) X E A TRAAR S
4.

FHARBETRAAABRAG TS ERT. SEHREAANT
RS AR, #lidHatBRl (Flishes., HHARYE). T8, 4
A AFTERE Bl eI EAXTER. M-RTAETESE). J4847.
cromic. KA BT

B F EFHEMNTRT, Slok, BATFE. 28, F&
BE]. waSEwW., K, —2¥K. 8Lk, &fF. NN—F i
VB, N N-=— 9 LB AT © T B R %A R H) % v ) A HLiE 7
HeEeMNREY.

EXEEHP, FREMTAES KBRS HFEA.

BB B BEREREN, RAEEE LRSI E MM THAIT.

7k 16

et (1-20) R A L THEiL oW (I-19) A EHE X EATE R L
FEEEP SR )k E

SEHIES M (I-19) B EEFHATES TULRE (B i, B
BEF1E.

SN EACSHTALE [l PE., LA, 8. FEBES]. %
B, AErE.

REBEEFTRERNFHAT, Flolsk, R L, —oZ5 AT
EECEBERRHNBAGANEMNREMNGREH.

o, ELEBEROSHEREGE LT, ST HEEA.

B SRR, BRLEE EA I E m# T 4T,

AR T Hed (1-19) L35 8RB X AN, REHKEELIER
RGEEMAELETHRT. GEGAMNB TR E LE F ik 4 PEHIHLI
A, SEEASR TR X F ik 5 P2 p] 5L 65 TR b,

7 ik 17

a4 (121 RE & Ta@ 044 (1-19) R E % 5FE B H R &5
&

SEMERATLRAAEILEY [(Hmaibide, =R TAL
REAMHF]. MAaid [(Flemii-— PR, MAKAE]. B

28
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B4 (Bt B4 F 14,

BB EEFRAEMN TR, ok, B(VER. 0B #HE. F
REF]. 5. L8, BRI R R R RA G RN,
I8 RaY.

B ERZ RGN, BB FEAN T M T iT.

Z % 18

a4 (1-23) A Tt 424004 (1-22) R & 2 Hibs] &

MALEF TR A FARCHARAT, FleBE Bwi. £F).
ZRALEE (Flde Z BB, = RALBEE). A (Flde AEE. £
MALBEE), BB A (Pl =R, BBPE). PRAAL (4 T
A BERBEF). EME (FlEati. FAEE). ABE (Fletmn
£F). R AR BT E,

&ﬁiﬁ%ﬁ%ﬂiﬁ%}%&ﬁ, BlimK, BE(Hl e PE. LB &
BF]. X, o3k, NN P AFPEE. Wit —R7RE. —4
Li., A5, TRABEMECTEBERRASBAGHEIERNK S
wne.

B EERAE RGN, R ALK E BT AT,

319

P (1-24) A A &THIELEH (I-23) XL s m i+
(XID) B 5% 4.

EB BB A k3 TR 6 R AR A PG A T oh 4T

BB EEFREMN TR, ok, BHlePE. 0B F5&
BRF]. waekvh., T, PE. NN-Z FH P S AT EC A
EER RPN E e BIER X ENe 04,

RO JE R KA, RAEBEEANERITHFT.

F ik 20

S (I-25) R A & TR L4004 (1-24) 2 L BB AT B 5 4
&.

BRI BLE A B AU R SRR, BLESR BT iR 3 F
FHI LA AR AL Tb4T, ABBARE AL TS RGBT L L
DU A AER, Bl BB, HLBE. BiR . LERE,

REBEFLEFREN PR, vk, B FHwPE. 08B 55

1%
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¥l waRW., Dok, X, ZFE. —HFE. £4. NLN—
TR BB S AEFT R T R B R A R A Bk 6 AL R T A8 R
.

B mBERTRGEN, RBBEEANEEMT AT,

7% 21

o4 (1-26) XK TR H (I-18) R EHE BB A 5 &)
&

ERBEBFEADS, BB K. BRFEE PR, — Tk,
W), R, FRAUREHFET#AT.

BBBEAEFREMNPHAT, ok, B[H 4P, LEg, &
Byl wEskwh., Dol FE. —LFHR. &4. NN-— W AT
e AT R B EA RAN YR HIERN RS RH,

B ER KGR, RRBE A EmM T 47,

F %k 22

Wat (I-28) AL ETBEELAH (12 AL LEEEAL LA
# &,

% BCRL ST A S 117 0 AT 648 R 5 ik 3 3t KA 5 ok AT

ik 23

ot (1-29) KA T@ E it o9 (1-28) R & 2 5 1L 4% (XIV)
B_R ) %

ERRL T A B 119 b AT 65 AR B 5 sk L A R ik AT

7 ik 24

HAr4L-8-2 (1-31) S 3Tl xd 55 A4k &4 (1-30) & 2 2k Fedb &8k
(XV) K H 4 %

BB T i de Mitunobu ROF X, &6 5 k47, % B S4E ik
TES (R A BR LR (Pl BE 2R LB =B X
EFRAB (Wl e Z X)) A T b4y,

BRBEEFRERN T, Fiwikah, 28, P, -4
The. RAF. N, N-Z W5 P BE B 5 AL 4T 28 2 B 7% A R A 1 69 A
BER X ECMeGRASY.

BORL R JE AN R0, BB 45 A3 £33 T uh 47,

HMETEL, TAFTRAEFT ERAR SRS P HALRASE EIFHd
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Y, FEALAHE G,

od (. (I-1)-0-31). QD). II-1)F (I11)- (XV) 85 4 & 84
FTREHE (1) PEFBLA G LR,

B (DXETHRNOLAABZEEA G =Bl Mg iB
BRI (F AR SRS-A) HA AR WH Mg EW, TH FRB /X2
AKX UL R R E, ERKHEA TRG /R 2 5%%. Fk
B.OFX. RAEX BE. %L, BBRE. £¥% %, Bk, £4m
BFm, WL (Bl et SOk £ F ], kBN, SMEEBR. KBRS
Z2F. RR EBX BF. ASHBAEXBER. BEREEHERE.
KEBEFI. BRASREBGESRE. HABMHIKE 2E. Chrohn’s & 5.
BR Bl A XF). Fkm. Hxm., BAE.

AL B ARAbS (1) R, o TS (D) ARG LE

H-G =% D, o4 b

(1) K37 %

(a) BE#] 5

i@ it 4% Kl Polytoron(Kinematica) ¥ A4k 20 2% 4m ok © 58 29 8,
U937, #& 5mH Tris-HC1(pH7.5) F#.4, ¥4 % 5. (1000xg, 10 £-4F)
Alpkam g at e, # LR E o (36000xg, 20 £-4F) w4 & Ak, 3%
HREFTE A% GoM Tris-HCl pH7.5) %, AERAEH Y EHY, B
(36000xg, 20 4-4F) A F A sk, EASHEBEESY. EEATEEAY
N A T-T0C F.

(b) ¥ “H-& =¥ D, 254 F#l # B

HoheymBie s Mgk, KEA33%% 1(10mM Tris-HC1 pHT7.5,
10mM FAL45, 10mM R Ab4, SmM F B R B, 5mM HRE). 440 KB
T, A CH-6 =8 D,(0.3nM) HH A 1 Pl 500 A B LA
Ji 100 f7FBER M A 25C 333k 30 44, i AF Whatman GF/B it &
EHHTIEA N dml kA Fred4E 4% (10mM Tris—HC1 pH7. 5) ik =k
Miardy H-a = D, VP4 8440 2h, EHFRELTLHE 1M G
EH D, AT HES. AEseyilE 8 B et E 0% &R IR Bt
# % (Packerd TRI-CARB 4530) @) .

(IDRXBER
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XEe

( E 364 2 ) ICzy (nM)
51 <5
22-2 <5
22-16 <5
22-23 <5
22-24 <3
22-27 <3
28-3 <5
34-3 <3
34-5 <3
34-8 <53
34-10 <3
34-11 <3
105-1 <5

ABITRAE, AEXRGLEH (DAL THERAGETUALFEHESZE
P58 —F LA TH RO HEKR, Al Tor., THIRT
F(RE) L HGAMRAIE R, F BRI BT 69 23 H4 7B X
A, HHHRNTUARKE. AR, BREAL. BEH. A, 2%, &%
. BAR. BARA. FaH. BEMN. LN, BF. BREE. »F
g, AXERMPTAIEN. BEIN. HEXALLA. BAHRT
CF R A,

ZAALSH (DN W REE LG FBPnk T, 24 0. lng.
lmg. 10mg. 50mg. 100mg. 250mg. 500mg F= 1000mg &5 -F L H ETH
%&%ﬁiﬁﬁﬁ. BETHERELH 0. lmg/AE XL 1000mg/ 4k £ &
¥.

e TFTHERATFHEL:
Me = Fi
Et = i
nPr = @FiE

iPr = Hf&ak

32
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nBu = FETH

tBu = ®&TH

cPen = IR HK

Bzl = Fx(

Bzh = =—%X9H

Tet = 1H-vwgwd—5-%

Ph = XA
-4 T B &Pl Fo L LR A K B,
Wa&H 1

1§ 3-FEHA-5-F K=k (0.50g) . &8 (0. 44g) & 2.8 44 (5ml)
KRSWETR (5n1) PHRHE 2 i, RELARLSH ¥ A LA
(2.5m1), BEAEARR 0.5 8. ARG, HAHIEMBAKLK
FRLBLEGERR, EXEREMBALE, ERAKMERELR, AR
BETERIBEEZL. FIANBELWAARESG ELs5iL, BLBLE
Fo RGO RAWER. SH4H Ao aitEsy, XERSEET -5
A -5-9 L vi| v (109mg) .

IR (CRAKGH): 3250, 2200, 1520 cm-l

NMR (CDCly, &) : 2.48 (3H, s), 7.15 (1H, d, J=8.4Hz),
7.37 (AR, d, J=8.4Hz}, 7.36 (1H, s), 7.69 (1H, q,
J=2.9Hz), 8.7% (1H, br s)

A 157 qem) t

# &1 2
AT EMTHEN 1 895 24680 T,

CN
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®WEF 12 13 L1 99 ¢ 3

2-1 cl H H IR GR4KGHE : 3250, 2200, 1520 cm—l
NMR (CDClz, 8): 7.30 (i, 44,

J=8.7, 1.9Hz), 7.41 (1H, d,
J=8.7Hz), 7.70-7.80 (25, m),
8.77 (1H, br s)

B#& . 176 (M)

2-2 F H H IR(G#&4EEM): 3250, 2200, 1170 em-L

NMR (DMSO-d6, &): 7.15 (1H, ddd,
J=9.2, 9.1, 1.9Hz), 7.42 (1iH,
dd, J=9.2, 2.5Hz), 7.58 (1%,

dd, J=8.1, 4.5Hz), §.32 (18,

si. 12.31 (1H, br s)
A . 161 (Mem)t

2-3 H €l H  IRGEKEE): 3250, 2210, 1170 cm-t
NMR (DMSO-dg, &): 7.26 (1H, dda,
J=8.5, 1.S%Hz), 7.63 (1H, 4,
J=1.5Hz), 7.65 (1H, 4,
J=8.5Hz), 8.31 (1H, s), 12.31
{1H, br s)

%2 S (M)

#&# 3

HA-RTEXELESM G.00) mAEBRMRER T, BEWA
CRLUERR. REHRARE TR, BEAKRS --RTEALELAR.
L RAFH 65 B (4. 2¢) Fe B B T 85 (3. 2g) £ (T0ml) 69 B4
E%%@%Tﬁ#2¢ﬂzﬁ¢#5,Eiﬁ%%%*mAﬁWiﬁﬁ
EX(Toml) P95k, REWELBEDATHRE 2 M. fAdde, i
BEBEBEY, BEXBER BAWEBREARER OB LEZ
Wi, LRUBERMGKAE ARKRETHRASERL. B30 E
RURMBRAEEE L, ALRLEF ECLENREY R, SHh
ABRALSHOBS, BEXRGEFD 5-RTASE 2-% 8 05
(4. 00g). :

34



nnnnnnn

mp : 109-110°C
TR a4k B 3230, 1690, 1530, 1520, 1460, 1320,
1250 cm t
NMMR (CDCly, &) : 1.41 (9K, s), 1.45 (3H, t, J=7.1Hz),
4.a0 (2H, g, J=7.1Hz), 7.18 (iH, m), 7.24-7.45 (2H,
=), 7.65 (LH, d, J=0.8Hz), 8.%4 (lH, br s)
B#E . 246 (M+E)T

HE&H 4

¥ 5-RTESR-2-XMRTE (B.09) M IN KfiLAZERET AR
wh (20ml) o P8 (10ml) 9 RS EMN F 95 £ 40CTHHE 5 I H. £
EEMNE, B KERARHERRL. 2L BEKEFIGLE, A
KFEFFEH 5-BTEASR-2-5888 (2. 47g).

IR CA4KGHEE,: 3350, 3100, 1680, 1520, 1460, 1320,

1250 cm 2

NMR (CDCl,, &) : 1.41 (SH, s), 7.04 (1H, d, J=2.0Hz),
7.30-7.40 (2H, m), 7.38 (1¥, s), 11.56 (1H, s),
12.80 (lH, br s)

g ¢ 218 (M+H) T

#&# 5

¥ 5-BRT A% R-2-58 (2. 3g) =A% (0. 46g) £ Ek (20ml) F &9
RS 220CFHHE 1 . EAHE, AARSMHAFRERPTE
Z Sk LRERARAALERERI A REREAERP LKL,
R TRABEEALFE 5-RT A% % (2. 10g).

§.49-6.52 (1H, m),

NMR (CDCLlg, &) @ 1.3% (3H, s)
7 7.34° (24, m), 7.64 (1H, s),

5.14-7.17 (lH, ml. L24-
g8.02 (1H, br s)
Fk - 174 (eE)”

&bl 6
kAP TE 10 54N F AL FRAES (Inl) B3 5T
Ewlwg (2.1g) £ (15nl) PHENFRY. AHEAGERETHRS 11 W

35



B, ERAWFRA NN-—94 FEk (Inl) £ Z 8 (20ml) F 8 5%,
BEWESOCTHRY 1IN, (A sgRSWHMAKRKAY, ALBRLER
B, RERBALKRE AARETRABREERL. FIGRSI AR
BEE# LML BLRUEMECKGRSBAENR. 244484k
SWei s, BERSAH - T A-3-F A% (1. 20g).

mg : 185-187°C
IR &AEBH . 3250, 2200, 1520 cm 1
NMR (CDCls, &) : 1.49 (SH, s), 7.42 (2H, s), 7.71 (1lH,

d, J=3.0Hz), 7.74 (1H, d, J=0.7Hz), 8.88 (lH, br s)

FiE ¢ 1se (M+H) T
wMEH T
38 3L E AR T 5 & # 6 é6725£3 1& Bl GiE dg ek F & T LS.
r CN
BEP al2 e w R E
T~1 iPr H H mo 168-161°C

TRGEMGEE )T 3250, 2200, 1320,

1460, 1420, 1380, 1240 cm™*
NMR (CDCls, &) 1.32 (8H, &,
J=7.0Hz), 3.05 (1H, seot,
c=7.08z), 7.22 (14, dd, J=1.8,
5. 6Hz), 7.40 (1H, d, J=8.6Hz),
7.61 (1H, 4, J=0.8Hz), 71.70

‘1H, d, J=1.8Hz), 8.87 (lH, br

Bk . 185 et
7-2 = H Me mp : 173-178°C

TR GHEN) - 3250, 2200, 1325,

1260, 1440, 1380, 1340, 1330,
3

1230 cm -
NMR (DMSO-dg, &) @  2.51 (3H, s),
< .06-7.18 (24, m), 7.48 (1,
4, J=7.1Hz), 8.26 (1H, d,
J=3.1Hz), 12.22 (1%, br s)
i 157 e
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#W&EH 12 13 e
7-3 H Me = mp @ 145-150°C
IR(RARGRE) 3250, 2200, 1530,
1500, 1450, 1410, 1360 em !
NMR (DMSO-dg, &) : 2.42 (3H, s),
7.07 (1H, dd, J=1.0, 8.lHz),
7.34 (lH, d, J=1.0Hz), 7.52
(14, d, J=8.1Hz), 8.18 (1H, &,
J=2.8Hz), 12.05 (1H, br s)
B . 157 (M+H) T
7-4 CFy H H mp : 163-1564°C
IR(ERARGH:) 3200, 2210, 1620,
1600, 1510, 1450, 1430, 1370,
1355, 1340 cm 1
NMR (CDCly, &) 7.59 (2H, s),
7.86 (1%, d, J=3.0Hz), 8.09
(15, s), 9.06 (1%, br s}
J& 210, 211, 212
7-5 OBzl H = mp : 158-163°C
IR GRAE G 3200, 2200, 1620,

1580 cm™*

MMR (DMSO-dg, &) S.16 (24, s),

.99 (1H, dd, J=2.6, 8.8Hz),

[0)Y

7.18 (1H, d, J=2.

7.51 (8H, m),

J=3.0Hz), 12.0
B . 245 (MeE) T

~ o
i
e
o)
B
0

37
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W&EH g2 13 14 By 20 ¥ 3

7~ H CMe H mp : 189-190°C
IRGR4KGH) @ 3250, 3100, 2200,
1630, 1580, 1530 em~!
NMR (DMSO-dg, &) : 3.80 (3H, s),
6.88 (lH, dd, J=2.2, 8.9Hz),
7.02 (1H, d, J=2.2Hz), 7.50
(1, d, J=8.9Hz), 8.10 (iH, d,
J=2.9Hz), 11.97 (1H, br s)
Mk . 173 eyt

&5 8

¥ 5-FRA2-HAEXAZS 4. 0g) kAl (0. 6ml) & 5 7% 5%
(40ml) PHOREHAERATRIE 1| £, LB REBREENE, 737
ORETHEBRTLRLE®. LBRLUSRBE IR ARABER SAKREE.
KAk Kbk, MARETRFBERERS 5-FTaE-2-HA XL 2
B 57 F AL BS (4. 20g).

mp : 143.0-147.8 °C

IR GRGH) : 1740, 1620, 1600, 1510 cm™ !

NMR (CDCly, &) : 1.23 {6E, d, J=6.9Hz}, 3.96 (2H, s),
.00 (1H, sept, J=6.9Hz), 5.13 (2H, s), 6.87 (1H,
d, J=2.8Hz), 6.96 (1H, dd, J=3.0, 2.8Hz), 7.34-7.43
(SH, m), 8.18 (1H, d, J=2.8Hz), 13.68 (1H, br s)

B ¢ 330 (M+H)T, 288, 270

w & 9

£ BOCTH 5-FRA2-MAFLA LR FHAR 4.20). &i64
(0. 42g) F= 4k #r (4. 2g) 42 Z. 8% (20m1) = K (10ml) 4 B2 2 H) 65 By
BH 1.2 hH. EARE, WAERSHIE, AERBER AiAW
LK Fe 0B T8 = J5) 4 B2, LRUEBEREARSE, MBAKELETR, #
BEAEGE 2-8A-5-FRARA L85 548 (3.99).
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#HE&# 10

7847 (1.34g). 2-RAE-S-FAREFE LB F ALK 3. 90) T H
(4.0g) /£ % (40m)) ¥ #9R4A4h & 80C T4, &£ 30 45, £ 15 &
HALARLS W TR MFEE Q. 3g), ReRSHAMPIGEET R 4
W, EdRE, TERRERPARLE BERSFER. HAAHWER
E%?E-Xuﬁ.& (0. 5ml) #9 5% 7% 8 (30ml) ¥, R4% 4 80C T HH 3 o,
EAFETRE, BITEKERINGLL, AFRASRREFAT -F
igﬂmlémyﬁ&%ﬁgﬁuA@.

IR GRIKGHE) : 1740, 1620, 1600, 1510 cm ™t
NMR (DMSO-dg, &) : 1.35 (6H, d, J=6.9Hz), 5.18 (2H,
=6.9Hz), 7.17 (1H, dd, J=2.4,
$.0Hz), 7.32-7.50 (1, m), 7.38 (1H, d, J=9.CEz),
13.77 {(1H, br s
M ;. 311 (M+H)T, 2863

s), 5.20 (1H, sevt, d

A4 11

AXABRTH 1-ZE--G-—FRAREEFHA) F4— 2K (5.87ml)
A A-F A XA LM (5.0g). L& (1.84ml). =T & (3. 73ul) f» 1-
2 R E =R A (40, 4mg) £ = E T (50ml) F oA, KR
LA TERTHEIR. ABIAREARLIENE, FHNARSH LKL
B LM LB H5E. AWERARERAMKER. Kk Kkik,
RABRE TR, FRAERSE. ZbohsaREe#E Rk, A_RAFR
Fe P EGRSWEN. 4R BRALSHEBs, RERERE 1-L
Bt -2-(4-JF @A EA) B (3. 00g).

mo @ 118.7-118.7°C

R (atkGHE) :  3350-3000, 1650 cm™l

NMR (CDCly, &) : 1.20 fﬂ 1.22 (6H, d, J=6.9Hz), 2.05
#+ 2.11 (3%, s}, 2.83 (1H, sept, J=6.9Hz), 5.74
F 6.10 (6H, br s}, §.6%-7.40 (SH, m)

FiE o 193 (M+H)T
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#H & 12

# 1-2mE-2-(4-FRAEL) B (2.95g) . AR (3. 49g) LB
#(14. 32g) 4 A IN &K %% (15. 6ml) #57K (50ml) o5 EF Rk £
100C. Ay axad, EARRAGWTREAFMASAEETR
(3.04g), 4k 100CEE 10 54, EAFEERE, RABEMEF
i, BIANBALAHR LB UERR., AIERKAK, dARRE, A
B TRAEERSE. A4WRATEKEEE#E %L, A-RTRAP
WHGROWER. SHSHBAEAASHaES. RERBHFE N-L&
AR AE-4-Frai-HEAN-TBXRXE(2.89).

me 113.5-115.5°C

IR Gtk iz @ 3600-2500 ca t

NMR (CDClsy, &) @ 1.20 (6H, d, J=6.%Hz), 1.36 (3K s),
5 87 (1%, br s), 7.10-7.40 (4H, m), 7.50 and 8.04
(14, br s§), 9.08 and 10.03 (lH, br s)

Fi& . 264 (M+H)T

& 13

£ 55CH N-CmERE-4-FaA-HA-N-TBEEE (1.87g) &
WmAKABR PHEASERSHEME 85C, AHRAETARE 15 4.
EAdE, HERMAK Q0 P, FEWEFREA 3.5 hr. R
bk, AAFFEisf LTRGBS HHEFE 5-FRE-1H-%
-3,

mp : >230°C

IR GE4kp&l) : 3400-2300, 1700 cm™t

NMR (CDClg, &) : 1.26 (6H, <&, J=4.9%Hz), 3.04 (LH,
sept, J=6.9Hz), 7.36 (14, d, J=8.7Hz), 7.57 (1H, 4,

J=8.7Hz), 7.89 (1H, s), 13.68 (1H, br s)
F# . 205 (Mey

C11H12N202 i?-‘ﬁ"ﬁ'
i H4E: C 64.69, H 5.92, N 13.72
S E{E: C 64.46, H 5.99, N 13.62
W& 14

<0
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W 53t AE-TH-%I -3~ & (1. 44g) # KK (2 ) £ F 5 (20n1)
FTHREGBEARS | X. A AL I EMNE, WA AERLEHE
ML 8. LERLULERBRMWEARKBENAKREE, KoLk
#, MBERETRFRERFHS 5-F F A -1H-v3| ok -3- 5 B P&y

(1. 39g).
mp : 143.0-147.8°C
IR GREEGHD : 3400-3000, 1720 cm-l
NMR (CDCls, &) : 1.34 (64, d, J=6.9Hz), 3.09 (1H,
sept, J=6.9Hz), 3.C7 (3H, s), 7.38 (1H, dd, J=8.7,
1.6Hz), 7.86 (1H, &, J=8.7Hz), 8.03 (1H, d,
J=1.6HEz), 13.68 (1Z, br s)
HKi& 219 (M+H)T
#H&H 15
REEMTHES 14 685 28350 Fibd,
1H-v3 & —3- % A% F 8%
IR (kMK , : 3230, 1580, 1585, 1450 cm™*
NMR (CDCly, &) : 5.34 (2H, s}, 7.25-7.50 (7€, m), 7.72
(1H, d, J=8.4Kz), 2.17 (1H, d, J=8.4Hz)
# & 16
H3-FE A R-5-% 8 (3.47g) . H MM (1. 97g) fv B4 (2. 41g)
A 8% (30ml) Py RABHEHE 12 W, RELEBRESHF AT B
(15ml), REBEEDATREE 5 M. AAHE, HEEROWTE, &
BERXER. EAPDTRATE, BRBEERERAY. E_S95

(20ml) ¥ &4 LA FF B 6 KA F I E 5B (8nl) o V2 N, NP &
o, EXRTHRHE 2 106, RAEEZLXRERAY, Red AP
bR, SFR RS, BV EER I AKRERF LR OB N SR, 2
MLEEMEKREE MARETRASERL. BGARLAHtira
BAE#ERL, ALRLEREGEORESBE. 2F4% 8 imid
WS, R RAATE] 3- 5K v k5% 8 T &S (2. 87g).
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IR GRIEBH> 3250, 2200, 1720, 1690, 1620, 1520 cp-l

NMR (CDCls, &) : 3.89 (3H, s), 7.66 (15, d, J=8.6Hz),
7.90 (1E, dd, J=8.5, 1.5Hz), 38.2¢ (1€, d, J=1.6Hz),
8.42 (1H, S), 12.60 (lH, or s

A 200 (M), 189, 121

wWas 17

Ak B4 F B # CRTE-2-G-FHEE kw2 £) &b
(1.83g) Bt X 2.8 = 7.8 (1. 53ml) £ vy E %% (10m1) fo N, N-—F 2
?&&umnﬁﬁéﬁﬂ?%%%ﬁ.&mﬁﬁﬁ,Eﬁéﬁ?mAa
T, AEANZRETHE 1 8, HRAGRESWBMAKRRY, A
LEMUBRR. FHER # AR %, AR TRAEERZFI 2R
. i&%%&&&@i}%%%, RURFLRLUEEG RS WERK, =
%@ﬁﬂﬁ&%%%%%,ﬁE%ﬁﬁﬂ@%&D%#&Tii%ﬂ—
A)Efkwh-5-4] B8 2.8 (0. 68g).

IR (#AkBH) : 1705, 1525, 1580, 1500, 1280 cm— 1t

NMR (CDClz, &) : :.35 (3H, t, J=7.1Hz), 1.41 {9H, s},
4.28 (24, q, J=7.1Hz), 6.45 (1H, 4, J=16.0Hz), 7.00
(LH, s), 7.34 (1%, s}, 7.54 (25, s), 7.78 (1H, 4,
J=16.0Hz), 7.77 (1iH, s)

A# . 356 (M+myt

&) 18

HE-3-[2-4-RThAE--2 %) FHkvb-5-R] A% 88
(0. 65g) £& v9 £, =k % (10m1) TEERE 10%PdC. 19 AETFTAETE
FTETEWA. 8t akdins, WK kAR 3-[2- (4-&
TRESE-2-K) ¥ Sfekwh-5-K] H sk 2.8 (0. 65g).
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IR ( & ) : 1725, 1630, 1585, 1500, 1400 cm~l
NMR (CDCls, &) : 1.23 (3H, t, J=6.8Hz), 1.41 (9H, s),

2.66 (2H, t, J=7.8Hz), 3.04 (2H, t, J=7.8Hz), 4.13
(2H, @, J=6.8Hz), 7.00 (1H, s), 7.23 (1H, dd,
J=1.4, 8.0Hz), 7.30-7.35 (2H, m), 7.75 (1H, q,
J=1.4Hz)

Kk ¢ 358 (M+H)*

#&# 19

EEBFHERAATHALES 0. 14g) A 3-[2-(4-R T A&k
—2-R) X Hkw-5-K ] 58 28 (0.65g) £ v9 & =%k wh (10ml) F 45 K&
B, ERSBER 2 INE, ARSHPRAK., SERFEHIE,
BRALBIERR. AMEREKRRLR%.R, BARETRARERER
B 3-[{2-(4- T A-Eed 22 ) X H%k-5-3 175 (0 429).

TR RAGGH): 3250, 3100, 1500, 1460 cm !

NMR (CDCl,, &) : 1.41 (9H, s), 1.80-2.05 (2H, m), 2.81
(28, t, J=7.4Hz), 3.635 {(2H, T, J=6.2Hz), 5.96 (1H,
s), 7.17 {lE, dd, J=1.8 and 8.4Hz), 7.28 (1H, s),

7.42 (1H, d, J=1.8Ez), 7.44 (1E, d&, J=8.4Hz)

i . 216 (M+m) T

H & 20

¥ 3-[2-(4-& T AE-2-2) X5k -5-2&] % 5% (0 40g) Fo L 5L
B (0. 4n]) A —R P Gml) P RSB AKE 5 o, EAFEST
BE, BREEXABER FIANELVEARREARERFLELEEZN
S8, AMERELAKkE AERETRIAERSEFS 4-RTHE-2-
[5- (3-8 @ &) X =k wh-2-3 =K (0. 28g).

IR (86 ) . 1585, 1500, 1460 cm~t

NMR (CDCly, &) : 1.41 (SH, s), 2.06-2.20 (2H, m), 2.88
(24, t©, J=7.4Hz), 3.54 (2H, t, J=6.4Hz), 6.97 (lH,
sy, 7.16 (1E, dd, J=2.2, 8.4Kz), 7.27 (lH, s), 7.43
(1H, &, J=2.2Hz), 7.45 (1H, &, J=38.dHz)
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#HE&H 21

¥ RALH(0.47g) e 4-BRTE-2-G-FREX fekvh-2-F) &K
(0.41g). &AM 12 K44 (0.23g) # 2-F X -2-T 5 (0.69ml) £ &
(3ml). vy & =kwh (7. 5ml) o T & (12. 6ml) 6§ RAE-FE M P eg RSB+
4 IwE, RSP FPATABREAKRSR, FIAMRSGBALH
LERR. AWERE KGR BABRETRIARAELRSE. $EL4HE
BT IN S84 F, AHLEEE ARERRIL. KEAIYR
¥, AXBEFD 2-(U-THEe-2-%) % F-kwh-5-2% 8 (0.38g).

IR ;a4 GHE) ¢ 2500-2700, 1880, 1610, 1585 cm™!

NMR (DMSO-dg, &3 : 1.37 (9H, s}, 7.53 (lH, s}, 7.63
(1K, s), 7.80 (iH, d, J=8.7Hz), 8.00 (lH, dd, J=1.7
and §.7Hz), 8.37 (IH, d, J=1.7Hz)

FiE ¢ 302 (u+HY Y

#E&H 22

# 2-(A- T EE A -2-3) X H =k Hh-5-5 8 (5 0g) A L BLEL K
(12. 1ml) frwg Eok vk (G0ml) P& A& A SOCHH 2 o, EERS I
2FEEG, BT AKEFTEGRE, AR RAEEELAFE 2-4-RT
Eokeko- K )X fekw-5-KEs A s (5.57g).

IR (&4k&%H): 2500-2200, 1830, 17%0, 1770, 1740, 1600,

i
1585, 1%5é¢C cm

&5 23

¥ 5-F R A% (0.50g) £ &k (10ml) P ¥ F & A 10% Pd-
C.1g) FAETEZTRA 2-3 RAET A4, @33R EIMILANE,
BERSGER. LRSS F MmN 432 T8 A& (0. 475ml) . 8 847 (0. 443g)
FoPRZEAS(10n]), REBEBATHEIE | X. £k ENE, F3F
B LM AERRKREGE LR, ALBRLEMFERSHAR. 5744
HABWEHOBy, REERSH 4-[G-H2FB)AITRLE
(0.39g).



10

15

20

25

30

IR & ) 3400, 1720, 1620, 1580, 1470, 1455,

1420 cm™t

NMR (CDCls, &) : 1.26 (3H, t, j=7.1Hz), 2.13 (2H,
quint, J=7.3Hz}, 2.53 (2H, t©, J=7.3Hz), ¢.04 (2H,
t, J=7.3Hz), 4.15 {(2H, g, J=7.1Hz}, 6.44-6_47 (1K,
m), 6.84 (1H, <d, J=2.4, 8.8Ez), 7.09 (1H, 4,
J=2.4Hz), 7.15-7.17 (1H, m}, 7.27 (14, d, J=8.8Hz),
§.02 (1H, br s)

Fiik 287 (M+E)*, 115

#&H 24

AEEERTHRHS-CHE-2-FAX PR (1.68g)., 2-#FE-4-8T
ke KB4 (1. 24g) FoA4t47 (0. 59g) &£ N, N-— ¥ & ¥ Bt B (10ml)
PERASW 5 P, EFIANBREBEARKRFTR KR LERR. A
EREAREE, FARBETRIIFAERE. AL KB UFAT
A PHREWECDATHRA | X, EAHEFTERE, BAERERERA
Y., FIGRERYeaEEEG#EENL, APERLRLEARSYE
Bl. &5t B/ eHeBs, BRERESFD 4-RTEA-2-(5-TEL A%
wkowh—2-3K) =k (1. 83g).

IR GRHEKEGH) : 1680, 1600, 1500 cm™t

NMR (CDCls, &) : 1.41 (SH, s), 2.8 (3H, s), 7.02 .(lH,
s), 7.41 (lH, &, J=0.8Ez), 7.3% (1H, d, J=8.6Hz),
8.01 (1H, dd, J=1.8 and 8.62z), 8.27 (1H, d,
J=1.8Hz)

& . 30Cc (Mem)”

#&# 25

¥ 4w TE-2-G-LEmAEFkd-2-K) Xk (0L6g) E_HFE
(5ml) P HIEREGMAFHTE 20 94 A FH e £ 384048 (I1) (0. 89g) £
CRLE (M) yHEAF&RTY. RSP ARTE 9 I, £AFZEE
RE, TEERSHBMAKY, RAEUHAEREARER PP, AT E

45
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HREMGBRE, ERABLBLERR. BB A L A%, AHE
ETRNABRERE., ZAWBEREEE LR, RPEFLBLEY
REMBER. SR BRSNS, BERSERD 4-RTE-2-
[6-(i& Z 862 ) ¥ 5=k wh—2- & T~ (0. 445g).

IR (k4kLHEE) : 23100, 1685, 1605, 1500, 1430 cm™ t

NMR (CDCliy, &) : 1.42 {(9H, s), 4.52 (2H, s), 7.04 (1H,
s), 7.43 (lH, s), 7.63 (iH, d, J=8.7Hz), 8.02 (lH,
dd, J=1.7, 8.7Hz), 3.30 (1H, d, J=1.7Hz)

FE ¢ 380 (M+E) T, 378 (M+H) T

& 26

FEok A3 T 42 30 54 M35 £ w9 Sok vl (12, 6ml) P 65 ¥ KR 4048 (1IM)
BmE A-RTE2-[6-FPBEAELEHF%Hh-2-L]F (30g) &£ v &b
(B0ml) Fe§E&P. EHAMNBEETHRIE 156 545, BEEBASHM
ARKF, BEVAHER TR, ALBRLERR. RERHALRPELK
ik, MARBETHRAREAL. BehEakizé#ksib, AEDT
HALBLUEGRSHER. 445 FairibadegiBs, RERSR
B 4-WTRE-2-[5-(1-FA ) Fiokwh-2-2 ]K = (2 04g).

