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W

(R) -5-8-7-Z #-2- (2-FHIRGE-1-3 ) 3 5 12ng -
S-g-2- (IEDE-1-2) -7- (HEW-2-%) 4- (ZHFEEL) &
3R |

(R) -5-8-2- (3-HEIRU-1-2) -7- (W -2-5) -4- (=
BEEE) EHEH

(8) -5-8-2- (3-BEIRE-1-2 ) -7- (HERE-2-5) -4- ( =45
) E A

(R) -5-8-2- (2-BEIRDE-1-2) -7- (HIE-2-%) -4- (=
CRIE-DIE S

(R) -5-8-2- (2-BEIRM-1-2) -7- (EW-2-5) -4- (=
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AEE) FHER - &

(R)-5-%-2- (2-HEIRM-1-F ) -7- C1H-ME ™ -1- ) -4- (=
BEHE) FHEW -

[0050] AEHRPEHUBER (1) RRZMEYWEHNELE
BAEBRKE  WLUBEBAUTHARIAREN HEREE -

Rs R
R7

- = 3
%{
Py L
mEEFELBER (2)(KXF > RR R ER' TG
RERE BEX (D FERZ XETHNEERT BEE -
HEFEEBEE ZATHEBESE FE£ESRBEE) £T
Zké%’@ﬁ%muﬁﬁ(2%§ﬁZ%A%%%Eﬁ%1
EE~SOEEZUERN (3)(HXF R R R ERFEE
ﬁﬁ%%’@%ﬁ(n¢%ﬁ%’Y%%@%Zﬁ%%J§
RZBA T HETRE  EEUBER (4)(KF R
R®RRROCRE R FESHEREELEN BER (1)
hEEE YHEER (3) PEAR) 2Ry X
BREERN Y UEENFERE MESUER (1) &5
ZHhHEY BREEZEEETNS  PUEHERTHER
T.W.Greene #(( John Wiley and Sons ),1991 ££ )2 “Protective
Groups in Organic Synthesis” W= T EHE - FE B E = -
[0051] %t FBEFETHERAZBEME W EHA &
At &K FBE X NEKRE - ZB - _HEg
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ZRECNN-_HEFRE —FHBE - KEEES-50~200
C HBESEH 0~I50CHEE > KERMBS S 58 ~48 /)
B BESEI S E~20 /NN EEET EREXEZH
MREULBRANGEGETREZBN T » R Ll ss sk
FORTMARMY (FIA0: ZZF NN-_EFREZHE)-
[0052] (RBAZMMENUBER (4) RRZHEY > TREE
HeEmAE (R'"-R*-R-R**R*~R*~R"+ & R®) #LL
EREHR MUSREABRACHEANEMLED - 6
MAREERFEACBBECSEEANES R Y AT
- -FBRRUNEEREZR - THE  8BH-ERE-Corriu
& - AHEH-/Nz-Stille BE - HA-ZHES  BEES
Buchwald-Hartwig {8 & % -
[0053] A EHEEGLER (1) RR2LEY BT
@R TREEWDIBE I B B RET - B IIAR
SOWBLEMLN A% BH SAR fEEZISL
SERE  WNEE - THE WEE BELER BREIELR
B ZE - ZHZB ZHEZE - RZB - A% mER -
7

N

BHAER - B8 - FHRE - ALK (mandelic acid) - T + B2k
-NE - FE BERRECARABRE KMPILER - %
BEREFCBRUEBRERE  PHERECKEHBE S HEER
MEZTEBERE -

[0054] AEMEEBHLENX (1) XRZLEY  KILE
MEEMEAAE 1R 22BN LA AHBROER - & 1K 2
A EZAHBBRMANNLBEEDE  FEGEEY - &
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FLAEERGY NERBE2HBELEEALABHGH
e X REAFHUZUEBER (1) RRAZHAYREHERE |
ARFFHNES  TEEHEZKEYREBHEYD - M5B S
Mg > PN RLEENESYE -

[0055] AEBEEBHUABER (1) BRRZILEY » TIES
PDE4 {I &I EIE A -

[0056] ABHHMEBHEE - ERELARY  E&5F
PR (1) RACAEYREEEE P AFWBEEREN
R AREREPEBZEEARY  RORBIELKOZE—TE
BRTREET HEHRTHEAEIZEAEUNAZHY - A
B AERPRCSELUER (1) ERZALEYREH R
FPHEHFNEBERERNRNIZBEERY  SEREERT
&R EE RN

[0057] MLt ZEHEE YO EBME TEL : s£8 -
AHE - BE - BRI - BB - BB (elixir) ~ BIEE - 2B -
PERBEROR DIk FHE - WAL - EBERTH B
B BF - HER - REH - LEE  BESEKOR -

(0058)  pt% 2 & W BT - AT 65 O 76 56 2 09 4E 38, oh O O 0
WRBE - EEE - SOE  WEE %A BS KB SR
B -

[0059] AEHHEHBEMRYTZLER (1) BRZ4
EVRREEE LA NENEERRKERIT AR
HEY BREXREHENERT  BEEHEHRUNWZERE
REERFR 0.01~50 HE%  BES 0.05~200E8% - #%F
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EHACETFRIBENER  BE - %7 - KRNEERE - E

MHEESF  RENNBEREERE  BEEBERAEH 0.1~
1000mg " BER 1~300mg> B 1 HRF I AREHFHHR T
BR -

[ 56 5]

[0060] AT - $t¥f A - FAEMAIKEMBE - HAE
BANLFERERES TR - X - BEROERZ BN S
M HEERERBZEFIRHRHA -
@ (00611 DITF » £EME - 2HQhFANER  EEBQ
“F °
APCI : RE B EZH/E 1
9-BBN : 9-Fl € 52 [3.3.1]F 1z
DMF : N,N-_ B £ H i i%
DMSO : — F &5 g
SI: EFEEET/E
HOBT @ 1-¥EH =0
Me4t-butylXphos : 2- " -=f T E B -3,4,5,6-P0 H &
2046 R ERE
MIDA : N-BEGE g — Z %
P H L
[ER RN
RockPhos © 2- (Z-Z# T EBE ) -3-HEE-6-FHE-2" -4
60 -ZRRE-1LDI -BE
tert : = £k

Ul(ll
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RuPhos ' 2-“IRCEBE-2" ,6° -ZEREEHRE

(S) -Tol BINAP : (S) - (-) -2,2" -# (9 EHEEBE)

1,17 -B &

THF : VY &, Ik 15

XantPhos : 4,5-88 (K EME) -99-“HEEHR

WSCI: 1-Z&-3- (3-“HERERE) M _GHERE

[0062] 24 1

5-F-7-RANE-2-TEEHF R
@ (2)4+E2EREXER

W 2-BRNEFEE (1.36g) - 2-fEME (75mg > 0.08 &
E) URFES (803 L 1.0 E8) BFHEMHEHE (20mL)
HOoESTHHBTER 3/NF -BNKIKEKRE B2
MIBEENERY FEKGBREEEREEREE  REH
FREBERHEARY cr BWBERENZE (BHE - 2B Z
BE cCte=1:15) BHMEERYER  HEZENLEY
1.29g -
'H-NMR (400MHz,CDCl3) 6 : 1.27 (6H,d,J = 6.8 Hz) ,
3.14-3.21 (1H, m) , 6.67 (1H,d,J = 8.4Hz) ,7.01 ( 1H, dd,
J] = 2.4,8.4Hz) ,7.14 (1H,d,J = 2.4 Hz)
[0063)
(b) 4-8-2-BRNE-6-THEXER
RRBEG 1 (a) EBSZ 4-8-2-ERNEER (1.29g)

BWENRZE (4.8mL) # > KB THEA B¢ 8 7 17 00 18 B
B’ (T0%RIIEEE (477 L) BEHZE (1.2mL) HESK) - 1§
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ABRE RERBH IS OEHR BNAK AZBZIEER
HERY - BEREARBREMNKBREF R HEKRK
SRRkt BEBRESHESHERY  AWBEREWR
“(RHE > ZBRZE Cii=1:15) BULESERDER

ESEEN{AESY 882mg -

'"H-NMR ( 400MHz,CDCl;) 6 :1.26 (6H, d, J = 6.8Hz) ,
3.38-3.45 (1H, m) ,7.45 (1H,d,] = 2.4Hz), 7.96 (1H, d,
J = 2.4Hz) ,10.97 (1H, s)

@ [0064)

(c) 2-fEHE-4-8-6-ENEFE

RREZEH 1 (b) MERZ 4-8-2-ERE-6-IBE X
(881mg) HMEMNZE (8.8mL) DIK ZB (8.8mL) # » ¥
IO B AL % E 5%$H (5%platinum on sulfide carbon) ( 264mg) >
REBESRATREI0OLHE - BEABAYWZR  FEHEE
HREEESE—ENLEY 745mg -
'H-NMR ( 400MHz,CDCl3) 6 : 1.23 (6H, d, ] = 6.8Hz) ,
3.03-3.10 (1H, m) , 6.63-6.65 ( 2H, m)
[0065]
(d) 5-8-T-BERNE-2-WEFRF

RRBEH 1 (c) MERZ 2-EE-4-B-6-ERNEER
(745mg) BN LB (13.4mL) # > HINZF /LB (6.7mL)
HaE A (120mg) > 7£ 60CHHMBFIEAR 2 /6 - R TE
BBBEREE % RIMKEEESE S HA SNBEREF
B FHABRERE YU RESEENLEY 937mg -
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'H-NMR ( 400MHz,CDCIl;) & : 1.33 (6H, d, ] = 6.8 Hz) ,
3.28-3.35 (1H, m) ,7.04 (1H,d,J = 2Hz),7.09 (1H,d,J
= 2 Hz)
MS (ESI) m/z: 228 (M+H) *
[0066] %%WUZ
S-&-T-HEE-2-EFH W
(a) 4-G-2-FEE-6-IBEXH

A 4-&-2-FEEBHNA 4-8-2-EFEEXBD BRI

@ CEHEZSEH1(v) AENFEESEENLEY -

[0067]
(b) 2-fEE-4-8-6-FEXKE

ERZ2EH 2(a) BT 4-B-2-FHEE-6-THEFEEB I
RA4&-B-2-ERE-6-HEXD  BRUEDAERAEZEF 1 (c)
AN ST EEREENLLEY -
'H-NMR ( 400MHz,CDCl;) & : 3.84 (3H,s) ,6.34 (1H, d,J
= 2.4Hz) ,6.39 (1H,d,J = 2.4 Hz)
[0068)
(c) S-8-7-FF & £ -2-5i £ 7K H

ERZ2%EH 2(b) FTERZ 2-lEE-4-8-6-F & FE B I
2-EE-A-R--BERNEER  BREDAEAESEG 1 (d) FH
BN STEESBEENLEY -
MS (ESI) m/z:216 (M+H) *
[0069] 2= 4 3

T-Z B B -5-8 -2-T0 B R s
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(a) 3" -FBE-5 -8-2 -BEZW
fER 57 -®-2° -KE-3 -HEZENMR 4-8-2-BEFF

- ERE  RILDUMEREZEG 1 (c) AENFEER

BEANLED -

'H-NMR ( 400MHz,CDCl;) & :2.59 (3H,s) , 4.02-4.04 ( 2H

H

brs) ,6.83 (1H,s) ,7.08 (1H,s) , 12.41 ( 1H, s)

[0070]
(b)) 7T-ZHE-S-B-2-EFHEW
® ER2E6 3(a) TERZ 3 -EE-S -&-2 -REZ

B 2-fE E-4-8-6-RAREFE  RIEDANAFEHRESER 1
(d) BBV ATEESEENLKEY -
'"H-NMR ( 400MHz,CD;0D) 6§ : 2.75 (3H,s),7.39 (1H, d,
J = 2.4Hz),7.65(1H,d,J] = 2.4 Hz)
MS (ESI) m/z: 228 (M+H) *
[0071] =4 4
5-% -7- 5 £ -2-Bf B 5 I rs
(a) 4-%-2-H &-6-TH E X

fEA 4-B-2-FEEHNAR 4-8R-2-EREFE > B4
FEREZEH 1 (b) AN AEESEENLEY -
[0072])
(b) 2-FEE-4-F-6-FERE

EREZEF 4(a) TERZ 4-F-2-FE-6-BEEHIA
A-R-2-BERE-CHERE  RUEMAFERAEZEZG 1 (c)
R GTEERZENLEY -
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'H-NMR ( 400MHz,CD;0D) & :2.16 (3H,s) , 6.16-6.20 ( 1H,
m) ,6.31 (1H,dd, ] = 2.4,10.0 Hz)
MS (ESI) m/z: 142 (M+H) *
[0073]
() 5-3-7-F 35 -2-U5 2 % 7 1
EAZEH 4(b) BT 2-lEE-4-5-6-FEFEBHIA
2-MEE-A-B-6-RAEER  BRIEUAEREZES 1 (d) H
BN ATEESEENLEY -
._ 'H-NMR ( 400MHz,CD;0D) & :2.42 (3H,s) , 6.78-6.86 ( 2H,
m )
MS (ESI) m/z: 184 (M+H) *
[0074] =] 5
5-YR -7-FH B -2-BR B TR O rEnk
(a) 4-R-2-FA & -6-T8 & X Ep
fEH 4-R-2-FEEBHINA 4-B-2-BEREEH > B It 4
FEREZEH 1 (b) AENAFEESEZENLEY -
[0075]) |
(b) 2-fZ%&-4-1R-6-FHE KR
ERZEH S(a) BB 4-R-2-FHE-6-HEFEBHIA
4-R-2-BERE-C-HERR > RIEDAERAEBZEF 1 (c¢) B
BN LT EEGSEENLEY -
'H-NMR ( 400MHz,CD;0D) 6 :2.15(3H,s),6.57 (1H,s),
6.71 (1H, s)

[0076)
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() 5-9%-7-F9 B2 B 3 3 mE g
FERASER S(b) B 2-fFE-4-R-6-FEEBHIA
2-EE-A-F-CENEER  REUAEHESZ 1 (d) A
BOAEESEENLEY -
‘H-NMR( 400MHz,DMSO-dg) 6§ : 2.36(3H,s), 7.21( 1H, s),
7.31 ( 1H, s)
MS (ESI) m/z: 243 (M+H) *
- [0077) =46
@ ;SEITEREE2FEFIFEN
(a) 4-B-2-ERNEEF T
FRH2CENEEFRBDNA 2-ERNEED - BRILLEHR
H2E 1 (a) AN FEESEENLEY -
[0078]
(b) 4-F-2-ENEE-6-MEEH
HERABEG 6(a) iELEL 4 £ 2-ENEEXBIHA 4-
B 2-RREEH RILLAGEHESREH 1 (b) AENHE
EEEEN e -
[0079]
(c) 2-fEE-4-B-6CERNELEER
HRZ2EF 6(b)FIEEBY -8 2 EREE-6-HEEH
AR 4-E-2-RRE-C-HEER BRILUSEFESEZR 1(c)
AN A EESEEN LS -
[0080]

(d) 5-%R-7T-BAEH-2-5i H K g
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FRAZEM 6(c) FTESY 2-IEE-4-H-6-ERNEEEH
AR 2-E-4-F-6-ERNEFB RILDUAEAEZEH 1(d)
R T EESEENLEY -

'"H-NMR ( 400MHz,DMSO-d¢) & : 1.31 (6H,d,J] = 2Hz),
4.85 (1H, m) , 6.84 (1H,s) , 7.03 (1H, s)
MS (ESI) m/z: 242 (M-H) ~
[0081] =4 7
S-8-T-ZE-2-HERFEW
@ (2s4zm2zEED

LR 2-ZEFBINR 2-ERERED  RUEMUNFEAES
Z0 1 (a) AR T EESEENLEY -

[0082])
(b) 4-8-2-ZF-6-THE FE B

ERAZE0 1(a) TEBZ 4-8-2-ZEFTBHIMR 4-&-2-
ERNEFXE > BRELAERESEG 1 (b) AENHFEES
BENLEY -

[0083]
(c) 2-FEH-4-8-6-Z E XK

ERZE6 T(b) IEEZ 4-8-2-ZE-6-EFHIA
4-R-2-BEWNE--HERR  RIUEDABEREZZF 1 ()
BN OTEESEENKESY -

[0084]
(d) S-8&-7-£F-2-Fi B H IEm
ERZ2EG 7(c) MESZ 2-IEE-4-5-6-ZEF B A
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2 E-AF -6 BEEER  RLLUAERESEH 1 (O @
B R B EEN e -
MS (ESI) m/z: 214 (M+H) *
[0085) 2% 8
S T- 35 25 L 3 FE
(a) 4-F-2-RE-C-BEER
BRI S-E-2-MER A AR -2-BAEEE B LA
BRESEN 1 (b) RN A EEBEEN LAY -
® [0086)
(b) 2-M 3-4--6- B L H B
EHSEM 8 (a) AT 4-5-2-5 5-6-18 3 E B W A
SRR RE-CREER  BRELAEREESZH 1 () @
B A EEN e -
[0087]
(o) S--7-f 32T 2 5 3 120k
BERS%D 8(b) B ERY 21 -4-5-6-8 5 KB IA
4B -6-BAEER - B ERESEH 1 () [
BE S AN LS -
MS (ESI) m/z: 209 (M-H) -
[0088] %% 9
7-38-5-4-2-5 3L 3 FE T
(a) 2--4-F-6-BEEB
R 2B REMRR 4R -2-BREER - 1 I DL
AESEH 1 (b) MRENTELEEENLEY -
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[0089]
(b) 2-fEE-6-R-4-BEE

BERAZEH 9 (a) EBY 2-R-4-H-6-HMEEBHIA
-G -2-RNE-6CHEED > RUUAEABESZEH 1 () [/
RS EESEENLEY -
[0090]
(c) 7-18-5-%-2-B 5 % reng

ERAZER 9 (b) RESYL 2-BE-6-R-4-BEHIA

@ HEEIFHCENEEH RIENAEFAERZH 1 () F

B SESEENLEY -
MS (ESI) m/z: 262 (M-H) ~
[0091] &%) 10
T-B-5-F-2-HE4- (ZHRFE) EHER
(a) 6-8-4-F-2-WE3- (ZHEFE) X8
(b) 2-¥-4-F-6-IE-3- (ZHEFE) XK

B A4-E-3- (ZHFE) KB (5.0g) BN ZE (50mL)
o WIME (1.54mL, 1.2 B8 REBER 7/ - 50
KERERE  RZBZEURSHERHERY - BEKA
B ERELRE  REMEREBESEEARY - AW
BEXBNE (BEE - 1) BHLEERYBR > 5 2-
B-4-8-5- (ZHEFR) FBMHE 2-8-4-8-3- (SHEFE) ¥
MZBEEY 188z BEBZREAY (826mg) HENZB
(3.0mL) # - FAVKE FTHM 70%ME (380 L) #3545
BN - 2B RERER1ER Bk BZBRZ
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EEMEERY - BEBBAKUREHNRBEKKFLS
FMKMBNGRE  BHEMERER - AWBEHBINE
(EBIE > 815) BFREGZRERE > BEEHE (a) 21
&%) 323mg - EHE (b) Z{EY 142mg -
[0092]
() 2-fEE-6-B-4-8-3- (ZHEFHE) ¥8
HRASEF 10 (2) FELZ 6-B-4-8-2-8E-3- (=&
FE) KB 4-H2-BRE-6-EEER - B IS E F s
@ 2301 (c) ABNFEESEENLED -
[0093])
(d) 7-R-5-8-2-FF-4- (ZHEPE) FHEW
HRAZER 10 (c) FEBZ 2-KE-6-R-4-8-3- (=&
RE) EBMEA 2- I E-4-R-6-BRNEFER - B IL DA A &
S2EG1(d) AENHFEESEENLEY -
MS (ESI) m/z: 330 (M-H) ~
[0094) =) 11
T-R-5-F-2-FE-6- (ZHFE) A Ew
(a) 6-fEHE-2-18-4-8-3- (ZHEFE) XMW
ERZEH 10 (b) REEY 2-1R-4-F-6-T8K-3- (=&
FE) FEIMR 4-G-2-BRE-6-EEER - BRI EFH
2% 1 (c) AN AERESEENLEY -
[0095])
(d) 7-R-5-8-2-FE-6- (ZHEFHE) FHEW
HRSEH 11 (a) FiESZ 6-HE-2-B-4-8-3- (=&
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HE) RBHEA 2-IEE-4-8-6-ENEFE > KRIL LIS e
2% 1 (d) ARV FEEBSEENLEY -
MS (ESI) m/z: 330 (M-H) -
[0096] £ = 12
T-R-5-F-2-GiE-4- (ZEREE) FrHmeEw
(a) 2-R-4-8-5- (ZEFEE) £F
M 2-R-5-(ZHFEE) TR 2-EREER » K
WA ERHEZ2EG 1 (a) AN AERESEENLEY -
@ [0097]
(b) 6-1R-4-8-2-FE-3- (ZHFEE) XB
ERZ2E6 12(a) ERZ 2-R-4-8-5-(ZHAPEHE)
FENMA4-R-2-BERNEER > RIEDAFEHAESZEZF 1 (b)
RGN T EESEENLEY -
[0098]
(c) 2-fHE-6-R-4-&-3- (ZEFEH) £
EAZE 12 (b) RERZ 6-1R-4-8-2-THE-3- (=&
FEE) FHNAR4-8-2-ERNE-6-IEFER - B LIS E A
HZ2EH 1 (c) RN EESEENLEY -
[0099]
(d) 7-R-5-8-2-FE-4- (ZHFEE) FHmEy
EAZER 12 (c) FERZ 2-FEE-6-B-4-8-3- (=&
FEE) FBMWA 2-HE-4-TB-6-EREFER > BRI LIS EH
BZEF 1 (d) AR AEESEENLEDY -
'H-NMR (400MHz,DMSO-d¢) 6 : 7.84 (1H,s)
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MS (ESI) m/z: 346 (M-H) ~
[0100] £ 3 45 13
73R -4,5- 2 5, -2- T B O e
(a) 6-3R-3,4-ZH-2-TAEFH
A 2-R4S5-ZHERERDNR 4B 2-BEREEER » BRIt
HAEREBEG 1 (b) AN EESEENLEY -

[0101]
(b) 2-JEE-6-12-3,4-Z F %W
@ HRAMENSZEG 13 (a) FESZ 6-18-3,4-= £ -2-18

EXEMUA ¢-B-2-BRNE-CHEER R EEES S
Bl 1 (o) ABMAEESEENLEY -
[0102])
(¢) 7--4,5-= 4, -2-5 3 % f 12y

BERASEH 13 (b) FERZ 2-KE-6-8-3,4"REDH
B 2B BE-4-F-6- RN KB I bt LUAME B s 225 1(4)
RN EEEEEN e -
MS (ESI) m/z: 264 (M-H) ~
(0103) 2% 14
7-38-5- -6 5, -2- B 2 % I 124
(a) 2-1-4-%-3-F K&

WA 2R 3-AEMNA 2-RNEER > BRI ERSR
SEF 1 (a) AN FEBSEEGLEY -
[0104]
(b) 2-1-4-8-3-F-6-F8 £
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BAEZ2E6 14 (a) FAERFZ 2-1R-4-8-3-BF B IR 4-
E-2-RAEXE  RIUMNFEHAESZEG 1 (b) AENFHE
EREENLEY -

[0105)
(c) 6-BFH-2-R-4-%-3-F ¥ 1

BRAZEH 14(b) ERZ 2-R-4-8-3-F-6-IHEERH
PRA-R-2-RRE-6-HEFH RSN FERAESEF 1(c)
R ST EEREENLEDY -

o [0106]
(d) 7-8-5-§-6-% -2-5i £ K sk

fERZEE 14 (c) FERZ 6-IEE-2-R-4-8-3-FF B
A 2-HE-4-Q-6-RREXRB RELUSNEHES S 1(4)
Rk A EEREENLEY -
MS (ESI) m/z: 280 (M-H) ~
(01071 23%4] 15
S-8-2-GE -7 10 7 5 2 s
(a) 4-Q-2-THE-6-EREXH

fEA4-E-2-ERNEFBWMA 4-LK-2-BREER R 1L
SEREZER 1 (b) ARG EESEENLEY -
[0108]
(b) 2-BZ H-4-8-6-IE W EFH

BRASEE 15 (a) HER/Z 4¢-B-2-HE-CEREXBD
WA 4-E-2-RRE--HERR RIS EAEZSH 1(c)
AR AT EESEENLEY -
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[0109]
(c) 5-&-2-BRF-7-1E 7 £ 5 H

BERZ%E6 15 (b) ERZ 2-KE-4-G-6-ERNEFER
WA 2-HEE-4-F-6-ENEFXE RN ERAESZZF 1(d)
FIk FEEREZENLEY -
MS (ESI) m/z:228 (M+H) *
[0110] =4 16
7-98-5- -2-T £ K s
(a) 2-1R-4-F-6-THEXEK

BEA 2-R-4-AEBIA 4-K-2-BREFE > BRI E
AEZEF1(b) AN ST EESEENLKEY -
[0111]
(b) 2-f% H-6-1R-4-% F B

FERZEH 16 (a) FERLZ 2-1R-4-F-6-TBEFEBIA
4-R-2-BEWNE-CHERD  RUEMNEAESZEG 1 (c) [
RN G EESEENLEY -
[0112]
(c) 7-1R-5-% -2- % 5 5 gk

ERAZEP 16 (b) B/ 2-FEE-6-1R-4-FFXBH WA
- E-A-Q-6-ENERR REDNVEREZEZH 1 (d) F
BTG EESEENLED -
MS (ESI) m/z: 246 (M-H) ~
[0113] &%= 17
T-R-5-FE-2-TE R H Em
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(a) 3-R-4-RE-S-fH K FHE

A 3-R-4-REEFEWMA 4- B 2-EFERE > RIS
HREZEM1(b) ABENAFEESEZENLKED -
[0114]
(b) 3-fEE-5-1R-4- KX FE

EAZEM 17 (a) FERZ 3-1R-4-BE-5-FHFH BN
RA-E-2-BERNE-6-HEXRE > RELUAFEAESZEF 1 (c)
RN T EESEENLEY -

@ [os5)

(c) 7T-IR-5-BE-2-MEFHrEm

EAZEH 17 (b) FERZ 3-KE-5-R-4-KEHRE N
N2-BEA4R--ENEFR  REDLAERHESEZH 1 (d)
R A EEEEENLEY -
MS (ESI) m/z: 253 (M-H) -
[0116] %4 18
7-9R -2-% B -5- B B R O gk
(a) 2-1R-4-FE-6-T8E XK

A 2-R-4-FEFEBIAK 4-EB-2-EREFD B LS
HRAEZEH 1(b) AIRNAEESEENLEY -
(b) 2-fFHE-6-R-4-FE XK

EAZ2EH 18 (a) FTERZ 2-R-4-FE-6-HEEB I
N4-EQ-2-ERNE--HBEED  BREDAEAEZE 1 (c)
RN T EEEEENLEY -
[0117]
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ORETE & N3 311
BERSEM 18 (b) FEEZ 2-HHE-6-8-4-F H X

R2-ME-4-B--BREER R EEESEM 1 (d)

AN AR A EEY ey -

MS (ESI) m/z: 242 (M-H) -

(0118) % 19

TS24 (SHEE) BN R 7052

-6 (SHEE) FHEE (BEW)

@ (2)6R-4F2WEI (SHFE) EH - & 2-8-4-5-6-
ME3- (ZEEE) XB (BAY)

A 4E-3- (SHPE) ERHMA 483 (SHBE)
KE B L E A RE B 10 (a) (b) FEKNHEEGE
EBHLENEBEEY -

[0119]
(b) 2-BEH-6-R-4-F-3- (ZHBHE) BEH - K 6-IHE-2-1
AE3- (ZHRTFE) XH (BEW)

BERASEP 19 (a) FilEBZ 6-8-4-F-2-HE-3- (=4
) KEH R 2-R-4-H-WEI (SATE) RGBS
IR 4-F-2-BAE-6-EER > BRI LME RS Z 0 |
(¢) MW FEEBEENLENESREY -

[0120]
(o) 7-8-5-8-2-Bi2-4- (SHFHE) FHEW - B 7-8-5-
B2-HE-G (SHFE) BHES (BAY)

EAZEH 19 (b) FilBL 2-HE-6-1-4-5-3- (=8
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FE) BB R 6HE-2-B-4-F-3- (ZRFE) ERUES
DR 2-BEH -4 -6- B EE - B IE DU A L2 % ) 1
(d) AW AFEESEENEY -

MS (ESI) m/z: 314 (M-H) ~
[0121] =4 20
7-8-5-8-4,6- Z f-2- T B K e
(a) 2-3-4-8-3,5- " H-6-WEFKEH
R 4-E-35-ZHAEMUA 4-8-3- (ZHFE) EH

@ HULAMEEESER 10(a) B (b) AN HEESEE

L&Y -
[0122])
(b) 2-fZE-6-8-4-8-3,5-Z A58

ERZER 20 (a) FEEZ 2-8-4-8-3,5- " F-6- I8 &
FEE 4-8-2- B -6-F E F B - I It DUA i F B 3 g
1 (c) AW EESEENLEY -
[0123])
(c) 7-1R-5-8-4,6- = 7, -2- 5 5 % Jf rZog

FHZ%EH 20 (b) FEEL 2-fEHE-6-R-4-5-3,5-2 &
REEUR 2-F K -4-F-6-BREER - BRIk LU R #5 E 4|
1 (d) AN FEESEENLEY -
MS (ESI) m/z: 298 (M-H) ~
[0124] =z E4) 21
T-1R-4,5,6-= 5, -2-5% 2 K H 2
(a) 2-1-3,4,5-Z4.-6- B E XK
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A 345-ZFEXHMWMA 4-8-3- (ZEFE) ¥B - &
WOAEREZER 10 (a) R (b) AENFEEEEEY
tEy -

[0125]
(b) 2-fEH-6-R-3,4,5-Z F K&

EHZ2E6 21 (a) FERZ 2-1R-3,45-ZF-6-BEXK
BrELR 4-R-2-EWE-6-TEFTE - BRI A ESZH
(c) AR ST EESEENLEY -

@ [o126]
(c) 7-1R-4,5,6-= & -2-Gi B R F 2wk

EHAZFEH 21 (b) FERBZ 2-HE-6-1R-345-ZH5%F
B RN 2-MEE-4-2-6-BNERR - RIS EZZH
(d) AN T EEBEENKED -

MS (ESI) m/z: 282 (M-H) ~
(01271 2= f] 22

T-R-2-FE-S- (ZRFE) Fitmm
(a) 2-1R-6-THE-4- (ZEFE) XB

R 2-B-4-FEEBINMR 4-8-2-BEFE XD Bt L4
EHESZEF 1 (b) AENFEESEENLEY -

[0128)
(b) 2-EE-6-1R-4- (ZHEFE) £F

ERZ2EH 22(a) ERZ 2-R-6-IHE-4- (ZHFH)
FAEHHRAA-R-2-ENE-6-HERER  RILLDUEREZZG
1 () AN AT EESEENKEY -
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[0129])
(c) 7T-IR-2-FiFE-5- (ZHEE) HEHmEm

ERAZ2E 22(b) FERZ 2-HE-6-R-4-(ZHFHE)
FEPELMA 2-fE H-4-F-6-EREFE > BRI DAoL 65 F B 28 32 g
1 (d) AENTEESEENLEY -
MS (ESI) m/z: 296 (M-H) ~
[0130] 2§ 23
T-1R-5-8-4-8-2-50 £ K FF s

@ (2)28m4855FK

EAH2-R-5S-BAEBWMA 2-ZEREEE - B4 HHE
2F0 1 (a) AR AFEEESEENLEY -
[0131])
(b) 2-1R-4-8-5-F -6-18 & K

ERAZEH6 23 (a) FMERZ 2-1R-4-8-5-F F B I 4-
R-2-ENEXD  WRUEDJAFEHRAEZZH 1 (b) RENHE
ESEENLEeD -
[0132])
(c) 6-FgHE-2-1R-4-&-5-F KK

EHAZ2EF 23(b) FIERZ 2-R-4-8-5-5-6-IEFH
WA 4-R-2-BERNE-6-ERE BRI FERESZEZG 1(c)
R A EESEENLKEY -
[0133])
(d) 7-1R-5-8-4-5-2-Gi & 7 7 12w

ER2E6 23 (c) FTERL 6-FKE-2-R-4-B-5-8 X8
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A 2-fE-4-G-6- 2N EXE BRILLIAEFE 224 1(d)
RGO S EESEENLEY -

MS (ESI) m/z: 280 (M-H) -

[0134] %4 24

T-9R-5-%-2-5n B -4- B B R g

(a) 2-iR-4-B-5-FHE®H

A 2-R-5S-FEXMEMN 2-ERNERR - BRI ER
BZEH 1 (a) AR AZESEENLEY -

@ (03]
(b) 2-1R-4-&-S-FHE-6- 8 EF &

HAZ2EH 24 (a) FIERZ 2-1R-4-8-5-F EFEB I A
4-R-2-ERREEXER  EAEENRZE > B 6 HHE s
Z61 (b) AW AEESEENLEY -

[0136]
(c) 6-fgH-2-1R-4-8-5-FEFEH

ERAZEP6 24 (b) FRESBZ 2-1R-4-8-5-FE-6-HEFE
B 4-B-2-RNE-6-HERR  RIEUSNFEHESZH 1
(c) AR ATEESEENLLEY -

[0137]
(d) 7-38-5-F-2-Bi & -4- P E F 5 reme

EAZEG 24 (c) FRERZ 6-IHE-2-R-4-8-5-FEF
B LR 2-BEE-4-R-6-RNEXR - BRI F B2 2 1
(d) AN LT EESREENLEDY -

'H-NMR ( 400MHz,CDCl;) 6 :2.36(3H,s),7.42( 1H,s),10.06
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( 1H,br s)
MS (ESI) m/z: 276 (M-H) ~
[0138] =g 25
T-B-5-F-2-TE -4 (SHEEE) K reng
(a) 6-B-4-F-2-WE-3- (ZHFEE) £
A 4B (ZRAFEE)FHBMR 4-8-3-(ZHTH)
FE OB LUSME B2 ] 10 (a) (b) RN S & EEE
B ay -
@ [0139)
(b) 2-MEE-6-R-4-F-3- (ZHEFEE) TH
RSB 25 (a) FilBY 6-R-4-F-2-TE-3- (=45
FARE) FHIMMA 4-H-2-RRE-6-BEFED - 5 1 L4 5 A
HEEH 1 (c) AHENAEESEENLEY -
[0140])
(¢) T-H-5-F-2-FhE-4- (ZHEFEE) FEireEm
ERASEG 25 (b) FEBL 2-HE-6-R-4-5-3- (=&
FEE) FEMEA 2-RE-4-B-6-EREER - B 1L LS5 A
HEEG 1 (d) BN EEESEENLEY -
MS (ESI) m/z: 330 (M-H) ~
[0141] 224 26
T-R-S--2- B -6 A ER
(a) 2-B-4-F-3-BHEER
(A 2-R-3-BEEBRNA 2-BREED - B L4 5
HBEH 1 (2) ARNHEEGEENLEY -
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[0142]
(b) 2-R-4-&-3-FE-6-IHEXE

HEAZEP 26 (a) FTERZ 2-1R-4-8-5-F EEB A
A-B-2-BRREERD  FAEKENARZE  RIEUAFERES
EH1(b) AN ST EESEENLKEY -
[0143]
(c) 6-ZE-2-1R-4-8-3-FEXH

EAZ2EH 26 (b) FERZ 2-1R-4-8-3-FH-6-FHHE X

@ HNR4E2ERNECHEER  RIELSIEHRSEH

(c) BN A EESEENLKED -
[0144]
(d) 7-}R-5-F-2-% B -6-FF B 28 i

EAZFH26(c) MER/Z 6-FRE-2-11-4-8-5-FEFE
B AR 2-fE E-4-8-6-EWNEFE - RIS EAESZEZH |
(d) AR ST EESEZEENLED -
'"H-NMR ( 400MHz,CDCl3) 6 : 2.55 (3H,s) ,7.17 (1H,s) ,
10.24 ( 1H,br s)
MS (ESI) m/z: 276 (M-H) ~
[0145) 2 %4 27
T--5-8-2-5R & -6- B B I O g
(a) 2-1R-4-8-5-F X &

A 2-R-5-FEEHWA 2-EREFE > BRI SE
BZ2EH 1 (a) AN AT ERESEENLEY -
'H-NMR ( 400MHz,CDCl;) & : 3.83 (3H,s) ,6.65 (1H,s) ,
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7.43 ( 1H, s)
[0146])
(b) 2--4-5-3-F & 2 -6-18 K X W

BB 27(a) FERZ 2-8-4-8-5-FEEM (2.158)
W Z B Z B (21.5mL) M o ZEK T A 70%%E B
(1.15mL) - FARRSE > REB—BER B WA BT R
(0.3mL)- HHE#H 2/ K - FNZHZESKERE &
18 B R Tk 0 90 K YR DL R R A BB KR R R NR % - P 4 Uk

@ FEHEuER BEARESEESEERY - HUBSEEF

OORMEE - ZBMZE:CK=1:8) BHEERYBEN
EEBENLEY 1.21g -
'"H-NMR (400MHz,CDCl;) & : 4.01 (3H,s) ,8.22 (1H, s) ,
11.25 ( 1H, s)
[0147]
(¢) 6-BEHE-2-18-4-8-3-FEED

