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R AT #&AT -
RHFEXNXVLEHAEEXXVIDIL &4 R B > Bl %4
AXVIDIL e FAREINEER L7 X288 RK B (F
- ERADBINER XL F B MR ) A H K E B 2w
FwEkEF 0 ABE A WOCESOCZHEE N » 45 £ 60
CETCT REH2E3IIH - R#E > RLHRAREIILLY
BAXV)IL& R > A #E g (F e 8 A4 R E B = -
F)R e MR (Pl = R[LIVZ (=K EBE)= R X =% 414
M=—RFrmwhM)FET B ERSCTEZINCZHERN
R RAGOCETOCZBAT » BFH2FE24 ) -
AFiEEF BAXVIDZHEILEAHZIRE > THAER
EERBEF  Z2NN-—FEAFP@mik AAEILED &%=
KEYe B ET  ASET  #laHT0CTiEHF - i XX
CeHhZHEmARRBE  TEBRMERBRESES T EAT > #
AR Y AR TEREAEZIEHNT O AZTART
%] 4w £ #5 100C F -
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HHFEOF > AXVIDZH LA R BE > T g HEM
AMBETHMA T FC@OMBEZIREET - BB AILREA
T AT T AT
gh'ﬁﬁvﬁﬁ%£ﬁ¢’%%;%?%’ﬁﬂm@
Lok B st B 4y » A EHEHF > BEold - A BB EK
- BRBEATHRTEERAZRBFETEIT  Bofl £
MEALE - Z T EERE R R MR AR P
B TR CLER_ATR BHBIE R MBS -
AR E > Fik@E @ @&AOTAAE# &4 A £
BzrREIHESIBAZIAEAODILES L ETAITX

Bl RO R A BFARAL T R

é‘ﬁ‘ X2

® 3
K (X) ~ (XD ~ (XID) ~ (XID) ~ (XIV) ~ (XV) ~ (XVI) ~ (XVID) ~ (XVIII)
EXX) bt bam T THRITF  XBKREas T
AR

ADLES THERAREER  HELRLEADILEH -
Blde > AMLeH > RFPREFTERTF > THBIL KR
22X sdY RAFPREFCCr A A F X 2ok A
Grignard 28 &l (] 4w AL F A S)R B A B A £ T > & o [1,3-
REFEBE)AR]IZARKIA) » A 2w & vkl 2 5 H
& 4T

RALBE X RABRYRE > ARERAZFETF 0 &AL HA
RF RGN EETRE B A RBEL > TEL

ok EAKE B XOLE 28 H > ALRA®R

BT  THEAEAWMANELKR - RS EHRHEL -
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TRAEIRER IR GE GHAD"FRILE P2 F#
A", & JWF. McOmie % # , Plenum # fg 7 (1973) » #1" & #% & &
z R #EKX", F 2, T.W. Greene #2 P.G.M. Wuts, Wiley-Interscience (1991)
& o

FEXDLEHRPALIHEIRIHB A G E  BRAKY R
AR BRBEADOLED I ALTREALZERY > &
HZReH  CENERY ZLERAYERLRSYTH K
AERAZ—F & o

AERALEH R LEAANG  BLEAEZLZEN - Ai
Al sreBE  AAGRRABRMSE X - FHH L -
TR WM AR X - A% B MEE K (COPD) ~ £ i
ZTEHEERME S R MK SRBEEETRX - AMRBRER -
ABERAE - HAHBHEERBX - HRBEBARL - BHhepz i
RERYE -NErwweahRr BER MEEHEERKEKR
TR RHRRE NG RBEMECEER - FA
WEkBK  -BHR S BR - AMHAERMEAR - FHELRL
CEHMmeRE  REXEREAWNBEHEAE > ARG

Atfifrbg ghRrRm FEBRRX LERX - FIRRX
“Sjogrens IR A-ABRERRX - FRABREIEX - A& X
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AR EFAEER C EEMLAEBE L - B JE ¥ P
XA WEBER -

A AEHGRBE-—HeTXLE2X2Dbad i
RRELTTHZIZBREHAGY  BRERADLE L -

A —FTE - AEFAGRELTXZELEX DA RE
ER L TR ILBREAB S AERN LB BEHE S
RAGFHRAET G "R " —FATAHE"FAH" Bk
AMRZIHFRHET - "SGhO"BH" LR L"RHiFERELR
oo

AERAE S RBE-—BEREAHTHZIFT E(H 2 &R
@ﬁ%%ﬁ‘%%%ﬁ‘ﬂﬁﬁ%ﬁﬁ\%%%@&mﬁ
FERBIERL) ROEHRBERTHBLAXETZ oW
XEEZADLA DR A EL ETHZZ B REH M -
ABERATRE L AMERE KRB (H 4 &% % COPD) 2
FTiE O AOEHRBERETABRLILAXREBEZI T XZ L2 X
oW A A EL ETHEZZBREREY -
HLriltBAEmET  AEFTZIHEEAGHEEIMAERNZ
ftoth - BEBRX - EBZLEBAMBETIRE @K $ o
ADbeth / 8/ EZHEEH(FRERN)IARAET  TA
000l 2 / A2 2302 %/ 2Fx&HEB R -
ADLeYRALER L TRHZZBEBREHS D TE G & A
BB FHREANBREALS I HBABLE R XDiLoy /B
/BB (ERERD)GHEMEES LTS AR - H 2
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BRBH - RBEEEA DT b BE M OHHKIEHLESO005
E9wWH(EZ @) ZHEBOI0ETOWS 2 E M AL @ A
1 £9995w9% » 2 4 530% 99.90w9% < 3 £ b 9T 3 % 2 4 #| -
HERHIARE  MMAEEZAEIRH AR AASY L L L -
Bt REHATRB/ - RBEEDLH Hoshimx i 4
ZADME M R EERZ LT RSB R EH W 2
BE L THSZER - HEH KA

ABRRE - S RE-BUBABAELE o2 F ik
CHEBTXREAZIAOLE YR L EL LT 228
BE et BREZEYTREZIZIER HEHRXEH RS -
ABRRAIBRA GO TAAFRFT X (A HWHEKR /XA
B RHRBEIRE 2R -BER - LAARAERBRR
EHEAIBA RAEZAKFTX bl B o RZLE Z4H
B ECBE BARAIRBEEBR O REELBEE
REABFRBX P ABEETHRE IARHIHBRAE
R R EH K

[ %45 K]

RESFTHRAAETH & — 5 HEREH -

£ #l1
2-(1-& SR f K& )-N-(4-F & ok ok -5-K )T 88 B

Vs

o

.

A%

N

[l
§F
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RlI- 2K ABREB3ZTAL)AD A TRASEF )R = F
& F aE k(S0 % At ) F

FEEASHA)  c RRAATHFI02 4% B RESEER
HRETR O EARLATHRF2NE - EAZTFTAERER &
TaRAEGY  BHEAFTRSEH)AE > REEHERE -
THULEABRBE R -BBEYEA KT RA0EH)F > i
TR ESKEE-AFTEAERAOZE 2)E KT R GCEH)
FXAERRERRN AR/ RBEET BREDAREATHHE
1054 - RELHEAREB TR - B I B8 HFM= T @20
MI) REREY  HEFELrEER HLERARLAT
MHEBR > RBEAA BB EMKERCOEH)EFT 2R E
oK P BE-—FARER AR BRAEEER
KK BELAE mAEXTELERY  BLAZH L&
b AR Fl P25 F8 - BKERERTERKE  $
RHRKEIRBENSAE  KREABRAYE L3 A%eE
ik -  HMHULEMBE  LLBERFS6CT LZHAILEY -
'H NMR (400 MHz, DMSO-dq) & 9.78 (s, 1H); 8.72 (d, ] = 4.4 Hz, 1H); 7.94

c BIERAHWEOC EREHMEI

(dd,J=8.5,1.0 Hz, 1H) ; 7.72 (1, J=7.8 Hz, 1H) ; 7.38(d,J=7.2 Hz, 1H) ;
7.32(d, =49 Hz, 1H) ; 2.80 (s, 3H) ; 2.14(s,2H); 1.97 (s, 3H) ; 1.67 (q,
J=123Hz, 6H); 1.72 (s, 6H).

MS : APCI(+ve) 335 (M+1).

K #l2

2-(1-& A J. & )-N-2-8 K & vk -5-K )T 8k A%
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Iz

Cl

R TFTRCEF)F 28 A5G4 ZT £)2 12K M
EFHERTAITAHARZEFAERZ AL 248K £ T8k (330 %
A)VE R FHRQRQEA)FZEZN - BREAIF @242

AT RE - BAE AR ML HF22%F 5B -

"H NMR (400 MHz, DMSO-dg) & 9.97 (s, 1H); 8.52(d,J=9.1 Hz, 1H); 7.86
-7.74 (m, 3H); 7.66 (d, J = 9.0 Hz, 1H); 2.24 (s, 2H); 1.96 (s, 3H); 1.70 (s, 6H)
; 1.65 (q, J = 12.9 Hz, 6H).

MS : APCI(+ve) 355/357 (M+1).

K #H3

2-(1-4& $A It 2 )-N-(6-F % vk ok -5-K )T 88 Bk

A 6-F K ok obk 5B (0120 £) ~ R AL -4 Ak £ T 8 (0220 %)
BZLEOBZEHF)ERKTRQREHF)F - R
TIREF-REBRRE EHFEZEBEILEGY &4 & E 0071 4) -
'H NMR (400 MHz, CDCL;) 6 9.01 (1H, s) ; 8.84 (1H, dd) ; 8.27 (1H, dt) ;

793 (1H,d): 7.60 (1H,d): 7.41 (1H,dd); 2.45(3H,s); 2.32 (2H,s); 2.02
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(3H, m) ; 1.84 (6H, m); 1.75 (6H, m).

MS : APCI(+ve) 335 (M+1)

Y& ®E 1 204-295C

K #l 4

2-(1-2 8 b 2 )-N-2-8 % -6-F Kok ok -5-% )T 8k B

Iz
pzd

Cl

M 2-RIK-6-F Kok olk 5B BER B (0450 £) ~ Rib1-2 4%
RO A)R=ZCIHR(IEHF)E KT HRQOEH )P » #
WERIFHFIREF-—ZRE  RERBALLS Y 2 e
El 82 (0.60 %, ) -

MS : APCI(+ve) 369 (M+1)
K #5
2-(1-& 87 b & )-N-(6-%& % vk ok -5-K )T B B

Cl
O

Iz

B_Rf TR AELIL-L248%E LT 8012 4)F £ 6-8
& vB vk -5-8% (0.089 %) fL R AL sn (i P 2 609% o % & 0 0.076
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AVE_TFTREFHBEQEH) T EHBHBEIRN - BROY
AEBRTHHE2UNE BABAGCEH)Y » & % AR
CEG20ZEH)F - AEMZERMNE KRB LR KB
BB mARAALSY > &G & ER0039%) -

'H NMR (400 MHz, DMSO-dg) 6 9.98 (1H, s); 9.6 (1H, dd) ; 8.31 (1H, ddd)
; 8.05(1H,d); 7.93 (1H,d); 7.70 (1H,dd) ; 2.32(2H,s): 2.04 3H, m) ;
1.84-1.59 (12H, m).

MS @ APCI(+ve) 355/357 (M+1)

b B © 219-220°C

X #l6

2-1-& A bt B )-N-{2-[G-2 A B )i X 2k -5-2 } 2 & B

|
N N//“\\///\\()H

Iz

K]

AEHETY > K212 MK A)N-2-R ko -5-£ 1 mE(E
252 ) 3-MAR-1-B5@47 % %) EL-TF X -2-w & ok & 87 Q2
EM)FPIBER  ABRBRFQETL)RE  EHAHAZIE
FR A EINC BB o REBEALFTTARERH
EHEBRBEWA _RFTRA0OZBH)EKA0E )2 B 4% 5
RREE - HARBE-FA_RKFPRrA0EH)FE R - £ 854
ZHMMAMABRAS B )b > ARBE AR KB - KRB
BAE % Gt T2 A8 E R M &It Xterra, 2 B / & & TN

e
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THTEF 01 KRER) @ 5% x B B

' H NMR (400 MHz, DMSO-dg) 6 9.60 (s, 1H); 7.95 (d, J = 9.2 Hz, 1H); 7.40
(t,J=7.9Hz, 1H): 7.28 (d,] = 7.4 Hz, 2H); 7.02 (s, 1H); 6.76 (d,J = 9.2 Hz,
1H); 4.68 (s, 1H): 3.50 (t,J = 5.8 Hz, 2H); 3.43(q,J = 6.3 Hz, 2H); 2.17 (s,
2H) ; 1.96 (s, 3H) ; 1.76-1.60 (m, 14H).

MS : APCI(+ve) 394/395 (M+1).

y

2-(1-4 48 b 3 )-N-2-{[QR)-2-# & & |8k & }o& ok 5-K )T ®& Bk

O

Iz

M 2-(1-2 4t K )N-2-58 2 h-S5S- R} @BE(EAH2IE L)
LT A2 G EBRAQCES)FTIEKR > HBEHOF AT A
Wz A2 B 0 QR & BUAIZ A )R By E LR
o HERI9F % B B
I'H NMR (400 MHz, DMSO-dg) & 9.59 (s, 1H); 7.94 (d, J =9.2 Hz, 1H); 7.38
(t,J=79Hz 1H); 7.27(d,J=79Hz, 2H); 6.99 (t,J=5.4Hz, 1H); 6.82
(d,J=9.2Hz, 1H); 4.98(s, 1H); 3.84(q,J=5.7Hz, 1H) ; 3.41-3.27 (m,
2H); 2.16 (s, 2H); 1.94 (s, 3H); 1.67-1.59 (m, 12H); 1.10 (d, J = 6.4 Hz, 3H).
MS : APCI(+ve) 394/395 (M+1).

K 8
2-(1-2 48 ke & )-N-Q2-{[(2S)-2-2 A & s & & ok -5-K )T & B
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N
|

X N/YOH
H
H2-(1-2 Mk A)N-L2-8 2ok S- R @ E(E 2052 %)
A1-FE 20 gt R EBAQEH)FPZEE > BBEHOF T
HZAREE > AQS-1-BEAR2BUATZT A )HBEBYQE L)E

®2omfFl2E R EH -
I H NMR (400 MHz, DMSO-d¢) & 9.59 (s, 1H); 7.94 (d, J = 9.2 Hz, 1H); 7.38

Iz

(t,J=7.9 Hz, 1H): 7.27 (d,J=7.9 Hz, 2H); 6.99 (t, ] = 5.4 Hz, 1H); 6.82 (d,
J=92Hz, 1H): 4.98(s, 1H); 3.84(q,J=5.7Hz, 1H) ; 3.41-3.27 (m, 2H) ;
2.16 (s, 2H) ; 1.94 (s, 3H) ; 1.67-1.59 (m, 12H) ; 1.10 (d, J = 6.4 Hz, 3H).
MS : APCI(+ve) 394/395 (M+1).

T H9

2-(1-2 8 5 A )-N-2-[C-B T B X 2K -5-K)1C & B

Iz
Z

N OH
H/\/

# 2-(1-4 48 bt 55 )-N-{2-8 =& K -5-% } T 8 iz (B %] 2)(75

o

)
AP E20 8% BAQEH)TPZHEKR B EXEHO6T
R 2 A2 F 0 ACLEKRGSEA)RBBRFQIE L)E -
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#iF15E x B R e

'H NMR (400 MHz, DMSO-dq) & 9.60 (s, 1H); 7.95 (d, J = 9.2 Hz, 1H); 7.40
(dd,7=9.0,8.5 Hz, 1H) ; 7.29 (d,J=8.5Hz, 2H) ; 7.03 (t, ] =5.4 Hz, IH) ;
6.80 (d,J=9.2 Hz, 1H) ; 3.59 (t, J=5.9 Hz, 2H) ; 3.47 (q,J=5.6 Hz, 2H) ;
2.17(s,2H) ; 1.96 (s, 3H) ; 1.72-1.57 (m, 12H).

MS : APCI(+ve) 380 (M+1).

K #1110

N-(1-2 8 bt & )-N-Q2-{[3-4-F &£ ~ &b -1-£)® & 1B & }ok o -
5-%)T sk B

20
!

W 2-(1-2 Ak X )N-{2-8 "2 h S5- A e mBE(TH2T5E 1)
E1-F R 2w @S EFQCEF)FTIER > BT HOT AT H
W2 A2/ 0 VA3-4-F A< &b -1-K )R B (99 £ o) L AR B 47
Mz E)ERE > mHAFESETLEH -

I'H NMR (400 MHz, DMSO-dg) & 9.59 (s, 1H); 7.94 (d, J = 9.0 Hz, 1H); 7.39
(t, J=7.8 Hz, 1H); 7.29 (d,J =4.4 Hz, 1H); 7.27 (d,J=3.6 Hz, 1H); 7.00 (t,
J=54Hz, 1H); 6.75(d,7=9.2Hz, 1H); 3.39(q,J=6.4Hz 2H); 3.17(d,
J=44Hz, 2H); 237 (t,J=7.0 Hz, 8H); 2.17 (s, 2H); 2.16 (s, 3H); 1.96 (s,
3H); 1.74(q,J=7.2 Hz, 2H) ; 1.71-1.57 (m, 12H).

