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25 A e AR R TEARRAR T RN 7 it iT. fl4e, AR
ﬁfi“&[ﬁﬂ'&‘ﬁi%iﬁ%i\ﬁkﬁ
Aeyir ke b it tie, w7 A 423, Ot
%%g heth b W R R AL CREF
GRETABMNGEALTHAT, ERAQEHNCEM i RER
30 4o LBk . WAk R ZREF, BEERN, k. k. AL TR
Ao =W K, )54%‘1\ R R
B i@ il 278 C~100C, £iE-78C~% & .

16



98803733. 5 oMW B FE14/75m

10

)

20

30

BBl A S AT~ 120 B, AR 30 947 ~48 B,

AL 9 B R A

et (IX) YA EAH T RRERBREF T A LOLAAS,
L PTAF B A9 A4 (IX) 94744 5 B 89 wkog F s ML &4 & 4 B
KB B> 3TH5 40 A6 e4 (X) .

18 B RARB TR A FXHBREFTEXRRANRE T 4R K4 K
FE MG T ERAT. ARG FE, P, TR ER = 8 L K
BRI HELA —ATRIXEGFEAM FRITLEG F &, KA KA K
BN, N- =9 & chloroformininm% Vilsmeier X &£ #4 N, N- = F
APEBEERN-BRREFEMNTRAITLEGF . EARBAYG TR,
Yo, TAPFEHATHEBEAINTAFRAFTAZHN T AE SR HE A
TR ATREE F k.

fea4 (IX) 6947 £ 40 5 BAX 89 Jkowg 3 B PE L &4 69 BAX & 2 =T
BABARARFTERGFT ERIT. flw, Be&y (IX) 941445
o FRMAL S RAOMAELHEFER P EREA FE G HFET 2
47 o #3E ST 43 B LR B AL 4 (XD o

AR R R

aap (X) b oh 2 A4 AT AT 748 0 69 437 K@ F 4 A
BLAR AP RO KA #ATBLRA -

B K B

¥iusd (X1 #ATAKTFE B &s&4 (D

BB R TTAa AR R T @& XA Z k4. Blde, T2l H
ARG AE T #ATh T k.

ST A4S R 6 ER LA A ALER X B AUER . AE9 RALER . FT A S| A AR
BLE . ABREARE A4S A EME, ARG P R . T
B A BB . RAUER LA ALER T . shoh, BT ul4E R A 4B

BLK B R o A4 R . EAEHN s N, N- = FAFEK .
LEERAZTYALBERFREEREN, & . AP R w0 ALK F
ML REH, LEk . ORKREABREREEZH,; XK. PR
TREFABEBER . b, LTHEAZILEFGREY .

B AR E A -20C~150C, £ 0C~100C .

BB R E S A ~T72 e, ALk 10 AP ~24 B

17
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10

15

20

25

30

sush, R AR K& T Hede T 5 & A Ak

E¥F R'.R®.R*.R'*“R°. Q.G # Z 9T AwalhArit,; REKRLK
a2RTRECRARE. ART . AR FRBEETF,; RTAKEAKEAK
AL AATREARAKL.

Bp, kb &4y) (Mla) Hié&4y (XN #ATH% SR 2. FEAE
# (X1 . REHibbd (XID H@EMisd H-G-2Z #4722 R
e ft B, #E T AR B B 69 f Sl (1) < sboh, RO 2 &R F 694449 (X1
73l i1k &4 (1la) 5E4 (XIV) #1744 53 Ls4 (XV) .
KGHITFa 8t ed (XV) #4712 R 4145 .

AT iE A A R

48 B R 2

MAL &4 (1la) 4] &4 (X1 KAbddp (XV) ¢9F % T X
MAFRABR T AT XAGEESRLE « Flioibfbs4 (1la) BiLs i
(XIID) s Afbé4y (XIV) #ATEBEE A, ks (1la) 5 M As
# (XID S feddh (XIV) S Mkt i a 2 5, Siehs
W (Ha) HMAa4n (XD s (XIV) A bh iz & T8 — B
# 4T Wittig - Horner R &2 T A 41134t &4 (XI1) RiLd4 (XV)



98803733. 5 oM P E16/75m

WAL A (XN fAbe4 (XIV) & 6984 38 645 = R A8 45
B = ETHBELF .
AL &4 (X)) sAiba4n (XIV) & Aty iz 2k Ik 8 B — B8 €36 I%
ADH®% T8 . RARHRE - AR - KE T .
5 iE R R
RS Z B Feiedy (XD ThiBdHhsd (XV) £EHT,
EEBRGGAETRATREG F H AR & . X R R EITHANRL
B, %5 FTAF B e EE AT R, TR RIS (XTD
TR ERH GHEARERN Ta,p- Tl HiALEHE 1, 2-
10 R LET R, Hlde Gl = F T hisd aiiete s .
it R g AL R
TR A ROFL T 4% B B A 69 7 A AT o
oA bR, TR G . REKR. BAERF LMK, RTVER. L8R, T
B EHMEBIGE AL RGOSR TRENGAERF ETELONE .
15 soh, REZ RS HIE B AT UOAKRESHEGH XFE
vLF 69 st 3548 35 41 B K & BA Ak Sl B AT AT R AR
545 1
BARELSH 10% F B hiE . 2mM L - S&AB KA 100pg/ml 5
% FARE F 6 RPMI 1640 P35 46t mpe PC— 12 f= PC-6 ¥
20 A E 96 3LeG M L, PC— 12 A 1.0 X 10° 4= A #/150pl/3L ; PC - 6 4 5.0
X 10° 4 fi 0/150pl/30 - 24 BB Ao AR BR AL & B AL S0ul/3L. A
AR A3 K. AHEI 20ul 9F A MTT G 3- (4, 5- =T A%
ok 02— A) -2, 5- Z KK -2H- wWe4E) 89 Smg/ml ER . 4B
Mk A, A= T A TR 150ul/4L. M E 540nm LEEALE - 5
25 WBadk, LA R mpd kS0 a ek E (Gl ng/mD
AR EFEI T T AL T

30

19



98803733. 5 oM B FE17/75m

10

15

25

1
¥, 544 PC-6 PC -
(ng/ml) (ng/ml)
347 5 10.6 91.3
F 34 6 8.79 34.7
5384 7 38.2 237
% 4] 8 37.3 210
55 13 4.93 38.3

£ 1 HEREY, RANFTERGLEYD I TERMEELE, B
WIE T R AR BT &R 6 U B R

RERGRMBATELESFHEREY, Ploo@#tkizs. LAE
. R TEHSoREHEFE . 2L Gy, K6 ETiZ4

SRA GG FRER S G OIRE Y .

a*%. TRLEAMBEF ELTESLHRFRLAONLESHHE T A
B o pk 3 R B & o

AUOMRGHOHET, THRABENXNREHNGLEY .

ETFHAMOMNE %, ERELHT FRAFESOAMNE, TR
FRMAZTR OB AOHET ERME -

A AZPERAZBHFGB LG FOHAETAIER F
%*%\ﬁﬁﬁxhﬁﬂ\@&ﬁ\%ﬁl\%%#ﬁiﬁ*ﬁ%&
"

TEMNERTUSABEN . GRMNPEEHF . TABESH LR
LB ERENEZ P, B, W4k T FF &R E KA
AN EHEER. —REHANETAEALRTY, FHETARAN
ARG,

B iR #l F . T B BFR - JURFF . BB X EH
P BE . FT AR A AR e SUAL F F A e A .

SAREPLEYORFBINOHET AL TREA, BHEH
10mg—3g. &N SOmg~2g. TAHFRA 1 R, 2 FEARE SRS

k%\ 2y .

7 5B 6 kA K
T@?Jﬁ;fﬁ@{% h — F F il B R & B .

20
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5 3645 1
3- (4- (3,5-=Z&XHAL) - 1-9%HEH) -1- (5-FH-1-
(22— k) —d4-td X)) - 1-R-A"AHE S H
(1) 3— (4- (3,5-=&FK) - 1-%%#*) -1- (5-F4&
5 —1- (2-wteg k) —4-wbep A) —1- mEALR L
226g 4~ CEBE-1- (whwgd) -5- FPAa-2EME 150ml £
KBS, haXx 294g 1- (3, 5- ZfFKKL) sk bt & 09g 4
PEg, BEAER 6 P . Hhon 040g FTE, BA 24 P EREY
— ¥ e, FREEREY . BREHEREIZG T, RRXA8F
10 HEAMMKERFeF R RESE. HEKABRATHRE XL EH -
KRG ATHIRARE S, AR - FE (50:1) HREEHEIT,
FHAF A BBk ARG PN IN &/ L85’
RBE N CEHRAITELE R, BB FANSH (2.90g)
A . 210 -213C (9 /)

IS MR (OMSO-ds) & ¢ 2.84 (s, 3H), 3.1-3.3 (m, 41D,
3.45-3.6 (m, 4H), 3.6-3.7 (m 2H), 3.95-4.05 (m 2H), 6.94 (s, LH),
7.07 (s, 21, 7.51 (dd, 1H, J = 7.3, 4.9 Hz),.
7.84 (d, 1l, J = 7.8 Hz), 8.08 (dd, 1H, J = 7.8, 7.3 Hz)
8.40 (s, 1H), 8.58 (d, 1H, J = 4.9 Hz).
(2) 3- (4- (3,5-=&AA) - 1-%%&) -1- (5-F%
— 1= (2-wkegk) —4-wbedB) -1-R-"KEHEEH
¥ (1) THEGNKEY 1.44g BMA TOml £K T8 A 70ml £k
Wk RSB T, £ 0CE KT AFHE A 500mg A A
05 AEFRMRETHRAE L. Biea SOmg M A, AN A
Bhn IN $8/L8Eik, X vFf. REEN, EMBEREHT
NEAT RR A A B B B AR IE R Ao E Ao £ 2R E S, L KAE
MFIRE R BER . EHAREH PN 50ml £K=EE . 50ml £
*@ﬁ%%#8KMgﬁW$%M**€%:m%@m3¢ﬁa%$$
30 FEmMARAG . RERRAAFmBREMRELFEPLEKESL, AL
REEBMTHRE ZAEEH . REDRITERAEEERS, ARG - F
8 (50 « 1) ®RABEHMNET. BAFSAGNLEMOEBy LG . X

20

21



98803733. 5 oM P FE19/75m

10

15

20

30

G PhoN IN S8/C8ER, REEWANLERITEL S, 5584k
MAL S (1.31g)

w214 -218C (9 M)

'H-NMR (DMSO-de) & : 2.65 (s, 3H), 3.05-3.25 (m, 4H),

3.45-3.6 (m, 2H),3.9-4.05 (m 4H), 6.18 (dt, 1H, J = 15.6, 7.3 Hz),

6.81 (d, 1H, J = 15.6 Hz), 6.97 (s, 1H), 7.06 (s, 2H),

7.40 (dd, 1H, J = 7.3, 4.9 Hz), 7.83 (d, IH J = 8.3 Hz),

8.00 (dd, 1H, J = 8.3, 7.3 Hz), 8.06 (s, 1H), 8.50 (d, 1H, J = 4.9 Hz).

52 A5 2
3- (4- B-&AXE) -1-%%%) -1- (5-¥&£-1- (2
St A —4- bR A) - 1- A - B AMR
A 1.29g 3- (4~ G- REKL) -1-%%EXA) -1~ (5-7F
Aol - (2-wkeg k) —4-wbeb R) -1 - REALEKLYL, BT T
1= (2) MBI &R EFELE, 1354541464 889mg -
g 199 -204 (5 R)
'H-NMR (DMSO-ds) 6 : 2.66 (s, 8H), 3.1-3.2 (m, 4f), 3.5-3.6 (n 2H),
3.9-4.0 (m, 4H), 6.19 (dt, 1H, J = 15.6, 7.3 Hz),
6.82 (4, IH J = 15.6 Hz), 6.87 (dd, i J =8, 1.5 Hz),
6.97 (dd, 1H, J =8, 2.0 Hz), 7.05 (s, 1H), 7.26 (t, 1H, J = 8 Hz),
7.39 (dd, IH, J =4.9, 2.0 Hz); 7.83 (d, 1H, J = 8.3 Hz),
8.00 (t, 1 J = 8.3 Hz), 8.04 (s, 1H), 8.50 (d, 1H, J = 4.9 Ha).

53645 3

3- (4- (3,5-=Z&FKHKE) - 1-%%A) -1- (5-FL-1-
(4-vbg B8) —4-akek X)) - 1- R - "B H 84

(1) 3- (4- (3,5-ZRAHA) -1-%%EL) —1- (5-F4
“1- (4-wbrr k) —d4-mbor &) -1 - Fa

R 0.6lg 4-C8-5-FTA-1- (4-akxh) ok . 0.80g 1
- (3, 5- ZREKA) kkhmkdA 042 FEE, BITH LA 1 -
<]> #Bﬂaﬁ&f, 2 iFFk/fh‘{i%*ﬁﬂiéI]%%o J%/E/E#@/gﬁgﬁi{ﬁ
FoRR RIS R R KA R Fe AR Kb S, AR KA BT

22
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P = | ﬁm%‘ Tt Air kB, &4 - F8 (50 : 1)
RSEAET BAFSANOLESMOBrRE - EREH P e IN
N LE R, REB A LERITES S, AE S 149mg .
%5 202-206C (9 f#)

5 UR-NMR (DMSO-ds) 6: 2.70 (s, 3H), 3.1-3.25 (s 4H), 3.45-3.65 (n, 6H),
4.0-4.1 (m, 2H), 6.97 (s, LK), 7.08 (s, 2H), 7.74 (4, 2H, J = 6 Hz),
8.47 (s, 1), 8.80 (d, 2H J = 6 H2). | .

(2) 3- (4- (3,5-=fFHX) - 1-9%HE) -1- (5-F&
10 -1- (4-vhrgd) —4-wkdA) -1 -R-A"ABAKRY
¥ 144mg & (1) FHGMEHEBEE Tml £RKTEF Tml £ K
WAk RSB T A 0CH KT A HE AN S0mg AL, &
FlHEE THFE 1. B Smg A, FHHFE 1 D, A5
o IN $RBR/CEBER. X vh. RBEHN, BASRED T A
15 845, R A Feg 8 L mKkERfet 2B Kot d, B L KERMA
FREEAEEHN. EFEREY PN Tml £K=EK . Tml £KD
Zoekelide 110mg P R —KE&H, #TpBER. 2 DGR
30ml £k =Ex4 110mg st ¥ Repdg—KE4), Hho#hein3 .
ABEHNBE AR REAAAREE GMKE R EBKES
20 RAFEAKFEMTHREALEN. REHRAITERAEEGEES, ALY
- P& (50 : 1) #Lma AR BT S B LS R -
BEHRE PN IN BB/LBER, RESWANLEBITES @,
B A7 AR 4L &4 69mg -
ok . 201 -205C (49 M%)

25 VH-NMR (DMSO-ds) &: 2.53 (s, 3H), 3.05-3.25 (m, 4H), 3.4-3.5 (n, 2H),
3.9-4 05 (m 4D, 6.20 (dt ,1H J = 16, 8 Hz), 6.81 (d, 1H J =16 Hz),
6.96 (s, 1H), 7.05 (s, 2H), 7.77 (4 2H, J = 6 Hz), 8.14 (s, IH),
8.76 (d, 2H, J = 6 Ha).

30 9 56.48] 4

3- (4- (3-&A&XE) -1-%%A) -1- (5-F&-1- (4
b ) 44—k K) -1 -R-AEZ%hE S

23



98803733. 5 oM P FE21/75m)

5

10

15

20

30

(1)3- (4- 3-&F&x&*) - 1-9%%HK) -1- (5-FH*-1
~ (4-wher k) —4-wkep X)) - 1-mEHE&ES
111 053g 4-TB-5-FHh-1- (4-w i) wt%.0.60g 1
- (3-f8AK) kb 0420 P FEE, HATH ZAM 3- (1)
AP R BRI, FE iz iS4 0.40g-
Y& . 196 -199C <\m>
PH-NVR (DMSO-d¢) 6 ¢ 2,73 (s, 3H), 3.1-3.25 (m 41D, 3.5-4.0 (m 8H),
688 (dd, IH, J =8, 2 Hz), 6.99 (dd, 1H, J =8, 2 Hz), 7.08 (s, 1H),
797 (t, 1H J = 8 Hz), 7.88 (d, 2H J =6 Hz), 8.52 (s, 1H),

8.87 (d, 2H, J =6 Hz).

(2)3- (4- 3-&F %) -1-%%E) -1- (5-F4k-1
— (4-wksg k) —4-wked X)) —1-R-RAHE-H®RE
A 335mg M (1) 5 eqddh, #7554 3- (2) A
B R g ah =, 1351z AL &4 236mg -
A . 195-200C (4 f) -
'"H-NMR (DMSO-d¢)} & : 2,60 (s, 3H), 3.0-3.1 (m, 4H), 3.4-3.6 (m 2H),
3.8-4.0 (m 4H), 6.27 (dt, 1K J =16, 8 Hz), 6.84 (d, 1H J = 16 Ha),
6.88 (d, IH, J =8 Hz), 6.97 (d, IH, J =8 Hz), 7.06 (s, 1H),

1

7.27 (t, IH, J =8 Hz), 8.0l (d. IH J =6 Hz), 823 (s, IH),
8.86 (d, 2H, J = 6 Hz).
= 56,49 5

3- (4- 3-&-5-8FK) —1-kE) -1- (1- (3~

Ro-2-wmwdk) -5-FA-4-kR) -1-R-RAKERA
(1) 3- & -2- #Aater

£ 30ml &H 7.0g 2, 3- —Haw O ETEEZR A T.1g bt —
Kodhte 6.54g TKBBEAT, k@R 17.5 8. AHEFEILER
A, AT B AR AL 6.07g -
'H-NMR (CDCL:) & : 3.98 (br s, 2H), 6.22 (br s, 1H),
6.65 (dd, IH, J =7, 5Hz), 7.47 (dd, W, J =17, 1.5 Hy),
8.10 (dd, IH, J =5, 1.5 Hz).

24



98803733. 5 oM P EE22/75m

(2) 4-CBE—-1- (3-&-2-skeg k) —5- F Hhatok
£ 658z LRALTTRALBRNA LEEFZRT mA 6.05g A (1)
B Et, EERTHRIFISHOHEABFETHiEBAREY 70
C, AR TREMEMRA L. BRBREAEY 60CHEIE 1 W, ¥R~
5 BKRY . BREMERBRTELGY. RAXA KL KESE,. AL
KEBMTIREZEEN. ARG HBITRRAECERES . A&
7~ F8 (50 : 1) 89RSENBBMEESHA B OGNy L% .
Mz - LA EMBEITELE R, FEIFANEY 646g.

'H-NMR (CDCls) 6: 2.50 (s, 3H), 2.52 (s, 3H),
7.47 (dd, M, J =8, §Hz), 7.97 (dd, 1H, J =8, 1.5 Hz),
8.08 (s, 1H), 8.56 (dd, 1H, J =5 1.5 Hz).