BEASEG 27 (b) FERZ 2-8-4-8-3-F & H-6-BE
MK 4B 2-ERE--BEED > B DS HE s 2
1 (c) AHM A EEBEENLEY -
[0148]
(d) 7-18-5-%0-2-5 5 -6- 5 &, 2 % 7 rng

BEHSEG 27 (¢) FEAY 6-E-2-B-4-5-3-F &%
BYEUA -5 4B --BEREER BRI LA EE B2 |
(d) ERHFEESEENLEY -
'"H-NMR (500MHz,CDCl;) & : 3.92 (3H,s) , 7.16 (1H, s)
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MS (EI) m/z: 293 (M")
[0149) 3% 4] 28
T-R-5-F-4-BE-2-HEFEHEW K 7-8-5-5-6-FK-2-5
EXHEW (BEE5Y) |
(a) 4-R-6-F-3-FE-2-THEFE - K 2-8-6-5-3-58 K -4-
WEEREE (EE&%)

R 2-RB-5-BEFENAR 4-8-3-(ZEFE) 2B &
PELASE B2 E B 10 (a) (b) AN FEEESEEN LS

Q® wiESEEY -

[0150])

(b) 2-PFE-4-R-6-8-3-BEHE - & 4-JEHE-2-12-6-5-3-

REHE (E&a%)

BERAZEF 28 (a) FTERSL 4-8-6-8-3-BE-2-HEH

B R -6 SSE A EE R BA I 45 -2

WE-6-IEFE > RIS EHESEG 1 (c) AENH %

EEEENLEMEBSRESY -

[0151)

(¢) 7-R-5-F-4-\E2-FEEFEE K 7-8-5-8-6-5 &
2-BREEHER QREY)
ERAZ2E028(b) FERZ 2-IFHE-4-8-6-8-3-KEH

fE R 4-EE-2-R-6-E3-REFRBZRSYIA 2-E-4-

B--ENEFE RIEDAFERESZEZG 1 (d) AEWHE

ESEENLEY -

MS (ESI) m/z: 287 (M-H) ~
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[0152) 2 & ] 29
T-181-5-8-2-FiE-6- (ZHEFEE) FrmeEn
(a) 6-R-4-F-2-THE-5- (ZHHEH) X
REEP 12 (b) FER 6-1R-4-E-2-TBE-3- (ZH£FE
) FBNEK  ESFRI4LERYNEEZLEY -
[0153]
(b) 2-f&E-6-11-4-8-5- (ZEFEE) XB
ERAZ2ZH 29 (a) FEBZ 6-B-4-8-2-F8F-5- (=&
@ FEE)EBIR4GE2-ENE-6-WHWEER LU E A
H2EZH 1 (c) AENAEESEENKLEY -
[0154]
(c) 7T-IR-5-H-2-FiFE-6- (ZHHFEE) FHEK
ER2EH 29 (b) FTERZ 2-FHHE-6-1R-4-5-5- (=4
RERE) TR 2-BRE4-R-6-ERNEFE > BRI ER
B2E01(d4d) AENAEESEENLEY -
'H-NMR ( 400MHz,DMSO-dg) & : 7.54 (1H,s)
[0155] & %& 4 30
5-%-6-F S E-T7-F B -2-GE I e
(a) I-&-24-“HEHE-3-BHHFE
A I3-ZHEE-2-FREINMR 2-EFEER » BRI LL4
FEHEZ2EZ6 1 (a) AN AEESEENSLKEDY -
[0156]
(b) I-&-2,4-“HEE-3-FE-S-HEFE
EHZ2%E6] 30 (a) FTERZ I-E-24-"FEHE-3-BFE
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WRA4-R-2-EREEXR  RELDIAAFEHESZEF 1 (b) A
METEEBEENLEY -
[0157)
(c) 4-B-3-HEE-2-FE-6-BE X

K256 30 (b) ERZ 1-E-2,4-ZHEHE-3-FE-5-
WBER (1.77g) WHBNR_E B4 (20mL) # > R-78C T K
M=RAM (IM Z&FEEK 9.5mL) %> BiEEER 70
DE - RNIMKEIRERE  A_&FRENEERY - AK

@ EBUBEREYR ERETHREE  AWBSHBNE

(REE > EChk: ZBZE=101) BEERL  HE5E
B EY 1.25g -
'"H-NMR ( 400MHz,CDCl;) & : 2.28 (3H,s) ,3.90 (3H,s) ,
8.06 (1H,s) ,10.97 (1H, s)
[0158])
(d) 6-J&-4-G-3-FEE-2-FEXR

EHAZ2E30(c) TEBZ 4-B-3-FRE-2-FH-6-14
EXBNA4-E-2-ENE--BEXD R FERESRE
Bl 1 (c) AN ATEESEENLEY -
[0159]
(e) S-&-6-FEE-T-FE-2-FIE R HEEw

EAZ2E 30 (d) FTERZ 6-EE-4-8-3-F & H-2-
FEFBNNA2-BEA-E-6-ENERR RUEUAFEHES
FH1(d) IRV AEESEENKEY -
'H-NMR ( 400MHz,DMSO-ds) 6 : 2.34(3H,s) ,3.76 (3H,s) ,
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7.19 ( 1H, s)
[0160] 22§ 31
4-18 -6- 8 -2- S B K I
(a) 2-FZE-3-1R-5-8X & |
fEA 2-R-4-%E-6-HEFHEIWAR 1-A-2,4-_FHE-3-H
ES-REF REBRETRE - RIEUAFERESEH 30(c)
RN A EERSEENLKEY -
[0161]
@ (b)) 4R 6-E2-FHEFKTEY
EAZ2EH 31 (a) ESGZ 2-BHE-3-R-5-EFBHRR
2-E-A-B-6-RAEFRR RIEDIEREZEZEF 1 (d) @
RO GTEESEENLEY -
MS (ESI) m/z: 262 (M-H)
[0162] 2 =4 32
5-1R-2-% B 2 g
A 2-fEE-4-REEEAN 2-fEE-4-F-6-ERNEEE -
R EREZEZ6 I(DRENFEESEENLED -
'H-NMR ( 400MHz,DMSO-d¢) & : 7.39-7.48 (3H, m)
MS (ESI) m/z:230 (M+H) *
[0163) 2 5] 33
S-HME-T-FEE-2-RERHEW
(a) 4-BE-I-HEE-S-BEFFE
EH4-ZEI-FEEXFFNR -8 2-EFEFH B
BRESMEREZEG 1 (b) RN EESEENLEY -
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[0164]
(b) 3-fF-4-RE-S-FEHEFXFRE
HEHZEZM 33 (a) FIESFSE 4-REI-FHE-S-HEH
R 4-E-2-ERNE-C-IHERR > RIEDAEREREZH 1
(c) AN HEESEENLEY -
[0165]
(c) S-BE-T-HEE-2-FERHFEm
BERZEB 33 (b) ELSZ 3-FFE-4-RE-S-FEEE
@ FHENMMR2EE-4-HR-6-EREFED > MRtk LS E FH 8% 2 4
1 (d) AN ST EESEENLEY -
'"H-NMR ( 400MHz,DMSO-d¢) 6 :3.97(3H,s),7.34 (1H, s),
7.48 (1H, s)
MS (ESI) m/z: 207 (M+H) "
[0166] 2 == 4| 34
5-%-6,7-Z B S B -2-5R A UK e
(a) 4-&-23-“HEE-6-1H XX E
EH4E-23-“HEEHNMMN 4-8-2-EFREER > kit
DAEREZE6 1 (b) AN AEESEENLEY
[0167])
(b) 6-IFE-4-8-23-“HEXKE
EHZ%E6 34 (a) FTEHRZ 4-8-23-ZHEH-6-HE
AEE 4-8-2-RNE-6-10E FE 0 B ot DU 6 6 2 32 43
L (e) AN GTEESEENLEDY -
[0168]
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(c) 5-8-6,7-Z B & H-2-5f 5 5wk
EAHZ%EP6 34 (b) TERLZ 6-KE-4-RB-23-ZHEHX
B 2-E-4-R-6-ENEXRE - R EHESZF 1
(d) BN ATEESEENLEY -
MS (ESI) m/z: 246 (M+H) *
[0169] 234 35
5-%-6-FF B -2-Bf B K s
(a) 2-f&H-4-8-5-F EXFH

® R 4-8-5-FE2BEXEHNAR 4-8-2-BEFE-6-E
B BREUAFEAESEG 1 (o) BENFEEEEEY
e -
[0170])

(b) 5-%-6-FF B -2-B 20 3 5 120K
EHSZEH 35 (a) FEBE 2-HE-4-E-5-FEEBHI
R2BEAR-CENEER  RILUAERESZH 1 (d)
REN A EESEEN ke -
MS (ESI) m/z: 198 ( M-H) -
[0171) 2% f] 36
5-%,-6- &, 3 - 2- B B 3 3 12 g
A 2-EE-4-R-S-FEEMBMMA 2-BHE4-R-6-BRE
FE o BRI ERESEG 1 (d) AN HEEEEER
L&y -
MS (ESI) m/z: 214 (M-H) ~

[0172]  EHE A 1
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(8) -5-Q-7T-BWE-2- (2-FEIRG-1-5) FHEn
B2EH | TERSZ S-&-T-EFE-2-BIE K H mEm
(203mg) DLK (S) -1-ZfTEHWME-3-FEIRY (357mg >
20 EE) BEN_FX (2.0mL) # > 7 140CHHBF#E
#* —Hg - A % /& )8 #7 i (thin layer chromatography ,TLC) ( &
BIE > Tt Z2BZE=3:1) BRI ERBBEEL BN
INEBRERHRYE  AZIBZEZEWNHERY - B 4N &
CE BRI ZENRERZEER B TLC(EME -
@ zEmzE: FE=10:1) RIRHENWZERE BN
REBBEIEERY - B0 SN &S L HKBE KB K G
" AZBRIEEN > ARAKREBESEZREL  FRETHER
BE > ESEENMLEY 181mg -
'"H-NMR( 400MHz,CDCl;) 6 :1.32(6H,d,J = 6.8 Hz), 1.39
(3H,d,J = 6.8Hz),2.85-2.93(2H, m), 3.01-3.11( 2H, m ),
3.14-3.21( 1H, m ), 3.37( 1H, dt,J = 3.6, 12.8 Hz), 3.95-3.98
(1H, m) , 4.35-4.40 (1H, m) , 6.84 (1H,d,J = 2.4 Hz) ,
7.15 (1H,d,J = 2.4 Hz)
MS (ESI) m/z: 294 (M+H) *
[0173] EHEFI 2
(8) -5-%R-7-FHEE-2- (2-FEIRLE-1-F ) FH R
K250 2 ERSZ 5-8&-7T-FEH2-FEEH =K
(80mg) DAR (8) -1-Z=HTEBE-3-FEIRY (149mg >
20 EE) HERZEREE (1.6mL) # > £ 140CH MK B
H—i e A TLC(RFMM  —HFK) BRI ENNBEE
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ANnIN BEXRSHEYE  BZBZEENEERY - BN
AINRLE - BIHEARIZENRERERER > B TLC (E
BAE - —&EH  HE=51) BERINENYZERE &
mzk - fERHEZERE & RY - B0 SN S & b K % Bk
Mk ACEIEEN  AEKGBEGEREZ > EEE
THERER > FBEE TLC(preparative TLC) (BH A - Z B
ZBg T HE=51) B8 BEEENLEY 23mg -
'"H-NMR ( 400MHz,CDCl;) & : 1.38 (3H,d,J = 6.8 Hz) ,
@ 2583292(2H,m),3.05-3.11 (2H, m) ,3.38 (1H,dt, ] —
3.2,12.4 Hz) ,3.95 (3H,s) , 3.96-4.00 (1H, m) , 4.39-4.43
(1H,m) ,6.60 (1H,d,J = 1.6Hz),6.97 (1H,d,J = 1.6
Hz)
MS (ESI) m/z: 282 (M+H) *
[0174] & &6l 3
(S) -7T-Z B E-5-8-2- (2-FREIRME-1-2 ) K HmEwk
FRHZ2EPI3MEBSZ T-Z8BE-S-G-2- G HEF e m
(S) -1-=(TERE-3-FEIRWY > FHEAEKY 2 DY
g BEREENLEY -
'H-NMR( 400MHz,CDCl;) 6 : 1.43(3H,d,J = 6.8Hz), 2.72
(3H,s) ,2.86-2.95 (2H, m) , 3.08-3.14 (2H, m) , 3.43 ( 1H,
dt,J = 3.6,12.4Hz),3.98-4.01( 1H, m), 4.39-4.43( 1H, m),
7.45 (1H,d,J = 2.0Hz) ,7.51 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 294 (M+H) *

[0175] & Hafil 4
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meso-5-§-2- (2,6-[E-Z BB E IR M-1-25 ) -7-FF L 3 3 r=mg
FEE S-B-T-HE-2-BEFHBWE (3S,5R) -1-=Z/T

EHE3S-ZHEIRG - HHEEES 2 AN FE 0 EE

BENLEY

'"H-NMR( 400MHz,CDCl;) § : 1.44( 6H,d,] = 6.8 Hz), 2.38

(3H,s),2.91-3.06 (4H, m) , 4.24-4.32 (2H, m) , 6.79 ( 1H,

d,J = 2Hz),7.15(1H,d,J = 2Hz)

(01761 & 5 @l 5

@ (S SH-7-FE-2- (2-FHEIRM-1-5) 2w

MHZ2ES 4 MESZ S-B-T-FHE2-FERKFEWH

(S) -I-=ZRTEREI-FEIRY > FHEFTHES 2 AEH

Ak EREENLEGY - |

'"H-NMR( 400MHz,CDCl;) 6 : 1.39(3H,d,J = 6.8 Hz), 2.38

(3H,s) ,2.83-2.92 (2H, m) ,3.06-3.10 (2H, m) , 3.36 ( 1H,

dt,J] = 3.6,12.4Hz),3.95-3.99( 1H, m), 4.38-4.41( 1H, m),

6.53(1H,dd,] = 2.4,10.4Hz),6.87(1H,dd,J = 2.4, 8.8

Hz)

MS (ESI) m/z: 250 (M+H) *

(0177 EHE Bl 6

(S) -5-R-7-HE-2- (2-FEIRLE-1-% ) FHmEmw
RHEZED 5 MESSZ 5-R-7T-FHE-2-G & % 2wk g

(S) -I-ZHRTEKE-I-FERY > FHETHEG 2 AEY

A BEEEENLEY -

'H-NMR( 400MHz,CDCl3) § :1.39(3H,d,J] = 6.8 Hz), 2.37
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(3H,s) ,2.89-2.92 (2H, m) ,3.06-3.10 (2H, m) , 3.32-3.40
(1H, m) , 3.95-3.99 (1H, m) , 4.39-4.42 (1H, m) , 6.95 ( 1H,
d,J] = 1.2Hz) ,7.28 (1H,d,J = 1.2 Hz)

MS (ESI) m/z:310 (M+H) *

(01781 & HEH 7

(S$) -5-8-T-BREE-2- (2-FHIRG-1-5 ) 5 5 B2y
HESEG 6 EAL S-A-T-ERNAE - HEEHEY
B(S) -I-SRTEBES-FRIRY > EHEEEH 2 A8
@ wrx maEmEnKEY -
lH-NMR(400MHZ,CDC13) 6 +1.38-1.40 (9H, m ) , 2.84-2.92
(2H,m) ,3.07-3.10 (2H, m) , 3.33-3.39 ( 1H, m) , 3.96-3.99
(1H, m) , 4.38-4.41 (1H, m) ,4.65-4.70 ( IH, m) ,6.61 ( 1H,
d,J] = 2.0Hz) ,6.95 (1H,d,J] = 2.0 Hz)
MS (ESI) m/z:310 (M+H) *

(0179 & Hl 8
(S) -5-&-7-ZF-2- (2-FEIRLE-1-2 ) FHEm

® RHZ2ER 7 MEBZ S-8-T-2F-2-FiHEEHEW
(S) -1-ZHTERE-I-FERYG - EHEAEHKO 2 FEY
heg - EEEENLEY -
'"H-NMR( 400MHz,CDCl;) 6 : 1.30(3H,t,J = 7.6 Hz), 1.40

(3H,d,J = 6.8Hz),2.76(2H,q,J = 7.6Hz),2.91 (2H,

m),3.09(2H, m) ,3.37(1H,m) ,3.97 (1H, m) , 4.39 ( 1H,
m),6.83 (1H,d,J = 2.0Hz) ,7.15 (1H,d,J = 2.0 Hz)
MS (ESI) m/z:280 (M+H) ~
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[0180) E @l 9
(S) -5-&-7-Z&HE-2- (2-FEIRM-1-F) FHFrEmn
FEH S-®-T-ZERE-2-RERFBWE (S) -1-ZHT
ERE--HEIRD > FHAEEHES 2 EAEW % > BEESE
BMiE? -
'"H-NMR( 400MHz,CDCl3) § : 1.42(3H,d,J = 7.1 Hz), 1.43
(3H,t,] = 7.3Hz),2.84-2.93(2H, m), 3.07-3.11( 2H, m),
3.37-3.45(1H, m) , 4.00-4.04 (1H, m) , 4.39-4.45(3H, m) ,
@ 744 (1H,d,J = 22Hz),7.56 (1H,d,] = 2.2 Hz)
MS (ESI) m/z: 324 (M+H) ~
(01811 E#EH 10
(S) -5-&-7-FHE-2- (2-FEIRLE-1-5 ) FFFrEm
FBHZEM 8 MESZ 5-8-7T-fE-2-5 & FE A e
(S) - I-=WTEREI-RERG FHEBHKES 2 AEHN
g ESEENLEY -
'H-NMR (400MHz,CDCl;) § : 1.43 (3H,d,J = 6.8 Hz) ,
2.83-2.96 (2H, m) , 3.04-3.15 (2H, m) , 3.38-3.46 ( 1H, m) ,
3.99-4.06 (1H, m) ,4.38-4.46 (1H, m) ,7.20 (1H,d,J = 2
Hz) ,7.45 (1H,d,J] = 2 Hz)
MS (ESI) m/z: 277 (M+H) *
(0182] EHE & 11
(S) -5-%-7-Z%-2- (2-ERERYE-1-2 ) FEIrm
MEZEG 7 MEBZ S-8-7-ZE-2-FEFEH ERE
(S) -I-=;RTEREI-BERERY  FHEFHL 2 FE
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5 EEEENLEY -
'"H-NMR( 400MHz,CDCl;) 6 : 0.90( 3H,d,J = 6.8 Hz), 1.05
(3H,d,J = 6.6Hz) ,1.30 (3H,t,] = 7.6Hz) ,2.44-2.54
(1H, m) ,2.70-2.95 (4H, m) , 3.00-3.07 ( 1H, m) , 3.18-3.34
(2H, m),3.77-3.83 (1H, m) , 4.06-4.14 ( 1H, m) , 6.80 ( 1H,
d,J = 2Hz),7.12 (1H,d,J = 2Hz)
MS (ESI) m/z: 308 (M+H) *
[0183] % ftE B 12
@ () S5HmT-ZH2 (2-BTHIRH-1-5) EHE
FEHZ2EM 7T MERZ S-8-7T-Z2E-2-GiEFHF ke
(S) -I-ZTEBREI-BTERNE > EAHEETES 2 B
A BEEEENLEY -
'"H-NMR ( 400MHz,CDCl;) 6 :0.89 (3H, t, ] = 7 Hz) ,
1.25-1.50( 6H, m), 1.57(2H, m), 1.67-1.76( 2H, m ), 2.72-2.84
(2H, m) ,2.85-3.15 (2H, m) ,3.29-3.38 (1H, m) , 4.02-4.28
(3H,m), 6.84(1H,d,J = 2Hz),7.14 (1H,d,J] = 2Hz)
MS (ESI) m/z:322 (M+H)*
(01841 £ i % 13
(S) -2- (2-IETEIRB-1-F) -5-8-7-ZEFF g
EHZ2EM T REBZ S-8-T-LE-2-GHEFH Ew
(S) -I-=ZMTEREI-ETEIRMY  FHEAEHES 2 [
BMGE - EBEENLEY -
'H-NMR ( 400MHz,CDCl; ) 6 : 0.89 ( 3H, t, J = 7

Hz) ,1.25-1.40 (7H, m) ,1.74-1.94 (2H, m) ,2.71-2.79 ( 2H,
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m) ,2.82-2.91 (1H, m) ,2.96-3.08 (3H, m) , 3.30-3.38 ( 1H,
m) , 4.00-4.06 (1H, m) ,4.17-4.24 (1H, m) , 6.81 ( 1H, d, J
= 2Hz),7.13 (1H,d,J] = 2 Hz)
MS (ESI) m/z: 322 (M+H) *
[0185] & 5 5 14
(8) -5-&-7-ZF-2- (2-ZEVRE-1-2 ) F FErEm
FRHZE 7 ESZ S-R-7-ZE2-FiEF T EwHE
(S) -I-ZWTEKE-3-ZEIRY FRHEFHES 2 FEW
@ & EBEENLEY -
'H-NMR ( 400MHz,CDCl;) 6 : 0.95(3H,t,J = 7.6 Hz), 1.30
(3H,t,J] = 7.6Hz), 1.78-1.97( 2H, m), 2.72-2.80( 2H, m ),
2.83-2.91 (1H, m) , 3.00-3.09 (3H, m) ,3.28-3.36 ( 1H, m) ,
4.00-4.06 (1H, m) ,4.10-4.16 (1H, m) ,6.81 (1H,d, ] = 2
Hz) ,7.13 (1H,d,J = 2 Hz)
MS (ESI) m/z: 294 (M+H) *
[0186) ‘E A 15
(S) -5-&-7-BE-2- (2-FEIRME-1-25 ) FHrEm
(a) (8) -1-=fMTEHRE-4- (5-8-T-Z & 5% 57 H 2.
) -3-FH E R U
W S-R-T-ZERE-2-REFEFFMEK (1.03g) LK (S)
=T EHE--FEIRG (1.60g° 2.0 X 8) WHNKR_F
A (lomL) # - 7f 140CH BB T##%— - A TLC (ES
Bl Ot ZBRZEE=4:1) BRIERY® > B0 IN BEg
HEPRE RZBMIBENER - HEHKE AR Bk
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VeI AR RR  ERETHEREL > BWERE
HEEME (RHEE - Cht  ZBRZE=7:3) BEBERES
EEEENAEY 1.16g -

[0187]
(b) (S) -1-ZHRTEHRE-4- (5-8-T-REFHEW-2-5)
-3 - H B IR

BB 15 (a) FIEEBZ (S) -1-SHTEBE-4- (5-

B-T-ZEBEFEHEW 2 ) 3-FEIEL (370mg) ¥ 87
@ 1 mp (omL) B RKBBEM IN S LHKE R

(1.74mL) #% - FEEMIE 18 1B - HNAS K EWRE - H
ZREBEVF IR RN 1B BB REKBE DR 22
Otk BB Y BB KHEMNEIRE - HEERE
35 I S BB L & ) 342mg -
[0188]
() (S) -1-=HTEBHE-4- (5-8-7- (RAHE) Fimy
23 ) -3-F IR0

BERS 15 (b) FiEBZ (S) -1-ZH/ T &5 -4 (5-
G-7-HEFEH W2 3-FERY (40mg) WK THF
(1mL) # > vk TR MMLE (1M THF %% > 0.2mL) % -
BOEMER 2/ RETEEEER 4 NEE  RINEL
% (S3mg) ik AZBMZEENEERY - BERERG
MR KESR%R AEKRBASCE CRETEREHE
FEIEE TLC (BHE - 605 BE=9: 1) FREHN

ESEENAEY 30mg -
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[0189])
(d) (S) -5-F-7-FBFR2E-2- (2-F B IRME-1-35 ) % HFmeng
BEMEE 15 (¢) FilBZ (S) -1-S/TREHE-4- (5-
B-7- (FEE) FHEW2.H) 3-FEIRY (29mg) KR
MZ@ES (0.8mL) % RINSHZE (0.4mL) R=BIE
1 NES o VRN 5% ER AR K B K R > I Z B 2B
EWHERYE  BERBRENAEKESE  BEAR®
R ERETEREE AWBEEBRE (BEA
@ & FE=9:1) BREKY EEMENLEY 12mg -
"H-NMR ( 400MHz,CDCl;) & : 1.40 (3H,d,J = 6.8 Hz) ,
2.83-2.92 (2H, m) ,3.06-3.11 (2H, m) , 3.34-3.41 ( 1H, m) ,
3.95-3.99 (1H, m) ,4.37-4.24 (1H, m) , 4.84 (2H,s) , 7.04
(1H,d,J = 2.0Hz) ,7.24 (1H,d,J = 2.2 Hz)
MS (ESI) m/z: 282 (M+H)
[0190] % #E% 16
(S) -5-%-2- (2-FEIRUE-1-3) -7- (HEBY-3-3 ) % rEng
() (S) -I-ZWTEBE-4- (T-BR-5-FEHEW-2-5) -3-
O IR O
B2 BP9 FEEE T-R-5-F-2-F 5 H K (500mg )
DR (S) - 1-=@TEBE3-FERY (757mg > 2.0 &)
BN ZEE (SmL) B £ 40CH BB DER—% - B
TLC (BHE > Cft ZBZE=2:1) BRIAERDE 5
MOINEBMRESHERE BIMIEENLE - BEKE G
MRWKYEY  FARKMBESEE EREBETEBREH
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AYBEEEBRE (BREB Ok Z2BZBE=5:1) §&
B ESEENLEY 613mg -
'H-NMR( 400MHz,CDCl;) 6 : 1.32(3H,d,J = 6.8 Hz), 1.50
(9H,s) ,2.27-2.30 ( 1H, m) , 3.18-3.21 ( 1H, m) , 3.42 ( 1H,
dt,J = 3.6,12.8 Hz), 3.80-3.82( 1H, m), 4.01-4.05( 1H, m),
4.22-4.25(1H, m), 4.45-4.48 (1H, m), 7.15( 1H,d,J] = 1.6
Hz) ,7.23 (1H,d,J = 1.6 Hz)
MS (ESI) m/z: 430 (M+H) °
@® (o)

(b) (S) -1-Z#T&EHBME-4- (5-8-7- (HEH-3-F) FEtmE
Mg -2-F ) -3-EF E R

HERA 16 (a) FTERZ (S) -1-ZHTEHE-4- (7-
R-S-BEHIGW-2-F)-3-FEIRY(120mg ) XEESF ( 85mg >
22EE )R I-ERME(43mgr 1.2 B E BBV A E(L.6mL)
RZEE (04mL) # - RAERATE®R ISHER BRiNE (=
AEMR) &€ (0)(lemg: 0.05 &) MMEAEF 2 /NE - ¥
KREIRER®E > HZBZBENEAERY - BEKFRES S
EREEGRE  TREBETHERER AWBEHREEBRE (B
Rl Tt ZBZE=41) BRERE > EESEEWL
&Y T4mg -
'H-NMR( 400MHz,CDCl;) 6 : 1.33(3H,d,J = 6.8 Hz), 1.45
(9H,s),2.94-3.10( 1H, brs), 3.19-3.28( 1H, br s ), 3.42-3.47
(1H,m), 4.01-4.05( 2H, m), 4.23-4.25( 1H, brs) , 4.48-4.50

(1H, brs),7.24-7.27(2H, m) , 7.44-7.46 (1H, m ), 7.53-7.55
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(1H, m) , 7.75-7.76 ( 1H, m)
MS (ESI) m/z: 434 (M+H) *
[0192])
(c) (S) -5-8-2- (2-FAEIRME-1-F) -7- (EB-3-F) i
IS gk

KEREH 16 (b) FilBZ (S) -1-SHTEHHE-4- (5-
&-7- (HEBY-3-F ) FHMEM-2-2) 3-FEIRY (74mg) &
MR ZEFR (14mL) MR =ZHZ8 (0.7mL) # > REE

@ &1 IE ERETHERKESEE  HRINZEIE  H

BEEENKATEGS c FE KR BEREREBSHRG TR
BTRREE > EESEENLEY 45mg -
'H-NMR (400MHz,CDCl;) & : 1.43 (3H,d,J] = 6.8 Hz) ,
2.88-2.97(2H, m), 3.10-3.16( 2H, m ), 3.44( 1H, dt,J = 3.6,
12.8 Hz) , ,4.00-4.03 (1H, m) , 4.43-4.45 ( I1H, m) , 7.23-7.27
(2H, m) , 7.43-7.45 ( I1H,m) ,7.54 (1H,d,J = 5.2 Hz) ,
7.76 (1H, d,J = 3.2 Hz)
MS (ESI) m/z: 334 (M+H) *
[0193] E Bl 17
(S) -5-&-7- (BKME-3-F ) -2- (2-FEIRF-1- ) e
(a) (S) -1-=Z=fTEHBE-4- (5-8-7- (HEE-3-5) FH e
Me-2-F ) -3- B E R o

{58 A 3- 6K iR AR B X 3-TE Y S o B Oth LA 4N R ER
Bl 16 (b) RIKMW AL EEEENLEY -
[0194])

m}

H it
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(b) (S) -5-8&-7- (BRUF-3-F) -2- (2-FHEIR-1-F) FH
VS

FEHERG 17 (a) FESBSZ (S) -1-ZHK T EHE-4-
(5-%R-7- (BRME-3-2 ) FHEMW-2-5 ) 3-FEIRHE A (S)
L= T ERE -4 (5-8-7- (R -3-F ) FHFEm-2-5)
S-FERY BRIUAEREERE 16 (c) MENFE
EBEENLEY -
'H-NMR ( 400MHz,CDCl;) & : 1.44 (3H,d, ] = 6.8 Hz) ,

@ 287297 (2H,m) ,3.09-3.16 (2H, m) ,3.40-3.47 (1H, m) ,

3.98-4.02( 1H, m), 4.41-4.44( 1H, m), 6.83( 1H, dd,J = 0.7,
1.7Hz) ,7.14 (1H,d,J = 2.0Hz) ,7.21 (1H,d,J = 2.0
Hz) ,7.54 (1H,d,J = 2.0Hz) , 7.97-7.98 (m, 1H)
MS (ESI) m/z: 318 (M+H) *
[0195] ‘EHMEfl 18
(S) -5-&-2- (2-FHEIRDF-1-F) -7- (BEW-2-2 ) FH w2k
(a) (S) -1-ZRT&EHE-4- (5-8-7- (EW-2-2) FHm
g -2-% ) -3-F B R b

BEA 2-BEMy BB ANAS 3-E M W ES » BRUL LIS B B i
#l 16 (b) FAHK A4 - BEBEZENKEY -

[0196]
(b) (S) -5-&-2- (2-FEIRDE-1-5) -7- (Bp-2-5) FH
I A

RGN 18 (a) FiEEZ (S) -1-=H T & B E-4-
(5-%-7- (MEDR-2-%5) HHMEW-2-5) 3-FEIRGIA (S)
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L= T E R A4 (5-8-T- (B -3-E ) FEH -2
S3-FHENRGE o BRI EREERE 16 (c) RN HE
EREENLEYD -
'H-NMR ( 400MHz,DMSO-d¢) 6 : 1.31(3H,d,J = 6.8 Hz),
2.65-2.66 (1H, m) ,2.77-2.85 (2H, m) , 2.95-2.98 (14, m) ,
3.26-3.37 (1H, m) , 3.83-3.87 (1H, m) , 4.26 (1H, m) , 7.22
(1H,dd,J = 3.7,5.1Hz),7.25(1H,d,] = 2.0Hz), 7.37
(1H,d,J = 2.0Hz),7.73(1H,dd,J = 1.0,5.1Hz),7.79
(1H,dd,J = 1.2,3.9 Hz)
MS (ESI) m/z: 334 (M+H) *
[0197] EHEHI 19
(S) -5-&-2- (2-FAEIRGE-1-5 ) -7-FEEHE
(a) (8) -1I-ZfRT&ERE-4- (5-8-7T-FEEFEW -2-5)
-3- B BL R 0
{58 F 2 B BR B A 3-ME Y B % > BR UL DASLE B E fE B 16
(b) MG BEEEENLED -
[0198])
(b) (S) -5-8-2- (2-FHEIROE-1-5 ) -7-Z5 5 3 s
EAERG 19 (a) FEBZ (S) -1-Z/ T &5 5 -4-
(5-Q-7T-FEFHEW-2-5) 3-FHIRGEA (S) -1-Z 4
TaRBE-4- (5-G-7- (EBH-3-F) FHEW.2-5) 3-HE
RO BRICLIANE B EREG 16 (c) RN G BEEE
Bi&Y -
'H-NMR (400MHz,CDCl;) 6 : 1.41 (3H,d,J = 6.8 Hz) ,
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2.83-2.92 (2H, m) ,3.06-3.10 (2H, m) , 3.34-3.42 (1H, m) ,
3.94-3.98(1H, m), 4.36-4.42(1H, m), 7.18 (1H,d,J = 2.0
Hz),7.28(1H,d,J = 2.2Hz),7.43-7.38(1H, m), 7.51-7.47
(2H,m) , 7.73-7.75 (2H, m)
MS (ESI) m/z: 328 (M+H) *
[0199) & M4l 20
(8) -5-&-2- (2-HEIROF-1-25 ) -7- (HEIGmE-1-32 ) Z 12
g
@ (a) (8) -1-Z8T EHWE-4- (5-8-7- (BHBIE-1-2) EH

Srg-2-2 ) -3-FF H R o

REREB 16 (a) FIER/Z (S) -1-ZH T EpEE-4- (7-
R-S-QAEFEM-2-8) -3-FEIRB (60mg ) iREE$E (64mg -
1.4 & )-(S) -Tol BINAP (7mg - 0.075 ¥ & ) RO LE (18
Lo 15 EE) BEMREE (1.omL) # > REKATE®
I57#E% AN (ZEFEREF) 48 (0)(6.5mg - 0.05
EE) R OCHMBHEE 21 /N - BINKE KIERE
ACBRZBENHERY - AEAGBHGCRERER &
BB THERER AYVBERENE (BHE CF: 28
ZEE=3:1) BBRERS  EEEENKESY 40mg -
MS (ESI) m/z: 421 (M+H) *
[0200]
(b) (S) -5-&-2- (2-FHEMRME-1-%) -7- (WLI&IE-1-%) %
1S

BEEAEBG 20 (a) FMIERZ (S) -I-ZR/TERE-4-
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C5-B-7-(ME Mg mE-1-B ) FHF Ik -2-5 ) -3-FH H IR OFEL AL ( S)
1= T EBE-4- (5-8-7- (EH-3-5) RAHBW-2-3)
S-FEIKDE BRUCAEREEBRE 16 (¢) RN HE
EREENLEY -
'H-NMR (400MHz,CDCl;) & :1.37 (3H,d, ] = 6.8 Hz) ,
1.98-2.01 (4H, m) ,2.83-2.91 (2H, m) , 3.06-3.10 (2H, m) ,
3.30-3.37 (1H, m) , 3.49-3.52 (4H, m) , 3.87-3.91 (1H, m) ,
4.29-4.34 (1H, m) ,6.21 (1H,d,J = 2.0Hz) ,6.70 ( 1H,
@ 4 = 20H2)

MS (ESI) m/z: 321 (M+H) *
[0201] & i 41 21
(S) -5-8-2- (2-FEIRDE-1-2) -7- (EWE-1-5 ) FH meu
(a) (8) -1-ZR T EHE-4- (5-8-7- (WEWE-1-2 ) F
ME-2-% ) -3-F B IR U

{52 P RS TR DO AR M R 08 > BR ML DUAMBE AR HE B 20 (2) [/
BN G% EBEENLEY -
[0202]
(b) (S) -5-%-2- (2-FEEIRGE-1-2) -7- (UB0k-1-2) %
PSP

BRRERS 21 (a) FER/Z (S) -1-ZR T &5 5-4-
CS-8-7- CUSMA-1-2 ) Bk -2-5) 3-FEIRHFEA (S)
LR T A HE4 (S-R-T- (B -3-E ) EHEN2-K)
S-HERUE BRILDUMERBEEBE 16 (c) AENHE

EeBEENLEY -
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'"H-NMR ( 400MHz,CDCl;) & : 1.39 (3H,d,J = 6.8 Hz) ,
2.83-2.92 (2H, m),3.06-3.10 (2H, m) ,3.26 (4H,t,J] = 4.9
Hz) ,3.33-3.40 (1H, m) ,3.87-3.88 (1H, m) ,3.90 (4H, t, )
= 4.9Hz),4.32-435(1H,m),6.51 (1H,d,J = 1.7 Hz),
6.96 (1H,d, ] = 1.7 Hz)
MS (ESI) m/z: 337 (M+H) *
[0203) £ i B 22
(8) -5-&-2- (2-FEUROGF-1-F ) -7- (IREE-1-H ) ZE 3 mEm
@ ()8 - I-ZHETEBE 4 (5-8-7- (WEIE-1-5) e

g -2-%) -3-F ARk

{52 A W o B AR ML 0 mE - BRUBEDASL GE FH B B fE 51 20 (a) [
B L% BEERENLEY -
[0204)
(b)(S) -5-%-2- (2-FAERME-1-%) -7- (IRIE-1-%) FH
15 A