MS @ APCI(+ve) 476/477 (M+1).
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£ 4 11
2-(1-& 8 ke £ )-N-2-{[29)-23-—# X A A1 X pE ok -5-% )T & B

)

N H/K\OH

H#2-(1-2 4k A )N-{2-8 2ok S5-X T @BE(TEHADS5E £)
1P A2 EmSERQLEF)FZIER > HBEHOT AT M
Wz AR o ARSI AR IR-12-—8 G572 £ )i 5 K429 =
A)RE > EFITE LER
I'H NMR (400 MHz, DMSO-d¢) & 9.64 (s, 1H); 7.98 (d, J = 9.2 Hz, 1H); 7.43
(t,J=7.9Hz, 1H); 7.29(q,J=7.2Hz, 2H); 6.86 (d,J=9.2 Hz, I1H) ; 3.67
(£ &% ,J=55Hz 1H); 3.54(dt,J=13.3,5.3 Hz, 1H); 3.44-3.26 (m, SH)
; 2.18 (s, 2H) 5 1.96 (s, 3H) ; 1.73-1.57 (m, 12H).
MS : APCI(+ve) 410 (M+1).
K #l12
2-(1-& 8 b £ )-N-2-[G-& & X )k £ 1-6-F Xoe ok -5-K 1T & &

Iz
Z

N
ll_\l,{/\/\OH

H#H2-(1-2 ke & )N-Q-R KA -6-F Kok -5- K )T mEE(F # 4
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(1002 L) AL-F A 2-w &R BAQLEH)FZRR > EE
Bl 6F BT ML 2 A2 B 0 & 1R & -% -3-8% (398 £ &) # A BR 47 (250
ZER)VRE > mF40E BB -

I'H NMR (400 MHz, DMSO-dg) & 9.44 (1H,s) ; 7.74 (1H, d) 5 7.33 (2H, s) ;
6.92 (1H, brs) ; 6.74 (1H,d) ; 4.68 (1H, brs) ; 3.49 2H,t); 3.42(2H, q);
222 (3H,s); 2.18 2H,s); 1.97 3H,m); 1.75-1.67 (12H, m) ; 1.57-1.66
(2H, m).

MS : APCI(+ve) 408 (M+1)

#x gk 1 168-174°C

X #13

2-(1-4& 8 e & )-N-{2-[2-52 T E B £ 1-6-F Kok vk -5-K } T &k Bk

Ir=z

N OH
u/\/

B 2-(1-4 4R 45 5 )-N-Q-% & -6-F &L oE ok -5-K )T & 2 (200 & %)
A1-F X2-m AR BQGEIH)FIER > &BEHOT AT
HZAE/E A2BECEOEH)R=ZCHEO04TH)E =
% % AMHPLC # 4t » A F B F 2 0.1IM = R B BE KR B R K B 14
» EIF0E K EBE c A= ABEER B E g o

'H NMR (400 MHz, DMSO-dg # 90°C F ) & 9.46 (1H,s) ; 8.08 (1H, d) ;
7.59-7.69 (2H, m) ; 7.15 (1H, d) ; 3.76-3.68 (2H, m) ; 3.66-3.58 (2H, m)

2.80 (3H,s); 223 (2H,s); 1.98 3H, m); 1.75-1.55 (12H, m).
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MS : APCI(+ve) 394 (M+1)

k2 ¢ 103-107°C

K ] 14
2-(1-2 A 5 A )-N-2-[2-(= F B £)T B 1(F £)Be £ 1-6-F & vk okt
S5-% 1T & B
0
g

W 2-(1-2 ke R )N-QR X -6-F bk 5-X )T s (F # 4
(150 £ )A1-FPEA 2w awmBBA@AETH) P25k BRE

# 6% B ML = 42 4 > ANNN-=Z F X T & = (022 7)
MR BAO03L)RE  mAERRELEM > FHE85RBREM

B # % (hple) &6 1t > A T EE F 2 0.1M = £ B BR K K R X B A
A Z RUBEER B ¥ B o

'H NMR (400 MHz, DMSO-d¢) 6 9.25 (1H,s) ; 8.0 (1H, d) ; 7.44 2H,m) ;
7.10 (1H, d); 4.00 (2H, t); 3.38 (2H, t); 3.16 (3H, s); 2.93 (6H, s); 2.83 (2H,
s); 227 (3H,s); 1.99-1.90 (3H, m) ; 1.80-1.60 (12H, m).

MS : APCI(+ve) 435 (M+1)

b5 B 1 193-195°C

K #15

2-1-& % B )N-2- (B ECE X e RS-E)1T & &
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O
N N
H I
H
¥ 2-(1-4 EIN{Q2-f 2k S5- X} iR (X #2012 %)

EL_BEQEH)RRBRIGEL)TZIHER > HARLAT M
REER O BBL2IE - BFERAALETRESG  THEAEYGY
ARE A TR ZIHAET>RREE - R RERE—-F A=
RFTRER  EREHIABRDETABKREK > ARBE
MAKHE  BRE > RRERILGEREY - ERHREBEEY R
ARV EZIZRKRFRT £F ik BIHNERARBBRERAL
ik RE R mTI > EEB AR KESSIE o 44 B &K -
TAEEYRBYTRE MBS LEZALEY -
'H NMR (300 MHz, DMSO-dg) 6 9.59 (s, 1H) 5 7.95 (d,J=9.2 Hz, 1H) ;

o

7.40 (dd, J=8.3,7.3 Hz, 1H) ; 7.29 (dd,J=7.1,52 Hz, 2H) ; 6.99 (t,J=5.3
Hz, 1H) ; 6.77 (d,1=9.2Hz, 1H) ; 3.39(q,J=5.9 Hz, 2H) ; 2.76 (t,J = 6.3
Hz, 2H) ; 2.17 (s, 2H) ; 1.96 (s, 3H) ; 1.74-1.55 (m, 12H).

MS : APCI(+ve) 379/380 (M+1).

X 16
2-1-28R B )N-2- G- E R E )V A2k S-R )08 =&
KRB

O

g
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M 2-(1-2 88 b2 3K )-N-{2-8 -2k -5S- R ) @I (T #1275 % %)
LT A2 & SEBHQEIH)F ZER > A FIEK-1,3-= & 47
EA)VERBRF QT L)AE  EARA T 2EHE ¥
M Z140C BEIIE - B AFAWERBRAY Y > 5
B RZIBEIRA_KRTRCOEH)ER - K hBETrBE
CERAAKMEZIBERATEGCOZ)F AR RAEHBRE -
RERAELETRE HREXECEE - BB AR
Fik G BE O HEBRELRE EARELEBEHAF > ASOCT &%
» HR30E LB

'HNMR (400 MHz, DMSO-dq) & 9.62 (s, 1H); 7.96 (d, J = 9.2 Hz, 1H); 7.40

e

(t,]=7.8 Hz, 1H) ; 7.30(dd,J=11.7,10.5 Hz, 2H) ; 7.22 (s, 1H) ; 6.77 (d,
J=92Hz, 1H): 3.45(t,J=6.5Hz,2H) ; 2.76 (t, J= 7.0 Hz, 2H) ; 2.17 (s,
2H); 1.96(s,3H); 1.79( & & % ,]=63Hz, 2H); 1.72-1.58 (m, 12H).
MS : APCI(+ve) 393/394 (M+1).

K 17
2-(1-& 6 e B )-N-2-(2-[Q-B ) X |T X X )t -5-£ |2
) N ]
0
N N
H U H
”/\/N\/\OH

H#2-(1-2 44 K )-N-{2-& =& ok -5- K } 2 & B (B #) 2)400 & %)
E1-FA2wamREBAQGE ) & EA(562 £ ) & 2-[2-&

e
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A AT B G00# ) F 2 sk £ 130C 0 B & 24 BF o
RBHMAWEZER > REABERCE (02 )8 K(0%
)BT RREE - ki —F ABEER 8 (0E ) 3%
o EHEHZARBERAKQEIF) > REXBEKRQE )
M ABRBREMM RER  EAE mFRKEH o E R
KRG ER_RTFTHRUOEH)Y > Fw s #h — (% =
KBGO ZE £) EMERAALATHRF2ZIE - B REDY
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'H NMR (400 MHz, DMSO-dg) & 9.80 (s, 1H); 8.37 (d, J = 9.5 Hz, 1H); 8.01
(d,J=7.9Hz, 1H) ; 7.66 (t,J=8.1Hz, 1H); 7.58 (d,J=7.5Hz, 1H); 7.21
(d,J=9.5Hz, 1H) ; 4.09 (t, J=6.2Hz, 2H) ; 3.74 (t,J=5.4Hz, 2H) ; 3.33
(t,J=6.2Hz, 2H); 3.11 (t, J=5.4 Hz, 2H); 2.24 (s, 2H); 1.96 (s, 3H): 1.71
(s, 6H) ; 1.67 (g, J = 12.6 Hz, 6H).

MS : APCI(+ve) 423 (M+1).
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'H NMR (300 MHz, DMSO-dg) & 10.17 (s, 1H) ; 8.55-8.18 (m, 4H) ; 7.74

Ir=z

(t,J=8.1 Hz, 3H); 7.64 (d,J=7.7 Hz, 2H); 4.19 (s, 2H); 3.98 (s, 2H); 3.73
(s,2H) ;5 3.20 (s, 2H) ; 2.25(s,2H) : 1.96 (s, 3H) ; 1.77-1.53 (m, 12H).
MS : APCI(+ve) 423/424 (M+1).
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T #1158
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H2-(1-2 48 de B )-N-{2-[(2-f & T £ )P & Tk ok -5-% Y T 8 A (
EHISR0E A)AEI-F A2 AN LBACEF )R FTEGS

)P 2B FR  ABLAHE _RFTREETL)EE - KRS

i

(e

MARRT|RHFESTE  REPFI4FEER > EHILERE

AATHBEHEIO>E - AmAAXAMEILMOGIET L) EHK
W EHF2IEF - B REMDAKRKBE _ KT REF>RERE -
HARERE - F AN _EFTHRER > EH S A BB

KM ABRBEERKLE > BE  LTAE  BHEIEHA
BB ELEERENH AL R _ATFTHRPIPZIFTE EOXT
B E30% 0 REALATFTEFTZIINA > #A30%F » £ =
Flhe F - B EABREABIRENGEGH > REZ LB > $14&
X G MR AR Y E FFHRF R_AEBEEFIIMER
RE - EHEFIRBEARZDEZBAETEY  EHSCXE
HEFR BHEEATE > ZFATFTEFZIO0NRFR -
BEARBEBZ R REE  miF20T il e B -
"H NMR (399.978 MHz, CDCl;) 6 9.73 (s, 1H) ; 9.51 (s, IH) ; 9.35 (s, 1H)
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; 7.72(d, J=17.6 Hz, 2H): 7.05 (d, ] = 6.9 Hz, 2H); 6.68 (s, 1H); 3.81 (s, 2H)
; 3.35(t, ] = 4.4 Hz, 4H); 3.17 (s, 2H); 2.91 (s, 4H); 2.70 (s, 1H); 1.65 (s, 2H)
; 1.39 (s, 3H) ; 1.19-1.01 (m, 12H).

MS : APCI(+ve) 467/468 (M+1).

% 4] 159

2-(1-4 8 bt 35 )-N-vk ol -5-K T 8k &

Iz

ERBREVITHAZARBES  RI-2AKRABRQCA)A
SR RGCOBF)RE T A FTEBAEGOKIT)F > B A FE R
012 H)I)RE > X2 FTHHETLEHD KT G0 )
PS5 AERASE)RE EHRERAMWU=ZCTEGE
YR > £ IF238 % k% & B g o
I'H NMR (400 MHz, DMSO-dg) 6 9.89 (s, IH) ; 8.91 (dd, J = 4.1,1.5 Hz, 1H)
; 8.47(dq, J=8.6,0.8 Hz, IH); 7.84 (d, ] =82 Hz, 1H); 7.79 (d, ] = 6.4 Hz,
1H); 7.73 (t,J=7.8 Hz, 1H) ; 7.58(dd,J=8.7,4.1 Hz, 1H) ; 2.24 (s, 2H) ;
1.97 (s,3H) ; 1.71 (s, 6H) ; 1.66 (dd, J =26.8, 12.4 Hz, 6H).

MS @ APCI(+ve) 321/322 (M+1).
£ 4] 160
2-(1-%& 4 ke &5 )-N-Z vk ok -5-5 T 8 B
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BEREAIFHEIMBERZE  K1-2 46k k8K 0694 x%)
AR PRO0EF)H _FRAFE@mBEGCOKA)F » HAILLE
AT )RE  BEEFTHHYARALEA KT RGOZE H)
P25 EAEERGCILSA)RE  EHRERESGHAZ T K
10 )R > BdRebitit  £5884% G ¢é&HH -

'H NMR (400 MHz, DMSO-ds) & 9.87 (s, IH); 9.31 (s, 1H); 8.55(d,J=5.9
Hz, 1H); 8.03 (d,J =7.7 Hz, 1H); 7.94 (t,J = 8.5 Hz, 2H); 7.66 (t, ] = 7.8 Hz,
1H) 5 2.26(s,2H) 5 1.96 (s, 3H) 5 1.75-1.57 (m, 12H).

MS : APCI(+ve) 321/322 (M+1).
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DH3-5-[1-2ax Lo @mE)EEPPEHR2-X 1/ & (R2-{[F =
TEACTPREAWEREIARAI-PEACRA)VREATRE =-T &
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AR EAR)2H[F =-TEA (= F X)WmL 18 £ }-1-7 £

KR A FTRE=-TEG28E )R mE0SM- 4 38 # [3.3.1]
EThaewmaukwm(EH)FIRRN > EHRLERAMKED
Mo BEI2ZNE c EREHAHETER > EHEHBBEEOL)
ERQEM)FIER  EHNEHESLT  BRERAMER

3’@\

e th F o Rk o Bom2-(1-2 At £ )N-Q-8 £ o8 ok -5-2 )T &%
Hﬁ'('”—ff' 2)(500 i)/ﬁ- qa ‘f’ﬁmﬂﬁ‘(z %)*Z/ﬁﬁ%\/{fz ’
#EF A% (=X R)—B xR W BIattied)iE &

R2ER) BERMAZINC BE2)H L A%5% %
Mmoo RBABRIEQEZIH)E K20 H)ZMHEI>ZE
2 oo kA E - S ABERIEER > EHAHIAEYY
AR S ARBREMR KR > BRE > RAELTTAH
T RAREMIENBERLEFT  ERAKCSE0EH) RERE
KROOZEI )M > ARBEMRKER > BE > AR - %%
EHATBLEETRBH &L AR FH P PE > £05
T RBE M E2NEH ERSN2E LG EE R -
'H NMR (300 MHz, DMSO-dg) & 9.84 (s, 1H); 8.39 (d, J=8.7 Hz, 1H); 7.78
-7.71 (m, 2H) ; 7.68 (t,J=7.7Hz, 1H) ; 7.47(d,J=8.7 Hz, 1H) ; 3.96-3.79
(m, 1H); 3.61 (dd, J = 10.4, 7.3 Hz, 1H); 3.50 (dd, J =10.0, 5.4 Hz, 1H); 3.15
(s,2H); 2.90 (t,J=7.4Hz 2H); 2.25(,2H); 197 (s,4H); 1.72 (s, 6H) ;
1.67 (dd, J =21.7, 11.9 Hz, 6H) ; 1.46-1.30 (m, 9H); 1.08 (s, 3H): 0.82 (s, 9H)
> 0.00 (s, 6H).
MS : APCI(+ve) 650/651 (M+1).
(i) 2-(1-4 47 5% & )-N-2-G-{[(IR)-2-2 X -1-F R Z A Bc &£} £ )%
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H3-{5-[(1-& %A e 35 T B A e K 2 oK -2-4 1/ & (IR)-2-{[% =
TEETFTFEWREAIAAI-PRCEA)EATRE=-T

CRZEFZEINIA- A HBEFZIMBEERE®E > TARATHE
304542 RBEARABERREELRY - BREWASAT » &
ARV EITFTEY  BEEELAHTEZTE - HFEHERA
BB LERE  AAERRERNRDEL - BBRBERRF
kR B c B ARIEBEALETRAY 0 A40CT E B
M iF20% A2 HEALES Y -

B

oc

'H NMR (400 MHz, DMSO-dg) 6 10.30 (s, 1H) ; 8.91 (d,J = 26.7 Hz, 2H)

; 8.72(s, 1H) ; 8.17-7.83 (m, 4H) ; 3.65(dd, J=11.7,4.0 Hz, 1H) ; 3.51
(dd,J=11.8, 5.4 Hz, 1H) ; 3.36-3.19 (m, 3H) ; 3.04 (t, J = 6.0 Hz, 2H) ; 2.30
(s,2H) 5 2.28-2.19 (m, 2H) 5 1.96 (s, 3H) ; 1.71 (s, 6H) ; 1.66 (dd, J = 28.0,
11.8 Hz, 6H) ; 1.21(d,J=6.7 Hz, 3H).

MS : APCI(+ve) 436/437 (M+1).
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H3In 4 GERNKEIO 42 > EMHEE B EH - &4 M
EERAW2[FRE-QEEA-TA)ELA]ICEGOE L)AIL-TF
A2wmaumbmQEH)F Rk LN #HH10548 - 5
RO 2-(1-2 4R 0% 35 )-N-2-R K o2 oK -5-K )T 8 B (F #]2)(300 &
B) EREHER K ERRK - BIRASHHN150C R 30WTF > # %
MEBHE IS4 R EMEZERERAH T » £BE
R RY HETCKRIMERERT B ESH4HE - XK
RHAEREMABEIHB R B LEFRAALTTER  $1&
KRGO AT LEETRERAGIL A KR+ X
VB 0% ESH RB2IZTZEMEAEY -

'H NMR (400 MHz, DMSO-ds) 6 9.81 (s, 1H) ; 8.32(d,J=9.2 Hz, 1H) ;
7.61-7.53 (m, 3H) ; 7.35-7.18 (m, 5H) ; 7.02 (d,J=9.2 Hz, 1H) ; 4.50 (t,J=
6.2 Hz,2H) ; 4.37 (t,J=5.4Hz, 1H); 3.74(s,2H) ; 3.50 (q, ] = 6.2 Hz, 2H)
; 2.91(t, J=6.3 Hz, 2H); 2.64 (t, ] =6.4 Hz, 2H) ; 2.21 (s, 2H); 1.96 (s, 3H)
; 1.70 (d,J=2.1Hz, 6H) ; 1.65 (dd, ] =26.6, 12.0 Hz, 6H).