IR (RAKGHE Y 3500-3000 cm”l

NMR (CDCly, &) : 1.41 (SH, s}, 1.56 (3H, 4,
J=6.4Hz), 5.01 =6 b, 6.98 (1H, s), 7.31
(1H, s), 7.35 (1H, ad, J=8.5, 1.7Hz), 7.51 (14, g,
J=8.6Hz), 7.6 J=1

Fiig i 302 (Memyt

#a&Hi 27
Wit X THEH 26 THFT EHERTRAEY.
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# &% r19 P2 H 18
27-1 Et IRGERAGH) : 3500-3000 cm™ 7
NMR (CDCly, &) 0.93 (3H, t, J=7.0HEz),
1.42 (9%, s), 1.81 (2H, quint,
J=7.0Hz}, &.70 (1%, t, J=7.0Hz},
6.98 (1H, s),.7.33 (1H, dd, J=8.5,
1.6Hz), 7.34 (lH, s), 7.31 (1H, 4,
7=8.3Hz), 7.33 (1H, &, J=1.6Hz)
BE . 315 wemt
27-2 oh IR GRAKGHE) : 3500-3000 cm™ 2
NMR (CDCls, &) : 1.41 (9H, s), 5.96
(1H, s), 6.%7 {(1H, s), 7.25-7.50
(8H, =), 7.85 (1H, d, J=1.6Hz)
3 364 (M+E)T
#) &) 28

B AT R-2-[5-(1-BR LK) X5 2-KX ] (L5g) ok
FHEA(0.44m) £ 1,2-—R LK (35ml) P RS YR ARKHE 2 DK,
EddE, REMAARERAYRIGRSWE pH7. 5B EANE,
MAzAEE, MABRETRIBEARAL 3 4+-RTE-2-[5-(1-R T
) X fekvd—2- 2 1= (1. 31g).

IR catkes) :

NMR (CDClj,
5.24 (1
7.42 (1
7.6

5 (1
FiiE 320

1300 cm™t
) 1.41 (9H, s), 1.%2 (34, d, J=6
H, q, J=6.8Hz), 5.99 (14, s), 7.31 (1
¥, dd, J=8.6, 1.8Hz), 7.53 (1H, &, J=
4, d, J=1.8Kz)
(M+H) "~
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#H&H1 29
Wit £ THEH 28 Fai5 kM & T,
tBu
N
Ll
5 N
I 219
1
kg r1® 28 $ 4R
29-1 Et IR GRik M) © 1250 cm 1
MMR (CDCls, &) : 1.02 (3H, t, J=7.2Hz),
2.1% (2H, quint, J=7.2Hz), 4.90
(1H, t, J=7.2Hz), 6.98 (1H, s),
7.29 (1€, s), 7.37 {(1H, dd, J=8.86,
1.8Hz), 7.52 (1H, &, J=8.6Hz),
7.61 (1H, d, J=1.8Hz)
& 334 et
29-2 Ph MMR (CDCl,, &) : 1.355 (9H, s), 6.25
(14, s}, 7.08-7.50 (9H, m), 7.73
(1H, s)
A . 378 (MeH) T
# &5 30

A T0CH 2-£A-3-FTRAX TR (3. 04g). 2-i 5% L& (5.85g)
Ao R BT (4. 14g) £ —FEX 23 (20n]) P o9 RSWBEE 5 6. BAY
RAAHR, A IN 8 Ff, AZLBRIERR. SEHAME, BEX
ik, MR TR RSE. #8729 (6.93g) A k4 (60g) & 3% & 2640,
RAETHEAFTRGRAEMN KN 6:1 £5:1) B, 55 2-(2-FELA —6-
FTARAXAR) BB A (5. 25g).

48



IR () : 1735, 1685, 1580 cm -
NMR (CDClg, &) : 1.23 (3¥, ©, J=7Hz), 1.64 (3H, d,
J=7Hz), 3.88 (3H, s), 4.13 (24, g, J=THz), 5.05
m), 10.

(14, dd, J=7Ez), 7.14 (2E, m), 7.47 (1lH,
H,

(1 s)

) &%) 31
Wit £ THER 30 FHFT M &G T e,

49



290

30

35

o

Bzn nPr

H OM=2

H

IR { g )

1740,
&}

1886,

0.94

1580

.6 (2H, m),

(3H,
), €.8

m), I

s}, 5.

et

(32, t,

2.0
17

8 (1#H, s),

0.58

(1=,

31-3

Me

Et

IR ( B 1742,
NMMR (CDCls, 3)

J=7H
(3H,
(1%

s,

7.4

z),
s},
T,

(18

LI 50

2.04
3.86
J=6Hz

m) ,

1690,
1.1

1385

bm—l

0 (3H, &,

(2H, m), 3.

(3H,
b 7.1
10.63

s), 5
(2H,
(1H,

69
.00
m) ,

5)
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R20 R21 22 523 ;24

It Me Me

(6K,
3, s), 4.28
(2H, m),
(1H, s)

(2H,
7.43

1580 cm™i
.3¢ (3H, t,
s), 3.78

q, J=7Hz),
(1E,

tBu H H OMe H

&) 1
{3H, s), 4.72

.48 (9H, s,
(2H, s),
, 7.4-7.5

((R) - Btk

(M+H)

y iy 239

31-7

Bzh nPr H H CMe

175¢,
1800,

IR ( g

NMR (CDCly, 3) : 0.

1.55
3.58
J=5.2,

J=2.2Hz),

dd, J=2.2, 8.8Hz)

s), 7.1-7.37

(2H,

J=7HZ) ’

(3H, s},
7.2Hz), 5.13

1
(10H, m), 7.82
J=8.8Hz),

1732, 167s,
1496 cm™t
96 (3H, =,
m}, 2.0

4.81

6.52 Tim,
, 6.92 ¢

10.43
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W& 32

2,4-— X FE T (6.12g) . K A A4 (3.0g) fo kit 47 (2.08) £
N,N-— ¥ X B (60ml) PR4E. ERREH TN -2 THRLE
(8.65g), REAWAEZERTHEHIA. HARERSHEMAFLIRF, A
LMLERR. AMERAEKEE, RAARETR EXEmE, AW
RAalA e #hxshit, ATES % TE (20:1) 6945 M AT 4-

-~

~rhe

U-FEeR-3-BAXRL) TR LEHIKS (3.8g).

IR ( % 1720, 1825, 1575 cr

NMR (CDClsy, &) : 1.25 (3K, 4,
2.51 (2H, t, J=T7Hz), 4.07 (2%,
g, J=7.1Hz), .41 (1H, &, J=2.2
J=2.2, 8.6Hz), 7.42 (1H, 4, J=8
11.45 (1H, s)

#&# 33

, J=6Hz), 4.15

(2H,

., 6.52 (1H, dd,

.6Hz), 9.71 (1H,

Wit EM TH&F 32 FAFTERNETES.

OHC

Q—=CH

52
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33-1 4 IR GhikpHE) @ 1723, 1660, 1640, 1615
1500, 14860, 1415 cm~
J=7.0Hz),

NMR (CDCl,, &) : 1.26 (3H, t,
1.80-1.82 (4H, m)
4. Q0-4.08 (2H, m),
J=7.0Hz), 6.41 (1lH,
(24, dd, J=2.2, 8.8Hz),
J=8.86Hz), ©.71 {(1H, s),
A& . 267 eyt

4.14

11.47

, L57

, 2.35-2.42 (2H, n
(2H, q,
d, J=2.2Hz),
7.42 (1H,

(1H,

o,

)y

6.52
d,

s)

33-2 5 NMR (CDClg, &) : 1.25 (3H, t,

1.42-1.%S (8H, m), 2.28-
4.00-4.1% (&H, m), 6.40
1

J=7.0Hz),

2.37 (27,

(1H, 4,

J=2.2,

8.8Hz),

.71 (iH, s),

m),

H & 34

EERTHFE2-ZAETR (2. 44g) . 2-38 X8 —F X X8 (7. 26g)
Fok A7 (3.45g) E—F R TR 20ml) F 944 5 b . REBAK
w2, B INIE®R ¥ HALBRLERR. SHBANE, AIEREE,
RBARETRIAES, #3 2-C-PHREXAR)ARAB-_EXETRAE
(8.04g).

TR ( B ) : 1740, 1682, 1390

NMR (CDCly, &) : 0.96 (3H, t, J=7.7Hz), 1.52 (2H, m),
2.03 (2H, m), 4.86 (lE, dt, J=2, 8Hz), 6.68 (1H, d,
J=8Hz), 6.91 (1H, s), 7.0-7.4 (12H, m), 7.85 (LH,
dd, J=2, 8Hz), 10.3% (1lH, s}

# &) 35
Wit EM T HEE 34 F E5 & T s,

53
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321><R22
o ~coor??
CHC
R24
&
35-1 "Bzh nPr H

~0+CH,+3CO0ES
IR (fkza) : 1750, 1730, 1675, 1600,

NMR

1575, 1500, 1430 cm™i

(cocly, &) @ 0.96 (3H, T,
J=7.3Hz), 1.286 (3H, t, J=7.2Hz),
1.243-1.60 (2H, m), 1.93-2.1
my, 2.46 (2H, t, J=T.2Hz),
90 (2H, m), 4.15 (2H, g,
J=7.2Hz), 4.81 (1H, dd, J=5.2,
7 .2Hz), 6.12 (lH, d, J=2.2Hz)

0 (1H, dd, J=1.4, 8.7Hz),
(1H, <), 7.10-7.33 (10H, m),
(1H, 4, J=8.7Hz), 10.42 (14, s)

-~ o ™
W o
PSS
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35-2 Bzh nPr H -~04CH,r,CO0EL
TRGE4kEH) :© 1750, 1730, 1670, 1600,
1570, 1490 cm™!
MMR (CDCl;, &) : 0.95 (3H, t,
J=7.8Hz), 1.26 (3H, t, J=7.0Hz),
1.50-1.60 (2H, m), 1.60-1.80 (4H,
m), 2.00-2.20 (2H, m), 2.30~2.50
(2H, m), 3.80-3.90 (2H, m), 4.12
.75-4.85 (1H,

1o

{2, q, J=7.0Hz),

m), 6.11 (lH, s), 6.50-6.656 (lH,
m), .90 (lH, s), 7.10-7.4C (10H,
mi, 7.85 (iH, d, J=8.7Hz), 10.42
{1H, s)

35-3 Bzh nPr H -0+CH,¥-COOE%

IR (&R GHEY : 1750, 1730, 1675, 18900,
1585, 1490 cm~t

NMR (CDCls, &) : 0.95 (3H, t,
J=7.4Hz), 1.26 (2H, t, J=7.1Hz),
1.40-1.80 (8H, m), 1.90-2.20 (2H,
m), 2.28-2.35 (2H, m), 3.60-3.80
(2ZH, m), 4.0%9-4.20 (2H, m), 4.81
(1€, t, J=7.0Hz), 6.12 {1H, =),
6.52 (1H, &, J=9.0Hz), 6.91 (1H,
s}, 7.10-7.35 (1QH, m), 7.82 (lH,
d, J=2.8Hz), 10.42 (1H, s)

O
v
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RS
(921

30

35

BEH 20 p21 p22 ;20 I
35-4 Bzl H H -O{CHz‘}'BCOOEt
TR(#4kB#y: 1750, 1730, 1670, 1600,
1540 cm”™1t
MMR (CDCls, &) : 1.26 (3H, t, J=7.2Hz),

2.10 (2H, qguint, J=7.4Hz), 2.49
(2H, t, J=7.4Ez), 3.8% (24, t,
J=7.4Hz), 4.15 (24, q, J=7.2Hz),
.75 (2H, s), 5.25 (2H, s), 6.28
(1H, d, J=2Hz), 6.59 (1H, dd, J=2,
8.4Hz), 7.35 (SH, s), 7.82 (lH, d,
J=3.4Ez), 10.37 (1H, s)

A . 401 (MeH)*

35-5 Ms Et  H -C4CH,r,COOEL
IR (4R GH) : 1750, 1730, 1675, 1500,
1580, 1540, 1440, 1400 cm~l
NMR (CDClsy, &) : 1.10 (3H, t, J=7.4Hz),
1.26 (3H, t, J=7.2Hz), 2.00-2.17
(4H, m), 2.50 (2H, t, J=7.4Hz),
3.77 (3K, s), 4.04 (2H, +,
J=€.2Hz), 4.15 (28, g, J=7.2Hz),
4.69 (1H, t, J=6.0Hz), §.28 (1K,
d, J=2.0Hz), 6.55 (1H, dd, J=2.0,
8.%Hz), 7.83 (1H, d, J=8.9Hz),
10.41 (LH, d, J=0.7Ez)
B . 353 eyt

35-8 Et Me M= H

i ¢ By 1930, 1880, 166C, 1595 cm™2

NMR (CDCly, &} : 1.23 (3H, t, J=7Hz),
1.6% (6H, s}, 4.24 (2H, g, J=7Hz),
6.78 (1H, d, J=8Hz), 7.02 (1H, t,
J=7.53Hz), 7.45 (1H, dt, J=2,
7.SHz), 7.85 (1H, dd, J=2, 8Hz),
10.52 (1H, s}
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#E# 20 21 g22 {24 P FTE
35-7 =zn mBu H H IR ( & ) : 1750, 1685, 1595 cm !
NMR (CDCls, &) @ 0.87 (3H, t,

J=7.7Hz), 1.4 (4H, m), 2.07 (2E,
m), 4.85 (1B, %, J=6Hz), 6.68 (1lH,
4, J=8Hz), 6.92 (1K, s), 7.0-7.4
(128, m), 7.85 (1H, dd, J=2, B8Hz),
10.59 {1H, s)

m ( By : 1725, 1685, 1595 cm 1t

B

35-8 Et  +CHp7j

R ( J& ) : 1745, 1685, 1598 cm 1l
NMR (CDCLsy, &) @ 1.06 (3H, t,
Jj=7.7Ez), 2.08 (2H, dt, J=&, THz),

4
0
tx1
(&)
o
:]4

35-9

32.76 {3H, s), 4.74 (1H, T, J=6Hz) ,
5.81 (14, <, ‘

J=g£Hz), 71.5. (lH, t, J=8Ez], 7.87
[1H, <&d, J=2, 8Hz), 10.5%8 (lH, s)

# &% 36
Bt K THEH 34 POIFEHNE&ELTEY.
- (4- PR A -3-PHREXAL) TRLE

IR ¢ b 2 1730, 1670, 180C, 1575, 1500, 1460, 1430,

139C cm™ -

NMR (CDCl,, &) : 1.26 (3¥E, t, J=7.ZHz), 2.14 (2H
gquint, J=7.2Hz), 3.90 (3H, s), 4.15
J=7_.2Hz), 4.10 (2H, g, J=7.2Ez},
J=2.2Hz), 6.53 [(1H, <d, J=2.2, 8.8Hz), 7.7% (lH, 4,
J=8.6Kz), 10.28 (1lH, s)

H &4 37
¥azBmRTAS (1.95g) A 2,5-—FA X TR (1.38) B M £ —

wA R (5ml) P, AL PRARKERY (2.07g). REHETRT

57
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BH 2 . BRSHEAKY, A IN 8844, BLRUERR.
AWERBAKE ARARETR. ERBE, A7 WA REE (402)
gk, APEMLRTE (9:1) 65265 M K.

WP a2, 5-— (RTAAEE FTEL) ¥ 7k (0.58g) :

mp : 89-90°C

IR (E4hGHE): 1740, 1680 cm !

NMR (CDClB, &) : 1.47 (9H, s}, 1.49 {(9H, s), 4.51 (2H,
sy, 4.60 (2H, s}, .83 (lH, d, J=SHz), 7.17 (1H,
dd, -J=3, %Ez), 7.27 (1H, &, J=3Hz)

WE M RE - (RTRAZAFTARL) 5-F KK FEE(1.60g) :

NMR (CDCly, &) :
’ br s), 6.7
SHz), 7.26 (14, d, J=3Hz), 10.48 (1H, s)

1.49 (SH, sy, 4.81 (2H, s), 6.56 (1lH,
.75 (14, d, J=sHz), 7.03 (lH. dd, J=2.5,

% &1 38

¥ 4B TR LE (1.48g) # 2-(RTAXBZAFTARK)--FEXT
 (1.28g) A T A AR 20ml) ¥, A E R T I AB KRR BT
(1.05¢), BAMAE 100CHHB FHRE 7 bbb, RERERESH, H
*ﬁ#,mﬁ#%%%m&&%%ﬁ.ﬁmﬁé,ﬁ?%m&&ﬁ@%
ik (35g) shAL, AP ERLEKRIE A 19:1 £ 4:1) kM, F3 4-4-R
TAAZATFARL 3-PREELL) TR WRY (0.558).

5 cm -

5 (3H, d, J=7Hz), 1.47 (9H, s),
2.01 (25, m), 2.50 (2E, t, J=7Hz), 4.00 (2H, &,
J=6Ez), 4.15 (2H, g, J=7Hz), 4.60 (2K, s), 6.81
(1H, d, J=3Hz), 7.0% (iH, &d, J=3, 9Hz), 7.33 (1H,
d, J=3Hz), 10.53 (iE,

.

N

IR (4RBHE): 1730, 1
NMR (CDCly, 3) : 1.2

5)

# &1 39
Akdd 2-Q-FPRmi-6-FRAEAL) HRTE (2.60g) £ K
ok wh—K (9:1) P e ik, AuA A4 (185mg). RAHAMEN =g

38
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FHRHE2 . EERPHAHEESE (IN,5nl), HR2WERE 16

REWRAKEE, ALBRLUERR. 55 EAMNE, ARz AR
BMETHR. ER%E, AEWARKEE#EE (29 84k, AFPERT
BRMLE(TDORESEMNERAD 2-QC-2APELE-6-FREXEAL) R

5 & (1.85g).

IR ( B¥ ) : 3420, 1730, 1585 cm™*
NMR (CDCly, 3) : 1.25 (3H, t, J=7Hz), 1.60 (3H, d,
J=7Hz), 32.3% (14, 4d, J=5, S.4Hz), 3.83 (3H, s),
4.2 (28, q, J=7Hz), 4.53 [1H, dd, J=8.4, 12.2Hz),
4.89 (1H, dd, J=5.0, 12.2Hz), S$.11 (1H, g, J=7Hz),

€.82-7.08 (3H, m)

#)&#i 40
WL KM T EH 39 95 x4 &4 T e,

59
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Y z2¢
#1644 220R21322323,24 e o
40-1 Me Me H OMe X [a]Bg = -57.89° (c=0.93, cHClq)
R ( B ). 3600-3000, 1730, 1265 em~l
((S)- Bk ) MR (CDCly, &) : 1.50 (3H, d,
J=5.9Hz), 3.73 (3H, s), 3.83 (3H,
s), 3.38 (iH, dd, J=5.1, 8§.4Hz),
4.55 (iH, dd, J=5.1, §.4Hz), 4.89

¢, J=6.9Hz), 6.83-7.06 (3H, m!

40-2 Bzh nPr H CMe H

3400, 1730,

IR (f& )

NMR (CDClg, 3) 0.93 (3H, t,
J=7Hz), 1.50 (2E, m), 2.0 (2H, =),
3.68 (3H, s), 4.47 (1H, d,
J=128z), 4.84 (1H, 4, J=12Hz),
5.30 (1, t, J=6Ez), 6.8-7.0 (3H,

m}, 7.2-7.3 {10E, m)

40-3

Me Et H OMe H

. e -1
1585 cm -

IR (g ) 3410, 1735,

NMR (CDCls, &) : 1.08 (3H, t,
J=7.6Hz), 2.0 (2H, m), 3.70 (3X,
s), 3.82 (3H, s), 4.51 (1H, d7
J=12.1H¥z), 4.95 (1=, d, J=12.1Hz),
5.73 {1H, t, J=6Hz), 6.82-7.26

&0
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40-4

Et Me Me OMe H IR ( g8 )

1582 cm™1

(3H, t, J=7Hz),
2.60 (1H, br
(24, g,

6.8-7.1

3400, 1729,

NMR (CDCls, &) 1.34
1.50 (8H, t, J=7Hz),
s) 3.74 (3H, s), 4.28

o=7Hz), 4.63 (2H, s), (3H,

40-5 tBu H H

CMe H T

1725, 1585 cm™t
1.48 (9H, s), 3.85
.68 (2H, s), 4.70 (24,
br s), 6.8-7.1 (3H,

3400,

40-6 Me H

((R) -~ FHgHK)

Me OMe H

151

m
(@155 = +52.43° (c=1.05, CHCl,)
( 3300-3000, 1730, 1580,
1480
&) : 1.80 (3H, d,
), 3.83 (3E,
4.88

(1H, 4,

40-7 Bzh nPr H H OM

=]

3400, 1734, 1610, 1588,
1500 em™ 1t
6.95 (34, t©,

(2H, m), 1.97 (2H,
dd, J=4.1, 8.4Hz),
4.47 (1H, dd, J=8.2,
12.0Ez), (1H, dd, J=4.1,”
12.0Hz), (1H, t, J=6.2Hz),
6.29 (1H, d, J=2.2Hz), 6.46 (lH,
dd, J=2.2, 8.2Hz), 6.88 (1H, s),

7.1~-7.3 (11H, m)

NMR (CDCls, &)
J=7Hz), 1.47
my, 2.72 (lH,
3.63 (3H,

’

s)
4.79
4.8

Gl
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MAokdd 2-Q-FHAXAR) K — %X 75 (8 0g) £ & kW-
A (9:1,80ml) F & &k, MmAMEAHMA (380mg). RSB EHMAHEE
THH 2., EF&PmaA IN £8 (20ml), HFR4HHEFE 1 DH.
BRAOMAKFE, ALBRLERR. 2B EANE, AL kkEPAR
BMA TR, ARFBE, AFhRAAKEEE K (29g) 2itk, AFEFRL
BE(9: )RS EMNERAE 2-2-(BAFR)EREIRB=FE
% (6.81g).

T2 ( g ) : 3420, 1730, 1800, 1585 cm 1

NMR (CDCly, &) : 0.94 (3H, t, J=7Hz), 1.5 (2, m), 2.0
(2%, m), 2.53 (1H, br s}, 4.54 (lE, d, J=12.4Hz),
4.86 (1%, d, J=12.4Hz), 4.9 (1H, m), 6.70 (lH, 4,
J=8%z), 6.88 (lH, s, &.96 (1#, d, J=8Hz), 7.1-7.4
(125, =)

&l 42

it £ T HE6 41 85 E# & T AP,

221 22

RES_ I
O><COOR2 0

62
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42-1

10

Bzh

nPr

H

TR (REH)

NMR (CDCL;, &) @ 0.85

-0CH,+4COCEt H
3400, 175C, 1730,
1585, 1500 cm™*
(38, £, J=7.4Hz),
1.29-1.80 (2H,
2.44 (2H, £,
I=4.6, 8.4Hz),
(2H, q,
d, J=8.4Hz),
(2H, m),
(1B, 44,
7.11-7.36

181G,

J=7.1Hz),
(4H,
(1H,

1.286
m),
J=7.4Hz) ,
3.70-3.92
J=7.4Hz;,
(1K, d, J=8.4Hz), 4.74-4.90
6.28 (1H, d, JF=2.2Hz), €.43
J=2.2, 8.4Hz), &.89 (1lH,
(10H, m)

(34, t,
1.80-2.10
2.70
(2H,

4.43

m},
dd,
m), 4.14

(1H, 4.49

s),

42-2

20

25

Ezh

nbkPr

H

1R ARG

NMR (CDCL3,

~04CH,+ 4,COOEL H
1740,
1500,
(3H, t,
1.44-1.54
.93-2.04 (2H,
.76-2.80 (1E,
(2H, q,

1725, 1610,
1450 cm™ !
J=7.4Hz},
(ZH,

3400,
1585
&y 0.%5
t, J=7.1lHz},
(4H, m), 1
m), 2.31-2.38 (2H, m), 2
m), 3.¢€5-3.85 (2H, m), 4.13
J=7.1Hz), 4.4-4.51 (1lH, 4.76-4.90
(24, m), &.28 (1H, d, J=2.2Hz), &.43

(1H, 44, J=2.2, 8.6Hz), ©6.88 (lH,
7.11-7.34 [10H, m)

1.2 {(GH,

m), 1.71-1.75

m) ,

S) s

30

35
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220 g2l 22 p24 225
Bzh nPr H  -04CH,7sCOCEL H

TR GRekza: 3400, 1740, 1730, 1610,
1585, 1500 cm™ !
NMR (CDCl-, &) : 0.85 (3H, t, J=7.4Hz),
1.24 (2H, t, J=7.1Hz), 1.4-1.8 (8H, m),
1.9-2.1 (2H, m), 2.32 (2K, t, J=7.4Hz),
2.7-2.8 (1H, m), 3.66-3.80 (2H, m),
4.12 (2H, q, J=7.l1Hz), 4.40-4.51 (1H,
m), 4.75-4.90 (2H, m), 6.29 (iH, d,
J=2.2Hz), 6.44 (1H, dd, J=2.2, 8.2Hz),
6.68 (1H, s), 7.11-7.32 (10H, m)

Bzl H H  -0+CH,+;COOEL H
IR GE{kzEEy: 2400, 1720, 1610, 1590,
1500 cm t
NMR (CDCly, &) : 1.26 (3H, t, J=7.2Hz),

2.08 (2H, quint, J=7.4Hz), 2.49 (2H, t,
J=7.4Hz), 3.95 (2KH, t, J=T7.4Hz), ¢.14
(?H, q, J=7.2Hz), 4.64 (2H, s}, 4.72

{1H, d,

(24, s), 5.22 (2H, s), 6.3
=2.2, 8.2Hz),

J=2.24z;, €6.48 (1R, dd, J
7.18 (1H, d, J=8.2Hz), 7.38 (SH, s)

Me Et H  -C4CH,>,COOEt H
TROERGHEE) o 3400, 1725, 1810, 1383,
1500, 1430 cm™ !
NMR (CDCly, &) : 1.0% (3H, t, J=7.4Hz),

1.26 (3H, t, J=7.2Hz), 2.00-2.17 (4H,
m), 2.49 (2H, t, J=7.4Hz), 3.04 (18, br
s}, 3.7¢ (3H, s), 3.986 (2H, t, -
J=6.0Ez), 4.14 (2H, q, J=7.4Hz), 4.43
(1H, d, J=10.8Hz), 4.75 (1H, t,
J=6.CHz), 4.85 (1H, &, J=10.8Hz), 6.36
(1€, d, J=2.2Hz), 6.46 (lH, dd, J=2.2,

& 2Hz), 7.18 (1H, d, J=8.2Hz)

s
T
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#HEH 20

25

Et

(03}

42-

NMR (CDCls,

1.656 (&H,
(2H, s).
(lH, m},

5) 1.22

H
1720, 1598 em”t

(3H, t, J=THz),

(2H, &, J=7Hz), 4.66
J=1, 8Hz), 5.96

(1€, m)

3400,

, 4.22
{1H, dd,
(1H, m), 7.30

s)
5.73
7.18

42-7 Bzh

nBu

H O H
IR ( BE ) :34
NMR (CDCls,

1.4 (4H,
s), 4.54
d, J=12.4

J=8Hz)., 6.85
7.1-7.4

J=8Hz) ,

H

0o, 1730, 1600,
5y : 0.87 (3H, €,
my, 2.0 (2, m), 2.72
(1H, d, J=12.4Hz), 4.83
Hz), 4.9 (iH, m), €.70
{14, s), 6.%6 (1H, d,
(12H, m)

1585 cm *
J=7Hz)},
(iH, br
(1H,
(1H, d,

42-% Et

%CH2?3 H

NMR (CDCLs,
1.98-2.1
4.15 (2H,

J=6.3Hz],

(1H, m),

H
5y : 1.11 (38, t, J=THz},
2.45-2 .85 (EH, m),
4.71 (2B, <,
d, J=8Hz), 6.93

7.29 {1H, m)

(2H, m),
q, J=7Hz),
(1H,

(1H, m),

6.24

7.14

42-9 Me

Et

H H
IR (B
NMR (CDCls,

2.08 (ZH
d, J=12H
(1H, d,

£.9

13400,

H
1730,
&y ¢+ 1.10
3.76

1590 cm™ !
(3H, t, J=THz),
(3H, s), 4.52 (1H,
(1E, t, J=6Hz), 4.82
5.77 (1B, d, J=9%Hz),

7.1-7.3 (2H, m)

1600,

, M,
z), 4.7°9
J=12Hz} ,
€ [(1H, m),

&5
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42-10 tBu H H H -0+CH, ¥ 3CO0ET
IR CR&THE) : 3400, 1720 cm ™t

NMR (CDCly, &) : 1.26 (3H, d, J=THz),
1.47 (9H, s), 2.08 (2H, m), 2.50 (2H,
t, J=7Hz), 2.86 (14, br s), 3.96 (2H,
t, G=6Hz), 4.14 (24, g, J=7Hz), 4.51
(?H, s), 4.67 (2H, s), 6.7 (2H, m), 6.8

(1H, m)
47-11 tBu H H H -0~CH,-COOtBt
IR (GREGEEY: 3430, 1745 cml
NMR (CDCls, &) : 1.47 (9H, s), 1.48 (9H,
s), 3.45 (1M, t, J=7Hz), 4.62 (24, s),
4.54 ‘2H, s), 4.67 (2H, d, J=7Hz), 6.7~
5.2 [2H, m)

#&# 43
WL R THEH 41 GF5 3 S T,
-4 EAFE--FEAXERL) TR L&

IR ( %5 ) 3400, 1720, 1505, 15853, 1500, 1460, 1420 cm™ 1

NMR (CDCl4, &) @ 1.2%8 {3H, *+, J=7.2Hz), 2.03-2.17 (3H,
m), 2.51 (2H, t, J=7.3Hz), 3.84 (3H, s), 4.00 (2H,
€, J=6.1Hz), 4.15 (ZH, g, J=7.1Hz), 4.60 (2H, d,

J=3.3Hz), 6.41 (1H, 4, J=2.3Hz), 6.43-6.50 (ZH, m),

7.14 (1H, d, J=8.0Hz)

5] 44

BEAT 10C F 4 = & 75582 8 (0. T4ml) 5 m £ 2- (5-
—2-A) AR T ke (1. 0g). N,N-= VA& F A% (67mg) #o 2,6-—%
A% (0. 52ml, 4. 39mmol) £ £ K = £, ¥ 5 (10ml) 9 Tk A3p 65 A4
T. BERBH 2 I HE, REROYAHES AL, G BB 4T

66

72 K F Ik
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BRABRERE. RehRAakEE#Ewit, AECE -8 08 @:1)
FHRBATE 2-(4-RTEE-2-B) X% h-5-4 = FPHRBEEL
&k (1. 39g).

IR ( 36 ): 3100, 2950, 1615, 1585, 1500, 1460, 1430 cm-l

NMR (CDClz, &) : 1.41 (9H, s), 7.04 (1H, s), 7.24 (1H,
dd, J=2.4 and 7.9Hz), 7.35 (1H, d, J=0.8Hz), 7.54
(1H, d, J=2.4Hz), 7.58 (1H, d, J=7.9Hz)

A& . 406 (MeH)*

# & 45

EFETAGH A - BLERALETH (50 NN-—FLF
Bui (30ml) PR A EM Py 2-(4-& T kw21 ) 3 =kwh-5-1
ZRFHRBE (6.02). LE4(99.7g). 1,3-— (%A RBA) AL
(183mg, 0. 44mmol) o = L K& (4. 13ml) &9 RS9+ 1 b o, FRA4E &
E70C, AR BALHTHRES ot St AERINGR
Y, BREDALRUE®RE. S EafhiEin, BEXAL Abd
B REREEEEMG, RLRLE-FOLRERRN, FF) 2-4-RT
gk -2-K) X ekwh-5-BRFPELERH K (3.929).

IR GRAREE) © 3200, 1720, 1610 cm~?!

NMR (CDClz, ) : 1.42 (9H, s), 2.95 (3H, s), 7.02 (1H,
s), 7.39 (1H, s), 7.57 (14, d, J=8.7Hz), 8.09 (14,

_ dd, J=1.7 and 8.7Hz), 8.36 (1E, d, J=1.7Hz)

FE 316 (MrH) Tt

L&A 1

¥ ARTE 2B (RRAATFTRATE) X % -2-L ]En
(0.73g)#» 4-R WA T8 L8 (0.92g) £ 7.8 Z. 8 (30ml) ¥ &5 B2
BUARH 18 B, AAHE, BEIGRSBMARR BAKER T,
MLBMLERE., AMERERREE, ARRETIRFEERSE. &e
R ERAE G &R, ALBRLEXRKAS 4-BRTHA-2-5-{[4-(T
RABEETR)E2-2-K PR} EF=kwh-2-4 )=k~ (0.61g).

67



10

15

20

25

30

......

IR ( & 1y : 3130, 1740, 18630, 1590, 1520, 1500 cm-1l
NMR (CDCls, &) : 1.28 (3H, t, J=7.1Hz), 1.41 (94, s),

3.82 (2H, d, J=0.6Hz), 4.20 (2H, q, J=7.1Hz),
4.41 (2H, s), 6.98 (1H, s), 7.06 (1H, t, J=0.6Hz),
7.28 (1H, dd, J=8.5, 1.8Hz), 7.30 (1H, d, J=0.9Hz),
7.50 (1H, d, J=8.5Hz), 7.56 (1H, dd, J=1.8, 0.9Hz)
A& : 440 (MT), 425, 368, 270, 254
EHAp 2

¥ 4 RTE2-[-(ARKATERAPTE) X -2-L ]
(740mg) fo 3—f—4-F,-4-F K% T B (600me) £ 8 Z. %5 (8. Oml) P &9 5k
A 13.5 K. EAdHE, AdFBRKEMAERYRIE, AR
LEHkE. FREERELRLE T, BERIAKRERFHKiEE,
RARETRAEERBRINRSY. HRSH A ERKE 6k %40,
AEf. PEALLRLE(20:1:1 £ 20:1:2) 8 RSB EH, &F4H
BAribaBmagiBsa, BMEXRGFD 48 TEA-2-5-[G-BAFTA4-%
e —0-H) PR R Hfekwh-2-2 ) ek (T2mg).

mp 174-180°C

IR GGRAKEH : 1710, 1500, 1223, 1082 cm~!

NMR (DMSO-dg, &) : 1.36 (SH, s), 3.48 (2H, s), 4.44
(25, s), 7.35-7.75 (10H, m)

Fiik . 488 (MT), 444

53] 3

¥ 4A-BRTE-2-[5-(REFA) Xif%wh-2-1-En (13. 1g) F#EK
LEERAE 1,4~ R KT AN L& () e R RSH FTORLSY
ElABEH 30 54, ERMEMERETHREIEN. R4 AKEEFHH 4-
BTE-2-[6-(BRRALTHAFTE) ¥ Hokwh-2-E 1= (1.23g).
NMR (DMSO—dG, 5) 1.35 {8H, s), 3.93 (2H, s), 7.41

(1H, dd, J=8.5, 1.8Hz), 7.47 (lH, s), 7.53 (1lH, d,

J=0.9Hz), 7.58 (1H, d, J=8 _5Hz), 7.65 (1H, dd,

J=1.8, 0.9Hz)
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¥ - TE2-[6-(FAREEFTBRE) X% -2-%]%w
(1.23) it R L5 (0.86g) &£ N,N-—F X FEE (14ml) P 4525
B A S0CHEY 9., HHIAGERLSHHABRRKRIEMAKRER, ALET
BRI, Midixx, AARSETHRIFEAERE. AHORNEA—_FRE
BMAERH 4R TA2-5-{[4-(TRAFR)E - X T F R} X%
v—2—%}& = (0. 79g) .