10

o

(3) 1- B-&-5-RXHK) %%
AR 150g 1-B-3-F-5-AXGFRERET I 24.6¢g
15 EK%%HR. 1.69g == (Z-AFHAEM) £l 946g RTEH. £4
SR T A 100CH# 38 bt . kR RERAHEFRGRITAAR LIEL
Ty, REARBAMN. RGP hK, A4 -F&H (9:1) 8
REBEAMNER, AteffRkot s MEKEBRMATIRE XL ER -
KRGtz e 4, Aadlyr - 78 (93 :7) 9REENL
20 ML, KA ABGLSHGErkeE, FE ML 5.72g-
'"H-NMR (CDC1,) 6: 2.8-3.2 (m, 4H), 3.0-3.3 (m 4H),

6.46 (dt, 1H, J = 12, 2 Hz), 6.53 (dt, IH, J =8, 2 Hz),
6.64 (br s, 1H). "

25 (4)3- (4- GB-R-5-AFK) ~1-%%E] -1- (1~

(B-f-2-wh) -5-Fh-d-ute2 ) -1-HALHKRHL
F 390mg A (2) H B8 E4 . 414mg K (3) FFEI&G4E4h4)

HhER Ao | Sg M WEE, MATE EAEB 3- (1) BAAEGRE, BT
., FE AL S 210mg -

30 BE: 182-190C (4 fE)
'H-NMR (DMSO-ds) 6 : 2.41 (s, 3H), 3.1-3.3 (m 4i), 3.4-3.6 (m, 4H),
3.5-3.7 (m, 2H), 3.9-4.1 (m 2H), 6.76 (dm LH J = 8 Ho).

25



98803733. 5 oM P E23/75m

6.88 (dm, IH, J = 12 Hz), 6.93 (br s, 1H),
7.74 (dd, 1H, J =8, 4.5 Hz), 8.32 (dd, 1H J =8, 2 H1),

8.39 (s, 1H), 8.64 (dd, IH, J = 4.5 2 Hz), 10.59 (br s, 1H.

5 (5)3- (4- 3-&-5-&AFKXHK) - 1-9k%kXK] -1- (1-
(3-f-2-weg k) -5-FHhA-4-mk ) -1-R-AKLEHL
£ 200mg M (4) HFE G4 P mn 10ml T8 A 10ml @ 27k
o, kA A TA L et eget R o dE e X 109mg M A ALK
BRERY WA IN $8%/CBEREZPI, REABER. E£5KY
10 MFANRAF, RefFRBE LMKERLES, ALKREMRTHRE X
dER ARG PN INRR/CE ZRARBELE, KRB XA 10ml
m A kg . 10ml =-k4i A 118mg s F Rk —KE&4, mHEER 1.5
Dt . B RERKE, ARG T e B R AR K B R A K
iAok S, AAKARMTBREABLEHN. BREGHhidirs
15 RAEEGLHEH, AIF - 78 (99 1) HREEFEN, K4H B
M R . ARG MY N IN BE/LEIER, REEALEBR
irE g dn, hiFEARAMASY T8mg -
Fi & . 198 -209°C (4 #%)
'H-NMR (DMSO-ds) & : 2.22 (s, 8H), 3.05-3.40 (m, 4H),

20 g 4s 365 (n 2, 3.85-4.05 (m 4H), 6.15 (dd, 1H, J = 16, 7 Ho),
6.70-6.85 (n 21, 6.86 Cdm 1f, J = 13 Hz), 6.91 (br s, 1M,
767 (dd, IR, J =8, 5 Hz), 8.00 (s, 1K), 8.27 (dm 1H J = 8 Ho),
8.60 (dn, 1 J =5 Hz), 10.64 (br s, IH).

25 I 5545 6

- (1- 3-&-2-wkeghA) -5-FHh-4-atekik) -3- (4
- (3,5-=&AFKA) -1-kk&k) -1-R-"RELEL
(1) 1- (- (3-&-2-9sgh) -5-FA-4-wkeab k) -
3- (4- (3,5- =AXA) -1-%k%k) -1-AHA
30 % 072g 4-TBE-1- 3-R-2-#wbmgk) -5- FAkaim
AT 40ml £EKTE P N 138g 1-(3,5- =&XAE)%% Iml IN
R/ LB A 091 7g 4 T ES, A 20 BT . FAe N 0.917g i F &
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A S50 I BEAEFEME 12 DB fER S E W o BR B ’L/fﬁﬁ}(/&/&:
A7 & ﬂi 3R AMEREKBBEMTHRERLEZHN, IFRE
wATH A G EE . ARG - FE (50 ;0 1) 9REGEF &I, J%Ffr
FaBegleedmEaiRE, FE ARG 0.72¢g-

> UH-NMR (CDCL) S : 2.51 (s, 3H), 2.66 (t, 4H, J = 5 H2),
2.89 (t, 2H, J =7 Hz), 3.08 (t, 20 J =7 Hz), 8.21 (&, dH, J =5 Ha),
6.25 (tm, 1H, J =9 Hz), 6.37 -€dm, 2H, J = 9 Hz),
7.48 (dd, 1H, J = 8, 5 Hz), 7.97 (dd, 14, J =8 2 Ho), 8.12 (s, 1K),
o 856 (W L U =5 2 D).

(2)1- (1- B3-RA-~2-wmg k) -5-FA-4-at=s K] -
3- (4- (3,5- =AXHA) -1-%%K) - 1-R-"AKLamH
A 720mg M (1) 5B &4E4, #IT5 546 5- (5) FH#H
R A )6 £ B, 43 B 45 A AL 44 280mg -
15 % & . 209-215C (45 #)
'H-NMR (DMSO-ds) 6@ 2.22 (s, 3H), 3.0-3.3 (m 4H), 3.54 (m 2,
3.85-4.05 (m, 4i), 6.16 (dt, 1H, J =16, 7 Ha),
6.57 (br t, 1H, J = 9 Hz), 6.73 (br d, 24, J = 9 Hz),
6.78 (d, 1H, J = 16 Hz), 7.67 (dd, 1H, J =8, 5 Hz), 8.00 (s, 1M,
8.27 (dd, 1H, J =8, 2 Hz), 8.60 (dd, 1H, J =5, 2 Ha),
10.82 (br s, 1H).

20

5 36.45] 7
3- (4- 3,5-=—&x%x&%) - 1-%%H) -1- (1- 3-&-
25 2-wkuE ) -S-FA-4-mkbr ) -1-R-AKL&S
(1) 3~ (4- (3, 5-Z8XKE) - 1-k%EHK) -1~ U—(s
@ -2 ) -5-FHA-4-awkek K) -1~ REALER
H 070g 4-C8&-1- (3-&K-2-wwehk) -5 F Rtk
0.735¢g 1- (3,5-=RKRKE) khdidf 1.8¢g # 78, BiTHS
30 & 5 (4) AR R ELE, FEizALEY 0.79.
oo 209-215°C (4 f8)
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YH-NMR (DMSO-d¢) 6 : 2.41 (s, 3H), 3.05-3.25 (m, 4H), 3.52 (m 4H),
3.55-3.70 (m, 2H), 4.01 (m, 2H), 6.96 (s, 1H), 7.07 (s, 2H),

7.74 (dd, 1H, J =8, 5 Hz), 8.33 (dd, 1H, J =8, 2 Hz), 839 (s, lH),
8.65 (dd, 1M, J =5 2Hz), 10.29 (br s, IH)

(2)3- (4= (3, 5-Z8FXE) ~1-%%E4) -1- (1- (3
TR -2-ERA) -S- TR -d4-abed A) - 1- K- " SE S

& 700mg (1) BB iy, BATH EHG] 5 (5) R
R A6 320 45 Bl AR AL &4 50Tmg -
Bk . 217-220C (M)
"H-NMR (DMSO-ds) & : 2.22 (s, 3H), 3.0-3.25 (m 4H), 3.5-3.6 (m 2H),
3.85-4.1 (m 4H), 6.14 (dt, IH J =16, 7 Hz),
6.78 (d, 1H, J =16 Hz), 6.96 (s, 1D, 7.05 (s, 2H),
7.67 (dd, 1M, J =8, 5Hz), 8.0 (s, 1H), 8.27 (dd, 1, J =38, 2 Ha),
8.60 (dd, IH, J =5 2Hz), 10.41 (brs, 1H).

3 A5) 8

3- (4- GB-AFXK) -1-%%A) -1- (1- (3-4 -2-
W A) —5- PR -4-akt ) - 1-mELHL

(1) 3- (4- B-&AA) - 1-%k%E%) -1- (1- (3-4
—2-vwhmE ) —S5-FHA-4-wk A) - - HaA

M 648mg 4- LB -1- (3-R-2-%mE L) —5- F koot
641mg 1 - (3—%‘13&;&) vttu:k%ﬁ@&ﬁ%v 1.65g R¥ &, #1755 5 54
5- (4) RBGR LA B » A3 E AR AL A4 439mg -

H-NMR (DMSO-de) 0: 2.41 (s, 3H), 8.1-3.3 (m 4H), 3.4-3.7 (m 6D,
3.8-4.0 (m 2H), 6.87 (d, 1H, J =8 Hz), 6.99 (d, IH, J =8 Ha),
7.08 (s, 1), 7.27 (t, 1H, J =8 Hz), 7.75 (dd, 1H, J =8, 5 Hz),

8.33 (d, IH, J =8 Hz), 8.40 (s, 1H), 8.65 (d, 1H, J =5 Hy),

(2) 3= (4- B-&FXHL) ~1-kEL) -1- (1- 3-&
“2-whrR) -5 PA-4-wmbet ) -1 - BH LS
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M 250mg A (1) #2664, #iT5EHG 1- (2) B
B R Fe Jo 40 T2 . 43 Bl A5 AL &4 T0mg -
k. 95-108C (&)
'H-NMR (DMSO-d¢) 6 ¢ 2.50 (s, 3H), 3.0-3.2 (n, 4H), 3.4-3.6 (m 2H)
3.8-4.0 (m, 4H), 6.16 (dt, IH, J =167 Hz)_, 6.78 (d, 1H, J = 16 Hz),
6.88 (d, 1H, J =8 Hz), 6.97 (d, 1H, J =9 Hz), 7.05 (s, 1H), .
7.27 (t, 1H, J =8 Hz), 7.67 (dd, 1, J =15, 8 Hz), 8.01 (s, M),
8.28 (d, IH, J =8 Hz), 8.60 (d, 1H, J =5 Hz).

5 36,45] 9

1= (1= B-R-2-9kmg k) -5-Fh-4-adh) -3- (4
- B-RAA-5-AAKL) -1-RERX) - 1-R-"KLEkL

(1) 3- A -5- s A F 4B

503g AfdATIHR—FEL 1505 1-A-3-#-5-#L %5
120ml = FAFEARRAS, REWMBEA 3 it ¥ B4R ik
A@®ﬁ4N£M%$$¢ AT 1 D E AT E, B ST
15 pif . @A FELRBRERTOREY, RAERALEEEER. L
%é@im*#%%% KokF, REKRBRBMTRE X B EH. &
G iraRi e igtie, Mok - LBRTE (50 :3) %L, e
4 B 694 &4 é’)%”n\/ﬁ%é) 1 B 4= A AL 44 8.00g -
'H-NMR (CDCla) &: 7.73 (dd, 1H, J =17, 1.5Hz), 8.21 (dt, J =8, 2 H2),
8.36 (m, 1H).

(2) 3- & A& -5- ARLK

= 141g A (1) B2 LD F oA 850ml T8 . 50 10% 42/
BAEAR, #ATMEARE . TRARLTRE RBEN, KGR ITa
RAL e SR, ATk - L8R8 (4 1) RGEFEK, 35 /7E
e RO BNk, FE AL E 4 8.49g -
'‘H-NMR (CDCls) & : 4.01 (br s, 2H), 6.56 (dt, 1H, J = 10, 2 Ho),
6.65-6.75 (m, 2H).

(3) 1- 3-FfA-5-AFHK) ker b5
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£ 8.49g M (2) #E & smF 11.13g = 2- AT HA) KR
G4 F e N 120ml ETE, wi#®iA 63 P . EREZETF A 8.62g
TR B4, B @ i 25 bt . A BRELIEY . A IEMA K
T 10% REAAMKER, RBERA I ER, Atk s,
R EKFEBEMTIREEREENN. EERGH TN IN A&/ TEFER,
KRG ho Ny & LB A LRk, RIS, 5 EIR B S 34g.
'H-NMR (CDCla, Free &) ¢&: 3.02 (m, 4H), 3.19 (m, 4H),
6.75 (d, 1H, J =2 Hz), 6.77 (n, 1H), 6.90 (m, 1H).

(4) 1- (1- 3-8 -2-akmg k) -5-FHh-4-ated k) -
3- (4- G-f A -5S-AXA) -1-%%A) -1- AWARS

B 660mg 1- (3-RA-5-BFKXE) Rkp#dh&kd . 760mg 4 -
i -1- (3-8 -2-wehk) -5 Photodfe 2.88g 1¥ F &5, #A4T
Hgs s- (4) AHGARFELE, FE 844 486mg -
B A . 173-185C (4 #)
'H-NMR (DMSO-de) & : 2.41 (s, 3D, 3.22 (m 4H), 3.53 (m 4H),
3.65 (m 2H), 4.07 (m 2H), 7.16 (dm 1H, J =7 Ha),
7.26 (dm, 1H, § = 12 Hz), 7.36 (m 1H), 7.74 (dd, IH, J =8, 5 Ha),
8.33 (dd, 1M, J =8, 1.5 Hz), 8.39 (s, 1H),
8.65 (dd, 1H, J =5, 1.5 Hz), 10.57 (br s, 1H).

(5) 1= (1- 3-&-2-gA) -5- FTA-4-wkK] -
3- (4- B-REA-5-AFAA) -1-%%K) -1-R-AKER
i
1 480mg A (4) 3B 654 o4y, #ITEH 6] 5 (5) RHE
R REAe a8, 45 Bz AL 44 285mg -
g 180-192C (4 #)
'H-NMR (DMSO-ds) 61 2.22 (s, 3H), 3.00-3.35 (m 4H),
3.45-3.65 (m, 2H), 3.85-4.05 (m 4D, 6.15 (dt, IH, J = 16, 7 Hz),
6.78 (dm, 1H, J = 16 Hz), 7.16 (dm, 1K, J = 8 Ho),

7.24 (dm, 1H, J = 12 Hz), 7.33 (br s, 1H), 7.67 (dd, 1H, J =8, 5 Hz),
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8.00 (s, 1H), 8.27 (dd, IH, J =8, 1.5 Hz),
8.60 (dd, IH, J =5 1.5 Hz), 10.71 (br s, 1H).

76,45 10

= (- (5-R-2-9ksg k) -5-Fh-4-ats X)) -3- (4
- (3,5-ZRAXK) -1-%%A) -1-R-"HELHKL

(1) 4-Z8-1- (5-F -2 9tmg k) —S—W}t\%"‘

H 570mg 5- &R -2-BAatesr XA 3- R -2- Bk, #47
Hgaafls- (2) AHGREFBELE, 5247844 600mg.
fz &0 130-132C (9 f%)

'H-NMR (DMSO-ds) 6 : 2.47 (s, 3, 2.79 (s, 3H), 7.87 (d, 1H, J = 9 Hz),8
.18 (dd, IH, J =9, 1.5 Hz), 8.32 (s, IH), 8.63 (d, IH, J = 1.5 Ha).

(2) 1- (1- (5-&-2-wtwe k) -5-FHk-4-ahex k)
3~ (4- (3,5-ZAKXA) -1-%A) -1-"EBALEKLH

A 710mg 1- (3,5- =& FxA) skkh®Ae . 7Tl4mg A (1) £
Plegfb ot 36g 1 FEE, 3475 £4AH] S- (4) ﬂﬁ—éé)i/r%vféé\
., 35481444 349mg .
& . 179-190C -
'H-NMR (DMSO-ds) 6 : 2.84 (s, 3H), 3.19 (m, 4H), 3.51 (m, 4H),
3.64 (m, 2H), 3.98 (m, 2H), 6.55 (tm, 1H, J = 9 Hz),
6.74 (d, 2H, J =9 Hz), 7.89 (d, 1H, J = 9 Hz),
8.19 (dd, IH, J =9, 3 Hz), 8.42 (s, 1H), 8.63 (4, 1H J = 3 Hz),
10.61 (br s, 1H).

(3) 1- (1= (5-&-2-wkegh) -5-FHR-4-wtg X)) -
3- (4- (3,5-=8AKK) - 1-%%HK) - 1-R "ELeRH

I 340mg M (2) B E &S, #ITE5F#H] 5- (5) RHY
R EL A )G 4k 3 ﬁ“flﬁriﬂﬁ/\% 260mg -
7oA . 191 -200C (9 f8)
'H-NMR (DMSO-de) 6 : 2.64 (s, 3H), 3.05-3.25 (m, 4H),
3.45-3.60 (n, 2H), 3.85-4.05 (m 4H), 6.19 (dt, !, J =16, 7 Hz),
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6.56 (tm, 1H, J = 9 Hz), 6.72 (dm, 2H, J = 9 Hz),

6.80 (d, 1H, J = 16 Hz), 7.87 (d, lH{ J =9 Hz), 8.07 (s, 1H),
8.11 (dd, 1H, J =9, 3 Hz), 855 (d, IH, J = 3 Hz), 10.65 (br s, 1H).

S 5645] 11

3- (4- (3,5-=&FKL) —1-%%HA) -1- (1- (5- & -
2-absEA) -5-FPRhR-4-wk ) -1-R- AW AE L

(1) 3- (4= (3, 5-=&FXHK) - 1-%%#A) -1- (1- (5
R -2t ) -5-FHR-4-akek F) - 1- HEALEHK S

Al 430mg 4- LB -1- (5- & -2-wteg k) —5- Fkated .
804mg 1- (3, 5- —REK) %hhskif 400mg 14 F&5, #4iT 5
FaBS- (4) FIMOREFGLE, F8 8444 567me .
oA 200 -220C (5 fF)
"H-NMR (DMSO-ds) 6 : 2.83 (s, 8H), 8.1-3.3 (m, 4H), 3.5-3.9 (m, 8H),
3.9-4.1 (m, 2H), 6.96 (s, 1H), 7.08 (s, 2H), 7.89 (d, IH, J = 9 Ha),
8.20 (dd, 1H, J =9, 2 Hz), 8.43 (s, 1H), 8.65 (d, 1K, J = 2 Ha).

(2) 3= (4- (3,5-=8FHK) -1-%%%) -1- (1- (5
R 2o AR) -S5-FA-4-wkd i) -1-A-"mELHKE
A 540mg M (1) 1528 &b, #7585 544] 5- (5) BH#Y
RFi Ao J6 40 32, 4% Bl A% A4k &4 451mg -
8. 225-235C (5 /)
'H-NMR (DMSO-d¢) & : 2.63 (s, 3H), 3.0-3.3 (m, 4H), 3.4-3.6 (m, 2H),
3.9-4.1 (m, 4H), 6.1-6.3 (m, 1H), 6.80 (d, 1H, J = 15 Hz),
6.97 (s, 1H), 7.06 (s, 2H), 7.87 (d, 1H, J = 8 Hz), 8.09 (s, 1H),
8.12 (dd, I1H, J =9, 1.5Hz), 8.57 (d, 1H, J = 1.5 Hz).