MS : APCI(+ve) 514 (M+1).

K 4 163
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Z 15 % 7+ 2096 1% & A K > 3B e 2-(1-4 4 0% & )-N-(2-{2-[% % (2-
BLEMERICA KR E RS- RV mME(F 4 162)(234 % %) -
RBEMBEZL2SMHEEC G REINF - FREFRAD %
E@BE > RTFTEREE  EHERRE Rd - &858 4H3H

LA BRI REGHEATER K FRrxl: 1
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REHF ERAIA A BRE P 4AMB B R (50084 FF) - #
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 EA A ERBFT 0 AOCTEHBE > miFS4S 54281

g
i
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N

¥

'H NMR (400 MHz, DMSO-dg) 6 9.93 (s, 1H): 9.05 (s, 2H); 8.40 (d,J=9.2
Hz, 1H); 7.68-7.58 (m, 3H); 7.10 (d,J=9.2 Hz, 1H); 4.80 (s, IH); 4.71 (1,
J=53Hz,2H); 3.71 (t,J=53Hz,2H) ; 345( & & % ,J=5.5Hz, 2H) ;
3.02( & ¥ % ,J=55Hz,2H); 223(s,2H): 1.96(s,3H); 1.70 (s, 6H) ;
1.65 (dd, T =28.0, 11.8 Hz, 6H).

MS : APCI(+ve) 424/425 (M+1)

£ 4| 164

2-(1-2 Ak B )-N-2-[H Q-2 X)) X8 ok -5-% 1T & Bk

!
OH
AN N/\/

K/OH

AEX (BRI Mt R BT b5 B8 M - 425 8

Irz
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hE AN ARBMREALEXHETHZEHRY -

"HNMR (400 MHz, CD; OD) & 8.07 (d,J =9.5 Hz, 1H) ; 7.53-7.43 (m, 2H)

; 7.26 (d, ] = 6.9 Hz, 1H); 7.17-7.07 (m, 1H); 5.43 (d, 1H); 3.84 (d,J = 1.8 Hz,
8H); 2.24(s,2H) ; 2.02 (s, 3H); 1.83-1.66 (m, 12H).

MS @ APCI(+ve) 424/425 (M+1).

£ #1165

2-(1-2 8% K )-N-[8-({2-[Q-2 Z 2 ) £ 12 £ 1k & ok ok -5-£ 12

& R
H
0 N\L
N N N/\/OH
H | H
K; NN

D2-(F=-TAER) R E)E LT X G £ &k 8% )8
EA7THRRE=-T 8

M B = -(F =-T X)B (790 & %) & hm £ 2-({2-[(5-#4 % v

500 )& =R FQ0EH)

FPZEEAN R REHIONE  EFR =T EEQRSOKHA)
M ERIREERIADA T MR I4NEF - FwB 2%
EX BB _(FZ-TRA)E EtHERermAIZIOR BE&2
N o w4 — FRE A b er 220 % &) 0 E4E R E M B A2
- RR R EEETTRE LTABZBLELEBRRXETHRE
Wil AR TFREHR > mIFSN2E L RAZHILEY -
'H NMR (300 MHz, DMSO-dg) & 9.30 (d, ] = 8.3 Hz, 1H); 8.84 (s, 1H); 8.54
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(d,J=9.2Hz, 1H); 8.34 (t,J=5.4 Hz, 1H); 7.83 (t,] =3.9 Hz, 1H); 6.81 (d,
J=92Hz, 1H); 4.11(t,J=4.8Hz,2H); 3.61(q,J=5.7Hz, 2H) ; 3.53 (¢,
J=5.4Hz,2H) ; 1.38 (s, 18H).
MS : APCI(+ve) 477/478 (M+1).
(i)S-EEEAERSELR(E=Z-TEABR)CRZE2 )R AT £ 8
EAYRE=-T 8

A2-[(F = -T & A)2-# T 2 )k £ 12 £ G-78 2 vk o -8-2 )
Be X F B % = -T & (160

e

)~ BB (K #1654 B ())(160 &
AR AACEAOE L) ECEHAKRT X1 1R A4 Q0% )
o ARAT  mHBEOC BEISIH - R BEHWAHE

Ed > RBEABELILBE  ATCEHEQREH) BEARE
< &5 (30 %ﬂ‘)é“cf“°?ﬁ%&ﬁz&’fé?ié?k&%%’713—’}—?\'—”—‘—

RFTRQEBA)ER - B RERE—F R & F QS
HI)ER > EMHEHZIHFRBWETABERGCOEH )k > KK
BMEMAKEER  BRE > REATYAE ®mEABewd
REMIABBELEEREXERBH AL 20 PER - &
FhrziZed HOXKZEHEMELIYR - & : 1155 % -
MS : APCI(+ve) 447/448 (M+1).

() S-[(1-&2Ax R @B E)EEX]EHR-SE2[(FE=Z-TAZ X))
RLEERICEAIBATRE=Z-TH

SR AR SR R(EZ-TAZRA) R A ERA]T £)
Fe R P BRH = -T 8 (F #1165 % 8% (ii)(100 & £ ) £ 1-F £ -2-m
s B QEA)F 0 R 1-4 4% L BB (40

e

5%‘) v SR 1% VA
NABER RS -w Rk R -4(186F £ )E® 0 MR A

N
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RATHEBFISEE - Fw=ChkGo#I) EHREHAT
BERAT @ BEIFELIODEF o (& 3 m kA K HEBE K CBEX

RME 2 R EE - #Rk48E—F A B R C B E R EMHEH
ZHBMBMAK  BEABAREKR > ARBRERKELR B

B B ARBERREAR EW o £ &Y 4 # RPHPLC 4 1k (0.2% 7N
VTEMAKERBLLE RIS EHEHESY) @iFBE L
RIBFAIC Y b EERE -
'H NMR (400 MHz, DMSO-dg, 90°C ) & 9.22 (s, 1H); 8.70 (dd, J = 4.1, 1.8 Hz,
1H) ; 8.22(dd,J=8.6,1.7Hz, 1H) ; 7.50(dd, J=8.5,4.1 Hz, 1H) ; 7.34 (d,
J=82Hz, 1H); 6.68(d,J=8.2Hz 1H); 6.48(t,J=5.9Hz 1H); 4.12(,
J=58Hz, 2H); 3.51(t,J=6.2Hz, 2H) ; 3.48-3.40 (m, 4H) ; 2.15(s, 2H) ;
1.96 (s, 3H) ; 1.72 (s, 6H) ; 1.67 (dd, J=26.0, 11.5 Hz, 6H) ; 1.41 (s, 9H) ;
1.39 (s, 9H).
MS @ APCI(+ve) 623/624 (M+1).
(iv) 2-(1-2 A b2 & )-N-[8-({2-[Q-2B T B )l X 1T & 1 KX )k vk -5-K |
LR =B8R EB

MS[(1-2dmlke X T A )X PEk-8K 20(F =-TAaHK)

SHE

X
QECAVEEAICEIEAT®R S =-T 8 (% #1165 % 5 ()55
Tr)EEFREeHA)F o A A REBE FAMBE R E > i

AERAEZERTRHABR - RAY A ER T RF R
tBE - AG TEERM MHAAmK  HAEERAT
 EACT R HFNZTARALGYS > &4 E R -

'H NMR (400 MHz, DMSO-dg) 6 9.63 (s, 1H); 8.96 (s, 2H); 8.82 (dd, J =4.2,

1.7 Hz, 1H) ; 8.34(dd,J=8.5, 1.5Hz, 1H): 7.63 (dd, J = 8.6, 4.2 Hz, 1H) ;
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7.41(dd, 1=8.2,3.6 Hz, 1H); 6.86 (d, ] = 8.2 Hz, 1H): 3.70 (d, ] = 5.1 Hz, 2H)
. 3.67(d,J=74Hz,2H); 323 (& &% ,J=53Hz,2H); 3.06( & &
¥ J=5.0Hz,2H): 2.17(s,2H); 197 (s, 3H) ; 1.75-1.58 (m, 12H).

MS : APCI(+ve) 423/424 (M+1).

K # 166

2-(1-& 4 £ )N-8-[Q-l X T E )i B v vk 5-K } T & B

o

HoEAL-FER2OAEUEERQCEA)F I FREGTZE L)
A EBET O ARKRXKART 0 AR HEF Z60% & 1 4 45
FHE)VRE > L6 o B w 2-(1-4 48 e & )-N-{2-8 <& o
S-R VT B R (200 & ) 0 3R R E 4 A 150C F 0 3 % 300W f%
HBEHISyE ERERBRGHDA KT RQR Z )~ B A0
TR MBBE KERAOZEH)ZMMEL>ZRRE - H KT
i —F A B ARQOEI)ERME B KRR (0Z Ak K o #
Sz kA AIM & AL s KR RGO I )i 0 E A=K
TG0 H)ER - Oy ARBELEY RE > L&
BEBMABRK CE (N0 )4 fom B 8 & KEZA0Z )
 EABRFTEN  BEAEAFTH L
 BAFTELE _AKATFTRTFTIEERESHER - H0% T EH

ZHME>RBEE - R OUEMABRRBRAER KLE  BE
EZ B X T AER I &
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¥mESH > ERNRNELRKRET EEM -

I H NMR (400 MHz, DMSO-dg ) 6 9.85 (s, 1H); 8.23 (d, J = 9.0 Hz, 1H); 7.66
(s, 3H); 7.42 (d,J=9.0 Hz, 1H); 3.32 (t, J = 6.8 Hz, 2H); 3.32 (s, 2H); 2.87
(t,7=6.8 Hz, 2H) ; 2.22 (s, 2H) ; 1.96 (s, 3H) ; 1.70-1.60 (m, 12H).

MS : APCI(+ve) 396/397 (M+1).

¥ #1167
N-Q-2 8k & F £)6-8 & -2-[3«(F e )R X |8 ok -5-% m B 43
+ERB
|
NH
2
«
H
N
o ¢l

D28 ES{B-2aER2HBEIEEIXTHR

M E A3 R A B2 (34 %5) R £ kW &k (102 )
PXRER R BARMESERA2ARXTRGCO L)E £ KT
Ak QS EH)F B FRAR - MR ESEHAICT M6
B ABRBRCEQRSEI)HE > EAMB R KX & Q5 Z )
e o A MAAE KRB MNRAKLE > BIE > RIREB
miFRBEALEHQRSL) Axr & -

MS : APCI(+ve) 270/272 (M+1)
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(i) N-(1-2 88 bt & F & )-2,6-= & & vk -5-% & B
H2RES{B-2aEAR2HBA AR TE(E # 16730)
jSﬁﬁﬁ%&ﬁﬁ%%%z%%%’5MWCTmﬁ3$%°
RESMILAETR > MBI AKX/ KQO0EH)E » AiBE
c H B A BRI HERZIPHME BAEZTL - EBEH B
PRl it dth > £y m2MB B KREZERR T o
RUEBRZRRE » AL 1P K/ RO Y > EhE8 %
FBRAK R GHER BRI WEEA R RGOS
H)F > EHBREDA TR T BRI NE - R ERLHE
> ERERGHBFA_KTHRGCOEH)F > ZBE - K5
BRAL- M EFTRASBA)VR=ZC2KHBEQROZEH)E A7 %
(0ZH) P 2B RBHERE  EHFELIE - B R
AKRQZEI)R M AR KRBEMNRKEE > BE > A LS
M ARG MA T EBAE > RBE - EBEREE 0 E B R
MABE LERBHEIL ABECK  BBRLEG: 123 1)
S BT ORAZ AL A (0099 %) -

MS : APCI(+ve) 389/391 (M+1).

()N-1-2 AR X FE)6-KE2-B(FREA)S A |EH%-5% 8
BEYBERE

M A AT E) R FTBRE =-T 8 0050 %) & 9-71 % 37 #
B3l (114 Z 4 > A @Rk FZOSMER) Y 2 5k
AEREARA T mAAINE - BRERANETE > $5Mm

B A7 (028 F » AR T Z3ME k) - BRSO WIBEISH 4

v 3 Jw N-(1-4 ﬁﬂ}m%?ﬁg)‘zﬁ'——w 2 N -5-% B B (B
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167 (i1))(0.093 %, ) # # (= X B )4e (I1)(0.005 % ) £ & K NN- = ¥ &
YTEEQEH)FZER - HREMWHO0CT A3
oA BRQRSEI)HE > EABB CEGX2E )P E K o
eI HFERAEKRBRBEMNR KZLE  BE  REE - &
REMABEBE LEENNGEIL AEBTIk R CEO:1Z1
TR LI EARAARLAE _ARBE TR R
(I0ZHAMEZR)N °» REH LB RZE AL BB CE
/PERER  EHBREKERY @ FA2ELAS Y0052
£) BRERK - ®
'H NMR (400 MHz, DMSO-dq) & 8.89 (2H, & /& ); 8.67 (1H, t); 8.15 (1H, d)

-

; 8.07(1H,d); 7.84 (1H,d); 7.66 (1H,d); 3.10-2.90 (6H, m) ; 2.15 (2H,
% F%); 1.97(3H,s); 1.75-1.55 (12H, m).
MS : APCI(+ve) 426/428 (M+1).

b B - 184-185°C -

K 4] 168
N-Q-& Ak & F £)2-3-[3-& & £ ) £ 1/ & ok ok 4-% 8 B .
X7THB ’

ZT

ON-(I-& ke & F 5K )-2-1% & of ok 4-3% 8 fi%
M 2-72 K ok ot -4-F BL (189 %) i Aw £ R AL A% BE (8.61 % ) F
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KAOZA) P » EHMATH R B E R AIS0C F 3] B
BAE D RRE ARG B E AR LEEO0SE ) o i
BAPESC c BE A l- 2R A P IR (1.65 5 )R = T k252
A)EBBOEQOEF)F X Rk > FHK BB E KD 10T -
ERmERE > HFREMBH2IE BIAINBE ¥ > # 7
B BR OB (xS0 Ah )k E IR o B A HE X K ik 0l & K B BL AR
KK > BE > REE  FREWABTBELER K &L -
BB OB /2Tl (B)Ed  EFREALLY &y s
E 8¢ (1.81 %) o
"HNMR (300 MHz, CDCl;) & 8.17 (1H, d); 8.06 (1H, d); 7.77 (1H, t); 7.63
(1H,t); 7.55 (1H,s); 6.05 (1H,t); 3.25(2H,d); 2.04 3H,s); 1.76 (3H, d)
; 1.66 3H, d) ; 1.59 (6H, s).

MS : APCI(+ve) 400/401 (M+1)

B B 1 196-197°C (9 A7)

MN-Q-2 M X FE)2-B-[CG-RAE)ERX]|B A Ek 42 &
e XT KRB

HEAECUE=Z-TEACCTEA W EREELAIA LA R AEA T
B Z-T 8 (0493 £ ) E9-ME R #3312 R 65 » A mw &
Rl P ZO0SMER)PZIRKR AT R AR AT e B3 B
T RWBERANEZTR LR MBRFQCEHF > kP 23M
BR) - HRBREMBH I EFmN(l-2 4 L F £ )2-
R B -4-F B R (0400 £ ) 2 — R[L1-8 (= X A B A)= 8 &
B A D0.022 £ ) A £ AKNN-Z F AP @EEGSH+)d

ZHER - MHBREHDBHONE > Ao fe BKQSE ) HE
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TABER LB G2 EH)F ER - ASH T ERAE KR
BREMKEER @K RREE BREYAZHBELEEN
Wit AB Tl BB LBEE@: 1E22 DR oy
B RPRLAGE_ABREFZIEZRAOZHIMEZ)N
BRW BB ARIRAELEBREAKRKIAOZIH)F > A IN &
AL iRkt 0 EABEK CEEGX2SEH)F ER o £ A
BrLERABKREBEER KER > BE > REE - ARG
MENBERCE(NOZIH)F 0 E R0 X T 02 %) o # A
BRZUBEHBE  ELAHABERLIEEED BFRANLS
» &G & B 540083 %) -
'H NMR (300 MHz, CDCl;) 6 8.19 (1H,d) : 8.06 (1H, d) ; 7.97 (2H, dd) ;

e

7.71 (1H, dt); 7.56 (1H, dd); 7.46 (1H, t); 7.42 (1H, s); 7.36 (2H, d); 6.91 (1H, t)
;374 (2H,1); 3.20 2H, d): 3.12 (2H, 1) 5 3.05 (2H, t); 2.97 2H, t); 2.31
(2H, m); 2.04 3H, s); 1.87 QH, m); 1.76 3H, d): 1.66 (3H, d): 1.59 (6H, s).
MS : APCI(+ve) 436/437 (M+1)

i B ¢ 147-148°C (% &)

£ #1169

N1 EFE)SDB-(TREE)AEIEHAZBE_BRB

N//
H

ZT
—Z

- 98-



200306800

() N-(-4& 4a e & F £ )-8-8 K o vik -4-3% & B
8RR ERABRBQLLZA)VAEAATRQQEI) P &H
HESRN  FAmE&LEBRAIL) EHHHBRIBREYD
BHSIE > KRB REE  ZERYEWEFABERCEA0Z )
oo R AHESC BEAMEHEK AT IEA65 )M =T K
GSEH)EABRIEQRIZA)FIER  REFERBEEE KD
100C - AT it  HREMWB/HF2IE > BIANINBEBK F
A ARIBFRBIE BHEREREALEY 0 HBE
Bl B (230 %) -
'H NMR (400 MHz, DMSO-dg) & 9.08 (1H, d) ; 8.69 (1H, t) ; 8.20 (1H, dd)

; 8.10 (1H, dd) ; 7.64 (1H,d); 7.58 (1H, dd); 3.06 (2H,d); 1.97 (3H,s)
; 1.70 3H, d) ; 1.66 (3H,d); 1.56 (6H, s).

