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A8 E #0280 EF)QEASHAXLRAEA-XEX)GEA
A XA)VYRASIEA_AMBFTZERRN > FTwINBE L
(140 £ £ F ) 47 1 119 £ (0419 F L F)6-i A F A-23-=
WA A obeTok o MRAMAOCTHHEHRKR > AKKEHE
#ACHCLER - g A HERBFH (BB E /Tl D4
b REF EF -

I NMR (300 MHz, CDCl;) : 7.04-7.60 (m, 10H), 4.94 (s, 2H), 4.52 (d, 2H),
4.26 (s, 3H), 4.08 (s, 3H), 2.96 (£ & %, 1H), 2.48 (t, 1H), 1.28 (d, 6H).

MS @ 496 (M+1)*

B.1-23-= F & £ w2 %ok 6% F £ )4-(4-2 B K -KK)6-A 2%
A R A -1H-ok ok o -2-80 2 4 &

AS2E £ (0.105F E F)2(Q3-= F RA £ HH-6-K F K)-
B k)SAm 2k AR L XAV GERAFXA)THEIZHES
B zam N AmldE L0210 X F)RBEMK - £RHF2
BRI AAE T HREH - EE ARG ECHLCLEKZH

ErRETE HABREBAMEALHER > Z ALK - HE
i s HXE (B B LE /R D EFE R EH -
' H NMR (300 MHz, CDCly) : 7.78 (d, 2H), 7.70 (d, 1H), 7.48 (d, 1H), 7.14-

7.51 (m, 6H), 6.10 (s, 2H), 4.62 (d, 2H), 4.24 (s, 3H), 4.18 (s, 3H), 3.01 (£ &
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% | 1H),2.52 (m, 1H), 1.32 (d, 6H).

MS @ 521 (M+1)*
QEASHALEALE-XA)GEREA-XA)TREHAEL

18 T & B A&

Nal, N- L:k &aﬁgm‘:

NO,
HO/CEWH ' /\Br son n

(o]
THF I @
75'°C-nt
3h
‘! Jones- ﬂ.ﬂ'l
O 2hnt
Fe
AcOH
20h,nt
P )
A 2-74 & S & K Z A R
(o]
IR
No -
(o]
%AU:%W
(o]
#2545 (S0 L F)S-A A 2 A- K FTaE - 497 (29% K
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Hymiu sy ~ 4S5 A AR B(ETFT KXY 280%) -~ 42Z #N-C
A —2RABARIESAAZRAYWA TR THHIEOR -
BRERBRASY  BHE o AAIMBEKEZR P EAEK
LEER » mAEE2ZHASHALRK- KT -

I H NMR (300 MHz, CDCl;) : 10.49 (s, 1H), 8.19 (d, 1H), 7.43 (s, 1H), 7.25
(d, 2H), 4.85 (s, 2H), 2.60 (s, 1H).

B.4-2 @A - XEA)QHEAS A ARE-XE)T &4 &

=0

R
\o—
/\O O OH

#A307 %5150 £ F)2-H A S AERA-KTEE£20Z H#+

4

THF & 2 5 & N A -75CTF » £ 40 % 4 8 B & /w200 £ # (175
EFYHV4-BE R A ELEATHFF 2 08Mix & - #-15CTF #
#IIJ\B?H&’izrsﬁué@%v%mé;rki@i&’jtyx%i{h\ﬁé s %
BREBERLOY - EHBAAE  EAL@GEZAE-XE)CHE
Sk A AR A-KE)TE

I H NMR (300 MHz, CDCl;) : 8.09 (d, 1H), 7.45 (d, 1H), 7.26 (d, 2H), 7.19
(d, 2H), 6.98 (dd, 1H), 6.52 ( & /& , 1H), 4.80 (d, 2H), 2.88 ( £ & %, 1H),
271 (& &, 1H), 2.56 (t, 1H), 1.23 (d, 6H).

MS : 308 (100)(M-OH)*, 294 (50)

C.(4-% E)QAH ASHRAAAEA-KXEK)TFEFZIEK

39873 237



1333952

0

/\O o
AG-EHE-XE)QHESHABAAE-KAE)TEH£20£
H HEF kA ERERN 0 RH KO0 E A Jones KA o A E
BTHHE2EE B A mERER DK R HIERAGX)

BRBERHR MR FTRER > BRE£EGE2AEL-XE)CH A
SwkmARA-KE)TE® -

I NMR (300 MHz, CDCl;): 8.27 (d, 1H), 7.70 (d, 2H), 7.30 (d, 2H), 7.18 (dd,
1H), 6.97 (d, 1H), 4.81 (d, 2H), 2.96 ( £ & %, 1H), 2.59 (t, 1H), 1.27 (4, 6H).
D.(2-B¢ % -5-% & % & #)-@4-2 £)7 8z 4%

#1059 %5 BTEEF)GERE-RXE)QCHESHAEAL
XA)TEBRAE20E BB T 2 /&P‘i’izﬁﬁul3.6§,(246%§<
IV - ATB THREE20,85%Z EdRSm2Ma &1L H
ERERERSHEIL  BE  EAR_KFRER- - HE
o ReR/ BBELET DL BRI ELE  #EFQ
kS AARA-RXE)GERE-FA)TEH -

H NMR (300 MHz, CDCl;): 7.64 (d, 2H), 7.30 (d, 2H), 7.12 (s, 1H), 7.05 (d,

1H), 6.72 (d, 1H), 5.71 ( § % ,2H), 4.64 (s,2H),2.98 (£t & %, 1H), 248 (s,
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LH), 1.30 (d, 6H).
MS @ 294 (M+1)*

(-8 & -45-= 7 & £ - £)-4

e

AA-KA)TEHLHEE LG
BEBEELILIABLEZILZSFE R -

FH2 4G-2RE-FEA)IGCFR-mEE-FTEA)S-RARLSR

1002 % (04 EELF ) ASEAREAAE-XKE)UG-E A
£-¥XA)7E8 - 80F % (058%F % F)K,CO, 277 % £ (0375 %

i

LEIVI-R-FTA3IPRBRBRA-XEIEF_FRATERFZ
A > ABOC T M6 » &R AEIL0CTFI Lo - K
BRBERAOMMEEKE EABRLEZER - 442
EMBAKRBE Kk MMgSORK&ERE » BE » B AL
ThEhE o R EMABELEEREXR (T &K - EBtOAc=
2: Db mFREEALESY AT EBRBRY -

' H-NMR (300 MHz, DMSO) : 8.34 (t, 1H), 7.90 (s, 1H), 7.80 (d, 1H), 7.67 (d,
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1H), 7.60-7.56 (m, 3H), 7.39 (m, 2H), 7.09 (dd, 1H), 7.01 (d, 1H), 6.70 (d, 1H),
4.61-4.53 (m, 4H), 3.54 (m, 1H), 3.19 (5, 3H), 2.96 (m, 1H), 1.25 (d, 6H).
MS : 462 (M+1)*
Ahe 4 H T4 T o B AR
AR AT A3IFTrREELE-XZ AR

B02067EHBASETET)R LTI FMmESBE LG4
EFEF)CFPHRBEA-XRA)THEROGEF@G@TERF) =
LELECEH_ATHETZIERR HUERERSHA IR

Bl RASOCTE3INE - K& B RER S W
AKkE EFARA_RTHEERBR - MHEHIAREARAKR
Bk MAEER BE RELETRHE "HEHFA
oot BREERAAT % £FELE—-F AL -
| H.NMR (300 MHz, DMSO) : 7.98 ( & /& s, 1H), 7.86 (d, 1H), 7.77 (d, 2H),
7.64 (t, 1H), 4.86 (s, 2H), 3.21 (s, 3H).
B.3-FlhmmA-KA)TEZS A

o\\s,,o
Ho’\©/ ~
B NaBH, R mw 2750 L BB E L F)3-FhammA-XT &
£20% 3% ¢ 8 F xix &AW (% K8 PL Omsten, TJ. Bleisch, M.B.
Amold, R.A. Wright, B.G. Johnson, J.P. Tizzano, D.R. Helton, M.J. Kallman, D.
D. Schoepp, M. Herin, J. Med. Chem. 1998, 41(3), 358-378 s B. Eistert, W.

Schade, H. Selzer, Ber. 1964, 97(5),1470-81) - # R B iR &4 #» £ & T
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WHILIE - BREBRAHEAKT » L ABEEER=
Koo MAHZHEBEBAKERB KL  MARKEER @R
REALATYTRE mERALCLSY  BAHFT S HEE
it — F 41t o
I H-NMR (300 MHz, DMSO) : 7.85 ( & & s, 1H), 7.78 (4, 1H), 7.62 (d, 2H),
7.59 (t, 1H), 5.45 (t, 3H), 4.58 (d, 2H), 3.19 (s, 3H).

EH 3 4-4-BARE-KXA)IQGP R -mEE-FE)CKRAREER
A -1H-o% ok o -2-EF

é*‘lﬂ*

)4-(4-2 A & -K A )1-G-F -k & -F
EF)REKMAS
EHBmEBE YIRS HERTHEHZIE - KRE - KK
B eEAKRY  EABRBKILEBEER Ko ARE
Ak R BKER AMgSOMAKER  @BE  RELETR

#9TE £ 02 ERXF
E) S m AR A -KXA-FEHRBITE % (025

é‘%“

R EYAI B LEEEZKXEWN(T K  EOAcl - 3) &
b mi3RALSh  AFTEBKRY
| H-NMR (300 MHz, DMSOQ) : 7.95 (s, 1H), 7.81 (d, 1H), 7.70 (d, 2H), 7.61-
7.50 (m, 2H), 7.47 (m, 2H), 7.45 (d, 2H), 7.38 (m, 1H), 5.59 ( & & s, 2H),
4.78 (d, 2H), 3.64 (m, 1H), 3.20 (s, 3H), 3.00 (m, 1H), 1.25 (d, 6H).
MS : 487 (M+1)*
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WA EEEEXEBH(THK /EOAc=3: i » & 742
Mot B E@H -

| H-NMR (300 MHz, DMSO-d¢ ): 9.94 (s, 1H), 7.51 (m, 1H), 7.50 (s, 1H), 7.41
(bs, 1H), 7.27 (m, 1H), 4.20 (t, 2H), 2.85 (t, 2H), 2.18 (s, 3H).

B3RP K Smii-CARA)RTEHEZ SR

H)3QFARA-TAA)-RTHALEH

W

#% 1.6 % (8.15
OB EEF)BAMMBFZRENEABEFIEZRAZTET
W2 o KL B R BER S MM E E£4NNaOH £ - #E X
BB LEBER MM AREBEAERBEANTR - KA
Bk A o AMgSOMKER  BE > RAALETFTRE M
BRALLY HE2eBEH AHET S HREIHE -

I H-NMR (300 MHz, DMSO-dg ): 9.96 (s, 1H), 7.52 (m, 1H), 7.51 (s, 1H), 7.46
(bs, 1H), 7.30 (m, 1H), 4.40 (m, 2H), 3.26 £ 3.08 (m, 2H), 2.62 (s, 3H).

MS @ 213 (M+1)*

CBQRPrommit-CRE)IXEA]TEZ SR

o}
]

OH

A115EGCIBEELF)QRP R ERBER-TAKL)>XTEELED
EHCE(RK)FZERRN HmNaBH0215% 578 % F)
- B RBERALHAETETHEHFOSIE - R HALREL
Kb EABBOEBER - MOHIABREAKRBEKE
W AMgSOMR ka8 B  AAAEZEZTFTRE  ®HFEAE
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ot GaréEedh HHT - FHMLEIHHE -

'H-NMR (300 MHz, DMSO-dg ): 7.20 (t, 1H), 6.90 (bs, 1H), 6.88 (d, 1H), 6.80
(d, 1H), 5.18 (t, 1H), 4.45 (d, 2H), 4.30 (m, 2H), 3.25 5 3.04 (m, 2H), 2.61 (s,
3H).

DI-RAFAIQPREmBERL-TAE)XZIEKR

a
A0THECBUIEEFTVRITEAZCEENEA R TR T PY

ZE®EA O EAO0CT » & mMeSO,ClO3ISEH » 4F £ F) -

BRERBEBREMAICCTHEHLIIE  RAZTERTTIONE - A

R BERAMEEAEKE  EABEK T E ER S

XA BB AKREE KK AMEBSO M KR > BE > KA

LY RE BREWAZTBLEEZARBH (K Fix/

MeOH=9: )& it » m F A A4 A& EWH -

| H-NMR (300 MHz, DMSO-dg ): 7.28 (t, 1H), 7.04 (bs, 1H), 7.02 (d, 1H), 6.94

(d, 1H), 4.71 (s, 2H), 4.32 (m, 2H), 3.26 £ 3.04 (m, 2H), 2.62 (s, 3H) ®

MS : 233 (M+1)*

E@4BHLE-XE)2BQPREHBA-TRLA)F K EX]SA-

25 AR A -XA}-F S &
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LS EmBMATH2 B HmHmEE - ®Aa2-KK-S
e A AAA-XA)GEAA-XE)TPRELRE T A3QT
wom ek ER AT A EA)-XK
| H-NMR (300 MHz, DMSO-dg): 8.32 (t, 1H), 7.56 (d, 2H), 7.38 (d, 2H), 7.24
(t, 1H), 7.10 (dd, 1H), 7.00 (bs, 1H), 6.95 (m, 2H), 6.86 (dd, 1H), 6.74 (d, 1H),
4.57 (s, 2H), 4.42 (d, 2H), 4.28 (m, 2H), 3.55 (m, 1H), 3.24-3.00 (m, 2H), 3.00
(m, 1H), 2.60 (s, 3H), 1.24 (d, 6H).

MS : 490 (M+1)*
F4-4-2 @2 -XE)I-B-QFPr EmmA-2 A %)TF X]6-5F-2-
W & F & -1H-of ok ok -2-BR 2 & AR

i
o/\/s\
N o]
® T
z o 7

RS (e )R aEMATAIZE ML Ra @
2HE-XA)V2BQT R EBEHBEA-CAAE)FREAS-A-2R
AR A-KA)TEHRES -

I H-NMR (300 MHz, DMSO-dg): 7.72 (d, 2H), 7.48 (d, 2H), 7.46 (s, 2H), 7.35
(bs, 1H), 7.24 (t, 1H), 6.94 (bs, 1H), 6.87 (dd, 1H), 6.81 (d, 1H), 5.46 (bs, 2H),
479 (s, 2H), 4.30 (m, 2H), 3.67 (m, 1H), 3.24-3.00 (m, 2H), 3.02 (m, 1H), 2.61
(s, 3H), 1.29 (d, 6H).

MS : 515 (M+1)*

THS5: 4-4-BAE-FXA)IDBQRFPRRBFHEE-TAKX)T K6
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A -2-% & & S -1H-of ok ofk -2-F

I H-NMR (300 MHz, DMSO-dg ): 7.66 (d, 2H), 7.46 (d, 2H), 7.44 (s, 2H), 7.30
(bs, 1H), 7.20 (t, 1H), 6.95 (bs, 1H), 6.87 (m, 1H), 6.76 (d, 1H), 5.42 (s, 2H),
475 (s, 2H), 4.27 (t, 2H), 3.63 (m, 1H), 3.56 (t, 2H), 3.02 (s, 3H), 3.00 (m, 1H),
1.24 (4, 6H).
MS : 531 (M+1)*

FEATFTAIQTEHEA-CAA) XA THHALAAT A
QP HhEREE-CAER)R(RAMBIEAMEE > KA

3-Q-F o EE A -C RA)KTE -

HOC o /\/S\ HOC o /\/S\
ACOH, 100 °C

ll #8 oA

R 14

O\\ //O

c o 3N
#2055 (1028 £ F)QPAHA-CAA)-RTaEHRLIE
ARAZEF)BALAEEZRAIVESBR T2 mR » #A100
CF 2.8 - Rt 4 R B RS M ME ALINNOH £
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Pt AR EE LB KR o M A HAME R B SRR
KB B KKk A 0 AMgSO M KR B AAEALET RS
R EA B LREEZKXNEW (T K /EOCAc=3" 1) & 1t
M BRBRLASM BasEanitey -
| H-NMR (300 MHz, DMSO-dg) : 9.96 (s, 1H), 7.54 (2d, 2H), 7.46 (bs, 1H),
7.32 (m, 1H), 4.42 (t, 2H), 3.63 (t, 2H), 3.06 (s, 3H)
MS 229 (M+1)*
560 A(4-2 B A -KE)IDR2-QFARE-T A)2HE 45K F
£ 1-6-8 2-% A R A& -1H-ok ok ok -2-Z% ER
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NH NH
O o CICH,CN O o
///\ o] / (o]

g J
‘ DMF, 100 °C

Bu;SnN,
—9 X
B iR
HN—N,
N=N\ \N,N
N
KL\N‘ \0 o NH
NH \ g M O o
o)
//\o O o /
Z K,CO,, Kl ‘
O A7 &
60°C

\THF, 50 °C
(e}
©)J\NCS

ARUERA-XFEA)A2REABEA-XAEARAILH X
o R
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B202£ 6B EEF)2-HAS-AXREA-XEA)G-EH A -
¥ HE)R T R16 % K,COz£20 %

e

K E)-7E8 -~ 0516 £ (75
# DMF & % i% & # /v # £ 100°C » 3 # 2 & F 4% # 20 s 85
cfF RBERASMANEETR

Be B o MM AOBZHMBAKEKREBE KRR - AMgSO M K 2
B B REAZETRE BRACHABZELEIZIRELK
B (St /EOAc=3: )i » mF 126 L FHAEH > &

» M EKE HAEBERLT

r e atEE -
| H-NMR (300 MHz, DMSO-dg ) © 7.60 (m, 1H), 7.60 (d, 2H), 7.40 (d, 2H),
7.28 (dd, 1H), 7.04 (bs, 1H), 6.96 (d, 1H), 4.67 (s, 2H), 4.42 (d, 2H), 3.59 (s,
1H), 2.98 (m, 1H), 1.25 (d, 6H).
MS © 333 (M+1)*
B.(4-£ @ & -K £)-{5-A -2 £ R A -2-[(1H-w =& -5-% F &)k &
R A)-FERZ A &
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082 % 247 £ £ F)2-4-2 A X -X 7 & X )48 -2- KX &
XA R AT H08F (331 £ £ F)Buy;SnNy £ 20 £ H R
SV XAz Rk OAEBABRAETHEHESIIE - RE K
B oA E TR 0 % w15 EF 2NKOH £ 2 £ 7+ MeOH
M ERAY G N B - BE oK LEHKE
& mANHCl » # 2/ iz BlpH~1 A ik - KB X R Tl /
B HE=31ER-MOHZH BB KRB KL A MgSO,
mkER BE AREAETFTRE RABAIEBREF
ArEE o BEOSIH BE REER - BRI TFAL
bt AR EEa -
I H-NMR (300 MHz, DMSO-dg)* 8.22 (t, 1H), 7.59 (d, 2H), 7.40 (d, 2H), 7.14
(dd, 1H), 7.04 (bs, 1H), 6.72 (d, 1H), 4.81 (d, 2H), 4.61 (s, 2H), 3.59 (s, 1H),
2.98 (m, 1H), 1.25 (d, 6H).
MS : 376 (M+1)*
C.(4-B2 @ £ -¥ £)Q-{2-Q-F & £ -2 £ )2Hw 4 52 F A&
A2)5-Am 2 A AREA-XA)TEHI S A

E104 5 Q17T EELEF)G-L2AEA-XE){S5-A 2% % & K2
[(IH-vg o 5-& F %) AKX A}-78 > 08 £K,CO5~ 025 2 KI

#1041 QS EELFVARLHRVEH AT EAFAZIR D
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» HOOC T A0 -  RABRAH AL ET IR EHEE
kP BMABEBELEER KO HFIABBEAUAKREEK
FdE o AMgSO M K $ R BRE  RARLEATTRE - £#HY
A B EEEZEXBK(TIHK /EOCAc=2: 1)# 1t » @ F 0.65
42 RA-FXE)Q{2-Q-FAA-TA)2Hm £ 5-2 F LK
A}S5-m2- A8 A-XA)TEHR(Fewm FANLESY) #2203
& (4-% KA D)Q{[1-2-F & A-T A )IHw =k -5-K F ALK
£)5Em 2 AR A-KE)FPHR(FEW) -
I H-NMR (300 MHz, DMSO-dg): 8.32 (t, 1H), 7.56 (d, 2H), 7.38 (d, 2H), 7.18
(dd, 1H), 7.02 (bs, 1H), 6.92 (d, 1H), 4.78 (t, 2H), 4.72 (d, 2H), 4.60 (s, 2H),
3.80 (t, 2H), 3.55 (s, 1H), 3.18 (s, 3H), 2.96 (m, 1H), 1.24 (d, 6H).
MS : 434 (M+1)*
D.4-(4-2 & & -%X £ )1-[2-Q-F & £ -T & )-2H-w ¢ -5-% F % ]-6-
A -2t & R K -1H-of ok ok 2-5 BR 2 & A%

BALASOY (&b RkP)FEMAT O 8 467 F
 # g (4-% A)Q{2-2-F & A -T A )2Hwm 5- £ F &
[ A}S-A 2R BERA-XA)THRAAZ A AKX T &E -
| H-NMR (300 MHz, DMSO-dg) : 7.74 (d, 2H), 7.73 (d, 1H), 7.60 (dd, 1H),

7.48 (d, 2H), 7.41 (m, 1H), 6.40 (bs, 2H), 4.88 (bs, 2H), 4.77 (t, 2H), 3.76 (¢,
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2H), 3.74 (m, 1H), 3.16 (s, 3H), 3.00 (m, 1H), 1.28 (d, 6H).
MS : 475 (M+1)*

Tl T 24t 541t & s fm4 8 &

TH T 4UG-ERE-XE)»IQGIR-mBE-FRA)SRALE
A-XA-9 8
~ o §/
O NH o}
/0 ° ‘

RAALSH TRl zeorhzhiz #ALRET -
3-9 4 ok B A -XK 2 A& (4% B S.A. Laufer, G.K. Wagner J. Med. Chem.
2002, 45(13), 2733-40) -
MS : 446 (M+1)*
FH8: 4U-E A A -XEA)IQGTR-EmEEA-FE)EAR
A& -1H-k ok o -2-5 o

L H-NMR (300 MHz, DMSO) : 7.70 (d, 2H), 7.66 (s, 1H), 7.58-7.44 (m, 6H),
739(E & s, 1H), 735 (R & s, 1H), 559 ( £ & s, 2H), 4.78 (d, 2H), 3.67

(m, 1H), 3.02 (m, 1H), 2.72 (s, 3H), 1.28 (d, 6H).
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MS @ 471 M+1)*
FH9: 4-4-2 A A -KKA)6-F -2 X A K -lab o -2-2K F A& -1H-
of ok wik -2-EF)

! A

I H NMR (300 MHz, CDCl,) : 8.58 (d, 1H), 7.76 (d, 2H), 7.20-7.70 (m, 8H) ¢
5.68 (s, 2H), 4.64 (d, 2H), 3.02 (& & %, 1H), 2.54 (¢, 1H), 1.32 (d, 6H).
MS : 410 (M+1)*
610 4-(4-F B A -KE)6-A 20 X & K -1-4-[1,23]= ¢ -2-K
% £ )-1H-ok ok ok -2-5R
®

' H NMR (300 MHz, CDCl;) © 8.04 (d, 2H), 7.72-7.80 (m, 3H), 7.20-7.52 (m,
8H), 5.60 (s, 2H), 4.64 (d, 2H), 3.02 (& & %, 1H), 2.55 (m, 1H), 1.33 (d, 6H).
MS : 476 (M+1)*

11 1-G-i% -8 A )4-(4-E2 A A -KE)6-A 2% K & & -1H-%
ok o -2-EF]
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' H NMR (300 MHz, CDCl;) © 7.69 (d, 2H), 7.46-7.53 (m, 3H), 7.37 (d, 2H),

4.63 (d, 2H), 4.42 (m, 2H), 3.58 (t, 2H), 2.99 (£ & % , 1H), 2.58 (m, 1H),

2.38 (m, 2H), 1.30 (4, 6H). .
MS : 441 (M+1)* ®
FH 12 4GB B E-KXE)6-F 25 K A A -Tab s -3-K F & -1H-

ok ok sk -2-EF]

'H NMR (300 MHz, CDCl;) 8.7 (s, 1H), 8.58 (d, 1H), 7.90 (d, 1H), 7.74 4, @
2H), 7.54 (d, 1H), 7.26-7.44 (m, 5H), 5.60 (s, 2H), 4.64 (d, 2H), 3.01 (£ &%,
1H), 2.56 (t, 1H), 1.32 (d, 6H).