ERERE 22 (a) TR/ (S) -1-ZH T E B E-4-
(5-8-7- (URIE-1-F5 ) FH WM -2-2 ) -3-F E IR AL (S)
=R T ERE4- (SR (B3R ) EIF K oE)
3-FEIREE c BRECDIAMVEREERE 16 (c) RBEHHE -
EBEENLEY -
'H-NMR ( 400MHz,CDCl;) 6 : 1.38 (3H,d,J = 6.8 Hz) ,
1.61-1.65 (2H, m) , 1.73-1.78 (4H, m) , 2.83-2.91 (2H, m) ,
3.06-3.10(2H, m),3.22(4H,t,J = 5.6 Hz), 3.32-3.39( 1H,

m) ,3.89-3.93 (1H, m) , 4.32-4.38 (1H, m) , 6.52 ( 1H, d, J
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= 1.7Hz) , 6.91 ( 1H, d,J] = 1.7 Hz)
MS (ESI) m/z: 335 (M+H) *
[0205] 2t 1] 23
(8) -5-8-7- (WEM-2-2) -2- (2-FRELUR - 1-2 ) % 3
(a) (8) -1- =T EHE-4- (5-8-7- (FEFH-2-5) = J
W -2-%5 ) -3- B H R mf

HMERSE 16 (a) FIERZ (S) -1-Z/TEBEE-4- (7-
R-5-QARF M2 ) 3-FEIRY (60mg )~ BEEE SR (43mg -
22EE) B (ZFEB) £ (0)(8.1mg» 0.05 % &) B 2-
BRI HEEE MIDA BE (47mg > 1.5 % 8) BN B % (1.6mL)
RZEE (0.4mL) # - JHIIK (504 L) £ 80°C i ¥ th 48
2 NEE - RINOKE X ERE AIBRZEBEERHERY -
AEKMBRINGRERER  CRETERER RYBE
TRENE (BEB > Ok ZBZE=17:3) 5 5% 1 RS Y
ESEENLEY 33mg -
[0206])
(b)) (S) -5-8-7- (BRMg-2-5 ) -2- (2-F IR Wh-1- ) 3¢
IS g

ERHERG 23 (a) FES/Z (S) -1-= Rk T & -4
C5-8-7- (DRME-2-5) K H W25 ) 3-HEIFHETA (S)
=T AR A (S-F-T- (3R ) ML)
S-FEIRDE  BRIELUME R BEE S 16 (¢) RN S E -
EREENLEY -
'H-NMR ( 400MHz,CDCl,) & : 1.43 (3H,d,J] = 6.8 Hz) ,
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2.87-2.95 (2H, m) ,3.09-3.13 (2H, m) , 3.39-3.46 ( 1H, m) ,
3.99-4.03( 1H, m ), 4.40-4.46( 1H, m), 6.55( 1H, dd, ] = 1.7,
3.4Hz) ,6.88 (1H,d,J = 3.4Hz) ,7.21 (1H,d,J = 2.0
Hz),7.41(1H,d,J = 2.0Hz),7.54 (1H,dd,J = 0.7,1.7
Hz)
MS (ESI) m/z: 318 (M+H) *
[0207) & & @51 24
(S) -5-&-7- (RKIZE) -2- (2-FHEIRME-1-5 ) 5 H mew
(a) (S) -1-ZRTERE-4- (5-8-7- (BREE) EHe
WE-2-5 ) -3-FERIR

BEAEKER AW IE » BRI S E BB E 5] 20 (a)
RN A% EEEENLED -
MS (ESI) m/z: 435 (M+H) *
[0208]
(b) (S) -5-8-7- (BAME) -2- (2-FEIRG-1-5) %
IS e

BRAREE 24 (a) FEBZ () - I-ZH T E B E-4-
(5-8-7- (BRIEE) EHBW-2-5) 3-FHIRHRA (S)
=T EARE4 (S-R-T- (B -3-5) I 5)
S3-REURGE - BRIEDIAEREE G 16 (¢) FEEKNH% -
EREENLEY -
'"H-NMR (400MHz,CDCL;) & : 1.38 (3H, d,J = 6.8 Hz) ,
1.51-1.53 (2H, m) , 1.64-1.70 (2H, m) , 1.75-1.77 ( 2H, m) ,

2.05-2.09 (2H, m) ,2.82-2.90 (2H, m) , 3.05-3.09 (2H, m) ,
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3.31-3.38 (1H, m) ,3.91-3.95 (2H, m) , 4.35-4.37 ( I1H, m) ,
6.36 (1H,d,J = 1.7Hz) ,6.73 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 335 (M+H) *
[0209] 2 i i 25
(S) -5-&-7T-ZZ g £-2- (2-FEIRME-1-3 ) ) mEm
(a) (8) -1-ZHTEBE-4- (5-8-7- (ZZgH) FHme
Mg-2-F ) -3-F E IR0
BEAZZEIARUENE » BRI R EE B 20 (a)
@ Fnwrsy EESEENKLEY -
[0210)
(b) (S) -5-R-T-Z Z g &E-2- (2-FEIRYE-1-5) FHeEw
FEAEREG 25 (a) MERZ (S) -1-ZHTEHE-4-
(5-8-7- ( ZZfEHE) FHHMEM-2-5) 3-FHEIRHE (L (S)
=R T ERE 4 (S-F-7- (BB -3-E ) FEH M o2-5)
-FEURLE - BREEDAMEREERE 16 (¢) RENHE
EGBENLEY -
'H-NMR ( 400MHz,CDCl3) 6 : 1.19( 6H, t,J = 7.1 Hz), 1.49
(3H,d,J = 6.8Hz),3.02-3.09( 1H, m), 3.14-3.17( 1H, m ),
3.24-3.28 (1H, m) , 3.42-3.47 (5H, m) , 3.55-3.63 (1H, m) ,
4.06-4.10(1H, m), 4.52-4.58 (1H, m), 6.40( 1H,d,J = 1.7
Hz) ,6.78 (1H,d,] = 2.0 Hz)
MS (ESI) m/z: 323 (M+H) *
[0211) 2 #5 @i 26

(S) -5-%-7T-Z R IE£-2- (2-FEIRME-1-2 ) % A
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(a) (S) -1-=Z8TEHE-4- (5-8-7- (ZHEE) FEiHnE
e -2-2 ) -3-E ZL IR I
EAZHENARMIEIE BRI ERAEE B 20 (a)
% GE - EEEENLEY -
MS (ESI) m/z: 395 (M+H) *
[0212])
(b) (8) -5-&-7T-Z i E-2- (2-BHIRM-1-5) FHmmw
FERHEME 26 (a) FRERBZ (S) -1-ZR T &P H-4-
Q@ (ET-(ZHEE) FHFEH2-E) 3-FEEHRA (S)
I-ZR T E AR E-4- (5-8-T7- (-3 ) FIF M o2-5)
S3-BEURDE . BRILIAAEHREERE 16 (c) BENFE
EEEENLED -
'H-NMR (400MHz,CDCl;) § : 1.38 (3H,d,J = 6.6 Hz) ,
2.83-2.91(2H, m), 3.00(6H,s), 3.06-3.10( 2H, m ), 3.32-3.39
(1H, m) ,3.90-3.94 (1H, m) , 4.33-4.36 ( 1H, m), 6.39 ( 1H,
d,J] = 2.0Hz) ,6.85 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 295 (M+H) *
[0213] #1541 27
(8) -5-&-7T-BWE-2- (2-FHIRY-1-5 ) FHEm
(a)(S)-1-=Z=BTEBE-4-(S-H-T-BREFHEW 2-5)
-3-F B IR
REB 16 (a) FTERZ (S) -1-ZH/HTEHE-4- (7-
RS- RFF M -2-2 ) 3-FEIRM (60mg) - B EE = 4

(103mg " 3.5 &) ZBCOEMK (39mgr 0.1 E8) Z
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# (I1) (1.6mg: 0.05 &) REBRNEME (lomg: 1.3 Z &)
HERBEZE (1.omL) # » HMAK (50u L) f 80°C B H®
R IS - WIKEIRERE > HZBZEZENEER
Y  BEKABRMCBRERER  EREBETHEBREE > AW
BERXEBE (RAB > Ok ZBZE=4:1) BBREE
KO ESEENLESY 34mg -
[0214)
(b) (S) -5-&-7T-FEAWE-2- (2-FEIRME-1-5 ) F e
ERERE 27 (a) FERZ (S) -1-ZH T &5 £-4-
(5-8-T-BREFHFEW-2-K) 3-FHIRHIA (S) -1-=
T A E4 (S-8-7- (Bly-3-2 ) FHAFME-2-5) -3-HF
EIRUF > BROCDASME R BRG] 16 (¢) AHN % EEE
B EY -
'H-NMR ( 400MHz,CDCl3) 6 : 0.86-0.91 (2H, m) , 1.00-1.05
(2H,m) , 1.39 (3H,d,J = 6.8 Hz) ,2.02-2.09 (1H, m) ,
2.84-2.92 (2H, m) , 3.06-3.11 (2H, m) , 3.33-3.40 (1H, m) ,
3.94-3.98(1H, m),4.35-4.41(1H, m),6.57(1H,d,J = 2.0
Hz) ,7.10 (1H,d,J = 2.0 Hz)
MS (ESI) m/z:292 (M+H) *
(02151 & i@l 28
(8) -5-&-7- (RILEE) -2- (2-FHIRM-1-5) % FE o
(a) (S) -1I- =T EHRE-4- (5-8-7- (BREE) Epme
Wp-2-2 ) -3-F E IR0
REBE 16 (a) FTERZ (S) -1-ZHTEHBE-4- (7-
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?E-S-%%#ﬂ%ﬂé&-z-%>-3-$%ﬂ)ﬁﬂ#(60mg)‘ﬁﬁﬂi§$@(68mg’
5 € &) RockPhos (3.9mg> 0.06 ¥ & ) &1k % K & 8 (1)
—RY (2.6mg 0.05EE) RERE (25uL>20%8) &
BHR=2Z8 (1.0mL) # > 52 60-90°CHyHB H#E# 18 /i -
AIKREIRERE > AZBIBEENEERY - BEKGER
MEZBRERER ERBTHRER AWBEEBR® (B
BIA > Okt ZBRZE=3:2) BREMERS  EESEEY
k&% 10.4mg -
@ 1026]
(b) (S) -5-&-7- (BRKEE) -2- (2-FHIRLE-1-) FH
I3
BEFRERAG 28 (a) FERB/Z (S) -1-ZH/ T & HE-4-
(5-&-7-(BRKEFE) RHMEM-2-5) -3-FEIE U (10.4mg)
WA CS) -1-Zf/RTEBE-4- (5-8-7- (EH-3-) T
-2-F ) 3-HREIRLE . BRUILDIAEREE B 16 (c) [
WHE EEEENLKEY 2.2mg -
'H-NMR ( 400MHz,CDCl;) & : 1.39 (3H,d, ] = 6.8 Hz) ,
1.64-1.92 (8H, m) , 2.85-2.94 ( 2H, m ) ,3.07-3.13 (2H, m) ,
3.34-3.40( 1H, m ), 3.97-4.00( 1H, m ), 4.41( 1H, m ), 4.89-4.91
(1H,m) ,6.58 (1H,d,J = 1.7Hz),6.94(1H,d,J] = 2.0
Hz)
MS (ESI) m/z:336 (M+H) *
[0217] E 4l 29
(S8) -5-&-7-Z & F-2- (2-FEIRYE-1-5 ) F HrEu
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(a)($) -1-Z|TEBE-4- (5-H-7T-ZEHLEFEH LW 2.5 )
-3- B 2L R 0
B ZBEMAREE BRI AME B EE G 28 (a) B
BE A% EEEEOLEY -
[0218])
(b) (S) -5-%-T-Z&HE-2- (2-FHIRME-1-2 ) % }f B2y
BERER 29 (a) FIEBZ (S) -1-ZH T &% 5-4-
(S-8-7T-Z G EHEFHEW-2-5) 3-8 ZIEHEL (S) -1-=
@ BTEBE4 (SH-7- (EY3-E) BHEW2K) 3.6
HORUE - BRI A ERE G 16 (o) RN HE > BEE
By
]H-NMR( 400MHz,CDCl;) § : 1.39(3H,d,J] = 6.8 Hz), 1.47
(3H,t,J = 7.1 Hz), 2.82-2.90(2H, m), 3.05-3.09( 2H, m),
3.32-3.39(1H, m) , 3.96-4.00( 1H, m) , 4.19(2H,q,] = 7.1
Hz) ,4.37-4.43 (1H, m) , 6.59 ( 1H,d,J = 2.0Hz) , 6.95
(1H,d,J = 1.7 Hz)
MS (ESI) m/z: 296 (M+H) *
[0219] % HE ) 30
(S) -5-%-2- (2-BELIROE-1-2 ) -7-TE 75 6, 5 5 o s
(a) (S) -1-ZRTEBE-4- (5-8-7-IE 79 & 5 g 2.
) -3-5 R o
B -AEEIRBRE BRI E R E ) 28 (a)
FREH ik BEEENLEY -
[0220]
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(b) (S) -5-&-2- (2-HEIRY-1-B) -7-EREEFXHEY
EREREA 30 (a) FEBZ (S) -1-ZRT & HE-4-

(S-8-T-ENEEFHBU-2-F) 3-FEIRHBA (S) -1-

ZRTERE-4- (5-8-7- (BE-3-F) FHE®R-2-2) -3-

FEIRY > RELDUMERBEERS 16 () AENHE  #5E

BENLED -

'H-NMR( 400MHz,CDCl;3) § : 1.06(3H,t,] = 7.6Hz), 1.39

(3H,d,J = 6.8Hz), 1.81-1.90( 2H, m), 2.83-2.91( 2H, m),
@ 3053.09(2H, m),3.32-3.39 (1H, m) , 3.94-4.02 (1H, m)

4.08 (2H,t,J] = 6.6 Hz) ,4.37-4.43 (1H, m) , 6.60 ( 1H, d,

J = 1.7Hz) ,695 (1H,d,J = 1.7 Hz)

MS (ESI) m/z: 310 (M+H) *

(02211 &4 31

(S) -5-@-7T-BKE-2- (2-FEIRY-1-5 ) FHFrEm

(a)(S)-1-ZlRTEHKE-4- (5-R-T-BREFHFBW-2-5)

-3- B E R 0
® RERE 16 (a) FTERBZ (S) -1-ZH T EBE-4- (7-
R-5S-BRHBM-2-5) 3-FHEIRY (60mg) =-=H T & B

CIMBEREWR > 14 pL- 01 EE) B2 (ZHFERE) =
# (0) (6.4mg> 0.05 E&) RERERLE (0.5M BER
¥ o560 L 2.0 FE) EMBMREE (0.5mL) # - A 50CH
HEFRE 175 NE - FIMKBIKERE > AZBZEERN
HAERY) - HEKRBRMEZRESRESR £ EB TERER
AYBERENE (RHEB O ZBZEB=17:3) &®
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ERE EEEEN/AEY 28mg -

[0222]

(b) (8) -5-F-7T-WKE-2- (2-FEIRG-1-F ) FHFrEm
FEREBS 31 (a) AER/Z (S) -1-ZH T & HHE-4-

(5-&-7T-BRKEFHEW-2-5) 3-FEIRHFERMA (S) -1-=

T EARE-4- (5-8-7- (BER-3-F) FHEW-2-2) -3-FH

IR BRUDISEREERE 16 (c) BB Tk BEE

B EY -

@ 'H-NMR (400MHz,CDCl3) 6 :1.39 (3H,d,J = 6.6 Hz) ,
1.67-1.85 (6H, m) ,2.07-2.13 (2H, m) , 2.84-2.92 (2H, m) ,
3.07-3.11 (2H, m) , 3.18-3.23 (1H, m) ,3.32-3.39 (1H, m) ,
3.93-3.96 (1H, m), 4.35-4.38(1H, m), 6.85( 1H, d,J = 2.0
Hz) ,7.14 (1H,d,J = 2.2 Hz)

MS (ESI) m/z: 320 (M+H) *
[0223) & jE 61 32
(S) -7-IET &-5-%-2- (2-FEIRME-1-F ) 3=
(a)(S)-1-Z8T ERE-4-(T-ETE-S-BFEFER-2-5)
-3- B B R
EAIET&EEASE (0.5M THF % ) LR B L E R L
(0.5M HZEWH®) RIS FEREETHES 31 (a) B
HiE - BEEEENLEY -
[0224]
(b) (8) -7T-IET F-5-5-2- (2-FEIRME-1-5) 5 ek
RIS 32 (a) MERZ (S) -1-ZH/T EHWE-4-
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(7-IETE-S5-BFFRBM-2-5) 3-FHEIRHIRA (S) -1-=

T EHEE4- (S-8-7- (HEWy-3-F) FHEW-2-5) -3-H

EOROE - BROCCISME HEE A 16 (¢) RN % BEE

B EY -

'H-NMR (400MHz,CDCl;) & :0.95 (3H, t, J = 7.3 Hz) ,

1.34-1.38(2H, m), 1.41(3H,d,J] = 6.8 Hz), 1.63-1.70( 2H,

m),2.72(2H,t,J = 7.6Hz),2.87-2.96( 2H, m) , 3.10-3.15

(2H,m) , 3.36-3.43 (1H, m) ,3.97-4.00 ( 1H, m ) , 4.38-4.44
@ (1Hm),68(IH,d,J = 2.2Hz),7.15(1H,d, ] = 2.2

Hz )

MS (ESI) m/z: 308 (M+H) *

[0225] & HEp) 33

(S) -5-%&-2- (2-FEIRME-1-K ) -7- ( 1H-ME-1-5) EH

e

(a) (8) -1-ZM| T &EMHE-4- (5-8&-7- (1H-ME W -1-5 ) EH

S -2-5 ) -3-F E R o

RERP 16 (a) FTEHBZ (S) -1-ZH/TEBE-4- (7-

R-S-BEFSH-2-2) -3-FHEIRY (60mg) -~ MM (19mg

20EE ) B{LES (27mg - 1.0 EE) RBEEHE (137mg

3.0 E8) BN DMF (1.0mL) # > FAMEKEER 150

CIRIE 2 /NBF - BINKEIRIEWRE > FHZBZBEENE &R

Y REKMBRMNEBRARER  ERETHRER  BW

BERENE (RHEB Tt 2B ZE=10:3) BERER

B EEEENKEY 38mg -
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[0226]
(b) (S) -5-8-2- (2-FH EMRG-1-F ) -7- ( 1H-MEME-1-%)
7 Jf IS
EHRERES 33 (a) FEBZ (S) -1-=H T &S HE-4-

(5-%-7- C1TH-MEME-2-5 ) R M-2-5 ) -3-F B IR AR
(S) -1-Z8RTERE-4- (5-8-7- (EB-3-F) FEHEW.2.
H) 3-FHEIRY  BRIEDAFEREERG 16 (¢) BENSH
= EEEENLEY -

@ 'H-NMR (400MHz,CDCl;) & : 1.43 (3H,d, ] = 6.8 Hz) ,

2.86-2.95 (2H, m) , 3.08-3.14 (2H, m) ,3.40-3.47 (1H, m) ,

3.97-4.01( 1H, m), 4.38-4.44( 1H, m), 6.53( 1H, dd,J = 0.7,
1.7Hz) ,7.21 (1H,d,J = 22Hz) ,7.62 (1H,d,J = 2.0
Hz),7.77 (1H,d,J = 2.0Hz) ,8.18 (1H,dd,J = 0.5, 2.0
Hz)

MS (ESI) m/z: 318 (M+H) *
(0227  &EEH] 34
(8) -5-&-2- (2-WEWRIF-1-F) -7- (FEk-2-5 ) FKmEmw
(a) (8) -1-Z|T&ME-4- (5-8-7- (FEM-2-F) FHng
M-2-F ) -3-F R 0

REMRA 16 (a) FTERZ (S) -1I-ZRTEBE-4- (7-
R-5-QARABM-2-8) 3-FEIRV (60mg) - B (=ZFEHHB)
0 (0) (8.1mg> 0.05 HE&) R 2- (ZTHHE) =K (44
pL> 1.5 EE) MR DMF (1.0mL) # > RERR TE 90

CHRIMBTEH 3 N - RN KBERERE  BZBZEXE
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WHERY) - BEKFBRESERBLZRE  EHEBTHER
wEH > AWBERENE (RMEB  Chf: ZBZE=7:3)
HEERE  ESEENLEY 30.1mg

[0228]
(b) (S) -5-%-2- (2-FEIRME-1-K) -7- (FEW-2-5 ) F5
IS I

EAERG 34 (a) MERBZ (S) -I-ZRTEHE-4-

(5-8-7- (FSMR-2-58 ) MM -2-5 ) -3-FEH IR BHE (L (S)
Q@ | CSERTEHBE4 (5-8-7- (BH-3-F) FHEW.2.5)
S-REIRL BRI EREERE 16 (c) BEHFE
EREENLEY -
'H-NMR ( 400MHz,CDCl;) & : 1.43 (3H,d,J = 6.8 Hz) ,
2.86-2.95 (2H, m) , 3.09-3.13 (2H, m) , 3.40-3.47 ( 1H, m) ,
4.06-4.09( 1H, m), 4.46-4.52(1H, m), 7.33(1H,d,J = 0.7
Hz),7.36 (1H,d,J = 2.0Hz),7.65(1H,d,] = 2.0 Hz),
7.80 (1H,d,J = 0.7 Hz)
MS (ESI) m/z: 319 (M+H) *
[0229) EHEHl 35
(S) -5-&-2- (2-FEIROE-1-5 ) -7- (MEMR-2-% ) I =g
(a) (S) -1-Z®TEHKE-4- (5-8-7- (EW-2-5) FEHE
Ug-2-F ) -3-H B RO

ERA2-(ZTESE) BRIR 2-(ZTESHE) =W,

FRUICDAAE A E B 34 (a) AN L BEBEENLS
Wy o
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[0230])
(b) (8) -5-8-2- (2-BEIROE-1-5) -7- (W23 ) 3
i

FEARBERE 35 (a) FIEBZ (S) -1-ZR T EHE-4-
(5-Q-7- (HEME-2-2 ) FHF M -2-5 ) -3-FE IR AR (S)
=R T EKE4A- (S-R-T- (BEF-3-5 ) FH M-
S-FRERD - BRICUAEREERE 16 (c) RN HE

B EENLKEY -
‘ '"H-NMR (400MHz,CDCl;) & :1.45 (3H,d,J = 6.8 Hz) ,

2.88-2.97 (2H, m) ,3.11-3.15 (2H, m) , 3.42-3.49 ( 1H, m) ,

4.05-4.08(1H, m),4.45-450(1H, m),7.34(1H,d,J] = 2.2
Hz),7.49 (1H,d,J] = 3.2Hz),7.84(1H,d,J] = 2.0 Hz ),
7.97 (1H,d,J = 3.2 Hz)

MS (ESI) m/z:335 (M+H) *
(0231 %36 %1 36
(S) -5-%-7- (1H-BKME-1-5 ) -2- (2-FEIRDE-1-3) H 5
® .y

(a)(8) -1-ZHMTEHE-4- (5-%-7- (IH-DEU 1.3 ) K
FEE-2-3E ) -3 K O

(3 PRI O TS R R T TR B DA 41 0 P B EE B 1 33 () [
HH EHEEOLEY -
[0232])
(b) (S) -5-%-7- (IH-BEM-1-3) -2- (2-F B IR - 1-25 )
5 I
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BERERS 36 (a) FTER/Z (S) -1-ZRTEHKE-4-
(5-&-7- C1H-BRME-1-5 ) Bk -2-5 ) -3-5 F R AL A
(S) -1-=8T |FE-4- (5-&-7- (EF-3-5 ) FHEW 2.
) -3-REIRM - REDAEREERES 16 (¢) RAENSH
% ERBEENLEY -

'H-NMR ( 400MHz,DMSO-d¢) & : 1.31(3H,d,J = 6.8 Hz),

2.77-2.97 (3H, m) , 3.24-3.27 (2H, m) , 3.79-3.86 ( 1H, m) ,

426 (1H, m) ,7.17 (1H,s) , 7.30-7.34 (1H, m) , 7.44-7.47
@® (1H,m),7.87-7.88 (1H, m) , 8.36 (1H,s)

MS (ESI) m/z: 318 (M+H) *

[0233] E Bl 37

(S) -5-&-2- (2-FEIRM-1-2) -7- (EW-4-H ) FHmEn

(a) (8) -1-=M T &ME-4- (5-&-7- (FEW-4-5) FHmeE

W -2-2 ) -3-F B IR O

A 4-(=ZTEHE) BURAR2-(ZTEHE) =,
FRECDASME A BRE ] 34 (2) B A % BEEENLE

® ..
[0234])
(b) (8) -5-%-2- (2-FEIRUE-1-5) -7- (M -4-35) %3
I [k

FERERB 37 (a) FTERZ (S) -1-=HT & HE-4-
(5-8-7- (MEME-4-2 ) FHBW-2-5) 3-FEIRGEA (S)
l-ZRR T B E 4 (S-R-T- (B35 ) FH 2.5
S-HERY RIEAAAEAEERE 16 (¢) AR HE
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EEEENLEY -
'"H-NMR (400MHz,CDCl;) & : 1.44 (3H,d,J = 6.8 Hz) ,
2.88-2.96 (2H, m) , 3.10-3.14 (2H, m) ,3.41-3.48 (1H, m) ,
4.00-4.04 (1H, m), 4.41-4.48 (1H, m),7.30 (1H, d, J = 2.0
Hz),7.86(1H,d,J = 2.0Hz),7.88(1H,d,] = 2.0Hz),
8.92 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 335 (M+H) *
[0235] & /61 38
@ () -5-F-2- (2-FERY-1-2) -7- (HER-5-5) H5 =y

(a) (8) -1-=ZH/T &EprHE-4- (5-8-7- (HEW-5-F) Kyt
i -2-% ) -3-FF E IR0

A S-(ZTEHGE) EBUIMAR 2-(ZTEHE) Eng
FRICUIAERE TG 34 (a) AW Hk EEEENLSE
) o
[0236)
(b)(S) -5-&-2- (2-FEIRMF-1-5) -7- (EW-5-3£) EH
[ i

ERERS 38 (a) FER/Z (S) -1-ZH/H T & HE-4-
(5-8-7- (BEME-S-BL) FRH MM -2-2) 3-FEIRGEA (S)
I-ZR T ERE-4- (S-R-T- (B -3-E ) FEH oK)
3-HEIKM o BRIELISMVEREERG 16 (c) R FHE -
EREENLEY -
'H-NMR ( 400MHz,CDCl;) & : 1.44 (3H,d,J = 6.8 Hz) ,

2.86-2.96 (2H, m) ,3.09-3.14 (2H, m) , 3.40-3.47 (1H, m) ,
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4.00-4.04 (1H, m), 4.41-4.47(1H, m),7.21 (1H,d,] = 2.0
Hz) ,7.27 (1H,d,J = 2.0Hz) ,8.37 (1H,s) , 8.86 ( 1H, s)
MS (ESI) m/z: 335 (M+H) *
[0237] & & @l 39
(S) -5-&-7- (S-FEKM-2-F) -2- (2-FHIRG-1-5) ¥
15 e
(a) (S) -1-ZH/ T EBRE-4- (5-8&-7- (5-FHEHER-2-5)
RIS -2-2 ) -3-F Z R i

@ KHEIE 16 (a) FTEBZ (S) -1-ZH T EHE-4- (7-
R-S-QRFFESUR-2-2 ) 3-FHIRMY (60mg) - B (= F &)
£ (0) (16.2mg > 0.1 E &) K 5-FF 5 -2-0k i 5 B g F B2 i
(5-methyl-2-furylboric acid pinacol ester) (65 ¢ L » 2.25 % &)
WD DMF (1.0mL) # > RERATIE 90CH A FHE#
45 /NEF - ININKEIRERE > AZBZEENE4EKY - A
BAMBRERERBLREZ  EREBETHREE > AWEE
EEWNE (RER St ZBZE=4:1) BBERS
EREENMLEY 51.0mg -
[0238])
(b)(S) -5-%&-7- (5S-FERME-2-5 ) -2- (2-F E IR Wf-1- )
2R g

FERER 39 (a) MER/Z (S) -1-Z/T & 5 £-4-

(5-&-7- (S-FEBRR-2-5 ) FAFMEW-2-2) -3-F £ IR BHEY
RCS) -I-ZTEBRE-4- (5-8-7- (EH-3-2F) FEHEmw
2-F) 3-HERY - BRIEUAERAETHES 16 (¢) AEN
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A BEREENLEY -
'"H-NMR( 400MHz,CDCl3) 6 : 1.43(3H,d, ] = 6.8 Hz), 2.41
(3H,s) ,2.86-2.95 (2H, m) , 3.09-3.13 (2H, m) , 3.38-3.45
(1H, m) ,3.98-4.01 (1H, m) ,4.39-4.45 (1H, m) , 6.13-6.14
(1H,m) ,6.77 (1H,d,J = 3.2Hz),7.17(1H,d,J] = 2.0
Hz) ,7.38 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 332 (M+H) *
[0239] & {5l 40
Q@ (3) 5|7 (4-FEIHHEM-1-5) -2- (2-FEIEH-1-2)

2% T v
(a) (S) -1-ZHRTE&EHBRE-4- (5-8-7- (4-FE-1H-MHL8K-1-
) BHEM-2-F) -3-FHIRM

{5 A 4- BF L MRt AR A MEE A o Bk ikt DA 4% f5F B BT MG ) 33( a)
Rk T EEEENKEY -
[0240]
(b) (8) -5-%-7- (4-FHE-1H-BRME-1-% ) -2- (2-FF E IR o
-1-H ) E I

ERABERS 40 (a) FEEBZ (S) -I-ZH/HTEPE-4-
(5-%-7- (4-BE-1H-MEME-1-2 ) KHF k2.2 ) -3-FH H Ik
DFELA (S) -1-=8 T & E-4- (5-8-7- (HE-3-5) XH
BSuE-2-F ) 3-FEIRUE - BRUDIAAEREEEE 16 (¢) [
B TE BEEEENLEY -
'H-NMR( 400MHz,CDCl3) § : 1.43(3H,d,J] = 6.8 Hz), 2.20

(3H,s) ,2.87-2.96 (2H, m) ,3.09-3.15 (2H, m) , 3.40-3.47
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(1H,m) ,3.97-4.01 (1H, m) , 4.39-4.45 (1H, m) , 7.18 ( 1H,
d,J = 2.0Hz),7.56 (1H,d,J = 2.0Hz) ,7.57 (1H,s) ,
7.90 (1H, s)

MS (ESI) m/z: 332 (M+H) *

[0241]  E Bl 41
(S) -5-&-2- (2-FEIRDE-1-2) -7- (HIg-2-%) FHeEw
(a) (8) -1-Z=R®TEHBE-4- (5-8-7- (Mog-2-F) FEHmE
ME-2-E ) -3-FE IR U

o BER2-(ZTEBE) BIENA 2-(ZTEHE) B
BROCOISMBER TG 34 (a) BN A EEEENLSE
Z/
[0242]
(b) (S) -5-%-2- (2-FEMRUE-1-5) -7- (HMbrg-2-%) ¥
IR [

EAERS 41 (a) ERZ (S) -1-ZR TR B E-4-

(5-8-7- (MEGE-2-2 ) FF IEms-2-5 ) -3-F E IR B EL (S)
L-ZRRT ERE 4 (5-R-T- (EB-3-E ) R
S-FREURDE - RIS EREERS 16 (¢) AN HE -
ERSEENLED -
'H-NMR ( 400MHz,CDCl;) & : 1.43 (3H,d, ] = 6.6 Hz) ,
2.86-2.95 (2H, m) ,3.09-3.13 (2H, m) , 3.39-3.46 ( 1H, m) ,
3.98-4.02 (1H, m) ,4.40-4.46 (1H, m) , 7.27-7.31 (1H, m) ,
7.35(1H,d,J = 2.0Hz), 7.80-7.84( 2H, m), 7.97-7.99( 1H,
m) ,7.74-8.76 ( 1H, m)
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MS (ESI) m/z: 329 (M+H) *
[0243) & 3G ] 42
(S) -5-&-2- (2-HEIRM-1-5) -7- (HEoE-3-2 ) % FF memg
(a) (S) -1-Z#R T & HE-4- (5-8-7- (MrE-3-5) FEHme
M -2-2E ) -3- B B UR 0 |
RERPE 16 (a) FIER/Z (S) -1I-ZH/TEBE-4- (7-
BR-S-BEFEW-2-5) -3-FHEIRLE (60mg) ~ 3-M 1F £ 7 B
MIDA fg (49mg> 1.5 5 & ) #{LiidsH (13.3mg- 0.5 B &) -
@ xEEH (39mg- 20EE) B (ZFEB) £ (0) (16mg >
0.1 EE) REWE (300uL) WK DMF (1.2mL) # -
BRANE 100CHHBF@E 22 IE - HmINKE K IER
B HIBZEEDNHERY FAEKRBINGRERE R
ERBTHERER RAYBEREBTZE (BEBE T : 2
BMIE=1"1) BRERES  EESZENKEY 29.5mg -
[0244)
(b) (S) -5-&-2- (2-FEIRBE-1-F) -7- (Hrg-3-5) X3
o I3 e
BEAEEB 42 (a) FIER/Z (S) -1-ZH T &5 &£ -4-
(5-%-7- (I nE-3-4 ) FEFF MM -2-2 ) -3-F HIRIFEL A (S)
L-ZAR T E R E 4 (5-8-7- (B3R ) FEHEM oK)
S-HERD RIEUAEREEREE 16 (¢) AENHE
EEEENLEY -
'H-NMR ( 400MHz,CDCl;) 6§ : 1.47 (3H, d, ] = 6.8 Hz) ,

2.92-3.06 (2H, m) ,3.15-3.25 (2H, m) ,3.47-3.55 (1H, m) ,
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4.05-4.08(1H, m),4.49-455(1H, m),7.20(1H,d,J] = 2.0
Hz) ,734(1H,d,J = 2.2Hz),7.44(1H,dd,] = 4.9, 8.1
Hz),8.00(1H,dt,J = 2.4,7.8Hz),8.65(1H,dd, ] = 1.7,

4.9 Hz) ,9.04 (1H,d, ] = 2.2 Hz)
MS (ESI) m/z: 329 (M+H) *
[0245] & i@ 43
(S8) -5-%-2- (2-FHEIRGE-1-2 ) -7- (WhrE-4-5 ) FEHFrem
(a) (8) -1-=Z8H|/ T &EME-4- (5-8-7- (HIE-4-5) FEHrg
@ “-2-E) I-FHEIRY

(LR 4-Mtre E Bk MIDA FSEUMX 3-Mtug ZEfIE MIDA
Be > BRUCDISMER R EEG) 42 (a) EHEMN H % BEEEY
ey -
[0246]
(b) (8) -5-&-2- (2-FHEIRUF-1-F ) -7- (WErE-4-5 ) 3
I e

EHREMRE 43 (a) FERZ (S) -1-ZH T & HE-4-

® (5-8-7- (MEME-4-5 ) FIH MW -2-5 ) -3-F Z IR BFELL (S)

L-ZRTERE-4- (S-R-7- (B -3-5) FEHEKR-2-5)
S-HEIRE  BREUAEREBERE 16 (¢) RN FHE
EEBEENLEY -
'H-NMR ( 400MHz,CDCl;) & : 1.44 (3H,d,J = 6.8 Hz) ,
2.88-2.99 (2H, m) ,3.10-3.18 (2H, m) , 3.42-3.49 ( 1H, m) ,
3.98-4.02(1H, m), 4.41-4.47(1H, m),7.24(1H,d, ] = 2.2

Hz),7.36(1H,d,J = 2.0Hz),7.66 (2H,d,] = 6.1 Hz ),
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8.73 (2H,d,J = 6.1 Hz)
MS (ESI) m/z: 329 (M+H) *
(02471 E K 44
(S) -5-&-7T-]RC&-2- (2-FEIRYE-1-K ) FHEW
(a)(8) -1-=ZTEHKE-4- (5-F-T-BOEFFHER.-2-5)
-3- B LR
FERHBECERASE (0.5M THF B ) WAE K ER L
(0.5M HERE®W) RUELDAFERAEERS 31 (a) R
@ 7% EBEENLEY 589mg-
[0248]
(b) (8) -5-&K-7T-FHT FH-2- (2-FEIRME-1-5 ) 5 reEm
EHAERS 44 (a) FERZ (S) -1- =R T & E-4-
(5-8-7T-ROEFHBW-2-F) -3-FEIRY (58.9mg) fE
(S) -1-=8 T EHE-4- (5-8-7- (HEI3-3-5 ) FH e 2.
) 3-FEIRM > RIDIIEHEERES 16 (¢) BENS
%o EGEENLMEY 4.0mg -
'H-NMR (400MHz,CDCl;) 6 : 1.40 (3H,d, ] = 6.8 Hz) ,
1.23-1.92 (10H, m) , 2.75-2.82 ( 1H, m) , 2.85-2.93 ( 2H, m) ,
3.07-3.12 (2H, m) , 3.33-3.40 ( 1H, m) ,3.94-3.97 ( 1H, m) ,
4.37-439 (1H,m) ,6.83 (1H,d,] = 2.0Hz) ,7.14 ( 1H, d,
] = 2.0 Hz)
MS (ESI) m/z: 334 (M+H) *
[0249) 2 #a 5 45
(S) -5-%-2- (2-FEIRME-1-%) -7- (2H-1,2,3-Z M -2-3 )
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7