MS @ APCI(+ve) 400/401 (M+1)

I B 240-242°C (4 A2)

(N2 EFE)SB(FTHREA)AEAPER A BE_BR
[ ]

EmEplol b BEOFTHBmAEZ T E > BHEAHE(T X )EER
WP = -TE 025 %) A9 EEHDBINNLE RO H > 3w
Ak P XOSME®)FPZEZE > ABERERAT w30
o R ERANEETE  ERAMBREQCEH > AKkF
MR ) 45 R A B 15 5 4> 3 5w N-(1-4 4 1% % )-8-
8 A of ok -4-% B Bx (0399 %) — R [LI-% (= XA B E)= B %

WA A e (D0.020 £ ) A & ANN-—_ FEAFE@BEGCEH)T
ZERE KBRS M B ECC B2 S B kS
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EI)AEE > RABBRCOEQGCX2ZEH)FTER - X
BRABKBRBEEMR KRLR > BE > REHE  BAREAEYDYRAY
BErEERHKH&K&IL  AETK I BER EG: 122 1)xE#H -
oLy HEEARLCLEARE ¥R KA Z I 4M
BERI)N Rk B R EEE FE-BRCERLE
B mAFAREAASY > AY & E 0183 %) -

'H NMR (400 MHz, DMSO-d¢) & 9.01 (1H,d) ; 8.75 (2H, br) ; 8.65 (1H, 1)
; 7.98 (1H, dd) ; 7.71 (1H,dd) ; 7.62 (1H, dd) ; 7.56 (1H,d) ; 3.29 (2H, t)
; 3.06 (2H, d); 2.95-2.88 (2H, m); 2.54 (3H, s); 2.08-1.97 (2H, m); 1.97 (3H,
s); 1.70 3H,d); 1.66 (3H,d); 1.56 (6H, s).

MS : APCI(+ve) 392/393 (M+1)

B B 243-246°C (4 AR

K #1170

N-I-2 A X FE)e-8 A2 amt#-1-X FR)»Eoh 5-% &
Br BB

OH

ZT

o) Cl

(i) 6-% % -2-F X v& vk 5-F B
HOSCTF » £l HABMR  KEBAS0ZIH)RIE M
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ESBA2ARRXTRATE) BB EHLAASHOTT L) -
Bl - A XmBE M1 EL)RAEBR(IZHF)ZRASH P - ¥
BRIEREGM B MBISE > REXIRREFBE - K
£ Z BB ABB2MB R KEKZRQ EH)FER > MK ER
BRERSGH  REDPIERHE EFpHI4Z Bk #HE £ K
bk EHBERERHBRZIDTES 0 RAKKE R
R AEAEZTFRE REFRBFALEHLOS L) 5B EH
X o

MS : APCI(+ve) 222/224 (M+1)

() N-(1-& A ke & 7 £)-6-8 £ -2-F & ok ok -5-% 8k B

M RACEREOIOEIH)ZFH R ECR K -2-F AEh-5-% B
OS50 )ENN-—_ P AP @mE(FEA)LA_ERTRASEH)F X
BERA - BRERGEHBHF LT REXL-2MK KT

(037 2 ) = LR O0B3ZEH)E K F R0 H)F X B R
RIBFRE RS WFEHLI6)D B > R Feom B R KRR
BRSBH) 11Kk BEQEHIARAKQR B )k i - &

HBBAEKRBEBEMBRAREE > BE > RRE > ®FRE
B A M 06 %) -
'H NMR (300 MHz, CD;OD) & 8.86 (1H, m) ; 8.49 (1H, d) : 8.09 (1H, d) ;
8.00 (1H,d) : 7.80 (1H,d); 3.22(2H,d); 2.89 3H,s); 2.03 (3H,s): 1.90-
1.62 (12H, m).
MS : APCI(+ve) 369/371 (M+1)
(i) N-(1-& A ke & F £)-6-8 £ -2-( F &)k ok -5-% & B

MR -R K ® A KT ERO025 L) EN-(-2 ke & F & )-6-8 % -
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2-F A ok ok -5-% BE e (K #1170 # 5% (i)(0.37 %) £ = & F 4 (15
EH)P B ABHELIE - BB R AL B A0 AE
RQSEF )M ABKRAB MM AKEIR » BIE > B P&
RAGHFEHBBRETEI)F > 4 k% k% 140C & £ A
T oSy  HEREE  LBEREGYBE LN 17 E
FIM B AL RIERQOZBI)F B2 o B R
B LREAEGHIENBERCE T 0 R KQRx25E )k &
A BB R B KRB ERKRLEE > BE o REE ®A
RAFBAC S (041 %) -

MS : APCI(+ve) 385/387 (M+1)

(V) N-(1-2 8 bt & F £ )-6-8 & -2-G5 &b o -1-& F £ ok ok -5-%
L ]

A N-(1-2 48 4 & F A& )-6-8 % -2-(F8 F & b ok -5-% 8 Bz (B 4
1705 BR ()O038 )& — R F R (USEH)F 5% > £ 8 &
= R AL O086%L)  A—HRE - HKFBAEMBEH2HE

TEByELBE o ARET 0 Fwx &wbod (0101 )

AMKAAS TEHO20%)  ZmALMAEILMHNO025%8)R R %
BB O000ZH) MR GHWB|WHILE - BE > £ A2ME
AL KRBERQEH) R AP BRERQEH)h# - 2 F
MBEAEKRBEBRERKERE > BE BREE - 859 HH
B LELERMNAEIL > AR Tl @ FBE  EZAEKO: 4: 1)
BEE Ly BMIMEEARLAEARE T 2 &0
EFHAMER)N > RRE A BRI BERACEBFYE > &
HBEREEM mBRZALLSHO004%) &6k -

>
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'H NMR (400 MHz, DMSO-dg) 6 9.21 (1H,m) ; 8.68 (1H, ) 8.17 (1H, d)
; 8.07 (1H,d); 7.85 (1H,d); 7.80 (1H,d): 3.59 (4H, m); 3.29 (4H, m)
; 3.08(2H,d); 1.97 BH,s); 1.80-1.55 (12H, m).

MS : APCI(+ve) 453/455 (M+1)

Y& ® 1 208°C (4 fR)

£ #1171
N-(I-& 8k & F A)Evk-5-% 8 ix = A8
=~ "N
\l
H
N
0

£-T8CTF » #A5-kedbh 0305 ) E R K TEBGOGE )T 2
BRBEBEIFRERN A E-TERELETK P28 %&Q5M > 0.88
EH) KA HBARIRBREYWEHIO>E  REZRFBHIWE R
B ek TR O L)ELBMQLEI) T IBER - HREH &
B ER - ARBEANINBR Y  EHAABRIRGDABER
TEEQGx20Z )P FR o LM FE RS KRB ER K
¥ B RIRHE - BE ARG EMHPLC A4 1L > A F B
FZOIMZ BB RKIER KRS mFARELSESH©00285%)5
BEEE HAE=ZABRK
'H NMR (300 MHz, DMSO-d¢) 6 9.57 (1H, brs); 9.04 (1H, dm); 8.77 (1H, d)
; 8.59 (1H,t); 8.18 (1H,d): 7.90 (1H,t); 7.82(1H,t); 7.73 (1H, dd), 3.1

(2H, m) ; 1.97 (3H, m), 1.78-1.50 (12H, m).
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MS : APCI(+ve) 321 (M+1)

Y& B 1 125-127°C (4 A2 )

£ #1172

N-(I-2 s de & F £ )2-(3-[G-#2 5 £ ) £ 15 £}k ok -5-% & B
—BRB

7 B B P X vB ok -5-% 8% (1.5 % ) (#& 4 J. Chem. Soc.413-417, 1943
KA)A > i@ AL 8RR QI% > Ak F) o 2R HE
HETOC > M REHMEFEL0NEF - EROW D KK
T ERY o RBEBRAICRIMEIACBRGCE )&
WHERF - R ERBARENC > M R4 B3
BELWEETR BRIV ABBRTAEZI LR £ 48
KRGO BER _RFTRGCEH)FT > EhmE (245 L
FTREAMEQCQIA) - Z2BEQIEH)E_RFTHRI0EH)+F 2 ”
MR R EYATBR T2 REE T8
BMAKERFT - 2 HAKBE EHRKBE—F AL F K
ER - BAEMZIERABKRKEBRERKESE > BE - B E
o REBEEVWATHE LERMALL > AR T ¥ 210% 7
BRmdE > mAN(-2 M X T RA)2-R2h-5% 8w - BB
AQFE=Z-TEACTFTAWEALAIRAA B A ) LA P8 % =-T
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B (030 # )£ 9-#N R A BIIE R @G EH > Awarkw bz
OSMEZR)FP ZHER > AEHAERRLAT > m#H3IDE - £
B A WBBEQCEH > ARk T ZIMER)

KBS E T
S EFHISrE > R MMN(Q-24K% L F X)2-4 %

° MR B

ok -5-% & Az (0.300 ¢ ) #1 B = X B 42 (0)(0.020 ¢ ) £ £ &K NN- =
FTRAFP@HmEQGCEN)FIER - HREMHM MM E60C » HH2
N Rfafe B RQSEH)HE > EABERKRTEGCx2 E )

FHER - A IERAEKRBRBRER KLE > &K &
B  BREYAFTBEERHA&IL AR TR FTIX5%
VERE By BIVWETAEAAAILAE-—_ARBEFIR
RA0OZFAMER)N > ZRRE S B RIBEEA FTE-&
BMLBREDL  mFEELEY 54 & HEBO50%)-

1TH NMR (400 MHz, DMSO-d¢) 6 8.85 (2H, m) ; 8.74 (1H, d) ; 8.30 (1H, s)
; 819 (1H,d); 7.85 (1H,t): 7.77 (1H,d) s 7.65 (1H, d); 3.51 (2H, d) ;
3.16 (2H, t) ; 3.08 (2H, d) ; 3.05-2.95 (4H, m) ; 2.22 (2H, m), 1.97 (3H, m)

; 1.81 2H, m) ; 1.75-1.55 (14H, m).

MS : APCI(+ve) 436 (M+1)

bx gk 1 150-152°C

£ #1173
N-I-2ARETFE)2B-LER)BRAEHARSHER_BHS
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EwEAINyF A TE KHEARXRLCEA)EREATRF
= -TE (0185 % ) & 9-80 8 3% # 33112 4 9t » 3w & vk %
FPZOSMEBEZR)TPZER > ABARALAT o Ao #H3 8 o
R BANETR T RAMBEBRFQCEH » Ak 23IM
BR) MR AMBH > E > EHFmN(-2 AKX T K)2-
£ ok ok -5-% B Bx (0300 % ) s B = X Bk 4e (0)(0.020 £ ) £ #& K
NN-Z— FEPTBmBECEH)FZHER - HFRESHm#H E60TC
WH2OEF > Afafe BARQEIH)HE > LA EKR T EGx2S
ZH)PHER - A5 ZERUNBRABER RELE > BE
R RE c  BREMIEBLEEENE&IL S AR TFRT
25U FTEEHR BOUrBIMWEEIARKILLALE —_AREF
zZHEBRAOZEHMERE)N > RRE ) B H RZIBEEAT
B-BRLEBLES HFRALLY LA EE 040 %) -
'H NMR (400 MHz, DMSO-d¢) 6 8.87 2H, m) ; 8.72 (1H, d); 8.29 (1H,s)
; 8.17 (1H, d): 7.84 (1H,t); 7.76 (1H, d); 7.64 (1H, d); 3.16 2H, t); 3.07
(2H, d) ; 3.05-2.95 (4H, m) ; 2.20 QH, £ & %), 1.97 3H, m) ; 1.75-1.55
(12H, m) ; 1.23 (3H, t).

MS : APCI(+ve) 406 (M+1)

¥ 2 1 150-155°C

£ #1174

2-(1-4 88 e & )-N-2-({2-[2-#2 T )8 X 1T K Bk K )-6-F & v& bk -
S-R1CEE—_BHB
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T \/\OH

%
OR-5--2mr ko mE)EE]67F A2k 2-R 1B X)) &
-2 XA TPTRE =-T &

AN-F A w kg B@EIH)F 22-(1-2 Mk & )N-C-& % -
6-F Kok -5S-R )T BB (F #4360 % £ )H 5 84270 E %)
W 2[R E)EAIZEGOEZ L) - HRE MM H

F40C EARATHEHIBIK - FREMWAHEZTR

EHEELEKAOZ )T - BB R IEZR AL TR GXI0E
F)VER > BB A I ABRERANEKRRABRER KELIE > B
B RBEE B REMWBAEAA_ERTROGCEIF)F 0 EF
—HREBE--FZ-TEAOZ L)  MHREHB/HF 1D > L
ANKF - BHHERZIBSGHA R T G102 H)FE R > &E
AT ABERANE KRABRER KLIKE > BE > RRB

B REMA B ELER AL ATFTE K TFTRA: 10
2 IMNH; /5 86 > m 3 RBEEALEHQ0E ) A/EH -
I'H NMR (300 MHz, CD; OD) 6 7.88 (1H, d) ; 7.54 (1H,d) 5 7.41 (1H, d) ;

6.75 (1H, d); 3.75-3.62 (4H, m); 3.61-3.52 (2H, m); 3.44-3.30 (2H, m); 2.34
(3H,s); 229 (2H,s); 2.04 3H,s): 1.88-1.68 (12H, m); 1.39 (9H, s).
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MS : APCI(+ve) 536.8 (M+1)
(i) 2-(1-4& A bt B )-N-2-(2-[2-2 T X ) X 1T X 1Bk X )-6-F X v
hS-R|CEHEE BB B
#2-({5-[(1-2 4 KA T B )ie K ]-6-F Hokok-2-% i X)T
AR A VERA TR S =Z-TE(FTHI745 % G0)B0E %)X
A RFRQCEH)F X RN _ARE X AL AN T H
IMER) - BT HBRIRBEDEHFINE > REREZ &R
- R TE/ BRRLEALES B EHRAEAR
WCTFekk  AARHELEGY  LHEOaEGBEBA488E L) °
'H NMR (300 MHz, DMSO-dg) 6 9.63 (1H, s); 9.42-8.90 (2H, m); 8.10 (1H,
d); 8.00 (1H, d); 7.60 (1H, d); 7.17 (1H, d); 4.04 (2H, t); 3.74 (2H, m), 3.82
(2H,t): 3.11 2H, m); 230 (3H,s): 2.24 (2H,s); 1.97 (2H,s); 1.77-1.60
(12H, m).
MS : APCI(+ve) 437 (M+1)
b s 1 227-230°C
£ #1175
2-(1-42 48 3% & )-N-[2-({2-[2-%2 T % )B £ 12 & 1Bk £ )-6-8 % k-
S-R1C i — BB

ﬁ%
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(i) 2,6-= &, »& =k -5-f%

AOCT > H6-R A5 Ak -RILH @A) RMERB
BOASZEIH )P - B HARBARAEZER EHRF1208 - £ A
TrABBERAEE  EEAGHWEAKA0OEH)/ =K
Tl (100E )P - B > LMK KB AR F e (2x50 2
FHFI)ER - A ZIERALKRARBER KRR > BE 0 &
B MR Ed - RAREMWENTE /KA1 80EH)
o R B AL QSA)EBQREL) MRS M AT T
AN AHEFER RBE KB AIBEEEBEFA T
FHRGOEH)F > Fe T EGOE )R BB KK RZREM > 100
EH) HBAEABBRAAHBARZIEE  REARGOEIF)HERE
CHGOEF)RE - AERLGY  BEBEREALEGY 5B
) -

I'H NMR (400 MHz, DMSO-d¢) 6 8.73 (1H, dd) ; 7.62 (1H,d); 7.51 (1H, d)

ﬁ

; 7.13 (1H, dd) ; 6.36 (2H, s).