545 12

3- (4~ (3,5-Z8AKL) - 1-%k%EXx) -1- (1- 3-94
A-2-vber ) -5-FHhA-4-wkek R) -1 -R-ABLE®YL

(1) 2-MA-3-F &KLtz

£ 50ml &H 9376g 2- . -3- VAR Lk 69 TEHIZR P A
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16ml — K& B A 9.03g £ KBEAT, @R 20 0. AHE, Kk
Fi BB 200ml kP, APE-&4F (1:9) YREGERER. A
WE MBI ks, ALKFRBEMHMTHREREEHN. KR EHit
A RRAL LS, ARG - T8 (20 : 1) WREEHNEAF, HAF
4B ALy R g, AR RS 5.952¢g-

5
'H-NMR (CDCly) & : 3.83 (s, 3H), 6.13 (br, 1H),
6.64 (dd, 1H, J =8, 5 Hz), 6.87 (dd, 1H, J =38, 1 Hz),
7.77 (dd, IH, J =5, 1 Hz).
10 (2) 4-28-1- 3-FAK-2-wrg k) -5 Fhut-h
A 5.952g M (1) 438 69ba XA 3 - & -2 - Miater, @47
5l 5- (2) AMGREABRLE, F34EAMLEH 9.827g-
ANMR (CDCLL) 6 : 2.46 (s, 3H), 2.50 (s, 3H), 3.86 (s, 31
s 7 40-7.50 (m, 2H), 8.07 (s, 1H), 8.23 (m, 1H).

(3) 3- (4- (3, 5-=RFA) —1-%%&L) -1- (1- (3
-~ WAL -2 R) ~5-FA-4-ek k] -1- R

A 0.948g M (2) 4FEI44LA4 . 0.961g 1- (3,5- ZAFRL)
ok th# thAe 5.09g AP PEE, MATH TAL 6- (1) AHGRLIE
20 #3, FERA/LEY 0.647g-

'H-NMR (CDCl.) & : 2.47 (s, 3H), 2.66 (t, 4H, J =39 Hz),

089 (t, 24, J =7 Hz), 3.08 (t, 20 J =7 Hz),

3,29 (t, 4H, J =5 Hz), 3.87 (5, 3H), 6.25 (tt, 1H, J =9, 2 H2),

25 6.36 (dd, 2, J = 10, 2 Hz), 7.40-7.50 (m, 2H), 811 (s, 1H),

8.24 (dd, 1H, J =4, 2 Hz).
(4) 3- (4- (3, 5- =& %%£) - 1-9%%X%) -1- (1- (3
S WA A -2-wkr A) —S-FHA-4-akes k) -1 - KR -AHER

30 %%
B 634mg M (3) FE e s4, #iTHEEE 5S- (5) F] 4% €9

R Ao G & 38, A3 B AR AR AL &4% 327mg -
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f & 197 -201°C (9 f2)

'"H-NMR (DMSO-ds) 6 : 2.14 (s, 3H), 3.0-3.2 (m, 2H),

3.24 (br t, 2H, J =12 Hz), 3.52 (br 4, 2H, J = 12 Hz), 3.82 (s, 3H),
3.85-4.0 (m, 4H), 6.11 (dt, 1H; J =16, 7 Ho),

6.56 (br t, 1H, J =9 Hz), 6.73 (br d, 2H, J = 10 Hz),

6.76 (d, 1H, J = 16 Hz), 7.59 (dd, IH, J =8, 5 Hz),

7.77 (d, H, J =8 Hz), 7.89 (s, 1H), 8.17 (d, 1H, J =5 Ha),

11.06 (br s, 1H)

i

ST AR 13

3- (4= (3,5-=ZR&FA) -1-%k%EA) —1- (1- (3-94
A-2-mm ) -5-FR-4-mek k) -1 - K - B has L

(1) 3- (4- (3, 5- =& EXA) - 1-%%A) —1- (1- (3
~FRE-2-wke k) -S-Fh-4-stek A) -] - Had

M 1.136g 4-Za&-1- 3-FARA-2-wtmh) -5- 7 Ak
.122g 1- (3, 5- ZRFA) kb Bk hA 441 P, @
Egable- (1) FIEOREBELE, BFE ML 0.956g -
'"H-NMR (CDCla) 6 : 2.46 (s, 3H), 2.65 (t, 4H, J = 5 H2),

2.89 (t, 2H, J =7 Hz), 3.07 (t, 2H, J = 7 Hz),

3,22 (t, 4H, J =5 Hz), 3.86 (s, 3H), 6.74 (d 2H J = 1.5 Ho),
6.79 (d, IH, J = 1.5 Hz), 7.40-7.50 (m, 2H), 8.11 (s, 1H),
8.23 (m, 1H).

(2) 3- (4- (3, 5-=Z&FHA) -1-%%A) -1- (1- (3
TPRE-2-wkmA) -5 F R4 -k A) -1 - K- R AR
2

Ho9s6mg M (1) FE&EY, #4TE 540 5- (5) R
RORL A J6 4L T8 4% 3] 45 R AL 44 253mg -

Bt 2199C (M)
'H-NMR (DMSO-de> & : 2.14 (s, 8H), 3.0-3.3 (m, 4H), 3.53 (m, 2H),
3.82 (s, 3M), 3.9-4.1 (n 4H), 6.09 (dt, 1H, J = 16, 7 Ho),
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6.75 (d, I, J = 16 Hz), 6.96 (s, 1H), 7.05 (s, 2H),
760 (dd, 1H, J =8, 5 Hz), 7.77 (dd, 1H, J =38, 1 Hz), 7.91 (s, 1D,
8.17 (dd, 14, J =5 1 Hz), 10.59 (br s, 1H).

5 5= 515 14
3- (4- B-8FK) -1-%k%HXx) -1- (5-FX%-1- 2
- ) —4-wket ) - 1-R-AKGRG
(1) 4- LB -5-FH-1- (2-wtsrA) akek
KA THE096g 2- Rk A 10ml W R ok F 695K F m A
10 2.1g —/KEM, FREADHEM 20 547, FINEBARRAEESR, A
BEh#E i 5 it AHEFREERL AT ARG, Riafog i
Kk, MARBBRMTIRERBEN ARG W 2.4g BB A 20m]
ZEY, — R — oo 38y LAARFTRALERMA. £ X
BT HAE 20 54y, KEWBRERS I, AN ERE, TREER
15 "6 d, MLBERITELHEF5 093girBibd.
'‘H-NMR (CDCls) &: 2.52 (s, 3H), 2.95 (s, 3. 8.06 (s, 1H),
8.47 (dd, 1H, J = 2.4, 1.5 Hz), 8.59 (d, 1H J = 2.4 Hz),
9.23 (d, 24, J = 1.5 Hz).

20 (2) 3- (4- (3-&FK) -1-kpHh) -1~ (5-FEk-1
- (2-whvhA) —4-wek X)) -1 - BER R S
Bl 0.93g M (1) FE&e4 . 1.1g 1- (3-AXKE) k%
B A 0.8g ¥ FaE, #7546 S— (4) RIS RERELE, 45
B Az AL &4 1.5g -
25 A 2099 -211.1 (4 &)

"H-NMR (DMSO-de) & : 2.85 (s, ), 3.1-3.4 (m 6H), 3.4-3.7 (m, 4H),
3.8-4.0 (m 2M), 6.87 (dd, IH, J =8.3 19 Hz),

6.98 (dd, lH, J =8.3, 1.9 Hz), 7.08 (t, IH T =1.9 Hz),
30 7.27 (dt, M, J =8.3, 1.9 Hz), 850 (s, LH),
8.66 (dd, IH, J =2.4, 1.5 Hz), 8.76 (d, IH, J = 2.4 H2),

9.16 (d, 2H, J = 1.5 Ho).
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(3)3- (4- (3-&FX) -1-9%%%k) -1- (5-F %1
- (22— ) —4-ak2 R) - 1-R-HEHRL
B 500mg M (2) 33 e9bdy, #iTH5 LR 1- (2) R
B Ao j6 b TR, 43 Bl A% B AL A4 70mg -
S B A 196.9-198.7C (9 f#)
'H-NMR (DMSO-ds) 8 : 2.66 (s, 3H), 3.0-3.2 (m, 2H), 3.2-3.4 (m 6H)
3.8-4.0 (n, 2H), 6.24 (dt, 1H, J =16.0, 7.3 Hz),
6.83 (d, 2H, J = 16.0 Hz), 6.87 (dd, IH, J = 8.3, 1.9 Hz),

6.95 (dd, IH, J =8.3, 1.9 Hz), 7.05 (t, 1H, J = 1.9 Ha2),
0 7 9 (dt, 1H, J=8.3 1.9 Hz), 8.14 (s, 1H),
8.57 (dd, 1H, J =2.4, 1.5 Hz), 8.63 (d, 1H J = 2.4 Hz),
9,14 (d, 2H, J = 1.5 H).
%3 45] 15
15 3- (4- Q- FPAXE) ®ARE) -1- (5-F&K-1- (4-%

k) —d4-wke ) - 1-R-AKERA
Al 200mg 3- (4- (2-FAXE) kpH) -1- (5-FHk-
1~ (4-wm ) —4-akek ) —1- ", #TE5EEE 1- (2)
R4 60 R B A2 J6 032, 43 3] 4 84 44 17mg .
20 B8 230-236T (49#)
'H-NMR- (DMSO-ds) 6 : 2.27 (s, 3H), 2.77 (s, 3H), 8.0-3.1 (m 2H),
3.2-3.3 (n, 4H), 3.6-3.6 (m, 2H), 3.9-4.0 (m 2H),
6.27 (dt, 16 J = 16, 8 Ha), 6.86 (d IH J = 16 Ha),
7.02 (t, 1H, J =17Hz), 7.06 (4, IH, J =7 Hz),

. 7.19 (t, IH, J =7 Hz), 7.20 (4, 1H, J = 7 Hz),
7.95 (4, 1H, J = 6 Hz), 8.22 (s, 1H), 8.83 (d, IH, J =6 Hz),
9.10 (s, 1H).
545 16
30 3- (4- (3, 5-=&&K#%E) -1-%%K) -1- (5-FH-1-

AE-4-mek X)) —-1-R-AK L&Y
(1) 3- (4- (3,5-=&XA) -1-%%&X) -1- (5-F4%
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—1- A -4-okeb ) -1 - REERD
M 040g 4- L8 -5-Fh-1-KAEakek. 054g 1- (3,5~
ZRERE) Rk mE %A 0.18g M PEE, #ATH EAEN 1- (1) R
R mi B E, FEARBEH 0.59-
5 kA& 206-209C (2 #)
'H-NMR (DMSO-ds) 6: 2.54 (s, 3H), 3.1-3.3 (m 4H), 3.45-3.55 (m 4H),
3.55-3.65 (m, 2H), 3.95-4.05 (m, 2H), 6.96 (s, 1), 7.08 (s, 2,
7.5-7.6 (m, SH), 8.36 (s, 1H).
10 (2) 3- (4- (3,5-—@&*k%k) -1-%%E] -1- (5-F&
- FA 4ok R) -1-R-AFHKR
B 527me M (1) AFE&9Ledy. #ATH FHE 1- (2) FI#E
BR e G4 TE, 43 B AR R4 A4 1.31g-
B . 207 -210C (4 M)
IS 4 NMR (OMSO-ds) 6 : 2.36 (s, ), 3.05-3.25 (m 4H), 3.45-3.6 (n 2),
3.9-4.05 (m, 4H), 6.12 (dt, 1H, J =156, 7.3 He),
6.78 (4, 1H, J = 15.6 Hz), 6.97 (s, 1), 7.06 (s, 2H),

7.4-7.6 (n, SH), 7.95 (s, 1H).
20 5 H A 17
- (1- Q-fAR) -5-Fh-4-mer k) -3- (4- (3,5
—ERXA) -1-%k%A) -1-R-AKG&RE
(1) 1- (1- Q-fFH) -5-FHh-4-a2k) —3- (4
- (3,5- A AKX -1-R%HK]) - 1- AH
25 M 59Img 1- (3, 5- —AFA) skek#&Esk . 550mg 4- L&
“1- 2-RFHA) -5~ Fheretdn 30g i+ FEE, #i7H %H] 6-
(1) AR 242, 133454844464 398mg -
'H-NMR (CDC1,) 6 : 2.49 (d, 3H, J = 1.5 Hz), 2.66 (m, 4dH),
2.89 (t, 2H, J =7Hz), 3.07 (t, 24, J =7 Hz), 3.22 (m 4H)
6.25 (tt, 1M, J =9, 2Hz), 6.37 (dm, 2H, J = 9 Ha),
7.25-7.55 (m, 4H), 8.09 (s, 1H).

30
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(2) 1- (1- Q-"FXA) -5-FHh-4-aer ) -3- (4
- B,5-ZRRA) -1-RkkRAR) -1-A-RELHES
JI 395mg K (1) HEl&E, #4755 %586 5~ (5) R
R FFe JG 4L B2, 4% Bl A% BB L& 4% 238mg -
s BA.157T-173C
'H-NMR (DMSO-ds) &6 : 2.20 (s, 3H), 3.00-3.30 (m, 4H),
3.53 (dm, 2H, J = 12 Hz), 3.85-4.05 (m, 4H),
6.13 (dt, M, J =16, 7 Hz), 6.58 (tm IH J = 9 Ha),
6.72 (dn, 2H, J =9 Hz), 6.77 (4, 1H, J = 16 Hz), 7.30-7.65 (n, 4H),
7.98 (s, 1H), 10.77 Cbr s, 1H).

I

10

5364 18
3- (4- (3,5-=—&XKE) -1-%%HK) -1- (1- 2-&X
A) -5-FHA-4-m2K) -1-R-"HE LKA
15 (1) 3- (4- (3, 5-=—&XE) -1-%%%k) -1- (1- (2
~AARL) -5-FHh-4-ab ) -1- RN
A 674mg 1- (3, 5- Z&AXA) kB &H@d . 550mg 1- (2
—REE) —4-TR-5- PHRheakedde 30g HFE, RITEEZES 6
- (1) AHYGRERBLE, FE5 284454 536mg-
20 UR-NMR (CDC1.) 6: 2.49 (d. SH, J = 1.5 Hz), 2.66 (n, 4H),
2.89 (t, 2H, J =7 Hz), 3.07 (t, 2H, J =7 Hz), 3.22 (m, 4H),

6.74 (m, 2H), 6.80 (m 1H), 7.20-7.55 (m, 4H), 8.09 (s, 1H).

(2) 3- (4- (3, 5-=8&KKL) -1-%%k) -1- (1- (2
25 —AAK) -5-FE-4-wkK) -1-R-"ABERS
A 530mg M (1) 3B e9s4h, #iTE53aH 1- (2) Bi#Y
KR Ao Jg 2L 32, 43 Bl Az AL 440 274mg .
B ® o0 205-213C (9 #2)
'H-NMR (DMSO-ds) 6 = 2.20 (s, 3H), 3.05-3.30 (m, 4H),
30 353 (dm, 2H, J = 11 Hz), 3.85-4.05 (m, 4H),
6.11 (dt, 1H, J =16, 7 Hz), 6.77 (d, 1H, J = 16 Hz), 6.94 (br s, [H),
7.04 (br s, 2H), 7.30-7.65 (m;-4H), 7.98 (s, 1H), 10.58 (br s, LH).
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5 56,45 19

- (1- (2,4,6-=Z8%%k) -5-FHh-4-wt2k] -3- (4
(35— ZRAEA) —1-kEX) -1-R-AEE®RE

(1) 1- (1- (2,4,6- Z8%&) -5-FA-4-aberi) -3

5 - (4- (3,5- ZHFXL) —1-9%k%A) -1-R@EE&D

B 385mg 1- (3, 5- —ARKA) Jkk#Ed . 500mg 4- LAt
- (24 6- ZEER) -5 Fhetekfe 20g # T, #ITEH S
#lp)5— (4) RMH R EF s aTE, FEAFMMLE4 180mg -
P& . 199 -203C (9 M)

10
H-NMR (DMSO-de) 6 : 2.33 (s, 3H), 3.19 (m 4H), 3.53 (m, 4H),

3.64 (m, 2H), 3.98 (m 2H), 6.55 (tm, IH, J =9 Ha),
6.74 (dm, 2H, J =9 Hz), 8.02 (s, 2H), 8.44 (s, 1H), 10.53 (br s, 1H).

(2) 1- (1 (2,4, 6-=8%&) -5-F&-4-atk]) -3
15 - (4- (3,5-= %&2&%) ~1-kRk) -1-R-AKHKRS
A 175mg }k (1) 558 89ady, #7554 5~ (5) FAHY
f Ae JG 4k 32, J#fg&%/\% 40mg -
;& 187 - 192°C (4 f%)
'H-NMR (DMSO-ds) & : 2.11 (s, 3H), 3.00-3.30 (m, 4H),

ﬁ
20 354 (dn, 2H, J = 11 Hz), 3.85-4.05 (m, 4H),
6.15 (dt, IH, J =16, T Hz), 6.56 (tm, 14 J =9 H2),
6.72 (dm. 2H, J =9 Hz), 6.77 (4, IH, J = 16 H2), 7.98 (s, 2H),
8.05 (s, 1H), 10.61 (br s, 1H).
25 = 5545 20

= (1- (2,4,6- =8 4%%) -5-FAhA-4-atoe ) -3- (4
- (3,5 ZHRERE) -1-%AAK) -1-R-"SEERE
(1) 1- (1~ (2,4,6- Z&%KL) -5-FHhR-4-ate k] -3
(4- (3,5- =R AK) - 1-%kk) -1-"EALKD
30 M 440mg 1- (3, 5- ZfAK) kpHEE . 500mg 4- LEL
- (2,4, 6-ZF %K) -5- FThutkd 20g HTFE, #iTH%
i) 5 - (4) FIHGRAEFELE, FHiFALEY 584mg.
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10

15

25

30

B . 198 -207°C (9 /)

'H-NMR (DMSO-ds)» 6 : 2.33 (s, 3H), 3.20 (m, 4H), 3.52 (m, 4H),

3.63 (m, 2H), 4.01 (m 2H), 6.94 (br s, 1H), 7.07 (d, 2H, J = 1.5 H2),
8.03 (s, 2H), 8.45 (s, lH), 10.52 (br s, 1H).