IRGEAR Gy : 3100, 1720, 159G, 1500 cm™l
NMR (DMSO-dg, &) : 1.30 (3H, t, J=7.1Hz), 1.36 (9H,

s), 4.29 (2H, g, J=7.1Hz), 4.50 (2H, s), 7.40 (1H,
dd, J=8.%, 1.7Hz), 7.49 (14, s}, 7.53 (lH, d,
J=0.7Hz), 7.69 (1H, d, J=8.6Hz), 7.70 (1H, dd,
J=1.7, 0.7Hz), 8.40 (1lH, s)

B . 426 (MT), 255

E P 4

A EM T L#AE 3GFEHERTILEH.

4-BTHE-2-6-{[4-(FFE)E 2- R 1P X} X ikwp-2-K )%
wt

2 ( B ) : 3140, 1590, 1500 cm™t
NMR (CDCls, &) : 1.41 (9H, s), 4.4
s), 6.98 (1, s), 7.17 (1%, s), 7.28 (1H, br d,
8. 4Hz), 7.31 (1H, br s), 7.51 (1H, d, J=8.4Hz),
7.56 (1H, br s)

Ji#E . 402 (M%), 301, 270, 254

11 (2H, s), 4.69 (Z2EH,

LA 5

# 4-RTE-2-6- {4 (CAEBE L) ES 2-K ¥R} X5 %
0—7 } ek n (0. 79g) = & AALHA (0. 178) &£ 7K (2m]) #= 7 8% (6ml) 6§ B 4%
P e RAWEIARE 3 b, EAFE, AERSFIHNGER HFEL
WEREKRT, BHELE PR HAORSCPWRLRUERK. ANE
AEAkE RMABRETRIRERS. ZAWR VY= LBELBRAER
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Bl 4 BTE-2-(5-[4-BEES2-R)FRIE kb 2-K )} k=
(0. 69g) .

mp : 227-230°C
IR(# A eH): 3120, 2600, 1680, 1590, 1490 cm~!

NMR (DMSO-dg, &) : 1.36 (SH, s), 4.48 (2H, s), 7.40
(1H, dd, J=8.8, 1.7Hz), 7.49 (1H, s), 7.53 (1H, 4,
J=0.7Hz), 7.69 (1H, d, J=8.6Hz), 7.70 (lH, ad,
J=1.7, 0.7Hz), 8.32 (1H, s)

% . 398 (M*), 255

F 4] 6

ARBEM T EHH 5 8F 5 & TP,

D) 48 TE-2-6-{[4-(BEAFTE)E-2-R 1P X} ¥ F kw2
A

IR(BRAKBH): 3140, 2700, 2600, 1730, 1590, 1530,

1500 em 1
NMR (CDCly, &) : 1.&1 (9H, s), 3.87 (2H, d, J=0.8Hz),
4.43 (2H, s), 6.9% (lH, s}, 7.03 (1H, t, J=0.8Hz),
7.27 (1H, dd, J=8.5, 1.%Hz), 7.31 (1H, d, J=0.9%Hz),
7.51 (lH, d, J=8.S5Hz), 7.55 (1H, dd, J=1.8, 0.9Hz)
A& (m/zy : 412 (M7}, 3868, 270, 254

2) 5-[2-(4-RT A E4-2-X) X Hfswh-5-R]-1- (B L ERF
) -1H-vg =

NMR (CDCls, &) : 1.40 (9H, s), 6.16 (2H, s), 6.93 (1H,
d, J=7.2Hz), 7.02 (lH, s}, 7.34 (1H, s), 7.41-7.62
(4H, m}, 7.85 (1H, br s}, 8.18 (lH, dd, J=7.7,
1.4Hz)

K& (m/z) : 459 (M*), 325, 297, 282, 267

EHEH 7
¥ o-[2-(4-mTEAEE-2-K) i kwh-5-%]-2-[2(TE&EZE)
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FETA]-2H-v974 (2. 04g) = 5N ERALAKZE % (1. 5ml) £ F 5 (2001)
Ffor 2ok (15nl) I REW T HRSVETETHRSE 1 £. ¥FIYR
CHRERSE, EMTYHE QD) F. $R4PBIATAALEER
., BT EKERE, ALBLEREFH 5-[2-(4-R T HArEnk-2-
A)E kb -5-K]-2-2-ZA XA FA) 20w ei44 2 (1.28g).

mp 150-151°C

IR (4K G#) 1610, 1590, 1570, 1530, 1500 cm™l

NMR (DMSO-dg, &) : 1.37 (9H, s), 6.52 (2H, s), 6.7¢
(1, dd, J=6.8, 2.0Hz}, 7.15-7.29 (2H, m), 7.53
(1H, s), 7.65 (1H, br s), 7.82 (lH, dd, J=6.8,
1.7Hz), 7.87 (1H, d, J=8.6Hz), 8.10 (1H, dd, J=8.6,
1.7Hz), 8.45 (lH, br d, J=1.7Hz) '

K& (m/z) : 282, 267

%34 8

RERMT LR T 8F k0 E& T iy,

5-[2-(4—m T ReEod -2- ) Efkmh-5-R]-1- (B A 2 A wH)-
1H~vg v &G 44 3L

TR e . -z -1
LR(&{#E!&) 1610, 1520, 1560, 13500 cm

NMR (DMSO-dg, &) : 1.39 (°9H, s), 6.28 (2H, br m), 6.62
(14, m), 7.18-7.29 (2, m), 7.33 (1H, s). 7.60 (1H,
sy, 7.77 (1€, dd4, J=8.7, 1.8Hz:, 7.87 (1H, d,

J=8.7Hz), 7.87 (1H, m), 8.21 (.E, br d, J=1.8Hz)
A% (m/z) : 282, 267
L4 9

4B TE2-5-[(4-HHEd-2- ) PRI EHokwh-2-L ) kg
(0.20g). 2-F E X a8l (0. 10g). 4-——FHA R A wkrx (0. 12) # 1-(3-
ZWREELARR)-CEBI_FREEREYE (0.199) £ N N-— W 4L W5
B (60nl) Pz EERTHIE 2 X. BE3GRAWHALAKT AL
BRUBER., AMEREKRRGE ABRRBRETEFAERSE. Z4WH
BERAAEE L, AUBLEEBR. 54458 Bt Wmaams, &
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BER%. BREWA LRSS FiEAS 4 TH-2-{5-{{4[N-(2-
PEFERBE)RAFHAL] e 2- 2 ) FR) X im2-K) ke
(0. 18g).

mp : 201-203°C
IR(% fk G#) © 1550, 1500 cm™t
NMR (DMSO-dg, &) : i.36 (9H, s), 2.55 (3H, s), 4.41

(2H, s), 7.14-7.38 (4H, m}, 7.48 (1H, s), 7.50 {(1lH,
d, J=0.7Hz}, 7.63-7.687 (2H, m), 7.84 (1H, s), 7.87
(1H, dd, J=7.3, 1.5Hz)

LB 10

B Aa-RTE-2-6-{4- (R PHE)E2-2-RXTF K] X i=kd—2-21}
= (0. 46g). F AL (0. 22g) Aokt 4¥ (0. 19g) ££ F 55 (10ml) ¥ &5 B4
R RS 21 . EAHE, BRAMEAAKE, ALBRTER
B, AMEREK®E AABETRFAREREFTINLEKY. ¥z
KA EEEsd, RALBLERTE (20820 EK. &
HEeR B HaEs, REXRSFE 4-BTE2-6-{[4(RATF
)R -2-K 1P R} E ekl -2-2 ) k4 (0.19g).

TR Rk B#): 3100, 2250, 1590, 1530, 1500 cm™ 1
NMR (CDCl3, 5) 1.41 (%H, s), 3.8% (2H, 4, J=1.0Hz},
4.39 (2H, s), 6.99 (1€, s), 7.18 (iH, t, J=1.0Hz),

7.27 (1H, dd, J=8.4, 1.9Hz), 7.31 (1H, 4, J=0.9Hz),
7.52 (1H, d, J=8.4Hz), 7.55 {(1H, dd, J=1.9, 0.9Hz)
M (m/z) : 393 (MT), 254

L4 11

B a-mTE2-6-{4-(REFTE)Eo 2-Z TP X} % 5 Fvh—2-
Yo (0.19g). B KA (0.43g) o FALE(0.368) £ N,N-— 9 4 9
Bt Gml) Py RAME 120C KB 3 K. 44, RSB MAKRK
v, ALUBRLERR. AEARKEER RARETRIFBRERSR
B R¥kM. BaRROAZEKEEEEEL, REHATE GO HR
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4. RERBRGFATEH(10: 1) GRS ER. S5 HBFLSHEY
WH, BERSBFH 5-{2-{[2-(d-BTEEd-—2-1) % #5%-5-4]
Ak ke 4R @ K} -1H-vy =k (0. 12g).

. ] -1
IR(,;&,‘*;E%) : 2740, 1500 cm
NMR (CDClsy, &) : 1.41 (9H, s), 4.40 (2H, s), 4.44 (2H,

s), 6.99 (1H, s), 7.09 (1H, s), 7.24 ({(lH, br d,
J=8.5Hz), 7.28 (1#, s), 7.50 (1H, d, J=8.3Hz), 7.51

(1H, br s)
& . 436 (Mt), 234
TiEp 12

HYE R T LB 11 8975 EH & T oW,
-[2- (4| TAE=-2-3) Xfkd-5-X]-1Hw=

TRGERAK BH) : 2700, 1620, 1600, 1570, 1300 cm™!
NMR (CDClz, &) : 1.38 (SH, s), 7.54 (1H, s), 7.71 (lH,

d, J=1.0Hz), 7.95 (1B, d, J=8.7Hz), 8.08 (1H, dd,
J=8.7, 1.7Hz), 8.45% {(1H, dd, J5=1.7, 1.0Hz)
& . 325 (MY), 297, 282, 267

ELp) 13

B 5-[2-(4-RTEE2-2-K)FHkw-5-2%]-1Hw4 (1. 55¢) .
2-F R E TR 8 (1.67g) sk 847 (1.80g) &£ 2-7T 8 (15ml) F & %
SHmAECAEH 5 M. EARE, $FIGRSBENKKP, AL
BMUBER. AMEREKRREE ARKETHRFRERSE. 4P A
BEAEEESL, AFPEMLRBRUEGRAHAEM. 44881t
LYy, BRERBHEE 5-[2-A-RTHEE=$-2-%) ¥ 5 =%wh-5-
A]-2-[2-(LARAHEE)FIEFHR]-2H-vy (2.05g) F» 5-[2-(4-®& T A
ek -V E kw5 A]-1-2-(CAREFR)FEAFTA]-1H- w4
(0. 24g).

5-[2-(4— T A —2-R) X feknh5-X]-2-[2- (TR AEFHE) X
AP K]-2H-vg =
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IR ( g ) : 3140, 1770, 1720, 1620, 1600, 1580, 1530,
1500 cm™1
NMR (CDClz, &) : 1.42 {9H, s), 1.43 (3H, ©, J=7.1Hz),
4.43 (2H, g, J=7.1Hz), 6.35 {2H, s), 6.38 (lH, br
4, J=7Hz), 7.01 (1H, s), 7.2 (1H, m}, 7.40 (lH, d,
J=0.9Hz), 7.46 (1H, m), 7.63 (1H, d, J=8.6Hz), 8.10
(1H, br d, J=7Hz), 8.16 (14, dd, J=8.6, 1.7Hz),
8.43 (1H, dd, J=1.7, 0.9Hz)
H#%& (m/z) : 487 (M%), 430, 414, 386, 353, 325, 310,
282, 267

S5-[2- (4= THE=4-2-K) X% h-5-%£]-1-[2-(ZEAZR) 3
EFE]-1H-vg =k

IR ( B ) : 3120, 1730, 1710, 1600, 1580, 1530,
1500 cm™*
NMR (CDCLy, &) : 1.38 (3H, t, J=7.1Hz), 1.41 (9H, s},
7.1Hz), 6.18 (24, s), 6.83 (lH, br

4.33 (2H, g, J=
d, J=6.2Hz), 7.03 (1H, s), 7.2 (l1H, m), 7.34 (lH,
d, J=0.7Hz), 7.48 (1H, m), 7.55 (1H, &d, J=8.6,
1.7Hz), 7.62 (1H, &, J=8.8Hz), 7.83 (lH, dd, J=1.7,
0.7Hz), 8.14 (1H, br &, J=7.5Hz)
K&k (m/z) : 487 (M%), 458, 414, 386, 353, 324, 310,
287, 267

E#hp| 14

H4A-RTE-2-[5-(RFE) EH%d-2-24 1= (0.39g) . "] —3—
LEFE(0.258) . RAAMO. 240 MV F+ARAZFAGIELE -
RFR(0ml) P ey REM A 3 D, ERFRESY P AKE,
REWRAHRER T Fo, BAGREVEERS. ZeWAREKEGEE
%A, ARAGRPEGRSWER. 5H4H 04050 % 645 R
REFFE] 1-{[2-(-BRTAEd-2-F) R ok wh-5-A]FHR) g g-3-2,
B (0. 18g).
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mp : 111-115°C (4@

IRGR A GH) : 2500-2700, 1710, 1610 et

NMR (CDClsy, &) : 1.39 (9H, s), 3.77 (2H, s), 5.28 (2,
s), 6.95 (1H, s), 7.04-7.29 (7H, m), 7.40 (1H, d,
J=8.5Hz), 7.61 {(1H, d, J=7.2Hz)

A#& 444 (M)T, 400, 270

LM 15

EERT, BELA(EFHE ¥ 60%, 30mg) mA 3-FE-6-F&
Wk (7T3mg) &£ N,N-—F A FToECnl) Fo9ERY. £ 30 545, £
BaFTA 4-RTE-2-[6-(RFE) £ 5H-2-X %= (150mg) F
LY. AEERE 3 I HE, KRNGRSBHEAKRKT, BROY
AAEEBEgL, ALROEER, FRERI KA, BRRBRETFEF
BERGRIARKY. R RPALKEE#E L, AFERLEL
BRM RS EE. &4 A ML HeiBSs, BEXRSRI 4-RTA
—2-{6-[(3-MA-6-FHAIH-1-4) FE] X fkwh-2-4 )=k (0.29).

mp 103-105°C
IR(s% 4k G#) © 2200, 1530, 1450, 1350 cm™t
NMR (CDCls, &) : 1.40 (9H, s), 2.75 (3, s), 5.39 [2H,

s), 6.99 (1H, s), 7.09-7.19 (3H, m), 7.27 (1lH, d,

J=0.9Hz), 7.37 {(1H, 4, J=1.4Hz), 7.52 (1H, &,

J=8.S5Hz), 7.56 (lH, s), 1.88 (iH, d, J=8.2Hz)
A . 426 (MeH) Y

L &P 16
IR T EHH 15 HF X H & T HEY.
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16-1 Me H O OH  CH IR(hpsg) @ 2200 em™t
NMR (DMSO-dg, &) : 1.34 (9%,
s), 2.40 (3H, s), 5.60
(24, s), 7.12 (1H, d,
J=7.9Hz), 7.35 (1H, d,
J=8.2Ez), 7.44-7.6% [5E,
m), 8.45 (1lH, s)
i . 426 M+t
16-2 H ¥ Me CH mp : 50-56°C
IR(&@]&E:&%) 2200 cm” 1
NMR (CDCls, &) : 1.40 (9H,

s}, 2.56 (3H, s), 5.69
(24, s), 6.24-7.03 (2E,
m), 7.00 (lH. s),
(LH, 4, J=1.1Hz),

7.12
7.
(1, d, J=7.8Hz), 7.23
7.
7.

oy
-~}

(1H, d, J=0.9Hz), 50
(1H, d, J=8.5Hz), 58
(1H, s), 7.65 (1, d,
J=7.8Hz)

Bi% . 426 (M+E) T
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16-3

iPr H H cd IR ( $& ) : 2950, 2200, 1530,
1480, 1440, 1390, 1350 cm ™+
NMR (CDCly, &) : 1.30 (6H, d,
J=7.0Hz), 1.40 (9H, s),
3.04 (1H, hept, J=7.0Hz),
5.40 (2H, s), 6.99 (1H,
s), 7.13 (1H, d&d, J=1.8,
§.4Hz), 7.18 (1H, dd,
J=1.6, 8.2Hz), 7.26-7.32
(2H, m), 7.39 (iH, s),
7.51 (1H, d, J=8.4Hz),
7.60 (1H, s}, 7.62 (1H,

3)
B . 454 (MeE) T

£Bu H H CH IR (% ) : 2200, 1530, 1480,
1440, 1390, 1355 cm *
NMR (CDCly, &) : 1.38 (9H,

s), 1.40 (9H, s), 5.40
(2H, s), 6.99 (1H, s),
7.14 (1, dd, J=1.9,
8.6Hz), 7.27-7.41 (44,
m), 7.51 (lH, d,
J=8.6Hz), 7.61 (1H, s),

_7.60 (1H, d, J=1.1Hz)

oL 463 (ME) T




TP iz rL3 rl4 vy 20 78 B

16-5 CFy H H CH mp : 101-102°C
IR (s fkzag): 2210, 1460,
1375, 1320 cm™!
NMR (CDCly, &) : 1.40 (9H,
s), 5.47 (24, s), 7.00
(1H, s), 7.13 (1E, dd,
J=1.9, 8.6Hz), 7.29 (1H,
d, J=0.8Hz), 7.40 (1H, 4,
J=1.2Hz), 7.50-7.58 (3H,
m), 7.75 (12, s}, 8.10

20

30

35

(LH, s)
B . as0 (eH)*
16-6 F HoOH CH IR(/KRBH): 2200, 1190 cm!
MMR (CDCls, &) : 1.42 (9H,
s), 5.42 (28, s), 7.01
(1H, s), 7.01-7.15 (2%,
m), 7.30 (1H, dd, J=9.0,

4_.2Hz), 7.40-7.55 {4H,

m), 7.67 (1H,
Y 430 (M+H) '

s)

IR(&,QL};%) 3150,

2230,

1530, 1500, 1490 cm™!
NMR (CDCly, &) : 1.40 (SH,

s), 5.41 (2H,
(1H, s), 7.10
J=1.9, 8.5Hz)},
(3H, m), 7.38

J=1.2Hz}, 7.52
J=8_.5Hz), 7.%4

s), 7.00
(1H, dd,
7.18-7.32
(1H, 4,
(1H, d,
(1H, s),

7.76 (1H, d, J=1.7Hz)
Fi#E : 445 (MT), 270
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16-3 H Cl H CH IR(&{#L;&) 2230, 1810,
1535, 1500, 1350 cm 1
NMR (CDCl3, 8) 1.40 (9H,

s), 5.37 (2H, s), 7.00
(1H, s}, 7.11 (1H, dd,
J=1.9, 8.5Hz), 7.24-7.29
(24, m), 7.39 (2H, 4,

1.9Hz), 7.52 (1, 4,
J=8.5Hz), 7.61 (1H, s),

7.68 (1H, d, J=8.4Hz)

A . aas (Mty, 270

16-9  NO2 H H CE IR(j4kGH): 2230, 1620,
1515, 1340 cm™ -
NMR (CDC13, 65 : 1.40 ({®H, s},
5.50 (2H, s), 7.10 (1lH,
sy, 7.14 (1H, d&, J=1i.¢%,
8.5%Hz), 7.28 (lH, 4,
o=0.9Hz), 7.42 {1EH, 4d
J=1.3Hz), 7.49 (1H, d.,
d
s

.

$.2Hz), 7.55 (1lH,
=8 _SHz), 7.80C |{
20 (1H, d, J=9.
2 T
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16-10 COCMe

2200, 1710,
1500 em~ 1

IR (R AT )
1615, 1530,
(DMSO-dg, 3) 1.35 (9H,
s), 3.57 (3H, s), 5.58
(24, s), 7.39 (1H, d4d,
J=1.6, 8.6Hz), 7.46 (14,
s), 7.49 (iH, s), 7.66-
7.75 (2H, m), 7.81 (lH,
d, J=8.6Hz), 7.87-7.94
{(1H, m), 8.286 (lH, s),
8.71 (1H, s}
469 (M7,

NMR

V. X3 438, 286, 270

mp 175-176°C
IR(ERAKLH) : 2200, 1625,
1530, 1495 cm™2
(CDCly, &) 1.40 (SH, s),
3.80 (3H, s), 5.37 (2H,
s), 6.80 (1H, d,
J=2.2Hz), 6.95 (LH, dd,
J=2.2, 8.8Hz), 6.99 (lH,
sy, 7.13 (1H, dd, J=1.8,
8.5Hz), 7.27 (1
7.38 (1H, s), 7.52 (1H,
d, J=8.5Hz), 7.53 (1H,
s}, 7.65 (l1H, d, J=8.8Hz)
442 (M+H) '

NMR

H, s),

ik
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le-12 OBz

1

H CH

IR (5 thp#) ¢ 2200, 1220 cm~1
NMR (CDCls, &) : 1.40 (9H, s),

5.12 (2H, s), 5.3% (2H,
s), 6.99% (1H, s), 7.0l
(1, dd, J=2.3, 9.0Hz),
7.09-7.353 (11H, m}, 7.39
(14, s)

R# . srg o(MmeEy T

16-13 Me

H N

. . -1
IR(::?JZF,E%)' 2200 cm
NMR (CDCI,, Sy : 1.40 (SH, s},

2.48 (3H, s), 5.71 (2H,
), 6.98 (iH, s), 7.19-
.30 (3H, m), 7.35 (lE,
, J=8.7Hz), 7.46-7.50

(2H, m), T.61 (1H, s)
A& . 427 (meH) T

Q - a I

Lip] 17

EASHT, BELABHEFTHEF 60%,
B YR (0.56g) £ NN~ PR WatAk (5nl) P& F. £ 30 545,
BER PN 4-RTE-2-[6-(APR) Xi=kwh-2-4& 2% (0.975g),
Mg ®AWAE 50-60C THRFEILIH., FHFAGRESHMAKRKY, A
LEBRLERI, AWEREKRLESE, AARETRIARERSELIRK
Y., GRKBAREEEEESL AFERLRLEGORASY RN,
AHeAHBAELS ALY, REXRSERS 1-{[2-U-&RTHEAE-2-

) E ek -o- ] P BI~k-2-8B8 ¥ & (0.87g).
108-109°C (d —F- A 8)

1710, 1610,

mp :

IR Gtk m i) ©

NMR (CDCls, &)
s}y, ©6.94

B#

1.392 (2H,

(1H, s), 7.08

7.12-7.43 {(JH, m), 7.72

444

oy v,

2ee, 270,

1590, 15135 cm ™1

s), 2.87 (3H, s), 5.93 (2H,
(1H, dd, J=1.8, 8.5Hz),

{(1H, d, J=3.0Hz)
2E4

8]

0. 15g) m A% —2-3&
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Frl-{{2-(4=T A Ere-2- %) X Hfkb-5- L] TR v wk-2-5 8%
¥ & (0. 86g) F= & A 444 (0. 77g) £ K (10ml) Fo .5 (20m]) &9 RA B T &5
EREABKE 2 PN, ARLENE, RAbHWERLEAP, ZRAHKE
MEILE pH3. @ EKELARGRE, ATFREE 1-{[2-(4-K
TRAE -K) R HSh-5-K]FE]%R-2-3 % (0.80g)

mp : 160°C (4@

IR Ch4kpH): 2500-2700, 1690, 1515, 1500 cm™t

NMR (CDCls3, &) : 1.38 (9H, s), 4.0 (1H, br s}, 5.92
(24, s), 6.94 (1H, s), 7.08 (1H, dd, J=1.8, 8.5Hz),
7.13-7.41 (6H, m), 7.54 (14, s), 7.73 (1H, d,
J=8.0Hz)

Jiig 430 ()T, 386, 270, 253

x4 19

B 1-{[2-(4-BTRAE-2-2L) X Hkb-5-K] PR f-2-5% 8
(0. 46g) #= EFABLF (0. 16m1) £X (10ml) P& RASB @R AT H 2 18,
EAFE, RERINGRLY. RePARKKRERLTE, RLBTLE
RER, AMERALE KRGS RARETRFEAELZS 1-{[2-4-RTHL
ek -0 R) FHfkwh-5-2 ] PR} 5I9R-2-5 B (0. 40g)

mp : L1531-151.5°C

IRk GH) 1 3350, 3150, 1630, 1600 cm™*

NMR (CDCls, &) 1.39 (9H, s}, 5.80-0.00 (2H, br s).
5.94 (2H, s), 6.94 (1H, s), 7.10-7.34 (6H, m), 7.40
(14, d, J=8.0Hz), 7.638 {(iH, &, J=7.8Hz)

B . 42 (MT), 411, 385, 272

34 20

EAkAFFHsH%A QO 14ml) m A N,N-— ¥ & ¥ & & (0. 86ml)
F, £ 10 985, EEERT A 1-{[2-U-RTEES-2-R) X
wkwly—5—2 ] P&} vl —2-F sk (0. 43g) £ N,N-— ¥ X ¥ &k (5Gml) F
Ek. RBEERLAZERTHRIFILIE, MALFRBEIARERP.
WA B A RWNILE, ARXREFERTR, F3 4-RTH-2-{5-
[@-RAV%R-1-&) FREI¥Hkdh-2-54 )5 (0.43g).

§2
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IR(th o) : 2200, 1600, 1500 cm™!
NMR (CDCls, &) : 1.39 (9H, s), 5.358 (2H, s), 6.97 (1H,
s), 7.13-7.40 (7H, m), 7.47 (lH, d, J=8.S5Hz), 7.68

(1H, 4, J=8.0Hz)
B : 411 (MT), 296, 270, 255

FL 34 21

F BT E2-{5-[G-RAE-6-FEIH-1-£) F X% i skod2-2 )
ek (0. 19g) . & R AL (0. 32g) A 44 (0.30g) &£ N, N-— AW
Cml) P9 R4HE 120CHHE 72 I . EAHIFERE, KASREY
BANKAF, ok A LRMA. i B RS R I T ST
I R EH R, AR TR TR RO BAR. 5 H5A
AR GHetEsy, RERGAS 5-(1-{[2-(4-RTEE+-2-%) X5
KB-5-R]F R} -6-F A k-3-24 ) -1H-v9 = (0. 04g) .

mp 240-245°C
IR(s 4k GHE): 2500-2700, 1620, 1600, 1490, 1450,
1410 cm 1

. NMR (DMSO-dg, &) : 1.34 (SE, s), 2.44 (3H, s), 5.54
(2H, sy, 7.10 {1H, d, J=8.4Hz), 7.35 (lH, dd,
J=1.7, 8.5Hz), 7.47 (i, s), 7.51 (1H, d, J=1.7Hz),
7.51 (1H, s), 7.63 (1H, s), 7.89 (1H, d, J=8.SHz),
8.12 (1H, d, J=8.4Hz), 8.14 (1K, s)

¥ . sea (M+H) T

4] 22
ARYE RN T Lt 21 695 k5] B4 F 1003,




10

15

20

25

30

35

Tl T TR T
‘."‘ : b ,‘.. .:"h ,‘:~
ETT r13  grl4 ¥
22-1 Me H H CH
TRk GH): 3500-2500 cm™l
NMR (DMSO-dg, &) : 1.34 (9H, s), 2.45

(3H, s), 5.65 (2H, s), 7.12 (
d, J=8.3Hz), 7.35 (1H, d,

}
]
1

J=8.6Hz), 7.47-7.71 (5H, m), 8.05

(1H, s}, 8.18 (1H, s)
H#E . 459 emt

22-2 g H Me cH
' mp @ 163-185°C (45-F)
IR (3 4k &) 3300, 2500-3000, 1610,
1590, 1500, 1450, 1360 cm ¢
NMR (CDClg, 3): 1.41 (9H, s), 2.49 (3H,
s), 5.52 (2H, s), 6.83-7.12 (SH,
m), 6.95 (1H, s), 7.22 (iH, d,
J=8.6Hz), 7.89 {(1H, s), 8.17 (lH,
d, J=8.0CHz)
A& . 459 (et
ESH
Cy gHy 4 NgOS-1/4CH,CLy
WHAME: c 64.37, 5 5.04, N 17.16
KB . C s24.23, H 5.12, N 17.21

ek
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22-3 iPr H H cH
mp 153-158°C
IR (Etk B M) 3400, 2700, 1620, 1600,
1490, 1400 cm™ 1t
NMR (DMSO-dg, &): 1.28 (8H, d,
J=7.0Hz), 1.34 (9H, s}, 3.03 (1H,
hept, J=7.0Hz), 5.65 (2H, s), 7.19
(14, dd, J=2.2, 8.5Hz), 7.37 (lH,
dd, J=2.1, 8.6Hz), 7.47 (1H, s),
7.51 (lH, s), 7.59 (1H, d,
J=8.SHz), 7.66 (1H, d, J=2.2Hz),
7.68 (1H, d, J=8.6Hz), 8.10 (1H,
. s), 8.21 (1H, s)
L : 497 (M+H) T
ESH
CgHogNgOSH,0
HHEME: C 65.04, H 5.82, N 16.50
EEAl : C 65.97, H 6.18, N 15.85
22-4 tBu H H cH
mp 162-169°C

IR (g 4k 4 : 3300, 2700-2500, 1620,

1600, 1460, 1380 cn !

NMR (DMSO-dg, &): 1.34 (9H, s), 1.36

(9H, s), 5.65 (2H, s), 7.37 (24,
dd, J=2.2, 8.9Hz), 7.47 (1H, s),
7.51 (1H, s), 7.59 {(1H, d,
J=8.9Hz), 7.60 (1H, d, J=1.8Hz),
7.68 (1H, d, J=8.9Hz), 8.20 (lH,
s), 8.24 (1H, d, J=1.8Hz)

511 (M+H) "

55
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22-5 CF5 q 5 cH

me 130-200°C

IR (kG #) 3300, 2500-2700, 1630,
1600, 1490, 1460, 1410, 1380,
1340 cm *

NMR (DMSO-dg, &) : 1.34 (9H, s), 5.78
(2H, s), 7.39 (1H, dd, J=2.2,
8.6Hz), 7.48 (1H, s), 7.52 (1H,
sy, 7.62 (1H, dd, J=1.8, 8.4Hz),
7.69 (LH, s), 7.71 (1H, d,
J=8.4Fz), 7.96 (lH, d, J=8.6Hz),
8.42 (1H, s), 8.62 (1H, s)

F# . 523 (MiH) T

CogHp1 F3NGgOSHO FLESH
a1 C 57.80, H 4.29, N 15.53
SE{f . C S58.34, H 4.58, N 14.96

22-6 r H H CH
TR (k) 3600-3000, 1180 cx”l
NMR (DMSO-dg, &) : L1.34 (9H, s), S5.69

{24, s), 7.17 (1H, t, J=2.3Hz),
7.38 (14, 4, J=8.6Hz), 7.47 (1lH,
s}, 7.61 (lH, s), 7.67-7.77 ({(3H,
m), 7.93 {(1H, 4, J=9.7Hz), 8.31

(1H, s}
B . 473 wEyt
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22-7 cl H H CH
mp :  238°C (4
TR (i 4k B M) 3300-3500, 3100, 1630,
1600, 1500, 1410 cm™t
NMR (DMSO-dg, &) : 1.35 (9H, s), S.71
(2H, s), 7.30-7.40 (2H, m), 7.47
(1, s}, 7.51 (lH, s), 7.67 (1lH,
sy, 7.70 (l1H, d, J=9.5Hz), 7.78
(14, d, J=8.8Hz), 8.27 (1, d,
J=2.0Hz), 8.32 (1H, s)
JA# . 488 (M7, ¢55, 270, 255

22-8 H cl H CH
mp :  245°C (4@
IR R4k zag) © 2500-3000, 1625, 1800,
1500 cm t

NMR (DMSO-dg, Sy 1.36 (8H, s), 5.693
(24, s), 7.30 (1H, dd, J=1.8,
8.5Hz), 7.38 (1H, dd, J=1.8,
8.5Hz), 7.47 (1H, s), 7.53 (lH,
s), 7.69 (1H, s), 7.71 (1H, d,
J=8.5Hz), 7.8% (1H, d, J=1.8Hz),
8.25 (1H, 4, J=8.3Hz), 8.25 (1H,

s)
JFi& . 4ass (MY), ass, 270, 2535

37
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22-9 NO, H H CH
mp @ 162°C (4R

IR (3 4k g i 3300-3000, 1630, 160C,
1510, 1410, 1430 cm™t
NMR (DMSO-dg, &) : 1.46 (9E, s), 5.79
(21, s), 7.42 (1H, dd, J=1.8,
8.6Hz), 7.46 (1H, s), 7.51 (1H,
s}, 7.70-7.74 (2H, m), 7.96 (1H,
4, J=9.2Hz), 8.19 (lH, d4d, J=2.3,

9.2Hz), 8.47 (1H, s), 9.18 (lH, d,
J=2.3Hz)
Jh k& 500 (M+H) T
22-10 COOMe H E CH
mp : 218°C (4G5

TR G 4G #3200, 2500-2700, 1710,
1650, 1630, 1600, 1500, 1400,
1390 cm ™ *

NMR (DMSO-dg, &) : 1.40 (9H, s}, 3.90
(3, s), S.74 (2H, s), 7.39 (lH,
dd, J=1.8, 8.5Hz), 7.47 (lH, s},
7.51 (1H, s), 7.68 (lH, s), 7.70

(1H, 4, J=8.5Hz2), 7.83 (1H, 4,

&.7Hz), 7.91 (1H, dd, J=1.5,
<Hz), 8.32 (1H, s), 8.98 (1H, s)

& . s11 oM-mt

J=
8.
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22-11 H OMe H CH
mp 239-242°C

IRk 4G 8O 3200, 2500-2700, 1620,
: 1600, 1590, 1460 cm *

NMR (DMSO-dg, &) @ 1.34 (SH, s), 3.82
(3E, s}, 5.64 (2H, s), 6.92 (1lH,
ad, J=2.2, 8.6Hz), 7.27 (1H, d,
J=2.2Hz), 7.3% (1H, dd, J=1.8,
9.0Hz), 7.47 (1H, s), 7.53 (lH,
s), 7.68 (1%, s), 7.69 (1H, d,
J=8.6Hz), 8.07 (1H, s), 8.11 (1H,

9

a, J=9.0Hz)
i 435 (M+H) "
Ty 5E0aNg02SHO AESTH
AR C 62.13, H 5.21, N 16.72
KEA C 62.30, H 5.28, N 16.43
22-12 QiPr H 3 CH
TR (& 4k GH) : 3100-2500, 1200 cm™*
NMR (CMSC-dg, &) : 1.30 (6H, d,

J=6.0Hz), 1.34 {(SH, s), 4.863 (lH,
nept, J=6.0Hz), 5.63 (2H, s), 6.90
(13, dd, J=8.9, 2.4Hz), 7.37 (lH,
dd, J=8.5, 1.8Hz), 7.47 (lH, s],

» (14, sy, 7.56 (1H, 4,
J=8.3Hz), 7.66 (1H, s), 7.69 (lH,
d, J=8.9Hz), 7.72 (1H, d.
J=2.4¥z), 8.19 (1H, s)

~4
U

#
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22-13 O-cPen H H CH

IR(#&AKGH) : 23600-2500, 1200 em !