MS @ 410 (M+1)"

6130 128 E5-TRE)FE4GEAHE-XE)6-A 25

£ & A -1H-o% o =i -2-8F
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Na(OAc),BH O 0]
¢! ///\O

————

CH,Cl,
: J

AcOH,
NaOCN
rt

AQRQEA-CRE)FTEEASA2ZREAAE-XEATG-E
A-XE)FEHEZ A&

FHVQEASEAEAL-XA)U4-E R
% (036

# 100 & % (0.341
£ X E)FPEAALSEFCHLCLY ZERA @ & bl

i

e
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AmMaitsn - HREYATETHEHESIR  AKHE L
ACH,CLER - A BB (BB TE /Tl DEL

R4 R E B
| H NMR (300 MHz, CD; OD) : 7.56 (d, 2H), 7.34 (4, 2H), 7.16-7.30 (m, 2H),
7.06-7.12 (m, 2H), 6.84-7.00 (m, 3H), 4.50-4.54 (m, 4H), 4.12 (t, 2H), 3.96 (t,
2H), 3.00 (& & %, 1H), 2.92 (t, 1H), 1.32 (d, 6H).
MS : 444 (M+1)*
B.l-2-Q#& %£-ZAE)F A4UG-E2REA-XA)6-A 20 LA AE ®
-1H-ok ok o -2-80 Z & A&

A8 E £ (0192 X F)2-2-Q-#£ -0 AKX )F & A]5-&-2-
AR A-¥AL)-@-2 2y r s Anntzin @
Am25% £ 0383 T XL F )R B - AEH2 K A

e
A
A e Hhad TERAEHACHLCLAKRKZIMAEIRRE
A BEULMAE AR ERER - AEAFAHME 0 AR
e aBEREDY -

I { NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.20-7.56 (m, 6H), 6.94 (t, 1H),
6.86 (d, 1H), 5.62 (s, 2H), 4.04 (t, 2H), 3.94 (t, 2H), 3.02 (£ & %, 1H), 2.56
(m, 1H), 1.32 (d, 6H).

MS : 469 (M+1)*
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w14 1-3-Qrah-TAA)ED2-4AFAJ4GE2RHE-XA
)-6-7 -2-% A & A -1H-o% ok ok -2-R

HO/\/O

I H-NMR (300 MHz, CDCl;) : 7.64-7.84 (m, 3H), 7.22-7.50 (m, 4H), 7.12 (d,
1H), 6.76 (d, 1H), 5.58 (s, 2H), 4.62 (d, 2H), 4.20 (¢, 2H), 3.96 (t, 2H), 3.42 (£
% s, 1H), 3.00 (& & %, 1H), 2.54 (t, 1H), 1.30 (d, 6H).

MS : 475 (M+1)*

RAEHE T TERRAR

H (0}
O oo AN e
= \
S Cu, CuSO,, LiH D O(POCL,) H\(\]I\/sb
ZJ - é? 2/2 i
100°C 0°C
A2(v§%-3 )Zaé%l/\ﬁ&‘

A0 @AT6FE L F)-sa A EH£S

i

T _BEFZERRA
C A0 £ (LTI EEF)EH ~ 114 E % (0714

u} M"}

AMAISIE L (00 EEF)aLE - - HRERESGYEE
A

B F o AI00C TR LB ELBRERERSY
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C A K BBSOALBBELEBREMY R i
ABEE LB /TR (T 3)iEk o HABEEL MBT0E LA E
B OBEIBBEAAT-—RE > £2F i -
HPLC-MS : t=1.31 4 4& (M+1)* = 145)
B.3-(2-%& & -T & & )-E % -2-H 8 X 5 &

HO/\/O

H

I\

S
AOCTF » #H L REF AT ﬁ«?zfﬂﬁz%%‘f(%O% ) % i
AmEILISEHCREEF )AL _BHAEIZTHANIEEXFT)
DMFZ 2 &4 F - B R &S

# % BT W R DB
e 50 & A 2N NaHCO; i & @ i #
+

¥ B

R A% 2
RER O RAKELE  BBFF
sE A (B /BBRLE) ERExéed  MHEL
BRARLE  #FE£—-F4&i-

£H15: LGRAA4RESTRE-F B)CGEAE-XE)6
7 -2-4& & A K -1H-»% =& ok -2-8F
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o/
o~ OH
L
NH, cl
o KK .
(0]
./\O //\O O (0]
O NaBH,CN Z
CH,OH, AcOH ‘
© NaOCN
AcOH
o/
OH
Cl
CCr
/\O N
ARGREAREESTAAFHA)S® 2L 845510 @
2AE-KA)THAZSA
e
OH
cl
CC
///\0 (o]

(e

#* 146.7 £ % (0.5
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A -AE)FEAR 286 A0S ELT)BBAEISEF T8 F
ZHEBERLIVAN  AWBIEALOSEER)S-RAFTEH
B ERINLEAOSEEZF)REAMAALSH - A E R T HHF
40 /s B¥ 4% » 4 INHCl{g & & % % @ # # »A INNaOH & 5 & &
AEZRM RAFTFHBRIHE  BEALEHYAKBEHE > £ X
BB LEERMK - 245 FH BB KR KIKLE NSO » i
AE REYZEHARKHGO, Tk /KT E)  &H
ZHEtbeth AR EER -

| H.NMR (400 MHz, DMSO-dg ) : 9.28 (s, 1H), 8.20 (t, 1H), 7.57 (d, 2H), 7.40
(d, 2H), 7.13 (dd, 1H), 7.02 (d, LH), 6.95 (d, 1H), 6.90 (d, 1H), 6.76 (d, 1H),
4.59 (d, 2H), 4.34 (d, 2H), 3.77 (s, 3H), 3.54 (t, 1H), 2.97 (m, 1H), 1.24 (d, 6H).
MS : 464 (M+1)*

B.1-G-8 &£ 47 £ -5F & & -F £)4@-2 R E-KXK)6-B 2%
B R & -1H-of ok ok -2-BF 2 & AR

A431 £ £ (0093 & £ F =
E)s-m 2 A A A -XAJGERA-XA)THRAEIZTHEHR
xRN A1 EALO0IBERXRF)RE MK - HAER
%'3‘:{&]24\8‘%4&’Eﬁ-"f#f&%/&iﬂ’lﬁfi&‘ 4 A 48 Ao
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NaHCO; iz g i @ B L EBS 2 MM o R R B - > B A HRE » &

Mok ABBLEERS K #FEHABRERRKLE

(Na,SO,) » A A EF A#H - 5HKXE /SO, T /#&

LE) KEiFRELAY AERET XK EBRR

' NMR (400 MHz, DMSO-dg): 9.41 (s, 1H), 7.73 (d, 2H), 7.48-7.58 (m, 4H),

7.36 (4, 1H), 7.07 (d, 1H), 6.84 (d, 1H), 5.39 ( £ k& s, 2H), 4.81 (d, 2H), 3.81 (s,

3H), 3.68 (t, 1H), 3.03 (m, 1H), 1.29 (d, 6H).

MS @ 489 (M+1)* ®
THREH LS HEREAEM T B R -

FH16: - ARAFA)4G-E2RE-KE)6-F 20 X A K-

1H-v% =& =it -2-F
\/Ogi)
N (o]
LT
=N
(o]
)

L H NMR (400 MHz, DMSO-dg ): 7.73 (d, 2H), 7.46-7.50 (m, 3H), 7.37 (d, 1H),

730 (d, 1H), 7.23 (dt, 1H), 7.06 (d, 1H), 6.76-6.83 (m, 2H), 5.39 ( & A& s, 2H),
479 (d, 2H), 4.16 (q, 2H), 3.67 (t, 1H), 3.03 (m, 1H), 1.41 (¢, 3H), 1.29 (d, 6H).
MS : 453 (M+1)*

6017 -G-CAREFA)IIG-ERA-KXA)6C-A 2R XA K-
1H-o% =& vk -2-EF
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' NMR (400 MHz, DMSO-dg): 7.72 (d, 2H), 7.46-7.50 (m, 4H), 7.36 (d, 1H),
7.22 (t, 1H), 6.86 (m, 1H), 6.79-6.81 (m, 2H), 5.45 ( & j s, 2H), 4.78 (d, 2H),

3.97 (g, 2H), 3.66 (t, 1H), 3.02 (m, 1H), 1.26-1.30 (m, 9H). ®
MS @ 453 (M+1)* |
)18 1-(2-58 £ 6-F & A& -F £)4@-2 A A -KKX)6-A-2-%

0
OH

N (0]
T
/\O ZN

L NMR (400 MHz, DMSO-dg) © 9.90 (s, 1H), 7.67 (d, 2H), 7.61 (d, 1H),

£ & A -1H-o% o o -2-EF

7.40-7.47 (m, 3H), 7.27 (d, 1H), 7.03 (t, 1H), 6.43 (d, 2H), 5.44 (s, 2H), 4.75

(d, 2H), 3.65 (s, 3H), 3.63 (t, 1H), 3.00 (m, 1H), 1.27 (d, 6H).

MS : 455 (M+1)*

519 1-0-0 R A 4-F AL -F £)4(@-2 ALK £)6-A -2-
we A R £ -1H-o% ok ok -2-EF
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L' NMR (400 MHz, DMSO-dg ): 7.71 (4, 2H), 7.47-7.55 (m, 4H), 7.35 (d, 1H),

7.05 (s, 1H), 6.86 (d, 1H), 6.73-6.76 (m, 1H), 5.41 ( & k& s, 2H), 4.79 (d, 2H),

3.97 (q, 2H), 3.69 (s, 3H), 3.66 (m, 1H), 3.02 (m, 1H), 1.26-1.32 (m, 9H). ®
MS @ 483 (M+1)*

£ 61200 1-(1H-#3] ok 4-%& 7 £ )4-(4-F2 B & -X £ )6-% 2% & &

& -1H-o%& =& =ik -2-EF)

L H NMR (400 MHz, DMSO-dg) : 11.10 (s, 1H), 7.74 (d, 2H), 7.49 (d, 2H),
7.29-7.42 (m, SH), 6.96 (t, 1H), 6.64 (m, 1H), 6.59 (d, 1H), 5.74 ( £ k& s, 2H),
4.76 (d, 2H), 3.65 (t, 1H), 3.03 (m, 1H), 1.29 (d, 6H).

MS : 448 (M+1)*

#5210 1-(4-52 & 3FAA-FTE)IG-EAE-KE)6-A 2%

% A A -1H-o% ok ok -2-E7
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L H NMR (400 MHz, DMSO-dg ): 7.70 (d, 2H), 7.56 (d, 1H), 7.45-7.49 (m, 3H),

734 (d, 1H), 7.03 (d, 1H), 6.61-6.69 (m, 2H), 537 ( £ /& s, 2H), 4.78 (d, 2H),

3.73 (s, 3H), 3.66 (¢, 1H), 3.01 (m, 1H), 1.28 (d, 6H). o
MS : 455 (M+1)*

FH 22 105 E4F A E-F E)4G-E ALK LA 2R

£ & & -1H-ok o o -2-5R

' NMR (400 MHz, DMSO-d) : 10.05 ( & & s, 1H), 7.70 (d, 2H), 7.40-
7.50 (m, 4H), 7.35 (d, 1H), 6.76 (d, 1H), 6.46 (d, 1H), 6.28 (dd, 1H), 5.29 (&
% s, 2H), 4.78 (d, 2H), 3.66 (m, 1H), 3.64 (s, 3H), 3.02 (m, 1H), 1.28 (d, 6H).
MS : 455 (M+1)*

523 258 & 5-[4-(4-8 A/ AKX )28 K -6-8 -2-5 K A K -2H-
ook -1- A F AKX TERT &
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I H NMR (400 MHz, DMSO-dg) © 10.44 (s, 1H), 7.82 (d, 1H), 7.71 (d, 2H),
7.47-7.56 (m, SH), 7.35 (d, 1H), 6.95 (d, 1H), 5.44 ( & J& s, 2H), 4.78 (d, 2H),

3.86 (s, 3H), 3.66 (t, 1H), 3.02 (m, 1H), 1.28 (d, 6H). ®
MS : 483 (M+1)*

TEH24 1-GQ-A A 4BE-FE)G-E2 R E-KE)6-A 2% K

& & -1H-=% = o} -2-EF

I H NMR (400 MHz, DMSO-dg ): 10.15 (s, 1H), 7.70 (d, 2H), 7.46-7.54 (m, 4H),
7.35 (m, 2H), 7.09 (dd, 1H), 6.90 (d, 1H), 5.37 ( & & s, 2H), 4.78 (d, 2H), 3.66

(t, 1H), 3.02 (m, 1H), 1.28 (d, 6H).
MS : 459 (M+1)*
BH 25 1-Q-R-F E) 442 R A-KEA)6-A-2-% X A X -1H-%

o ok -2-EF
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I'H NMR (400 MHz, DMSO-dg) : 7.74 (d, 2H), 7.56 (dd, 1H), 7.47-7.51 (m,
3H), 7.40 (d, 1H), 7.32 (dt, 1H), 7.25 (d, 1H), 7.21 (dt, 1H), 6.81 (dd, 1H), 5.48
(& & s, 2H), 4.80 (d, 2H), 3.69 (t, 1H), 3.03 (m, 1H), 1.29 (d, 6H). ®
MS : 443 (M+1)*

TA260 1-(4-5 X 35-—F B A -F £)4-4-Z2 /& -K K )6-%F -2-

B & A K -1H-ok = ok -2-ER
o/
OH
o/
N o
S04
Z o

L NMR (400 MHz, DMSO-dg) : 8.34 (s, 1H), 7.71 (d, 2H), 7.59 (d, 1H),
7.46-7.50 (m, 3H), 7.35 (d, 1H), 6.66 (s, 2H), 5.37 ( & & s, 2H), 4.78 (d, 2H),
3.68 (s, 6H), 3.66 (t, 1H), 3.01 (m, 1H), 1.28 (d, 6H).
MS : 485 (M+1)*

#5127 1-25-=F R A -F A)4@G-2 A X -X A)6-8 2- & &

3 -1H-o% o off -2-EF

89873 - 66 -



1333952

' H NMR (400 MHz, DMSO-dg): 7.72 (d, 2H), 7.46-7.49 (m, 3H), 7.37 (d, 1H),

7.28 (d, 1H), 7.02 (d, 1H), 6.83 (dd, 1H), 6.29 (d, 1H), 5.35 ( & /& s, 2H), 4.78

(d, 2H), 3.87 (s, 3H), 3.67 (t, 1H), 3.56 (s, 3H), 3.02 (m, 1H), 1.28 (d, 6H). ®
MS : 469 (M+1)"*

B 28 4-[4-(4-B B A -FK KA )28 K -6/ -2-% £ & KA -2H-5 =4

o -1-% ¥ & J-1H-#3| ok -2-% B & A&

NH,
)

EH

|

N\(O A
///\o O 2 .

g

' NMR (400 MHz, DMSO-dg) : 11.50 (s, 1H), 8.03 ( & & s, 1H), 7.75 (4,
2H), 7.50 (d, 2H), 7.38-7.44 (m, 4H), 7.26-7.32 (m, 2H), 7.04 (t, 1 H), 6.47 (d,
2H),5.72 ( & & s, 2H), 4.78 (d, 2H), 3.67 (t, 1H), 3.03 (m, 1H), 1.29 (d, 6H).
MS : 491 (M+1)*

FH29: 1-Q-0 £ -TA)4-@-E2FKX-KE)6-8-2-5 X & % -1H-
ok ok oif -2-EF)

89873 - 67 -
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I H NMR (400 MHz, DMSO-dg ): 7.68 (d, 2H), 7.55-7.60 (m, 2H), 7.46 (d, 2H),

7.34 (d, 1H), 4.80 (d, 2H), 4.20 (d, 2H), 3.69 (t, 1H), 3.01 (m, 1H), 1.85 (m, 1H),

1.30-1.38 (m, 4H), 1.28 (d, 6H), 0.87 (t6H).
MS : 403 (M+1)*

T30 3-4-@Z2RA-XE)2EHL-6-8-2- K&
AT AIRAKA}ER

3

LH NMR (400 MHz, DMSO-dg): 7.71 (d, 2H), 7.45-7.48 (m, 4H), 7.35 (d, 1H),

7.17 (m, 1H), 6.81 ( & & s, 1H), 6.69-6.76 (m, 2H), 5.43 ( & & s, 2H), 4.77 (4,

2H), 4.30 (s, 2H), 3.65 (t, 1H), 3.01 (m, 1H), 1.28 (d, 6H).
MS : 483 (M+1)*

& -2H-o% o

T3 Q3= FARA-FA)4G-E2AE-XE)6-m-2- X &

& -1H-o% o ok -2-EF

89873 - 68 -
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| H NMR (400 MHz, DMSO-dg) © 7.72 (d, 2H), 7.47-7.50 (m, 3H), 7.32-7.37

(m, 2H), 6.91-6.98 (m, 2H), 6.41 (dd, 1H), 5.45 ( T s, 2H),478(4,2H), @
3.87 (s, 3H), 3.82 (s, 3H), 3.67 (t, 1H), 3.02 (m, 1H), 1.28 (d, 6H).

MS : 469 (M+1)*

FH32 1Q3— 8 -XA[A—ABEK-6A T A)4-G-F A%

-K K )6-7 -2-% A& R K -1H--£ =4 ok -2-EF

I H NMR (400 MHz, DMSO-dg) : 7.70 (d, 2H), 7.46-7.51 (m, 4H), 7.35 (d,
1H), 6.77-6.82 (m, 3H), 5.37 ( & /& s, 2H), 4.18 (s, 4H), 3.66 (t, 1H), 3.01 (m,
1H), 1.28 (d, 6H).

MS: 467 (M+1)*

T 5133 442 B A XA I-GEBALAAHALH ERHI-A T A
)-6-7 -2-# & £ A& -1H-of ok oif -2-8F

89873 -69 -
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o

| H NMR (400 MHz, DMSO-dg) : 8.23 (s, 1H), 8.13 (dd, 1H), 7.82 (dt, 1H),
7.70 (d, 2H), 7.62-7.65 (m, 2H), 7.47-7.54 (m, 4H), 7.35 (4, 1H), 5.25 (5, 2H), @
4.80 (d, 2H), 3.67 (m, 1H), 3.02 (m, 1H), 1.28 (d, 6H).

MS : 477 (M+1)*

T34 4GE2RE-KXE)-QF E-T £)6-8 -2-% & & A& -1H-

<

N 0]
LT
/\O N

'H NMR (400 MHz, DMSO-dg) : 7.62-7.68 (m, 3H), 7.53 (dd, 1H), 7.46 (d,

of ot ok -2-EF

2H), 7.33 (d, 1H), 4.80 (d, 2H), 4.14 (m, 2H), 3.68 (t, 1H), 3.00 (m, 1H), 1.92-
2.01 (m, 1H), 1.37-1.45 (m, 1H), 1.27 (d, 6H), 1.18-1.26 (m, 1H), 0.88 (m, 6H).
MS : 389 (M+1)*

35 1-(2,6-= & -F A )4-(4-2 & K -KE)6-8F 2-5 X & X -1H-

of ok wif -2-AF)

89873 -70 -
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Ct

'H NMR (300 MHz, CDCly) : 7.78 (d, 2H), 7.44 (d, 1H), 7.38 (d, 2H), 7.15-
7.40 (m, SH), 5.90 (s, 2H), 4.62 (d, 2H), 3.01 ( & & *, 1H), 2.55 (m, 1H),

1.31 (d, 6H).

MS : 477 (M+1)*

T HI3601-23-— &K -F E)4@G-E R E-KXKX)6-F 2% X & X -1H-
i o ik -2-F

Cl
Ci

| H NMR (400 MHz, DMSO-d) : 7.74 (d, 2H), 7.57-7.60 (m, 1H), 7.46-7.51
(m, 3H), 7.40 (d, 1H), 7.31 (d, 1H), 7.23 (t, 1H), 6.76 (d, 1H), 5.49 (s, 2H), 4.80
(d, 2H), 3.69 (t, 1H), 3.03 (m, 1H), 1.29 (d, 6H).

MS : 477/479 (M+1)*

-

EH 37 4-G-BEAA-XE)-A 2% KA A-1-G=Z AT A£-F

% )-1H-ok ok ok -2-EA

89873 -71-
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L NMR (400 MHz, DMSO-dg) © 7.78 (s, 1H), 7.72 (d, 2H), 7.64 (m, 1H),
7.47-7.58 (m, 6H), 7.38 (d, 1H), 5.58 (s, 2H), 4.79 (d, 2H), 3.67 (t, 1H), 3.02 (m,
1H), 1.28 (d, 6H).

MS : 477 (M+1)*

ey

B3 4B RE-EE)6CA 2RERELGZATEF
# )-1H-o% ok oif -2-FF

pcy

I H NMR (400 MHz, DMSO-dg): 7.71 (m, 4H), 7.43-7.51 (m, 6H), 7.37 (d, 1H),
5.59 (& A& s, 2H), 4.79 (d, 2H), 3.67 (¢, 1H), 3.02 (m, 1H), 1.28 (d, 6H).

MS : 477 M+1)*

439 1-G-CRAA4LE-FTE)IGERE-XE)6-A 2R
A R A -1H-o% o4 ok -2-E7]

89873 _72.-
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L H NMR (400 MHz, DMSO-dg ): 8.86 (s, 1H), 7.70 (d, 2H), 7.46-7.55 (m, 4H),
733 (d, 1H), 7.00 (s, 1H), 6.63-6.70 (m, 2H), 5.36 ( & & s, 2H), 4.78 (d, 2H),
3.97 (q, 2H), 3.65 (t, 1H), 3.02 (m, 1H), 1.29 (t, 3H), 1.28 (d, 6H).