(a)(8S) -1-Z| T &EHBE-4- (5-8-7- (2H-1,2,3-= 0k -2-3 )

%#ﬂ%ﬂﬂéd-%) -3-F B R of

KEMB 16 (a) FRIERZ (S) -1I-ZH/TEHRE-4- (7-

R-S-BFRABM-2-F ) 3-FEIRY (60mg) - B Ee = 48

(59mg > 2.0 E & )+ Medt-butylXPhos (8.1mg -+ 0.12 Z & ) -

2 (ZEFERNE) Z4# (0) (6.4mg: 0.05 EE) & 1,2,3-

= (12pL 15 EE) BENREXR (1.0mL) # > 7 120C
@ HBTRHRESSIR - FINKIAKERE AZBIEEN

HERY - FHEKRRRCEERES  ERETHBREHE

RAYvBEXRENE (BRHAB Sk Z2B2ZE=7:3) #&

BN EESEENLEY 33mg -

[0250]

(b)(S) -5-&-7- (2H-1,2,3-= M -2-% ) -2- (2-FF B IR 0f-1-

&) FHEMW

FERERE 45 (a) MERZ (S) -I-ZH/ T EHE-4-

® (5-&-7-(2H-1,2,3-=M8-2-50 ) FEFF 80K 228 ) -3-FF 2L IR 0

A (S) -1-=Z8|T &EmE-4- (5-8-7- (EH-3-5) Kz

ME-2-E ) 3-REIRDE . BRI EREERE 16 (¢) FE

MAE ESEENLEY -

'H-NMR ( 400MHz,CDCl;) 6 : 1.43 (3H, d, ] = 6.8 Hz) ,
2.86-2.95 (2H, m) , 3.09-3.13 (2H, m) , 3.40-3.48 ( 1H, m) ,
4.04-4.08(1H, m),4.45-4.51(1H, m),7.29(1H,d,] = 2.0

Hz) ,7.68 (1H,d,J = 2.0Hz) , 7.89 (2H, s)
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MS (ESI) m/z: 319 (M+H) *
[0251] E 6l 46
(S) -5-&-2- (2-FAEIRM-1-F) -7- (1H-1,2,4- =¥ -1-5)
I T I
(a)(8) -1-Zf TEME-4- (5-8-7- (1H-1,2,4- =1 -1-3)
AP -2 ) -3-F B IR b
A 1,2,4-ZW R 1,2,3- =0 > Btk DLAN 5 F 85 56 51
45 (a) AWM T & EEEZENLED -
@ [0:52)
(b)(8) -5-&-7- (1H-1,2,4-= W -1-5 ) -2- (2-F EIF 0t-1-
) ErEu
ERERD 46 (a) FiEBZ (S) -1-ZH T & B £ -4-
(5-%-7- (1H-1,2,4-= M -1-5 ) X H WM -2-% ) -3-F B0 0o
B (S) -1-=Zf/ T &EHmE-4- (5-8-7- (ER-3-5) FEIre
-2-2 ) -3-BHEIRME  BREELDIAAFEAHEERES 16 (c) A
Wh% EEEENLEY -
'"H-NMR (400MHz,CDCl3) 6 : 1.44 (3H,d,J = 6.6 Hz) ,
2.86-2.96 (2H, m) ,3.08-3.15 (2H, m) , 3.41-3.48 ( 1H, m) ,
3.97-4.00(1H, m), 4.38-4.44(1H, m), 7.29(1H,d,J = 2.0
Hz) ,7.58 (1H,d,J = 2.0Hz),8.15(1H,s), 8.83 (1H,s)
MS (ESI) m/z: 319 (M+H) *
(0253 & 5§ 47
(8) -5-&-7-BT £F-2- (2-FEIRME-1-2 ) K H B
(a)(S) -1-Z=#RTEBKE-4- (5-8-7T-ETHEFHFEMk-2-5)
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-3- B B R
EHETERMASE (0.5M THF B ) EUA BB L 58 b &
(0.5M HERE®R) BRUEDANERAEEBES 31 (a) AW
hE o EGEENLEY -
[0254)
(b) (S) -5-F-7-BT &H-2- (2-FEIRG-1-2F) FEHFmuw
ERERS 47 (a) FERZ (S) -1-ZH T & HH-4-
(5-8-T-BETEXHEW-2-5) 3-FEIRBIA (S) -1-=
@ GTEHEA (5SRKT-(EHIE) FHABK2E) 3.6
EIROE > BRIDIAMERBEERSG 16 (¢) FAENHE » #EE
BHEY -
'"H-NMR( 400MHz,CDCl;) § :0.94(6H, dd,J = 3.7,6.6 Hz),
1.38 (3H,d,J = 6.8Hz),1.95-2.06 (1H, m) ,2.59 ( 2H, d,
] = 7.1Hz), 2.84-2.92(2H, m), 3.07-3.11( 2H, m ), 3.32-3.39
(1H,m) ,3.93-3.96 (1H, m) , 4.34-4.39 (1H, m) , 6.78 ( 1H,
d,J = 2.0Hz) ,7.15(1H,d,J = 2.0 Hz)
MS (ESI) m/z: 308 (M+H) *
(02551 & fE I 48
(S) -5-%&-2- (2-FAEIRUE-1-5) -7- (2-FWEEEE) %It
A
(a) (8) -I-=Z8 T EKE-4- (5-8-7- (2-BEHEFEHE) ¥
FEW-2-5 ) -3-F Eorof |
ERMARERWEBIN 3-ETEE - BRI LA E B s
EHEfl 16 (b) BEMAE  EEHEENLEY -
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[0256)
(b) (S) -5-&-2- (2-FEIRGF-1-F ) -7- (2-FKEEFHEH)
I S

BEAEREE 48 (a) FTER/Z (S) -1-ZH T &R E-4-
(5-8-7- (2-HHEFE) FHBW-2-K) -3-F EIR I
(S) -1-Z/ T &fmE-4- (5-8-7- (BY-3-F) FHEm.2-
2 ) -3-HEIRYE - RIEUABEREEME 16 (¢) AEN A
% EBEENLEY -
@ 'H-NMR (400MHz,CDCl;) & : 1.42 (3H,d,J = 6.8 Hz) ,
2.88-3.01 (2H, m) ,3.11-3.20 (2H, m) , 3.41-3.48 (1H, m) ,
3.96-3.99 (1H, m) , 4.42-4.45 (1H, m) , 4.60 (2H,s) , 6.99
(1H,d,J = 2.2Hz),7.32-735(2H, m),7.40 (1H,t,] =
7.6 Hz) , 7.46-7.50 (1H, m) , 7.66 (1H,d,J = 7.6 Hz)
MS (ESI) m/z: 358 (M+H) ~
0257  # i Bl 49
(S)-5-&-7- (1-FIE-1H-BKME-2- 20 ) -2- (2-FRE IR UE-1-% )
-F FE S
(a) (8) -1-Z8 T &HE-4- (5-8-7- (1-FH-1H-BKm-2-
2) RAFEMW-2-H) -3-FHEIRU
R N-FRE BRI (44, L0 1.0mmol) RN Z B (1.0mL)
RmAE-78C > BIETE#E (2.77M THEEW » 542¢ L
LSmmol) VRINACEL » BEREI 1 NE - FM=ZT E &
(4054 L 1.5mmol) B REWHE - RIEHWAE > RERTHE
BN - BRI RERRER  ERET BB ®RK
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FEVREBER - IG5 A DMF (1.0mL) BRIMEHEH 16 (a)
FTERZ(S)-1-ZRTEBRE-4-(T-R-5-BFRFREM-2-5)
S3-FEIRM (60mg > 0.14mmol ) FE (= FEM) 48 (0)
(16.2mg - 0.014mmol ) - RERK R TE 120C WKL FiEL
14 /N - BRIMAKRBIRERE BZBMZEBENHERY - B
EAAMBREGARELZRER  CHETHRRER BWRE
EEME (BREE > St 2ZBZE=1:1) BEBERBE
EEEENLEY 543mg -
@ 053] |

(b) (S) -5-&-7- (1-FE-1TH-DkM-2-F ) -2- (2-F R o
-1-5 ) R g

EHERE 49 (a) FTERBZ (S) -1-Z/ T & % & -4-
(5-%&-7- (1-FE-1H-BRME-2-5 ) R B -2-5 ) -3-H Z IR
FELAR (S) -1-Z8 T &EHRE-4- (5-8-7- (EBR-3-E) ¥
SOE-2-F) 3-FHEIRY > BRIELIAAFEFHEEES 16 (¢) [
B ATE BEEREENLEY -
'H-NMR ( 400MHz,DMSO-d¢) 6 : 1.40(3H,d,] = 6.8 Hz),
2.83-2.94 (2H, m) , 3.06-3.13 (2H, m) ,3.36-3.43 ( 1H, m) ,
3.71 (3H,s) ,3.94-3.98 (1H, m) , 4.37-4.43 (1H, m) , 7.05
(1H,d,J = 1.2Hz),7.20(1H,d,J = 2.0Hz), 7.20( 1H,
d,J = 1.2Hz),7.36 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 332 (M+H) *
[0259] &6l 50

(S) -5-&-7- (1TH-BRME-2-F ) -2- (2-FFEIRME-1-2) EH
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2 g
(a)(S) -1-SMT R HE-4-(5-F-7-(4,4,5,5-WEE-1,3,2-
TR R 22 ) FE AR 3 B IR 0

BENEG 16 (a) FiEBE (S) -1-SHTEBE-4- (7-
WS- IEF -2 ) 3. IR0 (860mg v 2.0mmol) -
B W 3% = 7 % BS (bis(pinacolato)diboron) ( 762mg: 1.5 Z & ) -
ZERER (589mg - 3.0 BE) K (1,10 -# (“KEB) =%
) ZHEAME EBEEMEY (163mg> 0.01 E8) BERM

@ 14Tk (lomL) B0 7E 90T H S R 2 NEF - 75 IR
BTREBNERERESR RNV BEN B ZESREE -
BEREME AWBEEEBRE (REB > O 282
FE=17:3) M3 BEEEGLEY 927mg -

MS (ESI) m/z: 478 (M+H) °

[0260])

(b) (S) -1-ZHTEBE-4- (5-5-7- (1H-BkW-2-3 ) ¥
FEMSIL -2 ) 3B SR o

BB S0 (a) FIERZ (S) -1-ZH TEBE-4- (5-
&-7- (4,4,55-WREE-132-ZFHBRM L -2-2 ) FHrEw
-2-3 ) -3-F IR 0 (48mg > 0.1mmol )~ 2-3% - |H-BK M ( 29mg
20 8D B (ZEER) 8 (0) (1l.6mg> 0.1 ¥&) -
B (55mg 4.0 BB DEMBMN 1,4- 2 =& (800, L) B k(200
pL) B> RERATE 110CHMATER 4 /B - Fink
B EWRE  BZBZEENERY  BERBHATNAD
K FEKFBRMISRERES  ERETHREE
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AR TLC ([REH > HEE & =1:19) BRERS
ERZEENLEY 21.3mg -
[0261)
(c) (8) -5-8&-7- (1H-BRkME-2-% ) -2- (2-BR IR 0f-1-% )
7 v e

AT/ 50 (b) MEBZ (S) -1-=HTELE-4-
(5-%&-7- (1TH-BRUE-2-B ) FH B2 ) 3-8 B IR HEE A
(S) -1-=8|T & peEE-4- (5-8-7- (EHy-3-5 ) FEFFEEmk.2.

@ =) FEIRM RUDNEAHEEES 16 (c) AENS
% EREENLEY -
'H-NMR ( 400MHz,DMSO-d¢) 6 : 1.31(3H,d,J = 7.1Hz),
2.64-2.70 (1H, m) , 2.79-2.90 (2H, m) ,2.97-3.00 ( 1H, m) ,
3.24-3.28 (1H, m) ,3.99-4.02 (1H, m) , 4.39 (1H, m) , 7.15
(1H,s) , 7.29 (1H,d, J = 2.0 Hz) , 7.35 (1H, s) , 7.52
(1H,d,J = 2.0Hz) ,12.28 (1H, s)
MS (ESI) m/z: 318 (M+H) *
® [0262] EHEH 51

(S) -5-&-7T- (RCEFE) -2- (2-FHEIRM-1-5) -3 72
s
(a) (8) -1-ZTEHE-4- (5-8-7- (BTEHFHE) ¥#
PSP -2-5 ) -3-FF ZL IR ot

NN EB S 52601 L>0.5mmol )] 9-BBN( 0.5M THF
YA > 2.0mL > 1.0mmol) # » FAMFEERN S0TCHEE 1 /)
BF o 400 SN S & 7K AR (0.2mL > 1.0mmol ) ¥ [ JE ¥ 1
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o WIMEKES 16 (a) ERZ (S) -I-ZH T EBE-4-
(7-R-5-[FEHEBH-2-F ) -3-FEIK (60mg> 0.14mmol )
(L1 -8 (ZFER) X&) 848 Z8§F MRy
(11.4mg - 0.01 &) KWEEH (58mg’ 0.42mmol ) N EE
B3 /NG - EREBTHEB K ERER > ARMERE TLC
(REE  Cht: Z2BZE=4:1) BEERHE -
[0263]
(b)(8) -5-&-7- (RCEFE) -2- (2-FEIRBE-1-F) -
@ ymw

REE S1 (2) FTERZ (S) -1-Z/RTEHKE-4- (5-
®-7- (RCERE) FABY2-E) 3-FHIRYH (HE) %
BR&EMH (0.6mL) R=%H LB (03mL) # » REEE# 1.5
N ERBTHERREBRL % BMZBZE  ABRES
MAKBBBURBINREBEKKRFERSE - AEKFREBINEEE %
Btk HEEREBTHREL FAVBEREWNE (BHEE > H
BE & (5=2:98) BRAERH  EEEENLEY 2.7mg -
'H-NMR ( 400MHz,CDCl;) 6 : 0.95-1.02 (2H, m) , 1.09-1.23
(2H, m) , 1.50 (3H,d,J = 7.1Hz) ,1.61-1.69 (4H, m) ,
1.87-2.00(3H, m), 2.60(2H,d,J] = 6.8 Hz), 3.02-3.09( 1H,
m) ,3.14-3.28 (2H, m) , 3.34-3.38 (1H, m) , 3.55-3.63 ( 1H,
m) ,4.11-4.16 (1H, m) ,4.58-4.61 (1H, m) , 6.83 (1H,d,]J
= 2.0Hz),7.17 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 348 (M+H) *

[0264] £ i5 (5 52
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(S) -5-&-7- (RTEE) -2- (2-FEIRU-1-5) EHrEmw
(a) (S) -I-ZWMTERE-4- (5-8-7T-BEFHEW.2-5)
-3 - 2 IR
BEAKEUARIRKEE » BRI EAEE R 28 (a) FE
WA EEEENLED -
[0265])
(b) (8) -1-=8TEKRE-4- (5-&8-7- (BOER) FHmeE
g -2-2 ) -3-FF B R0
@ REEE 52 (a) FEBZ (S) -1-ZHTEBHE-4- (5-
R-T-REFFEM-2-8) 3-FHIRH (49mg > 0.14mmol ) -
RACEBE=ZFEE (5.1mg- 0.1 EB) BBEOHE (344 L >
20E2) REEMAH (24mg» 3058 ) BEN 1,4-2 185
(0.5mL) I 7E 100°C By A R # 14 /NBF 1% > B IR IR ki3
WEZFEE (20mg- 04 EE ) BEBETHK (51uL:3.0%
B) REEMAN (24mg> 3.0 HE ) #EEE 2 /I - 5N
BEMRHE K RERE  AZBZEENLEERY - B5 5%
® BHEMEBEKEE  AEKRBHSER  EHRETHER
BHEAYBEMRBNE (BHE > Tl ZBZE=17:3)
RERERH  EEREENLEY 17.7mg -
[0266]
() (8) -5-8-7- (RO &EHE) -2- (2-FHEIRY-1-2) E3t
IE5 e
BEHAER 52 (b) FESZ (S) -1-ZR TEBE-4-
(5-8&-7- (RO &EE) FHBMW-2-2) 3-FHIRHRA (S)
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I-=R T SR A4 (S--T- (R -3-E ) EH M2
S-FHEIRD . BRIESIEREERE 16 (¢) AENFHE
ESEENLEY -
'H-NMR ( 400MHz,CDCl3) § : 1.33-1.35 (4H, m) , 1.39 ( 3H,
d,J = 6.8 Hz), 1.54-1.59 (2H, m) , 1.82-1.84 (2H, m) ,
2.01-2.05 (2H, m) , 2.83-2.91 (2H, m) , 3.06-3.10 (2H, m) ,
3.32-3.39 (1H, m) ,3.94-3.98 (1H, m) , 4.40-4.34 (2H, m) ,
6.61 (1H,d,J = 2.0Hz) ,6.95 (1H,d,J = 2.0 Hz)
@ MS(ESI) m/z:350 (M+H)*
[0267] & HEfHl 53
(S) -5-&-7- (BRREFEE) -2- (2-FEIRB-1-%) FH
I A
(a) (8) -1-=ZBTEBRE-4- (5-8-7- ( BREFEHE) ¥
H IS -2-5 ) -3- B B R o
EARFERARNAREBECK RIS ERETE
Bl 52 (b) EHEAE  EEEZENLEY -
[0268]
(b) (S) -5-&-7- (RAEHEE) -2- (2-BEIRG-1-5)
7 s e
ERERE 53 (a) ERZ (S) -1I-ZH T EHE-4-
(5-@-7- (RREREE) FHBEMW-2-5) -3-F H IR R A
(8) -1-=ak T & MRE-4- (5-8-7- (HEGY-3-5 ) Ffmemk-2.
) 3-FEIRG > REDLAFERAEERE 16 (¢) AENS
% EBEENLEY -
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'H-NMR (400MHz,CDCl;) 6 : 0.40-0.36 (2H, m) , 0.65-0.69
(2H, m) , 1.26-1.36 (1H, m) , 1.39 (3H,d,J = 6.8Hz) ,
2.82-2.90 (2H, m) , 3.05-3.09 (2H, m) , 3.32-3.40 ( 1H, m) ,
3.95(2H,d,J = 7.1Hz), 3.96-4.00¢( 1H, m), 4.39-4.42( 1H,
m) ,6.58 (1H,d,J = 1.7Hz) , 6.95 ( I1H,d,J] = 2.0 Hz)
MS (ESI) m/z:322 (M+H) *
[0269] % fi Bl 54
(S) -5-%-7- (RMEMW-3-5) 2- (2-FEIFUH-1-5) KHmE
® u

(a) () -1-ZRTEBE-4- (5-8-7- (BEW-3-K) Ex
N2 ) -3- B B R O

R 3-08 B UEREN AR 2-3- TH-BRO o [ B DL 6 P S
M1 50 (b) RNk EEEENLEY -

[0270]
(b)(S) -5-&-7- (EHEMW-3-K) -2- (2-FEIRG-1-F) ¥
H IS0

EAEGES 54 () FEEZ (S) -1-Z@TRBE -4
(5-4-7-( RUEVE-3-3E )5 3 IB0S 0 )-3- 5 SR IR C S )
TSR TEB R4 (55T (W3 F IS 2K )
3B EURUE o R B LLAMGE BB AR A 16 (o) [AEEY i -
WEBEEN LAY -

'"H-NMR (400MHz,CDCl;) & : 1.44 (3H,d,J] = 6.8 Hz) ,
2.88-2.96 (2H, m) , 3.10-3.15 (2H, m) ,3.41-3.48 ( 1H, m) ,

4.01-4.04(1H, m),4.42-448(1H, m),7.34(1H,d,J = 2.0
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Hz),7.78(1H,d,] = 2.0Hz),7.84(1H,d,J = 4.9Hz),
8.80 (1H,d,J = 4.9 Hz)

MS (ESI) m/z: 335 (M+H) *

[0271] E# 4 55

(8) -5-Q@-7- (S-AREMEMW-2-5) -2- (2-FHIRM-1-2)
7 I S

(a) (8) -1-Z T EHEE-4- (5-8-7- (S-REFLEW-2-5)
AT IS -2- 5 ) -3 B R R

o i F 2-7R MEME -S-F EE R AX 2-08 - TH-BE 0K » B i DL 4 (6
ELEMHA S0 (b) AN AL EEEENLEY -
[0272])

(b) (S) -5-&-7- (5-REFEW-2-2) -2- (2-FH IR B-1-
BH) EHmu

EARERG S5 (a) FfIER/Z (S) -1-ZHK T &5 HE-4-
(5-8-7- (S-ARFREBEMW-2-H ) RAFmEw-2-5) 3-8 5 IR 04
WA (S) -1-Z8/ T EBE-4- (5-8-7- (EWH-3-£) FHme
M-2-F) 3-REIRY - REEDAERHEEHES 16 (¢) FE
WAk BEESEENLEY -
'H-NMR ( 400MHz,DMSO-d¢) 6 : 1.36 (3H,d,J = 6.6 Hz),
2.66-2.73 (1H, m) ,2.82-2.92 (2H, m) , 3.00-3.03 ( 1H, m) ,
3.38 (1H, m) , 3.87-3.90 (1H, m) , 4.29-4.31 (14, m) , 4.78
(2H,d,J] = 5.4Hz),571(1H,t,] = 5.6Hz),7.41( lH,
d,J = 2.0Hz),7.66 (1H,d,J = 2.2Hz) ,7.87 (1H, s)
MS (ESI) m/z:365 (M+H) *
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(0273 & HE#l 56
(S) -5-%-2- (2-FAEIRUF-1-F ) -7- (WEIE-2-2 ) FHFmem
(a) (8) -1-Z8|MT EHE-4- (5-8-7- (WrE-2-2H ) FEHm
mg-2-5 ) -3-F E IRk

ER2-(=ZTEHE) BIEIRMR 2-( =T HHE) mmw
FRICDISMEREERG 34 (a) AR A BEESEENLE
Y o
[0274])

@ (b)(S) S5-|-2- (2-BHERH-1-H) -7- (HrE-2-%) EH

IS 1

EAERG 56 (a) MERBZ (S) -1-ZH T & -4
(5-8-7- (WEIE-2-2) FHBMW-2-5) 3-FEIFHIA (S)
L-ERTEBKE 4 (S-R-T- (B -3-F ) FEH W 25
S-FHENRME  BREEDISEAEEREE 16 (c) BB G E -
EREEENLED -
'H-NMR (400MHz,CDCl;) 6 : 1.41 (3H,d,J = 6.8 Hz) ,
2.86-2.93 (2H, m) , 3.09-3.13 (2H, m) , 3.40-3.47 (1H, m) ,
4.05-4.08 (1H, m),4.45-4.51(1H, m),7.26 (1H,t,] = 4.9
Hz),7.41(1H,d,J = 2.2Hz),7.95(1H,d,J = 2.2Hz),
8.88 (2H,d, ] = 4.9 Hz)
MS (ESI) m/z: 330 (M+H) *
[0275] E I 57
(S8) -5-%&-7- (S-|MEWY-2-F) -2- (2-FEIRMH-1-5) ¥EH

I i
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(a) (S) -1-ZHTEBE-4- (5-5-7- (S-FEWH-2-5) %
FEEROK 2-BE ) -3- FF 2 OR O

5 A S-4R-2-ME 0 T B B % 3-E D B EE o B It LA 4 F A B
EHEH 16 (b) BN HE  BEEENLEY -
[0276]
(b) (S) -5-F&-7- (S-MERY-2-2 ) -2- (2-F IR Uf-1-25)
% I

EAEEG 57 (a) FERZ (S) -1-ZRT A E 4

@ (57 (S-EMW-2-E) KW ) 35 EIR B

(S) -1-ZHT EME-4- (5-F-7- (HEE-3-3 ) % H g 2.
) -3-HEE 0 BRI E R EEES 16 (c) RN S
% EBEENKEY -
'"H-NMR ( 400MHz,CDCl;) & : 1.46 (3H,d,J = 6.8 Hz) ,
2.91-3.02 (2H, m) , 3.13-3.22 (2H, m) , 3.44-3.52 ( I1H, m) ,
4.04-4.07(1H, m) , 4.45-4.51¢( IH,m),6.97(1H,d,J = 3.9
Hz),7.17(1H,d,J] = 2.0 Hz),7.22(1H,d,J = 2.0 Hz) ,
7.32 (1H,d,J = 3.9 Hz)
MS (ESI) m/z: 368 (M+H) *
[0277]  E Hi B 58
(S) -5-8-7- (5-|MIE-2-2) -2- (2-FFHIEO-1-2 ) £
e
(a) (8) -1-ZHMTEBHE-4- (5-8-7- (S-EMbrg-2-2) %
FEMSUE-2-5E ) -3-F R of

B S-E-2- (STHHE) BENAR 2- (ZTEHE)
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O o B USRI R E G 34 (a) FEE S B EE
HiE -
[0278])
(b) (S) -5-%-7- (S-EMENE-2-2 ) -2- (2-F BE IR - 1-45 )
2 I I
BT 58 (a) FIlBEZ (S) -1-Z 4 T & 52 -4-
(5-%-7- (S-SMbIE-2-3 ) FHIEM 23 ) -3- 5 2 IR BHEY %
(S) -1-ZHTEHBE4- (5-5-7- (H-3-3) 5 H g2
@ =) 3 FHRY RILAERESEN 16 (c) MEKYS
B OEEEENLEY -
'H-NMR (400MHz,CDCl3) &6 :1.43 (3H,d,J = 6.8 Hz) ,
2.87-2.95 (2H, m) ,3.09-3.13 (2H, m) ,3.39-3.47 (1H, m) ,
3.98-4.00(1H, m) , 4.39-4.45( 1H, m) , 7.35(1H,d,J = 2.2
Hz) , 7.78-7.81 (2H, m) , 7.94 (1H,d,J = 8.3 Hz) , 8.69
(1H,d,J] = 2.4 Hz)
MS (ESI) m/z: 363 (M+H) *
(02791 & HEHI 59
(S) -5-8-7- (4-FMIE-2-2) -2 (2-FHIEW-1-5) %
e
(a) (S) -1-ZHTEBE-4- (5-8-7- (4-FULE-2-2) %
FEIEE 23 ) -3-FF R
BA4R-2- (STEHE) BERA2- (S THEHE)
s B M DAAHE R EE RS 34 () ARG A BEEE
Hiay -
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[0280]
(b) (S) -5-&-7- (4-@ME-2-F ) -2- (2-FHHEIRG-1-5)
2K e s
BERAERE 59 (a) FTERBZ (S) -I-ZRTEHE-4-
(5-8-7- (4-QUEmE-2-5 ) FH M -2-5 ) -3- 5 3 IR B A
(8) -1-Z8T &HRE-4- (5-8-7- (EWH-3-5) FHmEm-2-
) 3-FHERM  RIENAERAEERES 16 (¢) BHHENS
7o ERERENLEY -
@ 'H-NMR (500MHz,CDCl;) 6 : 1.44 (3H,d,J = 6.5 Hz) ,
2.88-2.96 (2H, m) , 3.10-3.15 (2H, m) , 3.42-3.47 (1H, m) ,
3.97-4.00( 1H, m), 4.40-4.45( 1H, m), 7.30( 1H, dd,J = 2.0,
55Hz) ,7.36 (1H,d,J = 2.0Hz) ,7.82 (1H,d,J = 2.0
Hz) ,8.01 (1H,d,J = 2.0Hz) ,8.64 (1H,d,J = 5.0 Hz)
MS (ESI) m/z: 363 (M+H) *
[0281] & #1 60
(S) -5-&-7- (6-FMEUE-2-2 ) -2- (2-FHIRM-1-5) EH
I A
(a) (S) -1-=RTEHBE-4- (5-8-7- (6-F|MErE-2-5) %
FFUESIE-2-2 ) -3-FF B R 0
fEH6-F-2- (ZTEHE) WERNMA 2- (ZTESE)
S BRIEDIME R E TG 34 (a) A A BEEE
K a? -
[0282]

(b) (S) -5-&-7- (6-FMEIE-2-2 ) -2- (2-FFHEIR0F-1-%)
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2K g i

EREBE 60 (a) FEBZ (S) -1-ZH T EHE-4-
(5-&-7- (6-FMENE-2-2 ) FH B -2-5 ) -3-F £ IR gEEY £t
(S) -1-=f| T &EKE-4- (5-8-7- (BEH-3-2) FHmEuw. 2.
) -3-FERLE - BREUAEREEKS 16 (¢) AEHNH
= EBEENLEY -
'H-NMR ( 400MHz,CDCl3) 6 : 1.44 (3H,d,J = 6.8 Hz) ,

2.87-2.96 (2H, m) ,3.10-3.14 (2H, m) , 3.41-3.48 ( 1H, m)

@ 399-402(1H, m),4.41-447 (1H, m) ,6.92-6.95 (1H, m) ,
7.36 (1H, d, J = 2.2 Hz) , 7.84 (1H, d, J = 2.0 Hz)
7.89-7.95 (2H, m)
MS (ESI) m/z: 347 (M+H) *
[0283] %4l 61
(8) -5-8-7- (3-FILIE-2-2) -2- (2-F HIROE-1-5 ) %3
S
(a) (S) -1-=Z/TEHRE-4- (5-8-7- (3-FWLg-2-5) %
FEEME-2-F ) -3-H R mf

A 3-%m-2- (=ZTEHE) Wil 2- (ZTEHE)
S0 BREELASME B EREG] 34 (a) RIH HE > BEIEE
K& -
[0284]
(b) (S) -5-%&-7- (3-FMbuE-2-%) -2- (2-F HE IR 0f-1-5)
I S

ERAEWES 61 (a) FEEZ (S) -1-SH T &BE-4-
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(5-8-7- (3-FWEME-2-5 ) FH M -2-5 ) -3- 5 Z R 0 5 £
(8) -1-=TEMRE-4- (5-8-7- (HEBWG-3-F) FEFmEm. 2.
) 3-BEIRMY - REDAGEREEHE 16 (¢) BENA
% EEEENLEY -
'H-NMR (400MHz,CDCl3) & : 1.39 (3H,d,J = 6.8 Hz) ,
2.83-2.91 (2H, m) , 3.06-3.10 (2H, m) , 3.33-3.40 (1H, m) ,
3.93-3.96 (1H, m) ,4.34-4.40 (1H, m) , 7.36-7.40 (3H, m) ,
7.53-7.58 (1H, m) , 8.57-8.59 ( 1H, m)
@ MS(ESI) m/z:347 (M+H)*

[0285) EHE @l 62
(S) -5-&-7- (S-FEEmEM-2-2) -2- (2-FEIRM-1-5 ) %
- 5 e
(a) (S) -1-=ZH/TEKE-4- (5-8-7- (S-FEEW-2-5)
RS -2- K ) -3- B B R o

fEA 2-1R-5-F B EM ALK 2-98 - 1H-DK ¥ > F I DA 41158
BEEBE S0 (b) AN AL EESEZENLEY -
[0286])
(b)(S) -5-8&-7- (5-FEMEM-2-2 ) -2- (2-FH IR B-1-5)
7 Ff S

ERERG 62 (a) MEMRZ (S) -I-Z/TEHHE-4-
(5-8-7- (S-FMEMEM-2-5 ) FHMEW-2-2 ) -3-5 2 IR B
RO8) -I- =T EME-4- (5-8-7- (EB-3-5) =
2-E ) 3-HEIRME - BRIAAEREEHEE 16 (c¢) REHN
HiE EEEENLKEY -
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'H-NMR ( 400MHz,DMSO-d¢) 6 : 1.36(3H,d,J] = 6.8 Hz),
2.67-2.72 ( 1H, m) , 2.88-2.92 (2H, m) , 3.02-3.05 (1H, m) ,
3.37-3.40 ( 1H, m) ,3.94-3.97 (1H, m) ,4.37 (1H, m) , 7.56
(1H,d,J = 2.2Hz),7.74(1H,d,J = 2.2Hz), 8.88( 1H,
s)
MS (ESI) m/z: 360 (M+H) *
[0287) ‘EHEHl 63
(S) -5-&-2- (2-FEIRYE-1-F) -7- (S-FEER-2-H) ¥
® imuw

(a) (S) -1-Z| T E&EHBE-4- (5-8-7- (S-FHBEW-2-2)
KIS -2-28 ) -3-FF F IR 0

(A 2-7R-5-FF e M AR 2-9R - TH-BK M > f& Itk DA 4) 5 A
B 50 (b) BHREN AL > EESEENLEY -
[0288])
(b)(S) -5-&-2- (2-FAEURTF-1-5 ) -7- (5S-BHEmgEK-2-2 )
9 mE |

HHAERS 63 (a) FERZ (S) -1-ZRTEHE-4-
(5-8-7- (S-HEMEM-2-B ) SRH MW -2-5 ) -3-8 B IR By
OS) -1-=ZTEBRE-4- (5-8-7- (FEBH-3-2) FHmm
2-% ) 3-HEIRUE BRIEDUMEREETHES 16 (¢) AEN
g EREENLED -
'H-NMR( 400MHz,CDCl3) 6 : 1.46(3H,d,J] = 6.8 Hz), 2.58
(3H,s) ,2.89-2.99 (2H, m) , 3.12-3.18 (2H, m) , 3.43-3.50

(1H,m) , 4.05-4.08(1H, m), 4.45-4.52 (1H, m), 7.31 ( 1H,
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d,J] = 22Hz),7.60 (1H,s) ,7.77 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 349 (M+H) *
[0289) % fti ] 64
(8) -5-%-7- (2-FMEW-3-2) -2- (2-FHEIROE-1-2) EH
I
(a) () -1-ZHRTEBE-4- (5-F-7- (2-FIEW-3-£) %
FEOE 2R ) -3 B SR

5 P 2-8-3-RE W B BRI AL 3-TEDY W RS - B Ok LA SN0 B

@ =016 (b) ABMSE EESEENLEY -

[0290]
(b) (S) -S-%-7- (2-FHEB-3-2) -2 (2-HHEIRME-1-5 )
% 2

ERAEMHE 64 (a) FIEBZ (S) -1-ZHTE B4
(S-8-7- (2-FAHENWY -3-5 ) FEFIEME 2.3 ) -3-FF £ IR Oh Y £
() -1-ZH/TEHE4- (5-58-7- (B -3-5 ) FH g 2.
) 3-FEIRY RIS ERAEERE 16 (c) NS
o EEBEENLEY -
TH-NMR (400MHz,CDCl;) & : 1.39 ( 3H, d,J] = 6.8 Hz) ,
2.82-2.91 (2H, m) , 3.05-3.09 (2H, m) , 3.32-3.40 ( IH, m) ,
3.93-3.96 (1H, m) , 4.34-4.40( 1H, m) , 7.14(1H,d,J = 5.6
Hz),7.17(1H,d,J] = 2.0Hz), 7.21 (1H,d,J = 59Hz),
7.30 (1H,d,J] = 2.0 Hz)
MS (ESI) m/z: 368 (M+H) *
[0291] E K 65
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(8) -5-%-7- (S-REFEEREMEMW -2-2 ) -2- (2-FAH IR Uf-1-5 )
I
(a) (S) -1-Zfk T &EHE-4- (5-8-7- (5-J& gm0
) FFEM-2-F) -3-FHIRH
(5 2-1R-5-F% B B B E KA AR 2-9R - 1H-BR M > BRI DL 4
BEAEEME S0 (b) AENFE  BEEENLEY -
[0292]
(b) (8) -5-8-7- (5-BE PFREZEMEMW-2-5) -2- (2-FEIE
® 1) xxpmw
ERAERG 65 (a) FTERSZ (S) -I-Z/KTEHE-4-
(5-%&-7- (S-ME PR AW 22 ) FHEM-2-5) 3-HEIF
AR (S) -1-ZHRTEHE-4- (5-8-7- (HEIH-3-5) ¥
MR .2-2 ) -3-FEIR U BRULLIAME R E S 16 (¢) B
B HE  EEEENLEY -
'H-NMR ( 400MHz,DMSO-d¢) 6 : 1.36 (3H,d,J = 6.8 Hz),
2.68-2.74 (1H, m) , 2.84-2.94 (2H, m) , 3.03-3.05 (1H, m) ,
3.37-3.40 (1H, m) , 3.88-3.94 (1H, m) , 4.29-4.35(1H, m) ,
7.48 C(1H,s) ,7.71 (1H,s) , 7.79 ( 1H,brs) , 8.29 (1H,brs) ,
8.55 (1H, s)
MS (ESI) m/z:378 (M+H) *
[0293] &= fl 66
(S) -5-%-7- (3-8 EMmE-2-F) -2- (2-FEIRG-1-&) ¥
5
(a) (8) -I-Zf/R T &HBE-4- (5-8-7- (3-FEME-2-5)
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IR 2B ) 3B BRI
P 2-9R -3 HE T DR B A 2-38 - LH-DE DK > B it B4 (8
BEES S0 (b) ABMAE BEEENLEY -
[0294])
(b)(S) -5-8-7- (3-FEBUE-2-3 ) -2- (2-F ELUR 0 -1-2 )
5 I
BREBS 66 (a) FEEZ (S) -1-ZH T &BE-4-
(S-8-7- (3-BEE T IE-2-5 ) I 10 23 ) 3.5 2 IR U EY
@ K (S)-I-ZHRTEBE-4- (5-8-7- (EH-3-K) FH =
235D S3-FEURGE o BRI DAAMGE B EA 16 (o) FAER
Fik o EEEENLEY
'"H-NMR (400MHz,CDCl;) & : 1.42 (3H,d,J = 6.8 Hz) ,
2.84-2.90 (2H, m) ,3.06-3.10 (2H, m) ,3.35-3.43 (1H, m) ,
3.95-3.99(1H, m),4.37-4.43 (1H, m), 7.35( IH,d,J] = 2.2
Hz),7.43 (1H,d,J] = 2.2Hz), 7.48( 1H,dd,J = 4.9, 8.1
Hz) ,8.14 (1H,d,J = 7.8Hz) , 8.95 (1H,d,J = 4.9 Hz)
MS (ESI) m/z: 354 (M+H) *
[0295] B fi5 1 67
(S) -5-8-7- (S-FMEB-2-2) -2- (2-FHEIEUE-1-2) %3
g
(a) (8) -1-ZH/TEHE-4- (5-5-7- (S-FIEB-2-) %
RO 25 ) -3 B R
BB 16 (a) FIEBZ (S) 1-ZHTEBEE-4- (7-
R-S-EEFEIEM 2.5 ) 3.5 B IR O (48mg ) R 7 ( 69mg
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5.0 EED B (ZFEB) £ (0)(12mg> 0.1 EE) & 2-
F-5- (4455-MWHAE-132-“F¥BEMK-2-2) gy
(46mg- 2.0 EE ) EMEMN 1,4- "M% (0.8mL) KK (0.2mL)
E RERAT E I00CHHATER 4/ - RmMATK
FEWRE  HAIBIBEENLERY FAEKFBEEEHEE
R EREBTHEREE EWBERERE (BHE
Ot ZRZE=17:3) BEEBERY  EESEZENLEY
21.8mg -