NMR (CDCl,, &) : 1.39 {9H, s), 1.40-
2.00 (8H, m), 4.82 (iH, br s),
5.23 (2H, s), 6.88 (lH, dd, J=8.9,
2.3Hz), 6.99 (1H, s), 7.01 (lH, d,
J=8.S5Hz), 7.07 (1H, s), 7.18-7.30
(38, m), 7.79 (1H, 4, J=2.3Hz),
7.86 (lH, s)

B . 539 (M+H)T
22-14 OMe 31 H CH
mp : 166-170°C (45

IR (s 4k G k) : 3300, 2500-2700, 1630,
1610, 1480, 1460, 1380, 1220 cm !
NMR (DMSO-dg, 5) : 1.34 (9, s), 3.83
(3H, s), 5.64 (2H, s), 6.92 (1H,
dd, J=2.4, 9.0Hz), 7.36 (1H, br d,
.5

J=8.SHz), 7.47 (1H, s}, 7.51 (1,
s), 7.59 (iH, d, J=9.0Hz), 7.60-
7.72 (3H, m), 8.19 (1H, s)
B#& . sa5 (Mem)t, 286
22-15 oH H u cH

mp @ 242°C (5

TRz ik os) @ 3600-3000 cml

NMR (DMSO-dg, &) : 1.34 (SH, s), 3.35
(1H, br s}, 5.59 (2H, s), 6.78
(1H, dd, J=2.2, 8.8Hz), 7.36 (LH,
d, J=8.5Hz), 7.46(lH, s), 7.47
(14, d, J=8.8Hz), 7.50 (lH, s),
7.65 (1H, d, J=2.2Hz), 7.69 (lH,

d, J=8.5Hz)




10

15

20

25

30

35

5% A

al2 213 old v
22-16 -OCH,-Tet H H CH
mp 192-196°C
IR (kG RE) : 3700-3000, 1250 cm™*
NMR (DMSO-dg, &) : 1.34 (9H, s), 5.04
(2H, br s), 5.28 (2H, s), 5.62
(2H, s), 6.99 (1H, dd, J=2.4,
8.9Hz), 7.36 (1H, ad, J=1.7,
8.5Hz), 7.47 (1H, s), 7.50 (1H,
s), 7.58 (lH, d, J=8.9Hz), 7.65
(1, s), 7.68 (lH, d, J=8.5Hz),
7.88 (1H, d, J=2.4Hz), 8.19 (1H,
s)
22-17 -OCH,COOMe  H H CH
mp 137~-138°C

IR(&,ﬁ;E%) 3300-1750, 1630, 1610,

1470, 1380 cm™ !

NMR (DMSO-dg, 3) 1.34 (9H, s), 3.72

{3H,

s}, 4.85 (2H, s), 5.63 (2H,
6.

88 (1H, dd, J=9.0, 2.5Hz),
(lH, dd, J=1.8, 8.5Hz), 7.47

s), 7.51 (1H, d, J=0.8Hz),

1 (1H, 4, J=%.0Hz), 7.63-7.71
, m), 8.23 (lH, s)

542

(MTy, 528, 499, 270

9t
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22-18  -0C(Me) ,COOEt H H CH
mp 136.8-137.8°C
IR(GRMKEH) : 3200-2300, 1720 cm™?
NMR (CDCls, &) : 1.32 (3H, t,
J=7.12Hz), 1.39 (9H, s), 1.57 (6H,
s), 4.30 (2H, q, J=7.12Hz), 5.22
(2H, s), 6.86 (1H, dd, J=2.2,
8.9Hz), 6.98 (1H, s), 7.01 (1H,
dd, J=1.8, 8.SHz), 7.11 (1H, s),
7.12 (1H, d, J=8.9Hz), 7.23-7.27
(2H, m}, 7.81-7.84 (2H, m)
Fi# . 585 (M+H)T
22-19 -OCH,C (Me) ,COCMe H H CH

mp @ 150°C (W)

IR(G 4k Gab) : 3200-2300, 1720 em™!

NMR (DMSO-dg, &) : 1.28 (6H, s),
1.24 (SH, s), 3.62 (3H, s), 4.0S
(2H, s), 5.64 (2H, s), 6.90 (lH,
dd, J=2.3, 9.0Hz), 7.34 (1lH, d,
J=8.5Hz), 7.47 (1H, s), 7.50 (1H,
sy, 7.57 (1H, d, J=9.0Hz), 7.62-
7.71 (3H, m), B8.20 (1H, s)

A# ;585 (M+m)t

~

a3
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22-20 H H H CMe
mp : 225-228°C (W)
IR G4k M) : 2600, 1620, 160C,
1500 cm ™ *
NMR (DMSO-dg, &) 1.34 (9H, s),
2.74 (3H, s), 5.70 (2H, s),
7.13-7.25 (3H, m), 7.42 (1lH, bz
s), 7.46 (1H, s), 7.47 (lH, &,
J=0.6Hz), 7.60-7.68 {lH, m),
7.66 (1H, d, J=8.5Hz), 7.9-8.02
(1H, m)
)% 3 463 (M+H) T, 307, 270
22-21 H H H CH
mp ¢ ra3-14s°c (ZFF)
IR(G Ak GH) 3400 3120, 1625, 1600,
1500 em 1
NMR (DMSO-dg, &) 1.34 (%H, s), 5.69
(2H, s), 7.26-7.31 (2H, m), 7.38
(1H, dd, J=1.8, 8.3Hz), 7.47 (lH,
s), 7.51 (1H, s), 7.67-7.71 (3H,
m), 8.23-8.27 (1H, m), 8.25 (1lH,
s)
i 455 (M+H) Y, 427, 412, 270
22-22 H H H N
IR(a4kGH): 3300-3000, 1590,
1490 cm™ 1
NMR (DMSO-dg, 3) 1.34 (94, s},
5.91 (2H, s), 7.29-7.40 (2H, m),
7.46 (1H, s), 7.51 (lH, s), 7.46-
7.54 (1H, m), 7.63-7.68 (2H, m),
7.88 (LK, d, J=8.6Hz), 8.35 (lH,
d, J=8.1Hz)
& 456 (M+H)T, 413

3
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22-23 OMe g H N
mp : 140-145°C (4% )

IR(E& 4k o) : 3300, 3100, 1625,

1600, 1500 cm™t

NMR ({DMSO-dg, &) 1.34 (BH, si,

3.

88 (3H, s), 5.92 (2H, s), 7.21

(1, dd, J=2.3, 9.2Hz), 7.36 (1lH,

d,

J=8.6Hz), 7.46 (l1H, s}, 7.5Q

(1H, s), 7.60-7.70 (34, m), 7.86
(1H, d, J=9.2Hz)
JAiE  :486 (M+H) T, 460, 270

CogHyqN70,51/2H,0 AASH
HHEM c 60.71, H 4.89, N 19.84
LHAE . - 60.75, H 4.99, N 18.94

22-24 -OH H

H N

IRGEAK GH) :  3300-3000, 2300-2700,

1590 cm *

NMR (DMSO-dg, &) 1.34 (9H, s),

5.
9.
8.

88 (2H, s), 7.07 (lH, dd, J=2.3,
QHz), 7.35 (1H, dd, J=1.8,
5Hz), 7.47 (1€, s), 7.51 (lH,

s), 7.61-7.69 (3H, m), 7.75 (lH,

d,

J=9.0Hz), 9.65 (lH, s)

Rk 472 (M+H) T
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22-25 -OCH,COOEt H H N
mp 120-121°C
IRGE 4k G M) 3500, 3100, 2500-2700,
1750, 1730, 1605, 1500 cm™ !
NMR (DMSO-dg, &) : 1.24 (3H, t,
J=7.1Hz), 1.34 (9H, s), 4.20 (2H,
g, J=7.1Hz), 4.90 (2H, s), 5.93
(2H, s), 7.28 (lH, dd, J=2.4,
9.1Hz), 7.36 (1H, d, J=2.4Hz),
7.47 (1H, s), 7.51 (1H, s), 7.60-
7.69 (34, m), 7.89 (lH, d,
J=9.2Hz)
M . 558 (M+H) 7t

CogHygN70451.2H,0 LELH
#HAE cC 58.06, H 5.12, N 16.93
EHeAh . C 58.04, H 4.96, N 16.74

22-26 iPr H H N
' mp : 132.5°C S
IR(&4KGH) : 3600-2300 cm™ 1
NMR (DMSO-dg, &) : 1.29 (6H, d,
J=6.9Hz), 3.10 (1H, hept,
J=6.9Hz), 5.93 (2H, s), 7.37 (1H,
dd, J=1.7, 8.6Hz), 7.46 (1H, s,
7.49 (1H, d, J=8.8Hz), 7.51 (lH,
sy, 7.65 (14, s), 7.67 (1H, d,
J=8.6Hz), 7.86 (lH, d, J=8.8Hz),
8.14 (1H, s)
Fi& . 498 (M+H) T

95
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22-27 Me H H N
mp :  134°C (48)
IR (%4 Ga): 3600-3000 cmL
NMR (CDClg, 3) : 1.41 (9H, s), 1.72

{32, s), 5.57 (2H, s), 6.94-7.02
(34, m}, 7.13 (lH, s), 7.22-7.26
(3H, m), 7.36 (1H, d, J=8.7Hz),
8.17 (1lH, br s)

JFi#& . 470 M+H) T

22-28 H -COOMe H CH
mp : 143.0-147.8°C
IR(;& 4k G &) : 3300, 3100, 2500-270C,
1715, 1630, 1600, 1500,
1235 cm™ 1t
NMR (DMSC-dg, &) : 1.34 (SH, s),
3.87 (3H, s), 5.8L (2H, s}, 7.37
(1H, dd, J=1.9, 8.SHz), 7.47 (lH,
s), 7.52 (14, s), 7.65 (1H, s),
7.71 (1H, d, J=8.5Hz), 7.89% (lH,
dd, J=1.4, 8.4Hz), 8.33 (lH, br
s), 8.35 (iH, d, J=8.4Hz), 8.43
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5 5,451 212 =13 nl4 v
22-29 H +CH, 1 4COOEL  H cH
IR(i& 4k GH) : 3300, 31C0, 2500-2700,
1735, 1630, 1605, 1500, 1250 cm™ !

NMR (DMSO-dg, 3)
J=

(4

2.

J=

d.,
J=
s)
J=
8.

v

1.13 (3H, t,
7.1Hz), 1.34 (9H, s), 1.40-1.70
H, m), 2.67 (2H, t, J=7.lHz),
60-2.75 (2H, m), 4.0l (2H, q,
7.1Ez), 5.65 (2, s), 7.1l (1H,
J=%.3Hz), 7.35 (lH, d,
8.5Kz), 7.47 (iH, s), 7.51 (2H,
. 7.66 (1H, br s), 7.68 (lH, d,
8.5Hz), 8.13 (1H, <, J=8.3Hz),
15 (1H, s)
531 (M+H) T

22-30 -CH,COH !

np 1

IRGEAR L) : 3300-3100, 2500-2700,

NMR (DMSO-dg, &)
(2H, s), 5.17
(2H, s), 7.25 (iH, d, J=8.

1 CH
96-198°C ( &)
1630,
1605, 1500, 1250 cm™+
1.41

(SH, s)
(1, br s), 5.8686
4

7.35 (1H, d, J=8.8Hz), 7.47 (1H,
s}y, 7.51 (1H, s}, 7.65=7.70 (3H,
m), 8.13 (1H, d, J=8.5Hz), 8.15
(14, s)

ik

485 (M+H)Y, 440

Ti



& 3645 rl2 r13 r14 Y
22-31 $CH,+,COOH H H CH
mp : 217°C (A
TR(# 4K #): 3300-3100, 2500-2700, 1700,
1620, 1600, 1250 cm™ !
NMR (DMSO-dg, &) : 1.34 (9H, s),
2.52-2.60 (2H, m), 2.90-3.00 (2H,
m), 5.64 (2H, s), 7.17 (1H, d,
J=8.5Hz), 7.37 (1H, d, J=8.5Hz),
7.47 (1H, s), 7.51 (1H, s), 7.60
(1, d, J=8.5Hz), 7.66 (lH, s),
7.68 (1H, d, J=8.6Hz), 8.08 (lH,
s), 8.20 (1H, s)
S . 527 (M+E) Y
22-32 H H -OCH,COOMe CH
mp :  217°C (4F&)
IRGE 4k GHED: 3100, 2500-2700, 1760,
1625, 1600, 1580, 1500, 1450,
1290, 1200, 1180, 1100 cm™1

NMR (DMSOg, &) : 1.34 (9H, s), 3.33
(3H, s}, 24.98 (2H, s), 5.95 (2H,
s), 6.83 (l1H, s, J=7.7Hz}, 7.15
(1H, t, J=7.7Hz), 7.38 (1H, dd,
J=1.7, 8.6Hz), 7.46 (1H, s),
7.49 (14, d, J=0.7Hz), 7.65 (1H,
d, J=8.6Hz), 7.66 (1H, dd, J=0.7,
1.7Hz), 7.86 (1H, d, J=7.S5Hz),
8.17 (1H, s)

A# . 543 (M+E)*, 286

L4 23
EERT, BEALAK (A5 d 60%, 0.8lg) A 5-F f A=
-3-28 (2.5g) £ NNN-—F R P& (40ml) ¥ 895 & F. £ 30 545,

98
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AEFER RN 4-BTE-2-[5-(RF L) EHkw-2-2 k= (2.71g).

ERSRESE 4 PG, $RGRSMEAKRKY, ARLIRKL, @
A ERFERNRR, AaBRBEE# i85, A_RFRPTHESGR
LHHEH. SHLA IS WHIES, BERS. BLWMAEKLE
Py, BYTEKELERL, ASKLEARAFIS-FERE-1-{[214-
T A —2-K) X kwh-5-K] P L} %lR-3-2% (4159).

IRCGEAGR ): 2500-2700, 1700, 1480 cm™!

NMR (CDCls, &) : 1.40 (9H, s), 3.78 (2H, s}, 5.08 (2H,
s), 5.31 (2H, s), 6.91 (1H, dd, J=1.8, 8.9Hz}, 6.396

(1H, s), 7.06-7.47 (12H, m)
Fiik . 551 (M+H) T, 286

L3P 24

¥ 5-FRA-1-{[2-U-BTEES2-%) 5 xHm-5-£]F L}
k-3-Z & (3.0g). 10%Pd—C(0. 6g) #= F M & (2. 0g) /£ Z 5 (60ml) F= K
(6ml) 8 BABEMN P RSB RARHE 18 ANber, AT FEB IR
ME, RERBER. FASWEMTATS (200m1) P65 10% # hee
b, BRAMARBEETEA 2 £, AERSTHNGER, BReWABEBE
PRERPLBRLEZMSE. ALEREKEE, BARETEFA
EREFD 1-{[2-(4-RTAE2-2-K) ¥ Hkwh-5-£]FH)}-5-%%
Bl -3-Z B V& (1. 76g) .

IR ( %6 ) : 3300, 1720, 1610, 1580, 1360 cm~l

NMR (CDCly, &) : 1.40 (9H, s), 3.69 (3H, s), 3.71 (2H,
S), 5.29 (2H, s), 6.76 (1H, dd, J=0.5, 8.8Hz), 6.98
(1H, s), 7.02 (1H, d, J=0.5Hz), 7.06-7.12 (3H, m),
7.25-7.33 (2H, m), 7.43 (1H, d, J=8.5Hz)

A#E 475 (M+H) T

34 25

¥ 1-{[2-(U—TAES-2- X)X fkm-5-R]F R} -5-F L3k
~3-Z. B P& (0. 35g). 5@ XA L& (0.232ml) o447 (0.31g) £ F 4
AR (5ml) Feg s B0CHHF 18 i, AEFBEEIREBAYA

99
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B, BEXBER. RGP AEEEE# k4L, RALBRLER
ELRGHZLOBHERK. SHLABELSBGIES, BEXRE. AW
RAECHKLER, #AddEEELd, AEOREERSFS 1-{[2-@-&T
Aokok 0B V¥ HF S H-5-A]FR]-5-G-CHREEETHRA) 3 %R-3-
L& V& (0.23g).

1360 cm~ !

IR(}'&WE*E‘): 1725, 1610, 1585, 1460,
1.40 (2H, s).

NMR (CDCls, &) : 1.25 (3H, t, J=7.1Hz),
1.81-1.88 (4H, m), 2.35-2.39 (2H, m), 3.71 (3H, s),
3.75 (2H, s), 4.00-4.05 (2H, m), 4.13 (2H, 4,
J=7.1Hz), 5.33 (2H, s), 6.83 (1H, dd, J=2.3,

§.8Hz), 6.97 (1H, s), 7.06 (lH, d, J=2.3Hz),
s), 7.15 (iH, d, J=8.8Hz),

7.05-

7.11 (2H, m), 7.11 (1H,
7.34 (1H, s), 7.45 (1H, 4, J=8.5Hz)

K . 603 (M+H) T

%64 26
AR LT LA 25 HF EZHE TS,

100
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C-D-CQQETt
A D Y B2 B 4%
26-1 -C(Me)5- CH IR(jE 4k G#) 1 2200, 1720, 1250 cm™?
NMR (CDCl4, &) : 1.30 (3H, t,

J=7.1Hz), 1.40 (9H, s}, 1.51
(6E, s), 4.28 (2%, q,
~7.1Hz), 5.38 (2H, s), 6.95
(15, dd, J=2.2, 9.0Hz), 7.00
(1, s), 7.13 (1H, dd, J=1.8,
8.SHz), 7.21-7.28 (3%, m),
7.40 (1H, s), 7.52 (1H, 4,
J=8.5Hz), 7.58 (1lH, s)
Ak . 542 eyt

26-2 =CHo~ N mp : ©25-98°C
IR(&{*.;E#—) : 2250, 1738, 1500 cm™ !
NMR (DMSC-dg, &) : 1.35 (9H, s},

1.22 (3H, t, J=7.1Hz), 4.18
{2H, q, J=7.1Hz}, 4.%92 (Z2H,
s), 5.80 (2H, s}, 7.29 (lH,
dd, J=2.3, 7.%2Hz), 7.31 (1lH,
s), 7.38 (l1H, dd, J=1.7,
8.6Hz), 7.48 (1H, s), 7.52
(1H, s), 7.67 (lH, d,
J=8.86Hz), 7.70 (l1H, s), 7.98

(1H, d, J=10.0Hz)
B# . 515 oqemyt
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ATETHE 1-{[2-(4-RTAE4-2-%) X fkwh-5-£]FE}-5-
(A-ZEAZA THRRE)S-3-Z8 T & (0. 2g) &= IN- & £.4L44 (1. 66ml)
fvg Skl 2ml) A T8 (lnl) W RSEN FRORLSBRS 4 I H. £R
EBEMNE, BREBBRLASAEHR. ARk ELRGTE, AKE
A 1-{[2-U-BRTAES-2-%) EA%wh-5-R]FL}-5-4-%E
TEA)BI==-3-7 % (0. 15g).

IR(#AKGH): 3300, 2700-2500, 1690, 1610 cm™ L

NMR (DMSO-dg, &) : 1.34 (9H, s), 1.6-1.8 (4H, m), 2.28
(24, t, J=6.7Hz), 3.63 (2H, s), 3.9-3.85 (2H, m),
5.43 (24, s), 6.75 (1H, dd, J=2.2, B8.8Hz), 7.02
(14, d, J=2.2Hz), 7.26 (1H, dd, J=1.7, 8.5Hz}, 7.30
(1H, d, J=8.8Hz), 7.34 (lH, s), 7.47 (1H, s), 7.49
(1, s), 7.57 (1H, br s), 7.83 (lE, d, J=8.3Hz),
12.0 (2H, br s)

A& ¢ 561 MeH)T

%341 28
AEEM T R4 2T G FEHETHED.

0-D-COOH

102
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28-1  -C(Me),- CH mp : 206-215°C
IR (4K GH): 3600-2300, 1710,
1250 cm™t
NMK (DMSO-dg, &) : 1.35 (9H, s},

1.51 (6H, s), 5.63 (2H, s).

§.90 (1H, dd, J=2.3, B8.S9HzZ),
7.38 (1H, d, J=8.5Hz), 7.47
(18, s), 7-.51 (1H, s), 7.58
(18, 4, J=8.9Hz), 7.67 (lH,
sy, 7.69 (l1H, 4, J=8.5Hz),

7.79 (1H, 4, J=2.3Hz), 8.1l6

(1H, s)
K% . 557 +H) T
28-2 -CH,C(Me),- CH mp : >230°C

IR (s fk G#) @ 3400-3000, 1730,
3200-2300, 1260 cm~ !

NMR (DMSO-dg, O) 1.26 (6H, s},
1.34 (9H, s), 4.02 {(2H, s).
5.64 (2, s), 6.90 (lHE, dd,
J=2.3, 9.0Hz), 7.35 (1lH, d,
J=8.5Hz), 7.47 (lH, s), 7.50
(14, s), 7.57 {(1H, d,
J=9.0Hz), 7.62-7.72 (3H, m),

8.2% (1H, s)
R . 571 (M+H) T
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Y % 2% #3%

28-3 ~CH,-

CH  mp 228-23C °C
IR (# kG 5)*
1765, 1630,
(DMSO-dg, &)
4.73 (2H,
6.96 (1H, dd,
7.36 (1lH, d,

(1H, 7.51
(1H, d,
{3H,

NMR

S,

s},

m), 8.21

3350,
1600,

J=8.5Hz),

J=9.0Hz),

3100, 1790,
1490 cm !
(9H,
(2H,
9.0HzZ) ,
7.47
s), 7.60
7.65-7.74
(1H, s)

1.34
5.65
J=2.5,

s},

35),

(1H,

28-4 -CH,~-

N e

IR Gk )

1720, 1620,

NMR (DMSO-dg, 3)

4.80 (2H,

7.26 (1lH,

7.30 (1H,

7.47 (1H,
7 (1H, d,

7.686

s),
dd,
dd,
S).
.61
(1H, s)

J=Z2.3Hz),

180-185°C (&%)
3300,
1590,

2500-2700,

1500 em~ !
{9H,

(2H,

1.34
5.93

s).
s) .
J=2.3, 9.1lHz},
J=1.9, 8.6Hz),
7.51 (lH, s),
7.61
(14, d,

J=8.6Hz), 7.88 (lH, d,
)

J=9.1Hz

530 (M+H) "

%3

Cp gty 370 ,53H,0 LESH

#H4E ¢ s3.51,
LB . - 53.49,

H 5.01, N 16.80Q
H 4.56, N 16.54

LB 29

# 1-{[2-(4-®T ke 2-R) X iekap-5-A]FTE}-5-FE9RR
3-8 F&E (0.474g) . 4-3& T F A 8 (0.34g) 8 & 47 (0. 19g) £
N,N-—F & ¥t (5ml) o R4WAE SOCHI 8 I H. EAFHETSR
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B, FRSMBAKRKY, ALBLERR. AMERAEKkE, AR
BETRFEEES. Ao RaBas#ksit, RECOEFLET
B RESWER. 52 A BHAESHeEe, BERSHFS 5-[3-(F
EEBRB)AAR]-1-{[2-4-BTREmk2-%) % HFkwl-5-£ 1 F A4}
ek -3-Z % T & (0. 36g) .

TR ( ® ) : 3100, 2950, 1725, 1615, 1575, 1480 cm *

NMR (CDClg, &) : 1.40 (9H, s), 2.08-2.21 (2H, m), 2.60
(2H, t, J=7.3Hz), 3.70 (3H, s), 3.74 (2H, s), 4.05
(2E, t, J=6.0Hz), 5.13 {2H, s), 5.32 (2H, s), 6.80
(1H, dd, J=2.3, 8.8Hz), 6.96 (1H, s), 7.05 (1lH, d,
J=2.3Hz), 7.05-7.11 (3H, m), 7.31-7.35 (7H, m),
7.45 (1H, d, J=8.5Hz)

K& 651 (M+H)™

FL 341 30
s R T L34 29 095 4 & T o4,

t05
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E Y IEE R1Z Wy T IR

30~1 -CH,COOMe -OCH,COOBzl IR ( gk ): 1730, 1580, 1480 cm-1

NMR (CDCl,, &) : 1.40 (9H, s),
3.69 (3H, s), 3.70 (24, s),
4.71 (2H, s), 5.25 (2H, s),
$.33 (2H, s}, 6.90 (1H, dd.
J=0.5, 8.8Hz), 6.97 (1H, s),
7.05-7.09 (2H, m), 7.12 (1H,
sy, 7.17 {l1H, d, J=8.9Hz),
7.24 (lH, s), 7.29-7.36 (6H,
m), 7.46 (1H, d, J=8.5Hz)

M ¢ 623 (M+H)T

10

30-2 -CN -OCH,CN  IR(#&#GH): 2200, 1230 cm?
NMR (CDCly, &) : 1.40 (9H, s},
‘ 4.83 (2H, s), 5.41 (2H, s},
7.00 (1H, s), 7.01 (1H, dd,
J=8.9, 2.5Hz), 7.12 (1H, dd,
J=8.5, 1.9Hz),7.18-7.34 (3H,
m), 7.39 (iH, s), 7.52 (1H,
d, J=8.SHz), 7.65 (lH, s)
i 466 (M7, 270

20

- ~ - . . , 7
30-3 CN  ~OCH,COO0Me IR (5 thp ) | 2200, 1740,
1220 cm™!

25 NMR (CDCls, &) : 1.40 (9H, s),
4.70 (3H, s}, 5.39 (3H, s),
7.00 (1H, s), 7.02 (1H, dd,
J=2.4, 8.9Hz), 7.12 (lH, dd,
J=1.8, 8.4Hz), 7.14 (1H, d,

30 J=2.4Hz), 7.27 {lH, s), 7.29
(1H, d, J=8.9Hz), 7.39 {14,
d, J=1.8Hz), 7.52 (1H, d,
J=8.4Hz), 7.60 (1H, s)

& : 499 MYy, 270

35
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x#kH RO rlZ 4 70 & 37
30-4 -CH,COOMe _gcy, IR WG . 1720, 1615, 1580,
1480, 1440, 1360 cm
\Qom NMR (CDCly, &) : 1.41 (SH, s),
3.6% (3H, s), 3.74 (24, s),
5.15 (2H, s), 5.34 (2H, s),
6.92 (1H, dd, J=2.5, 8.7Hz),
6.97-7.17 (4H, m), 7.30 (1H,
s), 7.36 (1H, s), 7.39-7.56
(3H, m), 7.68 (1H, d,
J=7.7Hz), 7.94-8.04 (2H, m),

8.16 (1H, s)
Mk . 623 mMem)t

3641 31 ’

# 5-[3-(FREZ L) RAR]-1-{[2- (4T Rogkm-2-5) F
ok w—5— 2 ] F A} k3-8 T A AW &%h 2nl) A F B 2ml) 69 RS
E A b e Bk 10%Pd—C (60mg) A& T AEBAFET AL. tu;i;:isi
B AN G, BERSERAE 1-{[2- (4—& T &= -2-5) X5
ok wh—5- 1T &) -5- (3-B A HEL) ¥ %-3-TRTE (0. 162).

-1
IR GRAGH) @ 2700, 1725, 1715, 1490 cm

ZH, uint,.
NMR (CDCls, &y 1.40 (SH, s), 2.13 | q

J=7.0Hz), 2.61 (2H, T, J=7.0Hz), 3.70 (3H, s8), 3
(28, s), 4.06 (2H, €, J=7.0Hz!, 5.31 (2H, s), 5-82
(1H, dd, J=2.2, 8.9Hz). 6.97 (lH, s), 7'06_7il7
(4H, m), 7.29 (1H, s), .34 (1H, s), 7.45 (1H. 4,

.74

J=8.5Hz)
Bk . 561 (M+H)

L] 32
it E T Easl 31 P kR & T S, ]
1-{[2- (4-H T ke —2-H) £ 5f b -5-%]F E}-5-(BAFAK)
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Blk-3-LRR V&

IR (R4ksM) : 1735, 1580, 1485 cm”t

NMR (cDCls, &) : 1.40 (9H, s), 3.70 (3H, s), 3.74 (2K,
s}, 4.71 (2H, s}, 4.8-5.0 (1H, br s), 5.33 (24, s),
6.90 (1H, dd, J=2.4, 8.9Hz), 6.97 (1H, s), 7.10-
7.20 (4¥, m), 7.30 (1H, s), 7.34 (1H, s), 7.45 (1H,
d, J=8.3Hz)

% 533 M+H) T

F#H 33

# 1-0A-3-@-—FEARAFL) &L= T (46. 5mg) M A 1-
([2- (4T Aok —o-%) ¥ HFki-5-£]F X} -5- (B & FRE) 3R~
-7, % P (145mg) . —-FRc i & 3 (24. 4mg) #» 1H-F X EH =2 K&
# (40. 4mg) £ = A T3 Cnl) P REH P, BROVHEEEERTHRHA
2 B, BEREEMNE, BAWAEARMEMAKE R LB LEZ R4 E.
AMER L AKEL, RABETRFEERS. A4 AR EEEE
Bit, BECEAPLBLEGRSH K. &F4R 8RS HOET,
BEKREES 1-{[2-@-RTAES-2-R) X H*kd-5-%]FRX]-5-
(N N-—F A RA Pt 7HLE) SI%-3-T R TE (0. 16g).

IR ( g ) : 1730, 1650, 1575, 1480, 1340 em™t

NMR (CDClsy, &) : 1.40 (9H, s), 2.89 (3H, s), 3.11 (3H,
s), 3.72 (2H, s), 3.75 (2H, s), 4.72 (2H, s), 5.33
(2H, s), 6.90 (1#, dd, J=2.4, 9.CHz), 6.97 (lH, s),
7.08-7.25 (S5H, m), 7.35 (lH, s}, 7.46 (1H, d,

J=8.E5Hz)
ik : 560 (M+H) T

% 3&p 34
it BT LA 33 095 ZH & TGS,

108
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amino CH mp

IR #ik o
NMR (DMSO-dg, &)

L%

>200°C ( W)
3500, 1670 cm™ !
( 9H,
(2H,
8.9Hz),
8.5Hz),
{iH,
{1H,
m),-
7.75

{1H,

2300,
1.34
s), 5.64
dd, J=2.4,
dd, J=1.7,
7.47

s),

4.48 s},

7.00
7.36
7.28

s),

(2H,
(1H,
(1H,
(1H, br s),
7.51 (1H, 7.58
br s), 7.62-7.65 (2H,
7.68 (lH, d, J=8.6Hz),
(1H, d, J=2.4Hz), 8.19
s)
528

s).,

(M+H) t
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34-2

FEE

CH

mp : 179°C (4-##)

IR (#4kGH): 3500-3100,

NMR (DMSO-dg, &) : 1.34
2.67 (3H, d, J=4.6H
(2H, s), 5.65 (2H,

1660 cm t

{9H, s),
z), 4.52
s), 7.01

(1#, dd, J=2.4, 9.0Hz), 7.36

(1H, d, J=8.5Hz), 7
s), 7.51 (1H, s), 7
(3%, m), 7.77 (1H,
J=2.3Hz), 8.09 (1H,
8.21 (1H, s)

A . sa2 (M+E) T

.48 (1H,
.58-7.71

d,

br sj,

34-3

1-nteg e i

CH

mp : >230°C
IR (BT - 3500-2300,
1190 cm™*
NMR (DMSO—d6, S) ¢ 1.34
1.75-2.00 {(4H, m},

1615,

(9H, si.,
3.55 (2EH,

t, J=6.6Hz), 4.74 (2H, s),

5.64 (24, s), 6.95
J=2.4Hz, 8.9Hz), 7.
dd, J=1.7, 8.5Hz),
sy, 7.51 (lH, s}, 7
d, J=8.9Hz), 7.63-7

m), 8.18 (1H, s)
B spo (M+H) T

(1H, dd,
35 (1H,
7.47 (1H,
.58 (1H,
.70 (3H,

e
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34-4 BT A CH

vk &S
mp : >200°C
IR (GRARGH) . 3200-2200, 1620,
1250 em™ !t
NMR (DMSO-dg, &) : 1.34 (9H, s),

1.45 (2H, br s), 1.62 (4H, br
s}, 3.44 (4H, br s), 4.82
(2H, s), 5.64 (2H, s), 6.95
(1H, dd, J=2.4, 8.%Hz), 7.33
(1€, dd4, J=1.7, 8.5HzZ), 7.47
(1, s), 7.51 (1H, s}, 7.58
(14, d, J=8.9Hz), 7.63-7.70C
(35, m), 8.12 (LlH, s)

34-5  vBepksX k- CH

Bk . 596 MeE) T

mp : >»230°C

IR (RE&GH) : 3500-2500, 1620,
1250 cm™t

NMR (DMSO-dg, &) : 1.34 (9H, sl

3.30-3.80 (4H, br s), 4.886

(21, s), 5.64 (2H, s), 6.9§

(1H, dd, J=2.4, 8.9Hz), 7.36

(1H, dd, J=1.8, 8.5Hz), 7.34

(1€, s), 7.38 (lH, s), 7.47-

7.71 (4H, m), S.18 (1H, )
Ak . sos (M+H) T

i
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34-6  A-BAAGkE CE mp

>230°C

IR (R4kGH) : 3500-2500, 1620 et
NMR (DM3O-dg, &) : 1.34 (9H, s),

2.73 (2H, s), 2.89 (2H, s),
3.74 (4H, s), 4.85 (2H, s),
5.65 (2K, s), 6.96 (1H, dd,
J=2.4, 8.9Hz), 7.36 {(1lH, dd,
J=1.7, 8.9Hz), 7.48 (lH, s},
7.51 (1H, s), 7.57-7.71 (4H,

m), 8.20 (lH, s)

R#E 614 (M+H)™T
34-7 CH mp 232°C ({ )
4-F Rk -1-% IR GRHGHE) : 3600-2300, 1620,
1250 em™t
NMR (DMSO-dg, &) : 1.34 (9H, s),

Hi#

2.26 {(3H, s), 2.35 (4H, br
s), 3.50 (4H, br s), ¢.84
(2H, s), 5.62 (2H, s), 6.92
(12, dd, J=2.4, 8.9Hz), 7.34
(1¥, dd, J=1.7, 8.5Hz), 7.47
(1H, s), 7.50 (1H, s), 7.55
(1H, d, J=8.9Ez), 7.62-7.72
(34, m), 8.16 (1H, s)
611 (M+H) T
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34-8 - CH mp : 206.7°C ()
4-FE KvieE—1-%& IR Rekssg) :  3500-2300, 1620,
1250 cm™ !
NMR (DMSO-dg, &) : 1.18 (6H, br

s}, 1.34 (9H, s), 1.59 (1H,
br s), 1.73 (4H, br s), 2.50
(2H, br s), 2.62 (2H, br s),
3.48 (4H, br s), 4.83 (2H,
s), 5.63 (2H, s), 6.94 (lH,
dd, J=2.4, 8.9Hz), 7.35 (1H,
dd, J=1.7, 8.SHz), 7.46 (1H,
sy, 7.50 (iH, s}, 7.57 (1H,
d, J=8.9Hz), 7.63-7.71 (3H,
m), 8.17 (1H, s)

B . 679 M+H) T
34-9 CH mp : 179.1°C (5@
4 hogok-1-R BE IR Gaspsp ¢ 3650-2500, 1660,
1270 cm™t
NMR (DMSO-dg, &) : 1.34 (SH, s),

2.24 (3H, s), 2.85 (4H, br
s), 3.47 (4H, br s), 4.47 and
4.91 (24, s x 2), 5.62 (2H,
s), 6.98 (1H, m), 7.35 (1lH,
d, J=8.5Hz), 7.47 (1H, s),
7.50 (1H, s), 7.51-7.75 (4H,
m), 8.16 (lH, d, J=8.5Hz),
8.82 and 9.24 (1H, br s x 2)
M . 626 (M+H)T

[t
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3 19 B 3%

34-10

N

mp : >250°C
IR (ki GH): 3450,
2700, 1660,
NMR (DMSO-dg, 9)
4.53 (2H, s)
7.26 (1H, dd
7.35 (1lH, d,
(1H, br s),
7.50 (1lH, s)
7.64-7.71 (2
Y J=9.1Hz)
Bk : 529 (M+H)

3200 (br), 2500-
1530, 1500 cm 1
1.34 (9H, s),
, 5.89 (2H, s),
, J=2.4, S.1Hz),
J=8.9Hz), 7.42
7.46 (1lH, s),
, 7.64 (2H, s},
H, m), 7.84 (lH,

*, 504

34-11

FRE

N

mp : 180-190°C (4-#)

TR GREEGH: 3300
1650

NMR (DMSO=~dg, &)
J=4.7Hz), 4.
(2, s), 7.3
9.1Hz), 7.30
7.47 (1H, s)
7.65 (1H, s)
7.69 (lH, br
J=9.1Hz), 8.
A# . 543 (M+H)

AL

, 2500-2700,
, 1600, 1500 cm™
2.68 (3H, d,
58 (2H, s}, 5.93
1 (iH, dd, J=2.4,
-7.35 (1H, m),
, 7.51 (1H, s),
, 7.68 (lH, m).,
sy, 7.90 {lH, d,

05~8.15 (1H, m)
4

1

#HH 4 c s8.79
KB A c 58.73

, H 4.93, N.20.31
, H 5.08, N 19.36
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34-12 _—;_tflig N mp : 152-164°C (4

TR GRikeH) : 3300, 2500-2700,
1630, 1600, 1500 cm™!