(2) 1- [1- (2,4,6-Z8KX%K) ~5-Fh-4-ab=k k) -3
- (4- (3,5-=&FXHK) -1-%k%H) -1-R-"Ahiekd
il 300mg M (1) 55654y, #4175 E£84] 5- (5) Bl
Ji kAo G 4 B, A3 Bl A AL S 4 248mg -
bk 215-221TC (4 F&)
'H-NMR (DMSO-ds) 8 : 2.11 (s, 3H), 3.0-3.3 (m, 4H),
3.53 (br d, 2H, J =11 Hz), 3.85-4.05 (m, 4H),
6.15 (dt, 1H, J =16, 7 Hz), 6.77 (d, IH, J = 16 Hz),
6.94 (d, 1H, J = 1.5 Hz), 7.04 (d, 2H, ] = .5 He), 7.97 (s, 2H),
8.04 (s, 1K), 10.64 (br s, LH).

445 21

3- (4- 3-&FKA) - 1-%EH) -1- (5-FHk-1- (2
ke R) 4w K] -1 -R-AKEEL

(1) 4-ZB-1- (2-"Fok k) -5 F Aot

fl 35g CRAARTFTAZREREF 2.6g 2- BAEE, #I7H5F
WA S~ (2) FlMe R GAGATE, 554 M 164 3.0g
H-NMR (DMSO-ds) 6@ 2.51 (s, 3H), 2.66 (s, 3H), 7.77 (s, 1K),
8.24 (s, 2H).

(2) 3= (4- 3-8*XKE) -1-%p&k) -1- (5-9F%k-1
— (2-cEe k) —4-cter k) -1 - REAL®KD
J 2.0g A (1) BB &E4 . 23g |- (3—&14&%) ko 2 B

hde 6.0g 1P FEE, #iTHEME 6- (1) BlAHG R LIEL A IN
BB/ LB RRE T MR E®RE, RERNLBEH#ITEL S ,2-%5'1%

A A A4 566mg -
b . 193.5-195.0C (49 f&)

o=y
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TH-NMR (DMSO-de) §: 2.53 (s, 3H), 3.0-3.2 (m 4H), 3.2-3.4 (m 4HD),
3.5-3.6 (m, 2H), 3.6-3.8 (m, 2H), 6.88 (d, 2H, J = 7.8 Hz),

6.98 (d, 24, J = 7.8 Hz), 7.08 (s, 1H), 7.27 (t, 14, J = 7.8 Hz),
3.5 Hz), 8.25 (d, 1H, J = 3.5 Hz).

7.75 (4, 1H, J

(3) 3- (4- (3-&*%&) -1-%%#&E) -1- (5-F&-1
— (2-cEe ) —4-akk A) - 1-R-AHEHES
% 346mg A (2) 3B G iEMAE 10ml £AKTEF [0ml £
Ked #eRem 69 RAEEF P AHE -10CEmA 280mg M ALM, &
10 BIHEE THHE 2 it o IN SEB/CEEzREL YR, KB X
Himdl EAERED TN 10ml =-%J2 . 10ml @ 2 k" 300mg
st P OREREL — RS, mBEA 1 DB RAREBERE ARG KK
M Ao B G4 Rigzafetofe kot iy, MEKAREMTHRE A E
AE . WK iTRERAE SRS, ARl - 78 (10 1) 9RE
15 ﬁﬂ%%;%%ﬁ@@%%A%%%%&éc&ﬁ%%¢mAmN&&
/LB, REIBEMNLE, BiTES S, 534454 300mg -
oA 180.2-182.3C (4 /R)

'H-NMR (DMSO-ds) & : 2.60 (s, 3H), 38.1-3.2 (m 2H), 3.2-3.3 (m 4¢H),
3.4-3.6 (m, 4H), 3.6-3.8 (m 2H), 6.32 (dt, IH, J =16, 8 Hz),

20
6.82 (d, IH, J = 16 Hz), 6.85 (d, 24, J = 8 Hz),
6.95 (d, 2H, J = 8 Hz), 7.03 (s, IH), 7.23 (t, 1H, J = 8Hz),
7.74 (d, 1H, J = 3 Hz), 8.27 (d, IH, J =3 Ho).
E A48 22
25 (1- (2-BkA) -5-WHh -4-whod X) -3- (4~ (3-

1
AAK) —1-R%HA) -1-R-"Hhmd
(U4—L%—r—0—%%&—5—?%%%
A 42g CEAA R PR LBERENF 3.0g & %% B, #iTHF
WS- (2) R AT AE, A A 0.302g -
30 UNR (DMSO-de) 8: 2.35 (s, 3, 2.68 (s, 3K), 7.75 (br s, i),

8.53 (s, IH), 9.75 (br s, 1H).
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10

15

20

30

(2) 1—- (1- (2-BkA) -5-FHh-g4-mak ) -3~ (4-
(3-&XKE) —-1-%kpHK) - 1-"REA(KRHL

Al 595mg M (1) 4 @ﬁM&A% 834mg 1- (3- &AKL) kg
g hde 08g b FEE, #A4TE LA 21- (2) RMHGERFELE,
BB AR 1.1g.
Fr b . 154.2-155.8C (5 /&)
'H-NMR (DMSO-ds) & : 2.36 (s, 3H), 3.1-3.2 (m 4H), 3.3-3.5 (m, 4H),
3.5-3.6 (m, 2H), 3.8-3.9 (m, 2H), 6.88 (d, 2K, J = 7.8 Hz),
6.97 (d, 2H, J = 7.8 Hz), 7.06 (s, 1H), 7.26 (t, 1H J = 7.8 Hz),
7.6-7.7 (m, 2H), 8.12 (s, 1H), 9.1-9.2 (m, 1H).

(3) 1- (1- (2-B&A) -5-FHh-a4-ab i) -3- (4-
(3-aXK) - 1-%%AX) - 1-K-"ELBH

B 718mg M (2) 1584 &4y, #irhE £u4] 21- (3) FH4
BB Ae 6 432, 435\ A= M AL 44 15mg -
B 142.3-1442C (5 f3)

'"H-NMR (DMSO-ds) 6 : 2.33 (s, 3H), 3.1-3.2 (m, 2H), 3.3-3.5 (m, 4H),
3.5-3.7 (m, 2H), 3.7-3.8 (m, 2H), 6.22 (dt, IH, J =16.0, 7.3 Hz),
6.83 (d, IH J =16.0 Hz), 6.87 (d, 2H, J = 7.8 H2),

6.97 (d, 2H, J = 7.8 Hz), 7.05 (s, 1H), 7.26 (t, 1H, J = 7.8 Hz),
8.07 (s, 1), 9.15 (br s, 1lH).

1

]

5 5,45] 23

- (1- B3-&F-2-wwgHh) -5-FHh-d4-ate i) ~3- (4
- (2,5-=RAFK) -1-%%HK) -1-R-"HELEHHL

(1) 1= (1- 3-&-2-wkeghk) -5-FA-4-atepf) -
3- (4- (2,5-=ZRXHE) -1-%%AK) -1-AmW

B 500mg 1- (2, 5- =&KE) skp#bEkd . 505mg 4- Lt
—1- B3-R-2-wmE ) -5 FAaledd 1.92g f+FEE, HITHSE
whl6- (1) Rl e R A G2, FE 4164 355mg.
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H-NMR (CDCLL) & ¢ 2,51 (s, 3H), 2.71 (m 4H), 2.91 (t, 24 J =7 Hz),
3.09 (t, 24, J =7 Hz), 3.13 (m, 4H), 6.50-6.70 (m, 2H),

6.90-7.00 (m, 1H),7.47 (4, H, J =8, 5 H2),

7.99 (dd, 1H, J =8, 1.5 Hz), 8.12 (s, 1H),

.56 (dd, 1H, J =5, L5 Ha.

[ o]

(2) 1- (1= 3~ & -2-abk&k) -5-FHh-4-a4K) -
- (4- (2,5-=&FKE) -1-%%Ek) ~1-R-AKZRD

1 350mg M (1) #FE 69 bd. #iT5 F8b 5- (5) AHE
10 REPBELE, 554548454 102mg .

oA 182-202°C (4 f%)

(V8]

'H-NMR (DMSO-ds) & : 2.23 (s, 3H), 3.10-8.30 (m, 4H),

3.50-3.70 (m, 4H), 3.90-4.00 (m, 2H), 6.16 (dt, 1H, J = 16, 8 Hz),
6.79 (d, IH, J = 16 Hz), 6.75-6.90 (m, IH), 6.90-7.05 (m IH),
7.20 (ddd, IH, J = 14, 9, 5 Hz), 7.66 (dd, IH, J =8 4 Hz),
8.00 (s, IH), 8.26 (dd, IH, J =28, 1.5 Hz)

.60 (dd, IH, J =4, 1.5 Hz), 10.60 (brs, 1H).

15

52 5, 45] 24
20 3- (4- (3,5-—A%%) —1-%k%k%) -1- (1- (3-#-
dowker ) —5- TR 4wk ) -1-R -ABEERLR 3- (4
- (3, 5-ZAFE) -1-ARA) -1- (1- 2-sws) —5-
PR 4wk X)) -1-R-A"AKEEHED
(1) 2- & -3~ Baleg
25 A -78°C4H 10ml —F @AY L KD A vkwiER T76ml F e A
48.6ml £ T A4z (1.57M CRER) » EFRHGEE THE 30 24 .
R LR e x 10ml & 74g 2 - Boeger ey @ F ok (THF) B
/é—gu%%mA@ G hex 30ml & 19.4g #58) THF 5k . £ — 78
#AF 30 4 B %hMi;oc B 24 ut R R BB 300ml 8%
30 RMM%A@&¢ LB FEE . O MEARRR KF et R F
EFE, RREH .. DR ITHEREEEES ALRIE - Tk
(1 :9) RAEHNEF . BHFLBONEHOEEKkE. 58K
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10

15

20

30

% & BRIz AL &4 14.3g-

'H-NMR (CDCls) & : 6.96 (dt, 1 H, J =2, 5 Hz), 8.00-8.20 (m 2 H).

(2) 4- T8 -1 (3-#-2-wkvg k) —5- F Hhabed

£ 30ml & A 6.27g A (1) 3R 65446 TR IEZER T wA 4.4ml
— KL BrAe 4.15g B ELAT, KEhPR@A 8 it . AEENE 12 8
G R R e R, BAJETFIRBITE 3.08g 4 dh, e A B
20ml & A 242 CRATFALBEREAG LBHERT, éaﬁﬁﬁso
SatE A 60CHIW 2 . AHBERBEH, HREDRITHRE
A, ACEBTEE -k (1 :1) 89RGEMNEA . BFHFEE
G140 & A 6948 > ik g . A3 B AR AL &4 3.67¢g -

'H-NMR (CDCL.) & - 2.48 (s, 3H), 2.52 (s, 3H),
7.20 (dd, L H, J =5 8Hz), 807 (s, 1H),
8.36 (dd, 1 H, J =1 8Hz), 860 (dd, 1 K, J =1 5 Ha)

(3)3- (4~ (3,5-=RAFAX) - 1-%%&HXx) -1- (1- (3
—m-z—%f%>—&wwé4 whod k)~ 1 - B

1 500mg M (2) FE&gLE&4 . 725mg 1- (3, 5- —=&FK)
%%ﬁ%%%ﬁnaﬁmg@ﬁm§ #ATE LG 6- (1) IR EZFE
e IE ., A3 E AR AR LS4 498mg -
'H-NMR (CDCLa) d : 2.49 (s, 3H), 2.66 (t, 4l J = 5 Hz),
2.89 (t, 2H, J =T Hz), 3.09 (t, 24, J = 7 Hz),
3.21 (t, 4H, J =5 Hz), 6.25 (tt, 1M, J =2 9 Hy),
6.36 (dd, 2H, J =2, 9 Hz), 7.22 (dd, 1H, J =5 8 Hz), 8 11 (s, LH),
8.35 (dd, 1H, J =8, 2 Hz), 8.60 (dd, 1H, J =5, 2 Hz).

1"

I
il

(4) 3- (4- (3, 5-=ZRAXE) - 1-%%&) -1- (1- (3
-2 ke k) -5 PR -d4-wher K] - 1- R - A LEBELF 3
- (4- B, 5-ZRFXHA) -1-%%K) -1- (1- (2-=eg i)
- PR -4-aed K] - 1-R - "KL
Fl 498mg M (3) 32 &L &4, #i7H5 5446 S- (5) FAHEH
B Aegg 4b 3, AR BRIk AR AL S4 3- (4- (3, 5-—&AFxKE) —-1-
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RFEA) —1- (1- (3-8 -2-wkez k) ~5- T2 —4— ogpo £)
Sl R - R R T8me P HRMEASY 3 (4- (3, 5- — A%
;Q—ﬂ—%%%J—1—[%—@~%ﬁ§)—5—?%—mww%K
- R -AKBERL 127mg.
5 3- (4- (B, 5-=Z&KXAL) —-1-%EH) —1- (1- (3-m-
2ot ) -5-FRhR-4-wke R) 1R - ALK
Bi koo 212-216C (5-##)
'H-NMR (DMSO-d¢) & : 2.25 (s, 3 H), 3.05-3.30 (m, 4 H),
3.50-3.60 (m, 2 H), 3.85-4.05 (m, 4 M), 6.17 (dt, L H J =16 7 Hz)
6.56 (t, 1 H J=9Hz, 6.72 (d, 2 H, J =9 Ha),
6.79 (d, 1 H, J =16 Hz), 7.38 (dd, 1 H, J =4, 8 Hz), 7.96 (s, 1 H),
8.54 (dd, L H, J =1, §Hz), 8.61 (dd, 1 H J =4, 1 H),

10.65 (br, 1 H).

15 3= (4- (3,5-=HAXKL) —1-%%EA) -1- (1- (2-wmex
A) ~5-FHR-d4-s2 A) —1-R-F/ELmY
oA 182 -185C (4-#8)

10

'H-NMR (DMSO-d¢) & : 2.65 (s, 3 H), 3.05-3.30 (m, 4 H),

3.45-3.55 (m, 2 H), 2.85-4.05 (m, 4 H), 6.18 (dt, I H, J =16, 7 Hz),
6.56 (t, 1 H J=9H2, 6.72 (d, 2 H J =9 Hz),

6.81 (d, 1 H J =16 Hz), 7.3%9 (dd, L H, J =5, T Hz),

7.83 (d, 1 H, J =8Hz, 800 1H), 803, IH,

8.50 (dd, 1 H, J =1, 5Hz), 1L.04 (br, I H).

20

1

25 5 645 25
3- (4- (3,5- =& %%&—1—%%%]—1—[%-@-%%
2o AR ) -5 WA -4-mkek K) -1 - R - BB SE Y
(1) 2-F-3- 4-FAEFAL) abrt
£ 10ml DMF #Jw A 13g 2~ & -3 - 2 . 1.88g # 7 A %
30 FAFA 14g BEAY, ABAE 60CTHIE 17 1. £5 R E 7
HRGRRA Kb hknt. FREALEH, Fas Qs
TTHBAECEHEH, MZBRTE - R (1 - 4) 9REEHEF. i
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10

25

30

T3S R 8L a e 8 2k i 15 AR AR AL &40 2.18g.

'H-NMR (CDC1s) & : 3.82 (s, 3 H), 5.11 (s, 2 H)
6.92 (brd, 2 H, J=8Hz), 7.15 (dd, 1 H, J =5, 8 Hz),
7.23 (dd, 1 H, J=2 8Hz), 7.37 (brd, 2 H J =8 H),
7.99 (dd, L H, J =2, 5 Hz)
(2) 2-MA-3- 4-FTREFLA) o=
B 215g M (1) B2 &EHRE 2- -3~ FAHkw, #AT

St 12— (1) RHGREAELE, FERALEY 359mg -

'H-NMR (CDC1s) & : 3.83 (s, 8H), 3.8-4.0 (br, 2 H), 4.99 (s, 2 H),
6.61 (dd, 1 H, J =5 8Hz), 6.92 (d 2H J =8 Hz),

6.93 (d, 1 H J=8Hz), 7.32 (d, 2H J=8LH,

7.79 (4, 1 H J =5 Ha).

(3) 4-CB-1- (3- (4A-FREFAL) -2-aksg k] -5
~ ¥ Aotk

H 359mg M (2) #H B e EYRE 3 - F -2 BrAer, #47
Hxafl 5- (2) RIBEGRZABLE, FH 284 431mg -

H-NMR (CDC1.) & : 2.44 (s, 3H), 2.50 (s, 3H), 3.79 (s, 3H)
5.05 (s, 2H), 6.85 (d, 2H, J=9Hz), .18 (4 2 H, J =9 Ho),
7.39 (dd, 1 H, J =5 8Hz), 7.46 (dd, 1 H, J =1, 8 Hz),
8.07 (s, 1H), 8.23 (dd, 1 H, J =1, 5 Ho).
(4) 3- [4- (3, 5-=ZamxK) - 1-%%KA) -1- [1- (3
- 4-FREFAL) -2-whw k) -5-FHER-4-apb k) -1~
7
Jl 430mg M (3) #5694 64 . 288mg 1- (3,5- =& K H)
Jhok th B 2 Ao 383mg fF FEE, #ATEH FAS 6- (1) RAHEHR LG
2L 32, 45 Bl AR AL &4 224mg -
'H-NMR (CDCls) d : 2.42 (s, 3 H), 2.65 (1, 4 H, J = 5 H),
2.88 (t, 2H, J=7Hz), 3.06 (t, 2 H J =7 Ha,
3.20 (t, 4 1, J =5Hz), 3.79 (s, 3 H), 5.05 (s, 2 H),
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6.24 (tt, 1 H J =2 9He), 636 (dd. 2 H J =2 11 Ha),
6.85 (d, 2 H, J=9H), 7.18 (d 2 H J =19 Ha),
7.39 (dd, 1 H, J =5 8Hz), 7.47 (dd, L H J =1, 8 Hz)
8.11 (s, 1 H), 8.23 (dd, 1 H, J =1, 5 Ha).
5 (5) 3— (4- (3, 5-=&FK) - 1-%kA] -1- (1- (3
a2 -wheR ) -S5-FA-4-wkedA) -1-A-RBLEE
B 224mg M (4) 3B 69 ety, #iTH Sk 5- (5) R
R e 4 58, 43 5| A= 2444 38mg -
B 162 -164C (49 A)

10 'H-NMR (DMSO-ds) & : 2.25 (s, 3 H), 3.05-3.30 (m 4 H),

3.45-3.55 (m, 2 H), 3.85-4.05 (m, 4 H), 6.13 (dt, 1 H J =16, 7 Hz),
6.56 (t, 1 H, J =9 Hz), 6.72 (d 2 H J =9 Hz),

6.78 (d, 1 H, J =16 Hz), 7.39 (dd, L H, J =4, 8 Hz),

7.54 (d, 1 H, J=8Hz), 7.93 (s, 1 H), 803 (d, 1H J=4H),

15
11.04 (br, 1 H).
5 58140 26
3- (4- (3, 5-ZR8FA) -1 -9%EAhA) -1- (5-F%-
(3—‘?@%br—7—um‘€%> —4—-wpek ALY -1 - R - RmEHEE&S
20 (1) 2- A —-3- TR iatr
A -78°CH 140ml A 7.7g =7 & AR 69 £ K@ G okeh s ¥ e
Ao 50ml E T A4 (1.6M Skeimik) » £ FA269E A T HA 30 94 .
BRFERE A 10ml A 74g 2 - RCRSE W E KRB R éﬂ#
by THAE 30 4. A, ERAERTIASAH R6lg = F A=A
A 6w ke iR R, £ R AR O IR T A 20 o4 B R R Bl AK
(#5 200ml) ¥, KREALHRCEER 2 8, BAWESLHF, Mgt
kot MAEKBRERMATEREREZH . BREHHTHKRESE
A, ML®MIE - (1 :19) RAEAES. FHF45E
A 2R, BB E 6.1
30 'H-NMR (CDCli) & : 2.49 (s, 3H), 7.16 (ddd, 1H J =8, 5 2 Hz)
7.62 (ddd, 1M, J =9, 8 2 Hz), 7.98 (dm 1H, J =5 Hz),
(2) 2- A& -3- FHhater
B o6.0g M (1) FEebemRHAE 2- 8 -3- F A A, #AT

(N0
N

1y
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512- (1) A¥ORERERXLE, FEIALEY 635

'H-NMR (CDCls) & : 4.00 (brs, 2H), 6.54 (brs, 1H),
6.66 (dd, 1H, J =7, 5Hz), 7.54 (dd, 1H, J =7, L5 H2),
8.11 (dm, 1M, J =5 H2).
(3) 4-CB-1- 3-Fak-2-akwAh) -5- F oot
Bl 635g M (2) BEGLEHRE 3 - R -2-BAWT, #i7h
saaf] 5 (2) R Rgf s, 3515854 9.78g-
'"H-NMR (CDCl.) & : 2.42 (s, 3H), 2.51 (s, 3H), 2.52 (s, 3H),
7.43 (dd, W, J =8, 4.5 Hz), 7.73 (dd, If, J =38, 1.5 Hz),
8.07 (s, 1H), 8.36 (dd, 1§, J = 4.5 1.5 Ho.