@  [029%]
(b)(S) -5-%-7- (S-FMEW-2-F ) -2- (2-FEIRGE-1-5)
7 r sk

EREREB 67 (a) ER/Z (S) -1-ZH T & & -4-

(5-%-7- (S-FMEMD-2-2 ) FHEM-2-5 ) -3- 5 Z IR i E (L
(S) -1-Z8TERE-4- (5-8-7- (BEBH-3-2 ) K mm.2-
H) 3-BEIRY > RIEDIAFERAEERS 16 (c) AEHNH
% BEEEENLEY -

® 'H-NMR ( 400MHz,CDCl3) & : 1.43 (3H,d,J = 6.8 Hz) ,
2.86-2.96 (2H, m) , 3.09-3.14 (2H, m) , 3.38-3.46 ( 1H, m ) ,
3.98-4.02( 1H, m), 4.39-4.45( 1H, m), 6.53( 1H, dd,J] = 2.0,
4.2Hz),7.12( 1H,d,] = 2.0Hz), 7.17(1H,t,] = 3.9 Hz),
7.20 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 352 (M+H) *
[0297] E i 68

(S) -5-&-2- (2-FAEIRME-1-) -7- (3-HEubrg-2-5) %

142



1670267

1
(a) (S) -1-ZRTEBE-4- (5-8-7- (3-FEME-2-2)
S FE IR 2B ) -3-FF B OE o

B P 3-FREE-2-DH IR SR LB AR 2-( S T H 5 ) g
B L LUSM 6 FIEB B HE B 34 (o) FIMEMO 53 HEEENLSE
-
[0298])
(b)(S) -5-%-2- (2-FEIRBE-1-5 ) -7- (3-F iz -2-% )

@ =xmuw

BREEG 68 (a) FiBZ (S) -1-ZH/ T &5 E-4-
(S-8-7- (3-FF B IEIE-2-25 ) 76 W04 225 ) -3 BL R U4
£ (S) -1-ZH|TEBE-4- (5-8-7- (E-3-5) F I e
%) 3-FEIRUE - RIEDUAMEHEE R 16 (¢) FE
Hik o EEEENLED -
lH-NMR( 400MHz,CDCl;) 6 : 1.36(3H,d,J] = 6.8 Hz), 2.30
(3H,s) ,2.79-2.88 (2H, m) , 3.02-3.06 (2H, m) , 3.29-3.36
(1H, m),3.86-3.89 (1H, m) , 4.29-4.35( 1H, m), 7.11 ( 1H,
d,J = 20Hz) ,7.26-7.28 (1H, m) , 7.35 ( IH,d,J] = 2.0
Hz) ,7.64 (1H,d,J = 7.8Hz) , 8.57 ( 1H, d,J] = 4.9Hz)
MS (ESI) m/z: 343 (M+H) *
(02991 % § i 69
(S) -5-%-2- (2-FEIRGE-1-2) -7- (2-FHBEW 4 5) %
3 1
(a) (S) -1-ZHTEHBE-4- (5-8-7- (2-FHEEW 45 )
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ISR -2-K ) -3-F AR

R 4-IR-2-F B E AL AQ 2-R - TH-BR M B E DA 455
HERE 50 (b) MENAE  BEEENLEDY -
[0300]
(b)(S) -5-&-2- (2-FEIRMp-1-F ) -7- (2-FFEmEm-4-5)
&

ERAERG 69 (a) FRERZ (S) -1-=H T & &-4-
(5-8-7- (2-FA B BEIR-4-3 ) FHF M -2-5 ) -3-F F IR B EY

@ KR (S) I ERTEBE4- (S-F-7- (WH-3-3) ExmEw

-2-F ) -3-FEIRME o BREDISERAEERES 16 (c) R
HiE EREENLEY -
'"H-NMR( 400MHz,CDCl;) 6 : 1.44(3H,d, ] = 6.8 Hz), 2.80
(3H,s) ,2.88-2.96 (2H, m) ,3.10-3.14 (2H, m) , 3.40-3.47
(1H, m) ,3.99-4.02(1H, m) , 4.41-4.47 (1H, m) , 7.27 ( 1H,
s) ,7.66 (1H,s) , 7.81 (1H, s)
MS (ESI) m/z: 349 (M+H) *
[0301] EHEH 70
(8) -5-&-2- (2-FEIRM-1-5) -7T-FEEFHrEw
(a)(S) -1-ZRT&ERE-4- (5-8-T-FEEFH EMK-2-5)
-3- B B R o

RERE 16 (a) FTERLZ (S) -1I-ZHTEBE-4- (7-
R-S-BAEFBM-2-K) 3-FEIRB (60mg) - B g = 47
(59mg - 2.0 H & ) - Medt-butylXPhos ( 4.8mg > 0.01 ¥ &) -

Bt (11) (3.1mg* 0.1 E&E) KEE (20mg 1.5 ¥ &)
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B EE (1.0mL) # > 7 110CHMA T EBR 2 /15 - &
MABRERE  BZBZEENEERY - F &K
RERER  CRETEREE  AVBEHRBRE (B
BEE St ZBZEE=17:3) BREEN  BEEEN K
&% 19mg -
[0302]
(b) (8) -5-%-2- (2-FREIRIE-1-3 ) -7-% & 5 5 7 rEng
BEREERE 70 (a) FE/L (S) -1-ZHT & BE-4-
@ (GEITEEEFFER2E) 3-HELEWEL (S) -1-=
BT EBE-4- (5-F-7- (EH-3-2) FHME 2.3 ) 3.6
HURYE > BRI BB GG 16 (o) AN S e
EHLEY 7.9mg -
'"H-NMR ( 400MHz,CDCl;) & : 1.35 (3H,d,J = 6.8 Hz) ,
2.79-2.88 (2H, m) , 3.02-3.06 (2H, m) , 3.29-3.36 (2H, m) ,
3.88-3.92(1H, m),4.27-4.33(1H, m),6.60(1H,d,J = 1.7
Hz) , 7.06-7.09 (3H, m) , 7.14-7.18 ( lH, m) , 7.35-7.39 ( 2H,
m )
MS (ESI) m/z: 344 (M+H) °
[0303] = 5Eal 71
(S) -5-%-2- (2-FREEIRUE-1-5) -7- (2-BAEMIBIE-1-5)
2 I IR
() (S) -I-ZHTEBE-4- (5-8-7- (2-FAEHB1E-1-%)
S FEIEIL 23 ) 35 B IR 0E
BERE 16 (2) FiEBL (S) -1-ZHTEBHE-4- (7-
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R-S-@AIFEM-2-2 ) -3-F EIRY (60mg ) iREES (91mg >
2.0 % &)~ XantPhos (12.1mg - 0.15 &)~ 2 ( ~ T8 % H
Bl ) —48 (0)(12.8mg- 0.1 E&) & 2-MIEEf (54 L -
5.0 28 ) WK DMF (1.0mL) # > RERATE 12008
BB 165 /N - RIN/KE KERE > B 2 ZEEFE
HAERY - HEKREBNGZRERER  EREBETHKRER
RAYBEHEENE (BEB O ZBZE=1:1) K&
BERE ESEENLEY 48.7mg -
@ (0304)

(b) (S) -5-%-2- (2-FEIRBE-1-F) -7- (HEIE-1-8) X
3t

EHEmRA 71 (a) FTER/Z (S) -1-ZH T & HRE-4-
(5-%-7- (2-FHEMLIEIE-1-2 ) R H M -2-5 ) -3-F F IR 0jf
B (S) -1-Zf T&EmE-4- (5-8]-7- (EW-3-F) EitmE
Mep-2-% ) -3-FHEIRY » BRI EREBTES 16 (¢) A
WAHE EEEENLKEY -
'H-NMR ( 400MHz,CDCl;) & : 1.40 (3H, d,J = 6.8 Hz) ,
2.21-2.28(2H, m), 2.61 (2H, t,J = 8.3 Hz), 2.83-2.91( 21,
m) ,3.06-3.10 (2H, m) , 3.33-3.40 ( 1H, m) , 3.90-3.98 ( 3H,
m) , 4.32-4.38 (1H, m) , 7.16 (1H, d, J = 2.0 Hz) , 7.21
(1H,d,J] = 2.0 Hz)
MS (ESI) m/z: 335 (M+H) *
[0305) E i@l 72

(S) -5-%-2- (2-FEIRUF-1-5) -7- (2-FH & BEuerg-3-2 )
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7 I 1
(a) (S) -1-ZH/H T &HBE-4- (5-8-7- (2-FAEEWIE-3-1)
KA -2-2 ) -3-F B IR 0
(R 2-r5 e B AR 2-10E 0% 0E B > BR b DAAL B E e
Bl 71 Ca) RN AE EHEENLEY -
[0306)
(b) (8) -5-%-2- (2-FHEURME-1-5 ) -7- (2-F £ EEmk g -3-
H) K
o EREBEA 72 (a) FERZ (S) -1-=ZR T EHRE-4-
(5-8-7- (2-FAESNE-3-2 ) FH MW -2-5 ) -3-F L IR U
B (S) S1-ZRT & EARE-4- (5-8-7- (ER-3-F) Fe
Mg-2-H ) -3-FREIRL - RS EAEEBEE 16 (c) Mg
WA ESEENLKEY -
'H-NMR ( 400MHz,CDCl;) & : 1.40 (3H, d,J = 6.8 Hz) ,
2.83-2.92 (2H, m) ,3.06-3.10 (2H, m) , 3.34-3.41 (1H, m) ,
3.91-3.94 (1H, m) , 4.19-4.23 (2H, m) , 4.32-4.38 (1H, m) ,
® 4.55 (2H,t,J = 8.1Hz) ,7.16 (1H,d,J = 2.0Hz) , 7.28
(1H,d,J = 2.0 Hz)
MS (ESI) m/z:337 (M+H) *
[0307] EHEHl 73
(S) -5-&-7- (S-FMEUE-2-2) -2- (2-PFHIRIE-1-2 ) EH
I e
(a) (8) -I-Z8WT &HE-4- (5-8-7- (5-FMrE-2-2) X
FEM-2-5) -3-F EIRu
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A 2-1%-5-F Mg BUAC 2-9R - TH-BR W - B I DL 4 o A £
M 50 (b) AN AE  EEEENLEY -
[0308])
(b) (8) -5-&-7- (S-FHULHE-2-F) -2- (2-FEIRLE-1-2)
2 I

EHERA 73 (a) FTERF/Z (S) -1-ZH T & K £ -4-
(5-%-7- (S-FWEOE-2-2 ) FHEMW-2-2 ) -3-H IR BFE A
(S) -1-Z// T &EHBE-4- (5-8&-7- (HElp-3-5 ) FHmEmg.-2.

@ =) FEIRY RILUAEHAEERESG 16 (¢) RENT

% EEEENLEY -
'H-NMR ( 400MHz,CDCl;) & : 1.43 (3H,d,J = 6.8 Hz) ,
2.86-2.95 (2H, m) , 3.09-3.13 (2H, m) , 3.39-3.46 ( 1H, m) ,
3.97-4.01 (1H, m), 4.39-4.45(1H, m), 7.34(1H,d,J] = 2.0
Hz) ,7.53 (1H,dt,J = 2.9,8.8Hz) ,7.77 (1H,d,J = 2.2
Hz) ,7.99 (1H,dd,J = 4.4,8.8Hz) ,8.60(1H,d,J = 2.9
Hz)
MS (ESI) m/z:347 (M+H) *
[0309] & 6 74
(8) -5-&-7- (S-BMEM-2-F) -2- (2-FHEIRME-1-2) %X H
[ sk
(a) (8) -1-=ZM T &EHRE-4- (5-&-7- (5-FEEm-2-%) ¥
FSME-2-2 ) -3-F B R o

fE R 2-1R-5S-F EME AL A 2-98 - TH-BR ¥ - B 0k DL 41 F P9 B
BHEG 50 (b) AEMAE  ESEZENKEY -

148



1670267

[0310]
(b) (S) -S-%-7- (S-FMEM-2-2) -2- (2-FF 20 0ff-1-5 )
7 Ff S

EREMG 74 (a) FIEEZ (S) -1-ZHR T & HE-4-
(5-%-7- (S-@UMEMS-2-5 ) FEFF MUK 250 ) -3 FF 2L IR WY A
(S) -1-ZHTEBE-4- (5-8-7- (HEB-3-2) FH 1Em 2.
) 3-FEIRG BRILLIAEEEEHBE 16 (c) NS
¥ BEEENLEY

‘ '"H-NMR ( 400MHz,CDCl;) & : 1.46 (3H,d,J = 6.8 Hz) ,
2.88-2.98 (2H, m) ,3.10-3.17 (2H, m) , 3.42-3.49 ( 1H, m) ,
4.02-4.06 (1H, m),4.43-4.49( 1H, m), 7.34( I1H,d,J = 2.0
Hz) ,7.73 (1H,s) ,7.75 (1H,d,J = 2.0 Hz)
MS (ESI) m/z:369 (M+H) *
[0311] #5575
(S) -7-FH-5-5-2- (2-FENROE-1-2 ) % H
(a) (8) -1-ZHTEHBE-4- (T-FH-S-F-FEFHEW-25)
® axpy

GERB 16 (a) FIEBY (S) -1-Z/RTEBE-4- (7-
B-S-EEF B -2-2)-3-FH A IR 60mg ) BEEESH (30mg
2.0 % & )  RuPhos(6.5mg 0.1 % &) ZE4 (11)(11.6mg -
0.05 & ) K& =% W B (potassium benzyltrifluoroborate)
(5.6mg> 2.0 &) WHRNZE (1.0mL) # > RERATHE
85C My F B 4.5 /INBF - RINKEI R FEWIE > FE Z T8 2 S
EIWHERY - AEKRBRNGREREL  EHREBETHER
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wH > AYBEMRERNE (REB Clk: ZBZE=17:3)
REBERE  EBSEENKEY 41.4mg -
[0312]
(b) (S) -7-FF-5-&-2- (2-FEIRLE-1-5 ) FHEm
ERARENERG 75 (a) FIERBZ (S) -1I-ZH/K T &%
-4 (T-FE-S-B-FHFEBW-2-2) -3-HHIRBEMR (S) -1-
ERT EHE-4- (5-8-7- (BEE-3-F) RAFmEM-2-5) -3-
REIRM > BRIELANEREERE 16 (¢) AEMNHE EE
@ FENLKLEYWSSmg-
'"H-NMR ( 400MHz,CDCl;) & : 1.35 (3H,d, ] = 6.8 Hz) ,
2.81-2.91 (2H, m) , 3.04-3.08 (2H, m) , 3.29-3.36 ( 1H, m) ,
3.89-3.93 (1H, m) , 4.06 (2H,s) , 4.29-4.35 (1H, m) , 6.78
(1H,d,J = 2.0Hz),7.16(1H,d,J] = 2.2Hz), 7.20-7.31
(5H, m)
MS (ESI) m/z: 342 (M+H) *
[0313] EHER 76
¢ (S) -5-&-7- (5- (FRBEE) BEM-4-K) -2- (2-FEIEH-1-
) XHEM
(a)(S) -1-Z#T EHFE-4- (5-&-7- (5- (LEBEE) mEmr-4.
B ORHAEME-2-F ) -3-F IR L
A 4-1R-5-7% FF B R AU A 2-9R - LH-BR e > Bk DL AR
FAEE/EE S0 (b) BB AL EEEENLEY -
[0314])
(b) (8) -5-&-7- (5- (FREHE) M -4-5) -2- (2-FHIR
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- 1-5 ) K H g

EARENEEG 76 (a) FIERBZ (S) -1-=HK T &
E-4- (5-8-7-(5- (R HE) mEM-4-5) FHMEM-2-F) -3-
HEIR AR (S) -1-=Z8T &M E-4- (5-8-7- (EBH-3-%)
RIS -2-5 ) 3-FEIRTE  BRECUAABEAHEEF A 16 (c)
A& GE ESEENLEY -
'H-NMR ( 400MHz,CDCl;) & : 1.39 (3H,d, ] = 6.6 Hz) ,
2.81-2.90 (2H, m) , 3.04-3.08 (2H, m) , 3.32-3.40 ( 1H, m) ,

@ 391393 (1H,m),432-439 (1H, m) ,4.93 (2H,s) , 7.22
(1H,d,J = 2.0Hz),7.33(1H,d,J = 2.0Hz), 8.87( H,
s)
MS (ESI) m/z: 365 (M+H) *
[0315] & @l 77
(8) -5-8-2- (2-FEIRG-1-F) -7- (BB-2-BEEHE) Fi
15 ek
(a) (S) -1-Z#R T &EBE-4- (5-8-7- (EWR-2-HEH) ¥
o H IS -2-5 ) -3-F KR

EAERS 52 (a) MER/Z (S) -1I-ZH/T & HH-4-
(5-&-7-BEFHFEM-2-F) 3-FRIRHINA (S) -1-=#
TEHRE-4- (T-R-5-BFRHABW-2-F) 3-FHIRY  #H
2-REEAEE » BRICDIAAEAHEEREO 70 (a) FEN S
%o EREENLKEY -
[0316])
(b) (S) -5-&-2- (2-FHEMROF-1-F ) -7- (HEMR-2-F&HH)
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2 I g g

ERAERE 77 (a) FTERFZ (S) -1-ZH/K T EHE-4-
(5-&-7- (EW-2-FEH) FHEW-2-5) -3-F Z IR BE
(S) -1-Z# T &EmE-4- (5-8-7- (BB -3-F ) FHEM.-2-
) -3-HEIRG > BREDSEFEFE-E 16 (¢) EHENA
% EEEENLEY -
'"H-NMR ( 400MHz,CDCl;) & : 1.36 (3H,d,J = 6.8 Hz) ,
2.80-2.89 (2H, m) , 3.03-3.08 (2H, m) , 3.30-3.37 (1H, m) ,

@ 389-392(1H,m),4.29-435(1H, m),6.88(1H,d,J = 3.9
Hz),7.01(1H,d,J = 1.7Hz),7.19(1H,d,] = 2.0Hz),
7.25 (1H,d,J = 3.9 Hz)
MS (ESI) m/z: 351 (M+H) *
(03171 EHapl 78
(S) -5-%-2- (2-FEIRG-1-F) -7- (S-EEW-2-K) X
FH g g
(a) (S) -1-ZH/T&EHBRKE-4- (5-8-7- (5-IBEEW-2-K)
® -2 ) -3-FF ER R o

8 2-¥R-5-% H e MR AL A 2-3R - TH-Dk M > B I DLAF 58
HEERD S0 (b) BHHEMNATE  BEEZENLEY -
[0318)
(b)(S) -5-&-2- (2-FF MR O-1-5 ) -7- (5-FEHmEm-2-5)
7K v g

ERBENETED 78 (a) FREHRZ (S) -1-ZH/K T &
H-4- (5-&-7- (S-THEmEm-2- ) FHmw-2-5) 3-HE
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RO (S) -1-=8 T &R E-4- (5-8-7- (EBH-3-F) &
IS -2-5 ) -3-F KT - BREEDUABEREEHES 16 (c)
FRIZRNAE EREENLED -
'H-NMR ( 400MHz,CDCl;) 6 : 1.48 (3H,d,J = 6.8 Hz) ,
2.90-3.01 (2H, m) ,3.12-3.21 (2H, m) , 3.46-3.53 (1H, m) ,
4.05-4.07(1H, m), 4.46-4.51 (1H, m), 7.44 (1H,d,J = 2.0
Hz) ,7.88 (1H,d,J = 2.0 Hz) , 8.66 ( 1H, s)
MS (ESI) m/z: 380 (M+H) *
o [0319] & MBI 79

(S) -5-%-7- (3-H&EEULLE-2-5) -2- (2-FEIRDF-1-5)
4 F IS I
(a) (S) -1-=Zfk T & HE-4- (5-8-7- (3-FEEWE-2-5)
RIF IS -2-5 ) -3 B B OR 0

BEH2-(=ZTEHBE) 3-FEEMERMN 2- (ZTEH
) BW . REMDINEAEERY 34 (2) AHENHE > BB
BENED -

‘ [0320]
(b) (8) -5-8-2- (2-FIHEIROE-1-36 ) -7- (FBUk-2-5 ) %3
g

EAERES 79 (a) FERSZ (S) -1-ZR T & HE-4-
(5-%-7- (3-HEEME-2-K ) FHBW.2-5 ) -3-F H IR of
WA (S) -1-ZT &EHxE-4- (5-8-7- (H3-3-FH) FHE
-2-F ) 3-FREUREE  BRUELDAAEE A EEES 16 (c) F#
WAk BEEEENLEY -
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'H-NMR (400MHz,CDCl;) & :1.41 (3H,d,J = 6.8 Hz) ,
2.86-2.97 (2H, m) ,3.08-3.15 (2H, m) , 3.38-3.44 (1H, m) ,
3.87(3H,s),3.96-3.99(1H, m), 4.39-4.45( 1H, m ), 7.30-7.31
(1H, m) , 7.33-7.35 (3H, m) , 8.33-8.35 (1H, m)
MS (ESI) m/z: 359 (M+H) *
[0321] % 541 80
S-8-2- ((S) -2-FEIRM-1-3 ) -7- (TUHBEM-2-2 ) FEH
IS
@ (DO -I-=RTEBE-4- (5S-F-7- (HEKE-2-%) E
TS0 -2- 5 ) -3-F R
BEREB 16 (a) FTEBZ (S) -1-Z/TEBE-4- (7-
BR-S-ER B2 ) 3B B IR 0 (430mg) B 4% (26.7mg
1.1 &) WM THF (2.0mL) - RE&ER R TIE 40T i i
Wi 1 N BT 60T RMOEWHEE L
(157mg -~ 0.6 &) W% » Wm0 2- (EHEE) MK
WA EREBRBE 16N FIMAKIRERSE - AZBZ
Q@ wimuamy. FRKGBEREREBE®REG  TRET
BRAE AWRBERBIE (BB C: ZBZE=4:
1) RBERN  EEEENLEY 19.1mg -
[0322])
(b) 5-8-2- ((8) -2-FEIRGE-1-2) -7- (HEBm-2-5)
7 5
HHAEES 80 (a) FEB/Z (3S) -1-ZH T &R -4-
(5-8-7- (UG LRIE-2-2 ) FEFF k-2 ) -3- 5 L UR MR EY 4%
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(S) -1-ZH/ T EHRE-4- (5-8-7- (EW-3-2 ) FHFrEm 2.
E) -3-HEIRMY  RIELDAFEAEERE 16 (¢) AENH
% ESEBENLEY -
'H-NMR (400MHz,CDCl;) & :1.39 (3H,d, J = 6.6 Hz) ,
1.90-2.09 (3H, m) , 2.36-2.43 (1H, m) , 2.84-2.92 (2H, m) ,
3.06-3.10 (2H, m) , 3.33-3.40 ( 1H, m) , 3.93-4.00 ( 2H, m) ,
4.09-4.15 (1H, m) , 4.34-4.40 (1H, m) , 5.11-5.15 ( 1H, m) ,
7.02-7.03 (1H, m) , 7.20 (1H, d, ] = 2.2 Hz)

@ MS(ESD m/z:322(M+H) '
[0323] & i 81
(8) -5-&-7- (4-FFEHE) -2- (2-FHHEIRM-1-35) FEHrEm
(a) (S) -I-=Z8MTEHmE-4- (5-8-7- (4-FFKE) FH®E
ME-2-% ) -3-H B R o

HEMEO 16 (a) FTEB L (S) -1-ZH T EHBRE-4- (7-

R-S-GRABM-2-5 ) 3-BEIRMW (86mg) - i B 4
(553mg > 2.0 B8 ) Kk 2,46-2 (4-8FE) BZWE L

@ (2,4,6-tris(4-fluorophenyl)boroxine) ( 73mg * 1.0 ¥ & ) Y5 M
R THF (1.6mL) X ZE (04mL) # > RERFHA TER 15
TER AR (ZXER) # (0)(23mg» 0.1 &) #
OCHMBFHEE 45 /N - FINABRERE B2
ERNEAERY)  c ARKMREBSEEERELRER  ERET
HEBREEH AYWBERBTE (BEHE  Ck: 2828 =
17:3) HRERHE  ESEENLEY 94.6mg -
[0324])
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(b) (8) -5-&-7- (4-FmEE) -2- (2-FHEHIRY-1-F) EH
ER)

FEHBREREREO 81 (a) FIERZ (S) -1-ZH T &
H-4- (5-8-7- (4-FFE) FHEMW-2-F) -3-5F H IR iR
(S) -1-ZH|T &EMRE-4- (5-8-7- (HEL-3-5 ) FH rEnk.2.
) 3-HERM - BRIEDIEREERE 16 (¢) AENS
%o EBEENLMEY 63.4mg -

'H-NMR ( 400MHz,CDCl;) 6 : 1.41 (3H,d, ] = 6.6 Hz) ,
@ 283-293(2H,m),3.06-3.10 (2H, m) ,3.35-3.42 (1H, m) ,
3.93-3.97(1H, m), 4.35-4.41 (1H, m), 7.12( 1H,d,] = 2.0
Hz),7.18 (2H,t,J = 8.8Hz),7.27(1H,d,J = 2.0Hz),
7.70 (2H, dd,J = 5.4,9.0 Hz)
MS (ESI) m/z: 346 (M+H) *
[0325] B 1E 5l 82
(S) -5-&-2- (2-FREMRMGE-1-8) -7- (Hhug-2-&) -4- (=4
R ) R
o (a) (S) -1-ZT &ERE-4- (T-R-5-8-4- (ZHFE) %
FES-2-5 ) -3-FE R

EHZ2%E6 10 FERE 7T-R-5-8-2-HEA4(ZHFE)
A EBMEA T-1R-5-8-2-5 B R H muk o bR DA e
HEEl 16 (a) EHENHE > EEEENLKEY -

[0326]
(b) (S) -1-ZT &EMRE-4- (5-8-7- (MIE-2-H) -4- (=
BERE) FHBWR-2-K ) -3-H E IR0
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EAE/PE 82 (a) FTER/Z (S) -1-ZH/K T & HE-4-
(7-R-5-B-4- (ZHFFE) FHBW-2-5 ) -3-F H IR R A
(S) -1-= T&EHBE-4- (T-R-5-|FHMBW-2-2) 3-F
RO BREEDIAAE TR 41 (a) AEM S > BEIEE
W&y -

[0327]
(c) (S) -5-&-2- (2-FEIRYE-1-F ) -7- (Hug-2-%) -4-
(ZHBPE) FHEW
® ERAEEG 82 (b) FIEBZ (S) -1-ZHKT &P E-4-
(5-8-7- (HEIE-2-5) -4- (ZFFH) FHEM-2-2) -3-
HERMEAR (S) -1-Z; T &EMmE-4- (5-8-7- (EF-3-%)
RS -2-5 ) 3-FEIROE BRI EAEE K 16 (c)
RIS > BEEENLEY -
'"H-NMR (400MHz,CDCl;) & : 1.44 (3H,d, ] = 6.6 Hz) ,
2.86-2.96 (2H, m) ,3.09-3.14 (2H, m) ,3.42-3.50 ( I1H, m) ,
4.06-4.10 (1H, m) ,4.46-4.52 (1H, m) , 7.32-7.36 ( 1H, m) ,
o 7.83-7.87(1H, m), 7.94( 1H,s), 7.99-8.01( 1H, m ), 8.77-8.79
(1H, m)
MS (ESI) m/z:397 (M+H) *
[0328] 2 15 5] 83
(S)-5-8&-2- (2-FFE IR Of-1-2 ) -7- C1H-MEMe-1-5 ) -4-( =
B E) KW
(a) (8) -I-Z8T&ERE-4- (5-8-7- (1H-MEME-1-5 ) -4-
(Z&8 R E) BHEBW-2-K) -3-F HE IR0
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EREGE 82 (a) FEBE (S) -1-ZH T &4

(7-B-5-Q-4- (ZHFFE) FHBU-2-5) -3-F EIR R
(S) -1-Z|TEKE-4- (T-R-5-BFHFBW.2-5) 3-F &
MR fE AL ERAR 1,2,3-Z= 0% 0 BRILDISME BB E B 45
(a) AKMITE  ESEENLED -
[0329]
(b) (8) -5-&-2- (2-FEIROF-1-5) -7- (1H-MEME-1-%)
- (ZEFE) FHER

BEREMB 83 (a) FTER/Z (S) -1-ZRTE&HBHE-4-
(5-%-7- (1H-BEM-1-5) -4- (ZHFFE) FHEW-2-5)
S-REIRBRA (S) -1-ZHRTEME-4- (5-8-7- (EB-3-
) RFEM-2-B ) 3-FEIRY - BRUELUSE A EE G 16
(c) AHENFE  EEEEHLEY -
'H-NMR (400MHz,CDCl3) & : 1.45 (3H,d,J = 6.6 Hz) ,
2.86-2.96 (2H, m) , 3.09-3.15 (2H, m) , 3.43-3.51 (1H, m) ,
4.05-4.09( 1H, m), 4.46-4.49(1H, m), 6.57 (1H,t,] = 2.4
Hz),7.79 (1H,s) ,7.80 (1H,d,J = 2.0 Hz) , 8.23 ( 1H, d,
] = 2.7Hz)
MS (ESI) m/z: 386 (M+H) *
(03301 £ its ] 84
($) -5-&-2- (2-HEIRDE-1-55) -7- (HEM-2-K) -4- (=4
HE) FHER
(a) (8) -1-=TEHBE-4- (5-8-7- (EW®-2-5) 4- (=
BEFE) FFBM-2-5) -3-H H IR0
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BEA(S) -I-ZTEBE-4- (T-R-5-E-4- (ZHFFE)

RIS -2-B ) - B IRMEENAR (S) -1-= 8 T S 2 -4-(7-
W-5-RAEF SR -2-F ) -3-F B R O - B L DL 41 {5 A R O A

35 (a) A AE  EREENLEY -

[0331]

(b) (8) -5-&-2- (2-FEIRYE-1-5) -7- (HEM-2-2) -4-
(ZHRFE) FHEW

ERRERE 84 (a) FTERBZ (S) -1-Z/ T & H-4-

(5-%-7- (BEME-2-B) 4- (ZHFFE) BHEMW-2-K) -3-
FEIRVEE (8) -1-ZR T & ME-4- (5-8-7- (EL-3-%)
AU -2-5 ) 3-HEIRME - BRUSUANE HEE R 16 (c)
A& A% EEEENLEY -

'H-NMR ( 400MHz,CDCl;) & : 1.47 (3H,d,J = 6.6 Hz) ,
2.88-2.97 (2H, m) ,3.11-3.16 (2H, m) , 3.45-3.52 (1H, m) ,
4.13-4.16 (1H, m) , 4.51-4.57(1H, m),7.56 (1H,d,J = 3.2
Hz) ,7.96 (1H,s) ,8.01 (1H,d,J = 3.2 Hz)

MS (ESI) m/z: 403 (M+H) *

(0332) i 6l 85

(S)-5-&-2- (2-FEIRME-1-5) -7- (BIE-2-%) -6- (=5
FE) RHEMH

(a) (8) -1-Z|T &HE-4- (T-R-5-8-6- (ZHFFHE) %
FHUSME-2-E ) -3-F B IR o

ERZEH 11 RERL T-R-5-8-2-HE-6-(ZHFH)

AFF IS A T-R-5-F-2-BERHEMW . DA AHEE
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Bl 16 (a) FIEM A EEEENLEY -

[0333]

(b)(S) -1I-Z\MTEHRE-4- (5-8-7- (W1g-2-%) -6- (=
BPE) FEFFER 25 3B EIR

FERAEMEG 85 (a) FiIEBZ (S) -1-ZRTEHE-4-
(7-B-5-F-6- (ZRFE) FHW-2-2 ) 3-8 H IR A
(S) -1-ZBTEHBE-4- (T-R-5S-BEHEW-2-5) -3-F L
IR UE - BRECDAAAME HEERES 41 (a) ABHHE EEEE
@ Htaw-

[0334])

() (8) -5-8-2- (2-FREIRME-1-2) -7- (HuE-2-%) -6-
(ZHEFE) Frtmng

ERBEENEMRE 85 (b) ESBSZ (S) -I-ZHK T &
4. (5-8-7- (MEnE-2-%) -6- (ZHPEE) FHEW Q)
S-REIRGEA (S) -I- =/ TEBE-4- (5-8-7- (ERY-3-
B EIFISM-2-5 ) 3-FEIRM > BRI UAE A EE RS 16
o (¢) ABWHE  EEEENLEY -

'"H-NMR (400MHz,CDCl3) 6 :1.33 (3H,d,J = 6.8 Hz) ,
2.74-2.86 (2H, m) , 2.98-3.02 (2H, m) , 3.25-3.32 ( I1H, m) ,
3.75-3.78 (1H, m) , 4.22-4.30 ( 1H, m) , 7.34-7.40 (2H, m) ,
7.45 (1H,s) , 7.78-7.82 (1H, m) , 8.71-8.72 (1H, m)

MS (ESI) m/z:397 (M+H) *

[0335] ‘EHEfl 86

(S) -5-8&-2- (2-FEIRY-1-K) -7- (H1g-2-8) -4- (=&
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&) B
(a) (8) -1-=Z8WT &EHRE-4- (7T-R-5-F-4- (ZEFEHE)
BIFIESME-2-5 ) -3-F AR o

HERZ2EG 12 FERSE 7T-R-5-8-2-E-4- (ZHFFE
H) XA BBREA 7-R-5-8-2-FE T 0 > B LIS 68
EERHG 16 (a) AN HE  EBEENLEY -
[0336]
(b)(8) -1-Zf|/ T ERE-4- (5-8-7- (HIE-2-F) -4- (=
AESE) FHEW-2-K) -3-F REIR0

HERE/mP 86 (a) FTERF/Z (S) -1-ZH/K T ERE-4-
(7T-R-5-8-4- (ZHPFEE) FHEW-2-5 ) -3-5H HE 0K BFEY
R OS) - I-Z/TEKE-4- (T-R-5-BFHEW-2-F) -3-
REIRY - BRI EREFER 41 (a) AHENHE > EHE
BEEHLEY -
[0337]
() (8) -5-&-2- (2-FHEIRBE-1-F) -7- (ME-2-%) -4-
(ZHEBPEE) XHEm

ERAERSG 86 (b) FTERBZ (S) -1-ZH/ T & HE-4-
(5-8-7- (MEE-2-F) 4- (ZRFEE) FHMEMW-2-5) -3-
HEMRBEMA (S) -1-=ZR T ERE-4- (5-8-7- (B -3-%)
A ISME-2-5 ) 3-FHEIRDE - BRI EREE K 16 (c)
R G &%  BEEEENLESY -
'"H-NMR ( 400MHz,CDCl;) 6 : 1.44 (3H,d,J = 6.8 Hz) ,

2.87-2.95 (2H, m) ,3.09-3.13 (2H, m) , 3.40-3.48 ( I|H, m) ,
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4.03-4.07 (1H, m) , 4.44-4.50 (1H, m) , 7.29-7.32 ( 1H, m) ,
7.81-7.85( 1H, m), 7.93( 1H, s), 7.95-7.97( 1H, m ), 8.74-8.76
(1H, m)
MS (ESI) m/z: 413 (M+H) *
[0338] E&E M6 87
(S) -5-8&-2- (2-FEIRV-1-5) -7- (BE®-2-2) -4- ( =4
HEE) XHE®
(a) (S) -1-=Z8TE&HBE-4- (5-8-7- (FER-2-2) 4- (=
BEEE) FHBW-2-K) -3-F KR