NMR (DMSO-dg, &) : 1.34 (9H, s},
2.87 (3H, s), 3.06 (3H, s).
4.93 (24, s), 5.93 (2H, s},
7.26 (1H, dd, J=2.3, 9.lHz),
7.36 (1H, d, J=B.S5Hz), 7.47
(14, s), 7.51 (1H, s), 7.60-
7.70 (3H, m), 7.87 (1H, d,

J=9.1lHz)
BA# . 557 (M)t
34-13 4-BRAGekE N IR (satkzsp 3300, 2500-2700,
1620, 1500 cm !
NMR (DMSC-dg, &) : 1.34 (9H, s),
2.5-2.80 {4H, m), 2.70-2.80
{¢H, m), 4.96 (2H, s}, 5.93
(24, s), 7.27 (1H, dd, J=2.3,
9.1Hz), 7.36 (1H, dd, J=1.9,
8.6Hz), 7.47 (1H, s), 7.51
(1H, s}, 7.60-7.70 (3H, s8),
7.88 (1H, d, J=9.1Hz)

A% . 515, 616

#4135

£-40CTF, 4£ 20 S 4 MH FHBR (0. 13nl) A 3-FE-2,2=
W ABTE 0 13g) =LK 0.28n) £E-RFRPHERT. £ 1
NG, BARRASYBRHAETR, BEKRS. Ko EBRRIAKE
B LB LEZ AR, LRLEEMLARE MARETRIGAE
ER B R TR 0.21g). ¥ 1-{[2-(4-RTHEE-2-)F

115
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Seokwl—5-2 ] F &) -5-7 & w5k -3- B (0.35g) . THRME (0.21g) K
% 4 (0. 23g) £ N, N-=—F & ¥ 8c1 (5ul) ¥ 69 RAH A& 100C HH 20
M. AANE, BARRSHMEAKRT, AXERRL, @EdBKE
ERwRie, AAk#EEk ARBREGERKENL RLRLEFTESR
SMER. SHAA BRSO HGES, AEXREFE 1-{[2-4RT
hokek-o-%)EHFkh-5-R] TR} 5-Q-FAERA 2-FEARAL)
| w&—3-4F (0. 18g).

1= GRMBH) . 2200, 1725 cn”l

MR (CDClg, &) @ 1.34 (6, s), 1.40 (9H, s), 3.70 (3H,
sy, 4.02 (2H, s), 5.39 (2H, s}, 6.91 (1H, d,
J=9.0Hz), 6.99 (14, s), 7.10 (iH, d, J=8.5Hz),
5 18-7.26 (3H, m), 7.37 (1H, s), 7.51 (1H, d,
J=8.5Hz)}, 7.59 (lH, s)

K& : 542 (M+H) *

L 345 36

%= §.0.% (10n]) kA F Fien -8 TH-2-(5-[G-RE-H-F
Aokl -1-A) FRAIEF%wh-2-% )% (0.549) . 7 F & (0. 28ml) .
2 HA T (0. 28ml) A Z =58 (0. 56ml) 65 RAH. EHHF 4 D HE,
%aA- 4K (100ml) F, BRIARSHAERAARER T, A
LBOUERR. ARERKAAK, Sk RAARETRITAERS.
B3 6 A4 A ks, AR EFe LB LEY RSB L.
& 44 H B EASHOES, RERREFE 4- T E-2-(5-[ (-f%-
5-7 A=k -1-4) W& ] X %h-2-2 )& (305mg) .

IR (GR#&ER): 3350-2800, 2200 cm™ L

NMR (DMSO-dg, &) : 1.35 (9H, s), 5.54 (2H, s), 6.78
(1H, dd, J=2.2, B8.9Hz), .92 (1H, d, J=2.2Hz), 7.36
(1H, dd, J=1.8, 8.5Hz), 7.47 (1H, s), 7.48 (lH, d,
J=8.SHz), 7.50 (1H, s), 7.65 (lH, s), 7.66 (lH, d,
J=8.9Hz), 8.37 (1H, s), 9.32 (lH, br s)

JEig ¢ 428 (M+H) T

O <~ »
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¥ 4-BRTA-2-{5-[Q-RESHSEE3H-1-X) ¥ X% %H-2-
A )ekwdk (158mg). FAH(0. lml) ok 4 (0. 1g) £ N,N-—F X FBuik
(I.5mD)PHRSWAEETRTHRHE 3 X. REARLS BB EXRHEE, A
LELERR. AMEREAXEE RARETHRIFAEAEREFI 4R
THE-2-5-[G-RE-SFRESI%-1-£) FPRAIEX St=kh-2-K )} Ed,

IR ( %k ) : 2230, 1620, 1530, 1490, 1460, 1380,
1230 cm™t
NMR (CDClsy, &) : 1.40 (9H, s), 3.87 (3H, s), 5.39 (2H,

s), 6.93 (lH, dd, J=2.4, 9.0Hz), 6.99 ({(1lH, s), 7.12
(1H, dd, J=1.9, 8.53Hz), 7.19 (1H, d, J=2.4Hz), 7.25
(1, d, J=9.0Hz), 7.26 (¥, br s), 7.39 (1lH, d,
J=1.%Hz), 7.51 (1H, d, J=8.5Hz), 7.59 (lH, s)

Ji# - 441 (M%), 270, 255

| -

FZ 34 38

Ait EM T R ITEF EHE T HEW.

1-{[2- (A& T A-Enk—2-K) EHkwh-5-%]F X} -5-F & Ak
3-hk

mp : 100-102°C

IR GRfkBHR) @ 2210, 1500 cm™!

NMR (DMSO-dg, &) : 1.35 (9H, s), 3.85 (3H, s), 5.89
(2H, s), 7.20-7.26 (2H, =), 7.38 (1H, dd, J=1.9,
8.6Hz), 7.48 {(1H, s), 7.52 (lH, s), 7.67 (1H, s,
J=8.6Hz), 7.70 (1H, s), 7.95 (1H, d, J=9.5Hz)

Jig ¢ 443 (M+H) ™

34 39

¥ 5-{1-{[2- (A& T Aok 2-R) X ifkp2-X] PR} 5-(RE
WE L) -3-4)-1H-v= (60mg) Fo 1, '-F X — =k (60mg) £ — A F
Een) RSB AEERTHRE 5 M. ME, £RAH FERRMA
—PEd8 % (16.5mg) Fo = e (0.5ml). E&H 18 BB, HReW
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BEXRSE. FANZALHARLIERIL, ALRLULERRFINGRSD.
REBAERZE, RABRETRIRERS. ReéhAdRkEE#EE
B, AEYG. LERLEATHRARSWER. 4448 BFibeH6
Wy, BRERSESD 5-{1-{[2-@-&TEE4-2-K%) ¥ 5fkwh-5-%]
PEIG-NN-—FEAAEATPTHREAFRE)SB%-3-K}-1H-w%
(30. 1mg). |

mp : 258°C ( 4f&)
IR (R GHE) : 3100, 2700-2500, 1630, 1620, 1500, 1490,

1390, 1345, 1320, 1300, 1260, 1240, 1210 cm !

NMR (DMSO-dg, 8) : 1.34 (9H, s), 2.86 (3H, s), 3.05
{3H, s), 4.82 (2H, s), 5.64 (2H, s), 6.96 (lH, dd,
J=2.6, 9.0Hz), 7.36 (1H, d, J=8.5Hz), 7.47 (lH, s),
7.51 (1H, s), 7.59 (1H, d, J=9.0Hz), 7.64-7.70 (3H,
m), 8.20 (1H, s)

£ 24 40
WL EM T LS 39 G5 EHE T EY.
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mp : 181-186°C (4-f)
IR GRikGag) @ 3500, 3300, 1670,
1630, 1600, 1510, 1280,

1220 cm” *

NMR (DMSO-dg, &) : 1.34 (9H, s),
1.41 (6H, s), S5.64 (2H, s),
6.97 (1H, dd, J=2.3, B.9Hz),
7.30 (1H, br s), 7.38 (lH,
dd, J=1.7, 8.SHz), 7.47 (1H,
s}, 7.52 (lH, s), 7.56 (lH,
br s), 7.61 (1H, &, J=8.9%Hz),
7.68 (14, s), 7.70 (1H, d,
J=8.5Hz), 7.84 (1H, d,
J=2.3Hz), 8.19 (1H, s)

ik . 558 (M+H)', 309

40-2 Wii

mp : 227°C ( &)

IR GRfkAH) 1 3400, 2500-2700,
1640, 1630, 1610, 1550, 1480,
1460, 1410, 1380 cm *

NMR (DMSO-dg, &) @ 1.35 (SH, s),
1.39 (6H, s), 2.69 (3H, d,
J=4.8Hz), 5.42 (2H, s}, 6.94
(1H, dd, J=2.3, 8.9Hz), 7.39
(1H, dd, J=1.7, 8.5Hz), 7.48
(1H, s), 7.52 (1H, s), 7.6l
(14, d, J=8.9Hz), 7.68 (lH,
s), 7.70 (1H, d, J=8.SHz),
7.84 (1H, d, J=2.3Hz), 8.13
(14, d, J=4.8Hz), 8.20 (1H,

s)

& . 570 (M+E)Y, 309

1
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40-3 —FRAE IR (ikGH): 3300, 2500-2700,
1630, 1600, 1150, 1120 cm’
NMR (CDCly, &) : 1.39 (SH, s),
1.61 (6H, s), 3.06 (3H, s).,
3.06(3H, s), 5.27 (2H, s),
6.82 (lH, dd, J=2.3, 8.9HzZ),
6.97 (1H, s), 7.07 (1H, dd,

1

J=1.7, 0.7Hz), 7.14 (1H, d,
J=8.7Hz}, 7.18 (1H, d,
J=5.9Hz), 7.27-7.36 (2H, m),
7.80 (1H, d, J=2.3Hz), 7.98
(L=, s)

JiiE . 584 M+ 7

KA 41

#5-{1-{[2- (4R TR Erk-2-%) ¥ Hkwh-2-X]F R} -5-(FE
PR A B R -3-£ ) -1H-ww (112, 4mg) . 2-F A E¥ L s shi (43. Tmg) .
1-ZE-3-(3-=—FRAEARA) B — 5 & 8 3 (61. 4mg) o — FEE
Ewter (50. 0mg) & N N-—FRA 984 (1.5nl) PH RS BETRTHHE
3 K. HBEINGRSOBEAKT, AFdmgi. BBk EE RN
MR, AA#%E REEBTAELAKRERT. FHERAKER
B, @atitEi A A RGRE, BAREEFH 5-(1-{[2-4-&RTH
ek 2-H)EHkvh-5-A]FRA)5-[N-QC-FPEAEXERSKL) KA TR
AP R A ]9 =-3-2% }-1H-vg= (135. Tmg) .

mp:156-166TC
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IR (&4 6H): 3500-3000, 2500-2700, 1730, 1630, 1605,
1480, 1460, 1380, 1350, 1200, 1160, 1130 c:m“l
NMR (DMSO—d6, &) 1.34 (94, s), 2.57 (3H, s), 4.74
(24, s), 5.64 (2H, s), 6.89 (1lH, dd, J=9.0, 2.4Hz),
7.27-7.34 (3H, m), 7.46-7.70 (8H, m}), 7.85 (1H, d,
J=6.8Hz), 8.20 (1H, s)
B : 682 (M+H)T, 270
%= 364 42
#4-BTE2-[5-(FFRA)¥EH%-2-% % (036g). "|¢-3-
28 F 8 (0. 30g) Fosk B 47 (0. 33g) £ F 28 (20ml) F & R4 @A B
7 b, EAHEIER ,ﬁﬁ%%%,%ﬁiﬁﬁﬁﬁ,ﬁﬁ%m&
B G EEkit, AECEARLELEGRSBRE. 4R BIFL
S MegiEsy, BERSSH 1-{[2-U-&THAE4-2-1) X H %%H-5-
AR ) 10wk —3-5 8 F 5% (0. 40g) A 2 {[2- (4R T HoEked-2-5)
ekl -5-4 ] F &} -1H-7] = -3-% 8 F & (0. 12g).
1-{[2-(4—d T ot 23 ) F ik -5-K ] F R} -1 -3-&%

& F 5
IR (% ) : 1710, 1610, 1585, 1500, 1475 em™t
NMR (CDCly, &) : 1.40 (9H, s}, 5.34 (2H, s}, 5.80 (2H,

sy, 5.96 (1H, s), 7.20-7.56 (12H, m), 8.18 (1H, d,
J=8.0Hz)
FiE ¢ 522 (M+H)T

92— {[2-(4-® T R Erk-2-%) EHf=xwp-5-A]F L] -1H%34-3-&
& F &5

IR ( %5 ) : 1700, 1585, 1500, 1475 cm™ L

NMR (CDC13, &) 1.40 (94, s), 5.45 (2H, s), 6.20 (2H,
s), 6.96 (1H, s), 7.21-7.46 (10H, m), 7.59 (1H, s),
7.83 (14, d, J=8.5Hz), 7.98 (lH, d, J=8.1Hz)

FiiE ¢ 522 (M+H) T

3645 43
I LT LM 42 9F xRN & TiEH.
1) 5-FaA-1-{[2-(a-RT HEre-2-2) ¥ fkb-5-K]F &}
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1H-v5| -3 2% BRI 7 B

TR (%6 ) : 1700, 1490 cm™*

NMR (CDClg, &) : 1.40 (9H, s), 1.47 (2H, d, J=6.3Hz),
5.13 (2H, s), 5.42 (1H, hept, J=6.3Hz), 5.76 (2H,
s), 6.97 (iH, s), 7.08 (1H, dd, J=2.4, B.9Hz),
7.18-7.48 (10H, m), 7.66 (1H, d, J=2.0Hz)

Fik ¢ 580 (M+H)T

9) 1-{[2-(4—& T AErk-2-A) EHF%w-5-£]1FX}-5-}A A
1H-w3] e —3—-5 B F &

mp : 126.2-127.4°C

-1
IR (RikGH) - 1710 cm ~
NMR (CDCls, &) 1.30 (8H, d, J=6.9Hz), 1.39 (7€, s).

3.06 {1H, hept, J=6.9Hz), 4.06 (3H, sy, 5.77 (2H,
3) 6.97 (1lH, s}, 7.21-7.29 (4H, m), 7.46 (1H, d,

J=8.4Hz), 7.42 (lH, si. 8§.07 (lH, s)
FE : 488 QurE)T

%A 44

3% 1-{[2- (4—& T AsE=-2-%) EHkH-5-%]F &} -1H-%| %3~
2 % F 5 (0.35g) . V848 (0. 1g) F= F Btk (4ml) 42 w9 &k (2ml) +* &5
AAMAE 100CHHE 2 M. EAHNEFTRE, HREDEERSE. y: 3
HAoedPmk, @iidEKEE RGN, AELKEA—_FREARNGR
s mams 1-{[2- -8R ThE-4-2-%) ¥ fkod-5-%]F &} -1H-
wj| wi —3— 5% B AL (0. 22g) .

IR Gk#GH): 3450, 3250, 3150, 3100, 1670, 1600, 1500,
1495 cm™1
NMR (DMSO—dG, &) 1.34 (9H, s), 5.85 (2H, s), 7.20-
7.50 (6H, m), 7.63-7.75 (3H, m), 7.83 (1lH, d,
J=8.5Hz), 8.10 {(1H, d, J=8.1Hz}

A - 431 M+ T

5364 45
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I LM T LS 44 5 EHELTRES.
1) 5-FRE-1-{[2- @-®TEE2-2-2) XHf%h-5-%]FA}-
1H-%3) »d —3— 3% Bt B

mp : 152-155°C
IR (RikGH) @ 3450, 3150, 1670, 1590, 1480 cm™ 1
NMR (DMSC-dg, &) : 1.34 (SH, s), 5.14 (2H, s), 5.81

(24, s), 7.18 (lH, dd, J=2.3, 9.1Hz), 7.30-7.50
(104, m), 7.80-7.70 (3H, m), 7.75 (1H, d, J=9.1Hz)
i . 537 M+H) T

9) 1-{[2- (44 T A &g -2-%) £k -5-£] P} -5-F A%~
1H—v3] vt — 33k Bk A&

mp : 123.3-130.0°C
1n GRAEEH) . 33500-2500, 1670 cn~ L
NMR (DMSO-dg, &) : 1.24 (8H, & J=6.9Hz), 1.34 (9H,

s), 3.03 (lH, hept, J=6.95z), 5.81 (2H, s}, 7.33-
7.39 (3H, m), 7.47 (iH, s}, 7.50 (lH, si, 7.63-7.76
(4H, m), 8.01 (1H, si

Sk o 473 M+ T

3) 92— {[2- (4o T H ek 2% ) EH k-5 ] F K} -2H-3| mk-3-
P

mp @ 201-202°C
IR GRALBRE) © 3450, 3100, 1680, 1605, 1500, 1460,
1380, 1350 cm *
NMR (DMSO-dg, &) : 1.33 (9E, s), 6.07 (2H, s), 7.18-
7.40 (3H, m), 7.47 (15, s), 7.51 (1E, s), 7.63-7.77

(34, m), 7.86 (1H, &, J=9.0Hz), 8.00 (2H, br s)
FiE o 431 et

L 46
3% 5t R A-1-{[2- (AR T EE=2-2-K) FHkdh-5-R]F A} -
LH-w) " —3-% Bt B (0.122g) Aok A TN Z gt ME — ST ik
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(0.57Tml) FRIZER (M ¥, MERSHAETRTHRSE 1.5 - 8F. #HRLS
BRERG, BREWEERRENAE R LR LG 4k, 54
PE, RMARETRARERSEGRE 1-{[2- (43T AEa 2-%) %5
% —-5-3L ] P &} -5~ K - 1H-v3| = —3- % & (0. 08g).

mp 221-223°C
IR (#ACEH) : 3300, 3150, 1655, 1610, 1600 cm™ 1
NMR (DMSO-dg, &) : 1.34 (9H, s), 5.76 (2H, s), 6.55

(1H, dd, J=2.3, 9.2Hz), 7.29 (lH, br s}, 7.34 (1H,
dd, J=1.7, 8.8Hz), 7.47 (1H, s), 7.51 (lH, s), 7.49

{1H, d, J=2.3Hz), 7.60-7.68 {4H, m), 9.40 (1lH, s)
Y, % 447 (M+u) t

K 47

I EM T EHB) 17 6575 2 F & T,

1) 2-9%-1-{[2- (4T EEk2- %) ¥ Hkwh-5-£ T FA)-1H-
BlE-3-R R L&

IR (#&#hGH) : 1650, 1545, 1500 cm™!

NMR (CDCls, &) : 1.39 (SH, s), 1.47 (3H, t, J=7.1Hz),
2.76 (3H, s), 4.43 (2H, g, J=7.1Hz), 5.45 (2H, s),
6.96 (1H, s), 7.00 (1H, dd, J=2.0, &6.5Hz), 7.17-
7.31 (S5H, m), 7.45 (1H, d, J=8.4Hz), 8.17-8.21 (1H,
m) .

Fik - 472 (M), 270 (base)

2) 1-{[2- (4= T 2ok -2- 1) ¥tk 5- 4] A} 3lk-3-5 % T

IR (g ) : 1690, 1530, 1500 ca !

NMR (CDCly, &) : 1.40 (9H, s), 3.91 (3H, s), S.41 (2H,
s), .96 (1H, s}, 7.14 (1H, a&d, J=1.9, 8.SHz), 7.20
(1H, d, J=7.2Hz), 7.24-7.32 (5H, m), 7.48 (lH, d,
J=8.5Hz), 7.86 (lH, s), 8.18-8.24 (1H, m)

Fi+#% . 444 (T, 367, 327, 312, 270

3) 2-{1-{[2-(4- T HAEek—2-R) K okl —5-R ] F I} g3~
A}-2-F R A8k P E
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IR ( % ) : 3100, 1730, 1610, 1590 cm-l

NMR (CDCl3y, &) : 1.40 (9H, s), 1.89 (6H, s), 3.65 (3H,
s). 3.37 (2H, s), 6.97 (1H, s), 7.02 (1H, s), 7.08-
7.20 (3H, m), 7.27-7.30 (2H, m), 7.36 (1H, d,
J=1.0Hz), 7.48 (lH, d, J=8.5Hz), 7.65-7.69 (1H, m)

A% ¢ 486 (M), 427, 270 :ase)

% 3E 4] 48
ARIEE T Lkp 18 655 K G T REW.

TBu
T
| 210
5 | O ; ——//COOH

EX S T TY
48-1 Me mp : 227-229°C ( 4o
TR (RWEH) : 3110, 2600, 1650, 1535 cm 1
NMR (CDCls, &) : 1.39 (9H, s), 2.81 (3H, s),

5.47 (24, s), 6.94 (1H, s), 7.02 (1H,
dd, J=2.0, 8.5Hz), 7.18-7.33 (SH, m),
d, J=8.SHz), 8.3-8.34 (1H, m)
. 270 (hase)
48-2 H mp : 230-235°C ( 9
IR Gk BH). 2500, 1695, 1665, 1540, 1500 cm™
NMR (DMSO-dg, §) : 1.34 (9H, s), 5.82 (2H,
s), 7.18-7.22 (24, m), 7.39 (1H, d,
.OHz), 7.46 (1H, s), 7.50 (lH, s),

1

J=10
7.58-7.5% (3H, m), 8.02-8.06 (1H, m),
8.30 (iH, s), 12.08 (1H, br s)
B# . 430 (M%), 385, 270 (base)
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11
1

MR T EHEH 19 655 R W& TAEH.

CONH,
%39 r10 e EEE
49-1 Me mp : 251-253°C (&)
IR Gk4kE#) : 3400, 3180, 1630, 1605, 1550,
1500 cm™t
NMR (DMSO-dg, &) : 1.34 (SH, s), 2.64 (3H,
s), 5.59 (2K, s), 7.0-7.15 (4H, m),
7.36 (1H, br s}, 7.45-7.62 (4H, =),
7.64 (1H, d, J=8.6Hz), 7.82-7.87 (1L,
m)
B# . 443 (M%), 425, 270 (base)
19-2 H mp : 144-145°C
IR GR{ABGH): 3400, 3200, 1640, 1610, 1530 cm- L
NMR (DMSO-dg, &) : 1.34 (9H, s), 5.56 (2H,
s), 7.08-7.21 (2H, m), 7.32 (1H, dd,
J=1.8, 8.5Hz), 7.47 (1H, s), 7.50 (1H,
d, J=0.7Hz), 7.56-7.66 (2H, m), 7.67
(1H, d, J=8.5Hz), 8.14-8.19 (1H, m),
8.17 (1H, s)
BH# . 429 (M%), 411, 270 (base)
%34 50

AIEE LT FM 20 85 HH & THRED.

126



10

15

25

30

33

rIa
0

£#p] rl12 v S EEE
50-1 H C-Me mp : 214-215°C
TR (AAGH) : 3110, 2230, 1590, 1520 cm™?
NMR (CDCls, &) 1.39 (9H, s), 2.57
(35, s), 5.42 (2H, s), 6.98 (1H,
s), 7.00 (1H, dd, J=2.0, 8.5Hz),
7.18-7.34 (5H, m), 7.47 (1H, d,
J=8.S5Hz) 7.7-7.74 (1H, m)
& 425 (M), 270
50-2 1 CH mp :  166-167°C
IR (&4 BH): 3130, 2230, 1535, 1500 cm ™t
NMR (CDCly, B3) 1.40 (9H, s}, 5.43
(2%, s), 6.99 (1H, s), 7.13 (1K,
dd, J=1.8, 8.S5Hz) 7.27 (lH, s),
7.25-7.42 (4H, m), 7.51 (1H, d,
J=8.5Hz), 7.64 (1H, s), 7.75-7.81
(1H, m)
Sk 411 (M%), 367, 327, 312, 270
50-3 H N IR (#4kBH) : 2230, 1500 cm™t 4
NMR (CDCls, &) 1.40 (9H, s), 5.7¢4
(2H, s), 6.98 (1H, s), 7.20-7.51
(7€, m), 7.85 (lH, d, J=8.0Hz)
Fik 413 (M+H) "

|27
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50-4 OH N e 249-250°C
IR Gk GH) 3100 (br), 2210, 1570,
1480 cm'l

NMR (DMSO-dg, 8): 1.35 (9H, s), 5.85
(24, s), 7.01 (1H, d, J=1.9Hz),
7.12 (1H, dd, J=2.2, 9.1Hz), 7.38
(1H, dd, J=1.9, 8.SHz), 7.47 (lH,
s), 7.51 (1H, s), 7.68 (iH, d,
J=8.5Hz), 7.70 (1H, d, J=2.2Hz),
7.86 (14, d, J=9.1Hz), 9.90 (1H,

s}

% . 429 (M+H)T

50-5  iPr N mp : 164.5-163.5°C
IR (RtkzHE): 2225 cm™ 1
NMR (DMSO-dg, 5) @ 1.26 (6H, 4,
J=6.9Hz), (9H, s), 3.08 ({1H,

1.34
hept, J=6.%Hz), 5.91 (2H, s}, 7.39
(14, dd, J=1.7, 8.6Hz), 7.48 (lH,
sy, 7.31-7.55 (2H, m), 7.65-7.71
(3, m), 7.97 (1H, d, J=8.8Hz)
Fk . ass (M+E) Y

E 34 51

A 70-80TC, % 4-®TA-2-56-[B-RA-5-FE%4-1-£) Fi&]
¥ Hwh-2-K) ¥k (250mg) . 2N & f. 444 (0.667ml) F» 5 H AL 8
(0.266ml) £ % 8 (Gml) PHIRSHRIF | X, A HEEEE, ¥
SHAARLER (10ml) . BHTREKELERYRE, KLALREE
Ekshit, AP EFRLRLENRSHER. 5F4H BiFisdhehil
o, BMERSHRD 4-wTE-2-6-[G-RE-S-FHEREGFE-1-X) ¥
A1E fekvwh-2-58) &= (180mg) .
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IR (a4koH) @ 2200, 1220 cm™!

NMR (CDCly, &) : 1.36 (6H, d, J=6.0Hz), 1.40 (9H, s),
4.539 (1H, hept, J=6.0Hz), 5.38 (2H, s), 6.90 [(1H,
dd, J=2.4, B8.9Hz), 6.99 (1lH, s), 7.12 (lH, dd,
J=1.8, 8.5Hz), 7.20 (1H, d, J=2.4Hz), 7.24 (1H, 4,
J=8.%Hz) 7.39 (1H, s), 7.51 (1H, &, J=8.5Hz), 7.538
{lH, s)

Ji k& 470 (M+E) ¥

K4 52

I EM T EHH 51 F R G TG,

4-3 T X -2-{6-[(3-

23}k

IR (fi‘ﬂiﬁiﬁ') : 2200,
NMR (CDCly, &) @ L.
(1H, m), S. (
6.90 (1H, s), 7.
J=8.9Hz), 7.42
7.57 (1H, s)
496 (M+H)”T

J %

£ 34 53

1.52-1.89 (8H, m), 4.8l
dd, J=2.4, B.S%Hz),
7.23 (1H, d,

(14, d, J=8.5Hz)},

38
E, m),

7.51

ABIEEM T E#HP 18 F EFERTHEY.

2-{1-{[2-(4—& T A okek-2-K) X fokh-5-K]F A} 5I=£-3-K}-

.38

1540 cm™ 1t

(6H,

1580,
1.64

1710, 1610,

(9H, s) . s), 5.26 (7H,

7.0-7.2
7.42

, 6.98 m) ,
.25-7.29

(2H, d,

(3H,
(1H, 4,

(12, s},
(2H,

J=7.6Hz)

m) .,

2-FRAR
mp 176-183°C (4M )
IR (GkikaH): 3700,
NMR (CDClsz, 3) : 1
s), 6.95 (1H,
7.21 (1H, s),
J=8.4Hz), 7.72
i 473 (M+H) 7,

&z%, 270

129

FE-S-RAAESR-1-4) FE] X5 %%-
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L H#* A 54
¥ 4w TE-2-[6-C-8FL) ¥ wm-2-% 1=k~ (0.19g). 33—
A-6-F A%< (T3mg) . EFAAOM)F Yy F+Axnmt=FLE,E
&% (Inl) PH RS WAEOCETE 1 £, ARdwAHNETEE,
FREFREMRGWR, BERRERGHNLEY. LB KEEE
ko, ALCRPLBRLEGRSBAERK. 24448 BELdHaiE
2 BERBHFH -8B TE-2-5-[3-G-F AL -6-FAE-1-£)FR]
ek wh-2-% } & (90mg) .
IR ﬁt ) 3100, 3000, 2200, 1585, 1530, 1450 cm—l
NMR (CDCl3, 35) 1.41 (SH, s), 2.18-2.35 (2H, m), 2.48
(3H, s), 2.73 (2H, t, J=7.7Hz), 4.15 (2H, t,
J=7.1Hz), 6.95 (1H, s}, 7.11 {(1H, dd, J=1.8,

8.6Hz), 7.13-7.27 (3H, m), 7.37 (1H, s), 7.48 (1H,
d, J=8.6Hz), 7.53 (1H, s), 7.%8 (lH, s)

Jiik ¢ 454 (M+H) T

5% 3&4) 55
F 2-(4-RTRAEA-2-K) F5tkh-5-F s R L (140mg). %)
w-3-H B F & (73. 3mg) . = Z A (0. 089ml) #= N, N-— 97 & & & whe? (4mg)
AR o) P RSBE AR 7 1. EAHETEE, RS
WA NN-ZFEH B 0.018n) 42, A_RTEAEL. —LFHEE
mREKGE, MARSETRFIAERS. RIAHBRLBABKEEE
L, AECKPLRILEGRSBHB. 64 8RRt Wesis
%, BERSAE 1-{[2-4-RTEES-2-R) X b -5- KR A&}
ek -3-% & F & (121mg) .
IR (GR#&BM): 1700, 1580, 1550 cm™*
NMR (CDCly, &) : 1.43 (9H, s), 5.39 (2H, s), 7.06 (1H,
s), 7.30-7.50 (8H, m)}, 7.60-7.80 (2H, m), 8.05 (1H,
s), 8.09 (1H, s), 8.20-8.25 (1H, m), 8.29-8.34 (lH,

m)
Ji% 535 (M+H)T
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5 345 R? r12 IR

56-1 -CH,COOBzl H IR { % ) : 1730, 1680 cm™1
NMR (CDCl;, &) : 1.43 (9H, s),
3.77 (2H, s), 5.15 (2H, s), 7.05
(1€, s), 7.30-7.42 (9H, m), 7.55-
7.76 (3H, m), 8.02 (1H, d,
J=1.1Hz), 8.38 (1, d, J=7.4Hz)

% . 549 (M+H) T
56-2 -CH,CCOBzl NO, IR (ifkzH) : 1725, 1678, 1515,
1335 cm™ 2
NMR (CDCly, &) : 1.44 (SH, s), 3.82

(2, s), 5.17 {(2H, s), 7.07 (1lH,
s}, 7.33 (5H, s), 7.45 (1H, s),
7.56 (1lH, s}, 7.9 (LlH, d,
J=9.0Hz), 7.74 (lH, dd, J=%°.0C,
1.5Hz), 8.05 (1H, s), 8.29 (1lH,
ad, J=92.1, 2.1Hz), 8.48 (lH, d,
J=9.1Hz), 8.50 (lH, d, J=2.1Hz)

_ Ji&k . 594 (M+H) T
56-3 -CH,COOBzl OMe IR ( %& ) : 1730, 1670, 1260 cm™!
NMR (CDC13, &) 1.43 (9H, s), 3.73

(2H, s), 3.81 (3H, s), S.14 (2H,
s}, 6.98-7.05 (3H, m), 7.25-7.43
(7H, m), 7.64 (1H, d, J=8.6Hz),
7.72 (14, dd, J=8.6, 1.6Hz), 8.00
(1H, &, J=1.3Hz), 8.29 (lH, d,
J=9_.8Hz)

R#E . 579 (M+H) T
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56-4 +CH,+,CO0Bzl E IR (s4keH) : 1730, 1675 cm!
NMR (CDClsy, O) 1.43 (SH, s), 2.75
(24, t, J=7.5Hz}, 3.07 (2H, t,
J=7.5Hz), 5.10 (2H, s), 7.05 (1E,
sy, 7.14 (1H, s), 7.22-7.72 (1l1H,
m), 7.95 (1H, s), 8.36 (1H, d,
J=7.2Hz)
Fk 563 (M+H) Y
56-5 -CO-COOBzl H IR (RIKGHD 1725, 1658 cm™ !
' NMR (DMSO-dg, &) 1.39 (%H, s),
5.2¢ (2H, s), 7.25-7.30 (3H, m),
7.52 (2H, m), 7.58 (1H, s), 7.865
(1H, s), 7.89 (1H, d4), 7.96 (LH,
d), 8.25-8.32 (3H, m), 8.57 (lH,
S}
R 563 (M+H) ™

3% 1-{[2- (4 T AvEe-2-K) ¥ ih-5- A A} -5-2 K wli-3-

Z, 88 °F &5 (450mg) .