(4) 3- (4- (3,5-=8AFKX) - 1-%k%A) -1- (5-Fk
—1- 3-WVak-2-abrgdk) —4-mtee k) -1 - R
5 J 1.0g M (3) 55 894b4 . 946mg 1- (3,5- ZRFHKL) %k
hhB R 48 M FEE, HITETHE 6- (1) RENREPELE,
1% B 4% 2 4L &4 759mg -
'H-NMR (CDCla) & : 2.42 (s, 3H), 2.52 (s, 3H), 2.65 (m, 4H),
2.88 (t, 2H, J =7 Hz), 3.07 (t, 2H J =7 Hz), 3.21 (m 4H),
B 6.25 (tt, 1H, J =9, 2Hz), 6.36 (dd, 28, J = 11, 2 Hz),
7.43 (dd, 1H, J =8 5 Hz), 7.73 (dd, IH, J =8 1.5 Hz),
8.11 (s, 1H), 8.37 (dd, IH, J =35 1.5 Ha).
(5)3- (4- (3, 5-=RFE) -1-%%A) -1- (5-FPA
25 1 (3-FEHRA-2-atg &) —4-wbek X)) -1-R-AKkA®RL
Ji 759mg M (4) 1F51694o4, #iT5£HG 5S- (5) F#H®
BB AR J5 40 T2 . 1% BlAR AR AL 44 540mg -

i . 198 -212°C (4 #2)
'H-NMR (DMSO-ds) & : 2.22 (s, 3H), 2.43 (s, 3H), 3.00-3.30 (m, dH),

30 3.54 (m, 2H), 3.85-4.05 (m, 4H), 6.13 (dt, 1H, J = 16, 7 Hz),
6.57 (tm, IH, J = 9 Hz), 6.73 (dm 2H, J = 9 Hz),
6.78 (d, 1H, J = 16 Hz), 7.57 (dd, IH, J =8, 4.5 Hz), 7.968 (s, 1H),
7.90-8.05 (m, 1H), 8.34 (dd, IH, J = 4.5 1.5 Hz), 10.62 (brs, 1H).

n

11
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5

10

15

20

30

5 384 27
3- (4- (3,5-—&FX¥%) —1-%%HA) -1- (5-FA-1-
(3- PaEfe—2-wbog dk) —4-abed k) - 1-R-A%EEAE
A 385Smg M FE AL 26— (5) FEGALESH KT BLER
(10ml &, 10ml P& ) T i 405mg FaLE 4k, ARG A ERIH 65
IB . EREBRPONAGERAKRES . KERES - Y8 (9: 1)
EIC3 R, BAMWESH, Aiek kit AEKEBRMATRSE
AhiEA - BARGHBITHRERAEEEES, Hal - 78 (13 : 1) &
SAFREF . KA S BHOEMNIBrRE, ERED P IN R
/LB ER, REERLRUEBERITEL S, FEAFMLEY 154me -
7B . 139-144T (9 ##)
'"H-NMR (DMSO-ds) & : 2.58 (s, 3H), 2.84 (s, 3H), 3.35-3.50 (m 2H),
3.79 (m, 4H), 3.90-4.00 (m 2H), 4.57 (dm, 2H, J =7 Hz),
6.34 (dt, 1H, J =16, 8 Hz), 6.60 (tt, 14, J =9, 2 Ha),
6.77 (dd, 2H, J =11, 2 Hz), 6.92 (d, 1H, J = 16 Hz),
7.76 (dd, 1H, J =8, 5 Hz), 8.20 (s, 1),
8.56 (dd, 1H, J =8, 1.5 Hz), 8.68 (dd, IH, J =5 1.5 He),
12.57 (brs, 1H).

it

]

258,49 28

= (1- 3-8 -4-wh) ~5-Fh-4-ntekd) -3- (4
- (3,5-ZRFAE) -1-k%E) -1-R-A"AKEEERR

(1) 3- & -4-#akx

£ -78°CHE 76ml A 10ml =% & AR IR 69 &K 1 & ok 5 T Ao
X 48.6ml ET 42 (1.57M ©EER) » A RMRE THE 30 4.
R Y A 10ml 4 F 8.66g 3 - AR W ke isiR, £-78
CHAE 30 T4 B A E A 19.4g 36 W H okl 5% 30ml, £ - 78CH
¥ 3004, REABEOC, HHF 250K FREREANE 8% EAR
B AR K iE i (300ml) P, A LB E B . AALERKA 10 % HEK AR
Kk« KietbAe g hkkd, RETFTR. ZREHN. KRB HiT
ERAEEERY, ALBRE-CTRKR (1 :9) QREEMNEF. BT
5o Balbimiig o ikiE, FE R E4 4.54g .
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'"H-NMR (CDCly) & : 7.80 (d, 1 H J=5 Hz), 8.07 (d, 1 H, J =5 Hz), 8.
56 (s, 1 -H).

(2) 4-C28-1- (3-8 —4—aksgtk) ~5- Fhat
5 2 20ml & A 4.54g I (1) 52 64 &4p80 T Bz + o A 2.93ml
— K G B fe 2.78g ERAT, ARG MMEA 9 P . A HE, R LB
XNE100ml ARP . RMEAZER 4 K. AWERfafe g hkikd, KB
FrR . EdEH . BARGhEITHRAAGEES (A 2% 5% T -
RAFEF) . AR 6 1.58g R EE kA X B 10ml & 2.07g TAAE
10 BPACBRSAF 132ml CEARGERT, £AZRTHF 30 249
BEHEA OCHM 2 bt A S RBER, KREHH L& - Tix#AlT
an, 1FEARMAEHY 1.93g.
'H-NMR (CDC1:) & : 2.47 (s, 3 H), 2.52 (s, 3 H),
7.37 (d, L H J=5Hz), 8.08 (s, 1H), 870 (d 1H J=5Hz),

15
8.84 (s, 1 H).

(3) 1- (1- 3-R-4-wkrgk) ~-5- FH-4-abeb k) -
3- (4- (3,5-Z&XK) - 1-%k%EHh) - 1- "
Jl 783mg M (2) # 8]654&40 . 500mg 1- (3,5- =&AFXKL)
20 kek AL A0 665mg M FES, #ATHE EAE 6- (1) FIHOR LG
s, 15 B AR AL 4 759mg -

'H-NMR (CDCLls) & : 2.47 (s, 3 H), 2.67 (t, 4 H, J = 5 Hz),

2.90 (t, 2H J=7H), 3.09(t, 2 H J=7H,
o 822 (L 4 U =54, 6.25 (¢t LE J =2 9 H),
6.36 (dd, 2 H J =2 9Hz), 7.37 (d, L H J=25Hz), 8.13 (s, 1 H),
B.70 (d, 1 H, J =5Hz), 8.84 (s, 1 H).
(4) 1= (1- B-R-4-abgh) -5-FAhA-4-ab K] -
3- (4- (3,5-2AFXK) - 1-%%HK) -1-R-*"Hm$®mE
30 A 358mg M (3) HEI&LEY,. #iTHThE S- (5) F#H
R Ao jG 4032, 5Bl AR AL &4 192mg .
bk 120-1247C
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10

LS

'H-NMR (DMSO-ds) & : 2.21 (s, 3 H), 3.05-3.15 (m, 2 H),
3.20-3.30 (m, 2 H), 3.50-3.55 (m, 2 H), 3.90-4.00 (m, 4 H),
6.18 (dt, L H, J =16, 7 Hz), 6.57 (t, 1 H, J =9 Hz),

6.73 (d, 2 H, J =9 Hz), 6.79 (d, 1 H, J = 16 Hz),

7.66 (d, L H, J =5Hz), 805 (s, L H), 875 (d L H J=25H)
8.93 (s, 1 W), 11.19 (br, 1 H).

345 29

1- (1- 3, 5- =R -4-wtgh) -5-FPR-4-wmper ) -3
- (4- B,5-=RXA) -1-%%HR) ~1-K-"ELH L

(1) 3,5- =5 —-4-#Hhater

Fl 5.0g 3,4, 5- ZRAWERH 2-A-3-FaAasr, #i75
a4 12— (1) Rl REFo G &, 1584z E4 2.85¢

"H-NMR (CDCls) & : 4.16 (brs, 2H), 6.09 (brs, IH), 8.23 (s, 2H).

(2) 4-C@-1- (3,5~ Zf -4-9akog k) —5- Fihobop
F2.85g M (1) FEGMLEMARHE 3 - R -2- Aoz, #i75
gl 5- (2) P REELE. FHIFMLLH 121,

'H-NMR (CDCl;) & : 2.41 (s, 3H), 2.53 (s, 3H), 8.14 (s, 1H),
8.73 (s, 2H).

(3)1- (1~ (3,5-=F-4-wvt k) -5-FHA —4- oo 1)
-3- (4- (3,5-ZAFXHE) - 1-%%A) -1 -FEAEHK L
J1 540mg Jh (2) B 69464 . 468mg 1- (3,5- & X&)
KRB A 2.4g P PEE, MATEHEAN 3- (1) AHORE,
WRILESY, 3 AR 4E 4 247mg -
ok . 183 -187°C (49-f#&)
'H-NMR (DMSO-ds) 6 @ 2.37 (s, 3H), 3.20 (m, 4H), 3.45-3.60 (m, 4H),
3.64 (m 2H), 3.98 (m 2H), 6.56 (tm, 1H, J =9 Hz),‘
6.75 (dm, 2H, J = 10 Hz), 8.51 (s, 1H), 8.99 (s, 2H), 10.58 (brs, 1H).

(4) 1= (1= (3,5- =& -4-vkvg ) —5- P —4- apop )
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10

25

30

=3- (4= GB,5-=RXA) -1-%%A) -1-R-AKA&H
J 235mg M (3) HFE &GS, #HITE5THE S- (5) R
Bz Ae)a sh 32, 45 B iz A 4L 54 80mg -
g 195-207C (9/2)
'"H-NMR (DMSO-de) & : 2.15 (s, 3H), 3.05-3.25 (m, 4ID),
3.50-3.60 (m, 2H), 3.85-4.05 (m 4H), 6.18 (dt, 1, J = 18, 7 Ha),
6.56 (tm, IH, J =9 Hz), 6.72 (dm 2H, J = 9 Hz),
6.79 (brd, 1H, J = 16 Hz), 8.12 (s, 1H), 8.95 (s, 2H),
10.56 (brs, 1H).
5 554 30
3- (4- (3,5-=AFA) - 1-k%k&) ~1- (5-FH%-1-
QQ-FAFRE) -4-wkot k) -1-R-A"AHLEHRN
(1) 3- (4- (3, 5-=RFKXHKL) —1-kpHh) -1- (5-FX%
-1- 2-FEAXE) —4-att ) -1~ AR
A 712mg 4- B -5-FHh-1- (2-FHAERHL) == . 500mg
= (3, 5- ZRAFXA) Rekdh @4 665mg F TEE, #iT5H L4 6
- (1) F#EGRaELE, FERMAESY 44Tmg -

'‘H-NMR (CDCls) & : 2.03 (s, 3 H), 2.38 (s, 3 H),
2.66 (t, 4 H, J =51H2), 2.89 (t, 2H J =7 H,
3.08 (t, 2/, J =THz), 3.22 (t, 4 H J =5 Ha),
6.25 (tt, 1 H, J =2 9Hz), 6.37 (dd, 2 H, J=2 10 Ha),
J
J

it

7.20 (4, 1 H, J=17He), 7.33 (t, 1K 7 Ho,
7.36 (4, 1 H, J=7H, 7.41 (t, 1 4 7 Hz), 8.06 (s, 1 H).

(2) 3= (4- (3,5-=AXK) - 1-%EA) —1- (5-F4
~1- (Q-FHEER) 44—k k) - 1-FA - AKL®RL

H 440mg M (1) 15864, #i7 5 £mi) 5- (5) B
B FeJa /32, 45 B AR A AL 44 352mg -
& 112-116T .
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'"H-NMR (DMSO-ds) & : 1.98 (s, 3 H), 2.10 (s, 3 H), 3.05-3.15 (m, 2 H),
3.20-3.30 (m, 2 H), 3.45-3.55 (m, 2 H), 3.85-4.00 (m 4 H),

6.12 (dt, 1 H, J =16, 7 Hz), 6.56 (tt, 1 H, J =2, 9 Hz),

6.72 (dd, 2 H, J =2, 11 Hz), 6.77 (d, 1 H, J = 16 Hz),

7.27 (d, 1 H, J=8Hz, 7.30-7.50 (m, 3 H), 7.90 (s, 1 H),

11.30 (br, 1 H).

52 A4 31
3- (4- 3,5-=AXHE) -1-%%KX) -1- (1- 3-F&
100 KA-2-wtk) -S-FhA-4-atd k) -1-KR-"FELBRL
(1) 2-#-3-F & A&n%
£~ 78CH# 20ml &4 13g =/ ®AK KK L okwd 5k F Ao
AN 48ml ET A4 (2.5M Thigik) » ARHGBE THE 20 24 -
R Z TN 10ml A 1.1g 2- PR AakhtIwaskeging, 4
15 —78CHH 1 P Er A 10ml 24 4.0g @I D khiEik . 284
SR EZTE, B 4 ot AR TEBRIE R LBEHFBEERE
MAate iR A KiG i fo ot Kok F . AR KRBT IRE X
hE A o kR G ki ’ﬂiﬂﬂiéiﬁ:%ﬁ% A7 R - KFTAF4A A
& 6948 ik v . 433 0.49g 4= AL &4 .

'H-NMR (CDCls) & : 4.02 (s, 3 H, s), 7.94 (4, L H, J =2.5 Ho),
7.99 (d 1H J =25 Hz).

20

(2) 2-MA&-3-FAKER%
£ 10ml 2 F 0.49g MDA B 9L &4 69 @ R ekl 15 i F Ao X 0.5g
25 —KEM, WAEA 3 K. RERARGHFE, KERNiai 4 8Kk
Fo R RKBEBATRE AHEN. FH48454 03g.
'H-NMR (CDCls) & : 3.8-3.6 (m 2 H), 3.98 (s, 3 H), 6.20 (bs, 1 H),
7.39 (d, L H J=234Hz), 7.63 (d, 1 H J=3.4Hz.

30 (3) 4-C8-1- QB-FAA-2-whK) —5- F Arpod
Jl 300mg M (2) 5 &9 RH%E 3- -2~ Mhater, #47
Hgsbl5- (2) A RERELE, 25581444 350me -
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'H-NMR (CDCLs) & : 2.51 (s, 6 1), 4.01 (s, 31, 8.08 (s, 1 1),
8.19 (4, 1 H, J =29 Hz), 830 (d LH J=208H).

(4) 3- (4~ (3, 5-=8AFKKE) - 1-%%FHK) -1 [1- (3
5 —FAX-2-wmh) -5-FHh-4-abek) -1 - FHE
1 350mg A (3) 452694 E4 . 350mg 1~ (3,5- Z&XHL)
ok hB g 12g 7 FEE, BITEFEHH 6- (1) RO RZIFER
¥, 5 AFA S 340mg -

'H-NMR (CDCls) & : 2.52 (s, 3 H), 2.65 (t, 4 H, J =53 Ho),

10 2.88 (t, 2H J="1.3Hz), 3.08(t, 2H, J= 7.3 Hz),
3.91 (t, 4 H, J =523Hz), 4.04 (s, 3 H),
6.25 (tt, 1 H, J =10.7, 2.5 Hz), 6.36 (dd, 1 H, J =10.7, 2.5 H2),
8.13 (s, 1 1), 8.19 (4, 1 H, J=25Hz), 830 (d LH J=25Hs.

15 (5) 3= (4~ (3, 5-=®mAHE) - 1-%%K) -1- (1- (3
- PARA-2-wk k) -5-FR-4-akedA) - 1- A -ABERK
e

Fl 340mg M (4) #FE &GS d, #iFE5 LG S (5) R
KB Ao je 2L 32, 43 Bl AR AL 449 250mg -
20 BiA . 198-205TC (#-f2)

'H-NMR (DMSO-ds) & : 2.22 (s, 3 H), 3.1-3.2 (m 2 H),
3.2-3.3 (m, 21D, 3.4-3.6 (m, 4 ), 3.8-3.9 (m, 2 1), 3.55 (s, 3 H),
6.15 (dt, 1 H, J =156 7.3 Hz), 6.5-6.6 (n, L H), 6.7-6.8 (0, 2 H),

55 7.99 (s, 1 H), 8.28 (d, 1 H J=23.08Hz), 845 (d L H J=230H.

5 3545 32
3- (4- (3,5-=RFE) -1-%%HL) -1- (1- (6-F &
F-2-whvk ) -5-FR-4-mteb R) -1-R-A"HEHHED
(1) 2-mA-6-Fa Kok
30 FEFE (20ml) $hwA33gRTEHMA KEAEZETHFE L,

K mREMAEHE 0CE AN 5.0g 2, 6- ZfEx%, HEALFREFE
Eim, FREEF 18 0. Rk A A mHaE, A AEF R Ekstt,
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10

30

Al F oK ER A TR G AR AR . BTG RGHEMA 20ml TE T K
o B 20ml A A 15g —KAME TE BT, KB 5.0g HE
49, pe iR 24 1 . R AR KB R RATFER . A AR LK
@ﬁ@iéﬂaﬂ% KB . MBAYDRAEG -Ch#ITELa, F2
s AL G4 1.8g -

'H-NMR (CDCLly) & : 3.8-3.6 (m, 2 H), 3.98 (s, 3 H), 6.20 (brs, L H), 7.
42 (s, 1 W), 8.29 (s, 1 HD.