MS @ APCI(+ve) 213.1/214.9 (M+1)

(ii) 2-(1-2 $A 4% & )-N-(2,6-= & »& % -5-% ) T & &
A2,6-— & ek -5 (K #1175 % 8 ()08 %) AN-F X w & wt

SEGCZEI)FP X B BFEHERAN  FwANN-Z F IRt =

0927 )~ 1-4& 4k A 88 (1.1 £ ) A PyBroP(35 %) - # R &

RO B EINC  BEUINEF - REAEMAHNEZTR

E A KAOBIH)F o BB R ZIE KRR R T RGO

F)ER > A4S M H M E R A SR KBRS R KK

B ORBE - BREYATBLEERIFHIL S AT E

e

I

I
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AFHRA:10)E#E BFREELEGHGO0E L) 586
G
MS : APCI(+ve) 389 (M+1)
(iii) 2-(1-2 A 52 & )-N-R2-(2- Q- Tz X)) X 1T X 1B £ )-6-8 & =&
kS-K|CEEE —_BRE

A 2-(1-2 48 d2 35 )-N-(2,6-=— &R v vk -5-K )T 8 2 (K #1175 F %%
(A))(150 2 & ) A B 47 (2702 L) AN-F XA w b8 BA 4 = H)
TXBER O R 2CBEEEER]TEGOE L) o M RE
REeEMETRE  ZTEBRIEDE T I74F AT &1L
s MAFAZ B AWO060%) ARG 6 EE -
'H NMR (300 MHz, DMSO-dg) 6 9.59 (1H,s) ; 7.97 (1H, d) ; 7.90 (1H, d)
; 7.70 (1H,d) ; 7.09 (1H,d) ; 3.93 (2H,m) ; 3.73 (2H, t) ; 3.68 (1H, m) ;
3.54-3.47 (1H, m) ; 3.30 2H, t); 3.10 (2H, t); 223 (2H,s); 1.97 (3H, m)
> 1.80-1.58 (12H, m).
MS @ APCI(+ve) 458 (M+1)

¥ EL 1 219-223°C

x #1176
N-1-2 A% & F £5)2-(2-[Q-£ T H)k X 1T 5 ik X )k ok 5-%
M —BHB
H
HN/\/N\/\OH

JO
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ON-(I-2 85 K F K )2-8 & ok -5-% & ik
A ok wk -5-F

Efi(15ﬁ,) &erb/‘\#hl’/( iL'Tb,f_LM,\/&@O
BHE2EHIRE > EH RS MW MHKZETOC  BFBEI0 B o

e

ReMEE o ERE - MAEHW I ERALEEGCE )
FooRBE MM EONC > B3N o ER B LS R
BB REMENRTFTRQRQEA)F » BB F R4 4
R FR(OL)RZECEHF)E_ERTFTRU0EH)F 2 &%
R OREBEBAASC - RO MEE  THERIGYAER
CEA0ZEH )R BRARRARAN  25EH ) MHES» R E = -
HREEHBREHFI054 > BL AN T ALETHE > BB
RIFBEM L EEBOISE) -

MS : APCI(+ve) 355 (M+1)

(iii) N-(1-2 $A bt & F £ )-2-({2-[2-# T £ )8 £ 1T & & £ )k o -5-
BB _BRB

AN-(1-2 48 e IK F K )-2-8 vE vk -5-% B Ik (250 & % ) ¥ &% B 47
RQI0% A )AN-F A w &t % BA@GEH)F 2wk N & m2-[C-

BEALEERIZEGOEZ L) #BRERBAWETRE i
BRI AEWBEIAF RS IL > & 1342 E LAY
0060%) > Xk & & B 5 -

' H NMR (400 MHz, DMSO-d¢) 6 9.16 (2H, m); 8.46 (1H, d); 8.34-8.14 (2H,
m) ; 7.72 (1H,t) 5 7.53 (1H,d) ; 7.16 (1H, d); 4.01 2H, m); 3.73 CH, 1) ;
332 (2H, )5 3.11 (2H, t) 5 3.05(2H,d): 1.96 (3H, m); 1.80-1.50 (12,m).
MS : APCI(+ve) 423 (M+1)

R B 1 220-225°C
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T ¥ 177
2-(1-2 Ak B )N-Q-3-[G-Em X ) £ 1/ £ ek -5-% )2 8 &

—BR®B
H
N._~_-OH
=~ "N
|
@\/ﬁ\ )
N
H

O3-5(-emntemB)mirh2-5)5206kCanst) @
BREFTRE =-T &

H 2-(1-2 48 b2 & )-N-2- % % vk ok -5-K )2 8 B (F #12)(025 %)
3R AEXE 2R EVEEATFTRE =Z-TE020645)4 £ KT
TREHFR=ZCHEQCEA)T IR F R REBEASH> 4
2R 15 7 Ao B AL 47 (D(0.003 %) #1 = & 4L -= ¥ Bk 48 (0.010 %) -
KREMARARTHIELIE - RO EE  THEREY
AEBLEERNAL ik BRIEQ: DE#k - ®
FARAZBAILAEHLO20%) 25 eBE - ‘
MS : APCI(+ve) 531.8 (M+1)
(@3-5-1-2aRE @A) EREPER2- R EGE /LK
ET®BRE=-T 8

A3-{5-[(1-2 4w K sk ROBE A R ek -2- 18 2% £ G- &
R AFPRE=Z-TH(EALIT7THHEGOO020 )2 2EGBEH)
FXEEFIERRN O HmI0% 4 /5 (0020 £) 0 3 M AT H K
ZREMAERRLZEAXATHSE - B RS HBE - 3B
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5> MAFRIZFAALESHOIS0OR) Aok -

'H NMR (300 MHz, DMSO-dg) & 9.85 (1H, s); 837 (1H, d); 7.81-7.60 (3H,

m); 7.48 (1H, d); 4.42 (1H, brs); 3.38 (2H, m); 3.28-3.13 (4H, m); 2.89 (2H, 1)

1223 (2H,5); 1.97 5H,m); 1.76-1.55 (14H,m) ; 1.35 (9H, s).

MS : APCI(+ve) 536 (M+1)

(i) 2-(1-& 8A 5 & )-N--3-[G-m X)) XA X ek 5K )T m Bk
A3-5-[(1-a s KT R ) A PEok-2- K18/ LG/ &)k

ATEBE=-TE(CENITTS EG@)0.107£) £ 14 8 BEA

E)FXBHEFERN > A RKALCA LIS A RE

PXEBRGN 3 EI) EHKBAMA TR THIE2E

REMEE  EHBAEYIUABRCENE  RBE &

FAEAEA S H0060) & EE -

I H NMR (400 MHz, DMSO-dg) 6 9.77 (1H, s) ; 8.84 (2H, m) ; 8.64 (1H, d)

D 7.92 (1H, d); 7.85-7.74 2H, m); 7.62 (1H, d); 3.52 3H, m); 3.17 (2H, t)

© 3.07-2.90 (5H, m) ; 2.27 2H,s); 2.26-2.17 (2H,m); 1.97 (3H, m); 1.87-

1.77 2H, m) ; 1.75-1.60 (12H, m).

MS : APCI(+ve) 436 (M-+1)

Y B ¢ 130-135C

£ #1178

2-(1-& A e & )-N-(6-F & -2-5% g owb v -1- R vk ok 5-8)2 8 5 =

BB
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N
(]
0 NN
JI,

AN-F R &g ERE@E )P 2 2(1-2 4% £ )N-(Q-£&
6-F ok ok -5-K )T B B (K #1300 £ %) 91 5 8 47 (600 & %)
R B @&ab s (G00E £) - 458 4 4 he £ 140°C > i
RATHEHFEIIF - BLRAEMWAHETR T AKGOEH)
Foo MM R X IR R A BEBR T B (3xS0 & JF) B > it 45 A HE
THMERABARGCSOZI )R I 0 A B KRB AR KRB
C BIE  RRE - BRBREUABBEEEE &L =&
The ¢ B RARUAI 1 0D im s - A H R HEN =
RIROCEH)F TR MAILA LB FZIMEZGEI)
c M R ZE AL EAALFTTEE BFRELLS
(027 %)
"H NMR (400 MHz, DMSO-dq, 90°C ) & 8.09-8.06 (1H, d) ; 7.66-7.63 (1H, d)
, 7.52-7.49 (1H, d) ; 7.32-7.29 (1H, d) ; 4.01-3.99 (4H, m) ; 3.24 (4H, m) ;
229 3H,s); 2.23(2H,s); 1.98 3H,s): 1.75-1.64 (12H, m).
MS : APCI(+ve) 419 (M+1)
B 1 276C
T #1179
2-(1-2 4R 5 & )-N-{2-[4-(2-52 T &)~ &t o -1-K ]-6-F & o% ok -5-
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R — B B
,/\OH
[Nj
N
m )
N
H

# 2-(1-4 58t 3K )-N-(6-F 2 -2-55 & wb " -1-& ok ok -5-% )2 8 B
(EH1IR)104E £ )R (E=Z-TEA_FEH KX A X))z 8 87

ER) E_&FRA0EH) F — #HH - A=A E
e ibén (1062 %) B REASWAH AT HEIFH2 0B o 4
BAMBEINBEBR EMKEZRGCOZIH)F » A =& F Il (Gx50 &

)P ER > AL KRFABRERKELE > BE - REHE - &%
BHBEATEGCEH)FT > £HFmEKKICE LIS AHE
PZBEBRAN > S5EH) - B RAYHFR TFTHHE20 8 - £
BREMBEE  EHALGCHABBECENE  RBE - @ HF
12 AL & M (0046 %) » & B BE o

'H NMR (400 MHz, DMSO-dg, 90°C ) 6 9.33 (1H, s); 8.07-8.04 (1H, d); 7.59-
7.56 (1H, d); 7.49-7.47 (1H, d); 7.32-7.28 (1H, d); 4.00-3.73 (10H, m); 3.25-
3.22(2H,t); 228 (3H,s); 223 (2H,s); 1.98 (3H,s): 1.76-1.63 (12H, m).
MS : APCI(+ve) 463 (M+1)

tE Bk 1 224°C

£ #1180
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2-(1-% $A fx B )-N-[2-(4-B & 55 Bwb e -1-£)-6-F £k ok 5-% |2
Bk — BB

NH

N
/IN
O\
JAL,

() 1-{5-[A-2 A% & T & £ )i £ 1-6-F & vk ok 2-K }55 & b w2 4-
EABREFTERE=-T&

AN-F Ao &S BQCEH)F X2-(1-4 48 % £)N-Q-£&

6-F 3k ok ok -5-2K )T 8 B (F 41 4)(200 & %) 8t 52 8 47 (400 & %)
W s am -4 AR RATRE=Z-TEBEAL) - $B0H
%%ﬁ%?%@émm’iﬁ#m$ﬁ°&%%%éwé
B EBEANKGOZIH) P KPR E R A BB T B (3xS0
F)ER - B S A MBE R AE KGBXS0E )k
A RELBRBEM KR  BRE > REEB S REUWABER
BRATHIL > ABBRLEEE DR RREAILLH 0 B
" (0202 ) -

o

>

MS : APCI(+ve) 533 (M+1)
(if) 2-(1-% 48 bt & )-N-[2-(4-F& % 55 & b o -1-K )-6-F % o ok -5-% |
Lk —BR B

7 1-{5-[(1-& 48 de 25 & B & e K 1-6-F Fob ok -2-8 }o5 & wb v -
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AKX BEETERLE = -TE(ETHIB0HHO)O020%)4E FESGE
o

)P BRHFEZRN > T KECAEEILS: R RE
Z REG@N > 58 ) BAEMAERTHFLINEF - H
e 4 B N 2N & & Ly imZGOZEH)F > A= & ¥ b (3x50

EI)ER > B A A B E RSB KB BRAER KB R

Bk RBE  BRAEWABBEEREN B AR T

o0 PR R KO 1 0)E# - BB AT EEART
RGEH)F  ERMACAEECRETZIMERGE ) -

WP HAZEREL  REATTEBR wasatey @
(0.051 %) o

'H NMR (400 MHz, DMSO-dg, 90°C ) & 9.40 (1H, s); 8.08-8.05 (1H, d); 7.53-

N
;]4

7.51 (1H,d); 7.37-7.34 (1H, d); 4.55-4.52 (2H, d); 3.53-3.26 (5H, m); 2.28
(3H,s); 2.24 (2H,s); 2.10-2.07 (2H,d) ; 1.98 (3H,s) ; 1.75-1.67 (12H, m).
MS : APCI(+ve) 433 (M+1)

ks 2 1 295°C

K #1181

2-(1-2 8 3 & )-N-C-{4-[2-B T B X |55 S wb w2 -1-K }-6-F % vk
HS-E)VLEBE—_B®B

‘.
@\/U\ N\
N

H
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O2-A-2 A% E)N-QC-U-QF=-TE TR RAIRL)
T EEE]S &b w-1-% }-6-F A ok ok -5-% )2 & B

# 2-(1-2 48 Jo FK )-N-[2-(4-f 3 5 & wb w2 -1- )-6-F & o ok -5-% ]
LEERE (TR IBII0E A )R (F=Z-TEA=_F A B LA %)
BMABEA)E—ATRAOEA)F —RBH - Fw=C8ka
AMAMLHARBE L) EHREHAH AT HHE2] 5 -
MReMENBERE M KEZRGOZIH)F » = & F & (3x50

i

ZEH)FTER > AL KRBER KLERE > BE > BREHE -
REMA BB LHERBHIL AR Tl @ PEHO: D)X
W iF R AZ AL A W (0052 %) -
MS : APCI(+ve) 591 (M+1)
(i) 2-(1-2 48 bt & )-N-2-{4-[2-# T £ ) K |55 fwb & -1-%& }-6-F
Kbk S-R)L s — B K B
A 2-(1-2 ke K )N-Q-4-[Q{[F=-TE=F AW R LR £}
CHAMEEDS Bobve-1-4K }-6-F Kook -5-K ) 8k (F # 181 %
BO002x ) PEQCEF)FILBBEHAEARN » Hmsek
AL A4 RABRBEFIRERAN > 229 ) EHRE Y
AEBTRHFLI DT - RREAEVWEE  EHBRIYARERK T
S E O RBE > mAREALAS 0036 %) & B -
' H NMR (400 MHz, DMSO-dg, 90°C ) & 8.07-8.05 (1H, d); 7.69 (1H, s); 7.53-
7.50 (1H,d); 7.37-7.34 (1H, d) ; 4.61-4.58 (2H, d) ; 3.73-3.68 (2H, m); 3.57-
3.22 (5H, m); 3.20-3.10 (2H, t); 3.06 (2H, s); 2.28 (2H, s); 2.23-2.18 (3H, d)
; 1.97 3H,s); 1.75-1.64 (12H, m).

MS : APCI(+ve) 477 (M+1)
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¥ Bt 306°C

£ # 182

2-(1-2 SR f2 & )-N-{2-[(3S)-3-Fc X w H wt & -1-% |-6-F % vk ok 5-% }
Lk — B KB

H,N

8

N

N
0 AN
JAL,
HES1-{5-[A-2 AR X T mE)E LT Ard ok 2-% 1w & b
BIEBEEATRE=-TE
AN-F A b SBRAQEH)F 2 2-(1-2 4% £ )N-Q-& % -

6-F 3 vk vk -5-% )T aﬁﬂ%(%@ﬂ)(mo%i);ﬁz@“—wﬁﬁwmo%i)
Mo Bmm@GS)wami3-EArATHE=-TEsQ L) - 458

A EHRHE T I E140C > £ BH 20 B o BRL D
WEEBR BEAKGCOEI)Y c BB AT R B ARE T

BEGxSOZE I )FER » XM S A MERMBE KRGS E H)
i ABRRBEBEMRKLE > BE S REE - - BRI Y
ABH ERBH AL ABBRIEESE > mFLAEAEANLLS
Mo BB E 0077 %)
MS : APCI(+ve) 519 (M+1)

(ii) 2-(1-42 48 bt 2 )-N-{2-[(3S)-3-fx & w3 & b %% -1-K ]-6-F & ok v -5-
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RileEE—_BRB

#(3S)-1-{5-[(1-& %A b & ¢ & A ) £ 1-6-F X2 ok -2-% }w &
Wbk 3-R A TR A =Z-TE(K #182% 8 )0077 %) £ F 8
CEMFTIERFERN KR ELS A RE
H) EHREDA TR THEHFEINE -
KREMBEANNT ALK ERGOEH)F > k= & F % (3x50
FI)ER > EM S F B E R SE KRR LR KR
BRE R BEHE c HREUWAFTHE LEEENRG&IL R _&KT
et PEE O RKAI 10D EE c A RZIHER R
PIOGCEII)P > i malta A B FPZIMEERGEIT)
c WM R BB ABRBRIERE RAEAETTH
B mAiFAZ AL A W 0058 %) -
1H NMR (400 MHz, DMSO-dg, 90°C ) 6 8.41 (1H, s); 8.15-8.12 (1H, d); 7.87

e

¥ 2 %k (AN 0 5

(e

I

(1H, s): 7.60-7.58 (1H,d); 7.15-7.13 (1H, d); 4.05-3.81 (5H, m); 3.42-3.26
(2H,m) ; 2.30 (3H,s): 2.25(2H,s): 1.98 (3H,s); 1.75-1.58 (12H, m).
MS : APCI(+ve) 419 (M+1)

B 291°C

K #1183

(BS)-N-(3S)-1-{5-[1-2 A A v mk X)) K ]-6-F X8k 2-% }m
Kbt -3-K)3-EHEA MR- 1-BEKR —_BK SR
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D GS)-1-{[(BS)-1-{5-[1-& Ak XA T sk K )iz X ]-6-F & v£ ok 2-%}
WEmE3E)EEIRE I At AR A TR E =-T &
AN-F Aw Gubg8QEISF)F 22-(1-2 M5 £)NQ-&
6-F 3 vk ok -5-K )2 8 Bk (K #1 4)(200 & % ) 8t 5 B 47 (400 & %)
W RmeGS)m AR 3 AEATRE=-TEAL) - #1
EMAEHRE T wH EI40C > FHHFH20 8 - R SHDH
WEER  EBAKGCOEN)T - BB RZIERABER T
BE(GxSOZE ) E R - B S A HERMKE KGO E H)
s A BAKRRBEMKEIR > BE > REEK - -£BGYH
AEB EERAEAL S AR Tl PEO: D &3
RAFAAE Y 0 BB 01025%) -
MS : APCI(+ve) 631 (M+1)
(i) 3S)-N-(3S)-1-{5-[(A1-2 M LAz X)) £ ]-6-F & ek vk 2-K )
WEwE-3-K)3EEAwaatR-l-R Bk B S
7 (3S)-1-{[((3S)-1-{5-[(1- & éA t= & T & & )ik &£ 1-6-F %K of vk -2-
Al g 3- A ) X IBH XA w a2 3- A A FPHE =-T
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& (% 4 183 % 5 (1))(102

e

A)ETFTEOCEII)FIEHEFERR

N hmaRagitatld—aBEYZERAN > 58 H)
 EHRSMUAEBTHEHEINF - FRESEHWEANINET AL

MERGCOZEH)F > AR FlRGxS0Z #)E R > 3 H & H

THBERAEKRBRBER KR BRE > REH - %

D EMCXHB Sl - BB BRI BEA_RTHRGEH)

oo RAMAMAE AR FZIMEZRGCEN,) AT H

REE o B EMMABERIE LK RAALZZTRBE > @

%42 AL A 4 (0.081 £) - o

I H NMR (400 MHz, DMSO-dg, 90°C ) & 8.25 (1H, brs) ; 8.15-8.13 (1H, d) ;

7.97 (1H, br s); 7.64-7.61 (1H, d); 7.21-7.18 (1H, d); 6.35 (1H, br s); 4.42 (1H,

brs); 3.97-3.32 (12H, m) ; 2.30 (3H,s): 2.25(2H,s) ; 2.21-2.14 (2H, m) ;

1.98 (3H, s) s 1.74-1.64 (12H, m).