B b (450mg) F= RALEE (45mg) & L (Tml) Fo K (Bml) 89

BAEMNPOROBRARE 1 I H. AAFETRG, SARSY, HE
wmE AR, BN REREGHESRL AFTEFLRLEY A S
W, &aH BiFiLa B, BEREFE -RE-1-{[2-UR
T Avke-0-2) ¥ ek h-5- 4] Bk} 8lwR-3- L 8T8 (259mg) .

IR { & 3500-2800, 1725, 1665, 1615, 1550 cm™!

NMR (CDCl,y, &) 1.43 (9H, s), 3.67 (4H, s), 5.14 (2H,
sy, 6.7% (2H, m), 7.04 (1H, s), 7.24 (1H, s), 7.31
(SH, s), 7.39 {14, s), 7.63 (14, d, J=8.6Hz), 7.&9
(1H, dd, J=1.35, 8.6Hz), 7.98 (l1H, d, J=1.5Hz), 8.19
(1H, d, J=9.3Hz)

T 564 (M+E) "
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%34 58
¥ 1-{[2-4-BTEES-2-R) FZHkb-o-R ] ZA W% -3-B%K

¥ 8 (107Tmg) f£v9 kv (4ml) ey A 10%Pd-C(22mg) HE TEER
FELETEA. A@TdEpIBAENE, HEREERBESD 1-{[2-
(AT R ESE-2-R) X Hkwh-5-L ) B XA} %I%-3-% % (74 5mg) .

IR (&fkzH) : 1680, 1675, 1550 em™ 1

NMR (DMSO-dg, &) : 1.38 (9H, s), 5.39 (2H, s), 7.46
(2H, s), 7.56 (l1H, s}, 7.70 (lH, s), 7.80-8.00 (3H,
m), 8.13-8.31 (3H, m)

A 445 eyt

%34 59
HAEE M T %5 58 895 R & Tied.

13&
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3 72 B 3%

-CH,COCH

H IR (GRAER) |

NMR (CDCl,, 3)

3.20
7.04
§.02

dd,
Rk

{1H,
(1H,
(1H,
J=7.0
459

1680 cm™ >
1.42 (9H,
br s}, 3.75 (24,
s), 7.26-7.80 (7H, m),
d, J=1.4Hz), 8.35 (1H,
, 1.4Hz)

(M+H) +

1700,
S,

s),

59-2 -CH,CCOH

N

Oy IR (RKTH) -
NMR (DMSOg,
(242, s),

), 7.23

(1H,
(1=, oy,

1590, 1470 cm !
(9H, s), 3.53
6.69 (1H,
(1H,
d),
§.09

1670,
3) : 1.37
6.67 (1lH, d),
(1H, 7.54

S). (1d,
7.99 d),

s),
7.91
{1H,

3),
7.73

(lH,

59-3

~CH,COCH

NE

> IR GRékaHy)
NMR (CDCls,
(2H,
(1H, 4, J
7.02 (1H,

(1H,

7.57

s,

s},
(1H,

8.12
474

s),

Sk

1670 cm™*
(9H, s), 3.58
pr s), 6.74
6.87 {(lH, s),
(1H, s), 7.37
7.59 (1H, d, J=8.6Hz),
d, J=8.8Hz), 7.93 (lH,
(1€, d, J=8.7Hz

+

(M+H) "’

2800-3500,
&) ¢ l.41
4.78 (2H,
=8.7Hz),

sy, 7.21

59-4 -CH,COCH

OMe

IR (k%) °
NMR (CDClg,
(24, s),
(35, m),
7.65
(1H,

489

s),
8.01

¥ 3

1265 cm ™t
(9H, s), 23.72
6.98-7.04
s), 7.45 (IH,
7.73 (1lH, dd),
(1H, d)

1620, 1670,
5) : 1.42
3.88 (3H,
7.34 (1H,
(1H, 4,
s), 8.38
(M+H)

s),

o
)



1)

T RS Rl2 .

59-5 4CH,+,COOH H IR (Rikwos) : 1700, 1680 cm~t
5 NMR (CDCls, d) : 1.41 (SH, s),
2.78 (2H, t, J=7.3Hz), 3.06 (2H,
t, J=7.3Hz), 7.03 (1H, s}, 7.21
(1%, s), 7.35 (2H, m), 7.42 (lE,
sy, 7.58 (1lH, dd, J=8.4, 1.7Hz),
7.65 (1H, s), 7.71 (1H, dd, J=8.86,
10 1.5Hz), 8.34 (1H, d, J=6.9Hz)
A . 473 M+HD T

59-6  COCOOH H IR GRka#) @ 3300, 1755, 1690 cm™ 1
NMR (DMSO-dg, &) : 1.38 (9H, s),
7.49-7.53 (24, m), 7.355 (lH, s),
7.70 {1H, s), 7.91 (lH, 4,
15 J=8.64z), 7.99 (1H, d, J=8.6Hz),
8.23-8.33 (34, m), 8.55 (1H, s)
& . 473 ) T

L35 60
20 Y KA T LM 17 95 k4 &4 F i o%.

| N
I
[ o)
5 _cooBzl

25 I 1\/=
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60-1 Me IR ( %) 1695 cm t
NMR (CDCly, &) : 1.39 (9H, s), 1.99 (3H, d,
J=7.0Hz), 5.41 (2H, s}, 5.76 (lE, q,
J=7.0Hz), 6.96 (lH, s), 7.08-7.52 (7H, m},
§.09 (1H, s), 8.19 (iH, d, J=7.9%Hz)
Ak 535 (M+H) T
60-2 Et IR (RikEH) @ 1700 cm™ b
NMR (CDCly, &1 : 1.01 (3H, t, J=7.2Hz), 1.42
(SH, s), 2.39 (2H, m), 5.4l (2H, s), 5.45
(1#, t, J=7.2Hz), 6.98 (1H, s), 7.14-7.53
(12H, m), 8.11 (1H, s), 8.17 (1H, dd)
A&k . 549 M=E)7
60-3 °h IR { &b ) 700 em”1
NMR (CDCls, &) : 1.40 (9H, s), 5.36 (2H, s).
5.54 (14, s}, 6.98 (1H, s), 7.09-7.49 (17H,
m), 7.80 (1, s), 8.20 (1H, dd, J=8.3,
1.4Hz)
Fi#& . 587 (M+H)T
Z ] 61
IR KT L) 58 95 kWA THEW.
t-Bu
il
s | © l\/_/COOH
26 /
N\ /
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EH®p  RrZ6 o 7 B Y
61-1 Me IR (#4kZH) : 23500-2500, 1655 cm™l
NMR (DMSO-dg, &) : 1.34 (SH, s), 1.98 (3H,
d, J=6.9Hz), 6.05 (1H, q, J=6.9Hz), 7.14-
7.19 (2H, m), 7.38-7.68 (6%, m), 8.03 (lH,
dd, J=6.1, 3.0Hz), 8.34 (1H, s), 12.08 (1H,

br s)
A# - 445 (M+H) T
61-2 Et IR (Gk4kBHH) : 3500-2400, 1650 cm™?
NMR (DMSO-dg, &) : 0.90 (3H, t, J=7.5Hz),

1.34 (9H, s), 2.40 (2H, quint), 5.77 (1H, t,
J=7.5Hz), 7.15-7.19 (24, m), 7.46-7.51 (3H,
m), 7.63-7.70 (2H, m), 7.79 (lE, s), 8.01
(1lH, br m), 8.39 (1H, s), 12.08 (lH, s)

K&k . 459 (M+H) T

61-3 Ph IR GR4KGHH : 3300-2500, 1660 cm™!
NMR (CDCly, 3) : 1.40 (9H, s), 6.95 (1H, s),
6.99 (1H, s), 7.11-7.39 (11H, m), 7.53 (lH,
d, J=8.5Hz), 7.83 (1H, s), 8.23 (lH, d,
J=8.0Hz)
%k . 507 (M+H)T
L 3] 62

IR T EZHH 1589 FEHETHESY.
1) 1-{1-[2- (@& TH g -2-2) ¥ H=kwh-5-1K] T K} 5| -3-H

TR (GkEH): 2200 cm™t

NMR (CDCls, &) : 1.40 (9H, s), 2.00 (3H, d, J=7.0Hz),
5.80 (1H, g, J=7.0Hz), 6.99 (lH, s), 7.12 (1H, dd,
J=8.6, 1.9Hz), 7.19-7.34 (3H, m), 7.40 (1H, d,
J=1.6Hz), 7.50 (1H, d, J=8.6Hz), 7.75-7.79 (2H, m)

H# . 426 (MeH) Tt

138
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2) 1-{1-[2- (- T A E4-2-%) X H%Hm-5-X]1/m L} 343K

IR ( %k ) 2200 cm™t

NMR (CDClsz, &) 0.96 (34, t, J=7.3Hz}, 1.40 (SH, s),
2.39 (2H, quint, J=7.3Hz), S5.46 (lH, t, J=7.3Hz),
6.98 (14, s), 7.14 (1H, dd, J=8.5, 1.9Hz), 7.21-
7.40 (4H, m), 7.45 (1H, s), 7.47 {(lH, d, J=8.SHz),
7.76 (1H, m), 7.83 (1H, s)

Rk 440 (M+H)T

3) 7T-FAE-1-{[2-@-RT A ESE-2-2) ¥ fkwh-5-K]F K}

3-8

IR (b oH) -
NMR (CDCly,

(24,
J=8.5,

(1
J=8.0,
520

S)

7.41
Jik

%345 63

1665, 12635 cm -
5) 1.40 {9H, s}, 5.07 (2H, s), 5.70
. 6.81 (1H, &, J=7.4Hz), 6.94 (lH, dd,
1.8Hz), 6.97 (1, s), 7.12-7.36 (8H, m),
H, d, J=8.5Hz), 7.86 (1H, s), 7.9%5 (1H, dd,
Q.7Hz), 10.0 (lE, s}
(Mty, 377, 271, 255

AR £ T L 24 AT ERGFTEHNES 1-{[2-4-RT
Eokek o A)EHkh-5-A]FA)-5-FESE-3-Z & 0.1 F# T
LBLEY. BRABACLRTE T AN S 8d®, SAdFBKEER
Wi, RRrateiims 1-{[2-U-&THE4-2-1) % 5 %kd-5-
#*] ‘F)E.} —5- #i"?l‘ﬁ‘c 3-8 3 A% 3 (90mg) .

145-150°C (&%)

IR (RAEH): 3300, 2500-2700, 1700, 1585, 1460 cm L

NMR (DMSO-dg, &) 1.35 (9, s), 3.56 (2H, s), 5.39
(28, s), 6.62 (1H, dd, J=..8, 8.7Hz), 6.83 (1H, d,
J=1.6Hz), 7.23-7.30 (24, =), 7.32 (1H, s), 7.46
(1€, s), 7.49 (1H, s}, 7.37 (1H, br 2}, 7.63 (1H,
d, J=8.6Hz), 6.0-7.0 (1%, =zZr s)

R 461 (M+H) T

% Ep] 64

13%
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Bt T B 25 695 k4 &2 T L6,
1-{[2-(4-&m T Xk -2-R)¥H%w-5-X]FHX}-5-[3,5-R
(EZRAFTR)FAEAIBIR--ZEFPE

IR ( %k ) : 1720, 1615, 1485, 1450 cm 1t

NMR (CDCls, &) : 1.40 (9H, s), 3.70 (3H, s), 3.75 (2H,
s), 5.20 (2H, s), 5.34 (2H, s), 6.93 (1H, dd,
J=2.4, 8.4Hz), 6.97 (1H, s), 7.10-7.24 (4H, m),
7.36 (1H, s), 7.47 (1H, d, J=8.4Hz), 7.84 (2H, m),
7.35 (2H, s)

L34 65

#1188 —% 8 — 78 (0.095ml) e A 1-{[2- (4-& T EuEnp-2-X)
X kubh-5-A]FR}-5-FESB%R-3-CRTE(0.114g). [1-(FEAT
A)rFAB] 8 F & (0. 104g) Fo = X L Bk (0. 16g) £ w9 &=k % (5ml) + &4
BoME, ROMATETRYE 3 X. AREENE, A4 HAKE
¢ iEEsit, AECREMLBRLUEYRSHAR. 5F44F B4
B, BMERSGER (1-{{{1-{[2- (4T iAEA4-2-5) X =k -5-
ETPE}I-3-(PEAEXZEEFR)SIR-5-XIAIFRI ALK T R 75
(0. 07g).

IR ( & )} : 1730, 1615, 1580, 1480 cm !
i . 601 M+t
L34 66

¥ 1-{[2-(4-&THE2-2-%) FH*kd-5-K]FX]}-5-(N,N-=
THAALAFHRATEAEL)S R -3-28% ¥5 (0.15g) # IN & f ik
(0.52m1) EFE QCml) P RSB EERTHRS 8 b, EREIEMNE,
BB EmEXRT, AHRLIRRKRAER. BITEKELE RGRIE,
AAZEEFR 1-{2-U-&TAES2-R) X ok -5-K]F¥E}-5-
N, N-—F R R PR FTRE) % -3-2 % (80mg) .
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IR (Gitkmid): 2500-2700, 1715, 1620, 1570, 1480 cm~!

NMR (CDClg, &) : 1.40 (9H, s}, 2.94 (3H, s}, 3.06 (3H,
sy, 3.76 (2H, s), 4.69 (2H, s), 5.28 (2H, s), 6.86
(1H, dd, J=2.3, 8.8Hz), 6.96 (lH, s), 7.05-7.14
(4H, m), 7.20 (lH, s), 7.30 (iH, s), 7.42 (lH, s,

J=8.5Hz)
% . 546 (M+H) T
L4 67

EERT, $EAKR(ETHEY 60%, 78ng) mA 4- G fl) T
B 85 (0. 40g) /£ N, N-— W Vs Oml) P9k ¥. ATETHEE 30 5
i, BEERPRA 4B TE-2-(RFE)EHFhh-2-4] %=
(0.59g). EXLGHH 5 IHE, HRAGRSWHEAKRLKF, BEHAH
HERMib, MUMLRBER. AIEREARE, MRS THRFEELS
FR R, ER R R E kv, AECERLBLEGRESY
. &R BintemeitEs, REREFH 4-{1-{[2-@G-& T &%
s -2-35) Xotkwp5-A ] PR} w5 ) THTE 0. 29).

IR ¥ ) o 3100, 1725, 1613, 1570, 1485, 1440,
1360 cm™ -~
NMR (CDCls, &) @ 1.25 (3H, t, J=7.1Hz), 2.12 (2K,
sext, J=7.4Hz), .33 (28, t, J=7.4Hz}, 4.04 (2H, €T,

J=7.4Hz), 4.13 (2H, q, J=7.1Hz), 5.37 (2H, s}, 6.46

(1H, s), 6§.82 (14, d4dd&, J=2.4, 8.9Hz), 6.96 (1H, s),
7

7 06-7.13 (4H, m), .17 (1H, 4, J=8.%Hz), 7.32 (lH,
sy, 7.43 (1H, si, 7.45 (lH, d, J=8.5Hz)

A . 517 (M+E) T

5345 68

Ak T I8 £ (0. 39mg) A N,N-—F R PEtri 2ml) ¥, A
30 o4Fe, EERSHFA 4-{1-{[2-d—TEES-2-1)F 5=
w—5-E]FEIBIHE-5-AA) THRILIELE NN-— WA TR 2nl) F 4
R, EERTEAF 1 I, RO BERMABRE EMKERP.
WK EARNGRIE, BRAEAEKREEEES%L. 6445 FH

141
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WGBS, BERSGRE 1-{[2-@-BTREm -2 &)X HFkwh
5-E]FE}-5-3-(ZREZAE) HRL] £ -3-F & (0.329).

IR ( %5 ) : 3100, 2950, 1720, 1650, 1615, 1575, 1525,
1500 em™? :
NMR (CDCly, &) : 1.26 (3H, t, J=7.3Hz), 2.07-2.20 (2H,

m), 2.53 (2H, t, J=7.4Hz), 4.0% (2H, t, J=6.3Hz),
4,17 (2H, g, J=7.3Hz), 5.41 {2H, s), 6.91 (1H, dd,
J=2.5, 8.9Hz), 6.99 (1, s), 7.13-7.2%9 (3H, m),
7.41 (1H, s), 7.52 (1H, d, J=8.7Hz), 7.68 (lH, s),

7.80 (1H, d, J=2.5Hz), 9.95 (lH, s)
% . 545 M+m*t

E#4] 69

FEAH (19ng) A 1-{[2-(4-RTAES2-K) ¥ fknh-5-4£] W
A}-5-[3-(ZaEZE) BEA]wE-3-F®& (0.31g). BRESR 12 KW
(90mg) Fo 2-F -2~ T 5. (0. 27ml) £ K (1. 5ml) . w3 & %% (2. 2ml) Ford THE
(6.5ml) W) RAFEM PHRSWT. £ 2 XE, ARSWF ALK SH.
ARGRSWA LR UERR, AMERAL KR, RARRETRFEER
. BeWRAaREE#ESEL ATPERLBRLEGRSPEEK. 544
H AR S, RAESAES 1-{[2- R TEE-2-2) ¥ 5 =kwd
5] P} -5-[3-(TZEEBA) HAL] % %-3-F& (0 10g).

IR Gifkps): 2500-2700, 1735, 1655, 1610, 1575, 1525,

1440 cm™

NMR (DMSC-dg, &) : L1.17 (3H, t, J=7Hz), 1.34 (9H, s),
1.90-2.05 (2H, m), 2.47 (2H, t, J=7.1Hz), 3.98 (2H,
t, J=6.2Hz), 4.06 (2H, g, J=7.1Hz), 5.56 (2H, s),
6.82 (1H, dd, J=2.2, 9.0Hz), 7.36 (1H, d, J=8.5Hz),
7.40-7.50 (4H, m), 7.82 {1H, s), 7.67 (lH, d,
J=8.5Hz), 8.21 (1H, s), 12.01 (lE, s)

B . sel (MeH)*

&4 70

141
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F1-{2- (BT X g -2- %) Ffkh-5-E]F L) -5-[3-(Z
AEX)BALIwI % -3-F& (0. 199) . ﬁ:—&(TBmg)iﬂﬂ};"i ((5. 51:1) j
R (0. 04nml) W RA-H & BOCHHE 3 I . AdHEFrEe, HaE5
RSB BAKRK T, REMARLIRKRIL, ALBIERR. ANE
MR, RARETRIEEEMRS. RBR% AR 65k 540,
APERLBLEGRSIER. 2H2H BBy, BER
R E)-3{1-{[2-(4-BRTHE--2-R) X5 nh-5-2 ]9 E)-5-[3-
(CREAZL) SR EI9R-3-4) HH & (25ml).

TR (skps) 3300, 2500-2500, 1720, 1670, 1600,

m), 2.55 (24, t, J=7.2Hz), 4.05-4.21 (4H, m}, 5.38

(24, s), 6.35 (lH, <,
J=2.28, 8.%9Hz), 5.98 (lH, s),
g.6Hzy, 7.20 t(i#Z, d, J=8.9Hz!, 7.36-7.28
d, J=8.6Hz), 7.98 (lH, d,

MMR (CDCls, &) 1.26 (3, t, J=7.1Hz), 2.12-2.21 (ZH,
=7

J=15.9Hz), 6.89 (1lH, dd,
7.12 (lH, dd, J=1.8,
(3H, m),

7.44 (1H, s), 7.48 (lE,
J=15.9Hz)

Fiik - 587 (M+H) ™

L4 71

HAAH (B4mg, EFHih+F 60%) A 4-RTA-2-[5-(HFL)
F ek —2-3 1K = (0. 40g) . B3] -6-3% & F & (0. 28g) Fo k447 (0. 22g)
A NN-ZFEPBE Gl PHER T, RAMATETHRE. A+3
THHAH 5 IHE, HREHHMAKRKY, HLBTERE., REW AL
Fod Kk, AARETRABRELL. AbMAARE G #5540,
AYEFLBRLGHREGHZHR. 2 ASH B SHNIEBYS, BREKX
B 1-{[2-(4-BRTEES-2-R)E Hfkwh-5-R PR ) vk —6-5 8
¥ & (0. 40g).

143
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TR ( %% ) : 1720, 1705, 1605, 1500 cm™ 1
NMR (CDCl;, &) : 1.40 (%H, s), 3.91 (3H, s),

5.48

s), 6.61 (1H, dd, J=3.1, 0.8Hz), 6.97 (1H, s),
(1H#, dd, J=1.8, 8.5Hz), 7.24 (lH, d, J=0.8Hz),
(14, 4, J=3.1Hz), 7.35 (1H, s), 7.48 (1H, d,

J=8.S%Hz), 7.67 (lH, d, J=8.4Hz), 7.82 (lH, dd,

J=1.3, 8.4Hz), 8.13 (lH, br s)
Fi% - 445 (M+HE) T

EH 72
Wit £ T LA Tl G F kW& TRED,

5—{1-{[2-(4-3 T L ogEed2-X) ¥ Fkb-5-K]FHE}5I%-6-%}

(2H,
7.12
7.30

KB B
TR (%, ) : 3100, 1730, 1680, 1630, 1600, 1500,
1350 cm™ 1

NMR (CDCly, &) : 1.22 (3H#, t, J=7.1Hz), 1.40 (9H, s),
1.60-1.80 (4H, m), 2.30-2.40 (2H, m), 2.70-2.80
(2E, m), 4.09 (2H, g, J=7.1Hz), 5.39 (2H, s), 6.52
(1H, d, J=3.1Hz), 6.97 (1H, s), 6.95-7.00 (1H, m),
7.07-7.14 (3H, m), 7.24 (14, d, J=0.8Hz), 7.35 (lH,
br s), 7.46 (1H, d, J=8.5Hz), 7.56 (1H, d, J=8.1Hz)

% . 515 (MeH) T

L 73

it K T L 68 4575 EH & T iLEH.
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73-1 ~COOMe NMR (DMSO-dg, S} : 1.45 (SH, sl, 3.86
(35, s}, 5.78 (2H, s), 7.38 (1H,
dd, J=1.8, 8.5Hz), 7.48 (1H, s},
7.52 (1H, d, J=0.7Hz), 7.85 (LlH,
sy, 7.71 (1H, d, J=8.5Hz), 7.88
(15, dd, J=1.4, 8.3Hz), 8.24 (1H,
4, J=8.3Hz), 8.26 (lH, br s), 8.70
(1%, s), 10.01 (1H, s)

g . 273 )T

73-2 %CH2¥4COOEt IR ( gk y . 3100, 1725, 1655, 1530,
1500 cm_l _
NMR (CDCl3, S5y 1.22 (3H, t©.,

5=7.1Hz), 1.40 (9H, s), 1.80-1.80
(4H, m), 2.30-2.40 (2H, m), 2.70-
5> 80 (24, m), 4.10 {(2H, q,
J=7.1Hz), 5.34 (2H, s), 6.29 (1H,
sy, 7.16-7.29 (4H, m), 7.44 (1H,
br sy, 7.53 (1H, d, J=8.5Hz), 7.87
(14, s), 8.23 (1H, d, J=8.4Hz),
$.97 (1H, s)

Kk . 543 (M+H) T

43
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74-1 -cooMe IR (GR4kBH) @ 3100, 2320, 1710, 1620,
1530, 1500, 1240 cm™ 1
NMR (CDCly, &) : 1.40 (9H, s), 3.94 (3H,

s), 5.50 (2H, s), 7.00 (1H, s), 7.16
{1H, dd, 5=i1.7, 8.5Hz}), 7.25 (lH, br
sy, 7.42 ({(iH, br s), 7.54 (lH, d,
J=8.5Hz), 7.74 (1H, s}, 7.82 (lH, d,
J=8.4Hz), 8.00 (1H, dd, J=1.3, 8.4Hz),
8.20 (1H, s)

A& . 470 (M+H) T

74-2 4CH,¥,COOEt IR (% ) : 3150, 2230, 1730, 1630, 1600,
1530, 1500 cm™*
NMR (CDClsy, &) : 1.22 (3H, t, J=7.lEz),

1.40 (9H, s), 1.60-1.80 (4H, m), 2.30-
2.40 (2H, m), 2.70-2.80 (2H, m), 4.10
(2H, g, J=7.1Hz), 3.41 (24, s), 6.99
(14, s), 7.16-7.29 (2H, m), 7.28 (lH,
s), 7.40 (1H, d, J=1.3Hz), 7.52 (1H, 4,
J=8.5Hz), 7.57 (l1H, s), 7.69 (1H, d,
J=8.2Hz)

Mii% . s55 (M+H)T, 270

146
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BT EMTREN 27T FEHE TG
w t-Bu
N
'tl O _ r®
Ll P
0" ~"cooH
5k r? £ 2.1 &3
75-1 -CH,COOH IR GRfk&H : 2700-2500, 1708, 1610,1575 em”t
NMR (DMSO-dg, &) : 1.34 (9H, s), 1.94 (2H,
quincg, J=7.0Hz), 2.3%9 (2H, t, J=7.0Hz),
3.35 (2H, s), 3.94 (2H, t, J=7.0Hz),
5.44 (2H, s), 6.75 (1H, dd, J=2.2,
5.05z', 7.0l (1H, d, J=2.2Hz), 7.26
(12, d, J=8.6Hz), 7.386 (1lH, d,
5=9.0Ez), 7.38 (1H, s), 7.46 (lH, s),
<.48 {1H, s), 7.56 (1H, s), 7.83 (lH,
4, 5=8.8Hz), 12.16 (2H, s)
M . 547 (m+E) T
75-2 -H IR (g;wu;g): 2700-2500, 1710, 1610, 1570,
1500, 1485 cm™+
NMR (DMSO-dg, &) @ 1.34 (9H, s), 1.89-2.00

(2%, m), 2.38 (2H, t, J=7.2Hz), 3.94
t, J=6.3Hz), 5.48 (2H, s), 6.38
(14, 4, J=3.0Hz), 6.73 (1lH, dd, J=2.4,
8.9Hz), 7.05 (1H, d. J=2.4Hz), 7.26
(14, &, J=1.6, 8.6Hz), 7.36 (1H, d,
J=8.9Hz), 7.46-7.50 (3H, m), 7.53 (1H,
s), 7.63 (1H, d, J=8.6Hz), 12.0-12.5
{14, br s)

Hii# . as9 (M+H) T

147
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_E#H RS 3 WA
75-3 ~COCH IR (j4kgH) : 2500-2700, 1680, 1650, 1610,
1575, 1525 cm™t
NMR (DMSO-dg, &) : 1.34 (9H, s), 1.9-2.0

(2H, m), 2.40 (2H, t, J=7.2Hz)}, 3.98
(24, t, J=6.5Hz), 5.5%6 (2H, s), 6.83
(1H, dd, J=2.4, 9.0Hz), 7.35 (lH, dd,
J=1.8, 8.6Hz), 7.45-7.50 (4H, m), 7.62
(1H, s), 7.65 (1H, d, J=8.6Hz), 8.21

(1H, s)
Ji#k - 533 M+H)T, 476
75-4 -CH=CH-COOH NMR (DMSO-d¢, &) : 1.34 (SH, s), 1.95-
(E) 1.99 (28, m), 2.10 (2H, t, J=7.2Hz},

4.04 (2H, t, J=7.2Hz), 5.53 (2H, br s),
6.27 (1H, d, J=15.8Hz), 6.86 (1H, d,
7=9.0Hz), 7.30-7.35 (2H, m), 7.45-7.50
(3E, m), 7.60-7.70 (2H, m), 7.79 (lH,
4, J=15.8Hz), 8.10 (1H, s)

B . 555 (MeE) T

L#&H 76
it T A 27T HF EHE TGS,

D 1-{[2-(4-& T AE=%-2-K) EH%H-5-%X]FH}-5-[3,5-

Z(ZRAFEA)FRA]IE%R-3-LE&

IR (skGH) : 2700, 1690, 1615, 1496 cm~ 1

NMR (CDCly, &) : 1.39 (9H, s), 3.78 (2H, s), 5.18 (2H,
s), 5.34 (2H, s), 6.92 (1H, dd, J=2.4, 8.8Hz), 7.10
(1H, dd, J=1.8, 8.SHz), 7.11-7.24 (5H, m), 7.34
(1H, s), 7.45 (1H, d, J=8.5Hz), 7.82 (1lE, s), 7.94
(2H, s)

JR# . e87 (M+H) Y

9) 1-{[2- (4—& T Hk=d—2-%) ¥ kwh-5-K]FH}-5-[3-(&

B)FEAINHR-3-LR



IR (@4 BM) : 3300 (br), 2700-2500, 1690, 1610, 1580,
1480 cm™ 1
NMR (DMSO-dg, &) : 1.35 (9H, s), 3.63 (2H, s), 5.15
. (2H, s), S5.45 (2H, s), 6.86 (1H, dd, J=2.4, 8.9Hz),
7.16 (1H, d, J=2.4Hz), 7.27 (1H, d, J=8.5Hz), 7.38-
7.73 (8H, m), 7.89 (1E, d, J=7.7Hz), 8.04 (1H, s),
12.63 (2H, br s)

3) {1-{{{1-{[2- (4, T A E4-2-%) X fkh-5-%] FH}-3-
(BFAFE)9%-5-K)REIFRAI-FARI LR

TR (RfkZH): 3500-2500, 1700 S

NMR (CDCly, &) : 0.66 (4H, m), 1.40 (9H, s), 2.57 (2H,
s), 3.73 (2H., s), 3.90 (2H, s), 5.30 (24, s), 6.85
(1H, dd), 6.97 (lH, s), 6.39-7.18 (6H, m), 7.44

(1H, d)
A . 573 eyt
LB 77

it E T LM 27 G5 EHE T EH.

t—-Bu
' 9
O R
5 -
aaely

N

513
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T R13 R4
77-1 COOH H
1 (RMBER): 2500-2700, 1685, 1500, 1300 cm !
NMR (DMSO-dg, &) : 1.34 (9H, s}, 5.64 (2H,
s), 6.61 (1H, d, J=3.0Hz), 7.26 (lH, dd,
J=1.8, 8.S5Hz), 7.46 (1H, s), 7.50 (lH, d,
J=0.7Hz), 7.52 (lH, br s), 7.64 (2H, s).,
7.66 (1H, d, J=8.5Hz), 7.88 (1H, dd,
J=3.1Hz}), 8.10 (1H, s), 12.55 (lH, br s)
MASS : 431 (M+H) T
77-2 COCH H
242°C {4
IR Gaskopi): 2500-2700, 1690, 1630, 1500 cm™t
NMR (DMSO-dg, &) : 1.34 (SH, s}, 5.80 (2H,
s), 7.37 (1H, dd, J=1.9, 8.5Hz), 7.48 (1H,
s), 7.52 (1H, s), 7.64 (1H, s), 7.71 (1H, 4,
J=8.4Hz), 7.86 (14, dd, J=1.1, 8.5Hz), 8.28
(1M, br s), 8.32 (1H, d, J=8.5Hz), 8.41 (lH,
s)
. as9 (et
77-3 +CHp ¥ 4COCH H
IR GGy 2500-2700, 1710, 1500 cm L
NMR (CDCly, 3) : 1.40 (9H, s), 1.60-1.80 (4H,

m), 2.30-2.40 (2H, m), 2.70-2.80 (2H, m),
.39 (2H, s), 6.52 (lH, d, J=3.2Hz), 6.94
(14, 4, J=8.5Hz), 6.99 (lH, s). 7.06 (1H,
sy, 7.12 (1H, d&, J=3.2Hz), 7.15 (1lH, d,
J=8.SHz), 7.25-7.30 (3H, m), 7.46 ({(lH, d,
J=8.5Hz), 7.55 (l1H, d, J=8.2ZHz)

A& . 487 M+H)', 288
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77-4 Tet +CH,+4COOH H
mp 196-197°C
IR GkikBH) : 3200-3000, 2500-2700, 1700,
1630, 1610, 1500, 1400, 1260 cm™*'
NMR (DMSO-dg, &) : 1.34 (9H, s), 1.44-1.70

(44, m}, 2.24 (2H, t, J=7.1Hz), 2.65-2.75
(2H, m), 5.65 (2¥, s), 7.12 (1H, d,
J=8.3Hz), 7.37 {iH, d, J=8.5Hz), 7.47 (1lH,
s), 7.51 (2H, s), 7.54 (lH, s), 7.66 (1H, br
sy, 7.69 (1H, d, J=8.5Hz), 8.13 (lH, d,
J=8.3Hz), 8.14¢ (lH, 3)

Hi#&E . 555 (M+H) T

77-5 Tet H -OCH,CGOE
mp : 165-168°C
TR GRARGHES) : 3300, 2500-2700, 1720, 1620,
1580, 1500, 1460, 1380, 1200 cm™*
NMR (DMSO-dg, &) : 1.34 (94, s), 4.87 (2H,
s), 5.95 (2H, s), 6.82 (1H, d, J=7.8Hz),
7.14 (1H, t, J=7.8Hz), 7.43 (l1H, dd, J=1.7,
8.5Hz), 7.46 (1H, s), 7.47 (1H, s), 7.64
(1H, &, J=8.SHz), 7.71 (1H, br s), 7.85 (lH,
4, J=7.8Hz), 8.14 (1H, s)
Kk . 529 (M+H)Y, 309, 270
gt 78

B F T EAH 36 5 kG T Lo,
1-{[2-(4- T A ked-2-%) Xk h-5-£]F L} -T-F K 5kk3-
i3 “
NMR (CDCls, &) 1.41 (9H, s), 5.75 (2H, s), 6.68 (lH,

d, J=7.6Hz), 6.99 (lH, s), 7.02-7.43 (SH, m), 7.65
(1, s), 7.86 (1H, d, J=7_.9Hz), 9.93 (1H, s}
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H#% . 430 (M%), 287, 272
£3H 79
Wit E L TFHEH | foLke 25 55 kR & THESY.
1-{[2- (4—= T A okw 23 ) Ak h-5- K] FE}-7-(FAEEE
¥ HA) B3

IR Q:iﬁ;,gﬂ-)‘: 2230, 1750, 1580, 1300, 1460, 1380,
1350 et
NMR (CDCl,, &) @ 1.40 (SH, sy, 3.79 (3H, s), 4.68 (2H.
s), 5.85 (2H, s), 6.64 (1H, < J=7.4¥z), 6.98 (lH,
sy, 7.12-7.20 (3H, m), 7.32-7.51 (3H, m), 7.57 (1H,

s)
F# . 499 (MT), 270

Z#4 80

# 1-{[2- (=T EE=E-2- 1) Ft5h-5-%] TR} -3-FETR3-
% 8 T & (1. 09g) #= £ AALH (1. 5g) K (15ml) Fo F & (30ml) # RAEHEH F
HRAWEHARIE 2 b, EARNE, ROV ARKLIRSL, Bk
A e, AAREEH 1-{[2-@-RTEA%E2-2-X) ¥ fkd-5-%]F
A)-3-fAW-5-28. £ LEFHeKRAEW S % (26nl) FeREW T
A AE v Sk (1. 4ml) P M- FrmESH (2.0M), REMWETRTH
1K ARSHTRATRE, BEALLRNRSY. RAVERER
Fo B LBz AR, LRLEERAKPEREE RARETHRIBEEA
K.K%%m&&ﬁéﬁﬁﬁm,m@iﬁcﬁcﬁﬂﬁ%%%ﬁ.%%%
AR SatE s, REFRSFD 1-{[2-4-RTHES-2-K) ¥
~5-3] PR} -5-(FEFE) =%-3-4 (0. 87g).

rn GRMGH) . 3300, 2230, 1700, 1630, 1530, 1500 cn™o
NMR (CDCly, ) : 1.40 (9H, s), 2.01 (1H, s), 4.81 (24,
s), 5.43 (2H, s), 6.99 (1¥, s), 7.12 (1H, dd,
J=1.9, 8.5Hz), 7.27 (1H, s), 7.34-7.41 (3H, m},
7.51 (1H, 4, J=8.5Hz), 7.65 (1H, s), 7.78 (1H, s)
B . saz (eE) T
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% 3.4 81
F 1-{2-(-RTEE2-2-R)EHkb-5- R ]PL)}-5- (AT
A) 731 =k-3- M (0. 66g) = E S8t 4 (0. 5m1) & §45 (20ml) 89 R AT
BTHHF 3 IH. EARRSAKRERTRE, SR WA SR
B, AMERAfE Kk RARSETRFRELL, 738 1-{[2-4-
fnggg—z—g)i%ﬁvﬁ—s—g&] WEI--(R L)% % -3- 1
0.67g).