(2) 4- T8 —1- (3-FAN]R-2-wkhi) -5- F Ak
Bo1.5g A (1) BalasehRE 3- 2 -2-Bikae, #4755
Lt S - (2) ﬂﬁ%éﬁfi/’ﬁv 218, 43 B A7 A AL A4 2.3g -
TH-NMR (CDCls) & : 2.51 (s, 3 H), 2.97 (s, 3 H), 4.01 (s, 3 1),
8.04 (s, 1 H), 8.25 (s, 1 W), 8.73 (s, 1 1.

(3)3- (4= (3,5-=RFK) -1-%%%k) -1- (1- (6
~PRA-2-kB ) —5-FA 44—k A) -1 - REA

B 23g Mk (2) BRI eY . 24 1- (3,5- ZRAKRE) %%k
hEg A 10g P PES, #iTE AN 6- (1) AFEOREZIELE,
53 AR AL A 1.3g .
"H-NMR (DMSO-ds) & : 2.7-2.9 (m, 4 H), 2.93 (s, 3 ),
3.0-3.2 (m, 6 H), 3.5-3.6 (m 2 H), 4.01 (s, 3 1),
6.18 (tt, 1 H, J =10.3, 2.0Hz), 6.35 (dd, 1 H J = 10.3, 2.0 Ha),
8.00 (s, 1 H), 606 (s, 1H), 828 (s, 1H).

(4) 3~ (4- (3, s—;éffwwf&) -1-keA) -1- (1- (6
~ PR A -2-kA) -5- PR -4-wbed k) -1- R - REEHE
2

A 1.3g M (3) FEIeLedy,. #iT5 %G S- (5) AHOR
FiAo G 432, A3 R AR AL &4 650mg -
fE & . 220-227C (9 f#)

"H-NMR (DMSO-ds) & : 2.6-2.7 (m, 4 H), 2.74 (s, 3 1),
3.3-3.4 (n, 6 H), 4.00 (s, 3H), 6.09 (dt, 1}, J = 16.1, 7.3 Hz),
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6.26 (tt, 1 H J =10.3, 2.0 Hz), 6.3-6.5 (m, 3 1), 8.23 (s, L H),
8.14 (s, 1 H), 880 (s, 1 H).

5 5845 33
5 - (1- Q-%8%k-6-9 k-4-8gHh) -5-FHk-4-
b ) -3- (4- (3,5-=&AXK) ~1-%%Kk) -1-KR-"K
(1) 4-28-1- QQ-FaA%k-6-FK-4-ggk) -5-7F
Aot ok
#Fd50g 2,4- -6 FPAFE . 3.8ml FHA 75ml &= T &
10 AmegRsHm T 35g TEHM, REAEERTHIF 6. BR
ELEE Nk AKF, A RAGER, AERAfeR R KRS, HEKAR
BANTIR G A REF . 2359 P 40ml LEF 057ml K. RE
hen 3.8g —KE Mo 635g HE4T, mAER 2 P AHFEERS
B RAEGRRE, RGP ARG, REAKRLE. KER I -
15 V& (9:1) ¥R 3k, (AMNESFH, MKk, ALK
BRERAN TR B R BEH - EATFREY T imN 48z TRAALR T AT
REAF 75m] LEE, AZERTHME 40 08, AERBAEESH 70C,
FEFHEAE, AR REMEMALE. REAY 60CHERSF | Jaf. &
HEFTEBEABEH, HHFARGhHITRHRRAZEEHES, Ak -
20 ZECBE (2:1) IRSBEANET . HEHEMREAESY G2 RYE
FEAR AL A4 2.31g. NEASRBELEMOEFE IS 4- L
B-1- (4-FR8KA-6-FHh-2-#wsh) -5~ FHEm% 499

'H-NMR (CDCls) & : 2.50 (s, 3H), 2.55 (s, 3H), 3.00 (s, 3H),

5.46 (s, 2H), 7.30-7.50 (m, 6H), 8.01 (s, LD,
25

(2) 1= (1- Q-F8%k-6-7F A-4-F=wk) -5-F&
—4-abek A) -3- (4- (3, 5-ZARAXE) -1-REE) -1-A
&R
B 3.0g M (1) F584sdh . 226g 1- (3,5~ ZAKXE) %
30 ch#mEEfe 122g 4P TFEE, #ITHEEHRY 6- (1) AHGARFEL
B, AR B AR 1.12g.
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'H-NMR (CDCis) & : 2.55 (s, 3H), 2.60-2.70 (m, 4H),

9.86 (t, 2, J =7 Hz), 3.01 (s, 3H), 3.05 (t, 2H, J =7 Ha),
3.15-3.25 (m, 4H), 5.46 (s, 2H), 6.25 (tt, 1H, J =9, 2 Hé).
6.35 (dm, 20, J = 10 Hz), 7.30-7.50 (m, 6H), 8.05 (s, 1H).

(3) 1- (1- Q-F8k-6-7 A-4-Fwh) -5-FLK
~4-okek &) -3- (4- (3, 5-=AERE) -1-%%EEL) -1-K
- R I
M o1.1g MK (2) 336 sdh, #ITE5EREE 1- (2) AFHGKR
10 B, RBEBREREE . ERGH T w7, RRXF RSB MK
B At g Bk S, MEKBBATRERABEH . BAREH2
1T AL AL & AR ) m%ﬁ TE (99 : 1) REERES . BAE
AR eALS g e kg, T B AR AL S 4D 476mg -
'H-NMR (CDCls) & : 2.51 (s, 3H), 2.60-2.65 (m, 4H), 2.71 (s, 3H),
3.15-3.25 (n, 6H), 5.45 (s, 2), 6.09 (dt, i J =16, 7 H2),
6.25 (tt, 16 J =9, 2 Hz), 6.37 (dd, 2H, J =11, 2 Ha),
6.39 (d, IH, J = 16 Hz), 7.30-7.50 (m, 6H), 7.81 (s, 1H.

15

5 36,15 34
20 3- (4- (3, 5-—AFL) - 1-%ERXR) -1- (1- -#%
~6-FHRh-a-Heg i) -5-FHR-4-wK) -1-R-A"AK
4 475mg M E 4] 33— (3) iFE e F A 3ml =R LK
Fo 0.12ml FAK @ Adx, KREAE SOCHRHH 2.5 DEF . R IR Y
BTG RGYH P wABIBEBEaMKER, RERES HER 3 XK.
25 BAMESF, At kobd, AEKEEATRE AL BN -
R GAdAT AR A GG AR - FE (39 1) YRESEMNE
o GHEASE LSS aRE, FERAKEY 193me .
'H-NMR (CDCls) & : 2.45 (s, 3H), 2.60-2.65 (m, 4H), 2.81 (s, 3H)
3.20 (dm, 24, J =7 Hz), 3.20-3.25 (m 4H),
30 6,10 (dt, 1H, J =16, 7 Hz), 6.26 (tm, IH J = 9 Hz),
6.35-6.40 (m, 2H), 6.40 (d, 1H, J = 16 Hz), 7.08 (s, lH,
7.84 (s, 1H).
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= 5845 35
1- (1- 2-R-6-F HA-4-eFexi) —5- P2 —4- apog
A) -3- (4- B,5-=ZRAEX) - 1-%%AL) -1-K-H"%

5 £ 250mg M B 34 FE S F o Sml BEALEE, KB
£ 60CHF 25 P BREBRRE, EHREWF K. BB R
WA AR RED P, RERARFER 3 X . $AWESH, Niad
EHhKES, MEKBRBRATREAZALEHN. BRGHBITEHEE
wAEH . R RGRA . KL E GRS ErRE, 135 47440

10 447 180mg -

H-NMR (CDCLs) O @ 2.56 (s, 3H), 2.60-2.65 (m, 4H), 2.75 (s, 3H),
3.15-3.25 (m, 6H), 6.11 (dt, 1H, J = 16, 7 Hz),
6.26 (tt, 1H, J =9, 2 Hz), 6.35-6.45 (m, 3H), 7.73 (s, 1K),

s 7.84 (s, 1H).
5 A 4] 3
3- (4- <3,5—:”3££E) “l-kkA) ~1- (1- (2- (2
-~ FTREAFTEAL) ~6-FHh-a4-Fox k) —-5- FH —4- ot )
-1-R-A"%k
20 £ 15ml 24 155mg M E3446] 35 15 8| 654{L64p6h @ Kkl B i

Fm 240mg 2 T A A F AR LA H K4 (S0mg. 0.362mmol) - KB

M ER 60 DI HRRERT ARG, RGNS KibE. 1

AIEEH, AEKBREMEELEREEH . BRI YR ITHRA S

AR, M - FEE (99 1 1) RS EFEA . BFHIFSRAGLE
25 ApEetE k. 13 EAR AL A4 183mg.

'H-NMR (CDCLs) & : 2.39 (s, 8H), 2.55-2.70 (m, TH),

3.18 (d, 2H J =7 Hz), 3.20-3.25 (m 4H), 3.80 (s, 3H),

4.58 (d, 2H, J =6 Hz), 5.39 (br, 1), 6.05 (dt, 1H J =18, 7 Ha),
6.25 (tt, 1M, J =9, 2Hz), 6.30-6.40 (m 3H), 6.87 (d, 24, J = 9 Hz),
7.07 (s, 1H), 7.20-7.30 (m, 2H), 7.78 (s, 1H).

30
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= 545 37

- (1 Q-8E&-6-Fk-4-FmAh) -5- FH -4-abok

&) -3- (4- (3,5-ZAXE) 1—%%%]—1<&—ﬁ%£&
£

5 £ 212mg M FE 4] 36 356G EHF e N Sml = H T E A S0ul

G AE, REWMAETAR 4 P . $REBREBEAZGH T w847
XA et B aMRiEk oot EKik A, REKRRMTRSE
AR BARGHAITHREEERD, AEG - T8 (66 : 1) 4
AR R, KPR S Eléﬂhf\%é’a*%’ TR . G M F e IN

10 $HEB/CEHER 2ml. REEMLERITELEE, S5z 8440

134mg -

BE . 210-217C (9 /%)

'H-NMR (DMSO-de) & : 2.30 (s, 3H), 2.72 (s, 3H), 3.05-3.25 (m, 4H),

3.50-3.60 (m, 2H), 3.90-4.00 (m dH), 6.20 (dt, 1H, J =16, 7 Ha),

6.56 (tm, IH, J =9 Hz), 6.72 (dm, 2H, J =9 Hz),

6.80 (d, IH J =16 Hz), 6.92 (s, 1H), 8.06 (s, 1H), 10.74 (br, 1H).

AR) —1-%k%HE) -1- (1- (2- (4
20 - FTRAFAARL) -4--FwA] -5-Fh-4-a2A) -1-K
(D 1- Q-FRAA-4-#%HL) -5-FTEA-4-wb-2HHKT

£d 25g 2, 4- =R CEE . 20g FE A0 300ml AT EF 4L R 69 A

25 AP e 245 MTEA, RBEATIETHME 24 18t 3R EERE N
Blokke, RAERMAATER, AALEAEF £ EKEAE, A LKERK
MTRE ABER . ZAREH T o 200ml TEBEE N 40g — K-S
Ftde 250 SR ER4T, ARG EIR 24 [0 AH B EFBESRLRKE,
BREGM P NB, RKkE. KER&S - F& (9:1) £5 3
30 K, FAMEEH, AEfd Kkt MAEKAERMTFRE XHE
Bl ZATAFRE D P 200ml T8, RE AN 100ml 4 F 48.5g
CHRADWROBLLHM OB LEER, ATRTHIE | EJE o
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Ela 5 i . A ERGARER, BRGYAITHRIEEEH A

otk - Caeas (2 1) 9RSEMEF . BAHEAEA KRS

P 8948 0k 5 B AT Bl AR AL &4 9.4g . A H BARTEIL A A 618 9 1%

HEIFH1l- A-FRE-2-Fwh) -4-CEAKA-5-F hatog
5 40.5g.

'H-NMR (CDCls) & : 1.38 (t, 3 H, J =17Hz), 3.04 (s, 3 1),

4.33 (qp 2H J=7Hz), 5.48 (s, 2 H), 7.3-7.5 (m, 5 H),
7.60 (d, 1 H J =5Hz), 8.04 (s, L H), 860 (d 1 H J=05H).
10 (2) 1- Q-4 -4-vgezgh) -5-F K -4-abod Kk L85

B 6.18g A (1) 132894 &4 . 43ml K& FE A 60ml =& T
BRI REMATRTHF 15 it REXAEZA L& . AKEDY
AN 100ml L8, AFETHF 2 IEHBIERTEY. 52 iREML
& 4.27g

5 'H-NMR (CDCLs) & : 1.38 (t, 3 H, J =7Hz), 3.10 (s, 3 1),

4.34 (qp 2 H, J=7THz), 7.20 (4, 1 H, J =T Ho),
7.77 (d, 1 H, J =7 Hz), 8.06 (s, 1 H).

(3) 1- 2-F-4--gwsgk) -5-FHE-4- b2 R8T
20 £ 427g A (2) 13269464 F sm N 30ml & & ALHE, oA E A 4.5
bt AHERTREHRRZRERENEKKY . B ETRAER
THdE 30 240, BERAREAY, 5B ML 4.29g.
'H-NMR (CDC1,) & : 1.39 (t, 3 H, J =7Hz), 3.09 (s, 3H),
4.35 (o, 2K, J=THe), 7.93 (4, 1 H J=5Hz), 8.08 (s, 1 1),
8.66 (d, 1 H, J =5Hz).
(4) 1- (2- 4-FAEFEAAR) 4-FwHh) -5-Fk
-4 — ook 5 B LB
Ydr 2.21g M (3) 4321894 &4 . 22ml 4~ FAAFK . 1.15¢
30 ERA4TH S50ml WERRH ARG RS M RE R 14 . APEER

BARROR G Ao 100ml K. fE4E 2 DB . JRELAT R 4D, 13 Bl AR AAL
&4 3.01g-
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'"H-NMR (CDCls) & : 1.37Ct, 3 H J =7Hz), 2.95 (s, 3 H),

3.80 (s, 3 H), 4.32 (q, 2H J=7TH2), 459 (d, 2 H J =6 Ha),
5.55 (br, 1 H), 6.88 (d, 2 H, J=8Hz), 7.18 (4, 1 H J =5 Ha),
7.21(d, 2 H J=28Hz), 8.01 (s, 1H), 837 (brd, 1 H J=5Hz).

(5) 1- (2- U-FaAFTEEHE) -4-FegHh) -5-F 4
- 4 — wh ok T EE
fRAAETIE 80ml &4 2.99g M (4) FEGLEHEY =& F
s A4 E -78C, KER 30248 AmAa=FT R4 (IM
10 TIRE®R) 32ml, ARMEEE THHE 4 ot . SRR EREY,. BR
RK R KA oA ok, WHMETFRERHEN . AR EH
A 50ml ==& kiAe 637g EH ARG, AZBRTHRME 24 . i
BRI RERRE . BREDAITERAEGEHRD, ALK
LB - RAr (1 :9) 9REEANET, FAFESBEGNEHGEIR
15 % . 43 Bliz 8454 1.87g.
'H-NMR (CDCls) & : 3.10 (s, 3 H), 3.81 (s, 3 1,
459 (d, 2 H, J =6Hz), 579 (br, L H), 6.89 (d, 2 H, J =8 Hz),
7.21 (d, LW, J=5Hz), 7.27 (4, 2 H, J=8H), 805, 1H),
8.36 (brd, 1 H, J =5Hz), 9.99 (s, 1 H).

(6) (E) -3- (1- (2- 4-FREFEAL) —4- @z H)
—5-Fh-4-akek K] -2- AH R B
@ 1.62g M (5) 3B ébd . 2.09g (CARBAT TP L) 32*&7:%
Ht 4% (Phospholane) #» 50ml ¥ X4 K 6244 4& 80CTH # 15 /)8
25 REGRAeZEWHES BRI B4, 5B AREASY 1.78g-
‘H-NMR (CDCls) & : 1.33 (t, 3 H, J=1THz), 2.72 (s, 31,
3.81 (s, 3H), 4.25 (g, 2 H, J=7Hz), 4.58 (4, 2 H, J =6 Hz),
5.55 (br, 1 H), 6.25 (d, I H, J =16 Hz), 6.88 (¢, 2 H, J =38 Hz),
7.18 (d, L H J=6Hz), 7.27 (d, 2°H, J =8 Ha),

.98 (d, IH, J=16Hz), 7.88 (s, 1 H), 8.34 (d, L H J=56H.
(7) (E) -3- (1- (2- 4-PEAFEAHR) —4-8x )

30

-1

61



98803733. 5 oM 4 ZE59/75m

—S5- WA -4-wheR) -2- B
AERASE T 32ml &HA 1.25g A (6) FE 6o = 47
beimm A El - 78°C, RERM 30 o4 ey M A A=/ T A4 (IM
i) 127ml, ARBBE THHSE 4 . BRERTY W ABEE
5 BATKER. RABAER TR 2 ot TEMETEY . BREE
RikAetode KRS, BANBE FBREANEN . BREH T oA
50ml ==&ide 2.76g FM A A4, REA TR T 24 ot. B
HRELARRETEY, RABHRRRE . EREH P o, B

Bt di 4. 133 4x 144 799mg -

10
'H-NMR (CDCls) & : 2.75 (s, 3 H), 3.81 (s, 3 1),

4.59 (d, 2 H, J =6 Hz), 553 (br, 1 H),
6.54 (dd, 1 H, J = 8 Hz, 16 Hz), 6.89 (d, 2 H [ =8 Hz),
7.21 (4, 1 H, J =5Hz), 7.28 (d, 2 H J =8 Hz),
15 7.37 (d, 1 H J=16H2), 7.91 (s, L H), 8.37 (d, 1 H J =5 Ha),
9.64 (d, 1 H, J =8 Hz).