MS : APCI(+ve) 531 (M+1)

ks B 1 270°C

¥ 4 184

2-(1-4 48 32 & )-N-{6-F & -2-[(1-F & 55 & ok & 4-£ )ik & o o -5-

Rl —_B8 3

l--
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AN-F R @b % BRQREN)F Z2-(1-2 4k £ )N-Q-8 X
6-F & vk ok -5-% )T B KR (K #] 4)(200 £ %) 1 5 B 47 (400 & %)
o Aml-FPRESAmE-4+BEAL) #BREBIEHRET
fm B £ 140°C > EHEH20 0K c RRAWASEHE TR L
BARGOZH)F o M AT kXK KA BB T BE (3x50 E H)

ER o EH A ZABRERABKRGSOEZ )k E > k&K
REBER KEE  BE  RARRE #HRAEUWHAZTHBLEE
Wb o AR Tl D FTE D RAKO:1:0Dx#E > KRk
i 48 HPLC » 4 0 0.196 &k © ZAF 95T SE5: 95 B 4105 o
4 > Xterra B 4 ) B EUR R AN BREHBRE - BRI H
BEA_RFTROCEF))F LR mELA AR FIIMER
CzEH) REFETFHBRER TLEBEAZTTHE @
FAEABIA AW 0027 52) -

' H NMR (400 MHz, CD; OD) 6 8.13 (1H, br m); 7.83 (1H, br m); 7.66-7.64
(1H, d) ; 6.99 (1H, br m) ; 4.28 (1H, br m) ; 3.60-3.58 (2H,brd) ; 2.86 (3H, s)
;231 (5H, m) ; 222 (2H,s); 1.93-1.89 (5H, m) ; 1.72-1.62 (14H, m). -
MS : APCI(+ve) 447 (M+1) ®
K 4] 185
2-(1-4& 48 fx % )-N-{6-F £ -2-[(35)-3-(F f& £ )w & vt % -1-& o ok -
S-RICEMk—BREB
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N
1
o0 XX
JI,

(D) 2-(1-2 48 %% & )-N-{2-[GR)-3-& % w & wk & -1-% |-6-F % ok o -5-
21T 8 B

AN-F % w & otk 8 (10 £ ) F 2 2-(1-4 44 % £ )-N-Q-&
TR -S-E)VCEmE(EAHO0E £ )R REHQCEL)AN
& (GR)-w B ok g -3-BE (G A) o MRS M w B £ 140C 0 i
RATHEMEIONE - FREWAHEZER > I B N B KA
ZH)F c BB ARIERABERCEGCISOZ I )ER >
Mo B E R BRGSO E S )R B A &K
KR > BE > RBRHE HAREUWATHELERITHL
AR Tl t FEAI: DRk FREFHELEH - 4
BB (0949 %) -

MS : ESI(+ve) 420 (M+1)

(i) GR)-1-{5-[(1-& A 5 & T # & )k £ 1-6-F K vk vk -2-K w9 & wb
%-3-E-FTRmRED

# 2-(1-4 48 4% % )-N-{2-[3R)-3-72 X w & wt %% -1-% ]-6-F & o ik
S-R I EmBE(EMISSHFERO)OEL)R=BEAEH)E =
£EFHREOEH)F > ARATHIF » 24545 E5C - HF A
Pl O0SEH)RFERIMELF  EHK RSB ASCTH

B BR

-
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#3054 BIANfaFRBE AMER(AS0OZEI)TF > AEBEE T
B Bx150 & ) FE B » 0k B & (1x150 & # ) b 48 A & /K 5L B 4
MAKER BE - REE > HAAZELSHILEL)
MS : ESI(+ve) 498 (M+1)
(iii) 2-(1-4& 84 Jt & )-N-{6-F & -2-[(39)-3-(F M £ )m & wt % -1-K |4
hS-RIL B —_BR S
AN-F L vg Gab g E8GEIH)F X GR-1-{5-[(1-2 4% & ¢ &
B A 16-F Aok 2-%2 ) b8 -3-K F st 86 B (F #) 185
T HGRB0E AN > K FTRE(AKT Z40%EE > ST )
M RAEYMAFHEF mAZEE0C 0 FAEH2 ] o BR
MAHEER  EEANRALKERGOE )T o # A
RZBERABR CEBEGCSOEF)FER > TS HBRER
VABKRGS0Z I )t 0 A BB MR AKEZE > BRE
Bk HBREGHWATHELEENHN&ILL AR Tk @ F &
AAA9: 1: 0 x & > R4 4 ¥ 4 HPLC » {2 B 0.1% =
BB KRR L AEO5: 5F50: 50 0 B 210 % 48 0 Xterra & A1)
HHBRZLBEN KT RCEA)F  EFmALAE
LEBFPZIMEROCEHN) REEZFHBRED  LEEBLE
AETHE mFEALESH0120%) -
'H NMR (400 MHz, DMSO-dg, 90°C ) 6 9.82 (1H, brs) ; 9.67 (1H, s) ; 8.22-

\\\

8.15 (2H, dd); 7.66-7.64 (1H, d); 7.24-7.22 (1H, d); 4.24-4.21 (1H, m); 4.15-
4.07 (2H, m); 3.99 (1H, m); 3.90-3.88 (1H, m); 3.42-3.37 (2H, m); 2.66 (3H, s)
; 231 3H,s8); 227 (2H,s): 1.98 BH,brs): 1.75-1.64 (12H, m).

MS : APCI(+ve) 433 (M+1)
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¥ #1186

2-(1-2 A 42 & )-N-{2-[(3S)-3-(Z Bt £ )w & wt w5 -1-% ]-6-F £ vk ok -
S-RIC BBk —_HBKRS

AN-F X G ob&BGEH) P 2 GR-1-{5-[(I-4 4% £ ¢ &
RO & ]-6-F Kok ok 2- Jvw Bk ok 3-4 P ar Ak B B (R 4] 185
TR0 E L)N > BT BE(A KT ZT0% 5% » 5% )
cHMBEMAFHE T M ELC 0 F 20 o BB DS
MEHEETSR > EEAINRALKRERGOEF)F - HHH
BRZBERABR CEBEGCSOE )RR » FHOHHH®ER
ABARCSOZEH )b A KRBEBMNBRAKELE > BE - A
R - RGO A B LRI AR T P B
A ARMA9: 1 0.1)m A > K44 3 # 48 HPLC » 4% A 0.1% =
BEER KRR C TRE(95: SES50: 50 0 & 4210 4 4% > Xterra % A2
T REFBRZIBER AT RECEF)FT > E A mEILE L
LEBRTYZIMRERRGEI) RAETIFHBBEH L/ EBA
EETHE > mBZELEHOI0%) -
'H NMR (400 MHz, DMSO-dq, 90°C ) & 9.80 (1H, brs) ; 9.66 (1H,s); 8.21-
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8.14 (2H, dd); 7.66-7.64 (1H, d); 7.23-7.21 (1H, d); 4.23-4.19 (1H, m); 4.16-
4.07 (2H, m); 4.02 (1H, m); 3.88-3.86 (1H, m); 3.36 (2H, m); 3.06-3.04 (2H, d)
; 231 (3H,s); 226 (2H,s); 1.98 3H,s); 1.74-1.59 (12H, m); 1.34-1.29
(3H, 1).

MS : APCI(+ve) 447 (M+1)

K #1187

2-(1-4& 4R b 35 )-N-2-{(3S)-3-[2-2 T X ) £ |w & b & -1-% }-6-F
Ak R SRV B _BRES

AN-F X w G wbg8GEI)F 2 GR-I-{5-[(1-4 44 % % T &
b K 1-6-F Kok of -2-K 1w A bk 3-8 F b A B B (B 4 185
THGNBOEA)N AW EBKEQESN)  BROUAETH
EF M ES0C > LWH20.)H RRAYLSHETER > B

‘_pz,

BIANING R LMEROCOZH)F - BB RZIARAEBER LT
BE xS0 A )ER » A S A M E R AB KGBKSE )
el AR OREBEBEMIRKRER  BE O REH - BRI Y
% AAHPLC# 4L » /2 MO01% = A BEBE KRk © CHEO5: 5%
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50: 50 BI04 4 > Xterra® 42 ) o AT B R Z @ XN = &
FIROECENH)F TR WAL ELBFTFZIIMERGZE )
s AEAEFTHBBRER EREERAEAALT T HE S HEFREA
At & 4 (0.080 %, ) o

I H NMR (400 MHz, DMSO-dg, 90°C ) 6 9.62 (1H, s); 8.20-8.18 (1H, d); 8.10
8.08 (1H, d); 7.65-7.63 (1H,d); 7.22-7.19 (1H, d); 4.19-4.09 (4H, m); 3.86-
3.83 (1H, m) ; 3.79-3.76 (2H, m) ; 3.33 (2H, m) ; 3.13 2H, s) ; 2.31 3H, s) ;
2.26 2H,s); 1.98 BH,s); 1.74-1.64 (12H, m).

MS : APCI(+ve) 463 (M+1)

£ 4 188

2-(1-4 A ke & )-N-Q2-{(3S)-3-[3-#& & £ )ik X 1w K wbs-1-X }-6-F

Aok S-R)LBE—_BRB
///,OH

HN

D

N

)
0 NS
JF A,
AN-F R &b S E8GE )T X CGR-1-{5-[(1-2 Ak & T &
Al £ 16-F Kekok 2-K jw b s -3-K F e s 8k B (K #) 185

THGROEA)N A ABRQEN,) HREHUAEH
Bk o E280C 0 EBH20F ERAMANETE I
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BIANRA LM ERGCOEH)F - BB RIBERUAERK T
BE GxS0 £ FH) X AR > M S 2 H B E A B KGS0E H)
M A BRKBREBERMAMRAKLIE BIE REBEE - BRYEY

#} #AHPLC# L - £ MO0 Z A BB KER * THO5: 5%

50050 BaE105 4 0 Xterra®B 42) » A B R B EH =&

FROEHA)F EAMAILAELBRTZIIMERGCEH)
c A AEEF KBRS EREBEMAEELTTHE RAEAR

16 4 # (0.150 %) -

I H NMR (400 MHz, DMSO-dg, 90°C ) 6 9.73-9.59 (2H, m); 8.21-8.19 (1H,d) @
; 8.13-8.10 (1H, d); 7.67-7.65 (1H, d): 7.25-7.22 (1H, d); 4.21-4.06 (4H, m)
; 3.88 (1H, m); 3.56 (2H,m); 3.27 2H, m): 3.08 (2H, m): 2.31 (3H, s)

; 2.26 (2H,s) 5 1.98 (3H,s); 1.92-1.90 (2H, m) ; 1.75-1.64 (12H, m).

MS : APCI(+ve) 477 (M+1)

¥ 4 189

2-(1-& 48 3% £ )-N-{6-8 £ -2-[CR)-34-— L X TE e -5-R 1T &

RBRS
OH
HO
1
A,
N
H
Cl

(i) (5R)-2,2,3,3,8,899-\ F X -5-Z % £ 4,7-= A -38-— & K )&
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¥ EZ-TERMEAE)=F LB IE (684 %) M EQR)-T -3-% -
12-—BE @G ) A - F A 700 ZH)T @ A£0CT &1L %4
ZHEBRN O BEFRmRAGIZ2H) c AOCT— D H#% > R
R BHREFTR > ETHBEH2IE - LR B HAEREKZH
xR BRE - HRkBE-—FABER > EHEHIFTRY
B Ak (B3x250F 9F) 0 RE B KRS0 E )%k HE o 1B AR R
FERAM KR BRE TABEEZHBE KEFILISZEA
et HERAE -
I'H NMR (300 MHz, CDCl;) & 5.85 (ddd, 1H), 5.25 (dt, 1H), 5.09 (dt, 1H),
4.14 (q, 1H), 3.48 (ddd, 2H), 0.88 (d, 18H), 0.05 (d, 6H), 0.03 (s, 6H)
(i) 2-(1-4 48 3% & )-N-{6-R £ -2-[BR34-— £ X T £ £ % -5-% 1T
Bk BB

¥l E 161 F BT 2 F ik 0 # (5R)-2,2,3,3,8,89,9-N\ F & -5-
W R -47-= & -38-=—® Xk (K # 189 ¥ B (1)(1.62 3 ) &£ 9-#
%312 4 AB31]E R Q06ZFH » Aw Ak P Z0SMER) T
ZHER CAETAEARLAE THBRI0,E - B HERLD>HEE
B TR MEBBZFERSYZIRRQYM L 0 EI0E S K
b)) KR ASWIMESHE > EF I 2-(1-2 Ak X )N-(2,6-=
bk S- RV BB (E RIS HAE)I &) E & KL-TF EA-2-w 5
ikt B0 E )P X BE A > B FRHE = X B 0)(00E 1)
MR A MARESNC BEINW  AHEFTR LB
ELBE  BERBEBEARABRMHEZ—F > AKQSEH)
R EABRBRIBEGCXLDEH)FTER - K& FERE
—F KGR EBI)c BRAQSEH)RME > AL KRB ER
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KRR BRE RARE  MHBERIHAZHLEHEER X
FTRERMHGAIL  AB_RKRTFiiEd £l o8&tz F

MmEA R TR P EAAMEILE LA —EABEBE T2
EIVEE  AHREHWARATHEHRULLE - B EKRE
LB AR AEERAT O AASCTELEBREILNEF > HIF80E
RIS Y -

'H NMR (300 MHz, DMSO-dg, 90°C ) & 9.79 (s, 1H), 8.41 (d, 1H), 8.11 (d,
1H), 7.93 (d, 1H), 7.72 (d, 1H), 3.54 (ddd, 1H), 3.36 (ddd, 2H), 3.22 (ddd, 1H),
3.13 (ddd, 1H), 2.27 (s, 2H), 2.09-1.94 (m, 4H), 1.89-1.78 (m, 1H), 1.76 (d, 7H),
1.69 (dd, 6H)

MS : APCI(+ve) 443 (M+1)

¥ 2 1 147-150°C

K #1190

2-(1-4 84 Jx & )-N-{6-& & -2-[GR)-3-#& £ -4-(F Bx £)T £ |+& & -5-
Py N Ny ]

HN
HO
~ N
|
X
@\/ﬁ\
N
H
Cl

71% 2'(1 éﬂ }:JD )"N {6 [(3R) 3 4-" ;z« ;Q g ]p§ WH_\ _5_;}:5 }
LEBE(EFISNRYE L VR =ZCHEOIZH)E_ETFTRQE
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) wmw gk 62 H)F > RARTHIE > £54 £25C -
HERALFTImBOBSEHA)AMEL Y » R SHIFHH
SCT3024 BlAfBR AMNERGCOETH)T » ABR
LEGS0ZHA)FR > RABAGSOZE )R B 0 A £ KRR

e

BRRKEZE > BRE REE > mHETFTImEKBO23%) - 5
E b immPR(AKFTZH005R  SEH)Hw &k (10
) ¥R A M MBETOC > EARRA T EHFHE2 . o &7
bt ETEAETYIYHBRER  RREHATHLER
Wb r AR Tl ¢ FE D AKO: 1:0l)R#k - - #EHFH
BRZEBEARFITRCEN)F A mAA AT ER T
Mz kR@GZEH) EZEEYTHBRZERH THLEHRAE KTk
TE LR RIKERA012 DAES > HEFZAL
4 (0.037 %) -
'H NMR (400 MHz, DMSO-dg) & 10.02 (1H, s) ; 8.60-8.51 (2H, br d) ; 8.30-

e

8.28 (1H, d) ; 8.01-7.99 (1H, d); 7.92-7.90 (1H, d) ; 7.69-7.67 (1H, d); 3.84-
3.82 (1H,brm) ; 3.18-3.02 3H, m) ; 2.89-2.83 (1H,m) ; 2.57-2.51 (2H, m)

; 226 (3H,s); 1.98 (3H,brs); 1.93-1.83 (2H, m); 1.74 (6H, brs) ; 1.69-

1.58 (6H, br AB).

MS : APCI(+ve) 456 (M+1)

T #1191

2-(1-4 A 5 % )-N-{2-[GR)-3-Fx X W & wk % -1-5& |-6-F X vk ok -5-% }
Lk —BRB
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HZN,

s

N

0 NS
S,
() GR)-3-fc £ w & wb o -1-% F &

MOR-w &kt %3-B(1a)EFTEQCEIH)FIER AL
AT AHESC EHFAmMTPTRFEOSEH) RSB E
#E-40C > BEOS ) EAA4CERRATHESMNF - &
BEREGMBREZTE  ARB > nHFREALEHA3IR) -
'H NMR (300 MHz, CDCl;) & 8.23 (1H, s) ; 3.80-2.99 (5H, m) ; 2.17-2.05
(1H,m) ; 1.76-1.68 (1H, m) ; 1.58 (2H, brs).