ERHERD 86 (a) FiEH/Z (S) -1-=H T & HHEH-4-
(7-R-5-8-4- ( ZHFEE) RHEW-2-F ) -3-F H IR Y
NOS) -I-ZRTERE-4- (T-R-5-BFF M -2-5) -3-
HEIRM > BRIEEDISMVERE B 35 (a) AN HE EE
HEENLEY -
[0339)
(b) (8) -5-%-2- (2-FHEMNKMF-1-F ) -7- (BEM-2-F ) -4-
(ZEFEE) XHEW

ERERED 87 (a) FiH/Z (S) -I-ZH T E M E-4-
(5-&-7-(BEW-2-B) 4- (ZEHFEH) FHEm-2-5) -3-
FERGINA (S) -1-=Z8TEBE-4- (5-8-7- (EBR-3-2)
RIS -2-H ) 3-F AR BRICDAAME REE EH 16 (c)
Rk A% BEEENLEY -
'H-NMR ( 400MHz,CDCl3) 6 : 1.46 (3H, d,J = 6.8 Hz) ,

2.86-2.97 (2H, m) ,3.10-3.15(2H, m) , 3.43-3.50 ( IlH, m) ,
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4.09-4.12(1H, m) , 4.49-4.55(1H, m), 7.51 (1H,d,J = 3.2
Hz) ,7.94 (1H,s) ,7.97 (1H,d, ] = 3.4 Hz)
MS (ESI) m/z: 419 (M+H) *
[0340] & j5 {51 88
(S)-5-&-2-(2-FHERY-1-E ) -7- ( 1H-{M-1-%) -4-( =
AESE) BHEW
(a) (8) -1-=Z/RTEHBE-4- (5-8-7- (1H-MEME-1-5) -4-
(ZRFRE) FHEW-2-5) -3-FHEIR0E

o EREEG 86 (a) FTERB/Z (S) -1-ZH/ T &, E-4-
(7-R-5-H-4-(ZFFEE) FHMEMW-2-K ) -3-F H IR B EY
fOS) -L-=Z8 T &EMBE-4- (T-R-5-8-4- (ZHRFE) B
BEME-2-F ) 3-HEIRLE . RUEDAEAEERE 83 (a)
BT BEEEENLKEY -
[0341)
(b) (8) -5-8-2- (2-FEIRHF-1-2) -7- ( ITH-MEME-1-%)
A- (ZHERFEE) FHEW

o ERAEED 88 (a) FIEBZ (S) -1-ZH/K T E & -4-
(5-&-7- (1H-LME-1-5 ) 4- (ZHRFEE ) EHEK-2-5)
S-FREIRBRA (S) -1-=Z/TEBKE-4- (5-8-7- (HEB-3-
) RHFEM-2-5) 3-FEIRLE - BRI LA E R EE G 16
(c) MM TE  ESEEWNLED -
'H-NMR (400MHz,CDCl;) & : 1.44 (3H,d,J] = 6.8 Hz) ,
2.87-2.96 (2H, m) ,3.08-3.14 (2H, m) , 3.41-3.49 (1H, m) ,

4.02-4.05(1H, m), 4.43-449(1H,m), 6.54 (1H,t,] = 2.4
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Hz) ,7.71 (1H,s) ,7.77 (1H,d,J] = 1.7Hz), 8.16 ( 1H, d,

J = 2.7Hz)
MS (ESI) m/z: 402 (M+H) *
[0342] & i 5 89

(S) -4,5-ZF%-2- (2-FAEURME-1-5) -7- (HrE-2-%) 3
IF5 N

(a) (S) -1- =T EHEF-4- (T-1R-4,5-ZF FH Eg.-2-5 )

-3- B B R o
o ERZE 13 FERSE 7-1]-4,5- 7 F-2-5i 2 2 FF =g

AR 7-8-5--2-BERFEW - RIS EHEERK 16
(a) ABEHT®  BEEENLKEY -
[0343]
(b) (8) -1-=fk T&HE-4- (4,5-2F-7- (Hhrg-2-%) *
FSME-2-5 ) -3- 5 B R mh

ERERE 89 (a) FERB/Z (S) -1-=H/H T K HH-4-
(7-R-45-ZRFFHBW-2-2) 3-FEIRBFEA (S) -1-=

O premmCasaEEmmg) EER . B
BIAME R BE IS 41 (a) AEOAE  ERRENLEY -
[0344]

() ($) -4,5-Z -2 (2-F HIRE-1-5) -7- (I 1E-2-2)
3

B 89 (b) FBZ (S) -1-ZR/TEBE-4-
(4,5-Z4-7- (bR -2-25 ) 3 FE IS0 2.3 ) -3- 50 2 0% OF A A6
(S) -1-E/TEBE-4- (S-8]-7- (BB -3-3) FI 2.
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&) 3-HEIRDE BRIEDAEHEERS 16 (o) FEHS
% BEEEENLEYD -
'H-NMR ( 500MHz,CDCl;) & : 1.44 (3H,d,J = 6.8 Hz) ,
2.87-2.95 (2H, m) ,3.09-3.14 (2H, m) , 3.41-3.47 (1H, m) ,
4.02-4.06 (1H, m) ,4.47-4.49 (1H, m) , 7.26-7.30 (1H, m) ,
7.70C 1H, dd,J = 7.4,12.6 Hz), 7.79-7.83( 1H, m ), 7.94-7.96
(1H, m) , 8.72-8.74 ( 1H, m)
MS (ESI) m/z: 331 (M+H) *
® [0345] E &1 90

(S) -4,5-Z&F-2- (2-FHERG-1-F) -7- (HEW.2-5) FEIt
I3 i
(a) (S) -I-=ZBTEMRE-4- (4,5-ZF-7- (HEM-2-2) ¥
FrEuk-2-5) -3-F E R

AT 89 (a) FTER/Z (S) -1-=H T & Bt 5 -4-
(7-R-45-ZFFEHBSW-2-8) 3-FHEIRBIWA (S) -1-=
T A4 (78] -5- @ M -2- 5 ) -3-FE IR0 B

® DIAERETERS 35 (a) AN A% EHEENLEDY -

[0346]
(b) (8) -4,5-Z&F-2- (2-FEIRUF-1-F) -7- (mHEm.2-5)
7 S

FEHERG 9 (a) FMESZ (S) -1-ZH T EHHE-4-
(4,5-ZF-7- (BEMR-2-5 ) FH MW -2-2 ) -3-H 2 IR gAY £
(S) -1-=8 T & HRE-4- (5-8-7- (BEW-3-F) FHEm-2.
B --FEIRL - REDIAFEREETRE 16 (c) AENS
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% EBEENLEY -
'H-NMR ( 500MHz,CDCl;) & : 1.46 (3H,d, ] = 6.8 Hz) ,
2.89-2.96 (2H, m) , 3.10-3.15 (2H, m) , 3.44-3.49 ( 1H, m) ,
4.08-4.11(1H, m), 4.51-4.53(1H, m), 7.47( 1H, dd,J] = 3.2
Hz),7.67(1H,dd,J = 7.2,12.0Hz),7.94(1H,d,] = 3.2
Hz )
MS (ESI) m/z: 337 (M+H) *
[0347] E fEH 91
@ (S)-45-Z&-2- (2-FERG-1-F) -7- (IH-MEM-1-3)

T g
(a) (S) -1-ZHTEME-4- (4,5-ZH-7- (1H-IEM-1-3)
RIFUSHE-2-F ) -3-F H R u

EHAEED 89 (a) FiERB/Z (S) -1-=8 T & & -4-
(7-R-45-ZFFEHEW-2-F) 3-FEIRHFEAQ (S) -1-=
T EBEE-4-(T-R-5-8-4-(ZHFHE) FHEIR-2-5) -3-
FEIRY > RIEUAEHEERG 83 (a) AN HiE > #E

¢ BENLEY -

[0348)
(b) (S) -4,5-ZF-2- (2-FFEIRBF-1-2 ) -7- ( 1H-Mf M -1-
£) ErEw |

ERERG 91 (a) MER/Z (S) -1-=/K T & HHE-4-
(4,5-Z#&-7- (IH-MEME-1-2 ) B mEm-2-5 ) -3-8 H IR i
WAC (S) -1-=Z;/T EmE-4- (5-8-7- (EW-3-5) FEymE
Mp-2-B ) -3-FRAEIRUE > BRECDIAMERBEEREE 16 (c) R
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MG EEEENLEY -
'"H-NMR ( 500MHz,CDCl;) & : 1.44 (3H,d,J = 6.9 Hz) ,
2.86-2.95 (2H, m) , 3.08-3.14 (2H, m) ,3.41-3.47 (1H, m) ,
4.00-4.03 (1H, m), 4.45-4.47(1H, m),6.52(1H,t,J = 2.1
Hz),7.43( 1H,dd,J = 6.6,12.1Hz),7.75(1H,d,J = 1.6
Hz) , 8.12 (1H,d,J = 2.4 Hz)
MS (ESI) m/z: 320 (M+H) *
[0349] &= fE Bl 92

® (S) -5-%-6-%-2- (2-FHEIRME-1-5 ) -7- (MEug-2-%) EH
I e
(a)(S)-1-ZT &EME-4-(7-1R-5-8-6-F FF Em-2-5 )
-3- F B R 0

ER2E0 14 RESLZ 7T-R-5-8-6-F-2-F1 & F

A 7-R-5-R-2-FEFH S BRIBLIEREFT K 16
(a) AHKBGE  EEEENLEY -
[0350])

o (b)(S) -1-=ZRT &EMmE-4- (5-8-6-F-7- (MrE-2-2) %
FHuSuk-2-2 ) -3-5 &R

EAERG 92 (a) FIERBZ (S) -1-ZH/ T EHE-4-

(7-R-5-8-6-FRKFEW-2-5 ) 3-HEIRHEMR (S) -1-
=T EBRE-4-(T-B-S-]EHFBW-2-) 3-HREIR > &
WU ERETEREG 41(a) AN S EHEENLEY -
[0351]
(c)(S) -5-G-6-%-2- (2-FERME-1-%) -7- (ME-2-3)
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7 e

ERAERG 92 (b) MERBZ (S) -1-=ZH T & H#E-4-
(5-8-6-%-7- (WEnE-2-% ) FHEMW -2-H ) -3-5F R IR B
R OS) -1-=Zih TEKE-4- (5-8-7- (EWR-3-F) FHEW
-2-F ) 3-BREIRYE BRI ERAEERE 16 (¢) FEH
Ak EREENLEY -
'"H-NMR ( 400MHz,CDCl;) 6 : 1.36 (3H, d, ] = 6.8 Hz) ,
2.80-2.89 (2H, m) , 3.04-3.08 (2H, m) ,3.31-3.38 (1H, m) ,

@ 387-390(1H,m),431-4.37 (1H, m) ,7.33-7.37 (2H, m) ,
7.66-7.69( 1H, m), 7.84( 1H, dt,] = 2.0,7.8 Hz), 8.78-8.80
(1H, m)
MS (ESI) m/z: 347 (M+H) *
[0352] ‘&1 Hl 93
(S) -5-%&-6-%-2- (2-FAEIRME-1-F ) -7- (HEME-2-F ) EH
I i
(a) (S) -1-Z#RT &EHmE-4- (5-8-6-5F-7- (mEM-2-5)
® Sk -2-5 ) -3-F R o

EAEREG 92 (a) FMIEB/Z (S) -1- =R TEBE-4-
(7-R-5-8-6-FEFHBH-2-) 3-BEIRBGER (S) -1-
=T ERE-4- (T-R-5-FFFF IS -2-5 ) -3-F H IR o - iR
WESEREERA 35(a) AR A% BEEENLEY -
[0353]
(b) (S) -5-&-6-F-2- (2-FHEIROF-1-F ) -7- (HEE-2-3)
7
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EAHEMBA 93 (a) FER/Z (S) -1-ZH T & Bt £ -4-
(5-5-6-%-7- (HEME-2-FL ) FHmgM-2-H ) -3- 5 E IR LY
ROS) -1-ZR T &RE-4- (5-8-7- (BEBR-3-K) FHER
2-E ) 3-HETRBE - RDIAFEREBERS 16 (¢) R/
FE - EREENLEY -

'"H-NMR ( 400MHz,CDCl;) & : 1.42 (3H,d,J = 6.8 Hz) ,
2.86-2.94 (2H, m) ,3.09-3.13 (2H, m) , 3.40-3.47 ( 1H, m) ,
4.01-4.05(1H, m), 4.41-4.47(1H, m), 7.38(1H,d,J] = 6.3
@ Hz).757(1H,d,]J = 3.4Hz),8.06(1H,dd,J = 2.0,3.4
Hz)
MS (ESI) m/z: 353 (M+H) *
[0354] & fiE f5 94
(S) -5-&-6--2- (2-FAEIRME-1-F ) -7- ( IH-IEME-1-%)
7 I g
(a) (8) -1-ZH T &HBE-4- (5-8-6-%-7- ( 1H-MEmE-1-2)
RIS -2- 5 ) -3-F E R o
ERAERG 92 (a) FER/Z (S) -1-Z T & B £ -4-
(7-R-5-F-6-FAFFFEM-2-2) 3-FHEIREMKR (S) -1-
=RTEZEE-4- (T-R-5-8-4- (ZHFE) FHEW-2-1)
S-RENRYE - BREEDSEREERES 83 (a) FAEANHE
EREENLED -
[0355]
(b) (8) -5-%-6-%-2- (2-FEIRBE-1-5) -7- ( 1H-MEM-1-
B EH
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ERERG 94 (a) FTERB/Z (S) -1-ZH T & K H-4-
(5-%-6-%-7- ( |H-MEMe-1-28 ) ZEoF BEmde 23 ) -3-FF B IR ojf
A (S) -1-ZfR T&ERE-4- (5-8-7- (Ey-3-F) FHE
Mp-2-5 ) 3-FEIRY - BRIBDIAFERHEFERES 16 (c) F
WG BEEEENKEY -

'"H-NMR ( 400MHz,CDCIl3) § : 1.38 (3H, d,J = 6.8 Hz) ,

2.81-2.90 (2H, m) , 3.04-3.08 (2H, m) , 3.33-3.40 ( 1H, m) ,
3.90-3.94 (1H, m) , 4.33-4.39 (1H, m), 6.54 (1H,t,J] = 2.7

@ Hz).731(1H,d,J = 6.1Hz),7.84(1H,d,J] = 2.0Hz),
7.89 (1H,d, ] = 2.7 Hz)

MS (ESI) m/z: 336 (M+H) *

[0356] % fE Bl 95

(8) -5-%&-2- (2-HEIRME-1-) -7-EREFRH B
EHZ2E0 1S ERZ S-8-2-WE-7-ER &R

AR S-&-7-F & -2-FE T B0 - B ok DA E A B i

PEEBNAE  EBEENLEY -

o '"H-NMR ( 400MHz,CDCl;) 6 : 0.97(3H,t,] = 7.4Hz), 1.40
(3H,d,J = 6.8Hz) ,1.67-1.76 (2H, m) , 2.70 (2H, m) ,
2.84-2.92 (2H, m) ,3.07-3.11 (2H, m) , 3.33-3.40 ( 1H, m) ,
3.97(1H, m),4.39(1H, m), 6.80( 1H,d,J = 2.0 Hz), 7.15
(1H,d, ] = 2.0 Hz)

MS (ESI) m/z: 294 (M+H) *
[0357] & Hl 96
(S) -5-&-7-Z“ W R fiR 2 -2- (2-FF EIRME-1-5 ) K A ek
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(a) (S) -1-ZHTERE-4- (5-B-7T-ZFERBREFEHEW
-2-F ) -3-HE IR
RERG 1S (b) FTERZ (S) -1-Z;/R T EH#E-4- (5-
B-T-AREEHEW-2-F) 3-FHEIRWH (59mg) E#EHK DMF
(1.5mL) # - %0 WSCI (43mg) K HOBT (30mg)’ RE
BREBEH 1058 ®R RN ZHF K (2M THF ¥ > 0.275mL) »
MERBEHR LS/NR -BiNKk BZBZBEENERY  BE
BERBEMEBE KE PR > AMKRERNEGZE  FERETH
@ HER  AEME TLC (RER &5 FE=9'1) K&
BEREH EESEENLEY 66mg -
[0358]
(b) (8) -5-&-7T-Z" H e FE-2- (2-FHEIRM-1-5) K
Al
REMEG 96 (a) FMER/Z (S) -1-ZH/TEHBE-4- (5-
B-T-—HERERFFEW-2-5 ) 3-BEIRL (65mg) BE
RZEEEE (1.5mL) & - IRIM=ZHFZ8 (0.75mL) AERE
o LR - 0 SRR EMKBRIIRERE  AZBZE
ENMHERYR  REREREMEBEKES  HEKKE
MEBRR EHRETHERER  BFWwBERENE (EEE
U HE=91) RBRERE EHEEENLEY 36mg -
'"H-NMR ( 400MHz,CDCl;) & : 1.39 (3H,d,J = 6.8 Hz) ,
2.82-2.91 (2H, m) , 3.00 (3H,s) , 3.04-3.10 (2H, m) , 3.16
(3H,s) ,3.33-3.40 (1H, m) , 3.94-3.97 (1H, m) , 4.35-4.41

(IH,m),7.02(1H,d,J = 2.0Hz),7.31(1H,d,J = 2.0
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Hz)

MS (ESI) m/z: 323 (M+H) *

[0359] & HE Bl 97

(S) -5-R-7T-ZZfg sk E-2- (2-FHERLE-1-5 ) FKHFmEmn
= Z BB B BZ > BRBE DAAL 66 A S B 5 96 [E] 4%

MG% EEEENLEY -

'"H-NMR ( 400MHz,CDCl3) § : 1.11(3H,t,J = 7.1 Hz), 1.28

(3H,t,J = 7.3Hz),1.38(3H,d,J = 6.8Hz), 2.81-2.91

® (2H, m) , 3.04-3.09 (2H, m) , 3.27 (2H,q,J = 7.1 Hz) ,

3.30-3.39( 1H, m), 3.60(2H,q,] = 6.8 Hz), 3.92-3.95( 1H,

m) , 4.33-4.39 (1H, m) , 6.95 (1H, d, ] = 2.0 Hz) , 7.29

(1H,d,J = 2.0 Hz)

MS (ESI) m/z: 351 (M+H) *

[0360] E fEH] 98

(S) -5-%-7- B HecE-2- (2-F EIRLE-1-5 ) FHFmEm
EAZZIKREREERENA R BRI D4 A

® BB 96 ARG EREENLKEY -

'"H-NMR ( 400MHz,DMSO-d¢) 6 : 1.31(3H,d,J = 6.8 Hz),

2.66-2.73 (1H, m) , 2.84-2.93 (2H, m) , 3.01-3.03 ( 1H, m) ,

3.25-3.39 (1H, m) ,3.88-3.92 (1H, m) ,4.32 (1H, m) , 7.21

(1H,d,J = 2.2Hz),7.44(1H,d,] = 2.0Hz), 9.32( 1H,

brs) , 11.08 (1H, brs)

MS (ESI) m/z: 311 (M+H) *

[0361] & ftE Bl 99
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(8) -5-@&-7-FRE-2- (2-FEIRUE-1-2) FHEW
REREG 15 (b) FTERLZ (S) -1-Z/ T EHME-4- (5-

Q-T-REFHBW-2-E) 3-FEIRY (40mg) BEN K

e (1.0mL) & > FII=ZH LB (0.5mL) REBEEER 1 /)

B - MEARINAFHXERE  ERBTHREE - BRE

ACKREE  EBEE=AZ2BENEELEY -

1H-NMR ( 400MHz,DMS0-d6) 6 : 1.39(3H,d,J = 7.1 Hz),

2.51(1H, m), 3.19-3.12( 1H, m ), 3.38-3.40( 2H, m ), 3.52-3.59

@ (!Hm),411-414(1H, m), 4.58-4.60 (1H, m) , 7.47 ( 1H,

d,] = 2.2Hz),7.65(1H,d,J = 2.2 Hz)

MS (ESI) m/z: 296 (M+H) *

(03621 FfEH 100

(8) -5-R-7T-F LA E-2- (2-FEIRG-1-5) K
FEAFEIRAR R R EREAFT RS 96 R

A BEEENLEY

'H-NMR ( 400MHz,CDCl;) § : 1.43 (3H,d,J = 6.8 Hz) ,

® 2.86-2.95(2H, m),3.09(3H,d,J = 4.9Hz),3.11-3.15( 2H,

m) ,3.40-3.47 (1H, m) ,3.91-3.95 (1H, m) , 4.35-4.41 ( 1H,

m),6.61 (1H,bs) ,7.39 (1H,d,J = 2.0Hz),7.63 (1H,d,

J = 2.2Hz)

MS (ESI) m/z:309 (M+H) *

[0363] & Ml 101

(S) -5-&-7T-Z MG E-2- (2-FEIRG-1-5 ) FHEw
AR F I BRICDAOME R EE S 96 F K
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ik BEHEENLKEY -
'H-NMR ( 400MHz,CDCl3) § : 1.29(3H,t,J = 7.3 Hz), 1.43
(3H,d,J] = 6.8Hz),2.87-2.96(2H, m), 3.09-3.15( 2H, m),
3.41-3.48 (1H, m) , 3.53-3.60 (2H, m) , 3.90-3.94 (1H, m) ,
4.33-439(1H, m), 6.59( 1H, brs), 7.39( 1H,d, ] = 2.0 Hz),
7.62 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 323 (M+H) *
[0364] B ftE 65 102
@ (S -5-&F-2- (2-FEIRY-1-F) -7- (Bhog-2-5 ) FHEEm

(a) (8) -1-Z T &HKE-4- (T-]-5-FEHBM-2-5) -3-
R IR

EAZER 16 TERTZ T-1R-5-5-2-50 5 5 H 15 W B £
T-R-5-R-2-GMEBFHFEE > RIS EHEEBE 16 (a)
FRIENLE EEEENKEY -
[0365]
(b) (8) -1-=TE&AHIE-4- (5-F-7- (WE-2-F) FHE

® p-2-5 ) -3-F E IR 0f

EAERG 102 (a) FAERZ (S) -1-Z/TEBKE-4-
(7-B-5-BARFEW-2-2) -3-FHEIRGFAIA (S) -1-Z& T
FHmE-4- (T-R-5-BEFEW-2-5) 3-FHEIRMY - FH 2-
(ZTEHE) MERN 2- (ZTEHE) B8 RIS
BEABEERD 34 (a) RAKEWTE  BEBEENLEY -
(c) (8) -5-7-2- (2-FEMRME-1-2) -7- (Mbuog-2-%) FH

7 D
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FEHE/P 102 (b) FTERZ (S) -1I- =& T EKRE-4-
(5-%-7- (MEnE-2-2) FHEW-2-K) 3-FEIRBEA (S)
L2 T SR E 4 (5-R-T7- (HEID-3-F ) EH M- )
S3-HREIRME - BRICDIAEREERG 16 (c) RN 5 -
EeEENLEY -
1H-NMR(4OOMHZ,CDC13) 6 :1.43 (3H,d,J = 6.7Hz) ,
2.87-2.96 (2H, m), 3.09-3.15 (2H, m), 3.38-3.49 (1H, m),
3.98-4.04 (1H, m) , 4.40-4.50 (1H, m) , 7.07-7.11 ( 1H,

@ m).725-7.28(1H,m),7.56(1H,dd,] = 2.6,11.0 Hz), 7.82
(1H,t,J = 7.7Hz),7.98-8.02 (1H,m), 8.73-8.76 ( lH,
m )
MS (ESI) m/z: 313 (M+H) *
[0366]1 E iEHl 103
(S) -5-F-2- (2-FAEURME-1-5 ) -7- (MEW-2-3 ) F e

EAH2-(ZTESHE) BUNAR 2-(ZTEHE) BE -

FRECUAVOME FHEFEA 102 AR Hk EEEENLEY -
® 'H-NMR ( 400MHz,CDCl;) 6 : 1.45 (3H,d,J = 6.9 Hz) ,

2.88-2.98(2H, m), 3.10-3.17 (2H, m), 3.41-3.49 (1H,m),

4.04-4.10( 1H, m), 4.45-4.51(1H, m), 7.09( 1H, dd,J = 2.5,

8.4 Hz),7.49(1H,d,J = 3.2Hz), 7.54-7.58 (1H, m), 7.96

(1H,d, ] = 3.2 Hz)

MS (ESI) m/z:319 (M+H) *

[0367] ‘E i il 104

(S) -5-%-2- (2-FERIRWF-1-2) -7- (MM-2- ) K e
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EA2-(=ZTESHE) BRINAK 2-(=ZT E£HE) HiE
PRI ERETHES 102 AKE Tk EEEENLEY -
MS (ESI) m/z: 303 (M+H)

[0368] % jia & 105

(8) -5-&-2- (2-BEIRME-1-F) -7- (1,2,4-05 Z M -3-H4 )

7 S
(a) (8) -1- =T &EHKE-4- (5-8-T-FEFHEW-2-5)
-3- B B R o

o EHZEP8FERL S-8-7T-8 & -2-5 & X H B A

5-8-T-ZEBE-2-REFH B BRI FEREFTHER 15

(a) AHKMNAE  ESEENLEY -

[0369]

(b) (S) -1-=lT&EHRE-4- (5-&-T-RERE) EHEW

-2-K ) -3-HE IR U

REEMER 105 (a) FRERZ (S) -1-Z/RTEHKE-4- (5-

@-T-BERASKR-2-F) 3-FEIRG (363mg) BENZE
¢ (73mL) # > FMNMTKEEHE (8mg) R_ZEREZK

(0.26mL) 7 85SCHRYMME H B 3.5 /N6F - mink - AZ &

CEENERY) BEHEBRAENEB KK SRER  ARBES

R EEEB THEBRER  AYVBELENE (BEE >

i BB =2 1) ERERFRE EEEENLEY 372mg -

[0370)

(c) (S) -5-&-2- (2-HEURM-1-F ) -7- (1,2,4-1E = m .3

®) FHISMH
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HEHEB 105 (b) BB S (S)-1-ZMH T &4 (5-
-7 SERE) EHEM2-5) 3-FEIEYH (370mg) ¥R
1A [ B B% = B g (trimethyl orthoformate) ( 3.7mL) # » R i1 =
BACH-ZRE S (BER) 7E SSTHHBE IR 1 /e -
EHET %R EEE % RIES(6mL) R = % 2 #( 2mL)
KRB 1S B - RN IN G 1k 8 Ak T B
AEGHENHARYE  BERBHEMRBAES AR
MEGRE CRETERER AWBERBRE (BH

@ MRS FE-ICDEBERNL EHEENLEY 117me-
MS (ESI) m/z: 320 ( M+H)
[0371]  ##E 6] 106
(S) -5-8-7- (4,5-Z G IS -2-5) -2- (2-FF H IR B-1-5 )
S
(a) (S) -1-SHTEBHE-4- (5-8-7- (2-88Z %) BHRE)
TR 23 ) 3B BE IR 1
B R 2-¥8 7 AU TR B R It DL (R S G 1 96( a)
O uvre o meEmELan -
[0372])
(b)(S) -1-SHTEBE-4- (5-8-7- (4,5-T 6 B -2-5)
I 2R ) -3 EL R I

SE G 106 (a) FTEERZ (S) -1-ZH T EBE-4- ( 5-
F-7- (2-¥8Z5) BBE) EHIEW 23 ) 3-8 5 R o
(0.5mmol) ¥SAER 1,4-= 04 (2.5mL) # - £ = FE R

(203mg) K DDQ (175mg) &M 1,4- "1 (2.5mL) #
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BREAMBZER  REBEBH 1L/NE - BN INRELRKER
IRERE  AIBIEBEENEERYE  BEEERERN
REKES AEKABRSEZRE ERETHERERE - H
WBEREBRE (REAX - &5 FE=200:1) BRERE
HoEGEENLEY Tomg -
[0373]
(c) (8) -5-%-7- (4,5- &G MM -2-2 ) -2- (2-FHE IR OE-1-
B BH B

o EHERES 106 (b) FRERSZ (S) -1-ZH T & HHE-4-
(5-%-7- (4,5-Z @M -2-5 ) FHF MM -2-2 ) -3-5F HIg
AR (S) -1-ZfR T &EHBE-4- (5-8-7- (EBR-3-F) EHE
ME-2-F) -3-FEIRM  BREELIANEREERS 16 (c) EE
WAHE ESEENKEY -
MS (ESI) m/z:321 (M+H) "
(03741 E 6] 107
(8) -5-&-7- (REEFE) -2- (2-FEIRM-1-2 ) FEH =

¢ e
(a) (8) -I-=Z=BTERE-4- (5-G-7T-FEEFEEHFER
-2-% ) -3-H E R 0

REERB 1S T/ (8) -5-8-7T-REE-2- (2-FHRIR

OF-1-F ) FHEW (166mg) EHEH THF (2.2mL) # » &0
G (ZE 60% 2lmg) REBEEH 3028 % - Fminw A
B¢ (270w L) BUEBRMNEBEER 1.5 /IN6F - BNk 2 X E R
B HIBRIBENARY BEBEHENEE KESR%

178



1670267

KGR > ERBTHEERER > AVWBEREERTE
(EHFHE Cft: ZBZBE=7:3) BREEKE  EEIEHE
KL &% 91.5mg -
[0375]
(b) (8) -5-|-T-HEEFHE-2- (2-FRIRLF-1-F ) FHE
B
BEAERB 107 (a) FER/Z (S) -1-ZR T & HE-4-
(5-@-7-FEREFEFHMBUW-2-H) 3-FEIRGEA (S)
@ [ =HTEHKE-4- (5-8-7- (EWR-3-F) FHEW-2-5)
S-HEIRYE . RICDUAEREERG 16 (c) AN HFE
ERBEENLEY -
'H-NMR ( 400MHz,CDCl;) & : 1.39 (3H,d,J = 6.6 Hz) ,
2.83-2.92 (2H, m) ,3.06-3.11 (2H, m) , 3.33-3.40 (1H, m) ,
3.42(3H,5),3.95-3.99(1H, m), 4.36-4.42( 1H, m ), 4.56-4.63
(2H,m) ,7.01 (1H,d,J = 2.2Hz),7.25(1H,d,] = 2.2
Hz)
MS (ESI) m/z: 296 (M+H) *
(03761 & & HI 108
(S) -5-®-7- (RBEM-3-5) -2- (2-FERBF-1-) FFEHE
P
(a)(S) -I-=TEHRE-4- (T-ZHE-S- BRI EH-2-5)
-3- B & IR W
ERASERIMERZ 7-ZHME-5-8-2-E R H EH Ry
R5-8-7-Z & f B -2-FRE I B - B ik DUSM B G
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15 (a) AW GE  EEEENLKEY -

[0377]

(b)) (8) -1- =R TERE-4- (5-&-7-(3-(ZHEE) R

JEERE ) RAEM-2-F) -3-F ARG

KEMSE 108 (a) FERZ (S) -1-ZRTEHBE-4- (7-

CEEE-5S-8RFBW-2-5 ) -3-FEIRUE(394mg ) I R 1,4-

Z S LE( SmL )M BI04 & 18 5 5L 3 BI( Bredereck’ s reagent)

(250 L) £ 120C I R # 2.5 N - EIRE TEBE X
@ FER AWBERENZE (EHBE &1 FE=96:4) ¥

EGZRERHE  EEEENHKEY 388mg -

[0378)
() () -5-8-7- (BMEME-3-4) -2- (2-FHIRLH-1-3) %
7 I

REERB 108 (b) FRERBZ (S)-1-ZR TEBE-4-(5-
®-7- (3-(ZHEE) WHABE) EHEW-2-K) -3-FHIK
T (314mg )~ WIZEERE (97mg) KMuE (113 L) HERN
ZE (10mL) # - 5 80CHI B H## 20 /INEF - FRET
REXIER  REBSCBBEBENZBZES  AAURES
FMEEKKFERSR  FAEKRBNGZE EHRETHRE
Bl HOWBESEERE (RER - 815 FE=96:4) §&
ERE ESHBEEY TBmg - BLHEBUYEBERNEN
(1.8mL) # > FIM=ZH L8 (0.9mL) REREE 1.5 I\ -
ERBETRERER  BERSCBERBNRIBZEE > A
KUAREMRBAKKFEHESFR > AREKREMNEE  EHRE
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THERER AWBELEERE (RER > &4 HFEE=96:
4) RBRERH  EEEENLEY 29.6mg -
'H-NMR ( 400MHz,CDCl3) & : 1.43 (3H,d, J = 6.6 Hz) ,
2.86-2.95 (2H, m) , 3.08-3.14 (2H, m) , 3.39-3.47 (1H, m) ,
4.00-4.03(1H, m), 4.41-4.46 (1H, m),6.84( 1H,d,J = 1.7
Hz),7.37(1H,d,J = 2.0Hz),7.54(1H,d,J = 2.0Hz),
8.54 (1H,d,J = 1.7 Hz)
MS (ESI) m/z: 319 (M+H) *
o (0379 E I 109
(8) -5-@-7- (RMBME-5-F) -2- (2-FEIRDE-1-5) XHME
e
REMEB 108 (b) FERZ (S) -1-ZHT & -4 (5-
®-7- (3-(ZHEEE) NEEE) FHEW-2-8) -3-FHEIK
O (74mg) RAKBEE (23mg) HMNZE (3.0mL) # >
RBOCHIME T 20 /NEF - EREB T RERE®R  HES
KBEBMN B IER > AKURBHNREKKE RS
® % ABKMERALE ERETHEREE BVBERE
ik (BB > &5 FlE=96:4) BRERY  EEHRE
WY 53.9mg - FILHBEHYBE@RNES (1.3mL) # > HFN
ZRLHE (0.65mL) NEJRBH 2 /N - LB T BRERIE
B RERCRERBNIBRIE®E - AAUKREMAEEK
RFkFh AEKAERMEZE  EREBETHREE Aw
BEMHBINE (REAE > &7 FE=96:4) BRERBH

EGEENALEY 31.4mg -
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'"H-NMR ( 400MHz,CDCl;) & : 1.44 (3H,d, ] = 6.6 Hz) ,
2.87-2.96 (2H, m) , 3.09-3.15 (2H, m) , 3.41-3.48 ( 1H, m) ,
4.00-4.04(1H, m),4.41-4.47(1H, m), 6.73(1H,d,J = 2.0
Hz),7.36 (1H,d,J = 2.0Hz),7.51(1H,d,J = 2.0 Hz),
8.37 (1H, d,J = 1.7 Hz)
MS (ESI) m/z: 319 (M+H) *
[0380] & il 110
(S) -7-]|-5-8-2- (2-FEIRGE-1-2 ) FHER

® HEHZ2Z0IMERE 7T-R-5-8-2-EFH BRI A S-
-T-REE-2-WEFHSW > RIELIAEFR AT 2 B4
MTE EEEENLEY -
'"H-NMR ( 400MHz,CD;OD) 6 : 1.40 (3H,d,J = 7.2 Hz) ,
2.85(1H,dt,J = 3.6,12.8Hz),2.94(1H,d,] = 12.8Hz),
3.06 (1H, dd,J = 4.0, 12.8 Hz) , 3.10-3.12 ( 1H, m) , 3.41
(1H,dt,J = 3.6,12.8 Hz) , 3.94-3.97 (1H, m) , 4.35-4.37
(1H, m) , 7.19-7.20 (2H, m)

® MS (ESI) m/z:330 (M+H) *
[0381] E M 111
(S) -5-FE-2- (2-FERY-1-Z) -7- (BhoE-2-2 ) FKHE

g
(a) (8) -1-=M T EBE-4- (T-R-5-FEFFEM-2-5)
-3- B R

ERHZE 17 REGZ 7-1R-5-85-2-5 5 K H 2w
RT-R-5-F-2-BiERH B BRI EHEEREE 16(a)
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AN L% ESRENLKEY -
[0382])
(b) (S) -1-Z#T & MmE-4- (5-8EF-7- (MrE-2-%) %EXH
Sk -2-%5 ) -3-F L IR o
EREES 111 (a) FRESBZ (S) -1-ZH T & HH-4-
(7T-R-5-FEFXHBH-2-E) 3-FEIRBIMR (S) -1-Z#
TERE-4-(T-R-S-BEHBMW-2-5) -3-FHIRGE - Bt 2L
NEHEERG 102 (b) AHEMN AL EEEENLEY -
o [0383]
(c)(S) -5-FE-2- (2-FEIRMW-1-F) -7- (HE-2-F) X
S g
ERAERS 111 (b) ESZ (S) -1-Z/TEHE-4-
(S-FE-7-(WLrE-2-F ) FF BB -2- 2 )-3-FEIRBELA(S)
-L-=RT S R4 (5-8-T7- (B -3-E ) KHEm-2-5)
- EURME  BRIEDISNEREERS 16 (¢) AENHE
ESEENLEY -
® '"H-NMR (400MHz,CDCl;) 6 :1.45 (3H,d,J == 6.8 Hz),
2.88-2.96 (2H, m), 3.10-3.18 (2H, m), 3.42-3.52 (1H, m),
4.01-4.06 (1H, m) ,4.43-4.49 (1H, m) , 7.32-7.36 ( 1H, m) ,
7.61(1H,d,J = 1.6Hz),7.83-7.87(1H, m), 7.95-8.00( 1H,
m) ,8.19 (1H,d,J = 1.6 Hz) , 8.76-8.78 ( 1H, m)
MS (APCI) m/z: 320 (M+H) *
[0384) &= HEf 112
(S) -5-FH-2- (2-FHEURIE-1-B) -7- (MEM-2-K ) FH e
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i