MS © 469 (M+1)*

F 440 4-(4-2 A A -FXE)I-G-XEA-T A£)6-%® -2-% & R & -1H-

ok o ok -2-EF

I H NMR (400 MHz, DMSO-dg) © 7.63 (d, 2H), 7.50 (dd, 1H), 7.45 (d, 2H),
737 (d, 1H), 7.28-7.32 (m, 5H), 7.17-7.21 (m, 1H), 4.79 (d, 2H), 4.12-4.21 (m,
1H), 3.97-4.04 (m, 1H), 3.68 (t, 1H), 2.91-3.03 (m, 2H), 1.86-2.01 (m, 2H),

1.27 (m, 9H).
MS © 451 (M+1)*
FH 4l 1-CAa=CT AR -FA)IEE2AHE-KXE)6-A 2 X &

% -1H-o% ok off -2-5F

89873 -73-
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L { NMR (400 MHz, DMSO-dg ): 7.70 (d, 2H), 7.46-7.54 (m, 4H), 7.33 (d, 1H), -
7.04 (d, 1H), 6.84 (d, 1H), 6.71 (dd, 1H), 5.39 ( & & s, 2H), 4.78 (d, 2H), 3.91- .
4.00 (m, 4H), 3.65 (t, 1H), 3.01 (m, 1H), 1.25-1.30 (m, 12H). ®
MS : 497 (M+1)*

EH 42 -G-AAA4TFTARA-FE)GERE-XEX)6-A 2R

& A A -1H-o% = ol -2-87

I H NMR (400 MHz, DMSO-dg) © 7.71 (d, 2H), 7.47-7.53 (m, 4H), 7.35 (d,
1H), 7.24 (dd, 1H), 7.06-7.13 (m, 2H), 5.42 ( & & s, 2H), 4.78 (d, 2H), 3.78
(s, 3H), 3.67 (t, 1H), 3.02 (m, 1H), 1.28 (d, 6H).

MS : 457 (M+1)*
T 43 0 {4-[4( £ XK K )2-BR K -6-A -2-% K R K -2H-ok o4

(42 &
£ P E}E A A )E

5

89873 .74 -
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L NMR (400 MHz, DMSO-dg ): 7.69 (d, 2H), 7.45-7.52 (m, 4H), 7.32 (d, 1H),
720 (d, 2H), 6.79 (d, 2H), 5.40 ( & f& s, 2H), 4.7 (d, 2H), 433 (s, 2H), 3.65 ,
(t, 1H), 3.01 (m, 1H), 1.28 (d, 6H). | ®
MS @ 483 (M+1)*

T 44 4-(4E A E-KA)-G-F AE23-=F &-F £)6-A-2-
A & & -1H-% ok of -2-5F

| H NMR (400 MHz, DMSO-dg) © 7.74 (d, 2H), 7.49 (d, 2H), 7.44 (dd, 1H),
7.38 (d, 1H), 7.21 (d, 1H), 6.63 (d, 1H), 6.32 (d, 1H), 5.37 ( & & s, 2H), 4.79
(d, 2H), 3.69 (t, 1H), 3.67 (s, 3H), 3.03 (m, 1H), 2.32 (5, 3H), 2.15 (s, 3H), 1.29
(d, 6H).

MS : 467 (M+1)*

T 45 1-(4-F R A-FTA)4G-ERA-XL)6-A -2 A A X

1H-o% =& ojk -2-EF)

89873 .75
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'H NMR (400 MHz, DMSO-dg) : 7.71 (d, 2H), 7.47-7.53 (m, 4H), 7.24-7.53 -
(m, 8H), 6.97 (d, 2H), 5.43 ( & %& s, 2H), 5.05 (s, 2H), 4.78 (d, 2H), 3.67 (¢, .
1H), 3.02 (m, 1H), 1.28 (d, 6H). ®
MS : 515 (M+1)*

T 460 1-C3-2 £ -6-F A -nbeg 2-4 F R )4-G-E & &£ -K )6

& -2-% A& B A -1H-o% ok o -2-58

' H NMR (400 MHz, DMSO-dg ): 10.06 (s, 1H), 7.71 (d, 2H), 7.44-7.49 (m, 4H),
7.35(d, 1H), 7.12 (d, 1H), 6.96 (d, 1H), 5.46 ( & %k s, 2H), 4.79 (d, 2H), 3.67

(t, 1H), 3.02 (m, 1H), 2.14 (s, 3H), 1.28 (d, 6H).

MS : 440 (M+1)*

B 647 {2-[4-@-B A A-K A )28 & -6-F 2-% A A K 2H-o% o4

a

holA T A)6F RA-KAANER

89873 -76 -
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'H NMR (400 MHz, DMSO-dg): 7.71 (d, 2H), 7.62 (d, 1H), 7.48 (4, 2H), 743 @
(dd, 1H), 7.33 (d, 1H), 6.92 (dd, 1H), 6.84 (t, 1H), 6.22 (d, 1H), 5.68 ( & /& s,

2H), 4.78 (d, 2H), 4.68 (s, 2H), 3.81 (s, 3H), 3.66 (t, 1H), 3.02 (m, 1H), 1.28 (d,

6H).

MS : 513 (M+1)*

T4 48 4-(4-2 A K -XA)1-G-F & & -F £ )65k & K R A -1H-

ok ok oif -2-EF]

I H-NMR (300 MHz, CDCly) : 7.75 (d, 2H), 7.49 (d, 1H), 7.39 (d, 2H), 7.20-
7.34 (m, 3H), 6.76-6.92 (m, 3H), 5.53 ( & /& , 2H), 4.64 (d, 2H), 3.77 (s, 3H),
3.02 (& & %, 1H), 2.55 (t, 1H), 1.33 (d, 6H).

MS : 439 (M+1)*

89873 -77-
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W49 4@4-B2 A/ L -KXE)I-QC4FAX-FER)HAEAE
| H-of ok stk -2-5A

& 2 97°C ®
'H-NMR (300 MHz, CDCl;) : 7.75 (d, 2H), 7.49 (dd, 1H), 7.38 (d, 2H), 7.32-

7.36 (m, 2H), 6.96 (d, 1H), 6.87 (dd, 1H), 6.79 (d, 1H), 5.48 ( & /& , 2H), 4.64

(d, 2H), 3.85 (s, 3H), 3.84 (s, 3H), 3.02 (& & %, 1H), 2.65 (t, 1H), 1.32 (d,

6H).

MS @ 469 (M+1)*

FH50: 4-4-F A EA-KE)1-@G-F &AEK-F A)6-%k @ KA K-1IH-

ok ot ot -2-EF]

| H-NMR (300 MHz, CDCLy) : 7.74 (d, 2H), 7.48 ( £ /& s, 1H), 7.38 (d, 2H),
7.24-7.34 (m, 4H), 6.85 (d, 2H), 5.49 ( & A& , 2H), 4.64 (d, 2H), 3.7 (s, 3H),
302 (+ & %, 1H), 2.55 (¢, 1H), 1.32 (d, 6H).

MS : 439 (M+1)*

89873 .78 -
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FH S 44 AL -EE)IQGS— FRAE-F AR FHEAAE
1H-o% ok sk -2-ER)

L H-NMR (300 MHz, CDCL3) : 7.75 (d, 2H), 7.48 (d, 1H), 7.38 (d, 2H), 7.31
(d, 1H), 7.29 (s, 1H), 6.46 (d, 2H), 6.35 (t, 1H), 5.48 ( & & , 2H), 4.65 (d, 2H),
3.75 (s, 6H), 3.02 (& & % , 1H), 2.55 (t, 1H), 1.33 (d, 6H).

MS : 469 (M+1)*

FH 52 4-4-EFHE-XE)IQCS—FAREA-FE)AFBEARE

-1H-o% ok wif -2-EF

¥ 2 77-78°C .
' H-NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.47 (d, 1H), 7.38 (d, 2H), 7.28-
7.32 (m, 2H), 6.83 (d, 1H), 6.72 (dd, 1H), 6.65 (d, 1H), 5.54 ( £ 4% , 2H), 4.64

(d, 2H), 4.12 (q, 2H), 3.85 (q, 2H), 3.02 (£ & 4, 1H), 2.54 (¢, 1H), 1.49 (t,

89873 -79 -
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3H), 1.33 (d, 6H), 1.28 (t, 3H).

MS : 497 (M+1)*

T 1S3 442 A A -XE)-G-T AR A2-BLA-F XA A
£, A -1H-o% ok o -2-5R

¥ 25 186-187°C .

I'H-NMR (300 MHz, CDCl;) : 10.13 ( £ /% , OH), 7.88 (d, 1H), 7.71 (d, 2H),
7.54 (s, 1H), 7.52 (d, 1H), 7.34-7.40 (m, 3H), 6.51 (4, 1H), 6.42 (dd, 1H), 5.41
(£ & ,2H), 4.68 (d, 2H), 3.98 (q, 2H), 3.01 ( & ¥ %, 1H), 2.56 (t, 1H),
1.38 (t, 3H), 1.32 (d, 6H).

MS © 469 (M+1)*

EH54: 4GB HA-KXE) Q4 CARE-FE) KR BAAKL
-1H-o% o ot -2-F

\/O O\/.

N -0
T
7Y

I H-NMR (300 MHz, CDCl,) : 7.74 (d, 2H), 7.46 (d, 1H), 7.38 (d, 1H), 7.37

(d, 2H), 7.29 (dd, 1H), 7.00 (d, 1H), 6.47 (d, 1H), 6.34 (dd, 1H), 5.49 ( ® &,

89873 -80-
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2H), 4.64 (d, 2H), 4.13 (q, 2H), 3.96 (q, 2H), 3.01 (£ ¥ %, IH), 2.54 (t, | H),
1.51 (t, 3H), 1.38 (t, 3H), 1.32 (d, 6H).

MS @ 497 (M+1)*

FH55 4B AA-XA)I-Q4=—CAE-FAR)rARELARE
-1H-o% o& =i -2-EF)

~°

x
=N
7 e ®

)

OH

¥ 25 199-201°C.

I'H-NMR (300 MHz, CDCl;) : 9.15( & & , OH), 7.85 (d, H), 7.71 (d, 2H),
7.49-7.56 (m, 3H), 7.38 (d, 2H), 7.01 (d, 1H), 6.90 (d, 1H), 6.79 (dd, 1H), 5.44

( £ &, 2H), 4.68 (d, 2H), 3.97 (q, 2H), 3.02 ( & & %, 1H), 2.57 (¢, 1H),

1.39 (t, 3H), 1.32 (d, 6H).

MS © 469 (M+1)* ®
B S6: 4-(4-B FH E-KE)1-Q-F R E-F X)6-8 25 A AK-
1H-+% of s -2-EF]

89873 -81-
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"HNMR (300 MHz, CDCly) : 7.76 (d, 2H), 7.48 (d, 1H), 7.38 (d, 2H), 7.18-
7.32 (m, 3H), 6.76-7.02 (m, 3H), 5.56 (s, 2H), 4.62 (d, 2H), 3.96 (s, 3H), 3.02
(&£ &%, 1H),2.56 (t, 1H), 1.32 (d, 6H).

MS : 439 (M+1)*

THST  4G-2 R A-XEA) -G AEF £)6- 5 £ & £ -1H-
ok ok off -2-5F

% 25 181-183C .

'H-NMR (300 MHz, CDCL ) 7.73 (d, 2H), 7.47 (s, 1H), 7.37 (d, 2H), 7.30 (s,

2H), 7.22-7.28 (m, 2H), 6.83 (d, 2H), 5.47 ( £ & , 2H), 4.63 (d, 2H), 3.98 (q,
2H),3.01 (£ & %, 1H),2.53 (£ &, 1H), 138 (t, 3H), 1.31 (d, 6H). ®
MS : 453 (M+1Y*

THS8: 4G-2AA-XEA)IGCERAELE-F L) Bm A& A-
|H-v ok ok 2-57

89873 -82-
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1% 25 69°C .

'H-NMR (300 MHz, CDCl;) : 7.74 (d, 2H), 7.48 (d, 1H), 7.37 (d, 2H), 7.28
(td, 1H), 7.25 (d, 1H), 7.19 (d, 1H), 6.74-6.88 (m, 3H), 5.50 ( & & , 2H), 4.63
(d, 2H), 4.50 (£ & %, 1H), 3.0l (& &€ %, 1H), 2.54 (t, 1H), 1.32 (d, 6H),
1.29 (d, 6H).

MS : 467 (M+1)*

FEH 59 4GB ARE-XE)IQAI—TEE-FA)-RBLAAR
-1H-o% = o -2-EF)

I.H-NMR (300 MHz, CDCl,) : 7.74 (4, 2H), 7.48 (d, 1H), 7.37 (d, 2H), 7.26-

7.33 (m, 2H), 7.20 (d, 1H), 6.83-6.90 (m, 2H), 6.75-6.80 (m, 1H), 5.51 ( & /&

2H), 4.63 (d, 2H), 3.87 (t, 2H), 3.01 (& & %, 1H), 2.54 (t, 1H), 1.76 ( &, ,

2H), 1.32 (d, 6H), 1.00 (t, 3H).

MS : 467 M+1)*

TH60: 1-(4-2 £ 3-FAEA-FE)G-ERE-KXKEA)6-R A AL
f, & -1H-+% ok =ik -2-8R

89873 -83-
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Y 25 72-74°C .

H-NMR (300 MHz, CDCL; ) © 7.76 (d, 2H), 7.48-7.54 (m, 2H), 7.38 (d, 2H),

7.32 (dd, 1H), 7.04 (d, 1H), 6.68 (dd, 1H), 6.47 (d, 1H), 5.53 ( & /& s, 2H),

4.65 (d, 2H), 3.64 (s, 3H), 3.02 (& & %, 1H), 2.55 (t, 1H), 1.32 (d, 6H).

MS : 517/519 (M+1)*

T 6] 4-(4-2 B A KA 1G4 F RE-FE)65% B A
£, & -1H-ok ok ok -2-5

15 2 112°C .

I H-NMR (300 MHz, CDCLy) : 7.73 (d, 2H), 7.47 (d, 1H), 7.37 (d, 2H), 7.25-

7.33 (m, 2H), 6.88 (d, 1H), 6.82 (dd, 1H), 6.77 (d, 1H), 5.60 (s, OH), 5.45 ( &

& s, 2H), 4.63 (d, 2H), 3.85 (s, 3H), 3.01 (& & %, 1H), 2.54 (t, 1H), 1.32 (d, ®
6H). |

MS : 455 (M+1)*

T 62 4-(4-E A E-FXEA)I-QFARAEATRE-F X)6-A-2-

£ f & -1H-$ ok ok -2-80

89873 .84 -
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'H NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.48 (d, 1H), 7.38 (d, 2H), 7.10-
7.32 (m, 4H), 7.02 (d, 1H), 6.86 (t, 1H), 5.58 (s, 2H), 5.34 (s, 2H), 4.62 (d, 2H),
3.58 (s, 3H), 3.02 ( £ & #% , 1H), 2.56 (t, 1H), 1.32 (d, 6H).

MS © 469 (M+1)*

TH63: 1-(4-i2 £ 3T RAFA)IGU-E2AE-XA)6R AR
£, & -1H-o% ok ohk -2-87

Y5 25 144-146°C .

I H-NMR (300 MHz, CDCl;): 7.77 (d, 2H), 7.50 (s, 1H), 7.49 (d, 1H), 7.39 (d,

2H), 7.32 (dd, 1H), 7.04 (d, 1H), 6.67 (dd, 1H), 6.48 (d, 1H), 5.53 ( & & s, 2H),

4.65 (d, 2H), 3.84 (q, 2H), 3.02 (& & % , 1H), 2.55 (¢, 1H), 1.32 (d, 6H), 1.28

(t, 3H). ®
MS © 532 (M+1)*

64 1-(4-RE4GFARAEA-FE)IGEGERE-XE)-RA X

o
Y

J

4, % -1H-o% o4 ok -2-EF]

N

89873 -85-
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1% 2 159-161°C .

I H-NMR (300 MHz, CDCl,) : 7.74 (d, 2H), 7.48 (d, 1H), 7.30-7.40 (m, 4H),

7.17-7.28 (m, 2H), 6.86 (d, 1H), 5.45 ( & /& s, 2H), 4.64 (d, 2H), 3.86 (s, 3H),

3.01 (& & %, 1H), 2.54 (t, 1H), 1.31 (d, 6H).

MS : 487 (M+1)*

FH65: 1-Q-RAA4FALA-FEA)4E-E2AHE-XA)6- A A
£, & -1H-o% =4 oif -2-EF

9

7 25 147-149°C .

I H-NMR (300 MHz, CDCly) : 7.74 (d, 2H), 7.49 (4, 1H), 7.39 (s, 1H), 7.37

(d, 2H), 7.30-7.36 (m, 2H), 7.22-7.26 (m, 1H), 7.17 (dd, 1H), 6.85 (d, 1H), 5.44

(& & s, 2H), 4.64 (d, 2H), 4.07 (q, 2H), 3.01 (& & %, 1H), 2.55 (¢, 1H), ®
1.44 (t, 3H), 1.32 (d, 6H).

MS : 473 (M+1)*

EH66: 1-G-R A 45— FREA-FA)GG-ERE-KE)RA

£ & £ -1H-o% ok o -2-EF d

o

Ct

p N\(O
O 2N
o}

89873 - 86 -
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1% 25 80°C .

| H-NMR (300 MHz, CDCl;) : 7.74 (d, 2H), 7.51 (d, 1H), 7.33-7.41 (m, 3H),
7.28 (s, 1H), 6.88 (dd, 2H), 5.43 ( & % s, 2H), 4.65 (d, 2H), 3.82 (s, 3H), 3.81
(s,3H),3.01 (& & %, 1H), 2.55 (t, 1H), 1.32 (d, 6H).

MS : 503, 505 (M+1)*

FEH67: 1-G-RAIFAA-FE)4GERE-XEA)6 A A

£, & -1H-o% o ok -2-EF

z o
¥ %5 133-135C .
UH NMR (300 MHz, CDCly) © 7.74 (d, 2H), 7.50 (d, 1H), 7.33 (d, 2H), 7.22-
736 (m, 3H), 6.97 (d, 1H), 6.83 (dd, 1H), 5.49 ( & /& s, 2H), 4.64 (d, 2H), 3.85
(s, 3H), 3.01 (& & % , 1H), 2.54 (t, 1H), 132 (d, 6H). ®

MS @ 473 (M+1)"
T 68 1-G-A-F A)4-G-ERE-XE)o-Br A A A A-1HE 4

ok -2-EF

89873 -87 -
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& 2 72-73°C .

'H NMR (300 MHz, CDCl;): 7.74 (d, 2H), 7.50 (d, 1H), 7.37 (d, 2H), 7.30 (td,
2H), 7.18 (d, 1H), 7.08 (d, 1H), 6.90-7.02 (m, 2H), 5.53 ( & & s, 2H), 4.63 (d,
2H),3.01 (£ & %, 1H), 2.54 (t, LH), 1.31 (d, 6H).

MS : 427 M+1)*

T 69 1-34-— A -F A )4-@-F A A -K KA )6-% & KX R & -1H-

o oft ok -2-EF]

F

X .
F
0
CY
/\O Z

B 25 84°C .

I NMR (300 MHz, CDCl3) : 7.74 (d, 2H), 7.51 (d, 1H), 7.38 (d, 2H), 7.33
(dd, 1H), 7.02-7.22 (m, 4H), 5.48 ( & & s, 2H), 4.64 (d, 2H),3.01 (€ & 4%,

1H), 2.55 (t, 1H), 1.31 (d, 6H). ®
MS : 445 (M+1)*

FEHT0: -G-8 -FE)4-@GEFBA-FKE)6-5 AKX A& -1H-E 4

"k -2-BF)

89873 -88-
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'H NMR (300 MHz, CDCl; ): 7.74 (d, 2H), 7.51 (d, 1H), 7.38 (d, 2H), 7.33 (dd,
1H), 7.02-7.22 (m, 4H), 5.48 ( £ & s, 2H), 4.64 (d, 2H), 3.01 (£ ¥ %, IH),
2.55 (t, 1H), 1.31 (d, 6H).

MS : 443, 445 (M+1)"

T 1B -F A)G@G-E2AHE-RXE)6kR A AR K -HA

o -2-E -

Y5 25 71-73°C .

H NMR (300 MHz, CDCL;) : 7.73 (d, 2H), 7.48 (d, 1H), 7.37 (d, 2H), 7.20-

7.34 (m, 4H), 7.00 (t, 2H), 5.50 ( £ /& s, 2H), 4.63 (d,2H), 3.01 (£ & %4,

1H), 2.54 (& & t, 1H), 1.31 (d, 6H).

MS : 427 (M+1)* ®
4572 1-G-f-F A)4@-2AH AKX K)65k AL RE-IHE%

ok -2-EF]

% 25 110-112°C.

89873 -89 -
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'H NMR (300 MHz, CDCl;) : 7.75 (d, 2H), 7.50 (d, 1H), 7.38 (d, 2H), 7.21-
7.35 (m, 4H), 7.18 (d, 2H), 5.51 ( & k& s, 2H), 4.64 (d, 2H), 3.01 (£ & *#,
1H), 2.54 ( & /& t, 1H), 1.32 (d, 6H).

MS : 443,445 (M+1)*

T 731Gk K42 kSFRA-FA)EGE A A-K KNG
e & A A K -1H-of ok ok -2-EF)

@
5 25 175-177°C .
L' NMR (300 MHz, CDCl; ) : 7.74 (d, 2H), 7.50 (d, 1H), 7.37 (d, 2H), 7.32 (¢,
2H), 7.07 (& /& d, 1H), 6.89 ( & /& d, 1H), 5.42 ( £ & s, 2H), 4.65 (d, 2H),
3.85 (s, 3H), 3.01 (& & %, 1H), 2.55 ( £ & t, 1H), 1.31 (d, 6H). ®

MS : 533,535 (M+1)*
T T4 1-C-8 £ 45 K57 RE-FRA)EE A A-KK)6
¥ & A& A A& -1H-o% =k =ik -2-EF

Br
OH

OMe

89873 -90 -
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15 25 144-146°C .

'H NMR (300 MHz, CDCl,) : 7.75 (d, 2H), 7.51 (d, 1H), 7.46 ( & & s, 1H),
7.28-7.41 (m, 4H), 7.14-7.25 (m, 3H), 5.51 ( & /& s, 2H), 4.65 (d, 2H), 3.02
(£ &% 1H),2.56 (X & t, 1H), 1.32 (d, 6H).

MS : 487,489 (M+1)*

FH77 1-Q-2 K A5 FEAE-FEA)IGEFE-KXK)6-m- B
£ & A& -1H-ok ok o -2-57

OMe

OMe .

Br

% 2 132-142°C .

LH NMR (300 MHz, CDCl;) : 7.80 (d, 2H), 7.56 (d, 1H), 7.43 (d, 2H), 7.41

(d, 1H), 7.32 (d, 1H), 7.12 (br d, 1H), 5.48 ( & & s, 2H), 4.70 (d, 2H), 3.86 (s, ‘
6H), 3.06 (+ & %, 1H),2.60 ( £ & t, LH), 1.36 (d, 6H).

MS : 546, 548 (M+1)*

FH 78 1-C4-— % -F A)4@-B2 R E-KE)6- & AR KL -H-

of o ok -2-EF

89873 -92-
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15 25 86-88°C .

'H NMR (300 MHz, CDCl;) : 7.75 (d, 2H), 7.50-7.61 (m, 3H), 7.32-7.42 (m,
3H), 7.10-7.19 (m, 2H), 5.46 ( & & s, 2H), 4.66 (& A& s,2H),3.02 (+ & 4%,
1H),2.55 ( & & , 1H), 1.32 (d, 6H).

MS : 565, 567,569 (M+1)* (Br,-F 42 % B 4 )

T 1-C4 - R-FE)4@G-E2RE-XX)6-5- A X & & -1H-
o ok o -2-BF)

15 25 73-74°C .

I NMR (300 MHz, CDCl;) : 7.75 (d, 2H), 7.52 (d, 1H), 7.31-7.44 (m, 5H),

7.16 (d, 2H), 5.48 ( & & s, 2H), 4.65 ( & & d,2H), 3.02 (+ & %, IH),

255 (& &, 1H), 1.32 (d, 6H). ¢
MS : 477,479,481 M+1)" (Cl,-Fl 42 ¥ B 4% )

TH80: 1-(4-F k-F A)4G-E R/ E-KXX)6m XA KL-1H-A

o ot -2-EF

89873 -93-



1333952

1% 25 92-93°C .