(i) 2-(1-4& 48 Jx & )-N-{2-[GR)-3-fx & v & mt =& -1-K |-6-F K of vk -
S-RlC ek —B®RB

AN-F A Gt % BAQEI)F 2 2-(1-4 48 % £ )N-Q-8 % -
6-F & vb vk -5-A )2 8 MR (K #1400 £ %) 5 B 47 (400 £ %)
Mo RmBR)B-AE A w &abwg-1-% F &K #1191 F 8 0O)(A %)
c K RAMAEHRHE P M EL40C > FFEH20 N - E R
WA ETE > EEANBRGOESH)F 0 LB T E (350
BI)VER > M AP H MERAB KRGS E )Mk #E
A B KB AAMKEER  BE  RREE BRAEAEHABTE
PEREAEL S XK Tk FTERAAKAI 1 01)F &

» KRB F MHPLC > # A01% = AUBEER RiR&E * TAFOS: S
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£250: 50 0 BR2045 4% 0 Xterra’g 42 ) o AT R X d XA =
AFROGCEHA)YT  ERAMACEATEH T IME RS EIH)

- A AETHBRER THEBERAEAZTTELR > HFHEAL

it & 4 (0.075 %) o

' H NMR (400 MHz, CD; 0D, 50°C ) 6 8.36 (1H, brs): 7.95 (1H, brs); 7.78

(1H,brs); 7.31 (1H, br s); 4.28-4.06 (4H, m); 3.32 (2H, brs); 2.70 (1H, br s)

; 243 (3H,s); 2.35(2H,s): 2.04 3H,s) ; 1.84-1.73 (12H, m).

MS : APCI(+ve) 419 (M+1)

K #] 192
2-(1-2 4 B )N-6-8 E2-{R(F R E)CE X 2% 5-K)T
Bk —BHRB
N
HN/\/ ~

N
l
NN
@\/ﬁ\
N
H

# 2-(1-4 48 J A )N-Q,6-=— fvh sk S- RV B (T #1755 %
({NR00E %) A 1-F A2-w Gt S BAQEH)F B R > & B
EHeoF iz AF A22BACEFTARLATRE =
TEASEA)AZBAGOEAL)RE - RAB R BEREH
RV BExPEY EARAMNMBRE S AILHBRE ETK
A o HBEMKER > TAEAETBEAET > AL0CT £
BINEH o EFSEARHEALEY > HER
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'H NMR (400 MHz, DMSO-dg, 90°C ) & 9.64 (s, 1H), 9.10 (s, 2H), 8.05-7.94
(m, 2H), 7.74 (d, 1H), 7.14 (d, 1H), 3.96 (t, 2H), 3.25 (t, 2H), 2.63 (s, 3H), 2.23
(s, 2H), 1.97 (s, 3H), 1.74 (d, 6H), 1.68 (dd, 6H)
MS : APCI(+ve) 427 (M+1).
B Bkt 232-234C
K #] 193
2-(1-2 4R 8% B )-N-(6-8& & 2-{F E B-«(F B £)® & 18k & o8 ok -5-
Ryemxk—82R8

SN

H
0 AN
JOA,
# 2-(1-4 48 5 & )-N-(2,6-= & »& wh -5-3% )T & A% (200 £ &%) & 1-
FRER2WAEMLEQREI)PXIRR  BREHOPHBMEZ
B ANN-Z— P X Bm-13-— (123 %) sm4 (0% %)
R - BHEFZIEEAZHF L& AINTEMER -~ T
B AR R F% > AMEA 02 08: 993 /w £06: 24: 97
ZRAMEEE AABEAREBIZRBENE  EAEFX
RO AL R TREY  EUAMALE AL AR F
ERRE - AATTABZER HAEHEARS B HR
TEY > PAMmBERCE AINOLHAREGEN KD SEIL -
Bk £ BB > i —FFFEMHPLCH AL - £ A 0.1% =

&
AEEEBAKEEPZISHEIANARN T - B EARBRESBZ KEY
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GhF o REBE - BEATEY  AAMALEEI4S—AREEFX
BERRE > HAEEYRE  ETEETRAT > AS0CT K
3K mAAT0E AR HEILEY 0 A & B -

I H NMR (400 MHz, DMSO-dg, 90°C ) & 9.64 (s, 1H), 9.07 (s, 2H), 8.03 (d,
1H), 7.98 (s, 1H), 7.69 (d, 1H), 7.36 (d, 1H), 3.90 (t, 2H), 3.29 (s, 3H), 2.98 (s,
2H), 2.54 (s, 3H), 2.24 (s, 2H), 2.05 ( & & % , 2H), 1.97 (s, 3H),1.75 (s, 6H),
1.68 (dd, 6H)

MS : APCI(+ve) 455 (M+1).

£ 4194
2-1-2 4% E)N-6-8 X 2-3-[G-#HEVEE|H £ 12 %h-5-%)
CEBE—_BRB

H
N _-~~_-OH
NN
l
@\/ﬁ\ )
N
H
Cl

EmEplelFrBmz s BHAEGIE=-TE(=
FAWREAIA A A AR A TR E =-T 85 (46 % %) £ 9-9
EREADBIERGCES > A Ak PIOSMER)F ZE
%o N ARRAT mAIONE c FRERAHEEER
TR MEREBEZAERAGYZIERA0E L > A1EIF K F)
s MR A MIBFESHE o B Hm2-(1-4 Ak KX )N-2,6-=— & &
ok -5-2% )2 B KR (B B 175 4 B (0)(350 & £ ) @ B = X B 42 (0)(50
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ER)EEANN-—_FREFBEEEQGCEF)FPBER - HF RS
e B E80C » HHEINEF  AKRKQSEHF)MHEB > it BB
LEQGXLEF)FTHER - Mo FERE-—FTRB LR 2

(i

)M ABKRFEBEERMRKER > BE > RREH - & &
WHHABEHEEREH&EL AE_AFRFIHE K TFKRIN

FTEMER KOS ELWS > REA_RK TR FIS5% T ERE
B LS BMIMEEART T EARILA E =
REFzERAOEHA  IMER)RE  EALATHHAFD

N BATHBBERETERY  AARVEZIHTET
BB A NMEBRIE AIAGERXNRBRYHBY REIE - &
R esd REEAFTBREKE T AEAALZE aF
HASCTHBEw L aFEEALEYS LG & B Q67TE
7)) e

'H NMR (500 MHz, DMSO-dg) & 10.29 (s, 1H), 9.07 (s, 2H), 8.58 (d, 1H),
8.23 (d, 1H), 8.06 (d, 1H), 7.89 (d, 1H), 3.48 (t, 2H), 3.26 (t, 2H), 3.04-2.90 (m,
4H), 2.30 (s, 2H), 2.23 ( & & %, 2H), 1.98 (s, 3H), 1.80 (dt, 2H), 1.75 (d, 6H),
1.67 (dd, 6H).

MS : APCI(+ve) 470 (M+1)

K #1195

2-(1-& 88 b 3 )-N-[6-& & -2-((3-[2-& T £ ) £ 18 & ik & )& ok -
S-Rl sk — BB
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OH

Z N
O X |
S,
*”dzaffvll74‘1’ﬁfr#%ﬁz7f/i-’4;*\}%]2(1 & )-N-(2,6-=

fooE vk -5-3K )T & BE (F P 175 F B8R (1)(200 £ %) o & B 47 (150
EAR)AR2CHEARE)ER]ICEGSE L) HFR2ELS
Mm@dSE L) HEH E&BE R -
'H NMR (400 MHz, DMSO-dg, 90°C ) & 9.67 (1H, s); 8.06 (1H, s); 8.00 (1H,
d); 7.76 (1H,d) ; 7.20 (1H, d) s 3.78 2H,t); 3.71 (2H, t) ; 3.11 (2H, 1) ;
3.02(2H,t); 223 (2H,s); 2.08 (2H, & € % ); 197 (3H,s); 1.74 (6H,d)
; 1.67 (6H, dd)
MS : APCI(+ve) 471 (M+1)

Y5 B 264-266C

K #1196
2-1-2 A )% & )-N-(6-8 & 2-{4-C-R T B)N &b H-1-K |F £}k
o -5-% )T &k B

OH

ol
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D 2-(1-2 85 & )-N-G6-R £ -2-2 % Xk 5-8)2 & ik

B 2-(1-4 4A t & )N-2,6-= & & ok -5-% )T 8 Bk (K #1175 ¥ 5
NI E)E—FETEESEF)FIHE TR RA=TH(Q
WEVE Q25 EH) 26— -FZ-TAAFTEBHGOE )R =

RECEEAM)eC4EL)RE - KFREHWANCERRAT#
FI6 0 @ A EFTE UBRLEHRE LTR&EBHEL
WK > RBEAKRKAL TR K - HRERE—F AR T BE
ER o> EHAEHIABB LB REKRC) » AR BRER KK
BoBIE - RARAE HAREUWABTHBELEERXETAERMN
Bl AEZRTFRFZ01UTERSY  #EwE025%
BATREE > HIFSS0E A ZHiLL Y o
MS : APCI(+ve) 381 (M+1).
(i) 2-(1-2 $A #% & )-N-(6-8 % -2-F & R o2k -5-5 )T o Bk

% B R e e iB2-(1-2 Mk £ )N-(6-8 &£ -2-2 % & ek -5-%)
CEHmBE(EMIHFEOA-—RTRGCOEH)RERAE )
bk ABCT P BR2NE - AL = F % 05%
) EEEXBRBRBREETR -  HFAP KK QM RERER
mERBEHF > RBBEAEH - -EAkAE > RE—-F K=
AT HRER - BA-HIABRDEABREE  ARRBRER
KEER > BRE > RAE BAEHAPZPBLEZRAFE
BHiL AR TFHE > RER_KTRFTX1X% 7 E X
» M AiFT00E L AR E M o
MS : APCI(+ve) 383 (M+1).

(iii) 2-(1-4 48 52 & )-N-(6-& & -2-{[4-C-£ T &)~ & -1-%|F &}
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ok ok -5-K )T 8 B

H 1-2-72 T 3K )55 & ok o (100 £ A ) 5w E 2-(1-4 48 Jx % )-N-(6-
FOE2-F mr A eE ok -S-2 )T B R (F H 196 ¥ B (D)(150 & £ ) &
FECEH)RBRQOBKA)FIERA - ARFERS S
% AWMZCHBAEMEAELMASE L) > LMK EHHE
HBE - FAmsZT=C@BAEMIEILHNGI0E L)
REHMMHEO I - 2 REMWEALEZYEE  EAFB L
i AT BAEA_RTRFTIRAY I ESK > BE 5
E AP FTISHINTFEMLEAETEE > HFLETLEA
bt X% e -
I H NMR (400 MHz, CD; OD) & 8.29 (dd, 1H), 7.98 (dd, 1H), 7.83 (d, 1H),

ti

7.76 (d, 1H), 3.84 (s, 2H), 3.67 (t, 2H), 2.61 (s, 8H), 2.55 (t, 2H), 2.33 (s, 2H),
2.03 (s, 3H), 1.85 (d, 6H), 1.77 (dd, 6H)
MS : APCI(+ve) 497 (M+1)

£ 4] 197
2-(1-2 A 9% & )-N-[6-8 & 2-({2-(F B 2)T R [ X} F & )& o -5-
£1C s B

N~

@\/ﬁ\\

N

H

B2 A AT RE)ERETERE =-T 8 (362 L) K v £ 2-
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(1-4 48 dz 35 )-N-(6-% 25 -2-F & K v ok -5-K )T 8 Az (F #1196 &
HAIs0z ) A FTEGCEH)RBRAOK ) F ZBRA -
EHLERBIESIESL = L 8RR M & (165
) MR EHBBHBER - BEREDEELTFT RE £
BEMBEN_RFIFT > ARk REABRE K AHKER

e

BRARKLIE > BE  RABEEZRE GHRYEUYABZHE LA
& » AINT EBE MR -~ PEA & Tk > @3 1k #02: 08
P99 e 206 24 T RAMIEE - L EFIBEAME
AFTEQEF)Y » EABEAKRKEZRQROES > 2M) A E - # ®
HBRE REBEXNAPRBEAMRKERY R - EREREGY
R BEFABRGCXIOEI)ER - KA FRHET AKX
Bk ABRBMHMRAKEE > BE  RAE  #£RE
 UAHA B LEEBAFTREEHG&LL AR FTR T E
» OB ELISY BEALE_RFTRFTIINFTEMER > #1%
BA AR EATEE  BAERELEHWQSER) -
I'H NMR (400 MHz, CD; OD) § 8.29 (d, 1H), 7.99 (d, 1H), 7.83 (d, 1H), 7.66

(d, 1H), 4.09 (s, 2H), 2.84-2.79 (m, 2H), 2.76-2.72 (m, 2H), 2.39 (s, 3H), 2.33

(s, 2H), 2.03 (s, 3H), 1.85 (d, 6H), 1.77 (dd, 6H).

MS : APCI(+ve) 441 (M+1)

K 41 198

2-(1-2 4k E)N-{6-R A2 (2B X XIT A E)T £
£k 5K} T EE AR
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ZT

~ SO

0 N
S,

M2 R CEAQERBRUCAEATEE=-TEQTE £)iF M
E2-(1-2 8A ke & )-N-(6-8 % -2-F & & ok olk -5-2 )2 8 B2 (% 4] 196
FHENQSOE ) EFHEGEA)RBRASOKA) P 2 mmn @

o A bR R B R
) K RBEHEHISHE -  plERTELE BB &
BATFTEAL >R MM TFEMEEXZABDBRKRERQSH 2M)
RHE > EHF24 .00 - Ao B A M KX GBI ER T
Foo B R TFRECx0EH)ER - S A HEHHE R
EBEMRKLE  BE  ALEYTRE LTRAREGYEH
AMHPLC# b » & A A RO0IB = A BB KER > £ F H #&
RABFT HEREBESISNENY - T AT A E
—RTRER - EABBAARBMARKLERE > BE 0 R
B EALEBRRBRFEBR MR EERALESY -
"H NMR (400 MHz, CD; OD) & 8.19 (d, 1H), 7.90 (d, 1H), 7.73 (d, 1H), 7.58

WHE > Dmw=CEm R AWM E K QTTE

(d, 1H), 4.00 (s, 2H), 3.56 (t, 2H), 2.72 (dd, 4H), 2.63 (t, 2H), 2.24 (s, 2H), 1.93
(s, 3H), 1.76 (d, 6H), 1.68 (dd, 6H).
MS : APCI(+ve) 471 (M+1)

¥ #1199
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2-(1-2 8A 3% & )-N-[6-% & 2-({[3-(F B £)& £ 1Bk £ F £ )& o -5-
RIlLEEECARERDB)

M 3-Be kA AR (F R )i

e
4

BE = -THE Q462 4% m £ 2-
(1-& 4 de 3K )-N-(6-% & -2-F B A vk ok -5-K )T 8 B2 (F #1196 %
B0 ) ATEHREH)BEBENOKR )T ZEEN -
EHBLEZRBEHBRE AW ZCBAEMAELHNQRITE L)
B RBHBIFIS D - R BR TR EBEH » KRB
FEA> KRB B FPEMEEZRABEKRERQOEIF » 2M) E
oo EEH2UDEF AP RE M RERERRRE T
C ERA R TFRECX20BH)ER - LA A KM E AR
BMEMKELE BE ELTFYRE L1 % Y %3 % 4 HPLC
it > A LRI Z A BB ARZ S L FAA KRN
FZHERLESWEAY - LI EMBEE > EAEAEE
EHF o AOCTHE mHFELEALEHASE £) -
'H NMR (400 MHz, DMSO-dq, 90°C ) & 9.70 (s, 1H), 8.31 (d, 1H), 7.99 (d,
1H), 7.89 (d, 1H), 7.66 (d, 1H), 4.52 (s, 2H), 3.17 (t, 2H), 3.04 (t, 2H), 2.59 (s,
3H), 2.27 (s, 2H), 2.06 ( & & % , 2H), 1.98 (s, 3H), 1.77 (s, 6H), 1.69 (dd, 6H)
MS : APCI(+ve) 455 (M+1)
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T #] 200
2-(1-2 8 5t & )-N-(6-& % -2-{[GR)-v3 & vk 2% -3-% B £ |7 & 1o o
S-ELEBESLFCECRAERD)

H
O
= IN
Jou e
N
H
Cl

MOR-B-ME A w &g -1-BBE =-TEQMUE L)RME2
(1-& 48 fe A& )-N-(6-% % -2-F s & o2 ok -5-2 )2 8 B (F 4 196 &
BMAN20E t) £ FERG@EIF)BBEBEASOK )T Bk A -
MM ERBEHBRE S ZCBAEMAEILMNQITE L)
CEMREDEBFLIS O - R F X = 0 mA LM AL
MOl ZER) EHRBEBHBHINE - AR AEBY B
T RBEATEA> M - B FTELEERANBE R KERQ E
o 2M) R B > B IR H AN o A s A B B OE 4 KR R &
ER TR AR TR Qx20%8 H)E R o B A2 H K
MEAARBERKER > BR > EAELTYTREE  ETHRYG

e

o

W # AMHPLC 4 b > & Bl CAE#0.1% = AUt 8 kK ix & » £
FTAREMKERAA T ZIHERESK ZA0% - LI E AR
B 2 EAEBRBET O ROCTHRE & F42 814 (65
£ R) -

'H NMR (300 MHz, DMSO-dg, 90°C ) & 9.66 (s, 1H), 8.28 (dd, 1H), 7.97 (d,
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1H), 7.86 (d, 1H); 7.66 (d, 1H), 4.42 (s, 2H), 3.93 ( & & % , 1H), 3.54-3.21 (m,
4H), 2.27 (s, 2H), 2.15 ( & € % , 1H), 1.98 (s, 3H), 1.77 (d, 6H), 1.69 (dd, 6H)
MS : APCI(+ve) 453 (M+1)

b g 1 90-91°C

T 4] 201
2-(1-4 A 8% & )-N-[2-({3-[(wb w2 -2-% F £ )ik £ 1% & [k & )& o -5-
£z kB
HN/\/\m N
N~

0 NS
JI,

O ab e 2-% TR Q9 L) R £ 2-(1-4 4 B )-N-{2-[G-m &

AW AVERS-EAICHmBE(EFHIOGC0E L) A T EGSE )
BERAOKA)FZERA - ERF2IHL > K=l
AAMAEMHMA2TE L) EHREHRFBE - Fw A 5
X ZLEA KM Aaitsn170% %) 0 EMRE Y IRF24DH
- M RBERAYNB IR M RERHRE > T UABRT
BEQx20Z )R - oA ABREREALE T RE X
ESCX#puit - 2B TRERBRNHEFE-—F o A=
AT FXO0INTEEMR > # 1% % 33 m E 100% % & > &

FRABLEMQRE L) -
'H NMR (400 MHz, CDCl;) & 8.56 (d, 1H), 7.80 (d, 1H), 7.63 (td, 1H), 7.51-

7.44 (m, 3H), 7.29 (d, 1H), 7.16 (dd, 1H), 6.60 (d, 1H), 5.50 (m, 1H), 3.91 (s,
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2H), 3.61 (q, 2H), 2.81 (t, 2H) 2.20 (s, 2H), 2.02 (m, 3H), 1.87 (q, 2H), 1.78-
1.63 (m, 12H).