ERA2-(=Z=TESHE) BN 2-(ZTHEHHE) B
FROCCAIAERETRE 111 ARG BEEENSLEY -
MS (ESI) m/z: 326 (M+H) *
[0385] EHafl 113
(S) -5-FFE-2- (2-FERMB-1-F) -7- (F5ik-2-H ) FHmE
ek

EH2-(ZTEBE) SRR 2-(ZTESHE) HE

@ HRHUNFEREHER 11l ARNAFE EEEENLEY -

'"H-NMR ( 400MHz,CDCl;) 6 : 1.47 (3H,d,J] = 6.8 Hz) ,

2.87-3.00(2H, m ), 3.08-3.19 (2H, m), 3.44-3.53 (1H, m),

4.08-4.17(1H, m ), 4.48-4.55(1H, m), 7.36(1H,d,J] = 0.73
Hz) , 7.61 (1H, d, J = 1.6 Hz) , 7.83 (1H, d, ] = 0.73
Hz) ,7.99 (1H,d,J = 1.6 Hz)

MS (ESI) m/z:310( M+H) ™
[0386] Ejitifl 114
. (S) -S-FE-2- (2-BHEIRMB-1-F) -7- (MhE-2-2) EH

gt
(a) (8) -1-Zf T &MmE-4- (7T-R-5-FEFHEH-2-5)
-3- B & I

EAZFH 18 FERZ T-8-5-FH-2-FEFH W
RT-R-5-F-2-HERFEBY > RRIUNERFEEHEE 16(a)
FIKKG% > BEEEENKEYD -

[0387]
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(b)) (8) -1-Z8RT &EHRE-4- (5-FE-7- (HE-2-F) FEH
Shg-2-2 ) -3-F E IR o
ERERD 114 (a) FIERBZ (S) -1-ZH T & K H-4-
(7-R-5-HEEHBH-2-F) 3-FEIRMBINM (S) -1-Z#
TERE-4-(T-R-5-FFEHBSW-2-5) 3-FREIEY > &L
AEREERE 102 (b) RAENHiE  EESEZENLEY -
[0388]
(e)(S) -5-F&-2- (2-FEIRME-1-5) -7- (ME-2-%) X
@ HEw |
EAE/E 114 (b) FrERZ (S) -1-ZH/K T EHE-4-
(S-RE-7-CIHE-2-F)FEHBEW-2-E)-3-FEIRBEA(S)
=R T EBEE-4- (S-8-T7- (EW-3-F) ERHEm-2-%)
S-FREIRYE - BRIUAEREETERmE 16 (c) AN HE
EEEENLED -
MS ( APCI) m/z: 309 (M+H) *
(03891 EHEdl 115
(S) -5-H&E-2- (2-FHEMRM-1-5) -7- (MEM-2-5 ) F e
nek
FER2-(=ZTEHE) BURNA 2-(ZTESHE) g
RUBAAEHETRS 114 AEN A5 ERSEENLEY -
MS (APCI) m/z: 315 (M+H) *
[0390] & fiti 5] 116
(S) -5-HE-2- (2-FERM-1-5) -7- (FEM-2-3) FKHmE
e
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EA2-(ZTEHE) BRIA 2-(ZTEHE) HE
BRI RG] 114 AR A EEEENLEY -
MS (ESI) m/z:299 (M+H) *
(03911 EHEHl 117
(S) -5-%-2- (2-FHEIRM-1-%) -7- (MtE-2-%) -4- (=&
RE) BHEM
(a) (S) -1-=fTEKE-4- (7T-R-5-F-4- (ZHFFH) F
FEME 2B ) -3-F B R 0
® FERASEM 19FESY T-R-5-F-2-FEA4(ZHFE)
FHEW K TIR-S-F2-HE-6- (ZHFE) EEWKYE
B TR -S-E-2-SRE R I - B ot DA (FE O E A
16 (a) KRB GE X EEEENLEY -
[0392]
(b)(S) -1-=Z8T&EME-4- (5-F-7- (MHrE-2-%) -4- (=
mEE) BHE®-2-K) -3-F E IRk
BERAEMRE 117 (a) FFEEZ (S) -1-ZRHTEBE-4-
® (7-R-5-F-4-( ZFHE) FHEW-2-5) -3-F H IR R A
(S) -1-=ZWT &EmE-4- (T-R-5-FEHBW-2-5) -3-FH &
RO > BREEDAANVE R REREH 102 (b) RENHE » E#EE
HEHREY -
[0393])
() (S) -5-%-2- (2-FEIRL-1-5) -7- (HnE-2-2) -4-
(Z®RFE) FHE®
FERER 117 (b) FIERZ (S) -I-=R T & B E-4-
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(5-%-7- (MEmE-2-2) 4- (ZHFHE) FHEBU-2-K) -3-
FAEIRGEEA (S) -1-Z; T &EHRKE-4- (5-8-7- (HEK-3-F)
AFFEUE-2-B ) 3-HEIRY - BRELDAUSE A EERES 16 (c)
F&H A% EEEENLED -

'H-NMR ( 400MHz,CDCl;) § : 1.44 (3H,d,J = 6.8 Hz) ,
2.86-2.96 (2H, m) ,3.09-3.15 (2H, m) ,3.42-3.49 (1H, m) ,

4.07-4.11 (1H, m) , 4.47-4.52 (1H, m) ,7.34 (1H,ddd,J =

1.0,4.9,7.6 Hz) ,7.64 (1H,d,] = 12.7Hz) ,7.85( 1H, dt,
’ J = 2.0,7.8Hz),8.02(1H,dd,J = 1.0,8.1Hz), 8.76-8.78
(1H, m)

MS (ESI) m/z: 381 (M+H) ~

[0394] EHEHl 118

(S) -5-%-2- (2-FEIRM-1-KE) -7- (EW-2-K) -4- (=&

RE ) FITrEm

ER2-(=ZTEBE) EVERA 2-(ZTESHE) ME

PRUCDIAERHETERG 114 AEN L EESEENLKEY -
. '"H-NMR (400MHz,CDCl;) &6 :1.47 (3H,d,J = 6.8 Hz) ,

2.88-2.98 (2H,m) ,3.11-3.16 (2H, m) ,3.45-3.53 (1H, m) ,

4.13-4.17(1H, m) , 4.52-4.58(1H, m),7.56 (1H,d,J] = 3.2

Hz) ,7.63(1H,d,J = 12.5Hz),8.01(d,1H,J] = 3.2Hz)

MS (ESI) m/z: 387 (M+H) *

(03951 “EHEfl 119

(S)-5-%-2- (2-F B R Wf-1-3£ ) -7- ( 1H-IEME-1-2E ) -4- ( =

) B
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ERERS 117 (a) FIERZ (S) -1-ZH T & H-4-
(7-8-5-F-4-(ZHFFE) XHEW-2-H) -3-F HIR IR
(S) -1-=ZTEHE-4- (7T-R-5-8-4- (ZEFH) FHE
g-2-%) -3-FREIRUE - BRI EREEEBG 83 (a) - (b)
RN BEEEENLKEY -
'"H-NMR ( 400MHz,CDCl;) & : 1.45 (3H,d,J = 6.8 Hz) ,
2.86-2.96 (2H, m) , 3.09-3.15 (2H, m) , 3.43-3.50 ( 1H, m) ,
4.06-4.10( 1H, m), 4.45-4.51( 1H, m), 6.57( 1H, dd, ] = 2.0,
@ 27Hz),7.47(1IH,d,J = 12.7Hz),7.80 (1H,d,J = 1.7
Hz) , 8.25 (dd, 1H,J = 0.5, 2.7 Hz)
MS (ESI) m/z: 370 (M+H) *
[0396) % &5 %1 120
(S) -5-%-4,6-—"HF-2- (2-FEIRL-1-E) -7- (ME-2-5)
K FF
(a) (8) -1-Z|T &BrE-4- (7T-11-5-8-4,6-Z F FH 12w
-2-3 ) -3-FR AR
ERZ%E6 20 MESRZ T-R-5-8-4,6- ZF-2-GE X5
S HY R 7-R -5- 8 -2- YR B A F 0 B BE DU A B 0
16 (a) AR HE  EHEEENLED -
[0397]
(b)(S) -1-ZR T &EHBE-4- (5-8-4,6-Z&-7- (H1E-2-5)
K Smk-2-5 ) -3- B E R o
RAER 120 (a) FTERZ (S) -1-ZRK T E&HE-4-
(7-1R-5-8-4,6-ZFAFEHBM-2-5 ) -3-F EIRBE A (S)
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I-ZRRT ERE-4-(TR-S-FAEFFBM-2-K ) -3-F FH IR B
PROCCAAME HEE A 102 (b) AHEM AL > EEHEEENL
& -
(c)(8) -5-%&-4,6-"%-2- (2-FEIRYF-1-5F ) -7- (MLoE-2-
&) KHsu

ERAERBG 120 (b) FRERZ (S) -1-ZH T & H H-4-
(5-%-4,6-2 3 -7- (L E-2-F ) FHESW-2-F ) -3-F HIgof
A (S) -1-Zik T&EBE-4- (5-8-7- (EWR-3-K) EHFE

@ W 2-E) IFERH BRIEMNNEAEERS 16 (c) R
Nh% EREENLEY -
'H-NMR ( 400MHz,CDCl;) 6 : 1.44 (3H,d, ] = 6.6 Hz) ,
2.86-2.94 (2H, m) ,3.09-3.13 (2H, m) , 3.39-3.46 ( 1H, m) ,
4.02-4.06 (1H, m) , 4.43-4.49 (1H, m) , 7.33-7.36 ( 1H, m) ,
7.48 (1H,d,J = 7.8Hz) ,7.81 (1H,dt,J = 2.0,7.8 Hz) ,
8.76-8.78 ( 1H, m)
MS (ESI) m/z: 365 (M+H) *
¢ (0398] & B 121

(S) -5-8-4,6-" & -2- (2-FHEIRG-1-2) -7- (BEW-2-5)
K F: 1 s

ERA2-(ZTEHE) ERINA 2-(ZTEHE) HE
FROCDAE R EE A 120 BN F % EEEENKEY -
'H-NMR (400MHz,CDCl;) & : 1.44 (3H,d, ] = 6.8 Hz) ,
2.86-2.95 (2H, m) , 3.08-3.14 (2H, m) , 3.40-3.47 ( 1H, m) ,

4.02-4.06(1H,m),4.43-449(1H, m),7.57(1H,d,J] = 3.4
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Hz) ,8.04 (d, 1H,J = 3.4 Hz)
MS (ESI) m/z: 371 (M+H) *
[0399) & iE il 122
(S) -4,5,6-= % -2- (2-FHIRUE-1-2) -7- (MhuE-2-3) %
S 1
(a) (S) -1-SHTEBE-4- (7-18-4,5,6-= 5 F 3 0% 2.
%) -3-F E IR0
GRS E G 21 BTS2 T-8-4,5,6-= 8, -2-5 3 5 7 meng
@ WK TES-R2HEEFEY  REMAERETES 16
(a) A HE  BEEENLEY -
[0400)
(b) (8) -I-SWTEBE-4- (4,56-ZH-7- (BhrE-2-3)
PS03 ) -3 IR O |
ARG 122 (a) FIlBZ (S) -1-ZH/ T &34
(7-8-4,56-SHFE W22 ) 3-FERFIA (S) -1-
SHRTEHE-4- (T-R-S-FHEA B 25 ) 3-FHEIRE B

¢ WO EAETEES 102 (b) AN AE  EEEENLE
Y -
[0401]
(¢)(S) -4,5,6-=%-2- (2-FHEIRMF-1-F) -7- (MHE-2-F)
7+ 50

FEAERE 122 (b) FERFZ (S) -1-ZRTEKE-4-
(4,5,6-=%&-7- (WEUE-2-5) FHEW-2-5) -3-F H Ik Y
RO8) -1-ZR T & HRE-4- (5-8-7- (HEl-3-F) FHEw
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-2-E ) 3-HEURYE - BRILANEREERS 16 (¢) AEH
g EEEENLEY -
'"H-NMR ( 400MHz,CDCl; ) & : 1.38 ( 3H,d,J = 6.8
Hz) ,2.79-2.94 (2H,m) ,3.01-3.12 ( 2H, m) ,3.31-3.45 ( 1H,
m) ,3.89-3.99 ( 1H,m) ,4.35-4.45 ( 1H,m) ,7.35 ( 1H,ddd,] =
7.6,4.9,1.1 Hz),7.61-7.70( 1H,m ),7.80-7.88( 1H, m ),8.75-8.81
(1H,m)
MS (ESI) m/z: 349 (M+H) *
@  [0402)]  EEH 123

(S) -4,5,6-=%-2- (2-FHEIROF-1-F ) -7- (HEM-2-5 ) 3
F 0

EA2-(ZTEHE) ERINA 2-(ZTEHE) M
BRECDIUME R BTG 122 AR AL ESEENLEY -
'"H-NMR ( 400MHz,CDCl; ) & : 1.43 ( 3H,d,J = 6.8
Hz) ,2.84-2.99 (2H, m) ,3.04-3.16 (2H, m) ,3.38-3.53 ( 1H,
m) ,4.01-4.10 ( 1H, m) ,4.40-4.54 (1H, m) ,7.53-7.59 ( 1H,

o m) ,8.02-8.08 ( 1H,m)

MS (ESI) m/z: 355 (M+H) *
(0403 27t B 124
(S) -4,5,6-=%F-2- (2-FFEIRGE-1-% ) -7- ( 1H-ME M -1-%)
7

ERAEmS 122 (a) FESRZ (S) -1-ZHTEHKE-4-
(7-R-45,6-ZFFHEM-2-F ) 3-FEIRGIWMK (S) -1-
=RTEBRE-4- (T-R-5-E-4- (ZHFE) BHEW-2-E)
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3-FREIROE o BRICDIAAERAEE A 83 (a) - (b) RAEMA
% EEEENLEY -
'"H-NMR ( 400MHz,CDCl; ) 6 : 1.39 (3H, d, ] = 6.8
Hz) ,2.79-2.94 (2H, m) , 3.01-3.15 (2H, m) , 3.32-3.44 ( 1H,
m) ,3.89-4.00 (1H, m) ,4.34-4.46 (1H, m) , 6.51-6.57 ( 1H,
m) , 7.80-7.87 (2H, m)
MS (ESI) m/z: 338 (M+H) *
[0404) & J& #] 125

o (S) -2- (2-FAEIRMG-1-K) -7- (HEE-2-&) -5- (=& FH)
2T v
(a) (S) -1I-ZH/TEHRE-4- (7T-R-5- (ZHFFE) THE
W -2-5 ) -3-F ER R 0

EHZ2E6 22 FERSZ T-1R-2-BE-5- (ZHBHE) #

SR 7R -5-R-2-BRE I BRI DASL 6 L E
Bl 16 (a) FIKBHE > EBEENLED -
[0405])

o (b) (S) -1-ZH/T &EMBEL-4- (7- (HIE-2-&) -5- (=ZHH
B FIFEM-2-5) -3-F B IR0

EAERE 125 (a) MER/Z (S) -1-ZHK T EHE-4-

(7-R-5-(ZHFE) FHBW-2-F) 3-FEIRBERA (S)
L-ZAR T SR EA-(T-R-S-FFFF B -2- 5 ) -3-F E R b
BRUCASNE R E A 102 (b) AN AL EEEENKL
=¥ -
[0406]
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(¢)(S) -2- (2-BIEIRUE-1-5) -7- (BIE-2-%) -5- ( =4
OE ) 3 I
BERBEME 125 (b) FEBZ (S) -1-ZH T A B -4
(7- (MEnE-2-%) -5- (SHFE) BHBEM2.5) 3-F HIR
AR (S) -1-SRTRBE-4- (5-8-7- (BB-3-5) ¥
w22 ) 3-FEIRYE 0 BRI DA E A E A 16 (o) W
B A BREENLEY -
MS (ESI) m/z:363 (M+H) *
@ (0407] |l 126
() -2- (2-BREEIROE-1-5) -7- (M -2-3) -5- (ZHFE)
S HE g
BR 2-(STHSE) EWRINK 2- (S TEHE) Bz -
B L DAS (R BE BT 125 FEE R B BB LA -
MS (ESI) m/z: 369 (M+H) *
(0408] & B 127
(S) -2- (2-FEIROE-1-3 ) -7- (FBE-2-3 ) -5- ( S F )
® rnu
BR 2-(STHSE) EUINK 2-(STEHE) Hux -
B UL DUS B R R SR 114 EEERO A BEEEN LAY -
MS (ESI) m/z:353 (M+H) °
(04091 % i B 128
(S) -5-8-4-%-2- (2-FEIRUE-1-5) -7- (BErg-2-%) ¥
2 g

(a)(S)-1-=ZHT EMRE-4-(T-R-5-8-4-FFHEK-2-5)
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-3-F E IR
ER2E0 23 TES/SZ T-R-5-8-4-F-2-HEFXH B
WA 7-R-S-H-2-FLEFEHEW - RGN FEHEEHES 16
(a) AW G BEEEENLKEY -
[0410)
(b)(S) -1-=ZH/T &EME-4- (5-8-4-F-7- (Hrg-2-F)
e -2-5 ) -3- B EL IR 0
EHERG 128 (a) FIEBZ (S) -1-=H/K T EMHE-4-
Q@ (7T-BAS5-FH-4-FFHBW-2-E) 3-FHEIEWHRA (S) -1-
=T EBRE4-(T-R-5-FEFBW-2-F) -3-FHEIRO > i
BELASME R EEE A 102 (b) FKM Ak > EEHEENLKSE
Y
[0411]
(c) (S) -5-&-4-%F-2- (2-FERME-1-K) -7- (HrE-2-%)
2%

ERERG 128 (b) FiIEEBZ (S) -1- SR T EBE-4-
(5-%-4-F-7- (WEnE-2-% ) FHFmm-2-5 ) -3-F H IR 0 5
ROS) -1-=ZT &ERE-4- (5-8-7- (HEW-3-5F ) FEH s
-2-F ) 3-HERY  BREDAFERAEEES 16 (¢) DN
Hd o EEEENLEY -

'H-NMR ( 500MHz,CDCl;) & : 1.44 (3H,d, ] = 6.9 Hz) ,
2.87-2.95 (2H, m) , 3.09-3.14 (2H, m) , 3.41-3.47 (1H, m) ,
4.02-4.05 (1H, m) , 4.45-4.50 (1H, m) , 7.27-7.29 (1H, m) ,

7.81 (1H,dt,J = 1.9,79Hz) ,7.89 (1H,d,J] = 6.9 Hz) ,
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7.92-7.96 (1H, m) , 8.72-8.74 ( 1H, m)
MS (ESI) m/z: 347 (M+H) *
[0412] &4l 129
(S) -5-8-4-F-2- (2-FFEIRYF-1-F ) -7- (WEM-2-3 ) 3
IS e
EA2-(ZTEHE) ERINAK 2-(ZTEHE) HIE
FRECOISME B E R 128 AW F % EHEENLEY -
'H-NMR ( 500MHz,CDCl;) & : 1.46 (3H,d,J = 6.8 Hz) ,
@ 289-296 (2H, m) ,3.11-3.15 (2H, m) , 3.44-3.50 (1H, m) ,
4.08-4.11(1H, m),4.51-4.52(1H, m), 7.47( 1H,d,J = 3.3
Hz) ,7.89 (1H,d,J = 6.5Hz) ,7.94 (d,1H,] = 3.3 Hz)
MS (ESI) m/z: 353 (M+H) *
[0413] EHE® 130
(S) -5-&-4-F-2- (2-FEIRG-1-F ) -7- (1H-MEmE-1-%)
I
EHRERE 128 (a) FERZ (S) -1-ZR T EHHE-4-
(7-BR-5-@-4-FBEFEW-2-5 ) 3-FEIRGEEA (S) -1-
Z=RTERE-4- (T-R-5-8-4- (ZEEFE) FHEW-2-2)
S-FREIRDE  BRICLIAME R E A 83 (a) - (b) AN A
% BEBEENLEY -
'H-NMR ( 500MHz,CDCl;) & : 1.44 (3H,d,J = 6.8 Hz) ,
2.86-2.95 (2H, m) , 3.08-3.14 (2H, m) , 3.42-3.48 ( 1H, m) ,
4.00-4.03 (1H, m) ,4.43-4.48 (1H, m) , 6.52-6.53 (1H, m) ,

7.62 (1H,d,J = 6.0Hz) ,7.76 (1H,d,] = 1.7Hz) ,8.10
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(1H,d,J = 2.5 Hz)
MS (ESI) m/z: 336 (M+H) *
[0414] E Kl 131
(S) -5-8-4-FF-2- (2-FEIRG-1-5) -7- (ME-2-%) X
I
(a) (8) -1-Z8TEHBE-4- (T-R-5-F-4-FHEFEH Em.-2.
) -3-FF E R

ERA2E0 24 MERZ 7T-R-5-8-2-TE-4-FEEFE

@ ULEURT-R-S-F-2-WEFEFHEW EBRIL DG EE RS 16

(a) AP GTE  BEEEENLEY -
[0415]
(b) (S) -1-Z#RTEMRE-4- (5-F-4-FE-7- (MrE-2-%)
IS -2-5 ) -3-F E IR b

ERERG 131 (a) FIERZ (S) -1-Z#H T EHE-4-
(7-R-5-Q-4-FEFEHEW-2-2) 3-FHEIRBEML (S) -1-
ZRTEBEE-4-(T-R-5-FEHBMR-2-5 ) -3-HEIR M &

® WROAAAMERETHEA 102 (b) AEN AL EEEENLE

)
[0416]
(e)(S) -5-&-4-FE-2- (2-FEIRYE-1-F) -7- (Mg -2-
B EHEm

ERAEBS 131 (b) FTER/Z (S) -1-=H T & B HE-4-
(5-%-4-FE-7- (MEUE-2-2) FHmEW-2-F ) -3-F IR i
AR (8) -1-Z8R T & E-4- (5-8-7- (Ep-3-%) FHE
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-2-F ) -3-FHEIRGE - BREDIMEREERE 16 (c) AL
WA BESEENLEY -
'H-NMR( 400MHz,CDCl3) 6 : 1.42(3H,d,J] = 6.7 Hz), 2.54
(3H,s),2.84-2.98 (2H, m) , 3.06-3.18 (2H, m) , 3.42 ( 1H,
m) ,3.96-4.07 (1H, m) ,4.39-4.51 (1H, m) , 7.21-7.30 ( 1H,
m),7.79(1H,td,J = 1.9,7.8Hz),7.87(1H,s), 7.96 ( 1H,
dt,J = 1.0,8.0 Hz) , 8.69-8.76 ( IH, m)
MS (ESI) m/z: 343 (M+H) *
o [0417) T Hi®l 132

(S) -5-%&-4-FE-2- (2-FEIRME-1-5) -7- (BEM-2-2 ) X
IS

R 2-(=ZTEBE) EBINAR 2-(ZTEHE) Mg
FROCOUVOME R B ERG 131 RN AE EE8EENLEY -
'"H-NMR( 400MHz,CDCl;) § : 1.44(3H,d,] = 6.8 Hz), 2.53
(3H,s),2.85-3.01 (2H, m) ,3.11-3.15 (2H, m) , 3.44 ( 1H,
m) ,4.02-4.13 (1H, m) , 4.43-4.57 (1H, m) , 7.44 ( 1H, d, J

® _; Hz) ,7.87 (1H,s) ,7.93 (d, 1H,J = 3.3 Hz)

MS (ESI) m/z: 349 (M+H) *
[0418] EfEHI 133
(S) -5-&-4-FE-2- (2-FERG-1-F ) -7- (1H-IEWE-1-%)
K

ERERG 131 (a) FTERBZ (S) -1-=H/ T EHBHE-4-
(7-R-5-%-4-FEFEFEW-2-F) 3-HEIRHEA (S) -1-
ZHRTEBRE-4- (T-R-5-8-4- (ZEFE) FHER-2-5)
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S3-EREURTE o BRELDAAMEE B E ] 83 (a) - (b) FIKM A
% EEEBNLEY -
'"H-NMR( 400MHz,CDCl;) § : 1.42(3H,d,J = 6.7 Hz), 2.50
(3H,s),2.83-2.98 (2H, m) , 3.06-3.17 (2H, m) , 3.42 ( 1H,
m) ,3.94-4.06 (1H, m) ,4.37-4.49 (1H, m) , 6.46-6.54 ( 1H,
m),7.63 (1H,s) ,7.75 (1H,d,J = 1.4Hz) ,8.14 ( 1H, d,
] = 2.4Hz)
MS (ESI) m/z: 332 (M+H) *
@ (04191 EHEB 134

(S) -5-%-2- (2-FAEIRM-1-5 ) -7- (Mig-2-%) -4- (=&
FEE) Fifrsu
(a) (8) -1-ZiRT &HE-4- (7T-R-5-F-4- (ZHEFEE)
AR -2-5 ) -3-F IR0

ERZ2ER 25 TEG 7T-18-5-8-2-5i&E-4- (ZHFE
) BHBBEAA 7T-R-5-8-2-GERHEW > R LDIAES
HEERE 16 (a) REN AL EEEENLEY -

® [0420)

(b)) (S) -1- =T EMRE-4- (5-F-7- (HE-2-%) -4- (=
AP EE) FHEM-2-F) -3-F IR

EHAERE 134 (a) FIEHZ (S) -1-ZR T EHE-4-
(7-R-5-F-4-( ZFFEE) FHEM-2-H ) -3-5F E IR B
ROS) -I- =R TEKE-4- (T-R-5-FEHER-2-K) -3-
FHEIRDE > BRECDIMEREERmA 102 (b) AN Hik »
BEENLEY - |
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[0421]
(c) (S) -5-%-2- (2-FAENRYF-1-K ) -7- (MEoE-2-% ) -4-
(ZHRFEE) FHE®

ERERE 134 (b) FTER/Z (S) -1-ZH T & HE-4-
(5-%-7- (MLIE-2-F) -4- (ZEFEE) FH B -2-5) -3-
REIRBIAR (S) -1-Z=8 T E&HE-4- (5-8-7- (ER-3-5)
RIS -2- ) 3-FEIRME > BRICLISME A EE A 16 (c)
AR HE EEEENLEY -

@ U NMR (400MHz,CDCl;): 6 1.44 (3H, d, J = 6.8 Hz) ,
2.84-2.98(2H, m), 3.05-3.17( 2H, m ), 3.44( 1H, dt,] = 3.5,
12.6 Hz) , 4.05 (1H,dd,J = 2.0,13.0 Hz) , 4.40-4.54 ( 1H,
m),7.30 (1H, ddd,J = 1.1,4.8,7.5Hz),7.68 (1H,d,J =
12.2Hz) ,7.82 (1H,dt,J = 1.9,7.8Hz),7.98 (1H, td,J] =
1.0, 8.0 Hz) ,8.70-8.79 ( 1H, m)

MS (ESI) m/z: 397 (M+H) *
[0422] E il 135

® (S) -5-%-2- (2-FEIRM-1-F) -7- (HEW-2-%) -4- (=&

A& ) X

ER2-(ZTEHE) EBRINAR 2-( =T EHE) Mg
FRUCDAOME BTG 134 AR A EEEZENLEY -
'H-NMR ( 400MHz,CDCl3) & : 1.46 (3H, d,J = 6.8 Hz) ,
2.85-3.00( 2H, m ), 3.06-3.20( 2H, m), 3.46( 1H, dt,J] = 3.6,
12.6 Hz) ,4.11 (1H, td,J = 1.8, 11.4 Hz) , 4.44-4.59 ( 1H,

m),7.50(1H,d,J] = 33Hz),7.66(1H,d,J = 11.6 Hz),
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7.97 (1H,d,] = 3.3 Hz)
MS (ESI) m/z: 403 (M+H) *
[0423] FE Bl 136
(S)-5-%-2- (2-FEIROF-1-5 ) -7- C1H-ME ¥ -1-3 ) -4- (=
wmEREE) K
EHAERES 134 (a) MERZ (S) -1-ZH T & 5 HE-4-
(7-R-5-F-4- (ZFPEE) FHEMW-2-5 ) -3-F H IR i 5y
RCOS) -I-ZRTERE-4- (T-R-5-8-4- (ZFFH) ¥
@ FH-2-E)-FRIRU RILLIAERLERKE 83(a)-(b)
R GTE  BEERECOLEY -
'H-NMR ( 400MHz,CDCl;) & : 1.44 (3H,d,] = 6.8 Hz) ,
2.82-3.00( 2H, m), 3.05-3.17( 2H, m ), 3.44( 1H, dt, ] = 3.5,
12.7Hz) ,4.04 (1H,dd,J = 2.0,13.0 Hz) , 4.38-4.54 ( 1H,
m),6.54(1H,dd,J = 1.8,2.5Hz),7.47(1H,d,J = 11.9
Hz) ,7.77 (1H,d,J = 1.7Hz) ,8.17 (1H,d,J = 2.6 Hz)
MS (ESI) m/z: 386 (M+H) *
@ [0424) EF 4 137
(8) -5-&-6-FF-2- (2-FFEURMF-1-F) -7- (Mog-2-%) %
- e
(a) (S) -1-Z8 T ASpEE-4- (T-381-5-8-6-F HEFEH 2.
) -3-FHE IR0
FERZE6 26 FERL 7-1R-5-8-2-FiF-6-F HIEHE
AR TR -S-GE-2-BRE IS B b DA E A E I 16
(a) AHBGTE  EREENLED -
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[0425]
(b)) (S) -1-=f T EBE-4- (5-8-6-FH-7- (MrE-2-%)
RS -2-5 ) -3-F E IR U
ERAERG 137 (a) FIEBZ (S) -1-=H T EHH-4-

(7-R-5-8-6-FEFRHEW-2-H ) 3-FREIRBRA (S) -1-
=T EBKE-4-(T-R-5S-BFHFEM-2-H) 3-FHEIRMH - B
BELISME R EEE B 102 (b) AHEN A% EEEZENSLS
) o

@ (048]
(c) (8) -5-&-6-FAHE-2- (2-HFEIRMF-1-F ) -7- (MnE-2-
) FHEW

FERAER 137 (b) FTERZ (S) -1-=RTEBHE-4-

(5-%-6-HE-7- (MEnE-2-5) FHEW-2-5 ) -3-5 LR o
AR (S) -1- =/ TEBKE-4- (5-8-7- (HEB-3-FH) FHrE
-2-F ) -3-FREIRDE - BRUILIMEREE KBS 16 (¢) B
A%k BEEEENLKEY - _

® 'H-NMR( 400MHz,CDCl;) 6 : 1.33(3H,d,J = 6.8 Hz), 2.30
(3H,s) ,2.77-2.86 (2H, m) , 3.01-3.05 (2H, m) , 3.25-3.32
(1H, m),3.79-3.82 (1H, m) , 4.24-4.30 ( 1H, m) , 7.32-7.46
(3H,m),7.82(1H,dt,J] = 1.7,7.8Hz),8.77(1H,d,] =
4.9 Hz)
MS (ESI) m/z: 343 (M+H) *
[0427] F il 138

(S) -5-%-6-FE-2- (2-FHEIRME-1-5) -7- (mEmM-2-5 ) 3%
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3 rz

EA2-(STESE) ERNA - (ZTESE) B -
B LSRRG 137 AR F i EAEEN LAY -
]H-NMR( 400MHz,CDCl;) § :1.38(3H,d,J] = 6.8Hz), 2.54
(s,3H) ,2.81-2.90 (2H, m) , 3.04-3.08 (2H, m) , 3.31-3.38
(1H,m) ,3.88-3.92(1H, m), 4.30-4.36 (1H, m) , 7.42 ( 1H,
s) ,7.55 (1H,d,J] = 3.4Hz) ,8.01 (d,1H,J] = 3.4 Hz)
MS (ESI) m/z: 349 (M+H) °

. [0428) E M 139

() -5-8-6-FE-2- (2-F HIRGE-1-26 ) -7- ( IH-ME 0% -1-2 )
5 T

BERERG 137 (a) FIEBZ (S) -1-SHTABE-4-
(7-3-5-%-6-F H I H B 23 ) 3 EIRBEA (S) -1-
SHETEBE4- (T-R-5-F-4- (ZHFE) FEHEW.2H)
-3 HEOR O o B B BLSM B B HEHI 83 (a) - (b) HERS
%o BEMENLEY -

‘ 1H—NMR( 400MHz,CDCl3) 6 :1.35(3H,d,J = 6.8Hz),2.19
(3H,s) ,2.77-2.87 (2H, m) , 3.01-3.05 ( 2H, m) , 3.27-3.34
(1H,m) ,3.81-3.85(1H, m) ,4.26-4.32 ( 1H, m) ,6.52 (1H,

t,J] = 2.4Hz) ,7.41 (1H,s) ,7.64 (1H,d,J = 2.4 Hz) ,
7.80 (1H,d,J = 1.7 Hz)

MS (ESI) m/z: 332 (M+H) *

(04291 #5641 140

(S) -5-8-6-F S 2E-2- (2-FF SR Uh-1-3 ) -7- (Ohog-2-2)

202



1670267

7 I
(a) (8) -1-ZT EME-4- (T-1R-5-8-6-F & & I 2
-2-F ) -3-FE IR U

ER2EH 27 TEFSZ 7T-R-5-8-2-TiE-6-FHREFEH
5P B A 7-9R -5 -2- 0 B A ISR B b DUA O R O B
16 (a) RN ¥ ESEENKED -
[0430)
(b) (S) -I-=Z=8TERE-4- (5-8-6-FEHE-7- (MHrE-2-

@ =) Emm-2-F) -3-FHEIRe

EAEMRE 140 (a) FTERZ (S) -1-ZH| T & HH-4-
(7-8R-5-8-6-FEEFHBM-2-K) 3-FHIRHIA (S)
I-ZRTERE-4-(T-R-5-FEHFER-2-5) 3-FEIR
SRECDIAE R BB 102 (b) EHENHE > EEEENL
a8y -
[0431]
(c)(S)-5-F-6-F&EE-2- (2-FHEIRG-1-F ) -7- (HE-2-

® B EHEm

EAE/S 140 (b) FER/Z (S) -1-=R T & HKE-4-
(5-&-6-F & F-7- (MEmE-2-5) KA -2-2) -3-F HIg
AR (S) -1-Z|M T EBRE-4- (5-8-7- (EBR-3-2H) EHF
S0k -2-2 ) -3-FEIRD > BRI EREERES 16 (¢) B
BBV % EBEENLKEY -
'H-NMR ( 400MHz,CDCl;) & : 1.34 (3H,d,J = 6.9 Hz) ,

2.78-2.87 (2H, m) , 2.96-3.06 (2H, m) , 3.28-3.35 (1H, m) ,
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3.58 (3H,s) ,3.84-3.88 (1H, m) ,4.39-4.23 (1H, m) , 7.33
(1H,ddd,J = 1.2,49,7.5Hz) ,7.37 (1H,s) , 7.71 ( 1H,
dt,J] = 1.0,79Hz) ,7.82 (1H, m) , 8.77 (1H, m)
MS (ESI) m/z: 359 (M+H) *
[0432] E 6l 141
(S) -5-F-6-FH&EHE-2- (2-FHEIRY-1-3) -7- (mEW-2-3)
K H IR
ERA2-(ZTHESGE) EBNA 2-(ZTHEHE) HE -
@ HHUNAFEHEERE 140 AFEMN AL BEEENLEY -
'H-NMR (400MHz,CDCl3) 6 : 1.40 (3H,d,J = 6.8 Hz) ,
2.85-2.92 (2H, m) , 3.08-3.12 (2H, m) ,3.38-3.45 (1H, m) ,
3.89 (3H,s) ,4.02-4.06 (1H, m) , 4.42-4.47 (1H, m) , 7.38
(1H,s) ,7.52 (1H,d,J = 3.3Hz) ,8.03 (d,1H,J = 3.3
Hz)
MS (ESI) m/z: 365 (M+H) *
[0433] & fE B 142
(S) -5-&-6-F-2- (2-FEIRM-1-2) -7- (mEme-2-3 ) 2
5 g
(a) (S) -1-Z/ T &EHME-4- (T-11-5-8-6-FEKH IEm-2-
%) -3-FE Ikt
EA2E0 28 MERZ T-R-5-8-6-FH-2-TTEFEHE
Eed 7-R-5-F-4-FE-2-HEFEHERWESYERAR 7-1-5-
B-2-HEXEHSW > RIEUAFEAEEHES 16 (a) AEMN
Hi& EBSEENKLEY