L NMR (300 MHz, CDCly): 7.74 (d, 2H), 7.47 (s, 1H), 7.37 (d, 2H), 7.29 (s,
2H), 7.21 (d, 2H), 7.12 (d, 2H), 5.51 ( & k& s, 2H), 4.63 ( & & d, 2H), 3.01
(€ &% ,1H),2.55( E &, 1H), 2.31 (s, 3H), 1.32 (d, 6H).

MS : 423 (M+1)*

EH8l: 1-3-FA-FA)GE2REA-KXE)6-k A KA A -1H-E
ok o -2-EF]

15 25 115-116°C .

| HNMR (300 MHz, CDCl) : 7.75 (d, 2H), 7.48 (d, 1H), 7.38 (d, 2H), 7.27-

7.34 (m, 2H), 7.20 (t, 1H), 7.03-7.14 (m, 3H), 5.51 ( & & s, 2H), 4.64 (d, 2H),

3.02 (4 & %, 1H),2.54 (& &, 1H), 231 (s, 3H), 1.32 (d, 6H). ®
MS : 423 (M+1)*

F 82 1-(4-T A -FA)4G-ERE-FE)6-R A AR A -IH-E

o ot -2-EF]

89873 -94 .
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15 25 75-76°C .

' H NMR (300 MHz, CDCl; ) 7.74 (d, 2H), 7.48 (s, 1H), 7.38 (d, 2H), 7.30 (s,
2H), 7.23 (d, 2H), 7.14 (d, 2H), 5.52 ( & A& s, 2H), 4.63 (d, 2H),3.02 (£ &
% | 1H), 2.61 (q, 2H), 2.54 ( £ /& t, 1H), 1.32 (d, 6H), 1.20 (t, 3H).

MS : 437 (M+1)*

T4 83:1-C4-—F A-F A)4-@-E2 R A-KXK)6Kk B KA A -1H-

V% n:k- V’H.\ '2'EF-] .

KGE ®

Ys 25 143-144°C .

| H NMR (300 MHz, CDCl;) : 7.74 (d, 2H), 7.47 (s, 1H), 7.38 (d, 2H), 7.31

(£ & d, 2H), 7.02-7.12 (m, 3H), 548 ( & & s, 2H), 4.63 (d,2H),3.01 (£ &

% 1H),2.54 (£ & t, 1H), 2.21 (s, 6H), 1.32 (d, 6H). o
MS : 437 (M+1)*

EH84: - A AT A A4UG-E2AE-KXKEK)6-5 &K AL -1H-E

ok ok -2-EF)

N (o)
O ~ZN

7 e

89873 -95-
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'H-NMR (300 MHz, CDCl;) : 7.70 (d, 2H), 7.43-7.50 (m, 3H), 7.38 (d, 2H),
7.35(d, 2H), 4.67 (d, 2H), 4.26 (d, 2H), 3.00 ( £ & %, [H), 2.55 (t, |H), 1.30

(d, 6H), 0.52-0.67 (m, 4H).

MS @ 373 (M+1)*

F 85 1-(2-ik ok 5-AF A)4-U-2AE-KE)6-H-2-% &

£, % -1H-o% =& ok -2-2R

~ @ ®

~N

¢

I H-NMR (300 MHz, CDCL,) : 7.66-7.72 (m, 3H), 7.32-7.52 (m, 5H), 5.54 (s,

z o

2H), 4.66 (d, 2H), 2.98 ( & & % , 1H), 2.54 (t, 1H), 1.32 (d, 6H).
MS : 496 (M+1)*
T 86: 1-(45-— R E» 2-X F A)4G-F2 B A-KK)6-F 2%

£ 8 £ -1H-ok o o -2-59 ®

| H-NMR (300 MHz, CDCly) © 7.76 (d, 2H), 7.36-7.54 (m, SH), 6.96 (s, 1H),

5.48 (s, 2H), 4.62 (d, 2H), 3.02 (& & * , 1H), 2.58 (t, 1H), 1.32 (d, 6H).

89873 . 96-
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MS : 483 (M+1)"
TH87T: 442 A K -KE)I-G-F & -Eo-2-K F &)6-& -2-%
A & K -1H-ok o ok -2-2R

I H-NMR (300 MHz, CDCl,) : 7.72 (d, 2H), 7.30-7.60 (m, SH), 6.96 (d, 1H), ¢
6.58 (d, 1H), 5.54 (s, 2H), 4.64 (d, 2H), 3.02 (& & %, 1H), 2.54 (t, 1H), 2.42
(s, 3H), 1.30 (d, 6H).
MS : 429 (M+1)*
F 588 4-(4-E A % -XX)6-F 2.5 X F K -1-o5=%-2-K F & -1H-
ok ok ok -2-EF)
z
NY/S ®

I H-NMR (300 MHz, CDCl3) : 8.16 (d, 2H), 7.62-7.82 (m, SH), 7.56 (d, 2H),
7.26-52 (d, 4H), 5.92 (s, 2H), 4.62 (d, 2H), 3.02 (£ & # , 1H), 2.52 (t, 1H),
1.32 (d, 6H).

MS : 460 (M+1)*

T 589 4-(4-2 A A K £ )6-H 2% A R A -1-[2-266-Z F & -

89873 -97-
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RO -1 3K )-T K )-1H-o4 ok otk -2-ER

I'H-NMR (300 MHz, CDCl;) : 7.72 (d, 2H), 7.42-7.50 (m, 3H), 7.42 (d, 2H), ®

4.68 (d, 2H), 4.26 (t, 2H), 3.02 ( £ & %, 1H), 2.56 (t, 1H), 2.50 (t, 2H), 1.98 (t,

2H), 1.93 (s, 3H), 1.62 (d, 2H), 1.48 (d, 2H), 1.32 (d, 6H), 1.16 (s, 3H).

MS : 469 (M+1)*

TH 90 42 K -4-{2-4-2 A K- KX FTRERX)4-AH2-%ERE-X
AERA]FTA}TE

| H-NMR (300 MHz, CDCl;) : 7.62 (d, 2H), 7.36-7.82 (m, 5H), 4.58 (d, 2H),
2.84-3.08 (m, 3H), 2.48 (t, 1H), 2.32 (m, 2H), 1.74 (m, 2H), 1.42 (m, 4H), 1.32
(d, 6H), 0.82 (m, 6H).

MS : 450 (M+1)*

EHO1: 4-4-E B A -KXA)6-HHEREX-1-333-= & -5 £ )-1H-
o o oif -2-EF]

89873 -98-
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I H-NMR (300 MHz, CDCl; ): 7.69 (d, 2H), 7.51 (s, 1H), 7.49 (dd, 1H), 7.37 (4,
2H), 7.33 (d, 1H), 4.68 (d, 2H), 4.47-4.56 (m, 2H), 3.01 ( & & % , 1H), 2.60-

2.78 (m, 2H), 2.57 (¢, 1H), 1.31 (d, 6H). ®
MS : 415 (M+1)*

T4 92:1-33-=F £ -TA)4-@4-2 A A -KX KX )65 & KR K-1H-

ok ok ok -2-BF

I H-NMR (300 MHz, CDCl;) : 7.68 (d, 2H), 7.42-7.48 (m, 2H), 7.35 (d, 2H),
732 (d, 1H), 4.66 (d, 2H), 4.25-4.35 (m, 2H), 3.00 ( + & % , 1H), 2.56 (t, 1H),
1.66-1.74 (m, 2H), 1.31 (d, 6H), 1.10 (s, 9H).

% 2 69°C

MS : 403 (M+1)*

F 41930 1-22-= F A K 44 £) 442 AKX KL)6-A 25 £

F, 5 -1H-F o4 oik -2-2F)

89873 .99 .
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' H NMR (300 MHz, CDCl;) : 7.78 (d, 2H), 7.36-7.52 (m, SH), 5.90 (m, 1H),
5.12 (m, 2H), 4.68 (d, 2H), 432 ( £ /& s, 2H), 3.02 (+ & %, 1H), 2.58 (m,
1H), 2.18 (d, 2H), 1.32 (d, 6H), 1.02 (s, 6H).

MS @ 415 M+1)*

T4 94 1-3,5-= F & -1-X £ -1Hub ok 4- % F £)4-4-E FH £ -X
R )-6-F 2-% A& B A -1H-o% = oif -2-E

'H NMR (300 MHz, CDCl3) : 7.78 (d, 2H), 7.52 (d, 1H), 7.26-7.50 (m, 9H),
5.48 (s, 2H), 4.66 (d, 2H), 3.02 (& & *¥, 1H), 2.56 (m, 1H), 2.32 (s, 3H),
2.22 (s, 3H), 1.32 (d, 6H).

MS : 503 (M+1)*

T H95: 1-5-i% EH2-KAF A)E-EAE-XK)6-F 2% £

A, A& -1H-o% ok oif -2-EF

89873 - 100 -
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O NYO
J
'H NMR (300 MHz, CDCl;) : 7.68 (d, 2H), 7.31-7.50 (m, SH), 7.34 (d, 2H),
6.94 (d, 1H), 6.88 (d, 1H), 5.52 (s, 2H), 4.64 (d, 2H), 3.00 ( + & % , 1H), 2.56
(m, 1H), 1.30 (d, 6H). ®
MS : 495 (M+1)*
T 496 1-(578 F & ok wh 28 T £)4-(4-2 & £ -% £ )68 2-
¥ K R A& -1H-% =& ok -2-ER

I H NMR (300 MHz, CDCl;) : 7.70 (d, 2H), 7.62 (d, 1H), 7.42-7.52 (m, 2H),
738 (d, 2H), 6.38 (d, 1H), 6.22 (d, 1H), 6.96 (dd, 1H), 5.48 (s, 2H), 4.52-4.70
(m, 4H), 3.02 (€ & % , 1H), 2.58 (t, 1H), 1.32 (d, 6H).

MS : 429 (M+1)*

TH97: 1-2-T £ -5-8 A -1Hok ot 4K F X)4-G-E2 R/ E-XX)

6-7 -2-% R & & -1H-o% =& ok -2-E

89873 - 101 -
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'H NMR (300 MHz, CDCly) : 7.72 (d, 1H), 7.46-7.60 (m, 3H), 7.38 (d, 2H),

5.36 (s, 2H), 4.66 (d, 2H), 3.00 ( & & %, 1H), 2.70 (m, 2H), 2.56 (t, 1H), 1.66

(m, 2H), 1.30 (d, 6H), 0.86 (t, 3H). ®
MS : 489 (M+1)"

TH8: 44-Z2 A K-XE)I(6-F A K -wbg-3-% F £)6-8 -2-

B A& A& -1H-% o el -2-87

I'H NMR (300 MHz, CDCl;) : 8.22 (m, 1H), 7.64-7.78 (m, 3H), 7.50 (d, 1H),
7.30-7.42 (m, 4H), 6.72 (d, 1H), 5.48 (s, 2H), 4.66 (d, 2H), 3.94 (s, 3H), 3.02
(£ & %, 1H),2.56 (t, 1H), 1.32 (d, 6H).

MS : 440 (M+1)*

99 T-[4-(4-B B £ -K £ )2-BA K -6-5F -2-% & R A 2H-ok =k

Q

k& F & J-1H-#%] %k -2-F A%

89873 -102 -
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'H NMR (300 MHz, CDCl; ): 11.52 (s, 1H), 7.92 (d, 1H), 7.74 (d, 2H), 7.64 (t,
2H), 7.46-7.54 (m, 2H), 7.38 (d, 2H), 7.12-7.26 (m, 2H), 6.76 ( & /& s, 2H), ®
4.64 (d,2H), 3.02 (& & %, 1H), 2.56 (t, 1H), 1.32 (d, 6H).

MS : 473 (M+1)*

T 41000 1-QA4-—f K -Fw5-K F X)4-0@-E2HEA-XK)6-8 -2-

B & & A -1H-o% o ok -2-EF

L NMR (300 MHz, CD; OD) : 7.40-7.80 (m, 8H), 5.36 (s, 2H), 4.74 (d, 2H),

2.98-3.12 (m, 2H), 1.32 (d, 6H).

MS : 441 (M+1)*

F 41000 1(6-78 F A ok -2-K F X)4-@G-2 8 K-KK)6-A -2
g R R H-o# ok o -2-EF]

89873 - 103 -
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L { NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.64 (t, 1H), 7.20-7.52 (m, 6H),
7.16 (d, 1H), 5.64 (s, 2H), 4.76 (s, 2H), 4.64 (d, 2H), 3.02 (£ & % , 1H), 2.56

(t, 1H), 1.32 (d, 6H). ®
MS : 440 (M+1)

FH102: 1-3,5-=—-% =-T & 45 K -F X)4@G2 5 % -KK)6

A -2-4 & & K -1H-F o ok -2-8F

OH

CLr
Z ®
L NMR (300 MHz, CDCL) : 7.76 (d, 2H), 7.30-7.52 (m, SH), 7.16 (s, 2H),
5.44 (s, 2H), 4.66 (s, 2H), 3.02 (& & % , 1H), 2.56 (1, 1H), 1.30 (d, 6H).
MS © 537 (M+1)*

£ 61103 4[4-4-F AL -KXA)28 A 68 24 & L & 20k

1A T A2 F ATk, RoFok 34 H S S T8

89873 - 104 -
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SR
r“"]N\/o

N o)
T
/\0 N

I H NMR (300 MHz, CDCl;) : 8.20 (d, 1H), 7.70 (d, 2H), 7.30-7.58 (m, 4H),
4.94 (dd, 1H), 4.66 (d, 2H), 4.31 (d, 2H), 4.20 (m, 1H), 3.84 (dd, 1H),3.00 (£ @y
% % 1H), 2.56 (t, LH), 1.40-1.64 (m, 15H), 1.32 (d, 6H).

MS : 532 (M+1)*

4104 4-4-2 B X -KEX)1-G-F BEA2-F AH K& =-5-K

¥ K )-6-7 -2-% & R A& -1H-oF ok ok -2-ER

' NMR (300 MHz, CDCly) : 8.18 (s, 1H), 7.86 (4, 1H), 7.72 (d, 2H), 7.64
(d, 1H), 7.52 (d, 1H), 7.44 (dd, 1H), 7.38 (d, 2H), 5.34 ( & /& s, 2H), 4.64 (4,
2H),3.02 (& & %, 1H), 2.96 (d, 3H), 2.58 (t, 1H), 2.50 (s, 3H), 1.32 (d, 6H).
MS : 486 (M+1)*
4105 4-(4-2 & & K E)1-{4-2(F A sk = 2-% -l £ )2 &
&

& -5 A& }-6-8 -2-% £, & -1H-o% of ok -2-8F

89873 - 105 -
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'H NMR (300 MHz, CDCl;) : 8.12 (dd, 1H), 7.74 ('d, 2H), 7.20-7.50 (m, 7H),

6.84 (d, 2H), 6.46-6.56 (m, 2H), 5.46 ( & k& s, 2H), 4.64 (d, 2H), 4.36 (t, 2H), ®
3.92 (1, 2H), 3.12 (s, 3H), 3.02 (& & % , 1H), 2.54 (t, 1H), 1.40-1.64 (m, 15H),

1.32 (d, 6H).

MS : 559 (M+1)*

E 1060 4-(4-2 B A-KEA)L-Q2-F K-~ 4% K)6-8 -2 £ &

A -1H-o% ok o -2-EF

I'H NMR (300 MHz, CDCl;) : 7.72 (d, 2H), 7.30-7.52 (m, 5H), 5.42 (m, 2H),
4.64 (d, 2H), 4.24 (m, 2H), 3.00 ( £ € %, 1H), 2.58 (t, 1H), 2.00-2.22 (m, 3H),
1.62 (d, 3H), 1.30 (d, 6H), 0.98 (d, 3H).

MS : 415 (M+1)*

= 5] 107 1 4-(4-8 B K -K £ )6-F -2-% K A K -1-(4-ok o 2-K -F
3 )-1H-o% ok oif -2-EF

89873 - 106 -
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I NMR (300 MHz, CDCl;) : 8.88 (s, 1H), 8.60 (d, 1H), 8.46 (d, 1H), 7.88
(d, 2H), 7.76 (d, 2H), 7.20-7.58 (m, 6H), 5.62 ( & % s, 2H), 4.64 (d, 2H), 3.02
(4 & %, 1H), 2.56 (t, 1H), 1.32 (d, 6H).

MS : 487 (M+1)*

108 4-(4-2 F A -KA)I-G-F AL -8 £)6-A -2 X &
% -1H-ok o o -2-8F)

I H NMR (300 MHz, CDCl;) © 7.72 (d, 2H), 7.48-7.52 (m, 3H), 7.38 (d, 2H),
4.69 (d, 2H), 4.43 (dd, 2H), 3.58 (t, 2H), 3.03 (& & %, 1H), 2.71 (m, 2H),
2.58 (m, 1H), 2.08-2.32 (m, 5H), 1.31 (d, 6H).

MS : 407 (M+1)*"

£ 45109 4-(4-2 B A -XA)6-F 2% L R A -1-E5 224 F 4&-

1H-o% o& ok -2-8F
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'H NMR (300 MHz, CDCl;) © 7.72 (d, 2H), 7.39-7.51 (m, 3H), 7.38 (d, 2H),

7.21 (dd, 1H), 7.18 (dd, 1H), 6.96 (dd, 1H), 5.65 (s, 2H), 4.66 (d, 2H), 3.00 ( &

% %, 1H), 2.58 (t, 1H), 1.31 (d, 6H). ®
MS : 415 (M+1)*

T A0 1-¥F £ 4-4-2 B A -K A )6-8 24 £ A & -1H-o% o o -

2-%%, BF
NH N S
O o AcOH, KSCN O /\f
AU0EAZLO0SELF)Q-F B ASHAERE-XE)U-2
AEA-FEA)FHRESEABRE T IERA » K68 E 7 (0695
J&

EEFVAEAREY - BREHWAOCTHRERR - BHRE
Bl AKX/ —RARFTRERZGH - AAXEAHBAARL £
E i 5 F X B MeOH/CH,Cl, » 1: &b » & 13255 % (16
%)% &d -

'H NMR (300 MHz, CDCl;) : 7.82 (d, 2H), 7.52 (s, 1H), 7.20-7.43 (m, 9H),

6.22 (& B s, 2H), 4.64 (d, 2H), 3.02 (£ € ¥, 1H), 2.56 (t, 1H), 1.32 (d, 6H).
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MS @ 425 (M+1)
1L 4-(4-B B A -F E)1-G-F 1 -sh ek A-F K )6 A KR
& -1H-o% ok otk -2-77 &R

[o}
(©\so,Me NCS (©\30,Me
NH

b 's .4
/0 ° /O 2

‘ THF, 50°C O

®
44187 % (406 & ¥ F)4-4-E FH & -X £)1-3-F Jx -5 8E K -F
A)5n B AAA-XA-FTEHE(TEHFDHOTZLEGNLEEF)E
BRAB A THELIESFTHF+ 2 x®& » AS0C T HHF2] 8

- K BERBRRLOMANEETER  EHMKCO(I24
BiEAITEFMOHF) » EHFHF20.08F - F > HRE
BAMMEEE KL EABBIEBEER KA AFHRE
KRBk AMSO M KR BE > RALETR
G RREMASELEARARN (SR /EOA=1: Di @
& MGl sb Y A REELRY -

|H-NMR (300 MHz, DMSO-dg) : 7.88 (s, 1H), 7.78 (d, 1H), 7.75 (4, 2H),
7.58-7.38 (m, 7H), 4.80 (s, 2H), 3.48 (m, 1H), 3.18 (s, 3H), 2.99 (m, 1H), 1.22
(d, 6H).

MS : 503 (M+1)*

Tl Tl 2 ibb 1k & b SR B AR

T 112 4-(4-B B LK E)6-F 2% KR A -1-Ep 2K F K-
[H-of ok ok -2-5 &R
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'H NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.64 (d, 1H), 7.50 (d, 1H), 7.44

(dd, 1H), 7.38 (d, 2H), 7.12-7.30 (m, 2H), 6.88 (m, 1H), 6.32 ( & /& s, 2H),

4.68 (d, 2H), 3.02 ( &£ & %, 1H), 2.58 (t, 1H), 1.32 (d, 6H). ®
MS © 431 (M+1)*

T3 13- KL-TRE)FEX]4GEFAHE-KE)6-E -2

# K A I -1H-of o ok -2-75% BF

UH-NMR (300 MHz, CDCl;) : 7.82 (d, 2H), 7.52 (m, 1H), 7.20-7.42 (m, SH),
6.76-6.94 (m, 3H), 6.18 (& A& s, 2H), 4.66 (d, 2H), 4.03 (t, 2H), 3.92 (t, 2H),
3.00 (4 & %, 1H), 2.56 (t, 1H), 1.30 (d, 6H).

MS : 485 (M+1)*

et

o114 1-F KA -4-G-E2 R E-KK)6-F & & -1H-o% =k o}f -2-5; &
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'HNMR (300 MHz, CDCly) : 7.76 (d, 2H), 7.39-7.23 (m, 10H), 6.21 (s, &
& , 1H),3.76 (s, 3H), 3.00 (£ & %, 1H), 1.30 (d, 6H).

MS : 401 (M+1)*

TH115: 4-(4-2 A A -XEA)IR-QC-FPEAR-TAELE)kx-3-£ 7
AR08 & K R A -1H-o% =k o) -2-2% R

=

|
N
NYS
7

I H-NMR (300 MHz, CDCl;) : 7.76 (d, 2H), 7.44-7.55 (m, 3H), 7.32-7.38 (m,

3H), 6.91 (d, 1H), 6.68 (d, 1H), 4.6 (d, 2H), 4.35-4.40 (m, 2H), 3.64-3.69 (m,
2H), 3.40 (s, 3H), 2.99 ( & & % , 1H), 2.55 (t, 1H), 1.30 (d, 6H).

MS : 500 (M+1)*

THI6: 4-4-F2 R EK-FKEA)IL-QFARAE-TAEX)UEIEXT
164 @ K R & -1Hok ok ok 25 89 ®

NYS
O ~N

///\o
(]

% 2 174-175°C .
L H-NMR (300 MHz, CDCly) : 7.72 (d, 2H), 7.42-7.52 (m, 3H), 7.33 (d, 2H),

4.69 (d, 2H), 2.99 (£ & %, 1H), 2.57 (t, 1H), 1.85 (#& & & , 2H), 1.29 (d,
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6H), 1.12 (s, 9H).

MS : 419 (M+1)*

T 170 1-K A [125]9F — o 5-4 F & 4-4-2F K -K % )65
B A& R -1H-o% ok ok 2-% B

% 25 102-106°C .

' H-NMR (300 MHz, CDCl;) : 8.02 (d, 1H), 7.81 (d, 2H), 7.70 ( & /& s, 1H),
7.63 (dd, 1H), 7.55 (d, 1H), 7.39 (d, 2H), 7.26-7.35 (m, 2H), 4.66 (d, 2H), 3.02

(& & %, 1H), 2.55 (t, 1H), 1.32 (d, 6H).