(8) 3—- (4- (3, 5-=&AFK) - 1-%R%&L) -1- (1- (2
- U-FAREFEAL) -4-H) -5-FH -4-aek A) -]
20 - R - AN
® 350mg A (7) 13 69444 . 280mg 1 - (3,5- ZRAER)
Uk B A0 20ml LB ARG RS MAE TR TR | b, K é4£)i
ELig ¥ N 0.45ml T8 A 200mg RAF A4, A EFRTHE ] 0
FAE R R ¥ Ah Ao 200mg RAM A4, £ TR T HHAE 48 og . 4£}s’c
25 RPN IN ARAMKER, REREAE - FE (9:1) R4EH
ER, AWERRgd ket FREXE LG . ¥ERGpirita
A E WS, MAAF - FPEE (29 ;1) BEEAMBRF. 448044
WO R FEAFAAL A 370me -

H-NMR (CDCle) & @ 2.5-2.6 (m, 4H), 2.64 (s, 3 H), 3.1-3.3 (m, 6 H), 3.
80 (s, 3H), 4.58 (d, 2 H, J =54 Hz), 54-5.6 (n, | H),
6.06 (dt, 1 H, J =16, 7 Hz), 6.25 (dt, 1 H, J =9, 2 Hz),

30
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10

15

20

6.37 (d, I'H, J =16Hz), 6.3-6.4 (m, 2°H), 6.87 (d, 2°H, J =38 Hz),
7170, 1 H, J=5Hz), 7.27 (d, 2 H J=8Hz, 7.79 (s, 1 0,
8.30 (d, L H, J =5 Ha).

45 39

1= (- Q-8&-4-Fxgh) -5-FHA-4-mbor i) -3-
(4- (3,5- &A% %)ﬂfﬁ%%]—hﬁ.ﬁ%ﬁ&%

® 370mg M 52764 38 152 694440 . 10ml Z A Z & 0.23m] &
EEAMRG R AW IE S FaS] 37 R F kR AITAE, 53 AN
4 200mg -
BB 206-209C (9 f2)

H-NMR (DMSO-ds) & : 2.73 (s, 3 1), 3.0-3.2 (m 4 H),
3.5-3.6 (n, 21), 3.9-4.0 (n, 4 1), 6.20 (dt, 1 H, J =16, 7 Hz),
6.60 (tt, L H J =28, 2Hz), 6.76 (dd, 2 H, J =9, 2 Hz),

6.70 (d, 1 H, J=16H2), 7.00 (d, 1 H, J =5Hz), 810 (s, 1 H),
8.30 (d, 1 H J =5 Ha).

52 A 45] 40

3= (4- 3-A-5- U-FAEAFAA) XA) —1-%k% i)
1= (- (2- U-FREFEAAL) -4-F"Hh) -5-FA -4

—tek K) - 1-R - Ak

(1) 1-%-3-8-5- 4-FARAFAL) X

EEA 22ml T RAEFES Soml N- F Lotk iz e g o4
TN 840mg AL (0% wAFR)  AHRAABRT., A2 TH
a5 24 BRART A 2Ml 1- 8 -3, 5- Zf%. £ S0CHE
SPE M R R EINEI K - B AR (S0mD) P, RTE-TE (1:1)
ER 3R AWE Rt kA, AEKEEHTFRE X EEH .
KRG RITHRAREEES, AR -8B T8 (19 : 1) B EF
B, P34 B8Ry, 135 17 144 4 4.88g -
‘H-NMR (CDCls) & : 3.82 (s, 2 H), 4.95 (s, 2 H),
6.62 (dt, 1 H J =10, 2Hz), 6.85 (dt, 1 H, J =8, 2 Hz),
6.90-6.95 (m, 1 H), 6.92 (d, 2 H, J=8Hz), 7.33 (d, 2 H J =8 Ho).
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(2) 1- 3-A-5- U-FREFRE) XE) &%

W 4.88g M (1) FE 8 E4 . 541g %% . 316mg PACL[(O-¥F
X%mm\MgﬂT@%#8MﬂW%ﬁﬁ%ma%ﬁmmamT bl
100C A &3 17 P . AHBZEEE, RERA#HELTE. BE

5 O RKRWE, REHRITEREEEKS, AEAF-FE (19 : 1) BE&
BRI R, BAEA B EMNE ks, F RS 2.30g-
"H-NMR (CDCl,) & : 3.00 (m 4 M), 3.12 (o, 4 H), 3.82 (s, 3 H),

4.93 (s, 2 H), 6.19 (dt, 1 H, J =10, 2 Hz),
6.23 (dt, 1 H, J =12 2Hz), 6.28 (d, I H J =2 Hz)

10 6.91 (d, 2 H, J=9Hz), 7.34 (d 2H J =29 H.
(3) 3- (4- (3-H-5- (4-FARAAFEAE) X&) -1-%
wA) ~1- (1- (2- G-FREFEAR) - 4-FxX]) -5-
PA-4-atp X) -1-R-AK
5 Jl 350mg M FEEB) 38~ (7) 5% %4&A%Wﬁ9380mg 1- (3-
-5- (4- ‘F’a&ﬁfﬂ?&) AA) kR, #iTH L] 38— (8) F
#fré@ﬁ&%ﬂa . B AR A AL &4 S80mg -

'H-NMR (CDC1s) & : 2.5-2.6 (m, 4 H), 2.64 (s, 3 H), 3.1-3.2 (n 6 H),3.
20 80 (s, 3 H), 3.82 (s, 3H), 458 (4, 2 H, J =6 Hz),

4.93 (s, 2 H), 5.3-5.4 (n, 1 H), 6.06 (dt, 1 H, J =16, 7 Hz),

6.19 (dt, 1 H J =11, 2 Hz), 6.24 (dt, L H, J =11, 2 Hz).,

6.28 (d, 1 H, J =2Hz), 6.36 (d, 1 H J =16 Hz),

6.88 (d, 2 H, J =8Hz), 6.91 (d, 2 H, J =8 Hz),

}]

1

2 7.18 (d, 1 H, J=5H, 7.27 (4, 2 H, J =38 Hz),
7.33 (d, 2 H J=8Hz, 7.79 (1 H s), 83l (d, 1 H J =5 Ha.
5 46 145] 41
1= (1~ Q-&A&-4-ggh) -5-TA-4-ubok i) -3-
30 (4- B-A-5-2XFXA) - 1-%%%) -1-KR-"AKE&EH

4548 580mg M EH] 40~ (3) FH LS4 . 15ml =R &
Fo 0.24ml & FE R SWIc s £ 37 Bl F EHITLE, 155
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1 AR AL S 4 270mg -

B oo 171 -179C (5 fE)

'H-NMR (DMSO-ds) & : 2.74 (s;- 3 H), 3.0-3.2 (m 4 H),

3.5-3.6 (m 2H), 3.8-3.9 (m, 2 H), 3.9-4.0 (m, 2 1),

6.06 (d, L H J=10Hz), 6.19 (s, 1 H), 6.3-6.4 (m 2 H),
6.83 (d, L H, J=16Hz), 7.23 (¢, L H J=51H), 8.22 (L H s,
8.36 (d, L H, J =5Hz), 9.7-9.9 (m, 1 H), 10.9-11.0 (m, 1 H).

[}l

45 42
10 3- (4- B3-R-5- W-FAEFARA) XK) - 1-%%4)
-1- (1- (2- W-FRAFEAKX) -4 AK) —5-WH -4
—bek K] 1R - A%
(1) 1-%-3-8-5- 4-FPAAFANX) X
HEEH 58ml P RAAFEF o0ml N- TPtk izt Rodp
15 FheA213g aftdn (0% m&FR) » ARAABT. £ THI
45 4 . JER RPN 93g 1-B-3-R-5-RAX, £ s0CH#
H 3w WRZERBNEB K -FHLEE (S0ml) P, A& -THE (1
1) BE 3 K. AMERGFLLKkkS, REKGRBEMATRSEAHE
Moo ARG uiTHERAECERES . AT -8 TE (19 ;1) Re
20 BRI, BHTAEE B L EME M kG, 3B AL EH 1328,
'H-NMR (CDCls) & : 3.82 (s, 3 H), 4.94 (s, 2 1),
6.90 (t, 1 H J=2Hz), 6.92 (d, 2 H J =8 Hz),

—ng’%w"‘

1

1

2 Hz), 7.11 (t, 1 H, J = 2 H2),
8 Hz).

7.02 (t, 1H J
7.32 (4, 2°H J

t

(2) 1- 3-8 -5- G-FREFTEL) XA RA
@ 13.2g A (1) fF2654 44 . 13.9g %% . 810mg PdCL,[(O-F
%%mm\MgﬁT@#Wmmm1W%mﬁ%%o%&nmm@T
£ 100CHRAEH 14 0. ARFEEE, LERMELE LR, B
30 BRREE, REG#ATHRKE &L 4, Hﬂ%—?&(W 1) &
S MBI, BEA BRSO E YR, FE RSNy 6.01g-
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'H-NMR (CDCL,) & :3.00 (m 4 M), 3.13 (m 4 H), 3.82 (s, 3 1),
4.93 (s, 2 H), 6.38 (t, 1 H J=2H, 6.47 (t, 1 H, J =2 Hz),
6.52 (t, 1 H J=2Hz2), 6.92 (d, 2H, J = 8 Hz),

7.34 (d, 2H, J = 8 Hz).

wn

(3) 3- (4- (3-&-5- 4-7F %’L FaAKL) AR)
A) -1- (1- (2- W-FREFEAAL) —4-Fm k) -5~
Fh-4-okok ) -1 - - "
Bl 350mg Ml 38— (7) HFEI&{L LA 400mg 1- (3~
10 %-S~(4—W$ﬁkrﬂ%&5&%mﬁw‘ 15535 38- (8) A&
6 g Fo 6 b T2, 43 Bl A7 M AL 440 628mg -

'H-NMR (CDCl.) & : 2.55-2.65 (m, 4 H), 2.64 (s, 3 1D,
3.15-3.25 (m, 6 H), 3.80 (s, 3 H), 3.82 (s, 3 H),
s 4.58 (d, 2H J=6H, 493 (s, 21, 550 (br, 1 1),
6.06 (dt, 1 H, J =16 7Hz), 6.37 (4 1 H J =16 H2),
6.38 (t, LH, J=2Hy), 6.47 (t, 1 H, J =2 H2),
6.52 (t, 1L H, J=2Hz), 6.88 (d, 21 J =9 Ha),
6.91 (d, 2 H, J=9Hy), 7.17(d LH J=5Hz), 7.25-7.30 (n 2 H),
7.33 (4, 2H, J=9Hz), T.79 (s, 1 H), 8.30 (d 1 H J=35Hs.

1
H

it

%)
1]

20

%3649 43
1- (1- Q-&a&-4-gog k) ~5-FHK-4-whek k) -3~
(4- 3-8-5-#E-FXE) -1-%%K) -1-R-A"AKE®L
25 & H 625mg MFEHE 42— (3) FELE4) . Tml =8 L&
0 0.225ml @ FE R ESWIE L Lk 37 R T Z#HITLE, 55
AL &4 166mg -
k. 218-231TC (/%)

‘H-NMR (DMSO-ds) & : 2.74 (s, 3 H), 3.05-3.15 (m, 4 H),
3.45-3.55 (m, 2 ), 3.75-3.85 (m, 2 H), 3.90-3.95 (m, 2 H),
6.22 (dt, 1 H J =16, TH2, 6.32 (d, 21 J =2 Hz),

30
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11

2 Hz), 6.82 (d, 1 H J =16 Hz),
5 Hz), 7.22-€br, 1), 8.13 (s, 1 H),
5 Hz), 9.78 (br, 1 M), 10.89 (br, 1 1.

6.50 (t, 1 H J
7.07 (d, 1 H J
8.32 (d, 1 H

1

1

3 5] 44

5 3- (4- (3- (RTABAATHE) -5-AKXKL) - 1-%%H)
—1- (1- (2- (4-FAAFRAL) -4-FxAk) -5-Fk-4
—okek K) -1 - R - Ak

(1) 1- B-A&L-5-AFA) -4- (2,2,2- ZATAKK)

10 ¥ 254g 1- B-RE-5-AXRE) REHZHZEFT 30ml =
EWEY, AHI0CEMATIm Z LKA 3ml RTFH2, 2, 2- =R
L%E“, RERTRTHRE 2 . RERIERHAKiodad £ H Kt
B, KEREKREEMTER. AEEAERRGHRITHRAE G TR

s %Mﬁ@ﬂ" BG4 B GOy RE, FEFENSY
15 4.79¢g -

'H-NMR (CDCla) & :3.20-3.30 (m 4 H), 3.65-3.80 (m 4 H),

479 (s, 2 H), 6.79 (dt, 1 H, J =11, 2 Hz), 6.80-6.85 (m 1 1),

6.90-6.95 (m, 1H)

20 (z) 1- (3~ (RTABAATPTHE) -5-AFXHK) -4- (2,2,2

£ 4.79g I (1) B LA F N 100ml T8 . 11ml IN #

ﬂ%&/mﬁv 4.0g 10%48/% . & dkglem® B A T #ATHE I T2 D ET
B ETR TN E A - T/f" Bk, BEFAFREG P e SOml = AT I

25 A %P@] 0CE AN 43g —H 8 T, RAEAOCHHIE2 M. LH

A hkikS, REMAKARBRMATR. ALEMNEHAED

BATH R A EEES . AR - LBRLE (4 1) REBEMNES, #

SA B EHEaRYE, FEAREALEY 21

H-NMR (CDC1,) & : 1.46 (s, § H), 3.15-3.25 (m 4 H),

3.65-3.75 (m, 4 H), 4.25 (d, 2 H, J =6 Hz), 4.79 (s, 2 H),

4.85 (br, 1 H), 6.45-6.55 (m, 2 H), 6.60 (brs, I H).

30
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()1~ 3~ (RTAREALTR) -5- REL) %%
 2.0g A (2) BEMLSYEMAE 100ml T8 ZEF 10ml &
RS T, KB 30 24 o 10g 4448 - R T B LA TR
W5, REBEERBRTEY . BIBIRRIN B8 G4 KSR A taFe
5 OREBAKEE, HLKREBRMTREREEHN, BHiEHNLY 140,
'H-NMR (CDCls) & : 1.46 (5, 9 H), 3.05-3.15 (m, 4 H),
3.20-3.25 (m, 4 H), 4.84 (br, 1 H), 6.45-6.55 (m, 2 H),
6.58 (brs, 1 H).

10 (4) 3- (4~ (3- (HTEBEA
kg AR) -1- (1- (2- (4- FHRA
- FREA-4-e2 K] -1-k - &®F
Fl 350mg M =365 38~ (7) HFE #4644 290mg 1- (3-
(RTAKAALTE) ~S-AXL) skeh, #4175 £44 38— (8)
15 FAOREIBELE, FEiFHAL A4 510mg -

AT Xk
FAR

)
ARK) -4-

'H-NMR (CDCls) & : 1.55 (s, § H), 2.5-2.6 (m, 4 H), 2.84 (s, 3 H),
3.1-3.2 (m, 6 H), 3.80 (s, 3 H), 4.2-4.3 (m, 2 H),

4.58 (d, 2 H, J =6 Hz), 6.08 (dt, 1 H, J = 16, 7 Hz),

18 Hz), 6.4-6.5 (m, 2 H), 6.59 (s, 1 H),

8 Hz), 7.18 (d, I H, J = 5 H2),

8 Hz), 7.79 (1 K, s), 832 (d, 1 H, J =5 Hz),

206 6.38 (d, 1 H J
6.88 (d, 2 H
7.27 (4, 2 H,

52 645] 45
25 1- (1- 2-8 & -4-Feg k) -5-F L -4-mpek ) -3~
(4- B-RATEA-5-AFXA) -1-k%A) -1-R-F"H L&
18

E\L

W aH 510mg ML 44— (4) BS54 . 10ml =5 &
Ao 0.23ml & K& R SMIE 5 N 37 FAGF LB TR, 135
30 ARAR4L -S4 200mg -
ba 2. 200 -208°C (4fE)
‘H-NMR (DMSO-de) & : 2.74 (s, 3 1), 8.1-3.2 (m, 2 H),
3.2-3.3 (m, 2 H), 3.5-3.6 (m, 2 H), 3.9-4.0 (m, 6 H),
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6.30 (dt, 14 J =16 THz), 6.80 (4 LH J =12 H),

6.84 (4, L H J =16 Hz), 6.88 (d, L H J =12 Hz), 7.06 (s, 1 H),
719 (4, 1 H, J=5H), 8.21 (s, 1 ), 8.35 (d, L H J=5H).
x At 46
5 3- 4- GB-A-5-FREARE) ~1-%%A) -1~ (1-
(2- (4-FREFEARL) -4-Fmwk) -5-Fh-4-abok k)
- 1- A - Ak
(1) 1- B-&A-5- (Za¥7k) X&) %%

4 5.0g 3-A-5- (Z=AFTHE) XK 508 = (2- KT E)
10 BB ANE 60ml ETET, Ww#HKEA 47 0. AB AN 3.85g
BEAY, Bhd®ii 24 P, AHHEREABEN FREWER
ERAALMKERY, a4 - F8 (19 : 1) £8,. #F5Aefa i
Kik# fﬂy‘b}%ﬁ&‘iéﬂq%ﬁ% ABER . BREHRIiTHRL LR
#. MR - FE& (9 :1) GRSEHNEF,. KA S B9 E0E
15 489 IR 4 )+f@#rﬂ4&€%@21go
'H-NMR (CDCls) &: 3.02 (n, 4 H), 3.20 (m 4 H), 6.71 (dn, 1 H, J = 12 Hz),
6.74 (dm, 1H, J = 10 Hz), 6.89 (brs, 1 H).

(2) 3- A -5-%%hFRTVE TS
20 P2 1.0g A (1) AFE 8940 &40 F e Sml RBLEL . £ 120 CH4F 24
bo . B RERAHEER, BB 20ml FE, AofEii 24
B . SR Ea AR el B R KSR T KRB LB LB FER .
AAE R KR EAATIRG X EEHN, FRAaAELE 0.86g-
'H-NMR (CDCls) &: 3.03 (t, 4 H, J =5Hz), 3.20 (t, 4H J =5 Hz),
3.01 (s, $H), 6.76 (dm, L H, J = 12 Hz), T.15 (dm 1H J = 9 H2),

7.38 (s, 1 H).

(3) 3~ (4- 3-A-5-FaRREXEK)
(1- (2- 4-FAEAFTERRL) —4-Fgh) -5-FK -4-9
30 %K) -1-kR-H%
A 350mg M FE#EE] 38— (7) FEGMEHF 290mg 3- & -5
~RhFRTER TE, #iTH L4038 (8) A REFELE,
7% 3] 42 AR AL &4 590mg -
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10

15

20

30

'"H-NMR (CDCL,) & : 2.64 (s, 3 H), 2.6-2.7 (4 H, m),
3.19 (d, 2K J=7H, 3.2-3.3 (n, 4 1), 3.81 (s, 3 1),
3.90 (s, 3H), 4.59 (d, 2 H, J=261Hz, 5355 @ L)
6.07 (dt, 1 H, J =16, 7 Hz), 6.38 (d, 1 H, J = 16 Hz),
6.75 (d, 1 H, J =9 Ha), 5.88 (d, 2 B, J = 8 Ho),
715 (d LH J=9H, 7.18 (4 1H J =5 H),

7.27 (d 2 H J=8Hz), 7.37 (s, 1), 7.80 (1 H s,
8.31 (d, 1H J=5Hz.