IR (% ) : 3120, 2230, 1700, 1630, 1600 cm™1i

NMR (CDCls;, &) : 1.41 (9H, s), 4.74 (2H, s), 5.43 (2H,
s), 7.00 (1H, s), 7.13 (1H, dd, J=1.8, 8.S5Hz), 7.30
(15, 4, J=0.8Hz), 7.34-7.40 (3H, m), 7.52 (1H, d,
J=8.5Hz), 7.65 (1H, s), 7.81 (1lH, s)

B& . 460 (M+H)T

F 34 82

H1I-{[2-(4-RTEEL-2-B) ¥ A%kp-5-£]FR}-5-(RFL)
"=k ~3-k% (0. 65g) F=ak4L47 (0.91g) £ H 8 (5ul) F oy o E T BT i
#H 1. REEAXRLY, Z4HERT_SFR Y. AAdidEn
EXRERBIRG, BEALFH 1-{[2-4-RTHAEAE 2 1) ¥ 5 =kwh
~5-A ] PR} -5- (ST L) 5 %-3-H (0.88g). fEkA 3 TFHAvyZrkad
Z (15ml) Fo b FPRE (M FAMER_BR - B (5. 41g) ¥. AR
CHETZRTHRHE 1.5 I B, ARSHbmA 1-{[2- (48T Lxw
—2-E) X kb -5- K] PR} -5-(RFE) 3 k3-8 (0.88g). JL B
B, RN ARESHAEARLIBF LR LEBI RS R, LELEERAAASE
Kikik, AABRETRABEEL. BePARKEG#E LB, AT
LB LEGRGHRAI. SH4H AR HEIEY, RERSR
B 3-{1-{[2-(4-RTHEE-2- L) ¥ HFekh-5-A ] P&} -3— 5 & g
5-A})-2-(ZHRAZE) A% 28 (0. 78g).
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IR (% ) 2200, 1730, 1530, 1500, 1360 cm” !

NMR (CDCl,, &) @ 1.21 (6H. & J=7.1Hz), 1.40 (9H, s},
3.34 (2H, d, J=7.8Hz), 3.89 (lH, t, J=7.8Hz), 4.17
(1H, q, J=7.lHz), 5.40 (2H, s), 6.99 (1H, s), 7.12
(1H, d&, J=1.8, 8.6Hz), 7.18-7.32 (3H, m), 7.39
(1H, d, J=1.3Hz), 7.51 (1#, d, J=8.5Hz), 7.81 (2H,

s)
Fi®k . 584 (M+H)T, 286

% 4] 83

#o3-{1-{[2-(4-& T AE=-2-2) £ HkH-5-K] F&}-3-RE
wwk-5-%)-2-(ZEEEE) R TK (0. 72g) # IN £ & 4t44 (5nl) £ F
5 (1oml) T RAHHDARIE 3 I H. EddE, R4V AFLARL,
RLBLERR. LERLEEAXNFEKREZLR AARSETHRPREE
¥ BEAMEMEASE LK (7.50]) 8 —F X (10nl) ¥, REWER
BE 7., ARSEEBRIENE AW AERLERPLRLEZN
5. LBRLEERAMEKRLRE AARETERARELRR. AW
Ak iEisi, REAGFTHRSHAR. 644 HBRLEN
BHE S, BEFH A 3-{1-{[2- (4, T A -2- 1) ¥ kdh-5-4]
WAl -3-RA 9 %-5-%) Ak (0. 78g).

Y : - £00-2700, 1630, 1605, 1500,
IR @lﬁggﬂﬂ : 3300 3102, 2500-2
1250 cm”

NMR (CDClsy, &) : 1.40 (SH, s), ».73 (2H, t, J=7.6Hz),
3 08 (2H, t, J=7.6Hz), 5.40 (2H, s), 6.9 (1H, S).
<. 12 (1H, dd, J=1.7, 8.5Hz), 7.18& (1H, dd, J=1.5,
g.s5Hz), 7.27 (1H, s}, 7131 (14, d, J=8.5Hz), 7.38

(14, d, J=1.3Hz), 7.51 (l1H, 4, J=8 .5Hz), 7.61 (2H,
s)
Kk . 484 (+H) T
574 84

BIEEM T EAHA 23 895 mHEL TR,
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1-{[2- (44 T X Erk2- %) ¥4k h-5-K]F &)} -5-F &A%
3-TLE&

-1
IR @&ﬁggﬂa . 3200-2500, 1700, 1225 cm

NMR (CDCl3, &) 1.40 (9H, si, 3.78 (24, s), 3.84 (3H,
s), 5.32 (2H, s), €.83 (iH, dd, J=8.9, 2.4Hz), 6.96
(1%, s), 7.05-7.26 (5H, m), 7.33 (1H, s), 7.44 (1lH,
d, J=8.5HzZ)

A& . 475 M) T

%34 85

AkAHT, HEAH(EFTHHF 60%, 55mg) mASHR-3-RK
28 (0.311g) & NN-—F A P& Cnl) Pega . RSP EMFE
BETRE 30 545, RSB TN 4~ TE-2-[6-(GRTEE) X
ok wh—0— Tk (0.47g). AR GWHE 3 IHE, HFIAGRESBEN
AAE, BRAOBAFHLEHREL, RLBLERR., ANERIEKRREKE,
AABAETFRFAEREAINZRY. ER KB AAERE E# &AL,
BRERLBLUEARSPRE. 244 A BFLEeHgiBS, RERK
B, ALMAELBROE T AN f:mEade, BFFBKELRH
AR B SHEERYE, URELELBRLEFBERIAAKRERZL
oEe. AWEREARES, AR TRFRERSEFD 1-(2-[2-(4-
BT A 2- %) EFkh-5-A]-2-ARTE) %R -3-% & FE
(0. 14g).

IRGERARBHE, . 1675, 1580, 1530, 1500, 1360 cm™ 1
NMR (CDCly, &) : 1.42 (9H, s), 5.39 (2H, s), 5.60 (2H,

sy, 7.05 (1H, s), 7.20-7.50 (8H, m), 7.65 (lH, d,

J=8.7Hz), 7.87 (1H, s), 8.02 (1¥, dd, J=1.7,

8.7Hz), 8.20-8.25 (lH, m), 8.31 (1H, d, J=1.7Hz)
B#& . s49 m+H) T, 505

FE34] 86
# 1-{2-[2- (4—R T AE-2- %) X Fkh-5-%]-2-F A LA} ]
ok 335 B F A% (140mg) Av9 &=k (4nl) PHEREERPFTET £ 10
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% Pd (OH) , (22mg) & & F &40, 2833 i i o A G @ B A58 B R
BAhmABERES #ksit, BEAGHTHGRSSZH. MEF AR
adeie sy, BERSBES 1-{2-[2- (AT EE4-2-K) ¥ 5%
—5-%1-2-84K A&} %%-3-% & (90me) .

IR (HAkBHY. 2500-2700, 1700, 16350, 1530, 1360 cm™?

NMR (CDCly, &) : 1.43 (9H, s), 5.63 (2H, s}, 7.05 (IH,
s), 7.20-7.35 (3H, m), 7.43 (1H, s), 7.66 (1H, d,
J=8.7Hz), 7.95 (1H, s), 8.04 (1H, dad, J=1.7,
§.7Hz), 8.26-8.30 (i1H, m), 8.33 (1H, d, J=1.7Hz)

Fik @ 459 (M) T

% 347 87

& 544 (dmg) . 1-{2-[2- (4- T o=k -2-K) ¥ i ko -5-
E1-2-8 R TE) B %-3-BRRFEAETH (Inl) Fow £k wh (5nl) ¥ RS
EANTEERT. ARFEILIEE, EERSH AR LREKRERHFE,
ALBLERR. RERBAEKER AARETRFRERS. A4
AR EGE RN, ATERLRBRLEGRSHWRK. &F4AR
WM E e s, AERSHFE 1-{2-[2-(4-RTHES-2-5K) X%
w-5-k]-2-2 A A} %-3-ARF & (T0ng) .

IR (% ) : 3400, 1680, 1530, 1360 em” L

NMR (CDCls, &) : 1.40 (9H, s), 2.51 (1H, d, J=2.8Hz),
4.34 (1H, d, J=2.8Hz), 4.37 (1H, s), 5.15 (lH, br
s), 5.33 (2H, s), 6.99 (1H, s), 7.23-7.55 (11H, m),
7.57 (1H, 4, J=1.5Hz), 8.1% (1H, s), 8.16-8.21 (1H,
m)

ik 551 (M+H) Y

Xzt 88

¥ 1-(2-[2-(a-d T A kek-2-K) ¥ kb -5-K]-2-F% & T}
o33 B ¥ & (T0mg) #» IN £ A4L4A (0. 13ml) £ w9 &=k (Tol) F89E
RAESOCHEIE 1 £, EREENE, Z4WEREKTY, BRAKER
EAr, @itk EA RS E, AAREFS 1-{2-[2-(4-&RTHEHE
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v —0-K) K Hfkwb-5-K]-2-F A T} 44-3-R % (Dng) .

TRGE4KGH) 3350, 1660, 1530, 1360, 1230 cm™ L

NMR (DMSO-dg, &) : 1.37 (9H, s), 4.30-4.50 (2H, m),
.08 (1%, br s), 5.80 (14, br s), 7.15-7.20 (3H,
m), 7.47 (lH, s), 7.49 (1H, d, J=8.6Hz), 7.52 (1lH,
s), 7.58-7.70 (3H, m), 7.78 (1lH, s)

ik . 575, 461 (M+H) Y

% 3.4 89

B 4-RTE-2-[5-GRzmE) Efkh-2-% %% (020g). 3-#
£ %)<k (75mg) ek 8 4F (146mg) /£ F L& (3ml) T &9 R4 A 40C B3t 2
I, AAFEETRE, WRLSBWHMAKRKT, RE&BWAKRIERB,
ALEBLERR., AWEREALE, RARETRIFAERS. &
AofEiRas kK ERLHED 1-{2-[2-(4-RTEE4-2-5%) X5
whwh—5-4 1-2-A. 4K A} S -3-4F (0. 20g) .

IR (kG )¢ 2200, 1890, 1330 cm”t
NMR (CDCls, O) : 1.43 (9, s), 5.87 (2H, s},
s), 7.25-7.35 (3H, m), 7.44 (1H, s), 7.65 (1H, s),

7.06 (1H,

< s (1H, d, J=8.7Hz), 7.81 (lE, m), 8.04 (1H, dd,
Jj=8.7, 1.8Hz), 8.34 (1H, d, J=1.8Hz)
)3 440 (M+H) "

L4 90
AL EM T 245 8T HFEHE T EMH.
1-{2-[2- (4—& T HErd-2-K) XH=kh-5-%]-2-F % THE} %~
3-Ak
IR ik pi) : 3600-3000, 2200 cm™*
NMR (CDCly, &) : 1.39 (9H, s), 4.39 (2H, d, J=5.8Hz),

.14 (1H, br s), 7.00 (lH, s), 7.23-7.78 (9%, m)
BRiE . 442 mE) Y

157



10

15

20

25

30

+
W E W

E#49 91
IR T EHEM 20 95 xR G THEH.
4T A-2-(5-[G-R A 20w ~-2-2) FEIE Hknp-2-K} &K

e
mp : 143-144°C
TR GkikGH) . 2200, 1500, 1460, 1380, 1260 cm™!
NMR (CDCly, &) : 1.40 (9H, s), 5.84 (2H, s), 6.98 (14,
s), 7.30-7.46 (4H, m), 7.53 (1H, d, J=8.5Hz),
7 70-7.80 (24, m), 7.86 (1H, d, J=8.0HzZ)

K& - 413 M) T

L 3H 92

AR LM T 2P 338 F EFELTHEH.

1)5-{1-{[2- (4 T A& -2-%) X fkh-5-E]FHE}-5-(1-%
RIABE-1I-FPACZRL)WSR-3-£}-1Hw4

mp : 137.8°C (5

IR (kK GHE): 3500-2300, 1520, 1250 cm™?
NMR (DMSO-dg, &) : 1.34 (%H, s), 1.5C (6H, br s), 1.51
(64, s), 3.34 (2, br s), 3.53 (2H, br s), 5.62
(24, s), 6.83 (lH, dd, J=2.4, 8.9Hz), 7.38 (1H, dd,
J=1.7, 8.5Hz), 7.47 s), 7.51 (1H, s), 7.59
(1H, &, J=8.9Hz), 1H, s), 7.69 (1lH, d,
J=8.SHz}, 7.78 (1%, d, J=2.3Hz), 8.16 (lH, s)

& - 624 M+H) T

2)5-{1-{[2- (4 T HREn-2-K) ¥ fkm-5-K]FE}-5-2-&
APsAE-o-FRHARL)SIHR-3-4}-1H-wd

mp : >230°C
TRGEAGEE ) 3600-2300, 1530, 1190 em~t
NMR (DMSO-dg, ) : 1.22 (8H, s), 1.34 (9H, s}, 4.00
(24, s), 5.64 (2H, s), 5.35-5.95 (2K, m), 7.17 (1E
br s), 7.34 (lH, d, J=3.S8Hz}, 7.47 (1H, sy, 7.50
s1, 7.56 (1H, d, J=8.9Hz), 7.52 (1K, s), 7.82

iH,
(14, d, J=8.5Hz), 7.72 (1H, s), 8.18 (1H, s}

B . 570 (qe) F
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H4g KT EHH 21 5 k&P TREH.

1) 5-{1-{[2-(4-& T &k -2-K) X fokh-5- K] F &) w2

A}-1H-vwgw

IR Gebas) :
NMR (CDCly, &)
dd, J=1
7.07-7.27

ik

2) 5-{1-{3-[2-(4-,THE-2-%) X3t kwh-5-X] R/ K]} -5-F

d,

455

2700-2500,

.7,

1.40

8.3Hz), 6
(SH, m), 7

J=7.8Hz)
(M+H) T,

K wlwp-3-2 ]} -1H-vg=g

TR (kB )

NMR (CDCls,

k&

3) 5-{1-{1-[2-(4-& T AE-2-K) X fkwp-5-X] T X} %l <%-

{3H, s).

6

(
8

.94 (1H,

2700-250C,
&)
2.52-2.¢0
dd, J=1

1.40

1H, d, J=8.6Hz),
.09 (1lH, s

515,

3-4}-1H-vyw=

IR (RAEGHD :
(DMSO-dg, O)
=6.7Hz), 6

NMR

Fuvk

J
(

1H, br
469

498

31

s},
(M+H

)
, 497

00, 1620 cm”

270

159

(9H,

.38

.34

{9H, s

.7,

(2H,

8.6

1

¥
I EREXE X

»

0 cm +

s), 6.04 (2H, s),
(LH, s), 7.00 (1H
{12, 4, J=8.3Hz),

), 2.08-2
m), 4.04

HZ), 6.96

1620, 1530, 1500,

.15 |
{2H,
(1H,

7.09-7.23 (4H, m), 8

(M+H) ©,

1.34
.12 (1H, ql.,

8.40
)t

(1H,

1

(9H,

s)

472

s), 2.00
7.22-7.869

159

(3H,
(8H,

1460 cm *

2H,

5.86

r s)l
7.58

m) .,

2

(1H,

(1H,

.40

£, J=6.9Hz),
7.07
(1H,

s) .
.03

d,

m) ,

38

.24

s) .,
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4) 5-{1-{1-[2-(4—&m T AE=s-2-K)FH%h-5-E]1RE]}3I%-
3-&}-1H-wo=g
IR Rtk : 3300, 1650 cm™!
NMR (DMSO—dG, &) 0.96 (3H, t, J=7.1Hz), 2.42 (2H,

quint, J=7.1Hz), 5.87 (1H, t©, J=7.1Hz}, 7.19-7.3C
(2H, m), 7.43-7.50 (3H, m), 7.65-7.77 (3H, m), 8.21

(1H, m), 8.47 (lH, s)
& : 483 (M+H) t

5) 5-{1-{2-[2-(A-s T =g -2-%) ¥ fokwh-5-%X1-2-F K Tk}
wlek—3-2 )} -1H-vg =

IR Gaskmsg): 3600-3000 ca -

NMR (DMSO-dg, &) : 1.37 (9H, s), 4.47 (28, m}, >
{14, br s), 5.88 (1%, d, J=4.3Hz), 7.2% (2H, m),

=, s}, 7.67 (24, m}), 7.80 (1H,

10

7.48 (1H, s}, 7.52 .2
s), 8.12 (lH, s}, 8.23 (l%Z, m)

JiE . 485 (M+H) T

6) 5-{2-{[2- (4-& T H-E=-2-%) X fkwh-5-K]F X} 2%k
-3-X}-1H-vg=d

mp 180-190°C
IR Gtk Gy © 3300, 2502-2700, 1500, 1370 cm™1
NMR (DMSO-dg, &) : 1.3%1 (9H, s), 6.2% (2H, s), 7.25-

7.48 (6H, m), 7.5-7.65 (2H, m), 7.75 (lH, d,
J=8.4Hz), 8.15 {(_H, br s)
& ¢ 456 (M+H)T, 431, 413

34 94
EAkAFT, @ 2-C-BRAFA-6-FTARAAFXAX) AKRLE
(1.97g). 2-(4-H& T vk —2-K)-5-2 L X 5f=kwh (1.83g) o = X%

169



.......

(2.83g) avg .=k (20ml) P E AP RABR —BR — & (1.67) &
WE%HCnl) FHER. REBARRAZETEH 1 I8, A5
BE 1 0. $RSBEERS, Ao AAEE (250n]) $i4, AIE
CEALRLEGRSEMN (T:1) &K, 73 2-(2-{[2-(4-&T ik
2-B)E¥EH5w-5-RARAIFA)-6-PEEXAL] H# TR (2.31g).

( Ki ) 1740, 1605 (shi, 1585 cm
NMR (CDCl,, 5y : 1.24 (3H, t, J=7Hz), 1.40 (SH, s).

3.83 (3H, s), 4.16 (2H, g, J=7Hz), 4.92 (lH, 9,
J=7Hz), 5.23 (1H, d, J=12.2Hz), 5.33 (lH, d,
J=12.2Hz), 6.84-7.45 (8H, m)

L 74| 95
ARIE K T L#4 04 5 xR & TLEY.

Rzz

: COOR20

S p20r2lr22r23p2% e

° (c=0.98, CHCly)
-1

95-1 Me Me H OMe H {alBy = 11.85

- FMgR) IR (& D 0 1745 1260 cm

NMR (CDCls, &) 1.41 (9H, s), 1.58
(3E, s), 3.71 (3H, s), 3.84 (3H,
s), 4.91 (1H, q, J=6.9Hz), 5.22
(14, &, J=12.2Hz), 5.32 (1H, d,
J=12.2Hz), 6.88 (1H, dd, J=2.3,
7.a2z), 6.96 (1H, s), 6.97-7.27
(SH, m), 7.43 (1H, d, 3=8.9Hz)

#4986 M+

1641
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95-2 Bzh nPr H OMe H

IR

NMR

3),
J=12Hz),
5.80-7.40

(CDCly, 3)
J=7Hz),
(2H, m),

1585 cm™ 1
0.85 (3H, t,
(9H, s), 1.40-1.860
1.93 (2H, m), 3.60 (3H,
(1€, m), S.10 (1H, d,
5.30 (1H, d, J=12Hz),
(18H, m}

B ) 1745,

1.41

5.10

95-3 Me Et H OMe H

mp
IR (B
NMR (CDCly, &)

o=7.2Hz),

4.87 (lH, a,

80-81°C

1580 cm !

1.04 (3H, t,

(9H, s), 2.0 (2H,
3.82 (3H, s),
5.25 (1H, d,
J=12.4Hz),

1762,

1.41

{(3H, s},
J=6Hz),
5.35 (1H, 4,
{SH, m)

510 (M+H) T

3.70

95-4 Et Me Me OMe = mp

NMR (CDCljy,

-4
W

J=7z),

bual} I

1732, 1585 cm *

5) : 1.32 (3H, €,

1.41 (9H, s), 1.47 (6H,
(3E, s), 4.24 (2H, q,

5.13 (2H, s), 6.8-7.2 (BE,
(1%, s), 7.43 (1H, d,

3.75

7.28

J=9Ez)

95-5 tBu H H QMe =

IR (B
NMR (CDClsy, &)

(8H, s},

s},

7.1

g=z

%

1750, 1240 cm *

1.41 (9H, s), 1.44

3.86 (3H, s), 4.61 (2H,

(2H, s), 6.89 (1H, dd,

§.96 (lH, s), 6.99-

4 (4H, m), 7.15 (1H, d,

.SHz), 7.42 (1H, d, J=8.%Hz)
524 (M+H) T

5.30
.7, 7.1Hz),
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95-6 Me H Me OMe H [a]B; = +14.06° (c=0.8, CHCly)
((R) - M4k IR ( B , : 1720, 1520 cm™t

NMR (CDCly, &) : 1.41 (9H, s}, 1.57
(3H, d, J=7Hz), 3.70 {(3H, s), 3.84
(3, s), 4.91 (lH, dd, J=12.2Hz),
5.27 (2H, center of a pair of dd,
J=12.2Hz), 6.87 (1H, dd, J=2.2,
7.SHz), 6.95 (1H, s), 6.99-7.25
(SH, m), 7.25 (1H, s), 7.42 (lH,

d, J=9Hz)
Fiik . 496 (M+H)T
95-7 Bzh nPr H H OMe IR (CH,Cly) : 1750, 1730, 1610,
1585 cm™*
NMR (CDCls, &) : 0.88 (3H, €,

J=7Ez), 1.41 (9H, s), 1.47 (2H,
m), 1.96 (2H, m), 3.58 (3H, si,
4.80 (i¥, t, J=5.6Hz), 5.07 (lH,
4, J=11.7Hz), 5.20 (1H, d,
J=11.74z), 6.25 (1H, d, J=Z.2Hz},
6.50 (lH, dd, J=2.2, 8.4Hz), 6.°1
(1%, s), 6.95 (lH, s), 6.99 (1H,
dd, J=2.3, 9.0Hz), 7.1-7.4 (8H, m)

LA 96

kBT, G2-2-(BEAFR)XAL]I AR XL 78 (1.70g).
2-(4-|TAES-2-R)-5-2 X ¥ Fh (2. 43g) =8 (2. 44 & W
A%k (Aonl) PO ER P MABE K8 — 28 (1. 44g) £ v Sk
Col) P&k, REWAEMRABRETEH 1 b, AFE2TFTHEHE 1 H
B, ¥REBEERS, BiePARKE (100g) sith, APEHFETKE
B REER (7:3) 2B, F3 2-{2-{[2-(U-&THE-2-%) % 5k
—S5-AER]IPR}XAKL] KRB XX TE (2. 16g).

163



( JB& ) = 1750 em 1t

NMR (CDCls, &y : 0.91 (3H, T, J=7Hz), 1.41 (SH, s),
1.4-1.7 (4H, m)., 2.0 {(2H, m), 4.84 (14, t, J=6Hz),
3 5.18 (1H, d, J=12Hz), 5.27 (1, 4, J=12Hz}, 6.65

(1H, d, J=8Hz), 6.9-7.5 (18H, m)
Kk . 646 (M+H)T

Kk 97
H4E £ 40T L6t 96 097 kW & TS,

10

| —N 21 22
| R R
s ° >

| 0~ “coor<Y

224
25

|64
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97-1 Bzh nPr H —O%CH2+3COOEt H
IR (#4kBH¥ y: 1750, 1730, 1610, 1580,
1500 cm™*
NMR (CDClB, &) 0.89 (3H, t, J=7.4Hz),

1.26 {(3H, &, J=7.2Hz), 1.41 (SH, s),
1.4-1.5 (2H, m), 1.90-2.05 (4H, m),
2.42 (2H, g, J=7.4Hz), 3.65-3.85 (2H,
m), 4.11 (2H, g, J=7.2Hz), 4.75-4.88
(1#, m), 5.14 (2H, ABg, J=11.7Hz), 6.23
(lH, d, J=2.2Hz) 6.48 (1H, dd, J=2.2,
8.4Hz), 6.91 {lH, s), 6.95 (1H, s},
6.99 (1E, dd, J=2.6, B8.9Hz), 7.13-7.41

{13H, m)
R . 776 M7y, 777.4 (M+H) T
97-2 Bzh nPr H ~C+{CH,r4CCOELt H
IRk ) : 1740, 1730, 1610, 1390,
1500 em™+
NMR (CDCl,, &) : 0.88 (3H, t, J=7.4Hz),

.26 (3H, t, J=7.1Hz), 1.40 (9H, s),

.40~-1.50 (2H, m), 1.60-1.72 (4H, m),

.95-2.00 (25, m), 2.30-2.40 (2H, m),

.60-3.85 (2H, m), 4.08-4.19 (2H, m),
4.79 (1H, t, J=7.4Hz), 5.17 (2H, ABq ,
J=11.8Hz), 6.23 (1H, d, J=2.2Hz), 6.49
(1H, dd, J=2.2, 8.6Hz), 6.90 (lH, s),
5.95 (1H, s), 6.99 (1H, ad, J=2.5,
§.9Hz), 7.13-7.32 (12H, m), 7.39 (1H,
d, J=8.9Hz)

F# . 790 M+E)T

R N

165
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97-3 Bzh nPr H -0+4CH,+gCOCELt H

IR k4K G#): 1750, 1730, lelc, 1585, 1500,

1460, 1380 cm™!

NMR (CDCls, &) : 0.88 (3H, t, J=7.4Hz),
1.26 (3H, t, J=7.1Hz), 1.40 (9H, s),
1.40-1.52 (2H, m), 1.58-1.68 (4H, m),
1.94-2.05 (2H, m), 2.32 (2H, t,
J=7.1Hz), 3.50-3.80 (2H, m), 4.13 (2H,
q, J=7.1Hz), 4.80 (1H, t, J=7.0Hz),
5.14 (2H, ABq, J=11.7Hz), 6.25 (1H, d,
J=2 .2Hz), 6.48 (1H, dd, J=2.2, B.5Hz),
6.90 (1H, s), 6.95 (l1H, s), 6.98 (lH,
dd, J=2.6, 9.0Hz), 7.11-7.32 (13H, m),
7.38 (1H, d, J=9.8Hz)

&k - 804 (M)
97-4 Bzl H g -C+4CH,+3CO0Et  H
IR (&4 GH): 1750, 1730, 1610, 1580,
1500 cm™ !
NMR (CDCl4, &) : 1.26 (3H, T, J=7.2Hz),

1.41 (SH, s), 2.08 (2H, quint,
J=6.8Hz), 3.94 (2H, t, J=6.8Hz), 4.11
(2H, g, J=7.2Hz), 4.72 (2H, s), 5.13
(24, s), 5.23 (22, s), 6.36 (1H, d,
J=2.2Hz), 6.53 (lH, dd, J=2.2, B8.4Hz),
6.96 (1H, s), 7.33 (SH, s), 7.30-7.42
(2H, m)

Fi% : 658 (M+H) T

166



97-5 Me Et H 04CH,5+4COCEt  H
IRGER{KGH) © 1750, 1730, 1610, 1585,
1500, 1450 cm™%
NMR (CDCl,, &) : 1.05 (3H, t, J=7.5Hz),
1.26 (3, t, J=7.5Hz), 1.41 (9H, s),
1.93-2.15 (4H, m), 2.50 (2H, t,
=7.5Hz), 3.76 (3H, s), 3.97 (2H, t,
J=6.1Hz), 4.14 (2H, q, J=7.2Hz), 4.64
(1E, t, J=6.0Hz), 5.13 (1lH, d,
J=11.7Hz), 5.28 (1H, d, J=11.7Hz), 6.32
(1€, d, J=2.2Hz), 6.50 (1H, dd, J=2.2,
8.4Hz), 6.95 (1H, s}, 7.02 (lH, dd,
.5, 9.0Hz), 7.18 (1H, d, J=2.6Hz),
5 (14, s),-7.36 (1H, d, J=8.4Hz),
7.42 (1H, d, J=8.4Hz)
M# . 510 (M+H) T

&

97-6 Et Me Me X u
IR (4k ) 1730, 1585 cm™!
NMR (CDClg, &) : 1.24 (3H, t, J=7Hz),

1.41 (SH, s), 1.862 (6H, s), 4.24 (2H,
q, J=7Hz), 5.17 (2H, s), 6.74 (1H, d,
J=8Xz), 6.96 (1H, s), 7.0-7.5 (7H, m)

Bi% . 466 (M+H)T

97-7 Bzh nBu H H H
TR O(B . 1750 cm!
NMR (CDCls, &) : 0.82 (3H, t, J=THz),

i.41 (9H, s), 1.2-1.5 (4HE, m), 2.0 (2H,
m), 4.84 (1H, t, J=7Hz), 5.18 (1H, 4,
J=12.86Hz}, 5.28 (1H, d, J=12.6Hz), 6.66
(1H, d, J=8Hz), 6.5-7-.6 (19H, m)

H#E . g0 (MeH)T




LI BN
»
l

gtjgﬂﬂ r<0 Rr21 22 Rg24 g25

97-8 Et +CHo¥5  H H
IR ( B 3 : 1725, 1585, 1190 cm™ %
NMR (CDCl,y, &) : 1.16 (3H, t,

J=7Hz), 1.41 (SH, s), 2.0 (2H, m),

2.35-2.55 (2H, m), 2.8 (2H, m), 4.20

(24, @, J=7Hz), 5.23 (2H, s), 6.41 (1lH,

d, J=8Hz), 6.9-7.5 (8H, m) |
JiE . 506 (M+H) T

97-9 Me EL H H H
' IR (GGRikoH): 1750, 1600, 1584 cm™ 1
NMR (CDCls, &) : 1.08 (3H, t, J=7Hz),

1.41 (9, s), 2.03 (2H, dt, J=86, THz),

3.75 (3%, s), 4.6% (1H, t, J=6Hz), 5.21

(12, d, J=13Ez), 5.30 (1H, d, J=13Hz),

6.75 (l¥, d, J=8Hz), 6.96-7.8 (8H, m)
F#E - 480 (M+H) T

$7-10 tBu H H 34 -0+CH,+3COCEL
mp : 82-82.5°C
IR GEfkBGH): 3100, 1760, 1732 cm™ !
NMR (CDCls, &) : 1.24 (3H, d, J=7Hz),

1.41 (9E, s}, 1.48 (9H, s), 2.07 (2H,
m), 2.49 (2H, t, J=7Hz), 3.95 (2H, t,
J=6Hz), 4.12 (2H, g, J=7Hz), 4.54 (2H,
s), 5.22 (2, s), 6.7 (2H, m), €.8 (1H,
s), 7.0-7.3 (4H, m}, 7.42 (1H, d,

J=8Hz)
97-11 tBu H H H -0-CH,-COOtBu
mp 66-67°C
IR (RABH ): 1750 cm™?
NMR (CDCls, &) : 1.42 (9H, s), 1.46 (9H,

s}y, 1.48 (9H, s), 4.46 (2H, s), 4.54
(24, s}, 5.21 (2H, s), 6.7-6.8 (2H, m},
6.83 (lH, s), 7.0-7.4 (SH, m)
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%7641 98

HAE R T HAM 96 697 kMG T A,

4-{4-{[2- (4R T EE2-2-K) FH%kh-5-AREE]IFE]-3-F&
EEEREITRLE

IR stk mi) @ 1725, 1610, 1585, 1500, 1450, 1420 cm™ 1

NMR (CDCly, &) : 1.26 (3H, t, J=7.4Hz), 1.41 (9K, s},
2.07-2.18 (2H, m), 2.52 (2H, t, J=7.4Hz), 3.84 (3H,
sy, 4.02 (2H, t, J=7.2Hz), 4.15 (2H, g, J=7.4Hz),
5.06 {(2H, s), 6.46 (lH, dd, J=2.4, B8.0Hz), 6.50
(1H, d, J=2.24¥z), 6.95 (1H, s), 7.02 (1lH, dd,
J=2.7, 8.9Hz), 7.14 (1H, 4, J=2.7Hz), 7.26 (lH, s),
7.33 (1H, d, J=8.0Hz), 8.46 (1H, d, J=8.9Hz)

Mk . 524 M+H)T

x4 99

AERTH 2-2-{[2-@G-&T A% -2-%) X fkwp-5-KAK]
PRAI-6-FAELXRA) TR L& (2.30g) £ w A =%H (30nl) = F &
(15ml) s B kA PegEm P mA IN £ R4AER (6.8nl). FEEH
2 8, BREXRS, BReVWAAHSE, A IN HiERL HLRT
RN, FERAEKEE, BABRELETREFS 2-2-{[2-@-&KRTE
ek oK) E Hekwh-5-EAX]IFPRA] 6-FARAEAXEAXIHR(2.1T09) £
TG B 4K

NMR (CDCly, &) : 1.40 (SH, s), 1.59 (3H, d, J=7Hz),
3.86 (3H, s), 4.88 (1, g, J=7Hz), 5.19 (2H,
d 2 , J=12.2Hz), 6.9-7.4 (8H, m)

&g 482 (M+H) T

% #4100
MIEEM T L4 09 B9 F EFH T e,

167
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k347

R21 p22 g23 g24

B R RAR

100-1

Me H OMe H

((S)- Mg

TR GRAEGHE)

NMR (CDCl+
(3H, <,
4.87 (1LE
5), 6.91
d, J=8.2

& . 48

3500-2500,
1260 em™*t

1720,

, ©) : 1.40 (SH, s)

J=7.0Hz), 3.88
, @, J=7.0Hz),
-7.27 {(7H, m},
Hz)

2 (M+H)T

(3H,
5.17
7.43

, 1
5),
(2H,
(1H,

.59

100-2

nPr H OMe H

ne ili-

IR (RARGH) :

NMR (CDCLB
=7Hz,,

J
m), 1.93

112.5°C
1728 cm” 1t
, 3) : 0.86
1.40 (9H, s),
(24, m), 3.84

4.90 (1, t, J=6Hz), 5

d 5 ,

6.9-7.28
J=9Hz)

FE . s1

(7H, m}, 7.42

0 (M+E)

3H, t,

1.58
{3H,

(2H,

s),

.20 (2H,
J=12Hz),

(1H,

d,
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100-3 Et H OMe H mp : 117-118°C
IRGRAKLH): 1710, 1580 cm !
NMR (CDCly, &) : 1.04 (3H, t,
J=7.5Hz), 1.40 (94, s), 2.00 (2H,
dq, J=5.4, 7.5Hz), 3.84 (3H, s),
4.87 (1H, t, J=5.4Hz), 5.21 (2H,
s), 6.90-7.03 (2H, m), 6.99 (LH,
s), 7.08 (7.14 (3H, m), 7.28 (1H,
s), 7.42 (1H, 4, J=9Hz)
AESH
Co7HgN1CgS
#HHAL ¢ s4.04, H 6.01L, N 2.77
S#{l : C 64.04, H 6.10, N 2.72
100-4 Me Me OMe H mp : 120-120.8°C
NMR (CDCly, &) : 1.41 (9H, s), 1.51

(éH, s), 3.86 (3H, s), 5.09 (2H,
sy, 6.9-7.0 (3H, m), 7.1-7.2 (1lH,
m), 7.29 (1H, d, J=1iHz), 7.45 (1lH,

d, J=9Hz)
F#& . 496.1 M+H)T
100-5 H H OMe H mp : 147.5-148°C
IR (g ) 3200-2600, 1720,
1245 cm1
NMR (CDCls, &) : 1.40 (9H, s), 3.90

(3H, s), 4.71 (2H, s), 5.17 (2H,
s), 6.93-7.19 (18H, m), 7.27 (1H,
s), 7.43 (1H, d, J=9Hz)

Hi# . a6s (M+H) T

i1
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100-86 H Me OMe H IR (E4G¥): 3300-3000, 1720,

((R) = J-Hg4R) 1580 cm”1
NMR (CDCls, &) : 1.40 (92H, s), 1.55
(3H, 4, J=8.%Hz), 3.85 (3H, s},
4.84 (1H, g, J=8.%9Hz), 5.15 (ZH,
s), .95 (lH, s), 6.91-7.43 (6H,
m), 7.42 {(l1H, d, J=9Hz)

Jyi#E . as2 (M+H)

100-7 nPr H H OMe m=p : 137.5-137.9°C
IR (GEEEH) © 1740, 1610, 1585 cm™*t
NMR (CDClg, &) @ 0.93 (3H, t,

J=7Ez), 1.40 (SH, s), 1.54 (2H,
ny, 2.0 (2H, m), 3.78 (3H, s},
1H, t, J=eHz), 5.03 (1H, d,
J=11.2H=z), 5.20 (1H, d, J=11.2Hz),
H
)

5.83 {(1H, br s), 6.45 (1H, d,
J=2.2Hz), 6.54 (lH, dd, J=Z.Z,
2.4

.4¥z), 6.96 (lH, s), 7.01 (LiH,
dd, J=2.6, 8.9Hz), 7.18 (1H, d,

J=2.5Hz), 7.26 (1lH, s), 7.34 (lH,
4, J=8.3Hz), 7.42 (lH, d, J=8.9Hz)

g4 101

EFEETE 2-2-{[2-¢BTHAES-2-X) Xk 5-L A K]
FRIEAE] K& _FE F5 (2.30g) £ v A% (30ml) Fo ¥ 5 (15ml)
BRSERFHERT N IN ERALAER (6.8m]). FERBIE 2 )
B, BEXS, RAPWAKEE, A IN #HiEsit, AR
AMERBARE, HARARETERAS 2-(2-{[2-4-& T & -2-2)
Fokug-5-RAE]FPR]I XAL) X (9lng) .