MS : 483 (M+1)*

Tl 118 ¢ B 85 2-(3-[4-(4-F A K -X K )-6-BF -2-% X & K& -2-5 &

me

A2Hogek ok -1- XA FRAFKAK}TE

H-NMR (300 MHz, CDCl3) : 7.79 (d, 2H), 7.52 (m, 1H), 7.21-7.41 (m, 5H),

6.76-6.93 (m, 3H), 6.18 (bs, 2H), 4.66 (d, 2H), 4.37 (t, 2H), 4.12 (t, 2H), 3.04
(& & %, 1H), 2.58 (t, 1H), 2.08 (s, 3H), 1.32 (d, 6H).
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MS : 527 (M+1)*

B
~7
*

EH19: 1-Q3-=F R A -2 H % -6-8 F £)4-4-F A K-X
# -2-4k A B A& -1H-% ok o)

/N o0
g
ALK,

I H-NMR (300 MHz, CDCl;) : 7.80 (d, 2H), 7.70 (4, 1H), 7.52 (d, 1H), 7.16-
7.40 (m, 6H), 6.76 (bs, 2H), 4.64 (d, 2H), 4.22 (s, 3H), 4.18 (s, 3H), 3.00 ( &
& ¥ | 1H), 2.52 (t, 1H), 1.30 (d, 6H).
MS : 537 (M+1)*
EH1200 I-B-QAEE-CTAX)ES2EATFTEAI4GERE-XE
)-6-7 2-%& F& A & -1H-% ok o -2-Z% EF
HO™\_-O
O ®
O N
Fa et

J

| H-NMR (300 MHz, CDCl;) : 8.02 (d, 1H), 7.76 (d, 2H), 7.42-7.52 (m, 3H),
7.38 (d, 2H), 7.16 (d, 1H), 6.80 (d, 1H), 6.22 (bs, 2H), 4.64 (d, 2H), 4.28 (¢, 2H),
4.08 (m, 2H), 3.00 ( & & %, 1H), 2.56 (t, 1H), 1.30 (d, 6H).

MS : 491 (M+1)*
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1210 1-B & & 4-(4-% A AKX L)6-5 -2-5 K R K -1Hof

ok -2-5, BF]

T .
O N~ Lawesson Kk, X #I O hd
/O ZN 3& ’ 70°C /\O N
#5022 50139 ELF)-2AF AL 4EEAEA-KE)»6-A-2-% '

A R A -1H-of ok o -2-B7 81 56 £ % (0.139 £ ¥ F ) Lawesson KX = #
E2EHEXF 2B FRaMBEIINCER - FR(K/ZRKFK)
BRRRGH  THEABBRKER  RAAE FHAEBAHM(
ol /BB LEE)EL AN AR EW -

' .NMR (300 MHz, CDCl;) © 7.78 (d, 2H), 7.46 (d, 1H), 7.42 (dd, 1H), 7.36

(&, 2H), 6.52 (& & 4 , 1H), 4.72 (d, 2H), 3.02 (& & 4 , 1H), 2.58 (t, 1HD),

1.78 (d, 6H), 1.30 (d, 6H).

MS : 377 (M+1)* ‘

B 122 1-¥F £ 4GB AEX-FKKA)6Hk A KA K -1H-2 ok o)k -2-8
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8r
Br,

1) Mg, THF
FeBr,

ccl, 0°c

Ses
///\O cHO

70°C->nt
Jones #, #|
& &R
0°C->nt, 2h
NH,
O o Pe
/\ o Eg. &

B

O 4550 °C,5h
Xy

FAFAAS
&% 5% , MeOH
n,5h / A
NaOCN
B % = o
i, 8h
A 1-i% A A -KZ A&

£ 5.0 % (423

FEH)VEAAFXAI0E £ A &S U A
0 H @R TR

AEp 20C #4676 % (423 & £ F)
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B (A ERBCCLABE)RFRIE - A12.85#% 0 &AL -
SRTREBRRBRENEIRERRERE  BE®EF E&Ww 0 &

ARz AR M (phE)dit  mAE L MFTERE -

'H-NMR (300 MHz, CDCl;) : 7.35 (d, 2H), 6.93 (d, 2H), 1.80-1.90 (m, 1H),

0.94-1.01 (m, 2H), 0.63-0.70 (m, 2H).

B2 A5 AEAEXE)GERE-XKX)THIS A
NO,
_ o
/\

MATERA(CTEEF )& KB AESEFHKRTHFF Z BT R
» AL AR AFEREA-XEWEATHF Y Z 5% > EAKFER
BAXZRETRE HRAWmETRE  BHFEFL2)8 -
Ktk o ATISCTF o # BT AR X Grignard 3 # 12 18 5w £ 2-78 %
Sk AAEAA-XTRAENEATHFF I EZRR - EREHH
HER P HAEFLETSCRGSCZH  BELEBRMEF
B R OB RAMEANBRRALEKRKERFT 0 AT E
X - EMBEREAXEBEH(TR /KT KR)HI > 2 4
F & & o
| H-NMR (300 MHz, CDCl; ): 8.06 (d, 1H), 7.41 (d, 1H), 7.21 (d, 2H), 7.01 (d,
2H), 6.97 (dd, 1H), 6.49 (d, 1H), 4.78 (d, 1H), 2.68 (d, OH), 2.55 (t, 1H), 1.82-
1-92 (m, 1H), 0.91-0.99 (m, 2H), 0.64-0.70 (m, 2H).
CQR#EEASHAARARXEA)GEAL-XE)THFIE K
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/\

M28 2 B6O6EXEF)FEBFHAZIFLEH AT X
A& 0 vA43E - 2.6MJones B & X iH R E o B A KB RE
HREmMeg - 2.1 2HAHRIEE  TA_RTF
it RBER - A ABRBRE TR EFZIBAEY ®
BEEF(LR/ &)L mAEAALAGELSL -

s 2 107°C .

I H-NMR (300 MHz, CDCl5): 8.24 (d, 1H), 7.64 (d, 2H), 7.16 (dd, 1H), 7.09 (d,
2H), 6.95 (d, 1H), 4.80 (d, 1H), 2.58 (t, 1H), 1.89-1-99 (m, 1H), 1.03-1.12 (m,
2H), 0.75-0.83 (m, 2H).

MS @ 322 (M+1)*
D.QiAhSshrAAALRXE)GEAER-XEX)TEHZIE K

NH,

22 %5 (685 EEF)QRHA SR ALALKXKE)G-EAA-
XE)FPBHE(LXSTBOALIWEHA KBEE FZER MM ESC
» FA306 LB EB)AHEE c A EBETHESHHE
BRRZKR BREREBFRAHFEZLTER 3 dHMmS00 E

e

KE200EABBEBEETHE LLBY K L IBRE -
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BME R  EAkflfoh EREBIRAMEAMME - R E
B EHBERT(R TR /MOH) & 1t » @ & 4 % #
A I

'H-NMR (300 MHz, CDCl;) : 8.60 (d, 2H), 7.07-7.14 (m, 3H), 7.04 (dd, 1H),

6.71 (d, 1H), 5.67 ( £ A& , 2H), 4.53 (d, 2H), 2.48 (t, 1H), 1.91-1-2.01 (m, 1H),
1.02-1.11 (m, 2H), 0.76-0.83 (m, 2H).

MS @ 292 (M+1)*

EQF¥lASRAEAERXEA)GERAEA-KXA)T I EA K& ®

HA0ZE H£(1BEEZF)FEDF H R Xix ~ 256 I XT
B & 150 #% 98 AcOH £ 5 & 7 MeOH F 2 i & 4% » »A 200 £ % 95%
AAMALMAE - Bushsesiassza-sis @
%o BREBRADIHFAKEBBR CE IR - LTRSE
wHERz AL B EeERK (O /BB CE)Et @A
£ % & B 32 - & % 116-118C -

I H-NMR (300 MHz, CDCl; ): 8.24 (d, 1H), 7.64 (d, 2H), 7.16 (dd, 1H), 7.09 (d,
2H), 6.95 (d, 1H), 4.80 (d, 1H), 2.58 (t, 1H), 1.89-1.99 (m, 1H), 1.03-1.10 (m,
2H), 0.76-0.83 (m, 2H).

MS © 382 (M+1)*

Fl-¥ 4 443 B & -K A )65 @ A R A -1H-% ok ok -2-80 2 4 A&
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/\
A0 E A (121 B EF)Q-F¥ A SHAEAERXEA)EGERD

£-¥XE) 7R (S EEDRIBEAL(S ERZF)REHRL£20E
SFokEEB P ERNERTHESIF - REAKRABHLL .
EARBEROY - s RRARE EMARBAKRTREBL
Bk o M AEMBRIW (=R TR /MOH) » B4 % &€ K
4 o k& 2 112-113°C -

b5t

I H-NMR (300 MHz, CDCL,) © 7.72 (d, 2H), 7.46 (d, 1H), 7.18-7.35 (m, 9H),
5.56 ( & /& , 2H), 4.63 (d, 2H), 2.55 (t, 1H), 1.95-2.05 (m, 1H), 1.05-1.12 (m,
2H), 0.79-0.86 (m, 2H).
MS @ 407 (M+1)*

T F 2 AL S 4 AR A ®
5123 4GB AA-KXA)IGI=FE-TA)HAERAL-
1H-vk o stk -2-F]
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1% 2 159-160°C .

'H-NMR (300 MHz, CDCl,) : 7.65 (d, 2H), 7.41-7.47 (m, 2H), 7.31 (d, 1H),
7.18 (d, 2H), 4.66 (d, 2H), 4.26-4.34 (m, 2H), 2.56 (t, 1H), 1.92-2.04 (m, 1H),
1.65-1.75 (m, 2H), 1.10 (s, 9H), 1.02-1.08 (m, 2H), 0.76-0.83 (m, 2H).

MS : 401 (M+1)*

W12 44 RBARXA-XE)ICaEA4FRE-FE)»6RA
3k & A -1H-o% ok o -2-8R

Y %5 66-68°C .

| I-NMR (300 MHz, CDCl; ) : 7.70 (d, 2H), 7.42-7.46 (m, 1H), 7.27-7.36 (m,
2H), 7.19 (d, 2H), 6.94 (d, 1H), 6.85 (dd, 1H), 6.78 (d, 1H), 5.45 ( & & , 2H),

4.62 (d, 2H), 4.04 (q, 2H), 3.82 (s, 3H), 2.54 (t, 1H), 1.93-2.04 (m, 1H), 1.41 (8

3H), 1.03-1.11 (m, 2H), 0.77-0.84 (m, 2H).

MS © 481 (M+1)*

FH125: 4-4-R A A-KXA)-2 A A -6 A AR A -1H-% 2ok

-2-EF]
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Y5 25 124-125°C .

'H-NMR (300 MHz, CDCl;) : 7.68 (d, 2H), 7.54 (d, 1H), 7.36-7.44 (m, 2H),
7.18(d,2H),5.20 ( £ & + & %, LH), 4.66 (d, 2H), 2.56 (t, 1H), 1.93-2.04
(m, 1H), 1.69 (d, 6H), 1.03-1.11 (m, 2H), 0.77-0.83 (m, 2H).

MS : 359 (M+1)*

TH1260 1-F X -4-4-K B A -K K )6k & K R A -1H-% =& ot -2-

&
e

i, EF)

/\

7 25 104-106°C .

'H-NMR (300 MHz, CDCl;) : 7.77 (d, 2H), 7.49 (t, 1H), 7.23-7.37 (m, 7H),
7.20 (d, 2H), 6.22 ( & & , 2H), 4.66 (d, 2H), 2.57 (t, 1H), 1.94-2.05 (m, 1H),
1.05-1.13 (m, 2H), 0.78-0.85 (m, 2H).

MS : 423 (M+1)*

T4 127 0 2-{3-[4-(4-8 & & -K & )-2-8R K& -6-% & K & K -2H-o% o4
BR

-E A
H-l-ERFAIKARXNT
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NH, CHO ’/©\OH
L. O

NH
i L O .
O Ti(ProO),
NaBH(OAc), O
NaOCN
AcOH
OEL -
’Q\O/g/ &/EN/OE‘ OH
NaH
O DMF, rt ' O

Y

CH,CL,, t

NaOH/EtOH
70°C

ARG A-FhA)Ska X

Z B R

pl
et

X)1@-EL2mL-KEL)7 @A

P
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#2072 #4091 EEF)RGCARE-FEA)S-RAAALA-X
# -4-£ E)FEHEAESEACHCLYZAEKZE N » & MmI122
ER(10EEF)-AA-XFEHRHIMBA(IITEZEELF )w-£
AAR-K MU REEEZRAEZRTHEIFOONHTF - RIE R
o TEE F)Z L m A A & 4L 44 & 200 £ # EtOH
 EHERHEBR BB ARAITREEFRSAA KA
CH,Cl,= B - & i& Hlﬂo"/ﬁ;ﬁ_#&  BE U ETREKB

o REATYRE BRHAEAVYERWK(IKR /BEBRLE)H
& mAEE L EHR -

'H-NMR (300 MHz, CDCl;) : 8.57 ( & /& t, NH), 7.61 (d, 2H), 7.30 (d, 2H),

7.17-7.24 (m, 2H), 7.07 (dd, 1H), 6.94 (d, 1H), 6.84 ( & & s, 1H), 6.72 (d, 1H),
6.65 (d, 1H), 4.78 ( & /& s, OH), 4.51-4.53 (m, 2H), 4.43 (d,2H),2.99 (£ &
¥ | 1H), 2.47 (t, 1H), 1.39 (d, 6H).

S: (M+1)*

B.1-(3-#& % -%F #£)4-4-&2 A AL -XK %M%:%; B -1H-o% of ot -2-

B Z & A&

OH

89873 -123 -



1333952

B304 (TSI EEF) Sy BAT B A2 A4 E4S T A AOH ¥
z2Ek AN EAIEREF)REMAEE - B R & TR
AEBTHE2IE - BB AL THERFRAKREE
EiBE e AR LBANTAKBEEAY  MAELKERR
o 15 2 230°C -

éﬂﬂ*

I H-NMR (300 MHz, DMSO-dg) © 9.36 ( & % , OH), 7.68 (d, 2H), 7.36-7.49
(m, 4H), 7.31-7.34 (m, 1H), 7.04-7.12 (m, 1H), 6.64 (dd, 2H), 6.58 (s, 1H), 5.39
(% J& s, 2H), 476 (d, 2H), 3.65 (t, 1H), 2.99 (€ & % , 1H), 2.47 (t, 1H),
1.26 (d, 6H).

MS : 539 (M+1)*

1% 200 & % (0.47

e

S T)S HEBY E M 28 A3EFDMF ¥ 2
Bz m Ak /KkBEAH ENRTE L0 EELEF)RALHKRE
oo 1S4k ABARZIEZTEZRT  HmHIA056E
PHE)2-THCOE  HRBREHY  ETABISTE&EHK  H#
GARAM2EH KBS EABRBELERLRBARAD KA - TR
EEpare#E RLEH(TRKR /B8R TE) -

I H-NMR (300 MHz, CDCl3) :
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7.75 (d, 2H), 7.48 (d, 1H), 7.38 (d, 2H), 7.30 (dd, 1H), 7.22 (d, 1H), 7.19 (d, 1H),
6.91 (d, 1H), 6.85 ( & /& s, 1H), 6.72 (dd, 1H), 5.50 ( & /& , 2H), 4.63 (d, 2H),
4.51(t, 1H),4.14 (q, 2H),3.02 (& & ¥, 1H),2.54 (t, I1H), 1.94 ( £ & %,
2H), 1.32 (d, 6H), 1.20 (t, 3H), 1.05 (t, 3H).

MS : 539 (M+1)*

D.2-{3-[4-(4-8 & % -X £ )-2-80 & -6-4 & K A & 2H-5 ok ok -1- %
FEAFIRAATEZ A A

4% 140 & % (0.26

o

-
=
EN

EH)SEDF R A B A3
Z K%k 0 A2FEF2NNaOH K # » mw#h £ 70C B L2 8§ & -

# MeOH ¢

BRBERAY S H AR CEE R KM - # & & m INHCL#
K% S pH1 - B (MOHCH,CL) A 4 » B3 it 2 @
B o 5 2 189°C (4 A2) °
I H-NMR (300 MHz, DMSO) : 7.70 (d, 2H), 7.40-7.50 (m, 4H), 7.34 (d, 1H),
7.11(t, 1H), 6.77 ( & & s, 1H), 6.69 (¢, 2H), 5.40 ( £ /& , 2H), 4.76 (d, 2H),
429 (& & t, 1H), 3.65 (t, 2H), 3.01 (£ € %, 1H), 1.67-1.86 (m, 1H), 1.27
(d, 6H), 0.92 (t, 3H).
MS : 511 (M+1)*
Tit o bbb 1% & b 8K A
1280 2-(3-[4-(4-2 ®H A -K K )2-E K -6k B A& A K -2H% 4
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k-l R T RIRAKL)2-FA-ARK

IH-NMR (300 MHz, CDCl;) : 7.73 (d, 2H), 7.47 (d, 1H), 7.37 (d, 2H), 7.30
(dd, 1H), 7.22 (dd, 1H), 7.16 (d, 1H), 6.98 (d, 1H), 6.85 ( & & s, 1H), 6.79 (4,
1H), 5.47 (& k& , 2H), 4.63 (d, 2H), 3.00 ( £ & % , 1H),2.53 ( ¥ A& t, 1H),
1.50 (s, 6H), 1.31 (d, 6H).

MS : 511 (M+1)*

129 4-4-2 B A -XEA)L2-QFARE-TARE)UE-3-XT
£ 16-% 2% & R A& -1H-of ok ok -2-50

89873 - 126 -
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N NaBH, CIoNa
~O Z EtOH, RT HO z

NaOCN, AcOH

LiH, Cu, CuSO,

t,2h

¥R AT,

R HE, 55

&/\OO O

100°C, 18 h ]

O\
O__N
l N
HO =
s
O 0
—ERELEK

v, | @

2

AL AABRBIE(NL " SIOEELF)AIOE HEOHF

ERAN AT ERT > AR AKMH A W204 £ (S39E
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¥ F)NaBH, - # 5k - #d A7 ELEEMIAER
s KRB ER BB BREYH R FTHAKZIEAES AR E
s AI0EH R T AkAERIX - BEHIAHREMRE
Kk AMgSO MK » BB  REEAETFAE M A
£ KK EWH o

| H-NMR (300 MHz, CDCl;) : 8.42 (d, 1H), 8.04 (d, 1H), 7.40 (m, 1H), 5.41

(s, 3H), 4.82 (s, 2H).

MS : 144 M+1)* ‘
B.2-2-F & 4 -C & & )ob e -3-K]-F 8 2 & &
o
1
HO A |

245922 F)LHAmMEIOEHTFT AKX CCHET
EHRLOYBES;E LI AMBELIFIL B MO0 E X (481
EEF)QAR-UEIA)FTEHE  HFZRINEALABEEF)Cu
B115%E % (0721 £ £ F)CuSO, » £ A 100C THHF R &M - 2 .
i B ERBRHAHETE  LTHEHATEEFTEEE  ®
AE % BEBANMEBRGY T EABKERHBR RE
MANa, SO, k% @8 RABEIZHEAREE S L -
| H-NMR (300 MHz, CDCly) : 8.22 (m, 1H), 7.74 (d, 1H), 7.04 (m, 1H), 5.44
(s, 3H), 4.82 (d, 2H), 4.68 (m, 2H), 3.92 (m, 2H), 3.58 (s, 3H).

MS : 184 (M+1)*
CU4BEmA-XA)Q{RQTARAE-CAL)w=3-£A T ALK
£)}S5-A 2 A RA-XA)P RS R
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AM0E FQISEEZFIR-QFTARAA-CTAX)ME-3-K]-F & ®

EAZEH AR BFZERREERT » Hll12E (655
£ % X )Hunig K d& » £ Z 2170+ QI8E £ F) K1t F it
B0 T RAOMBESH)LE KMl ELQRBEXF)ICKA
S- B & R % )@-2 KE)FEITMEKRZAD T
 EAMIEF—RHEE - RE 0 B RERS W MW EL0C
B HBE  BEROMAER /KM UESIREE  EMHF
B LE kL ANaSO R KER » BE  RAE - &5
XBH (BB /&1 DELAREH -

I NMR (300 MHz, CDCl;) : 8.04 (m, 1H), 7.56-7.64 (m, 3H), 7.30 (d, 2H),
7.20 (d, 1H), 7.08 (dd, 1H), 6.84 (dd, 1H), 6.70 (d, 1H), 4.58 (m, 2H), 4.46 (s,
2H), 3.80 (m, 2H), 3.44 (s, 3H), 2.98 ( & & ¥, 1H), 1.32 (d, 6H).

MS : 459 (M+1)

D.4-(4-BE A A& -XE)I-RQFAA-TAX)ut2-3-KXF £]6-7A
24 A A A -1H-o% ok ok 2-BR 2 A A&
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H200%F %0436 F £ F)4-2 A £ -X E2)Q{2-Q-F & %-C
A A 3 A FEAEAIS-A2RAAEE-XEX)FEHRALLS
EHBBETZIERN Am2B8ELO0BELT)RERH - A @
BH2 B AATTHRER BT/ ZEFTHACLCLA
Kz MU RREE - ABERKEE  EAE - 8 A
M5 X B M (CHClL /&3 éhi  RE T E@H -
L NMR (300 MHz, CDCly) : 8.06 (d, 1H), 7.74 (d, 2H), 7.30-7.52 (m, 6H),
6.78 (dd, 1H), 5.64 (s, 2H), 4.62-4.66 (m, 4H), 3.84n(dd, 2H), 3.50 (s, 3H), 3.02
(& & % 1H), 2.56 (t, 1H), 1.32 (d, 6H).
MS @ 484 (M+1)*
TH 1300 1-[6-QEA-CARE) R 2EFEI4GERHA-XE ®
V6% A & A A& -1H-oE ok wk -2-B 2 & A
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l B PoQ, A K,CO, R KOBu N
_ — P —_— |
HO” N COOH  HCOOH (@] N~ “coc H,0 c N COOH THF ' =

Me - |
Dess-Martin
[ ) — S
o™ NP aHo - | _ | X
. L N =
2 BuO CH,OH 8007 N7 N CooMe
NH,
O o
/o TYOPY,
. NaBH(OAc),
SRV
x> . Z I '
N~ To'Bu ~ N~ ~oH

er /\/OH
K,CO,
& 53
“
OH
\N o

Q
I ~
Ci N COOH

ALSheFER > HA40x (BIEXH)6-2 Ak x HK B ~ 60E
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HARACHE R0 ZRICHZBFRIZIZ MK ZEINC - /&
BHHERIE AL HETRE BEd o iRml4E
BEReMWE R ASELETRS  £5360x8 68458 0 &
£ EKGOEH)F » AS556%5 @0 EF )R B4 H £ F S
kR - Ao ihE /KREFTEREE  EHAAEEFRE
MR & E R - 45 % 188-190C -
LH-NMR (300 MHz, CDCl;) : 8.17 (dd, 1H), 7.93 (t, 1H), 7.62 (dd, 1H).

© MS 158 (M+1)* ®
B.6-% = -T & & -wt & -2-% &

NS
&
N,
P
2

#2700 % (171 E X F)6-R wbw-2-% 8 A£200F # THF ¥ = &
BB EEA OBLIOLE -  R#E O KRESEMBEANAKT
THEG A EEBRALEPMHPHMA - B CEETER
RE  AAMBEEBRE-

I H-NMR (300 MHz, CDCl;) : 7.72 (m, 2H), 6.94 (dd, 1H), 1.64 (s, 9H). ®

MS : 140 [(M+1)*-T % ]

P
4
N.
P
2

C6-% =-T & £ -0t % 2-% #

#2602 (1332 L F)2-4 =-TE A b= -2-% 8 #2128 % (20
EFEF VBB LANESHRBTFIREE TR HERT
A264 % (186 FEEF )Pl R E - AACTHH4 ] K
BRAWIAAKREBBE BN  RARERE KR
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" & e

'H-NMR (300 MHz, CDCl;) : 7.58-7.64 (m, 2H), 6.81 (dd, 1H), 3.94 (s, 3H),
1.64 (s, 9H).