1}
"

Em—@—ﬁ;s—?i%ﬁiﬁ)—1—%%%J—1-&—@%ﬁ&

1§ & A 590mg M 5 3614] 46 43 F) 69 &4 . 10ml = # L&A 0.3ml
%%%%ﬁ%%@%i%%37@ﬁ%ﬁ%ﬁﬁ%ﬁ,ﬁﬂﬁﬁ%é%
300mg -

B 234 -237C (H#)

'H-NMR (DMSO-de) & : 2.74 (s, 3 H), 8.0-3.2 (4 H, m),
3.55 (d, 2 H J=7THz), 3.86 (s, 3H), 3.9-4.1 (m 4 H),
6.23 (dt, 1 H, J =16, 7 Hz), 6.82 (d, 1 H, J = 16 Hz),
709 (4, L H J=5H), 7.13 (d, 1 H J =9 H2),

719 (d, 1 H J=9Ha), 7.36 (s, 1 H), 832 (s, 1H),
8.32 (d, 1 H J =5 Ha).

i)

5 A5] 48
3- 4- B-A-5-FARERA) —1-Rk%EA) - 1- (]- (2
) EAR] -5 FHh -4 -mhek ) — |

M 350mg M4 39— (7) 435|640 &4 Fo 300mg 1- (3-

A-5-TFRAXA) ok hthsh, #4755 kbl 38— (3) AHMA
A7 4L, B AR ARG A4 163mg .
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"H-NMR (CDCls) & : 2.60-2.65 (m, 4 H), 2.64 (s, 3 W),
3.18 (d, 2 H J=7Hz), 320-3.25 (m, 4H), 3.76 (s, 3 H),
3.80 (s, 3 H), 4.58 (d, 2 H J =6 Hz), 551 (br, 1 H),
6.07 (dt, L H, J =16, 7 Hz), 6.12 (dt, 1 H, J = 10, 2 H2),

5 6.90-6.30 (m 2H). 6.37 (d 1H J=16Hz), 6.88 (d, 2 H J =8 Hz),
707 (4, LH J=5H), 7.25-7.30 (n, 2 H), 7.79 (s, 1 1),
8.29 (d, L H J =5 Ha).

5 364 49
10 1- (1- -8k -4--Fxhk) -5-Fh-4-abp X)) -3-
(4- GB-R-5-TAEXE) -1-%%%) -1-R-Aa®#
¥ 5 A 163mg M L34 48 135694454 3ml = A Z 8 F» 0.036ml
o EERORSHAITE FHEN 37T AHGLE, FEFELALESY 52mg-

& 205-217C (4 /@)
15
'H-NMR (DMSO-de) & : 2.73 (s, 8 H), 3.05-3.20 (m 4 H),
3.45-3.55 (m, 2 H), 3.74 (s, 3 H), 3.85-3.95 (m, 4 H),
6.21 (dt, 1 H J =16, 7 Hz), 6.29 (dt, 1H J = 11, 2 Hz),
. 6.35 (s, 1 H), 6.45 (dt, 1 H J =12, 2 Hz), 6.81 (d, I H J =16 Hz)

i

6.96 (br, 2 H), 7.01 (4, 1 H, J =5Hz), 809 (s, 1M,
8.30 (d, 1 H, J=25Hz), 10.83 (br, 1 H).

£ 7,45 50
1= (1- -8t -6-Fak-4-Fxwh) -5-FTHA-4-9
25 A ) -3- (4- (3,5-ZAFXHK) -1-%%Ek) -1-KR-AkK
(O 1- Q-a%-6-FaA-4-FwHh) -5-FX-4-9t
o FE B O BS
ERAABT. H£A4HE 0CHEH 1.35ml ¥4 THF %k
(30ml) ¥ ha A 480mg A (60 @mBEFR) , ARMEE FTHIF
30 25 o EREREH TN Ledg 2-AE -4 6- =R, A
FRTHAE 15 i, REBALRKEET. £RGH T o 100ml
Ko DR ERREY, FE 236g 2-AK-4-FR8L-6- AFE
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10

25

30

BeERAEMFEOEEHN XTI 30ml T8, HEL P Ao 3.11ml
— K& B 1.38g MEAT, KEMmMKER 21 Pit. AHEEBEHR
FLR R Y . RGP oK, EEAT Ay, EATIFEIE) 1.95g & &4y K
Phxn 30ml 28 . BEEZF AN 1572 CAATFALB LR T8,
AERTHRHFE | IHEmBEA S Pt FREBRAHEERGE K H
B, MREHB/ATHRKREEESEH, TR -C8IE (1 1) 8
B ERES KA BONESHaERE, FEARELEY 1.72g.
'H-NMR (CDCLs) & @ 1.36 (t, 3 H, J=7H), 293 (s, 31

4.31 (g, 2 H J=17Hz), 500 (brs, 2 H), 53 (s, 21,

6.64 (s, 1 H), 7.31-7.43 (m, 5 H), 7.99 (s, 1 1.

(2)1- QQ-a%k-6-FaRRA-4-FgH) -5-FPH-4-a
TS

ERAFRBET . ¥ 50ml 2F 1.72g A (1) F 5 éhb4p8h =
W%Eﬁ@ﬁﬂ—mt,%EM30%#%MM%A19hﬂﬁ%»%
THA4E (IMTRER) - ARFGEETHE I . BRERF I
NEBBEATRIEREEZRTHATHE . BB TEH, RAEMKLE.
“AAE THRE XA BB - 4’1&%’%‘?7’1‘7}\ 50ml =<&dfe 4.1g FH
ZRAAE, REEERTHME 165 ot . BitaARE L EKRETEYD,
Rk B AR AL &4 1.43g -

'H-NMR (CDCl,) & : 2.96 (s, 3 H), 5.02 (br, 2 H), 5.39 (s, 2 H),
6.70 (s, 1 H), 7.30-7.50 (m 5 M), 8.03 (s, 1 H), 9.99 (s, 1 H.

(3) (E) -3- (1- QQ-8¥k-6-Fa K -4-mxh) -5
- WA -4-whed i) -2- R LA

Fl 1.43g A (2) 15569444, 1.93g (HLAARTHR) = X34
phospholane = 50ml ¥ &, #1755 £346) 38 - (6) RAH R ZF B &
I, 43R AR A4S 1.02¢
'"H-NMR (CDCls) S : 1.33 (t, 3H J =7Hz), 2.75 (s, 3 1),
4.26 (q, 2 H, J =70Hz), 4.97 (br, 2 H), 5.38 (s, 2 H),
6.24 (d, 1 H J =16 Hz), 6.68 (s, 1 H), 7.30-7.50 (m 5 H).
7.60 (d, L H J=16Hz), 7.86 (s, L H).
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5

10

15

20

30

#£) -5

P

(4) (E) -3- (1- 2-ak-6-FaAt-4-%
- FE -4k A) -2 - BFE

ARARRT. ¥ 25ml & 1.02g A (3) HF2GLEHG =R
T it imig A#HE -78C, RBA 20 o469t Al e X 11ml 2= FT
A4 OM Slrizik) » ARMHGRE TR 2.5 it BEREZRT I
NBBBATKERGEAERTAFE 2 Pt B RiEd, KgAKk
B BAMNWEBRLEBEARER . BREH T o 20ml ==Kzt 2.5
AR, ABAZTBRTHME 245 uf . B AHFLHERER
B, WBRBRRYGE . BREGDP e N LRI TR, ARG, 1535
= AL &4 787mg -
'H-NMR (CDCls) & : 2.79 (s, 3 H), 4.99 (br, 2 H), 5.39 (s, 2 H),
6.54 (dd, 1 H, J =16, 8 Hz), 6.70 (s, 1 H), 7.30-7.50 (m, 6 H),

7.8 (s, L H), 9.64 (d, I H J =8 Hz),

(5)1- (1- Q-ak-6-FARE-4-%"E) -5-FA-
4-wpek k) -3- (4- (3, 5-—AFE) - 1-R%EHk) -1-K-
R

i 787mg M (4) {3289 &F 1.10g 1- (3, 5- —AKREK)
ok h B dh . #ATEH FAE 38~ (8) R R A ERE, FEiFA
&1 574mg -
'H-NVR (CDCL.) & : 2.60-2.65 (m, 4H), 2.66 (s, 3 H),
3.18 (d, 2 H, J =7Hz), 3.20-3.25 (n, 4 W), 4.93 (br, 2 H),
5.37 (s, 2 H), 6.05 (dt, 1 H J =16, 7 Hz)
6.25 (tt, L H, J =9, 2Hz), 6.37 (dd, 2 H, J =11, 2 Hz),
6.38 (d, LH J=161H, 6.67 (s, L W), 7.30-7.50 (m, 5 H),
7.76 (s, 1 H),

5 345] 51
- (- Q-R&-6-#k-4-Fgk) -5-Fh -4tk
) -3- (4~ (3,5-ZREL) -1-REA) - 1- A - "X bk

B

& A 25mg MFEEF S0- (5) FE 69L& . 1ml =R L&A
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10

15

[N
wn

30

0.025ml A& F@AREGHHAAITEH RAEF 37 BHOLE, F3iz4
£ &4 Smg .

b . >300C

'"H-NMR (DMSO-ds) & : 2.64 (s, 3 ), 3.05-3.15 (m, 4 H),

3.50-3.60 (m, 2 H), 3.90-4.00 (m, 4 H), 5.87 (s, 1 H),

6.13 (dt, 1 H, J =16, 7 Hz), 6.57 (t, 1 H, J = 9 Hz),

6.70-6.80 (m, 3 H), 8.00 (s, 1 H), 10.31 (br, 1 H), 10.99 (br, 1 H).

5 7,45 52
3- (4- (3,5-=—&AAF&AK) -1-%k%Hk) -1- (1- (4,6-=

(A-FREAFEXAL) -1,3,5-Z%-2-4%) -5- VA -4 ok
E) -1-K-"k
(1) 1- (4, 6-= 4-FREFEXAKXL) -1,3,5- =% -2-

A) -5 A -4- bk B TER

% 1.85g ARBL A& F T 20m1mrw ZE R & H T % he N 2.57ml
A-FYRAEFAR. ARMBEGEELTHME 10 24 EE£ZET A 20ml
IN #h & 3 8 L4 KA R . ﬁi‘m’ﬁ*# 15 et E itk iEd .
FEI31lg 2-&-4,6-= U-FREFEEE) ~1,3,5-=%4
@Eﬁl4%2Dgﬁﬁ€éﬁlﬁi-46—M(4~Wﬂ%T%ﬁ@@ ~
1,3,5- =% &ET 40ml 28 ¥, o 2.19ml — K4 B0 974mg 5 &
49, REHME A IS I KR ERLRE . ARG T o 200ml K.
BHAT Gy, #FE 255g 2-BA -4, 6-= (4-FAAFTHAAL)
~1,3,5- Z%a &Rk . ¥4 366mg FT4F 86 2- k-4 6-= (4-
PaAFTAAL) -1,3, 5-Z%&FT 10ml ZEBEF., ATEThA
179mg CAAEFTRLEBLHR LB, ASw#H&iR 23 ot AEiEd,
¥ G iTaRaE e EES . ATPE - &4 (3:97) ¢9RGEHE
. B e A B8 ek, FE RS 486mg
'"H-NMR (CDCls) & : 1.36 (t, 3 H J=7H),
2.93, 2.94 (& s, 3H), 3.79 (s, 6 H), 4.30 (g, 2 H J =7 Ha,
4.53, 4.59C & d, 4 1, J = 6 Hz), 5.56, 5.73 (& brs, 2 1),
6.83-6.86 (m 4 H), 7.22 (d, 4 H, J = 9 Hz), 8.0L, 8.02 (& s, L H).
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(2) 1~ (4, 6-= 4-FREAFAAL) -1,3,5- 2% -2~
A) -5-F K -4 whek PEE
ERARNET, 4% 50ml &4 2.82g M (1) FEH L&M= R
VI EimAHE -T78C, KEM 30 446 etiE e X 19.6ml &4k = F
s THh4 (IMTRER) » £RHGEETHRME 05 Mt EREBET
AN 200ml 20% BB EATMKIER, RELEERHE 1 . LA
MR AAT B, BAMETREARERN . X EGH P oy 60ml =%
fiAr S8g FH—RAE, AEETHF 100 . Bda#E Lt AERE
Rzt BFIERAGEEIFE RS 2.11g-
1O jNMR (CDCL.) 6 2.91, 292 (& s, 3H), 3.79 (s, 6 H),
4.52, 4.59 (& d, 1 H J=5Hz), 566, 582 (& brs, 2 H)
6.83-6.88 (m 4 H), 7.22 (d, 4 H, J =19 Hz), 8.05 (d, L H J =19 Hp),
9.97, 9.98 (& s, 1 H), 10.03 (s, 1 ID.

L5 (3) (E) -3~ (1- (46-= 4-FREFEREL) -1,3,5
— 2% -2-A) -5-FHhA-4-wked ) -2- BEK T8
B 201g Mk (2) #FEle9feady . 192 (BTAKXLPHA) =X K
phospholane 4= 50ml ¥ X, # 475 £44] 38 - (6) FlH6R 2 F 54
. 43| AR AL A4 1.82¢ -
20 ‘gowr (CDCLs) S : 132 (t, $.H, J =7 Hz), 2.70, 2.71 (& s, 5 H),3.79
(s, 61, 4.25 (q, 2 H J=7H,
452, 4.59 (&% d, 4 H, J =6Ho), 5.54 568 (% brs, 2H),
6.24, 6.25 (& d, 1 H J =16 Hz), 6.83-6.89 (n ¢ H),
7.92 (4, 4 H, J =9 He), T.57 (4 LH J =16 Hz,
7.89, 7.91 (F s, 1 H).

3]
wh

(4) (E) =3- (1- (4,6-= (4-FPRAFEAL) - 1,35
S 2% -2-4&) -5-TFA 4wk ) -2- Rt

ARANET, 44 70ml 54 1.82g M (3) F3 69546 = &

30 VIRBRAHE -T78C, KEH 20 4t e A 189ml S5 T

A (IMTHRZR) , ARMGBETHME 6 M. ARER Y oA

BEEBATAKIER, ABAZETHAF 1 bot . BrrEd, BER
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15

20

30

REF BAIWETHRERZABEF ARG T o N 30ml =% L 47 2.99¢
%ﬁ’imﬁ,%FﬁiﬁTﬁﬁlz¢ﬁo&ﬁ&ﬁ¢mAiﬁ,ﬁ
W LA RREREY, FIERAEEFIARENSY 1.49g.

'H-NMR. (CDCls) & : 2.73, 2.75 ( & s, 3 H), 3.80 (s, 6 ),
4.52, 4.60 (& d, 4 H, J =5 Hz), 558-5.84 (n, 2 M),
6.51-6.56 (n, 1 M), 6.83-6.89 (o, 4 1), 7.22 (4, 4 K J =9 Ho),
7.36 (d, L H, J =16 Hz), 7.91, 7.93 (F s 1M

9.62, 9.64 (& s, 1 1),

(5) 3~ (4- (3,5-=ZAXE) - 1-%%KA) -1- (1- (4,6
- = 4-FTHREAEFARA) -1,3,5-Z%-2-%) -5-F#H-4-
ahok AK) -1 - R - &b

A 471lmg JA (4) 132694 &4 4 250mg 1 - (3, 5——1' 7‘5\7.%
ok hER & AT B E Y 38— (8) FIMREAGLAIE, 15347/
it &4 484mg -

A

'H-NMR (CDCls) & @ 2.61-2.63 (n, 7 1, 3.17 (&, 21 J =6 Ha),
3.20-3.92 (n, 4 1), 3.78 (s, 6 H), 4.50, 4.56 ( & d, 4 H J = 6 Hz),
5.67, 5.81( & brs, 2 H), 6.02-6.07 (m, 1 W), 6.21-6.26 (n, 1 H),
6.35 (d, 4 H, J = 11 Hz), 6.37 (4, 2 H, J =7 Hz), 6.82-6.84 (m, 4 H),
7.21 (d, 4 H, J =8H), 7.77, 7.80 ( & s, 1 H.

5 55,49 53
1- (1- (4,6-=83%k-1,3,5-
%%%]—y—M—<15—:ﬂ£%>—1~%%%] -1l-R-"k

,in}ﬁ_&im

HEA llmg MEH#HE 52— (5) FEGNAEY . Sml =5 T8
Fo 0.045m] & AR M B ITE T 37 FIAFGLE, 5848010
&4 19mg -

B . 203 -207°C (4#E)

76



98803733. 5 oM P FET14/75m

'H-NMR (DMSO-ds) & : 2.67 (s, 3 H), 3.10 (d, 2 K J = 10 Hz),
3.24 (t, 2H J =13 Ho), 3.50 (4, 2 H J =11 Ha),

3.94-3.98 (o, 4 K), 6.26 (dt, L H J = 16, 8 Ka),

6.57 (t, 1H J=9H) 673 (d 2H J =10 Ha),

S ga1 (d, 18 J =16 Hz), 7.73-7.03(m, 4 1), 8.18 (s, 1 H),
11.22 (brs, 1 H).
5 76,18 54
3- (4- 3-&-5-8BAXK) -1-%%%X) -1- (1- (4,6
0 -= (4-FTREAFEAL) -1,3,5- 2% -2-4A) -5-FPA-4-

ek A - 1- R - "%

Bl 1.0g IFEE 52— (4) 8694 F 53Img 1- (3- &
~5-BAK) RkkdhEmA, virbEas 38- (8) FHGRAEIE
238, 13 EB 4R AL 1.26g -

IS tyoNMR (CDCLa) 6 ¢ 2.61-2.63 (o, T H), 3.17 (d 2 H J = 6 H2),
3.20-3.22 (m, 4 M), 3.78 (s, 6 1), 4.50, 4.56 ( & d, ¢ H J =6 H),
5.67, 5.81( & brs, 2 H), 6.02-6.07 (n, 1 H), 6.21-6.26 (o, 1 H),

6.35 (d, 4 H J =11Hz), 6.37 (d, 2 H J =7H, 6.82-6.84 (n, 4 H),
b T2l 4R T =8, T7T 780 (& s 1H).
= 7645 55
1- (1- 4,6-=8A-1,3,5-Z%-2-4) -5-FTK-4-
abepA) -3- (4- B-R-5-AXEA) -1-%K%RE] -1-&-
A M dh 8k 4
25 & A 1.26g A 54 15 21694 &40 . S0ml = & T 0.67ml
© R B RESMAITE FEB] 37 FI AR, 5B 47 B E 4 420mg
K& 226-232°C (9 fR)
'H-NMR (DMSO-ds) & : 2,66 (s,3 H), 3.05-3.13 (m 2 H),
.22 (t, 2H, J =12 Hs), 3.51 (d, 2 H, J =11 Ho),
30

3.91-3.99 (m, 4 H), 6.26 (dt, 1H, J = 16, 7 Hz), 6.72-6.92 (m 4 H),
7.58-7.92 (m, 4 H), 8.15 (s, 1 H), 11.05 (brs, 1 H).

(i



98803733. 5 oM ET5/75m

7k B AR 6 T fE
AR POk AT A B AR EE, B miEF A AE LT &R A
T 09 LAY 9 7
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