12
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23332

mp 135-136°C

IR GktkoW): 1720 cm”™

NMR (CDClsy, 5) 0.9% (3H, t,
1.58 (2H, m), 2.0 (2H, m), a.86 (lH, t, J=6Hz),

1
J=7Hz), 1.40 (9H, s),

5
s 13 (1H, d, J=12Hz), 5.33 (1H, d, J=12Hz), 6.8-7.5
(¢H, m)
Fi#k . 480 ()T
E x| 102
10 I ETF R 101 W5 kHE TS,
t-3Bu
TN 21 22
l l R R
15 S | © ijiCOOH
o)
g24
25

173
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ZHM 2! r22 R2¢ 225

102-1 nPr B  —O+CH,¥3COOH H

IR GEtkoM): 2700, 1715, 1610,
1585, 1505, 1450 cm™t

NMR (DMSO-dg, &) : 0.86 (3H, €,
J=7.2Hz), 1.36 (9H, s), 1.4-1.5
(2H, m), 1.70-1.95 (4H, m), 2.37
(28, ©, J=7.3Hz), 3.90-3.95 (2H,
m), 4.82 (1H, d, J=5.8Hz), 5.04
(1%, 4, J=11.7Hz), 5.13 (1H, 4,
7=11.7Hz), 6.44 (1H, d, J=2.2Hz),
6.53 (1%, dd, J=2.2, 8.3Hz), 7.03
(1H, dd, J=2.2, 8.9Hz), 7.15-7.36
(35, m), 7.42 (1H, s), 7.45 (1lH,
s), 7.58 (1H, d, J=8.9Hz)

Fii# . 582 (M+H) T

102-2 nPr H  -O+CH,+,COOH H
mp : 155-155.5°C
IR GE‘kGHE) . 2700-2500, 1730, 1710,
1610, 1580, 1460, 1380, 1280 cm”t
NMR (DMSO-dg, &) : 0.86 (3H, &,

J=7.2Hz), 1.36 (9H, s), 1.35-1.5
(2H, m), 1.6-1.99 (6H, m, 2.25-
.31 (24, m), 3.90-4.00 (2H, m) .,
4.83 (1H, t, J=6.lHz), 5.04 (1H,
d, J=11.6Hz), 5.12 (1H, d,
J=11.6Hz), 6.43 (1H, d, J=2.2Hz),
.53 (1H, dd, J=2.2, 8.6Hz), 7..03
(1H, dd, J=2.5, ¢.0Hz), 7.30-7.35
(2H, m), 7-.42 (lH, s}, 7.46 (1H,
s), 7.58 (lH, d, J=9.0Hz), 12.6-
12.8 {2H, br s)

14
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102-3 nPr H  -0+CH,rgCOCH H
mp :  147-147.5°C
IR (RMEZHE) : 2700-2500, 1725, 1705,
1610, 1580, 1500, 1460, 1380 cm™ !
NMR (DMSO-dg, &) : 0.86 (3H, t,
J=7.4Hz), 1.36 {(9H, s), 1.35-1.85
(11, m), 2.33 (2H, 4, J=7.0Hz),
3.96 (2H, br s), 4.82 (1H, d,
S=6.1Hz), 5.03 (lH, d, J=11.8Hz),
5.13 (1H, d, J=11.8Hz), 6.42 (1H,
s), 6.53 (l1H, d, J=8.SHz), 7.02
14, dd, J=2.4, 9.0Hz), 7.29-7.33
(25, m), 7.42 (1H, s), 7.46 (1H,
sy, 7.58 (1H, d, J=9.0Hz)
Fi& : 610 (+H)

.i
(s C 65.00, H 6.45, N 2.30
LA c 55.43, H 6.55, N 2.26

102-4 H H -0+CH,+5C0O0H H
IR R GRE) : 3500-3000, 2700-25C0C,
1700, 1610, 1580, 1500, 1460,
1380 cm ™t
NMR (CDCls, &) : 1.36 (3H, s}, 1.93
(2E, quint, J=6.9Hz), 2.38 (2ZH, .
J=7.2Hz), 3.98 (2H, t, J=6.9Hz),
4.79 (2H, s), 5.08 (2H, s), 6.54
(1H, s), 6.58 (lH, d, J=2.6Hz),
7.04 (1H, dd, J=2.6, 9.0Hz), 7.30-
7.35 (2H, m), 7.44 (1lH, d,
J=6.5Hz), 7.45 (1H, s), 7.58 [(1H,
d, J=9.0Hz)
% - 540 M+t

%



10

15

20

25

30

35

T4 Rr2L r22 g24 R25

102-5 Et H ~0+4CH,¥,COCH  H
IR GiikEsg) @ 3300; 2500, 1700,

1610, 1585, 1500 cm ™t

NMR (CDCls, &) : 0.98 (3H, t,

J=7.4Hz), 1.36 (9H, s), 1.80-2.00
(4H, m), 2.37 (2H, d, J=7.4Hz)},
3.95 (2H, t, J=6.2Hz}, 4.80 (1lH,

t, J=6.2Hz), 5.05 (lH, d,
J=11

6.45 (1H, 4, J=2.0Hz), ©.53 (1H,
dd, J=2.0, 7.8Hz), 7.03 (lH,

J=2.6, 9.0Hz), 7.30-7.37 (2H, m),
7.42 (l1¥, s), 7.45 (1H, s), 7.58

(14, d, J=9.0Hz}

102-—-86 Me Me H H
mp : 175-17&°C
IRGRAGH) : 1710 cm™t

NMR (DMSO-dg, &y : 1.36 (S%H, si.
1.34 (6H, s), 5.14 (2H, s), 6.82

(15, 4, J=8Hz), 7.00 (lH, t,

=8Hz), 7.07 (1lH, dd, J=2, 9Hz),

J=8H
7.27 (l1H, s), 7.30 (1H, d, J=2ZHz),
7.44

(18, m), 7.60 (1H, d, J=%Hz),

-
(g

.8Hz), 5.13 (1H, d, J=11.8Hz),

(14, s), 7.46 (1H, s), 7.50
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H
mp 84-86°C

TR (k) 0 1720 cm”l

NMR (CDCl,, &) : 0.86 (3H, ¢,

J=7Hz), 1.2-1.6 (4H, m), 1.40 (9H,
s), 2.02 (2H, m), 4.85 (1lH, t,
J=6Hz}, 5.12 (1lH, d, J=12Hz), 5.23
(1#, d, J=12Hz), 6.9-7.5 (°2H, m)

A . 494 (M+H) T
H
mp : 178-180°C
KLY © 1720, 1580 cml
NMR (CDCls, &) : 1.40 (9H, s),

1.96-2.2 (2H, m), 2.44-2.6 (2H,
m), 2.75-2.86 (2H, m), 5.12 {(2H,
s), 5.%6 (1H, m), 6.52 (1H, d,
J=8Hz), 6.96 (1H, s), 7.0-7.06
(24, m), 7.1-7.2 (2H, m), 7.2%
{(1H, s), 7.4-7.5 {(2H, m)

Fid - 478 (M+H) T

H

mp lel-162°C

IR GREKEH): 1720 cm™t

NMR (CDCly, Q) = 1.01 (3H, t,

J=7Hz), 1.35 (9H, s), 1.92 (2H,
m), 4.80 (1, t, J=6Hz), 5.20 (2H,
s}, 6.9-7.1 (3H, m), 7.2~7.3 (2H,
m), 7.43 (1H, s}, 7.45 (1H, s},
7.4 (1H, m), 7.60 (1H, d, J=9Hz)
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53

-0+4CH,+ 3COOH
mp : 147-148°C
IR (#ikzH): 1758, 1735,
1576 em™ 1
3) : 1.38
2.36 (2H, t,
J=6Hz), 5.16
(4H, m), 7.33
J=2.%Hz), 7.44 (1H, 4,
7.46 (1H, s), 7.60 (1H, d,

H#E - 340 M+HY T

102-10 H H H

1650,

(9H, s),
J=T7Hz) ,
(2H, s},
(14, d,
J=3.4Hz),
J=%9Hz)

NMR (CDClg,
(2H, m},
(2H, t,
6.82-7.10

1.80
3.92

—OC32COOH
mo 137-158°C
IR (#@ikpHE)y: 1710,
NMR (CDCl,, &) : 1.35
4.81 (2H, s), 4.74
(24, s), €.8-7.1 (4H, m), 7.33
7.43 (1K, s), 7.46 (lH,
J=%Hz), 12.97

102-11 H H H

1582 cm~ !

(9H, s},
(2H, s), S.16

(1H, m!

7.80 (1H, d,

}
512.1 M+ T

g zE4] 103
BT EM T L#HH 101 95 EF &G TieH.

4-{4-{[2- (4~ T AE=-2- L) X kb 5- £ AT £} -3-FAE

FEA} TR,
IR GREEHY) 2700, 1705, 1610, 1585, 1500 cm™t
NMR (CDCly, &) 1.40 (9H, s), 2.05-2.15 (2H, m), 2.60
(2H, t, J=7.0Hz), 3.84 (3H, s), 4.03 (2H, 't,
J=6.0Hz), 5.05 (2H, s), 6.45-5.50 (2H, m), 6.95
(1H, s), 7.01 (1H, dd, J=2.7, 8.9Ez), 7.13 (1H, d,

178
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J=2.7Hz), 7.26 (1H, s), 7.33 (14, d, J=8.6Hz}, 7.42

(1H, d, J=8.%Hz)
Jii& . 524 (M+H) Y

L4 104
& 2-{2-{[2- (a—R T A= -2-K) F %% 5-AAETFE]-6-

5
wE A F AL} &% (583mg) £ F & (5ul) ¥ 8E & F A IN LRAAZE
@ (1.21ml). AERBER AbHEMEK (o)) ¥, ATHEH 2-
{o-{[2- (BT XEwk-2-%) FHxh-5-% fE]F K} -6-F AEFAR]
7 % 44 (580mg), XL E T B4k,
10
NMR (DMSO-dg. &)y ¢ 1.35 (9H, s). 1.37 (3H, d. J=T7HzZ) ,
3.78 (3H, s}, 4a.62 (1H, d J=7Hz), 5-.44 (1H, d,
J=13Hz), 5.84 (14, &G J=13Hz}, 6.92 (3H, S, 7.09
(1H, dd, J=2.5, 9Hz!. 7.37 (1E, d. J=2.5Hz), 7.45
(2H, s). 7.57 (1HF, 2. J=9Hz}
.5 f# . s04a.0 (mM+H)7T, 325.0 (M+Na) *

345 105
I KT EH4H 104 €5 ER & TS,
1) (8)-2-{2-{[2-(4-& T A&k -2-%) ¥ Hhvh-5-RAE]T

0 A)-6-FREXAE} ARA

(@]9, = -5.44° (c=0.

IR GRtknad) @ 1580

, 1
NMR (CDCls, d) 1.1 134, d, J=6.9Hz), 1.40 (9H, s).

‘<H, o, J=6.9Hz), 4.73 (2H, dd,

2
g
3.39 (3H, s), 4.40
25 J=12.2Hz), 6.39 (1, br d), 6.78-7.00 (SH, m), 7.03
(12, s), 7.24 (1¥, d, J=8.9Hz)
Bk . 504 (M+H)T, 528 (M+Na) *

2) (R)-2-{2-{[2-(4-&T A E=2-2-%K) ¥ F=%w-5-AEK]YT
0 H}-6-FEREEXAL)ARMA

179
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(@)D, = +8.92° (c=1.11, MeOH)
IR GR4kGHH @ 3300-3000, 1580, 1430 <m
\WMR (DMSO-dg, &) @ 1.35 (8H, s), 1.37 (3H, d,
J=6 . 8Hz), 3.78 (3H, s), 4.60 (1H, g, J=6.8Hz). 5.43
(1§, d, g=13.4Hz), S.65 (1H, &, J=13.4Hz). 6.92

(34, s), 7.10 (1€, dd, J=2.5, 9.0Hz), 7-37 (lH, d,
7.57 (1H, 4,

1

J=2.SHz), 7.43 (1H, s), 7.45 (1H, s,

J=9.0Hz)
Ak . 482 (M+H) T

%364 106

AxETé 2-{2-{[2-(U-&RT EE-2-%) ¥k -o-K AE]
Whl-4-FAXEAL) AR (.57 1-2EF 5 = (0.4390) £ =
WA WELE (20m]) bagEa P A 1-T A -3- (- FARAAR) HAL
—THEsE (0.63g). WEREAMEAGBRE TR L I, RESH.
LiEREk b mAKREKRER (1 1nl), FIHRGHEREF 1| PH. R
SHAKKE, RLBRLERR., 53 EAMNE RAAERRIAKE
mAE KR, AeW (LS50 MFREASTEL, $iE, KAEATHRE
5] 2-{2-{[2- (4= T AErk-2-24) X fkh-5- K RE]FE}-6-F A
A¥xa L) mser (1.379).

mp : 155-156°C
IR (AfEBH) : 3450, 3100, 1682, 1580 cm™ L
NMR (CDClsy, &) : 1.41 (98, s), 1.49 (3H, 4, J=THz),

1.8 (1H, br s), 3.85 (3K, sy, 4.83 (1H, 4. J=7Hz) ,
5.13 (2H, center of a pair of 4, J=11.5Hz), 5.62
(1H, br s), 6.9-7.16 (6H, m), 7.27 (lH, d,

J=0.8Hz), 7.44 (lH, d, J=9Hz)
A& . 481 (M+H) T

L4 107
M EM T E#EH 106 85 EHET 4.

1 &0
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2-{[2-(4-| T A Eek-2- ) F k-5~ A ERX]F L) -6-FHRE

F & NN .3

mp : 119.5-121.5°C

IR b@fkGHRY) :  3500-3000, 1680 cm”*

NMR (CDCls, &) @ 1.4l (9", s), 3.88 (3H, s), 4.56 (2H,
s), 5.12 (24, s}, 5.e4 (lH, pr s), 6.93-7.17 (€H,
my, 7.28 (1H, s), 7.44 (1H, d, J=2.0Hz)

FiE . 467 (M+H) T

g4 108
EERTAH 2-2-{[2-d-&TEE-2-K) ¥ rs-5-L 8 K]

WAIEE L) KA (B00mg) A+ 1-F K X5t = (141lmg) £ = FE F Bk
(5ml) FegEE P A N-LA-N-G-—FRARAFTR)ZHL PR ER
# (200mg). ¥rERLMAGBRETHIE 1| I8, REAKSH. £
AP RAKAKEZ.3n]), BIGISBAEREF 1 1. B4
AXHR, RALBELERR. 288 ANE, RAAEZKRAAHAKERM
SRkHE, AABETHE. RXHFH 2-(2-{[2-(4-&THE4-2-1%)
¥ Hkh-5-EEE]FAIEAK] K8E (510me).

IR Rk GH : 3300-3150, 1685, 1580 cm™ 1
NMR (CDCly, &) @ 0.92 (3H, d, J=7Hz), 1.41 (9H, s),
1.54 (2H, m), 1.97 (iH, m), 4.75 {1H, t, J=5.8Hz),

4.96 (1H, d, J=10.8Hz), 5.35 (1H, d, J=10.8Hz),
5.45 (lE, br s), 6.77 (1H, br s), 6.9-7.5 (9H, m)
ik . 479 (M+H)T

E&4 109
AR EM T 44 108 655 k4 & FTiLaw.
- {2-{[2- (A& T A Ek-2-X) X H%kd-o-XBEA]FEAIXR

A}-2-F R stk



10

15

20

25

30

——————

mp : 148-1429°C

IR GR{kEHY.: 3450, 3150, 1685, 1610, 1583 em™ !

NMR (DMSO-dg, 5) @ 1.36 (9H, s), 1.46 (SH, s}, 5.17
(2H, s), 6.88 (1H, d, J=8.2Hz), 7.0-7.5 (9H, m),
7.62 (1H, d, J=9Hz)

Rk . 465 (M+H) T

Z #4110

M3 KA T R 20 95 kR & TR,

1) 2-{2-{[2-(4- T A E=-2-%) ¥ H%wp-5-AAE]F A} -6-
PRAFAL] AW

IR (CH,CLls) 1674, 1585, 1480, 1270, 1130 cm” T

NMR (CDCLls, &) @ 1.41 (SH, s). 1 .76 (3H, d, J=6.8Hz),
3 90 (3%, s), 5.16 (1H, g, J=5.8HZ), 5.17 (1H, d,
J=12Hz), 5.30 (1H, d&, J=12HZ), 6.9-7.2 (6H, m},
7 30 (1H, d, J=0.7Hz), 7.43 (1H. & J=9Hz)

Fi& . 263 (M+H) T

2) {2-{[2-(2-& T A E=2-2-%) 45— L ARX]IFTE}-6-F
fAXBEITH

mp : 80.8-83.4°C
IR (R GHE) : 1585, 1250 em” !
NMR (CDCly, &) : 1.41 (9H, s), 3.91 (34, s), 4.89 (2H,

s), 5.20 (2H, s), 6.95 (lH, ad, J=2.7, 7.1Hz), 6.9%
(1H, s), 7.02 (1H, dd, J=2.5, 9.0Hz), 7.1-7.21 (3H,
m), 7.28 (1H, s), 7.44 (1H, d, J=9.0Hz)

F#E . 449 (M+H) T

LA 111

A E R (245me) B M A F A T Bu (oml) F, Ak H. EEE
b 2-{2- ([2- 4-R T AE-2-%) fH4m-5-EAXITEIE
&) KB (510mg), RAHATZTHEH 2 M. BREROMHES,
m$ﬁﬁ,mcﬁaﬁﬁm.ﬁmﬁmﬁﬁ%%,m&&%%ﬁ,mﬁ
23] 2-{2- ([2- (4~ T Ak -2-%) % Hrkvh-5- R AEIFA}EARE)
K (453mg) .

152
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IR Gk i) @ 1604,

NMR (CDC13, 5) : 0.
1.67 (2H, m), 2
5.08 (1H, d, J=
(9H, m)

Rk

461 (M+HY*

E#p 112
B LM T LA 111 695 FH & TRED.

o-{2-{[2-(4-R T A Ek-2- %) R Fxh-5-2RE]FEIER

A}-2-FEA AW

mp

g0-81°C

IR Gk GH) - 160

NMR (DMSO-dg, &)
Y ¥ 447 (M+H)
LA 113

1584 cm™ !t
98 (3H, d,

J=7.4Hz),

1.50 (SE, s},

.06 (24, m), 4.87 (lH, &, J=6.5Hz),

12Hz),

0,

+

5.19 (1H, 4, J=12Hz), 6.9-8.0

(9, s), 1.75 (8H, s), 5.09
s}y, 6.%-7.5

(SH, m)

g K T L 21 5 M & T S,

1) 2-(4- T A E=-2-%)-5-3-F /A -2-[1-(1H- v -5-%&)

ZEAIELEFTRAL} F k%
mp 103-104°C
IR GR&EGH) : 2300-255
NMR (CDCly, 3) 1.42 (94,
3.84 (3H, s), 5.01 (LH,
J=10.7Hz), 6.13 (1H, q,
7.19 (1H, d, J=2.3Ez},
J=9Hz)
B . sos (MeE) T
FUEDHT
GESH
T -

- - -1
0, 1385 cm -

(3H, d, J=6.7Hz),

4, J=10.7Hz), 5.30 (1H, d,

s), 1.78
J=6.7Hz),
7.34 (1lH,

6.9-7.08 (SH, m),
s}y, 7.45 (1H, 4,

- C2gH27N504S

C 62.42,
C 63.48,

183

H 6.01, N 12.82
H 6.17, N 12.75
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: 2) 2-(4BTHAES-2-K)-5-{ [2-(IH-w4-5-E)FAX-3-F
fAEFRLIFAR) X A%

mp : 154.4-158.4°C
IR (#AKGH) : 3200-2100, 1200 cm !
NMR (CDCl,, &) : 1.41 (SH, s), 3.89 (3H, s), 5.18 (2H,

s), 5.64 (24, s), 6.96-7.04 (S5H, m), 7.10 (1H, d,
J=7.7Hz), 7.17 {1H, s), 7.43 (1H, d, J=8.%Hz)
& . g9z (M+H) T

bl 114

¥ 2-{2-{[2-(4-RTHEE2-2-L) X5tk 5-EAX]IFRAI XA
A} S (430mg) E LA FAFTo8E Gunl) P, AR BAH (364mg) fo
A4 (0.3g). RAHE 120CTHHF 3 . AR SRS, HA
AF, BLELEBRR., REAARLBLERR, SFAME, RAHE
Kook, ARARETR. AXRE, AW AEKE (16g) sk, A=
AP RATE Q% AR BSENERK, §8 2-4-RTHEES-2-X)-
5-{2-[1-(1H-wy=-5-K) TALE I XX FTA L] ¥ 5% (400mg) .

NMR (CDClB/ 6) : 0.96 (3H, d, J=7HZ), 1.41 (9H, S),

1.55 (2H, m), 2.10 (2H, m), 4.90 (1H, d, J=10Hz),
5.60 (1H, d, J=10#Hz), 5.98 (1€, t, J=6Hz), 6.97-7.5

(SH, m)
M . S04 (Mem)t
F#4 115

HEEM T EZAES 114 G5 20 & T4,
2-(4- T A g -2-K)-5-{{2-[1-(1H-w=-5-%X)-1-F X LA
KA PRE)FH*%H

NMR (CDCly, &) : 1.41 (9H, s), 1.92 (6H, s), 5.17
(2H, s), 6.62 {(lH, d, J=8Hz), 7.0-7.3 (6H, m), 7.45
(2H, m)

& . 490 wrH) T

1 3%
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Z#A 116

BB (1Tng) EM T -7 A M 2nl) ¥, £l FmA 28% F
B W Bk (0. 125g). WRABATETHES 10 4. EEERT
A 2-{2-{[2- (A-, T Avkk—2-%) ¥ H5H-5-AAX]FTE}XAL)
B (224mg), HEH GRS ME SOCHHE 1 I, KERERSW,
AAARS, BALBLERER. AMEALZARE ARRETHR. 2K
e 2-(2-{[2-(d-BTAEE=42-%) X H%H-5-ARLI]FRAIELR
A} X5 E R (266mg) .

IR (3k4kmi$) © 3250, 1660, 1585 cm™!

NMR (CDCly, &) : 0.93 (3H, t, J=7Hz), 1.41 (9H, s,
1.50 {2H, m), 1.75-2.0 (2H, m), 4.73 (14, m), 4.81
(2HE, br s), 5.03 (1H, d, J=11.3Hz), 5.27 (1H, d,
J=11.3Hz), 6.96-7.1 (4H, m}, 7.16 (1H, d, J=2Hz),
7.2-7.3 (3H, m), 7.4-7.5 (2H, m)

A . 494 (MyH) Tt

F#H 117

AR £ T LEH 116 6575 X H & TS,

2-{2-{[2-(4-& T A2 E=-2-X) ¥k h5- 2 RE]FE XA
A}-2-F R A5 BE

NMR (CDCl;, &) : 0.93 (3E, t, J=7Hz), 1.41 (SH, s),
1.58 (6H, m), 4.96 (2H, br s), 5.12 (2H, s), 6.96~
7.1 (4H, m), 7.0-7.5 (9H, m)

Fi& : 480 (M+H) T

%3645 118

# o-2-{[2- (R TEE2-2-%) £ h-5-ARE] TR XA
£) XI5 BB (240mg) #» = T (61mg) B M T w9 &k Bnl) F. AkA
RTEAEEREMAEMRTEESW (Inl) PR TR LA (65mg) . #
BERSMBRE 15 94, SEFAE. FEABWARAERTFF (4nl)
d. A 1.8 R =3 [5. 4. 0]+ —&%-7-% (152mg) . RS 50T
B 3 et ANRSY, ATEMRS, #KAM 0.5N L 8fEAK2KE,

I'8C
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ARABE TR A ARBREE E 54 B_KFRFTEHEA%K
R)GRLSEMNELK, FHES L XH, HEEHAELARBRES
Hiksil, AFEPLBRIEG:DERSENER, £38 3-{1-{2-
{l2-(4-TEES-2-X) ¥k 5- L AR FRIEAAL)TH)-
1, 2, 41— 9k-5-# (120mg) .

IR (&4 Gi): 1770, 1585 cm™ !

NMR (CDClz, &) : 0.96 (3H, t, J=7Hz), 1.41 (9H, s),
1.53 (2H, m), 1.7-2.1 (2H, m), 4.85 (1H, d,
J=10-2Hz), 5.93 (1H, t, J=7Hz), 5.46 (1H, d,
J=10.2Hz), 7.0~7.5 (9H, m), 10.1 (1H, br s)

A# . s20 (M+E) T

£#p] 119

REEM T EAM LIS FTEHETIEW.

-{1-{2-{[2-(4-m T EEE2-KX) E kb 5-RALIFR)IXE
RE}I-1-9 X K)-1,2, 41 —whek—5-8

mp 120-122°C

IR GR4GHRE) : 1772, 1585 cm T

NMR (CDCl,, &) : 1.40 (9H, s), 1.76 (6H, s), 5.12 (2H,
s), 6.9~7.5 (9H, m), 10.2 (1, br s)

F#& . soe (M+E)t

£ 120

#Fo2-{[2~(4-RTEES-2-R) X swp-5-FE AL ] FR}-4-[3-
(ZEEFEX)BHREAIEEE LB R T A& (200ng) 3 M T 5% (10ml) #o
AW (Inl) W REASEMN T, A THK (62ng). HFHGERE SOCH
H 206, RERERSGW, RAAREE, RAEBIAKRERTR. RS
BH IN &, ALRLEER. AMEREKRER, ARABET
¥, EXRELE, FURAFAEANRAECE (1: )8 RAEMNER, 73
2-{[2- (4 T ek 2-K) E kb -5- L EAIFTA} 4-[3-(ZHRAE
BEEX)RAXIEXARALHE (117ng).
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mp 102-103°C

IR (i Bsy : 1750 (sh), 1730 cm~ 1

NMR (CDCly, &) : 1.24 (3H, &, J=7Hz), 1.48 (9H, s),
5 07 (2H, m), 2.49 (2H, t, J=7Hz), 3.95 (2H, %,
J=7Hz), 4.13 (2H, g, J=7Hz), 4.71 (2H, s). 5.18
(2H, s), 6.79 (2H, d, J=2Hz), 6.96 (1H, s), 7.03
(1H, dd, J=2.4, 9Hz), 7.1% (1H, 4, J=2.4Hz), 7.26
(15, d, J=2.4Hz), 7.41 (1H, d, J=9Hz)

F# . 568 (M+H)T

L4 121

ETERELART, WEAA(ETHbT 60%, 7.790) WA 5-
9 F A 1H-v5] "k —3- 35 48 (17. 0g) /£ N, N-= F & F #ckk (400ml) *F &9 &
B30 4, ARASHTRA 4-RTRE-2-[5-(RFE)FEHfxh-2-
A1k (29.76g). £ ASCHSHRE 3 MHE, FRARSHEMAKQ
M), REEEAK(200m]) %, EAFAAEGRES WAL KRED
E. RA4A 10% % EAKzE % (500ml) Bk, BIASH 1 H. it
AR RE, AkkE TATHRLX. BAMAFARRFA
A ABM RS (7:3) %k, AETHRHFS 5-FRE-1-{[2-(4-RT
AeEwko-A) E 5 kwh-5-% ] F &) 4-3-H & (X6.5g).

IRGERGH ) - 2900-2300, 1685, 1660, 1480, 1460,

1380 cm ™t

NMR (DMSO-dg, O) . 1.35 (9H, s).
(2H, "s), 7.12 (1H, dd, J=2.4 and 9.0Hz), 7.35 (lH,

dd, J=1.8 and 8.6Hz), 7.44 (1H, s). 7.45 (1H, <.
J=2.4Hz), 7.48 (1H, 4, J=8.5Hz), 7.64 (1H, sy, 7.867
(1, 4, J=8.6Hz), 7.7% (18, 4. J=9.0Hz), 12.80-

3.82 (3H, s), 5.84

13.20 (1lH, br s)

I 40 122
3% 5-waAA-1-{[2-(4—RT AEE-2-3) % Hekwh—5-3 ] F i)
1 &7
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v —3-% 8 (3. 0g) Fe s & (0. 3ml) & P& (30ml) ¥ RSB AWHFE 6
., EAREIERE, HEHA, A BNERE, AFAASE
#73 5-FRE-1-{[2-(4-RTEAE~42-X) Xk h-5-K]FLw
“-3-RKVE.

IR (GR4kGM): 1700, 1495, 1480, 1460 cm™1

NMR (CDCls, &) : 1.41 (9H, s), 3.89 (3H, s), 4.06 (3H,
s), 5.76 (2H, s), 6.98 (1H, s), 7.20 (1H, dd, J=2.4
and 8.7Hz), 7.19-7.28 (2H, m), 7.35 (1H, s), 7.46
(1H, d, J=8.7Hz), 7.49 (1H, s), 7.59 (1H, d,
J=2.1Hz)

£ 123

Wit LT E#EH 19 G5 RS THEH.

S-FRE-1-{[2-(4&TEEE-2-R) Xk b-5-X]F A} vk
33 Btk

IR (Rdk GRE) : 3500-3000, 1675 cm !

NMR (DMSO-dg, &) : 1.34 (9H, s), 3.80 (3H, s), 5.81

(2H, s), 7.09 (1H, dd, J=2.3 and' 9.2Hz), 7.34 (1lH,
dd, J=1.8 and 8.6Hz), 7.41 (1H, s), 7.49 (1H, s),
7.51 (1H, s), 7.56 (1H, d, J=2.3Hz), 7.61 (1H, d,
J=1.8Hz), 7.66 (1lH, br s), 7.66 (1H, d, J=8.6Hz),
7.74 (1H, d, J=9.2Hz)

& . 461 (M+H)T

LB 124

BB EMT LA 44 GF EHE T EH.

5S-FRE-1-{[2- 4T et -2-R) ¥ fkwg-5-K P LA} v nd-
-5 Bk

34 125

AP EM T EHRF 20 55 FHE T LEWH.

1-{[2- (4T E vk 2-%) Xk wh-5-K]F &) -5-F & 2w

188
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%364 126

3% IN £ AL A& (27. 8ml) A £ 5- {1-{[2- (4— T gt -2-
A)EHsh-5-2]FE)}-5-FRE-1H-%=4-3-%]-1Hvk (13.5¢) &

s LHE(50ml) Py Eifar. WROMENE AT, HHALEXSEM.

AETETHREE®R, BRUBPFaLm(l:1) 2ok 5-{1-(2-
(AT AvEwe—2- %) ¥ %%-5-%]FH-5-F KE-1H-5=-3-%} -
1H-wee i3, S LERK.

10 mp : >250°C
IR R4k BH ) :  3600-3300, 1640, 1630, 1540, 1510, 1380

cm” 1
NMR (DMSO-dg, &) : 1.34 (9H, s), 3.84 (3H, s), 5.77

(24, s), 7.04 (1H, dd, J=2.5 and 9.1Hz), 7.36 (1lH,
dd, J=1.6 and 8.8Hz), 7.46 (1H, sy, 7.492 (iH, s).
7.61 (1H, s), 7.61 (1H, d, J=1.6HzZ), 7.63 (lH, d,

15
J=9.1Hz), 7.83 (1H, d, J=2.3Hz)

187
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