MS : 154 [(M+D)*-T % ]

D.(6-% = -T & % -t o2 2-£)-F 8 2 & &

éﬂﬂ*

%232 % (11.1
o O BEYRAM2095GS4E L F )M EILH AR ER - A
TR THEHSRIEEZ  HPLCHOWHEBETREB R KR - KR 44D
AT ERE EUABRCE/KER mAELREWR -

I H-NMR (300 MHz, CDCl, ): 7.61 (dd, 1H), 6.74 (dd, 1H), 6.56 (dd, 1H), 4.65
(d, 2H), 3.42 (t, 1H), 1.60 (s, 9H).
E6% = -TAXR-2HTEZSK

X

>
'BuO N CHO

ﬁ-‘r
é*‘)“*
Y
J
Pl
_E

#1654 (9010 E £ F)% %D+ ff 17 2 8
% P o ¥A 386 % (9.10 £ £ F ) Dess-Martin & st tx £ 1t - 12 .]- 8F
%0 RBREAR ABRBRLE/FARAAERMNEIRERRARERS
o PAAEFREEABRRE  BRHREHEEAXNR K (F &8
/BB LE) REFTER
I H-NMR (300 MHz, CDCl;) : 9.91 (s, 1H), 7.67 (t, LH), 7.50 (dd, 1H), 6.86
(dd, 1H), 1.66 (s, 9H).

MS © 124 [(M+1)*-T % ]
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F.O06-% =-TARL kw22 F A EA]SHAEIALL-XE
V(4-B A K -KK)-TFEZ B K

z °
H600E £QOSEEF)QEEASHKAARE- 455&)-4-;@%'
KA PEBNABELQRLEEF)LX T BAAARELIS

EH_E TR PTZER ASNREABUEEXT)E A LIV

-

e
A%

R o  BAESZITERABEHBRERIE 0 A650E 1 (307
Iy z @A A M AIH 0 H24EHEOHA ETRER - B
B

5

B/ AaEMEREEZLE  RABAEMEERXE N
LEs / BmE)ait mMAAREW

I H-NMR (300 MHz, CDCl3) : 7.61 (d, 2H), 7.46 (dd, 1H), 7.30 (d, 2H), 7.21

(d, 1H), 7.04-7.11 (m, 1H), 6.86 (d, 1H), 6.72 (d, 1 H), 6.63 (d, 1H), 4.53 (4, @
2H), 4.48 (d, 2H), 2.99 ( £ & %, 1H), 2.48 (t, 1H), 1.60 (s, 9H), 1.34 (d, 6H).

MS : 457 (M+1)*

G1[(6-% = -Ta A -t 24 FE)4-(U-EAEA-XA)6R AL

2, & -1H-o% ok ok -2-87 Z & A&

OBu

NYO
O ~ZN
o]
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®I120ZE L0260 ZZEF )REY AT (FEDEIEABHR F 2
ERANEALAOISEEXF)RE MR BR  HEEKXER
(T /BEBR T B )12 » H 152 =Lk B - 5 % 62-65C -

'H-NMR (300 MHz, CDCl;) : 7.72 (d, 2H), 7.46-7.50 (m, 2H), 7.43 (d, 1H),
7.39 (d, 2H), 7.31 (dd, 1H), 6.90 (d, 1H), 6.52 (d, 1H), 5.56 ( & /& s, 2H), 3.03
(€ &%, 1H),2.55 (t, 1H), 1.41 (s, 9H), 1.33 (d, 6H).

MS : 482 (M+1)*

HI{6-F = -wb o2 -2-8 F A)4-4-F2 AL -K A )65 B AR E-
1H-v& ok otk -2-8F 2 & A&,

HOEXAOBERXRF)F=Z-TER(FHEQOLEEF AT
KFPZRAYMNISHAZABRERE T AE2ZTETHHES
B NBEBEAMAKER/ R REFRRE  ZALAFEBR
o & 25 219-222°C o
I'H-NMR (300 MHz, CDCl3) : 7.76 (d, 2H), 7.55 (d, 1H), 7.32-7.48 (m, 5H),
6.50 (d, 1H), 6.23 (d, 1H), 5.38 ( £ k& s, 2H), 4.69 (d, 2H), 3.04 (t & %,
1H), 2.58 (t, 1H), 1.34 (d, 6H).
MS @ 426 (M+1)*

l-[6-(2-72 % - R A )b g 22X F A]4-G-B2 R EA-XE)6-r &
£ A A -1H-o% ok ok -2-87 Z & A&
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4 40 £ % (0.094

(o

EE)VSEZHAEF ot X8 - 168 %

(0132 2 £ F)2- £ 28 R19% £ (0141 £ £ F )5 8 47 £ 4
EHABFEFTZEFR ANCTHEHBR - ABEBRTE /K ®
XBRE B EZRZIHNEAMAEERANRH (TR /BE T &)
it mAEEF EH o
I'H-NMR (300 MHz, CDCly) : 7.74 (d, 2H), 7.32-7.56 (m, 6H), 6.92 (d, 1H),
6.68 (d, 1H), 5.53 ( & /& s, 2H), 4.66 (d, 2H), 4.38-4.52 (m, 2H), 3.91 ( £ k&
2H),3.02 (+ & %, 1H), 2.75 ( £ %k , OH), 2.56 (t, 1H), 1.33 (d, 6H).
MS : 470 (M+1)*

#] 131 0 1-[6-8 -wt w2 -3-%& F & ]4-(4-& & £ -K K& )-6-
# -1H-o% of ok -2-F ®

*?'i-**
Pl
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=z
NS
NH
4 I NBS Br Sz | o O o
\N a cal, \N (@] ///\O

NaOCN

AcOH

]

o
#1228 %(100% £ F)2-8 £-5-9 & v £ 25 % ¥ @ & 1L %
b xRk o AAL179 £ (100F £ HF)A F £ & = N-i# -35 78 B&
a3 EFBAIL_EKTHREE - B RS NMHREGR

Brll. e £iBRE  c HBRAKRE  XRE - Z2H

&3z

)

E

B (T /RRECLE) S haé& &l B & 40-43C -

MS @ 210 (2), 208 (100), 206 (75) ( & -7 % Bl 42 ¥ B #% )M+1)"

B. (2-[(6-& - & -3-£A FA)EA]S-RAEXAEL-XL)U-E2F
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A-KEA)TF B & &

AIWBELNI0EEZF)QEASERAAALA-XAX)4-E2 R/ A
KA)FEA20E L (121 EEF)2-RB A F A2-R-wUw=(F =
A)E2EH13-= F & -2-% = = 8 (DMEU) + = i & A i 4w 213
5 (154 LT84 - AOCTFHEHFE2IHE > RAR
LA ZIRERERFRIFABEBRLIEBEREEREBELER
M EZBAXBH(CKE/BRLE) RH#EFTEENR - BB
96°C -

I H-NMR (300 MHz, CDCl;) : 8.49 (t, 1H), 8.40 (d, 1H), 7.67 (dd, 1H), 7.61
(4, 2H), 7.31 (d, 2H), 7.30 (d, 1H), 7.23 (d, 1H), 7.08 (dd, 1H), 6.59 (d, 1H),
4.53 (d, 2H), 4.48 (d, 2H), 2.99 ( & & % , 1H), 2.48 (t, 1H), 1.31 (d, 6H).
MS : 419 (M+1)*

C.1-[(6-& -k & -3-% ¥ £ )4-(4-2 B K -K X )-6-% A & & & -1H-
of ok ok -2-BF Z & A&
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$320% 20764 £ L F)Ae A (S EB) AL EHBHE T
ZEH o AT E LIS EEF)R B MR - A3 g

SR EEE SR S ABBRLENLETHEKEBEIRRZM

BHmAKB  HRHBEAEMERAEBN(TR /BBRIE&E) A
AR ok ok kB 0 LR EBE Y KX - 5 E210C -

H-NMR (300 MHz, CDCly) : 8.44 (d, 1H), 7.72 (d, 2H), 7.67 (dd, 1H), 7.61
(d, 1H), 7.38 (d, 2H), 7.36 (dd, 1H), 7.27 (d, 1H), 7.21 (d, 1H), 5.51 ( & & ,

2H), 4.65 (d, 2H), 3.01 (& & %, 1H), 2.55 (t, 1H), 1.31 (d, 6H). ®
MS : 444 (M+1)*
132 4% X )(2{[6(2‘?4%% -Z B A )b 2-K F

A -
Al AYSRAEAE-XKX)T @

(J o
SO
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#I120% %0263 £ F)(2-[6-F =-TARA - RE-2-XF &)
AR AEAEL-XANGERA-XA)FR(SFHM LX) A
3IEH AT T ARAIOKIIZABREE  ERHRHFB .
R-MHAYNBBELILERNEZHEEZRRE  L2EHKX
B #mw & B
I H-NMR (300 MHz, CDCly ): 7.65 (d, 2H), 7.40 (dd, 1H), 7.33 (d, 2H), 7.24 (d,

o 4% 25 189-193C -

1H), 7.08 (dd, 1H), 6.58 (d, 1H), 6.45 (d, 1H), 6.24 (d, 1H), 4.55 (d, 2H), 4.40 (d,

2H), 3.01 (£ & % , 1H) 2.49 (t, 1H), 1.32 (d, 6H).

MS : 401 (M+1)*

B (42 % & % £)Q{6QF & £-0 &£ )k =24 7 &E
A5 B AR A-EA)THLA K ®

=

|
oM
ST N0 ¢

BSOZE 501 EEF)SEATH AR A8~ 3K
FOBTELEF)2- R AT ARRIE LO0I8TE X F)HEK
wharcEHAEEBATzEF R ATNNCTHEHBR - ABBKT

R
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B /O KERE  BHEBFIHREANEELZERXARK(T K /8

B A )AL mA A R EH o

'H-NMR (300 MHz, CDCl;) : 8.83 (t, NH), 7.62 (d, 2H), 7.52 (dd, 1H), 7.30

(d, 2H), 7.21 (d, 1H), 7.10 (dd, 1H), 6.90 (d, 1H), 6.69 (dd, 2H), 4.60 (dd, 2H),

4.53 (d, 2H), 4.48 (d, 2H), 3.78 (dd, 2H), 3.44 (s, 3H), 2.99 ( + & % , 1H),

2.48 (t, 1H), 1.31 (d, 6H).

MS : 459 (M+1)* .
FHI3: 1A RR3ETFE)AGGERAE-XA)CR AL @
&, K -1H-o% = ok -2-ER

#2905 £ (0635 8 £ F)RQF = -TRE & 3ET R)
P RlSHPERE KA GERR A T MEeTEAE @
G RRNEAOILER TR AR - ABHEB RS
B RAM SN ABRE LB ETREBEBARZIM - BREA
WE o EAARBLEY ZEXeBEME KX - FE121-123C -
'H-NMR (300 MHz, CDCLy) © 7.74 (d, 2H), 7.48-7.55 (m, 3H), 7.32-7.43 (m,
4H), 6.26 (t, 1H), 5.48 (s, 2H), 4.66 (d, 2H), 3.02 (& & % , 1H), 2.66 (t, LH),
1.33 (d, 6H).
MS © 426 (M+1)*
TR EH 2o W E G M LT b @A
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T 134 4-(4-2 B £ -K A )1-G5-F &£ b w-2-4 F £)6-42 &
£ A A& -1H-of ok ok -2-EF

B g 136-137°C ®
I H-NMR (300 MHz, CDCl; ): 8.25 (dd, 1H), 7.68-7.74 (m, 3H), 7.42-7.48 (m,

2H), 7.34-7.41 (m, 3H), 7.14 (dd, 1H), 5.60 ( & & , 2H), 4..65 (d, 2H), 3.84 (s,
3H),3.02 (& & %, 1H), 2.65 (t, 1H), 1.33 (d, 6H).

MS : 440 (M+1)*

135 4-4-E B EA-XA)1-6-F Xt 2-X F £)6-5 /A&

£, & -1H--% ok o -2-EF)

¥ 2 165-166°C

I H-NMR (300 MHz, CDCl) : 7.75 (d, 2H), 7.45-7.55 (m, 3H), 7.38 (d, 2H),
7.34 (dd, 1H), 7.10 (d, 1H), 7.05 (d, 1H), 5.62 ( £ % , 2H), 4..65 (d, 2H), 3.02
(4 € %, 1H), 2.60 (s, 3H), 2.55 (¢, 1H), 1.33 (d, 6H).

MS : 424 (M+1)*
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136 1-Q-F -t ow 4% F A)4-U-2 B E-KXEA) A KR
& -1H-o& ok ik -2-EF

| .NMR (300 MHz, CDCly ): 8.35 (d, 1H), 7.7 (d, 2H), 7.57 (d, 1H), 7.41 (4, ®
2H), 7.37 (dd, 1H), 7.24 (s, 1H), 7.16 (d, 1H), 7.06 (d, 1H), 5.62 ( & /& s, 2H),

4.67 (4, 2H), 3.04 (& & % , 1H), 2.57 (t, 1H), 1.34 (d, 6H).

MS : 444 (M+1)*

B 137 Q-8 -HR3-EFE)4UG-B2AE-KE)6HAER

£ -1H-% ok sk -2-5F

I H-NMR (300 MHz, CDCl3): 8.84 (d, 1H), 7.77 (d, 2H), 7.65 (d, 1H), 7.41 (d,
2H), 7.31-7.39 (m, 2H), 7.16 (dd, 1H), 7.07 (d, 1H), 5.61 (s, 2H), 4.67 (d, 2H),
391 (& & ,2H),3.04 (£ & %, 1H), 2.56 (t, 1H), 1.33 (d, 6H).

MS : 444 (M+1)*

45 138 4-(4-2 B X -XA)1-{62-QFARA-TAX)>TAX]

KA
b vk -2-8 P A }-6-%k & K G & -1H-oF ok oK -2-57
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I H-NMR (300 MHz, CDCl,) : 7.74 (d, 2H), 7.47-7.65 (m, 3H), 7.38 (d, 2H),

7.35 (dd, 1H), 6.93 (d, 1H), 6.66 (d, 1H), 5.52 ( & % , 2H), 4.66 (d, 2H), 4.41

(dd, 2H), 3.78 (dd, 2H), 3.79 (dd, 2H), 3.65-3.71 (m, 2H), 3.54-3.60 (m, 2H), @
3.39 (s, 3H), 3.02 (& & %, 1H), 2.57 (t, 1H), 1.33 (d, 6H).

MS @ 528 (M+1)*

4139 4-(4- H AKX A)1[6-Q-F A A-T AK)T A E)U

i -2-7k F 2k )65k & A& F A -TH-E =k oh -2-8F

H-NMR (300 MHz, CDCl3) : 7.74 (d, 2H), 7.47-7.63 (m, 3H), 7.39 (d, 2H),
7.34 (dd, 1H), 6.92 (d, 1H), 6.69 (d, 1H), 5.53 ( & & , 2H), 4.66 (d, 2H), 4.38-
4.43 (m, 2H), 3.66-3.71 (m, 2H), 3.42 (5, 3H), 3.02 (& & ¥ , 1H), 2.56 (¢, 1H),
1.33 (d, 6H).

MS : 484 (M+1)*

£ 450140 S B A -1-F A 678 K -4-(4-F A KK K )-1H-o% ok o -

2-EF
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BEF WO 1
Nal 4R G B E NG,
NO DIEA
2 5 @ NO THF
2 \/\O OH
o ——
HO n,18h \/\o ' 0 -78°C. 1 h
Jones X A{
A 8
0C ZRT,2h

NH, . .
(L,
DMEU/ % \/\o

B AL
HO
-~ 1, 16 h
delher
180°C , 30 4 $¢
X7a&
L EMEAA
[ :
12-—= R TR I
1, 16 h : |
NH . 5
aOCN
HO ! |i n16h HO% ’
A 5-% & & -7 A -K P B Z A &
(o]
i,
N -
o
\/\O/CK(O
H
#H25 % (150 8 £ F)5-7 & -2-# A-KPEtf1d48 5 29 & £

H)s bty £400 EH REAF Z AR N > K AwSI2EH Q9 E
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EHXIN-T A -2 FH A3 E (2
AERTHRAEISDFHE S BB RMBEIR
HHEGHAIMBE RKEZR/ R RER > BFXEH(TK
/BEER LB ) B ASH A A K-2-m K- KT EE

l'H NMR (300 MHz, CDCl;) : 10.45 (s, 1H), 8.15 (d, 1H), 7.32 (d, 1H), 7.16

9 E X H)3-iEAH -
Sy o0 KB EH -

(dd, 1H), 6.03 (ddt, 1H), 5.45 (dq, 1H), 5.37 (dq, 1H), 4.69 (dt, 2H).
BG-HEmaf2-mEA-RXA)EERA-KXKEX)FEZ K

NO

(L.
\/\O OH

4 g 235 % (965 8 £ F )4 #1815 1 (965 % X F)L-if X 4-
ERAXZALZRAXARAEENEHATHF ¥ Z 8RR » #-
BCF > BBAME0ZLOSEEZT)SH AAEZHE-XTF
BEAE20EZHTHFF 2 2 &N - RABRSYEREZTER

@

Rt RALAEKER ABERILEBER  BEFHIFH
LtEW (kK / BB LE)%L EAGHAAE2-#HEA-X
A)4-E2RA-XK)TE -
L' NMR (300 MHz, CDCl;) : 8.05 (d, 1H), 7.34 (d, 1H), 7.25 (d, 2H), 7.16
(d, 2H), 6.88 (dd, 1H), 6.50 (s, 1H), 6.01 (ddt, 1H), 5.40 (d, 1H), 5.33 (d, 1H),
4.62 (d, 2H), 2.88 ( £ & 4%, 1H), 1.22 (d, 6H).
S: 310 (M-OH)*
C.oHmAR2HA-RE) 42 AE-XEA)THZ SR
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+
T

16385 C0EELZF )S-H M AL 2-#ME-XEX)EE A 4-
A)VEAOEFAEBAFZEZR > HOCT » R20£E H#H (534 %
ZH)JonesHKF Rk E - AERBTHHF2IEHE  BNivEHK

_‘n&

M LABRERABPRICEKRER - A AT RE
B RBEGCHAAEAE2HA-RXE)GEAEA-XKEX)TFE8 -
I'H NMR (300 MHz, CDCl5) : 8.24 (d, 1H), 7.69 (d, 2H), 7.30 (d, 2H), 7.09
(dd, 1H), 6.89 (d, 1H), 6.03 (ddt, 1H), 5.43 (dq, 1H), 5.36 (dq, 1H), 4.65 (dt, 2H),
2.97 (& & %, 1H), 1.27 (d, 6H).

DG AEAL2BE-KEA)G-ERA-KXE)TFEHRZ AR

NH,

\/\O 0

AL6EGCH ARE2HA-XEX)GERE-XK)T LGS
EHBBEFZIAEAETERRN Fm2ASLHEH HHiRiA
Sz BEEE o MBI RZIANEMER - AZERTHEHI]
B BEREREGY  ETHaFma AT RERRA

AR PR ER AAGHEAARL2ELE-XE)EGERFHL-
KE)TFE# -

' H NMR (300 MHz, CDCly) © 7.62 (d, 2H), 7.31 (d, 2H), 7.03-6.98 (m, 2H),
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6.71 (d, 1H), 5.98 (ddt, 1H), 5.32 (dd, 1H), 5.25 (dd, 1H), 4.39 (d, 2H), 2.99
(€ & %, 1H), 1.31 (d, 6H).

S 296 (M+1)*
EQH AmA-6HAIRAE-XEA)GERA-XKX)T WX Sk

NH,

®
AEHEF  HKS0FEXLOCITEREF)CH AR KL -2-H X-X
A)4-E A A-XA)FE - 1EADMEURIEH KR EY
s B R Ak B R EIRC B304 o AE Kk EE
Rz ariE s MABAPLCH L m AL ETHAEAY
L NMR (300 MHz, CDCl,) : 7.79 (d, 2H), 7.30 (d, 2H), 6.81 (d, 1H), 6.60
(d, 1H), 5.80 (ddt, 1H), 5.03 (dq, 1H), 5.01 (dq, 1H), 3.16 (dt, 2H),2.97 (+ &
¥ 1H), 1.28 (d, 6H).
S 296 (M+1)* ®

FQHEREAFBRAIZE-RXE)GEARA-XA)THRZISA

NH
(L,
r

ANEZLOBEEF)QH AL -OCEEAIRZEA-XE)GE-EA
A X A)VFEHEDBMEAVBEEF)RI&E L1324 1,2-=
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ALHEBOIAN>TFHUEBAILE AR N FZ2ERA > ALDFR
ViR 138 £ (0.18 % £ F) F A 90 R At 5 8 7.55 f% I &8 8% (0.13
£EF) A E R THHEIOEE  FhIMB&®E A #K
BT aibiatth c HEAmIMNOHBZ RAMH &KL - EEF
R TP ERMEFZZZAEY  HREMTAME N E R -

' H NMR (300 MHz, CDCly) : 7.78 (d, 2H), 7.31 (d, 2H), 7.28-7.16 (m, SH),

6.82 (d, 1H), 6.56 (d, 1H), 5.79 (ddt, 1H), 5.02 (dd, 1H), 5.01 (dd, 1H), 4.22 (s,

2H), 3.17 (d, 2H), 2.99 (£ & %, 1H), 1.30 (d, 6H). ®
MS : 386 (M+1)*

G.5-% @ & -1-F £ -6-58 & -4-(4-F2 & A -K J )-1H-% ok oK -2-87 <

A

BISEACIMETIQCH A EA-6-F A IAE-XE)ER
HA-XA)FPERMA2SE L RABEHE02E FER T ZER
AT B THEIENE - FmBALHKER EAZRT
T EBRAE D
H NMR (300 MHz, CDCl3) © 7.48 (d, 2H), 7.33-7.24 (m, 8H), 7.14 (d, 1H),
5.65 (ddt, 1H), 5.52 (s, 2H), 5.10 (dd, 1H), 4.95 (dd, 1H), 3.20 (d, 2H), 2.97
(& & %, 1H), 1.28 (d, 6H).

MS : 411 (M+1)*
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THREH LA BEEGAM ERATH A E K
T 141 S A A -L[B-Q-8-C A £)4F & A -F % -6-5 & -4
(4-2 & #& -K & )-1H-o% ok oif -2-EF)

I'H NMR (300 MHz, d¢ DMSO) : 9.66 (s, 1H), 7.31 (m, 4H), 7.25 (s, 2H), 6.99
(s, 2H), 6.85 (d, 1H), 6.69 (d, 1H), 5.47-5.32 (m, 1H), 5.29 (s, 2H), 4.64 (d, 1H),
430 (d, 1H), 4.14 (t, 2H), 3.86 (t, 2H), 3.67 (s, 3H), 3.03 (d, 2H), 2.94 (£ &
¥ 1H), 1.21 (d, 6H).

MS: SIOM+D)"(#t — B R AR FX R4 % B4k)

BEH 142 SHE R A6EBAAGEARRE-FXE)I-E5-2-KF &-
|H-o ok ok -2-E]

I H NMR (300 MHz, CDCly) © 7.45 (d, 2H), 7.39 (d, 1H), 7.31-7.23 (m, 3H),
7.20 (dd, 1H), 7.11 (m, 1H), 6.93 (dd, 1H), 5.69-5.60 (m, 1H), 5.61 (s, 2H),
5.13 (dt, 1H), 5.00 (dt, 1H), 3.17 (d, 2H), 2.95 (£ & % , 1H), 1.26 (d, 6H).