MS : APCI(+ve) 484 (M+1)

T #1202

2-(1-& 8A . & )-N-[2-({2-[2-#& T ) £ 18 & 1Bk £)-6-F K ko -
S-R|C e B e S

N
0 A
SO,

EoE 1745 % OG) 2 F % 0 2R 2-(1-2 k% £ )NQ-&

K-6-F Aok S- RV @A (FEWH238E £)H2-[G- XA E)
RleBQQesEH))E h E/HEALEH(TE L) -

'H NMR (300 MHz, DMSO-dg) & 9.54 (s, 1H ),8.08 (d, 1H), 8.00 (s, 1H),
7.61 (d, 1H), 7.18 (d, 1H), 3.79 (t, 2H), 3.71 (dd, 2H), 3.12 (t, 2H), 3.03 (t, 2H),
2.30 (s, 3H), 2.24 (s, 2H), 2.09 (q, 2H), 1.97 (m, 3H), 1.75-1.60 (m, 12H).
MS : APCI(+ve) 451.2 (M+1)
Y B 1 217-222°C
K #1203
N-I-2HExEFE)2B(FTRE)AEPEHRS-HER_BKRE
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ZT

R ErIN2y Bl szE B$HRARETFTEEEAFTRSE
Z-TEO2AE)ES-MER A ABIINE KRG EH » AW Ak h
FZOSMZBERRBR)FPZEZR > ABAERILAT » mH2) 8 -
BHERANETR S Hhmsger(1 29 0 k¥ 225M
BEIR) MR ADBHS>E > EHFmN(-24% K F &£)2-
£ o2 o -5-F% B B (0300 % ) f B = 3K Bk 42 (0)(0.015 %) £ &
NN-— 7 A FPEmEASEF)FZIER - HB 44 m#HZE0C
W FH2N A fa e BRQSE )M E L A BB T B (3x25
E)FHER - B EHIERABLKBRRER KR BE
 REME B REMABB ELERNEL S XA R TR T
25 FTE R oW ETEALILAL AR ET
ZERA0OZBHMEZE)N > RREE S BHH RIBEEAT
B-BRLULE/RLER WFEALEY &9 EBEBOG0E L) -
'H NMR (400 MHz, DMSO-dg) & 8.90 (2H, m) ; 8.73 (1H,d) ; 8.30 (1H, m)
; 8.17 (1H,d); 7.84 (1H, t); 7.78 (1H, d); 7.64 (1H, d); 3.15 (2H, d); 3.08
(2H, d); 3.00 (2H, m): 2.56 (3H, m); 2.19 (2H, m), 1.97 (3H, m); 1.75-1.61
(6H, m) ; 1.59 (6H, m).

MS : APCI(+ve) 392.3 (M+1)

ks Bk ¢ 158-160°C
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£ #1204
2-(1-4 48 % £ )-N-(6-F £ 2-{3-(F 5 £)% £ 18 £ 15 % 5-%)2
B R
O
YY)
A N/\/\N/
H H

OB-S--2Ax X mE)EE]6-F LAk 2-X 1Bk £)B £ ]
BREFTRTHE=-T 8

A2-(1-2 8 ke K )N-Q-R & -6-F K vk olk -5-X )T 8 fix (K #1 4)
200 £)EI-F A 2w amS BT EREZN > FAm2EAEB
E(TEAEATFTRE=-TEGCOE #)R 2847020 % %) -
KR A MMM EIRC  BEISIE « 2854 2K KRS
MARBL R FRZIMESRRE L5 AHRE - K

— TR R T RER > ELESHZIAEKE AL KB

BEMKRER  BE > REE  BRAREHAZTEBELEREW®
b A FE /R FHEA20) RENEEEK L& /R T K (/10
B MAFAREAILESY 0 HEEA20%E ) -
'HNMR (400 MHz, DMSO-d¢) & 9.43 (1H,s) ; 7.74 (1H, d) ; 7.33 (2H, s)
; 6.88 (1H, ) 5 6.72 (1H, d), 3.38-3.22 (4H, m) ; 2.80 (3H,s); 2.22 3H,s)
2.18 (2H,s) 5 1.97 (3H,s); 1.80-1.60 (14H, m); 1.38 (9H, s).
MS @ APCI(+ve) 521 (M+1).

ts Bs 1 232-234°C
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(ii) 2-(1-2 $A 42 2 )-N-(6-F £ 2-{3-(F B £ )& £ |Bx £ b ok -5-%)

T & Bk

AB-(5-[(-2 4k k T A )ER]6-F Robok2-% 1 £)B
AFABEAFTRE=Z-TEATH(IEH)E A FRGCEIH)

TXHERR FmBBRAME-_RBEBE Y > 22 44) - BHH
RZBEMBHINE > RBEABEZLE - Aty FE
/BB LB RES > RFRMEALESHA0E L) -

'H NMR (400 MHz, DMSO-d¢) 6 9.57 (1H, s) ; 9.10 (2H, s) ; 8.08 (1H, d)

; 8.04 (1H, s); 7.61 (1H, d); 7.20 (1H, d); 3.32 (2H, t); 3.07 (2H, t); 2.56 (3H,
s); 229 (3H,s); 2.25(2H,s); 2.06 (2H, & & % ); 1.98 3H,s); 1.82-
1.62 (12H, m).

MS : APCI(+ve) 421.3 (M+1).

Yx B 1 217-224°C

K #1205
2-(1-2 4 ke B )-N-Q-2-[G-Z2 R X ) X 1T £ }1-6-F £ vk ok 5-%)
Lk — BB

O
N N
H |
NS u/\/\OH

(i) 2-A-2 b £ )-N-6-F £ 2-2 % X o2 ik 5-K)2 & B&
BEwEAI6E TGO FE B A2(-2 4% £L£)N-Q-& £ -6-
FAERS-K)CHEBE(EADE A > B FRAL S 4000 £
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x) -

MS : APCI(+ve) 361 (M+1).

(ii) 2-(1-4& 88 5o & )-N-Q-{2-[3-£& " £ ) X 1T X }-6-F & v ok -5-
E SN Y = ]

A 2-(1-4 48 d2 & )-N-(6-F % -2-2 % % o5 ok -5-2 )2 % fe (F 4
2055 B @)(100F A ) ABMBGCGEN)FP I ERN » HFm3dk A
B-1-B2 (500 % %) - HRAE M MmAZEINNC  BRANE - #AH

HEZR - KHREMWEAN_R T I ERRER M KRERT
toMRE  MARKEBEE-—FTA_KTREFR > E®EHI
HBE AL RKRBRBEERKELE > BE > ZREHE - RAEGH

BB LR AL AT E/ KTk /R K Q090/1)

B BRI EATEY LR BRAGAM > £ 14 &

EEY 1l Z2H) HREBBFHIIE  REABZ LA -

1 REMB L / BRLUERER  WEFRALEY 5B
BQ2E ) -

I H NMR (300 MHz, DMSO-dg) 6 9.92 (1H, s) ; 9.06 (2H, m) ; 8.45 (1H, d)
; 8.05(1H,s); 7.82 (1H, d); 7.73 (1H, d); 3.56-3.45 (6H, m); 3.07 (2H, m)
; 239 (3H,s); 2.28 @H,s); 1.98 3H,s); 1.82 QH, & & % ); 1.74 (6H, d)
; 1.72-1.60 (6H, m).

MS : APCI(+ve) 436 (M+1).

5 25 1 175-178°C

K #1206

2-(1-2 A bt B )-N-[6-R K -2-Gs g b " -1-B F X )b ok 5-K |2 &

BR=REKB
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NH

7 F B (S € ) 1 B B (100 3% A ) F 2 2-(1-4 48 42 & )-N-(6-&
A& -2-F B AR ek -5-K )T & k(K #1196 ¥ B (1)(300 £ £ ) A o
AN BH-1-BBE=-TEQOE L) - ¥ROMHDT R
TRHE2DE > TR M EmAEXMAIGOE L) o H s

R
o

MEHBR  RBEEANBRRBE AGMNKEZRT - 2 84H K
B EHARKEARTRER - 60 HBE AR S
RARKBZRE  BE  RREE BREHWEATET 5K m2M
BRAOEIN) - B BRI EZRBH24IH > T EXE > & HF
ME A G o kA E S AAHPLCH L 0 A A b 2 0.1M = F B
BMAKZER /CHEHR mEFLEALE-HI30E L) a6
g AL = BEBRE -

'H NMR (500 MHz, DMSO-ds) 6 9.96 (1H, s) ; 8.83 (2H, s) ; 8.26 (1H, d)

e

; 7.99 (1H,d) 5 7.89 (1H,d); 7.72 (1H,d) ; 4.10 QH,s); 3.23 (4H, m) ;
2.95 (4H, m) ; 2.26 (2H,s); 1.98 3H,s); 1.74 (6H,m); 1.74-1.60 (6H, m).
MS : APCI(+ve) 453.1 (M+1).

& ® 1 132-136°C

£ #1207

2-(1-2 4R )% & )-N-(6-8 & 255 &b o -1-R vb ok 5-% )2 & B
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Cl

NH

ALK -2-v RS B2 E ) P 2 2-(1-4 48 1 £ )-N-(2,6-=
foeEek -5-K )T 8 A (K #1175 % 8 ())(150 & %) 81 2 & 47 (300
EA)A > BN &b (088 %) o #HiRAMWAI30C T Amhd
B RBRE LSS > EEAKF - XK T ERERES
Mo A IERRE BEBRAGY  BEGHELAELSR
BB LB IMAEI>RRE - S BAKE > THLKEE—F
ABE B LB E IR - A ABEZREE  ®HERGH
RAELEHB LERBRHAEIL  AFE/ R Fk /&A1& s
BR(IBV) s » ERPMBREDEHXNBEGM > £ =& 1
BrY)RE #HiriABERE - A7/ BRRELEELES

TIRANLEY 0 HBEEA0ZE L) -
"H NMR (400 MHz, DMSO-d¢) & 9.97 (1H,s) ; 9.53(2H, s) ; 8.09 (1H, d)

&

X.‘J

; 791 (1H,s); 7.76 (1H,d) s 7.51 (1H,d) ; 4.10 (4H, s); 3.27 (4H,s) ;
224 (2H,s); 1.97 (3H,s); 1.79-1.58 (12H, m).

MS : APCI(+ve) 439.1 (M+1).

Vi 25 © 280-283°C

T 1208

N-(1-2 Ak & F X)6-8 &£ -2-{F X B3(F B £)% £ 18 & Jok vk -
5-% &k Rk
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R

Rh BT HEER S EAN(-2MK KX T L)26-=
ok ok -5-% & B2 (100 & % )W NN-= F & &k -1,3-= i (500 & %)
R AW BEATBEEEHA&LL AFTE/ KT/
# R AL 4 E & (9/90/1) = B 0 R 1 F5 % 48 HPLC » A & F 2 0.05M
R4k / CLHE s miAEALAemQ0Z ) &4 e B -
'H NMR (400 MHz, DMSO-d, TFA) & 8.87 (2H, s); 8.75 (1H, t); 8.35 (1H,
m); 7.98 (1H,d); 7.87 (1H,d); 7.63 (1H, m); 3.95(2H, m); 3.41 3H,s)
5 3.07(H,d); 3.02(2H, m); 2.56 (3H,t); 2.02 (2H,m); 1.97 3H, m)
1.74-1.55 (12H, m).

MS : APCI(+ve) 455.3 (M+1).
B 2 0 195-200°C
B w25

Bdm kb &4 E e X F 8 A KT & KR Y = B 8 (bbATP)
AP, 2 X EHH > CEARILBEEBR TN R(EYD
B R B % (1996),37.3), % 126 B ) - B b » & 4& A bbATP » 7 &
ez 4 (% ADNAKR B M)A ET RZXRELET > ERA
DNA-#& & Rfb ez B AL BRAME M - A8 L HE
e THEP2X, 2B ERLERAZL—REZTHZTAELRD > BT
TR HPX, TR

—
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I FT X AREEHAZIRANLEG D AP H EZ R R
B EM - B REBAFEAEI-H-FREMEZTK P & W #
FABLOMAR KT R L EHLAICMIE L T 4 x 200
# S+ THP-1 %40 f B 5 2 Q5x10B mpe / 29 ) > 4 H 10°M
bbATP 2 25 # F+ S 4r & Bk > B A H3x10°M & Bl 1L & 4
225 HAv Rk c R A BB AR FE 0 3 A37C
T E2— D o R 0 # IR 5 Perkin-Elmer % £ W F R B +
B A MEAS20Z MR BHAESSEH R EETE
ExISZEM K Em20EM K - HbEIKIB W EALARR
F 1% 18 3] & B bbATP (P2X; % B 18 & &) ) fi wk S BX S- B8R B
P2X; 2 BERB)ELHERBRA - APTHETZH - #4540
1t & st HplCs o F 0 b B F & & % 1K bbATP 48 & #| 7% 4 i 50
Y%L AKFERANLEMREIAHE ST ILEHETH
B EM o B FDPICsoE F>450 - #ldw 0 T REBE TS

K& M EE G ZplCs & F ¢

(e
(e

TP AR T pICs,
bW

6 8.05

17 8.00

160 7.10

167 8.30

168 7.60

170 7.58

196 7.73

205 7.75

208 7.45
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5~ FXEHABR

AERGERHB/T AILED

(CH,) —A - Ar

¢))
Adm-A -REAHEAAZTAHARAEZ P ZAZIER S
B A A REZBREaLY EHMB R LS T L
y R EABEFE L A& -

s RUBEAHE
The invention provides compounds of formula

(CHp) A - Ar

@

. . 1 . . . .
in which m, A, R and Ar have the meanings defined in the specification; processes for
their preparation; pharmaceutical compositions containing them; a process for preparing

the pharmaceutical compositions; and their use in therapy.
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#® - PHEHER
. —#& F 1t &%

(CH,),—A - Ar

M

AFmik Rl 2K3;
AR UGBS AT ARERE T o
A % = C(O)NH %, NHC(O) ;

@E\
/E
D

T

AFDREX —(k+HETF > "DHBREX %5 —18%7CH>
AMEBRGZRARERE RS ERRERRK > RKLB
2E2AEF CGCl Ak ARERBKEY —BERALERK ®
R ARERBALE - BFRC-Colr RE 0 K

TAAE

4

X& T @& RXARFXREE>NR
ns0sxl;

(11D);
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RRA T+ — B4 RXCCslrk > ATABERAKE VY —BR
REBRK  RRAEEAALRE - A% ~ C-Colx & % ~ C-Cg
Ak~ Cl-CoRotn £ ~ CCea i AR A ~ C,-Celm &8 &
CCGCGEREEACXERABFREE Y —BERA R AL R
REZABRE BERCChr AmmARE) ¥ £
REMRBFRARBES —EBE2HCClr A A RARERR)
E-XEAEA - XA_REEBHEX - XA
AXA - AWM EART AL
REATR ~#ARAENRR > ER AT B
ARYA T4 29- BB 4245 ETELLE ) —
BEAR - RRAAIRER T AEZHEZAFE ALK ZE
Po—ERARERAK  RAEEZAEREE  BEE - CCkr &
» C-Cete Bz 2 ~ -NH(CH, ), OH ~ -NH(CH,); OH ~ C;-C¢ # }z

RETARFRC-Clr i ATABEREKE Y —BRA
ARAK BRAKEZAARE S B FRC-Colx & %

ROEER &HB 2 2 F 8 >~ wawm%E &~ C-Colx £ ~ C,-C
WA RCClE A ABERAEREY—ERALZRAK R
REZHEHZE-BBE A -CClrlzi » =—-C-Cole Bz
% -~ -NH(CH,),0H ~ C;-Cs¥x & £ ~ C-Cetx B2 £ ~ C;-Ce¥n
A5 AARRALIHARIEZI0-BERAH L TEALE
P-BEAHRARAARIRERT  OAERZAHKHEANE

MEEF—BEARAERAK  RAELAZAEHEE - £ 4 - 8
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2 HE S LA - CColr & >~ C-Co# it £ ~ -NR*R? ~ -
(CH,),NR!'°R!! Z -CONR!2R!3 ;
ARAR TR EM B2 AR T -2 Ref < 8B#
B OATOLEZHRAAIEF _EARRERT  HEHAA
oz —EARRERK RAEZHRLE-H £-C-C
¥ Bk B Cy-Co#e dx &
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