MS : 417 (M+1)*
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T 143 SR K68 % -4-@-F2/mA-KE)-GFEARE-T
£ )-1H-ok ok o -2-5

I H NMR (300 MHz, CDCL,) © 7.47 (d, 2H), 7.38 (d, 2H), 7.25-7.22 (m, 2H),
6.35 (s, & /& , 1H), 5.63 (ddt, 1H), 5.05 (d, 1H), 4.90 (d, 1H), 4.40 (t, 2H), 3.20
(dd, 1H), 3.18 (dd, 1H), 2.94 (& & % , 1H), 2.88-2.76 (m, 1H), 2.13 (s, 3H),
2.11-1.87 (m, 2H), 1.88 (d, 3H), 1.25 (d, 6H).

MS : 423 (M+1)*

Fp 144 55 B L 65 E 4GB AA-KE)(Q-TF A 2-K K-

Z & )-1H-o& ok ok -2-F

I H NMR (300 MHz, CDCl3) : 7.47-7.43 (m, 3H), 7.32-7.11 (m, 8H), 6.88
(£ A&, 1H), 5.63 (ddt, 1H), 5.00 (dd, 1H), 4.88 (m, 1H), 4.83 (dd, 1H), 3.52
(dd, 1H), 3.42 (dd, 1H), 3.22 (dd, 1H), 3.18 (dd, 1H), 2.94 (& & %, 1H),
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1.71 (d, 3H), 1.26 (d, 6H).

MS : 439 (M+1)*

RHI145: 5-HF A K -6-78 KA -4-4-2 R A-KE)lwbwe-3-K F %-
[H-ok ok v -2-8

I H NMR (300 MHz, dg DMSO) : 9.74 (s, 1H), 8.56 (d, 1H), 8.46 (dd, 1H),
7.61 (dt, 1H), 7.39-7.31 (m, 7H), 5.51-5.41 (m, 3H), 4.70 (dd, 1H), 4.35 (dd,
1H), 3.08 (d, 2H), 2.98 ( & & % , 1H), 1.25 (d, 6H).

MS : 412 (M+1)

FHI 146 545 A K 65 & -1-(4-58 £ 3-F R A -F £ )443 A

X ®
0]
| -

A K A )-1H-ok ok ok -2-5F)

L H NMR (300 MHz, ds DMSO): 9.71 (s, 1H), 8.93 (s, 1H), 7.35-7.30 (m, 6H),
6.95 (s, 1H), 6.68-6.57 (m, 2H), 5.44 (m, 1H), 5.30 (s, 2H), 4.68 (d, 1H), 4.33 (d,
1H), 3.70 (s, 3H), 3.06 (m, 2H), 2.97 (m, 1H), 1.25 (d, 6H).

MS : 457 (M+1)*
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T 61147 54 B & 678 & 122278 £ -2 R A)F A 4G-E A
B K A )-1H-of ok ok -2-56

rQ ®

I H NMR (300 MHz, ds DMSO) © 9.70 (s, 1H), 7.38 (d, 2H), 7.35 (d, 2H), 7.30

(d, 1H), 7.22 (td, 1H), 7.17 (d, 1H), 7.05 (d, 1H), 6.80 (t, 1H), 6.74 (dd, 1H),

5.47 (ddt, 1H), 5.38 (s, 2H), 4.96 (t, 1H), 4.70 (dd, 1H), 4.36 (dd, 1H), 4.12 (4

2H), 3.79 (q, 2H), 3.09 (d, 2H), 2.98 ( & & %, 1H), 1.25 (d, 6H).

MS : 471 (M+1)*

FH148: S A AR AIPBQCRE-CAL)FE4GER

£ % & )-1H-ok ok o -2-8A ®

L NMR (300 MHz, dg DMSO) : 9.71 (s, 1H), 7.38 (d, 2H), 7.35 (d, 2H), 7.30
(d, 1H), 7.24-7.18 (m, 2H), 6.82-6.76 (m, 3H), 5.46 (ddt, 1H), 5.39 (s, 2H), 4.83

(t, 1H), 4.70 (dd, 1H), 4.35 (dd, 1H), 3.91 (t, 2H), 3.66 (q, 2H), 3.08 (d, 2H),

89873 - 153 -



1333952

298 (£ & %, 1H), 1.25 (d, 6H).

MS : 471 (M+1)*

EH 149 S A L -1-GS5-=—F A A-F A)6-£ K 4U-E AR K-
¥ 2 )-1H-ok ok otk -2-5A

I H NMR (300 MHz, d¢DMSO) : 9.72 (s, 1H), 7.37 (d, 2H), 7.35 (d, 2H), 7.31
(d, 1H), 7.22 (d, 1H), 6.36 (m, 3H), 5.47 (ddt, 1H), 5.34 (s, 2H), 4.70 (dd, 1H),
4.34 (dd, 1H), 3.67 (s, 6H), 3.08 (d, 2H), 2.98 ( & & % , 1H), 1.25 (d, 6H).

MS : 471 (M+1)*

T 4150 1-%F K 6-8 K -4-0@-F A/ K -KXK)S5-B A -1H--£ =& ok -2-57

O 1) H, / 8 B Ni
° TR, M 2h
2) N2OCN / AcOH
| ", 2.5h

#200% 5 GCIOMEFIQH A A-6F A3BLE-KXE)EE
BA-XRA)VEBRACCEAHATEHFTZIER  APREAKLEREF LA
Tooa2 ) BHEM AEFRTAAL BEBE  ETAERX
s B 100 5 KNI HGYEROEABEF » EELEFERT
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A16TE L Q8 M EF)RBEMBEZ2S N BF « A R F K /5%
BR St KkERRERKL MR RAEAY R LE@&BESH L
TYEZI _AFRHFHE-
''H NMR (300 MHz, dg DMSO): 9.58 (s, 1H), 7.41-7.16 (m, 11H), 5.43 (s, 2H),
2.99 (4 & %, 1H), 2.19 (m, 2H), 1.25 (d, 6H), 1.18 (m, 2H), 0.36 (t, 3H).
MS : 413 M+1)*F

THEH LA EREAM LT H A E R
THIIS1: 6- & -1-2 T K 4-@-F2 & K -KK)S5-F K -1H--% o oif - .

2-BF)

1

<

LH NMR (300 MHz, CDCl;): 7.44 (d, 2H), 7.36 (d, 1H), 7.27 (d, 2H), 7.11 (d,
1H),5.7 (& A&, 1H), 4.17 (d, 2H), 2.96 ( & & % , 1H), 2.86 (dd, 2H), 2.26 .
(& &%, 1H), 1.31-1.19 (m, 2H), 1.27 (d, 6H), 1.01 (d, 6H), 0.46 (t, 3H).

MS : 379 (M+1)*

= 5] 152 -z& m & T A-1-G3-=F&-TH)6-A KX 4GXAE

K £ )-1H-o% ok ok -2-

1) 33-=F £ T &

NaCNBH,
FTRATR L
Pd(OAc), 12-=. § 2 &%
& 18 h, r.t.
rt.,18h 2) fB% A o
&% Ay

rL,3h
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AGrA2ZEAAFTAIEBLA-XA)EEARAA-XA)THRZ
ot

THRIKAABATAEAFXABBEL  BSSEALCEER

FEIN-ZHENTFRASCT > AV B2 RiRmESOE I T & ®

MITSEH40% B E LT KERTFTZIEEHRADA - AR
kA mETHE SHBRABKRE  ERXARAMFRER
BoKERE - B HEFERFIHERBFMELOZLGCIOE X F)QCH
AAGEREIEA-XA)GERE-XA)FTHRASAISZER
(068 % ¥ F)PdOAc), 2 Z B FZ RERR - AZTETHEHI
N BRARBRAY  ABEZRE RAREEZAER
B # 4 AL e

I'{ NMR (300 MHz, CDCl;) © 7.78 (d, 2H), 7.29 (4, 2H), 6.77 (d, 1H), 6.55
(d, 1H), 4.70 (s, 1H), 3.40 ( & & ,2H), 2.96 (£ & %, 1H), 2.35 (d, 2H),
1.27 (d, 6H), 0.88 (m, 1H), 0.38 (m, 2H), 0.09 (m, 2H).

MS @ 310 (M+1)*
BS-EAATA-I-G3IFA-TA)C-ZAA4GEAE-KEK)

|H-ok ok ol -2-87 2 & A% P<
N (o]
Cr
N
HO
v
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100 £ £ (032 L F)6-Ac £ 2-8 m & F & -3-8& % -%X &)

(4-2 @ £ -XA)FER - 4054 A (032F £ F)33- = F & T &
S%E % (045%F £ F)NaCNBH; & &/ 185 7 (032 £ % F) &
Z05EHI2-— R LK FZRAY AERBTHRHFI)E

c AN BBE ALY ARG FMOIME ALK KERMER

St M AARMIIMEBE - ¥ FHMLUA KT

WHE R 0 it EFAM ¥ AHPLCH L - £ 50F £ (013 X F) K

Wz E BB ENOLEHBEEFT - EABIEXLOIZE X F) R .

BMRE HETEBTHRHFIIFLZ KRR RESHAAT

KR ERBEEARER - AARAEAMRBLE HAFIRE

WAL EBFE  ERGEREALEY -

| H NMR (300 MHz, CDCl;) : 7.4 (d, 2H), 7.42 (d, 1H), 7.26 (d, 2H), 7.17

(d, 1H), 6.18 (s, 1H), 4.28 (m, 2H), 2.96 ( & & %, 1H), 2.34 (d, 2H), 1.72 (m,

2H), 1.28 (d, 6H), 1.09 (s, 9H), 0.70 (m, 1H), 0.35 (m, 2H), -0.08 (m, 2H).

MS @ 419 (M+1)*

THEMZCGHEHEITEAMELET H A E & ’

W13 15 A SBRAATE6EA4G-ZERA-KE)IHA

o oif -2-EF

'H NMR (300 MHz, CDCl3): 8.0 ( & /& , 1H), 7.47 (d, 2H), 7.29-7.22 (m, 8H),
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7.01 (d, LH), 5.49 (s, 2H), 2.96 ( & & % , 1H), 2.36 (d, 2H), 1.27 (d, 6H), 0.69
(m, 1H), 0.17 (m, 2H), -0.18 (m, 2H).

MS : 425 (M+1)*

THI154: 53R AT RA1Q4=FRA-¥ £)6-58 £ 44 A
A& -X K )-1H-o% =k oif -2-87

I'H NMR (300 MHz, d¢ DMSO) : 9.58 (s, 1H), 7.33 (s, 4H), 7.27 (d, 1H), 7.24

(d, 1H), 6.98 (d, 1H), 6.84 (d, 1H), 6.69 (dd, 1H), 5.33 (s, 2H), 3.67 (s, 3H),

3.66 (s, 3H), 2.95 (& & ¥ , 1H), 2.20 (d, 2H), 1.22 (d, 6H), 0.60 (m, 1H),

0.05 (m, 2H), -0.36 (m, 2H).

MS : 485 (M+1)

FH1sS: SEPATAGREAGERLE - X£)1GFar @
% 5 )-1H-ok ok o -2-87

I H NMR (300 MHz, dg DMSO) : 9.60 (s, 1H), 7.35 (d, 2H), 7.33 (d, 2H), 7.28

(d, 1H), 7.20 (t, 1H), 7.18 (d, 1H), 6.82-6.74 (m, 3H), 5.87 (s, 2H), 3.67 (s, 3H),
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2.96 (£ & % , 1H), 2.21 (d, 2H), 1.22 (d, 6H), 0.61 (m, 1H), 0.05 (m, 2H),

-0.35 (m, 2H).
MS : 455 (M+1)*

5156 S-BE A AT A-1-GS5-=F & A -F
A -XK

< % )-1H-o% ok ek -2-8F

I H NMR (300 MHz, dgDMSO) : 9.60 (s, 1H), 7.34 (s, 4H), 7.28 (d, 1H), 7.17

(d, 1H), 6.35 (s, 3H), 5.32 (s, 2H), 3.65 (s, 6H), 2.95 (& & %, 1H), 221 (d,

2H), 1.22 (d, 6H), 0.61 (m, 1H), 0.05 (m, 2H), -0.36 (m, 2H).

MS : 485 (M+1)*

45157 -8 B A F A 67 & -1-(4-58 X -3-F

B & K -K L) 1H-ok =& ok -2-EF

2=

A

3

- fm

-

£)4¢- Q@

L NMR (300 MHz, dg DMSO) : 9.59 (s, LH), 8.91 (s, 1H), 7.33 (s, 4H), 7.28

(d, 1H), 7.27 (d, 1H), 6.94 (d, 1H), 6.65 (d, 1H), 6.60 (dd, 1H), 5.28 (s, 2H),
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3.68 (s, 3H), 2.95 ( & & % , 1H), 2.20 (d, 2H), 1.22 (d, 6H), 0.60 (m, 1H),
0.04 (m, 2H),-0.36 (m, 2H).

MS : 471 (M+1)*

T H158: 1-[G-C4-—F A KL-XEK)A K)4G@-E B X -3
e 5 A B & -1H-ok ok ok -2-57

T
e
Y

>

o]

OH = M I Dess-Marti
OH n
\/@/\/u\ (l M,ETHF?) Q/\/\ s Martin
o —_—
fo) —_—

O\ o CH,C,

NaOCN
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10

A3GaA—FARE-KLA)H-1-8 2 & &

OH
MeQO

OMe

$60% (285 ELF)3CA_TPRAAR) BB AINEF &
KTHF & 2 i & A4 £20C » £ A 1S5 48R k4275 % 7 M
KTHF# 2 H(IMER)EE - AT RTHABHBAL - Xk
/KRIEBFFH R ZERABRRAL > b HFmI0E H 4R
flbtécmrR KB AILBERRERE KR EEH HLE
BRI (Tl /BEEL LB )it MAELEE Y -
I'H-NMR (300 MHz, CDCl;) : 6.76-6.80 (m, 1H), 6.70-6.74 (m, 2H), 3.86 (s,
3H), 3.85 (s, 3H), 3.67 (t, 2H), 2.62-2.69 (m, 2H), 1.82-1.93 (m, 2H).
MS : 197 (M+1)*
B3QGA—FAEK-XEK)AEZI L K

CHO
MeOQ/\/

OMe

#2205 (102 EEF )V BATEH R B E4IEACHCF X
ik AZEE 0 EgiRm4a32 £ (102 £ £ F ) Dess-Marin i& ##
¥od RAL - 3054tk RETR RAKM AIEFREHRS
EHCHCLT » AR EBE A MA0NARAEMNEREER
R BREABRE RERXFTEHLAEAY  BREZEW(TKR/
BB LE)AILL mALFEW -

' H-NMR (300 MHz, CDCly) : 9.80 (t, 1H), 6.70-6.81 (m, 5H), 3.86 (s, 3H),
3.85 (s, 3H), 3.87-3.94 (m, 2H), 2.72-2.80 (m, 2H).
MS 193 (M+1)*
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CLBCa4—FaRA-XEA)EBRA]SH H LR L -X £)-@-2
A-FXE)7EHEZ A K

H2RE LN EEZF 2L - I LAL-XA)UG-E2H 4L -

¥

XE)FERAEEACLCLY ZERA » R w27 % (112
EI)CA—FAA-XE)HERSOKA(NNREEL T ) -
AEARKREK MREERZRAZTRBTHEHTIE - RE > R
323 £ (152 £ )= ¢k A & -# &1t 45 #2300 % 5+ EtOH -
EHEHEHEBE  BRERESHAKBECHCLER » 44

e

TYRE BHAEAVEENH (LK /BEBRLE)&EL mEL
® & o

'H-NMR (300 MHz, CDCl;) : 824 ( & & t, NH), 7.67 (d, 2H), 7.28 (d, 2H),
7.17 (d, 1H), 7.11 (dd, 1H), 6.65-6.80 (m, 4H), 4.51 (d, 2H), 3.85 (s, 3H), 3.84
(s, 3H), 3.22 (q, 2H), 2.97 ( & & % , 1H), 2.72 (t, 2H), 2.46 (t, 1H), 2.00 ( &
& %, 2H), 1.28 (d, 6H).

MS : 472 (M+1)*
DI-3-B4=—FEA-XA)AXA]4@-E2RA-XX)6- A A A
B -1H-of o ok -2-88 2 & &%
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K38EFEONEEF )T HCTF EH X 24 £6%E F AcOH
bz EAT0E & (11 %E)%ﬁééﬁqﬁisﬂ°%ﬁ%é\%%§.
BT LIS o AABBCE/KREREZKE ERARTEERE

y oo 43 2 3 B ¥ (CHyClL,/MeOH) & ik » & 1% & & B R4 -

¢

I H-NMR (300 MHz, CDCl,) : 7.67 (d, 2H), 7.45 (d, 1H), 7.36 (d, 1H), 7.35
(d, 2H), 7.12 (d, 1H), 6.74-6.80 (m, 3H), 4.64 (d, 2H), 4.25-4.33 ( & & m, 2H),

3.86 (s, 3H), 3.85 (s, 3H), 2.99 (&£ & % , 1H), 2.77 (t, 2H), 2.55 (¢, 1H), 2.14

(& & % ,2H), 1.30 (d, 6H).

MS : 497 (M+1)*

E1-(3-G4-—F A A -X£)AAJ4-G2 ALK A) 6% A AR Q@

£ -1H-o% ok ok -2-7 BR 2 & A%,

BI30E £ (026ELEF)S HEDF BRI EARARILE R
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(030) £ X FLawesson X #H £SEH X F 2R &4 » AT0C T #
H2DH ERBEAREBELE - ASHIHESIHFHIWF
2 Lawesson &R % » 2 R B AR T 7 4 o vABEBR T 8 L K ¥ I
RE #BHEFEAEDET (IR / BRIE)BWNE  EiF T H
Hh o AxEW e
I H-NMR (300 MHz, CDCl3) : 7.71 (d, 2H), 7.47 (d, 1H), 7.30-7.40 (m, 4H),
7.16 (4, 1H), 6.82 (s, 2H), 4.67 (d, 2H), 3.89 (s, 3H), 3.87 (s, 3H), 2.99 ( + &
4% 1H), 2.83 (t,2H), 2.57 (t, 1H), 2.28 ( & /& , 2H), 1.29 (d, 6H).

S: 513 (M+1)*

TR E G S WA G kiR
FTH159: 4-4-E2 AKX -KE)»I-G-KEA-AK)6-5 & KA K-1H-
of o oif -2-EF)

' H-NMR (300 MHz, CDCl;) 769 (d, 2H), 7.46 (d, 1H), 7.28-7.38 (m, SH),
7.18-7.26 (m, 3H), 7.06 (d, 1H), 4.66 (d, 2H), 4.26-4.34 (m, 2H), 3.00 (+ &
% | 1H), 2.84 (t, 2H), 2.55 (t, 1H), 2.16 ( & & % , 2H), 1.31 (d, 6H).

MS : 437 (M+1)*

ZH160: (2-2-C4=F A A-KXL)2-F £ -HBELI45-=F &
B-RXA)G@-E2/E-XKL)T R
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| ton | |
LDA DiBAH o OH
OD/\H/ O~  HMPA/THF © °” 9x
—————— et ot e
o -75°C, 18 h o 5°C,20h ~
o o 0

I Dess-Martin iX, #&|
o} CHCL
n, 1h

NaCNBH
AcOH
>F B

CICH,CH,O
n, 4 X

A2-BA4—F & LE-XA)2-FA-AEK T8 X4 R

peaad
~o _ o

#2004 BN EEXLF)IA_F AR KKK TE - 285 £ #
(1784 % £ T )HMPA B 334 £ # (5352 £ L H ) it F I £50 &
#THF & 2 &%k » #-75CTF » "AS19% # 357 % ¥ ¥ ) & THF
TR R ZIDAERREE - A TBCTHRFBIEFER  BARE
BRAMEIARTRLEERY » EABEKRCEFER - AKX
B EEREPRASAF —LHMPAZ B —F X ALS Y Lt
TXHEKAEBE T HE -
| H NMR (300 MHz, CDCl;) : 6.88 (dd, 1H), 6.86 (d, 1H), 6.82 (d, 1H), 4.12
(q, 2H), 3.87 (s, 3H), 3.87 (s, 3H), 1.57 (s, 6H), 1.20 (t, 3H).

B.2-(34-=— F A A -X £)2-F £ -8 -1-88 = & &
AIZPQOH
o
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MOV T A (M2EXF )k EX iz HAEMESEHTF
X zimk  #S5SCF  h269% #+ 32% £ F)12MDIBAH £
PRAFZRRERREREZRHKR - AEHF20.5E  Siodef KA
iRk c BREARBRAY T ATLEMER W EXAFEEAHNK
» FF2-CA4—FREA-KXA)2-FEA-B-1-8 -
I'H NMR (300 MHz, CDCl;) : 6.94-6.91 (m, 2H), 6.85 (d, 1H), 3.90 (s, 3H),
3.88 (s, 3H), 3.60 (s, 2H), 1.34 (s, 6H).
C.o(34=F A £ -%£)2-F £-H &2 & A& ®

AETBT > H100E % 0476 £ £ F)2-Q4-= F & & -K X )-2-
PHA-F-IEBALIEF _EFTHEFZIIEKR > R22%F % (0476 %
¥ H)Dess-Martin 2, # £ 2 - 1 & » DA m B AN KER
HERBEBEHRER  EA_RKRTRERAEY  KAHBEREA
Bt MR HeEESHE ARAAEZRMEEL -
I H NMR (300 MHz, CDCl;) © 9.44 (s, 1H), 6.88 (d, 1H), 6.83 (dd, 1H), 6.74 ®
(d, 1H), 3.88 (s, 6H), 1.46 (s, 6H).
D.2-2-CA4=—F & A& -XA)2FA-AEA45—FaAEL-X K
}-A-2 B AR A)F EHZ A &
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FEA143E £ 0476 £ £ F)2-M K 45— F R A -X £ )-@-%
A-XA)TFER - 8% £ (0476 £ H)2-C4-=F & A -K %)
2-F 4 -me o LLAMALMAR Iy FH  SEHLI2-ZRT
AR MA VLT EEF)BEBR I B A MEH — EFE K
41 % # (0666 £ £ F )NaCNBH; - #4 X H M A > B w5 5 =

W31 #% I+ & 8 (0476 £ £ F ) #2 41 £ 5t NaCNBH;(0.666 £ £ F )
g AMIMBEBES BT ALY >R EHAIME A1
Mg R B At o BB S 8 {2-[2-C4 = F A K -XK X )2

FRA-ARAMS—FARAE-RXEA}GEREA-XRX)T@H £F
VA — R F tx E B 0 it i 47 1% 48 F8 fy HPLC o

I'H NMR (300 MHz, CDCl;) : 7.50 (d, 2H), 7.28 (d, 2H), 7.13-7.00 (m, 3H),
6.84 (d, 1H), 6.14 (s, 1H), 3.90 (s, 3H), 3.88 (s, 3H), 3.86 (s, 3H), 3.66 (s, 3H),
3.35 (s, 2H), 2.97 ( & & %, 1H), 1.52 (s, 6H), 1.29 (d, 6H).

MS : 492 (M+1)* |

THEWH Lo EETAM EET 6 H & -

41610 22-CS5S-=FARALA-XEA)»LEA4S—FAE-XE
}-(4-F /&K KT EA -
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| H NMR (300 MHz, CDCl;) : 7.53 (d, H), 7.30 (d, 2H), 7.06 (s, L H), 6.46 (d,
2H), 6.35 (t, 1H), 6.22 (s, 1H), 3.93 (s, 3H), 3.79 (s, 6H), 3.68 (s, 3H), 3.50 (¢,
2H), 3.03-2.94 (m, 3H), 1.31 (d, 6H).

MS : 464 (M+1)*

450162 {(45-= F B & 2-[2-C-F A A -F £ )2-F X -F kA -¥
A}-(4-% K k)T &

I H NMR (300 MHz, CDCl;) : 7.51 (d, 2H), 7.29 (d, 2H), 7.25 (t, 1H), 7.05
(m, 1H), 7.02 (s, 1H), 6.99 (¢, 1H), 6.75 (dd, 1H), 6.30 (s, 1H), 3.91 (s, 3H),
3.78 (s, 3H), 3.67 (s, 3H), 3.40 (s, 2H), 1.53 (s, 6H), 1.30 (d, 6H).

MS : 462 (M+1)*

51630 {2-2-G5- = F R A-KE)2-FEA-AEA]S-B 25K
A A -X A J-U-ERA-XK)TEA

pl

89873 - 168 -
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'H NMR (300 MHz, CDCly) : 7.56 (d, 2H), 7.28 (d, 2H), 7.16 (d, 1H), 7.11
(dd, 1H), 6.87 (d, 1H), 6.68 (d, 2H), 6.30 (s, 1H), 4.54 (d, 2H), 3.77 (s, 6H),
3.36 (s, 2H), 2.98 ( £ & % , 1H), 2.48 (t, 1H), 1.48 (s, 6H), 1.30 (d, 6H).
MS : 486 (M+1)*

TH164: QRGS—FTRA-KXE) T HEL]SH 2% 4

ar

pll

AN
=

A}-4-2 A K-KHE)T @

U NMR (300 MHz, CDCL) © 7.59 (d, 2H), 7.30 (d, 2H), 7.20 (d, 1H), 7.15
(dd, 1H), 6.82 (d, 1H), 6.44 (d, 2H), 6.84 (t, 1H), 4.55 (d, 2H) 3.79 (s, 6H), 3.48
(t, 2H), 3.03-2.93 (m, 3H), 2.49 (¢, 1H), 1,31 (d, H).
MS : 458 (M+1)* |

£ 5] 165 {2-2-G4-= F & £ -% £ )T B & 14,5
-4-2 /KK K)-F R

I

_8
pl
B
e
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'H NMR (300 MHz, CDCl;) : 7.56 (d, 2H), 7.32 (d, 2H), 7.08 (s, 1H), 6.84-
6.83 (m, 3H), 6.67 ( & & , 1H), 3.97 (s, 3H), 3.87 (s, 3H), 3.87 (s, 3H), 3.72
(s, 3H), 3.49 (t, 2H), 3.08 (t, 2H), 2.99 ( + & %, 1H), 1.31 (d, 6H).

MS : 464 (M+1)*

F 5166 40 %k 4{2-G-E AL -XTmA)IS-— F & £ -%

an:

3 R ST

I H NMR (300 MHz, CDCl;): 9.18 (m, &, /& , 1H), 7.55 (d, 2H), 7.30 (d, 2H),
7.09 (s, 1H), 6.19 (s, 1H), 3.98 (s, 3H), 3.69 (s, 3H), 3.01 (d, 2H), 2.97 (£ &
% | 1H), 2.34-2.28 (m, 2H), 1.85-1.80 (m, 2H), 1.49 (q, 4H), 1.29 (d, 6H), 0.88

(t, 6H).
EH 167 1-2-C35-=FARE-XE)L X]4G-E R E-XXK)6-A ®
2% & E A -1H-ok of o -2-E

“9

NaOCN
AcOH
rt 1h

89873 -170 -
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MISEACIHMET)LRCS-—FRE-XA)T I A]SA -
- A AA-XE}GE2RA-XAR)TERAHA21E LC3H/EF)
NaOCN £ 300 #% # 84 8 ¥ < X A TR FH#E L 8% - A £ %
#oo HEAEHABECHC,/ La®EEL -
' H NMR (300 MHz, CDCly) © 7.70 (d, 2H), 7.49 (d, 1H), 7.43 (dd, 1H), 7.37
(d, 2H), 7.34 (d, 1H), 6.50 (d, 2H), 6.36 (t, 1H), 4.68 (d, 2H), 4.48 (dd, 2H),
3.80 (s, 6H), 3.09-2.97 (m, 3H), 2.57 (t, 1H), 1.32 (d, 6H).
MS : 483 (M+1)* ®
T H168: 2-2-C5- = F A KL -FXEA)2-F X -m k& 45 %579
AE-XE}GEAREA-XRX)TEH

0; i .0
o
|
0 O NH, HO NH, .
o Et-SNa O el
\O DMF \O o t, 90 9 ¢
———— ——rere Y
110°C. 5h NaCNBH,
AcOH ~
m, 16 h

AQBEAA4ESFTAAXA)GCEREA-XE)TEHRIEKR
HO NH,
~o O 0
K134 % (448 T X F )2l A 45— F AR A-K X )@G-E2 & 4 -

N A)TPER - 188 4 C L s B4 # A 10 £ 5 DMF % i 4 M /o
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HREUNOC BES IO - FmthfoEag s 85 & (0% 4)H100
FH KM AEBUACHCLER » A B LB (T K /&
BT 8 .

I H NMR (300 MHz, CDCly ) : 7.56 (d, 2H), 7.30 (d, 2H), 6.96 (s, 1H), 6.31 (s,
1H), 3.70 (s, 3H), 1.30 (d, 6H).

MS : 286 (M+1)*

B.2-2B5-—F & & -XA)2-FEA-Al A48 L-5F & X-XK
A} G-E2REA-XEA)TERZ S &

% (144 1% & F)(Q-Ac & 45 £ 5-F 8 & -X K )@

S04 RERMSVBHA(MREFT)HRLE
#NaCNBH; - 16 .8 #% » B d A mIMBERBEZBERERRA S
oo IMARILHRERERASMEL - M E Ak CHCL

N.
Sd
P

¥ B+ it 45 i 48 78 4% HPLC & 1t -

| H NMR (300 MHz, dg DMSO): 10.07 (s, 1H), 8.71 (t, & /& , 1H), 7.40 (d, 2H),

731 (d, 2H), 6.84 (s, 1H), 6.56 (d, 2H), 6.33 (t, 1H), 6.26 (s, 1H), 3.71 (s, 6H),

89873 -172-
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3.50 (s, 3H), 3.27 (d, 2H), 2.94 ( £ & ¥, lH), 1.35 (s, 6H), 1.23 (d, 6H).
MS : 478 (M+1)*
T B zibbhEEaam Lt ToaE Rk
£ 6169 R (% 4 [1,3]= &5 B (5 )-5-% -2 & )[5-7 £ 2-¢-
2HA-KT@mA)STRE-KAE

O"\o

I H NMR (300 MHz, CD; OD) : 7.71 (d, 2H), 7.44 (d, 2H), 7.19 (s, 1H), 6.98
(m, 1H), 6.79 (s, 1H), 6.75 (s, 2H), 5.90 (s, 2H), 3.79 (s, 3H), 3.63 (t, 2H), 3.08-

2.99 (m, 3H), 1.32 (d, 6H).
MS : 434 (M+1)*
46170 -CGEAAFE-BEA)4EES-FRA-XEX)GEA

A-RKE)TF 8

IH NMR (300 MHz, CDCl3) = 9.17 ( £ /& , 1H), 7.55 (d, 2H), 7.29 (d, 2H),
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7.04 (s, 1H), 6.39 (s, 1H), 6.15 (s, 1H), 3.71 (s, 3H), 3.07 (d, 2H), 2.98 (£ &
% | 1H), 1.30 (d, 6H), 1.19 (m, 1H), 0.60 (m, 2H), 0.31 (m, 2H).

T 1710 1-[2-78 K -2-246-= F A -X A )T A J4-@4E2m EK-X
3% )-6-% 2-% & R A -1H-ok o o -2-5

O YO. : TEBA, K,CO; NYO
///\o 2N + 9—6?2‘%8&!1 O N ’

#O0SE(STEEF)AGE ALK £)6-H 24 £ & £ -1Hk
o wik 2-BF ~ 0254 % (1572 £ F)246-=F XA E A T & ~ 357
£ 50I5TEEFVRALLT A= A% R2TE 401575 % F)
BEmbrz Rt EIEA-_GBRE T AOCTHHE6R -
wRRR IR/ R TRER shxEamns 2 @
% M 3 TA#H ¥ 48 HPLC & 4t -
I H NMR (300 MHz, CDCL) © 7.72 (d, 2H), 7.54 (d, 1H), 7.50 (d, 1H), 7.43
(dd, 1H), 7.38 (d, 2H), 6.88 (s, 2H), 5.66 (dd, 1H), 4.93 (d, 1H), 4.68 (d, 2H),
437 (dd, 1H),3.02(t & % 1H), 2.60 (s, 6H), 2.57 (t, 1H), 2.28 (s, 3H),
1.33 (d, 6H).
MS : 481 (M+1)*
T Tl zibdhEEagammERET A E A :
F B 172 1-2-G5-= fL-% £ )2-578 & -T A J4-(42 & & -% £ )6
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A -2-p Fk FU A -1H-ok ok o -2-E

OH

ses
z o @
)
'HNMR (300 MHz, CDCL ) © 7.67 (d, 2H), 7.49-7.43 (m, 3H), 737 (4, 2H), @@y
7.10 (m, 2H), 6.74 (tt, 1H), 5.81 (dd, 1H), 4.68 (d, 2H), 4.51 (dd, 2H), 4.38 (dd,
2H),3.01 (& & %, 1H), 2.57 (¢, 1H), 1.32 (4, 6H).
MS : 475 (M+1)*

173 4-(4-8B & £ - K X£)-6-8 -2-5 £ & & -1-[(BE)-2-(24,6-= F
A-XE)T H K- 1H-+% =& ok -2-B0

Z A7 % w A .

1,2-—. R TR

80°C, 15 o 4% O

/
CLr
/\O /

HS0% %0104 £ £ F)1-2-58 4% -2-246-= F A-KX X)T %1
4-(4-2 A K -K K )-6-B -2-0x A & A& -1H-o% =k ok -2-87 8 343 4 4
C2BEEZF)IZA TR RAFAOSEHI2-Z KRR FIIE

~

B B ESC BEISH4E - A= R T &k / NaHCO; &k & &
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R BREFRFEMEMHPLC » Z A 2SS4 -
I H NMR (300 MHz, CDCl;): 7.76 (d, 2H), 7.68 (d, 1H), 7.51 (d, 1H), 7.41 (dd,
1H), 7.40 (d, 2H), 7.03 (d, 1H), 6.94 (s, 2H), 6.71 (d, 1H), 4.69 (d, 2H), 3.03
(4 & %, 1H),2.58 (t, 1H), 2.47 (s, 6H), 2.32 (s, 3H), 1.33 (d, 6H).
MS © 463 (M+1)*

THEF Lo EHETEMERTHF A E R
EH 174 442 R A -XE)6-A 2 KA E-I(B-KTH X))

1H-o% = ok -2-EF ‘

NYO

~N

I H NMR (300 MHz, CDCL;) : 7.78 (d, 2H), 7.64 (d, 1H), 7.56-7.53 (m, 2H),

7.51 (d, 1H), 7.43-7.35 (m, 6H), 7.25 (d, 1H), 7.03 (d, 1H), 4.70 (d, 2H), 3.03 ®
(& & %, 1H),2.58 (t, 1H), 1.34 (d, 6H).

MS : 421 (M+1)*

61750 1-[E)2-CG-R A 4FAEA-XA)THA4U-E2 B K-

K A )6-F 29k A A A -1H-ok ok ok -2-89
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O/
C
=
NYO
/\O O =N

I H NMR (300 MHz, CDCl; ) 7.77 (d, 2H), 7.60 (d, 1H), 7.59 (s, 1H), 7.51 (4, ®
1H), 7.41-7.37 (m, 4H), 7.13 (d, 1H), 6.96 (d, 1H), 6.92 (d, 1H), 4.70 (d, 2H),

3.95 (s, 3H), 3.03 (& & %, 1H), 2.58 (1, 1H), 1.33 (d, 6H).

MS : 487 (30), 485 (100)M+1)* (& Rl 42 % B 4% )

F 4176 1-[(B)2-35-=F £-X X)) H L4422 &K -KX)6

F -2-% & & A& -1H-of ok =k -2-FR

| H-NMR (300 MHz, CDCL; ) © 7.78 (d, 2H), 7.64 (d, 1H), 7.50 (d, 1H), 7.40
(d, 2H), 7.37 (dd, 1H), 7.23 (d, 1H), 7.17 (s, 2H), 7.00 (s, 1H), 6.93 (d, 1H),
4.69 (d, 2H), 3.03 (&£ & * , 1H), 2.58 (t, 1H), 2.36 (s, 6H), 1.33 (d, 6H).

MS : 449 (M+1)*

T 177 2-F A E-4G-2F K- KEA)6-B 25 & B A5tk
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NDRAAAMETAS
THF
rt, 3h ) n

N, ]
2) K,C Y
/\0 (o] ’MEOE" /\O ZN
A 4-(4-2 B AKX £)6-F 2% & & £ -1H-o% ok o} -2-20 8 2 B AR
R _s
90
z o g

BO0SEUTNEEF)IQEASA 2R ARL-FXE)GERE
K E)FEHAAOBEANNEET)EARABRRXTHEEASE
ATHF ¢ 25k » AT R THHEI LB RE D w0235 1 &K
BERSESHTE c AHEI8 S UOIMBER KERE
&@%a%"%’ﬁﬂa-?%"ﬁ A E A K AEE
gAY HERERLeD -

I NMR (300 MHz, dg DMSO0): 13.79 (s, 1H), 7.70 (d, 2H), 7.54 (s, 2H), 7.44
(d, 2H), 7.32 (s, 1H), 4.80 (s, 2H), 3.69 (s, 1H), 2.99 (£ &4, 1H), 1.24 (d, 6H).
MS : 335 M+1)*

B.2-X A A 4-(4-2 A E-KA)6-A 25 KRB EARZ SR
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A100E £ Q99 £ F)4-4-£ & & -K £)-6-%8 2% £ & 4 -1H-
of ek ok 2-BLER £ 22 HTHF ¥ 2 im0 i 4w 35.5 8% 4 (299 #%
¥ H)RALF HTOM A (448 £ F)DIEA - # T8 F #4418 s
B AR T REKRKERRERSGY - AABEABR K
M AEAMEBEEEXBMMMI B RACK /BB B2 1
¥ & E g E -
I H NMR (300 MHz, CDCl;) : 7.88 (d, 1H), 7.72 (d, 2H), 7.53-7.48 (m, 4H),
740 (d, 2H), 7.32-7.19 (m, 3H), 4.71 (d, 2H), 4.56 (5, 2H), 3.02 (& & %, 1H), @
2.58 (t, 1H), 1.33 (d, 6H).
THEH G BFEIAMRLATH A E R
EH 178 4-4-B AL - X E) 22 B L H L 65 2% £ § £ %
o ok
~ N\YT
. N
(
®
I H NMR (300 MHz, CDCl;): 7.83 (dm, 1H), 7.73 (d, 2H), 7.57-7.51 (m, 2H),
7.39 (d, 2H), 4.70 (d, 2H), 4.13 (£ & %, 1H), 3.01 (£ & &, 1H), 2.57 (4,
1H), 1.50 (d, 6H), 1.32 (d, 6H).

TH179: 222 TEAAAA4GRE2RHE-XE)6-A -2 A A4 -4

% ok
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| H NMR (300 MHz, CDCl,) © 7.84 (dd, 1H), 7.75 (d, 2H), 7.51 (dd, 1H), 7.49
(s, 1H), 7.40 (d, 2H), 4.72 (d, 2H), 3.22 (d, 2H), 3.03 ( + & % , 1H), 2.58 (4,
LH), 2.08 ( A & % , 1H), 1.34 (d, 6H), 1.10 (d, 6H).

bt X R AEAZAERAER > fl NIRRT > 3] & w0 &
Bl ZHAHBRRNEL L THELZIHEMAEN X FEF
BT H ETHhLELBEA flie AHEEWIEXR
REZxrBRAERZIFZ X -

AL BE B BR OB R AR AR R ‘
éﬂiﬂkﬁ?%%%%%%%%&@i%ﬁ%ﬁ’ﬁ
ML o dh B R R M P A A R MR A E A A A B PoaR
%iﬂﬁ%iﬁawﬁﬁ$@%¢’%%ﬂ&mﬁﬁﬁﬁ
% Z A e

K BEEUART  EAEKRIES - RE - HE2EY
A CHIALBE (74Mbg/ £ 9) > £ R 4 hik 238 % & FA2 #2400
B oo A2 k15 0 4% W BB VA @ 7 M X Hepes-4 #7 8 5 & (mHBS :
130 mM NaCl, 5.4 mM KCl, 0.5 mM CaCl, , 0.9 mM MgSO,, 10 mM % % 4, ®
20 mM HEPES, pH 7.4) i% # — /& » 3 4 37°C F » # 20mMLiCl %
£ F » AmHBS3: % » VATABT AL BE B A BR B T M o £ A55mM
5 4 @ PcaRZ #3048 FmFRibeddh  EEHBEHFHBE
N BERIIMMAk S TR ERDE  ERABET X
BB A RBEEETHR MEIAHBAINEHEE -
Mase R ad s iR

M AEHMAPARBAEAZ —HERFTE G ORETHR
S H s 2 RSB R H o A ANHEPaARE T B F X

89873 - 180 -



1333952

CCL39 % # # %o fy 4 40,000 18 % & / # T - # 4 £ 96- # M &
WF o EEE24EF o REHBREER  EAXSF 2 uMfluo-
3 AM (4 F 4§ @] 49 , Leiden, Netherlands) = #7 32 % & & #& - £ #] 47
THRY BampA3TCRSBCO, T4l oFe 3% A mHBS
B HER KR EAI0MIA 4 A FHF RS HImHBS & £ HE
o AFTRBTHEHEEEEISHE - BUKBERNETESZ
M B RBEBELABRERZFRE(S> FE E, Sumyvale,
CA,USA) ¥+ - # 6 2 & 048 25K E EMHE(F 4 4 £ 488 5 &
k) ARk  RE AH(RAE2S oM M Kk = e > &
WHREARYE  BE3ISEHME -

thA LKA FEETN  AEAEHN AR EAAIICG KRS
SO UM THEEHIOIMEA KK EE AN -

B# > CRFZELINR  BREAFTRFITREFTCTHAL

EMp R EZEMNERE THEREIBAEAAF S AN
#HHER B €REPTHHE L LS4 @ £ 4o X5 P R
 TRAARB R G HFTRER » L5 M w6555 R%

BAME  XREFAETHBFTIEFAIH RN HESE EE
& TR E &

A At —F F & AEHAGOE - A RELEFTHE
EH X FE EGEE I SHBREBARSE LT
AEBITZTETEHAZINAASELZGEMBAZLY L F
BHTERELEHEZIRERETAXREIREALR -
AXE—F 7@ AEARLE —HBEAaSY  HEA
AR R EFBTHER  HAEE M FHHEBRREEBEA M
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B RXREFAFRFTFZIEBRE AN GBS E ZR S Y
z

L MBS P T EY A

B BFAEAEHNEAABTREGERAA T HEHK
AR E NI ERBREBANR  REFHAETRTF
TR ARG RSBSEEZREMBPEY Flo&RLgRIF
THRRE (P F B EH  BEE  -IIFH BEFR
B E EHE R EFEGATER) ‘%%’@%;ﬂ%.
BREBEETVAERAF B EHABEBHERKRE > FHRIALE & F
BEAHREAXTARHS RRFT MG XA AFHAE > &
Ak & 8 F AR BR M ARk 1R o
THRAGRERIE-—FTRERBFEARBRE > CEGEHE - F
B~ BEXEG - ARBE AR RZINEE@BEG T
BlhhoH Bt HALALBEY  BH WEEMHERRE
BuMEasRKER  FTTHRARAEAELEEKE W &
2E  MATE -#E- L5 -ZlAz mensnx @
BITARE  PEBEERNFEE  HATERE  HANER
EHEEMBBREE SHLHECRB .  FR BRILERE
B EERERNER RAKAE Pl EaBAES
ool ABERLE
ABEPAEHNBHNBEBTRAAEAGTXR SR ERERZIFTHTAR
ﬁo

HpEA L Migm T BT 8 RAFHFEH00EH
00 £ 2 B MW 45003230 44012108 8%
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KERALSY -  ABEAEHT - RELERRALES AWM

EHTAAGREBARIRNELETHERIBREHN ALK
BT UEAFXAEH EBETaEaBibten
Ko ABRATRE-—REEAEGY  HLaos ik
BB AREIESLETHELTENS A BAH -
THELIHEHIEE - B EHTAEA

% 2

B oo
A8 Bl &

T 4

-

o
N
luo
iy %

3

B
=
4
h‘

X EE AEPZIEBTELMETAERLHZE ok
EEBEFX O P ETEHERRBEFRIBR  AERE
FE o sz FlEZABXRBEHX RELRE

EARAEY K -
REAK ABEAGE— SRR
AEALEMNALEL L THREZE  HABERA

— AT E2LAEIAREFTELRGELXRARERRK

B aE AT EOREHERERTFTAHAREZAE R LA

RELELEETHZ
OARRZEHIALEL L THZ LB HHREAALHE
A Pl e AN LD FiEF -
REAFHZE—FLETES > AERALRTRHRRAARE
A sz MmmRER PR ERARAARMNAZ
Bk PlwAEBTREREAET  HAXATHEE KA
P M afSERL AN RAAEY s & FARA
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5] 4o B & % % (raloxifene) ~ 42 & & % (lasofoxifene) ~ TSE-424 -

FC1271 ~ 4% 3 &R (Tibolone)(Livial®) ~ 4 4 # D &% # #8444 » 3% PTH

- PTH K #& % PTH #7 & 4 » 4| 42 PTH (1-84) ~ PTH (1-34) ~ PTH

(1-36) ~ PTH (1-38) ~ PTH (1-31)NH, & PTS 893 -
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BrEk HRATAHBRBARGRE RRAFZFFAL @
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B AXBERARE

A compound of formula I

R3
: rll‘ Y
LT
8 /N3
ri” 5 ¢ I

R2

wherein R1, R2, R3 and Y are as defined herein, ]

or a pharmaceutically-acceptable and —cleavable ester, or acid addition salt

thereof,
useful for promoting the release of parathyroid hormone, e.g. for preventing or
treating bone conditions which are associated with increased calcium depletion or
resorption or in which stimulation of bone formation and calcium fixation in the bone

is desirable.
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# 092136414 RG] 7 % £ T
TXRAZTHIKRROIFTA) /{é(,w/] }) )05 /*]

¥ 25 175-177C .
'H NMR (300 MHz, CDCl;) © 7.74 (d, 2H), 7.50 (d, 1H), 7.37 (d, 2H), 7.32
(t,2H), 7.07 (& /& d, 1H), 6.89 ( & & d, 1H), 5.42 ( & & s, 2H), 4.65 (d, 2H),

3.85(s,3H),3.01 (£ & & ,1H),2.55 (& & t, 1H), 1.31 (d, 6H).

iE.
7

MS : 533,535 (M+1)*

BB 75 1-(4-i8 -5F K )4-4-E B A -F R )-6-8 5 K & K -1H-of o4
ok -2-8F)
ey
N (0]
/\O O /N

¥ 2 122-123°C .

'H NMR (300 MHz, CDCl;) : 7.74 (d, 2H), 7.50 (d, 1H), 7.45 (d, 2H), 7.38
(d, 2H), 7.32 (dd, 1H), 7.16-7.22 (m, 3H), 5.49 ( & /& s, 2H), 4.64 (d, 2H),
3.02(+ & &, 1H),2.55 (& /& t, 1H), 1.32 (d, 6H).

MS : 487,489 (M+1)*

BB 76 1-0-1%-F K )4-@4-E A K-KXK)6-- /K A K -1H-f o

—

N o]
/\o/N

9

" -2-ER)
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