204



1670267

[0434)
(b) (S) -1-=Z8 T &EBE-4- (5-8-6-FE-7- (HEK-2-5)
e -2-5 ) -3-F A IR L
ERAERE 142 (a) FTERZ (S) -I-ZH/ T EHE-4-
(7-R-5-8-6-FEFEFEM-2-) 3-FEIRHFIA (S) -1-
=R TEBRE-4-(T-R-S5S-BFHBM-2-F) -3-FEIRL R
DA HEEEREB 35(a) A A BEEEENLED -
[0435]
@ ()(S) -S-\-6-FE-2- (2-FERG-1-F) -7- (HER-2-
B EIrEm
ERERS 142 (b) FEHBZ (S) -1-ZH T & HHE-4-
(5-&-6-FE-7- (MEW-2-5) FHEBW-2-5) -3-F H IR 5
WA (S) -I-ZRTEMRE-4- (5-8-7- (EWG-3-2) FEHE
M-2-5) -3-FHEURDE  BRIBLINEREETHEE 16 (c) A
MG EEEERNLKEY -
'"H-NMR ( 400MHz,CDCl;) § : 1.46 (3H,d,J] = 6.8 Hz) ,
® 2.86-2.97 (2H, m) , 3.08-3.15 (2H, m) , 3.43-3.50 (1H, m) ,
4.04-4.06 (1H, m) , 4.44-4.49 (1H, m) , 7.42 (1H,s) , 7.63
(1H,d,J = 3.2Hz) ,8.12 (1H,d, ] = 3.2 Hz)
MS (ESI) m/z: 360 (M+H) *
[0436] E 1Bl 143
(S) -5-F8-4-FE-2- (2-FERG-1-F) -7- (HE®-2-F) K
pal
(a) (S) -1-ZH T &EHRE-4- (7T-181-5-F-4-FEFH Emk-2-
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) -3-H E IR0
HHZ2E0 28 ERZ T-IR-5-8-6-RE-2-TREFH
pEL 7-R-5-FH-4-FEL2-HEFETEUHNESYINA 7-7-5-
B-2-HEEHEY > BREDAFEHEERS 16 (a) AHEHN
fd o EEEENLEY -
[0437]
(b) (8) -1-Zf|T EMRE-4- (5-8B-4-8E-7- (EHR-2-5)
R -2-5 ) -3-F E IR L
o EREBE 143 (a) FTERZ (S) -1-ZH T EHE-4-
(7-R-5-F-4-BEFEHEBW-2-F) -3-FEIRBEMR (S) -1-
ZHRTERE-4-(T-R]-S5S-BEH W25 ) 3-FHEIR Y R
WA EREEFRA 35(a) RN A% ESEENLED -
[0438]
(c)(8) -5-&-4-FHE-2- (2-FEIRME-1-F ) -7- (Er-2-
) EHER
EHAEEG 143 (b) FIERBZ (S) -1-Z/R T EHKE-4-
(5-@-4-FE-7- (BEW-2-F) FHEW-2-5) -3-5F HL IR
WA (S) -I-ZRT&EHBE-4- (5-8-7- (EW-3-8) FHE
Mg-2-%) 3-FEIRY - BRIBLIAGERHEAETRS 16 (c) B
MG® BEEEENKED -
'"H-NMR ( 400MHz,CDCl;) 6 : 1.48 (3H,d,J = 6.8 Hz) ,
2.88-2.99 (2H, m) , 3.10-3.18 (2H, m) , 3.47-3.55 (1H, m) ,
4.14-4.18 (1H, m), 4.55-4.61 (1H, m),7.59(1H,d,J] = 3.2

Hz) ,7.91 (1H,s) , 803 (1H,d,J = 3.2 Hz)
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MS (ESI) m/z: 360 (M+H) *
[0439) 2 45 ] 144 |
(S) -5-%-2- (2-FHIRM-1-2) -7- (BER-2-3) -6- (=4,
AL ) ZE IR
(a) (S) -1-SWTEBE-4- (T-R-5-F-6- (ZSHFEL) %
FEIEI 25 ) -3-F 3R o

FERSEH 19SS 1-R-5-5-6- (SHTFEL) -2-5
HEEF W 7 R-5-F-4- (SR TR 2-5 B H W R

@ S TS5 -2-GRE K - B Ik DAL 6 P B2 1

16 (a) AW HE  EEEENKEY -
[0440]
(b)(S) -1-SHETEBE-4- (5-5-6-= 5 F H-7- (BEH-2-
B FEHEIEWL2-3E ) 345 H IR

HEREME 144 (a) FiEBZ (S) -1-ZH TR E-4-
(7-3-5-9-6- ( SR B E ) FEH MW -2 5 ) -3-F B R BHAY 4
(S) - I-ZRTEPE-4- (T-8R-5-FEHEW -2 ) 3-H &

® UR 1 > B DS B R B MG 35 (a) RIRERY ik IS AmE

W& -
[0441)
() (S) -5-%-2- (2-FAEIRME-1-2) -7- (EW-2-5) -6-
(ZHEE) FrmE

EAEEG 144 (b) FiEEBZ (3) -1-SH/TEH E-4-
(5-F-6-SHPHE-T- (HEW-2-5) FHEW 2.5) 3-HE
R LA (S) -1-SHRT AP E-4- (5S-8-7- (ER-3-5) F
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HIESME-2-5 ) -3-FEIRY > BRIEDIAEREERKS 16 (c)
%N HE  EEEENLEY -
'"H-NMR ( 400MHz,CDCl;) & : 1.37 (3H,d,J = 6.8 Hz) ,
2.77-2.89 (2H, m) ,3.00-3.06 (2H, m) , 3.29-3.37 (1H, m) ,
3.83-3.86( 1H, m), 4.28-4.34( 1H, m), 7.17( 1H, d,J = 11.0
Hz) ,7.59 (1H,d,J = 3.4Hz) ,8.00 (d,1H,J] = 3.4Hz)
MS (ESI) m/z:387 (M+H) "
[0442] B {5 145
¢ (S) -5-&-2- (2-FHEIR-1-F) -7- (FEEE) BHE®
(a) (8) -1-=ZFTEBRE-4- (5-8-7- (FHERE) FHE
g -2-% ) -3-FF ELUR O
# L B S ( 38mg )~ L-Ji i BR( 46mg ) R & F L 8 ( 16mg)
BT DMSO (1.0mL) # » 72 100CH B H#E# 5 58 -
AIMERA 16 (a) MMER/Z (S) -I-=Z=/ T EKE-4- (7-
R-5S-RAFFREM-2-5) -3-FHEIKG (86mg) K F f7 i1 % B8
W (4lmg) B FEWE > ERMBERESRR 140C KIE 2 /,
® - MINKEBIRERE > HZBMZBENHERY - B E B
ERGEMEHE KEE  HEKREMLZERELZ  ERETHER
BE > AWBENREBNE (BRREB O ZBZE=2:3)
KREERE  ESEENLESY 50mg -
[0443]
(b) (S) -5-8-2- (2-FHEIRY-1-B) -7- (FHEBE) £H
[E2

BEREEE 145 (a) FEEZ (S) -1-ZHTAHE-4-
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(5-8-7- (FEEEEE) KM 2-2) 3 FEIRMAA (S)
AERTEBE 4 (5-F-T- (EP 33 ) FHEM )
LR EIR 0 MR LA A E G 16 (o) MK HE -
HEEEN LAY -
'H-NMR (400MHz,CDCl;) &6 :1.43 (3H,d,J = 6.8 Hz) ,
2.82-2.97(2H, m), 3.06-3.13(2H, m), 3.21( 3H, s), 3.36-3.49
(1H, m) ,3.95-4.06 (1H, m) ,4.36-4.48 ( 1H, m) , 7.47 ( 1H,
d,J] = 2.0Hz) ,7.50 (1H,d,J = 2.0Hz)
MS (ESI) m/z:330 (M+H) °
[0444] 25 16 B 146
(8) -5--4-H-2- (2-FEIEH-1-5) 7- (HiE-2-2) K3
g

BEIEH 41 (2) FIBBEZ (S) -1-ZH T EBE-4- (5-
-7 (UEDE-2-35) FHEW-2-3) 3 FEIR0E (108mg) -
N-BE BB T B (S6mg) BLRZBE (2.0mL) R = H 2
B (11mL) # » 7€ 70°C #0 A IR 7 /INES - VR N7k B X e
WE S RZMZEEMMERNE  BEARBERGE &
WETHREE - BEE 2 BBEBERNEHS (2mL) 8 F
SHRZEE (ImL) RSB | N o 7R D0 60 R S 4 4K B
WP R ERE ARG RTEORAEENEERYE o
MK G B SNES IR o FERE T EIRE R - 5 W HPLC ( 20§ -
K=1:3~3:1) BREHES > BEEEGLEY ling -
TH-NMR ( 500MHz,CDCl; ) 6 : 1.44 (3H, d, T = 7.0

Hz) ,2.87-2.95 (2H, m) , 3.10-3.13 (2H, m) , 3.42-3.48 ( 1H,
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m) ,4.06-4.09 (1H, m) ,4.47-4.49 (1H, m) , 7.28-7.31 ( 1H,
m) , 7.79-7.83 (1H, m) , 7.96 (1H, d, J = 8.0 Hz) , 8.00
(1H,s) ,8.74 (1H,d,J = 4.0 Hz)
MS (ESI) m/z: 455 (M+H) *
[0445) B fiE ] 147
(S) -5-&-6-Rt-2- (2-FFEIRF-1-F ) -7- (Hhog-2-K ) FH
[F5 0k

FEE A 146 RIERBI T 289 B DU R BB LA 3

@ CFEHETFIUREBIER ESEHEDS 146 LEMWLE RS
VIREEE L EY 104mg -
'"H-NMR (400MHz,CDCl;) § : 1.32 (3H,d,J = 6.8 Hz) ,
2.71-2.88(2H, m), 2.95-3.06( 2H, m ),3.21-3.34( 1H, m ) ,3.78
(1H, dd, J = 1.9 Hz, 13.0 Hz) , 4.20-4.32 ( 1H, m) , 7.38
(1H, ddd,J = 7.6, 4.9, 1.2 Hz) , 7.42-7.46 (1H, m) ,7.50
(1H,s) , 7.80-7.89 (1H, m) , 8.74-8.79 (1H, m)
MS (ESI) m/z: 455 (M+H) *
® [0446] /i B 148

(8) -5-8-2- (2-FREURUF-1-F) -4-FKEK-7- (MrE-2-F) ¥
- 15 Nk
(a) (S) -1-Z#R T & HxE-4- (S-H-4-B-7- (Mrg-2-F) X
S -2-K ) -3-F B IR o

R E A 146 TR (S) -5-&-4--2- (2-F H IR i
-1-F ) -7- (mErE-2-B) BKHFEM (103mg) ~ ZREE —-= 4%
THEE (42.6mg) DIRREE G (21.8mg) BAER K (2mL) L
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R 1L,4-ZWH (2mL) # > REREH 14 NE - BINAKBK

EwE FAIZBRIEBEENHERYR  KEREHGAN&E

KotE > AEKMKRMEZRE  ERBTHEHRER  EEE

B Simg FRHERBHY -

[0447]

(b) (S) -1-=#k T &EHRE-4- (5-F-4-FF-7- (Bug-2-%)

R -2-5 ) -3-F KR L

EREMRG 148 (a) FTERBZ (S) -1-Z/ T & HRHE-4-

o (5-%-4-F-7- (HEWE-2-% ) FHEME-2-5 ) -3-F B IR HF HY

ROS) -I-ZHT&EKE-4- (T-R-S-BFHEBEW-2-K) -3-

HEIKY  ERAFHRBRNRBENENR  RILEDAFEHAES

Bl 27 (a) BB & BEEEENKEY -

[0448]

(c)(S) -5-&-2- (2-FEIRE-1-F ) -4-FE-7- (MEIE-2-

B) FHEH

EAERD 148 (b) FIERBZ (S) -1-=ZH T & HKHE-4-

¢ (5-%R-4-FE-7- (HBE-2-F) FHEBW-2-8) -3-F LRk o

WA (S) -1-=Z8/T&EHKE-4- (5-F-7- (BEBR-3-K) FHE

-2 ) -3-HEIRG BRIELISMEREERS 16 (c) A

MHs EEEENLEY -

'"H-NMR ( 400MHz,CDCl;) & :1.39 (3H,d,J = 6.8 Hz) ,

2.81-2.97 (2H, m) , 3.04-3.15 (2H, m) ,3.32-3.47 (1H, m) ,

3.95-4.07 (1H, m) ,4.36-4.48 (1H, m) ,7.29 (1H, ddd,J] =

7.5,4.8,1.1 Hz) , 7.36-7.43 (1H, m) , 7.44-7.52 (2H, m) ,
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7.59-7.66 (2H, m) , 7.79-7.87 (1H, m) , 8.00 ( 1H,s) , 8.02
(1H, m) , 8.72-8.80 ( 1H, m)
MS (ESI) m/z: 405 (M+H) *
[0449) E il 149
(S) -S-8-4-BAE-2- (2-FHEIEOH-1-2 ) -7- (BLIE-2- )
5 3 Y
(2)(S) -1-ZH T EBHE-4- (5-5-4- B E-7- ( WIE-2-3 )
M2 ) 3-8 H IR0

® ARSI 148 (o) B (S) -1-Z & T &5 %4
(S-B-4-TR-T- (UhUE-2-3) %5225 ) -3- 1 3£ IE UFAY
RO(S) 1SR TEBE-4- (7-HR-5-BHH T2 ) 3.
T EEUR U B I DAL 6 PR R E A 27 (b) R S - H A
R L2 1 -
[0450])
(b)(S) -5-4-2- (2B BEUR - 13 ) -4-B P9 27~ ( Moo -2-
%) %

® RS 149 (a) FEMAZ (S) -1-Z 8 T @M -4-
(S-g-4-TRPT 27~ (HL0R-2-3) FEH ME0E-2-2 ) -3-1 515
WAL (S) 1SR T EBE4- (5-5-7- (EB-3-5) £
FEE -3 ) 3B EURUE o BB BUAM B B A 16 (o)
B LA -
'"H-NMR ( 400MHz,CDCIl;) 6 :1.00-1.11 (2H, m) , 1.47-1.60
(5H,m) ,2.23-2.38(1H, m) , 3.04-3.18 ( 1H, m) , 3.20-3.38

(2H,m) ,3.40-3.52 (1H, m) ,3.62-3.77 (1H, m) , 4.15-4.27
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(1H,m) , 4.60-4.74 (1H, m) , 7.23-7.31 (1H, m) , 7.75-7.83
(1H, m) , 7.84-7.91 (2H, m) , 8.70-8.78 ( 1H, m)
MS (ESI) m/z: 369 (M+H) *
(04511 EHEHI 150
(S) -5-%-2- (2-FHEIRME-1-F) -4- (FHRE) -7- (Hg-2-
&) X
(a) (S8) -1-=H T &EMRE-4- (7T-R-5-8-4- (FRE) £
S -2-2 ) -3-F B R 0
o REMRE 16 (a) MERZ (S) -1-ZRTEHHE-4- (7-
W-S-REHEW-2-F) 3-FHEIR (430mg) EFEK THF
(1.0mL) #% > &0 2,2,6,6-WREIRIEE R L EEE (k888
EMEH (1.0M> THF/BE B » 1.2mL) » JA-55CH#E# 2 /)
P & B 0 B k B M B B S- B E (S-methyl
methanethiosulfonate) (113 4 L) > R-20C EHB# 2 /K - &
MEMEAEZKBRIRERE  ALBZEENRNE4ERY
® REKREMNGZE EHREBETHERALR  AVBERE
o Mk (REAR TR ZBIBE=4:1) BEEZBERS
EBEEAESY 37 Ing (ESE Y -
[0452)
(b) (S) -5-%F-2- (2-FEMRBE-1-2) -4- (HFE) -7- (I
IE-2-5 ) K H g
HAERS 150 (a) FTERZ (S) -1-ZM T EHE-4-
(7T-R-5-@-4-( FRE)FHBM-2-5)-3-FHIR A (S)
L-EZRTERE-A-(T-R-5-BFHBW-2-5 ) -3-H HIR 0
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FRECLASE BB ERES 41 (a) - (b) AR HFEEBSEEY
ey -
'"H-NMR( 400MHz,CDCl3) 6 : 1.43(3H,d, ] = 6.9 Hz), 2.72
(3H,s) ,2.83-2.99 (2H, m) , 3.03-3.19 (2H, m) , 3.43 ( 1H,
m) ,4.06 (1H, dd, J] = 13.0, 2.0Hz) , 4.42-4.54 (1H, m) ,
7.26-7.28 (1H, m) ,7.80 (1H, m) ,7.92 (1H,s) , 7.96 ( 1H,
m) , 8.71-8.77 ( 1H, m)
MS (ESI) m/z: 375 (M+H) *

® [0453) EHE Bl 151
(S) -5-&-2- (2-HEIRM-1-B) -4- (FEREE) -7- (HE
-2-% ) FH B
(a) (S) -1-Z;T&ERE-4- (T-R-5-8-4- (FHEEE) ¥
FIEM-2-5 ) -3-FH IR0

REEHBG 16 (a) FRER/Z (S) -1-ZH/HTEBE-4- (7-

W-S-E AR F M -2- 5 ) 3-FHEIRLE (430mg) AR THF
(1.0mL) #1% - &0 2,2,6,6-MEREIRIEL T EE L

® EYEW (1.0M > THF/BEE B > 1.2mL) > JA-55CHEB# 2 /)
FFtk > WNID R AE AR AR B S-FREE (1134 L) fA-20C F#E# 2
INEF - BRI R M E KB RIIRERE - A28 ZEERN
HERYR  FHEKRRNGZR TRETHERER - BE
FCRBEURFHEABERXFTE (155mg) BWEMNREH (1.0mL)
#o RNERE\EH 2/NE - BRIMAKBRERE > BEHENL
ERY®R - HEKREKMEGE  EHREBETHERELE - AWE
EEEE (BB CK: CBZE=21) BEEZRE
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BRH ESEEALESY 97 4mg (FEHEBEY -
[0454)
(b) (S) -5-%&-2- (2-FFEIRU-1-F) -4- (FREEE) -7-
CMLmE-2-2 ) FH s

EHEmRD 151 (a) FERZ (S) -1I-ZH T EHE-4-
(7-8-5-F-4- (FEEE) XHBW-2-8) -3-F H iR B
(S) -1-ZRT&EBKE-4- (T-R-5S-BHEHBM-2-K) -3-F K
IR BRECDASMERHEE O 41 (a) - (b) AENWAEES

@ FENLE®-
'"H-NMR( 500MHz,CDCl;) & : 1.53(3H,t,] = 6.9Hz), 3.08
(1H,td,J = 3.8, 12.5Hz) ,3.18 (1H,d,J = 12.9 Hz) ,
3.24-3.33 (1H, m) ,3.37 (1H,J = 11.0H) ,3.49 (3H,s) ,
3.63-3.74( 1H, m), 4.25( 1H, dd,J = 2.1, 13.7 Hz), 4.64-4.74
(1H,m) ,7.36 (1H,ddd,J = 1.1,4.9,7.6 Hz) , 7.87 ( 1H,
dt, J = 1.9, 7.7 Hz) , 7.93 (1H, s) , 7.95-7.99 (1H, m) ,
8.75-8.77 ( 1H, m )
® MS (ESI) m/z: 407 (M+H) *

[0455] &l 152
(8)-6-1R-5-%-2- (2-FHEIROF-1-F ) -7- (Htrg-2-%) X
[E2 1k
(a)(S) -1-Z#T &HE-4- (6-R-5-8-7- (Mhrg-2-F) F
SR -2-5 ) -3-F B R 0

REES 41 (a) FRERZ (S) -1-Z/ T EHBE-4- (5-
®-7- (Mprg-2-2) FHEW-2-F) 3-FEIKG (53.5mg)
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PLE N-BRIRHIBEAENE (22mg) WM ZHE (1.0mL) # - 7
ERBER 3N AMABRERE AZBRZEZNLE
Btk AEKMEENEEZR  EREBETHERES #5128
HEY 65 Tmg FRHEERY -
[0456])
(b) (S) -6-J&-5-&-2- (2-FREMRM-1-F ) -7- (HbogE-2-%)
5

EAERE 152 (a) FRER/Z (S) -1-ZH T & 5 5 -4-

o (6-y]-5-%-7- (MErE-2-5 ) FHEM-2-K ) -3-5 H IR B 5Y
R (S) -1-Z T &EHE-4- (5-8-7- (B-3-8) FHEW
2-2 ) 3-BHEIRM . RN ERAEEREE 16 (c) RN
Feg o EEEENLEY -
'H-NMR (400MHz,CDCl3) 6 :1.33 (3H,d,] = 6.8 Hz) ,
2.76-2.86 (2H, m) , 3.00-3.04(2H, m),3.25-3.33(1H, m),
3.78-3.82 (1H, m) , 4.28-4.29 (1H, m) , 7.36-7.39 (1H, m) ,
7.47(1H,s),7.51(1H,d,J = 7.6Hz),7.82-7.86( 1H, m) ,
. 8.77 (1H,d,J = 4.4 Hz)

MS (ESI) m/z: 407 (M+H) °*
(0457 E MK 153
(8) -5-&-4-FA & E-2- (2-FHEIRG-1-F) -7- (MErg-2-%)
7
(a)(S) -1- =K TEKE-4- (T-R-5-8-4-REFH BB 2.
=) -3-HE IR

WEB 16 (a) FRERZ (S) -1-ZH/RTEHKE-4- (7-
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B-5-BIAEFIEM-2-F ) -3-FEIRG (430mg) E RN THF

(1.0mL) #% > B0 2,2,6,6-14 5 B R 1@ 2 & (b 8 & (b 8 58

GWE® (1.0M > THF/HZEE®R > 1.2mL) > R-55TH## 2/,

Rk > EZRAATR-20CHEER 2/0F - KiEMNELE

KBBEIRERE  RIBIEBENEERYE - HEKER

MRINEZBR > EREB THERRE  BESZBABEUREERES

AHE (155mg) WAEREN (1.0mL) # - RERERBH 2 /)

B - RIIKEIERE  HE&BENLDERYE - HEKR
@ EHuk ERBTHERER -AUYWBELEERE (RFAH

it ZBBZE=21) REGZRERE  EESEELS

1 5Tmg fERHEBEHY) -

[0458]

(b) (8) -1-=8k T & HKE-4- (7T-]R-5-F-4-F FEFH Eu

-2-5 ) -3-HE IR

EHERE 153 (a) FTERZ () -1-=Z/ T EHE-4-

(7-1R-5-F-4-LEFHBW-2-5) -3-FEIRHIMA (S) -5-
¢ B-7-FEHE -2 (2-F IR M- 1-55 ) IS - BRIt DA A

HERPA 107 (a) AN T EEREENLEGY -

[0459]

(c)(S) -5-&-4-FEHE-2- (2-FHEIRY-1-F) -7- (HE-2-

B FHEW

EREREPA 153 (b) frER (8) -1-=ZH/K T & E-4-
(7-R-5-8-4-FEERKHFEW-2-2) -3-FEIRBEM (S)
=T EBRE-A-(T-R-S-BEFEM-2-5 ) -3-FH L IR L
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FRECLAMBEFEE T HE G 41 (a) - (b) EHEM S EESEEY
EwY -
'"H-NMR ( 400MHz,CDCl;) & : 1.42 (3H, d,J = 6.9 Hz) ,
2.93-2.96 (2H, m) ,3.12-3.15 (2H, m) , 3.38-3.45 (1H, m) ,
4.02 (1H, m) ,4.31 (3H,s) ,4.45 (1H, m) , 7.21-7.25 ( 1H,
m) ,7.78 (1H, m) ,7.88 (1H,s) ,7.92 (1H, m) , 8.68-8.75
(1H, m)
MS (ESI) m/z: 359 (M+H) *
[0460) & j5 %1 154
(S) -5-@-7-H HF-2- (2-FAEIRLE-1-5 ) FrEmk

A S-%-7-HE-2-GEFHSRNA S-&-7-F&HE-2-
GMERFEE > RUEDAERETRE 2 RENHEESE
At EY -
MS (ESI) m/z: 266 (M+H) *
[0461] B Hi %l 155
(S) -5-&-4-FEHE-2- (2-FEIRG-1-FK) -7- (EE-2-%)
2 T
(a)(S) -1-ZH/TEBRE-4-(5S-F-4-FEE-7- (ER-2-5)
A -2-5 ) -3- B B UK o

ERERA 153 (b) MERLZ (S) -1-=Z=/K T &RE-4-
(7-3R-5-8-4-BEHEF I EM-2-5 )-3-F B IR U B R B 5 5l
16 (a) FTERZ (S) -1-Z T &mE-4- (T-R-5-8FHE
i-2-2 ) 3-FREIRME - BRI FERETHEH 35 (a) B
MG% ERSEENLEY -
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[0462])
(b)(S) -5-F-4-FEHE-2- (2-FFEIROE-1-2) -7- (HEK-2-
£ ) o rn
BERERA 155 (a) BB (S) -1-ZH T & 3E-4-
(S5-8-4-FEHE-T- (HEW-2-2) FHEW®2-H) -3-FHIE
BEL (S) -1-SHTEBE-4- (5-8-7- (EH-3-5) EH
EE 2B ) -3-FEEIRUE 0 B AL DIAME BB S A 16 (c) [
B H % EEEENLEY -
‘ '"H-NMR ( 400MHz,CDCl;) 6 + 1.44 (3H,d,J] = 6.7Hz) ,
2.86-2.99 (2H, m) ,3.10-3.18 (2H, m) , 3.47-3.55 (1H, m) ,
4.00-4.12 (1H, m) , 4.34 (3H, s) ,4.40-4.55 (1H, m) , 7.41
(1H,d,J = 33Hz) ,7.89 (1H,s) ,7.91 (d, 1H,J = 3.3
Hz)
MS (ESI) m/z: 365 (M+H) *
[0463] E Bl 156
(S) -5-F-4-F G H-2- (2-FHIROE-1-2) -7- ( IH-I®e-1-
) HH
ERERE 153 (b) FEEZ (S) -1-SRTEBE-4-
(7-1-5-8-4-FEEFEFIEM 2.2 ) 3-FEIRHRA (S)
-EETEBRE4- (7RS4 (SHRFE) FAHER
£) 3-FERY - BRI LSERRERE 83 (a) - (b) A
A EBEENLED -
"H-NMR (400MHz,CDCl;) § @ 1.43 (3H,d,J] = 6.2 Hz) ,

2.86-2.99 (2H, m) ,3.08-3.17 (2H, m) , 3.38-3.47 (1H, m) ,
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3.97-4.04 (1H, m) , 4.24 (3H, s) ,4.39-4.48 (1H, m) , 6.50
(t, 1H,J = 2.1 Hz) ,7.59 (1H,s) ,7.74 (d, 1H,J] = 1.4
Hz) , 8.07 (d, IH,J = 2.2 Hz)
MS (ESI) m/z: 348 (M+H) *
[0464) FE B 157
(R) -5-G-2- (2-FHIEH-1-%) 7- (WoE-2-2) 4- (=
#OERE) KIS
() (R) -1-Z@TEHEE-4- (7-8-5-F-4- (SHRFEHE)
@ FRMW-2E) 3-F IR

ERSEH 12 FEEL T-R-5-F-2-HE4- (ZATE
) FHEUIMRSEH 9 FEEL TS5 2B
W A (R) --SH T EHE-3-FHRBIR (S) -1-=
BT EHE-I-FLIR - BRI LVE R RS 16 (a)
Bk EEEENLED -
[0465]
(b) (R) -1-Z/T AHE-4- (5-F-7- (WIE-2-5) -4- (=

O veum)znmuwon) smmgy

BERERHO 157 (a) FEBZ (R) -1-ZRT G B E-4-
(7-8-5-F-4- (ZHFERE) FHBU-2-5) -3-F HIR W
RS --ZRTEBE4- (T-B-5-BFEHBR-2H) -3
TR UR O - B LS B G 41 (a) FRERY S 0 4
BEN S -
[0466] |
() (R) -5-@-2- (2-BBIRWE-1-) -7- (H0E-2-2) -4-
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(ZEFEE) FHEW

EHERS 157 (b) FTERB/Z (R) -1-=HT & HxHE-4-
(5-&-7- (MhmE-2-F) -4- (=R FEE) FHEM-2-F) -3-
HEIRGINA (S) -1-ZR T ERE-4- (5-&-7- (BB -3-F)
KA -2- 5 ) 3-F IR BRIECIAEREE EE 16 (c)
FIH S EESEENLEY -
'"H-NMR ( 400MHz,CDCl;) & : 1.43 (3H,d,J = 6.8 Hz) ,
2.86-2.95 (2H, m) ,3.09-3.14 (2H, m) , 3.40-3.48 (1H, m) ,

@ 403406 (1H,m),4.44-450 (1H, m) ,7.29-7.32 (1H, m) ,
7.81-7.85( 1H, m), 7.93( 1H,s), 7.95-7.97( 1H, m ), 8.74-8.76
(1H, m)
MS (ESI) m/z: 413 (M+H) *
[0467]1 2 fifi 1 158
(R) -5-&-2- (2-FEIRU-1-2) -7- (BEB-2-K) 4- (=
BHEE) FrHEw
(a) (R) -1-ZT &EHRE-4- (5-&-7- (BER-2-F) -4- (=
¢ R EE) FrfmEu-2-8) -3-F EIRL

FERAERPE 157 (a) ERZ (R) -1-ZHK T EHKEE-4-
(7-R-5-F8-4-(ZRFEE) FHFEme-2-5 ) -3-F B IR U HY
REWEH 16 (a) FTERBZ (S) -1-=ZRTEKE-4- (7-1R-5-
KAEH B -2-5) -3-FEIRY > BRIEDAEREERE 35
(a) ARV AE EBEENLKEY -
[0468)
(b) (R) -5-&-2- (2-FHEIRMF-1-F) -7- (BERE-2-F ) -4-
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(ZEHFE&EE) FHBER
EAERS 158 (a) FTEB/Z (R) -1-ZH/ T & HE-4-
(5-8-7- (BEW-2-F) 4- (ZHFEE) FHEW-2-F) -3-
HENRFE AR (S) -1-=Z8 T & &E-4- (5-8-7- (EY-3-F)
R VSME-2-2 ) -3-FEIRME . BRIEIAEREE A 16 (c)
AR A% EERENLEY -
'H-NMR ( 400MHz,CDCIl;) & : 1.46 (3H,d,J = 6.8 Hz) ,
2.85-3.02 (2H, m) ,3.07-3.19 (2H, m) , 3.43-3.50 ( 1H, m) ,
@ 409-412(1H,m),64.45-460(1H,m),7.51(1H,d,J = 3.3
Hz) ,7.94 (1H,s) ,7.97 (1H,d,J = 3.2 Hz)
MS (ESI) m/z: 419 (M+H) *
[0469] E KBl 159
(R)-5-%&-2- (- EIRM-1-% ) -7- CIH-IEME-1-F ) -4- (=
AREEE) FHEY
(a) (R) -1-Z# T & HFE-4- (5-8-7- (1H-MEME-1-F ) -4-
(ZHHEE) FHEW-2-K) -3-FHEIRG
® ERAEREA 157 (a) RES/SZ (R) -1-=ZHT & E-4-
(7T-R-5-F-4- (ZHFREE) FHBW-2-F ) -3-F HE IR B
OS) -I-Z|/TEHRKE-4- (7T-R-5-8-4- (ZHEFE) BH
FS-2-5 ) -3-BHEIRME - BRI EAEERE 83 (a) H
REAE EREENLED -
(b) (R) -5-8-2- (2-FERERYE-1-F ) -7- (1H-MEMe-1-3 )
- (ZAEFEE) FHEW
ERE®A 159 (a) FEEZ (R) -1-=ZR T &WE-4-
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(5-8-7- (1H-MEM-1-5) -4- (ZHFEE) FHEMW-2-5)
S3-BHEIRFEAM (S) -1-=F T &K E-4- (5-8-7- (ER-3-
H)FHBW-2-2) 3-FEIRY > BRICIAMERAEERO 16
(c) AW HE  EBEENLEY -
'"H-NMR ( 400MHz,CDCl;) 6 : 1.44 (3H,d,J = 6.8 Hz) ,
2.86-2.95 (2H, m) , 3.08-3.14 (2H, m) , 3.41-3.49 ( 1H, m) ,
4.01-4.05( 1H, m), 4.42-4.48( 1H, m), 6.54( 1H, dd,J = 1.9,
25Hz),7.71(1H,s) ,7.77(1H,d,J = 1.4Hz),8.15( 1H,
‘ d,J] = 2.6 Hz)

MS (ESI) m/z: 402 (M+H) *
[0470] E fE I 160
(S) -5-&-2- (2-FEIRM-1-2) -7- (BEB-2-F) -6- (=&
) FH W
(a) (8) -1-=Z=8T &EmE-4- (7T-1R-5-8-6- (ZHEFEE)
RS -2-5 ) -3-F B R o

HEHZ2E0 29 FERZ T-R-5-8-2-FE-6- (ZHFEH

¢ BE)OEHBEUNAKSEL IMESRZ T-R-5-8-2-BLEFEHE

M BREELIUAME B E R 16 (2) BRI AE - BEEED
(=X
[0471]
(b) (8) -1-=ZT &EARE-4- (5-8-7- (BEMW-2-F) -6- (=
AR ) FmW-2-5) 3-FE IR

ERERE 160 (a) FIERZ (S) -1-ZH/H T EHE-4-
(7-1R-5-8-6-( ZHFEE) XHEBM-2-F ) -3-F Z IR BT
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RERPE 16 (a) FTERB/Z (S) -1-ZH/K T EHFHE-4- (7-]-5-
BT -2-5) 3-HEIRV  BRIEUAFEHAEE RGN 35
(a) AR BEEEENLEY -
[0472]
(c)(8) -5-&-2- (2-FHEIRM-1-F) -7- (BEW-2-F ) -6-
(ZRFEE) BEHE®
ERERA 160 (b) FRER/Z (S) -1-=ZHK T &M E-4-
(5-8-7- (BEW-2-E) -6- (ZHEFEE) BHMEMW-2-K) -3-
@ FERFIMAR(S) -I-=RTEBE-4- (5-8-7- (EH-3-2)
B IESE-2-5 ) -3-FFEIRDE - BRUEDISME AHEE RS 16 (c)
AN HE - ESEENLEY -
'H-NMR ( 400MHz,CDCl,) & : 1.41 (3H, d,J = 6.4 Hz) ,
2.82-2.92 (2H, m) , 3.05-3.11 (2H, m) , 3.36-3.43 (1H, m) ,
3.95-3.96 (1H, m) , 4.38-4.41 (1H, m) ,7.43 (1H,s) , 7.59
(1H,d,J] = 3.2Hz) ,8.04 (1H,d,J = 3.2 Hz)
MS (EST) m/z: 419 (M+H) *
(04731 EiEHI 161
(S) -5-%-6-F G 2 -7-F -2 (2-F EIROE-1-5 ) 2 3 ME
RHSEO IORERZ S-R-6-FEE-T-FE-2-BEXR
FUSMEE (S) -1-=Z T EmE-3-FERY > HEE K 2
RIKE G % EEEENLEY -
'"H-NMR( 400MHz,CDCl;) § : 1.42(3H,d,J = 6.8 Hz), 2.37
(3H,s),2.91(1H,dt,J = 3.6,12.4Hz),3.00(1H,d,] =

12.4Hz),3.12(1H,dd,J = 4.4,12.4Hz),3.20(1H,d,J =
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12 Hz) ,3.43 (1H, dt, J = 3.6, 12.8Hz) , 3.71 (3H, s) ,
3.99-4.03 (1H, m) ,4.43-4.46 (1H, m) , 7.19 ( 1H, s)
MS (ESI) m/z:296 (M+H) *
[0474] %536 % 162
(S) -5-&-6-RE-7T-FHE-2- (2-FEIRL-1-F ) FHEM
ERA 161 FRERZ(S)-5-&-6-FEE-7-FHE-2-(2-
FREIRF-1-5 ) FHEW (216mg) WL _&F S (8mL)
# O NREBRAFMN=ZERMAM (IM Z&KEHEBEK > 2.9mL) % >
® MERBH 3 /MK - FINRBESHKKERIKERE > HZ
MIBENLERY  -EREBETHBREE  HEESEZENOLES
¥ 130mg -
'"H-NMR ( 400MHz,CD;0OD) & : 1.36 (3H,d,] = 6.8 Hz) ,
231 (3H,s) ,2.81 (1H,dd,J = 4,12.4Hz) ,2.90 (1H, d,
J = 12.4Hz),3.03(1H,dd,J = 4,13.2Hz),3.06( 1H, d,
J = 7.6Hz), 3.38-3.40( 1H, m),3.85-3.88( 1H, m ),4.26-4.30
(1H, m) , 7.03 ( 1H, s)
@ Ms (ESI) miz:282 (M+H)
[0475] % #5 6] 163
(S) -4-R-6-8-2- (2-FAEIRME-1-3 ) FHrEm
FEHBEH 3 MERSZ 4-R-6-8-2-EFEHEWE(S)
L-ZR T EKRE-FEIRY  FRHEEES 2 RENHFE
EBEENLEY -
MS (ESI) m/z:330 ( M+H) *

[0476] i %l 164
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(S) -6--4- (BEP-2-2) -2- (2-F HERU-1-3 ) F 7% ngo
(a) (S) -1-SHT GBE-4- (4-3-6-FF H W23 ) -3-
R o

EESHH 31 FEEZ 4-8-6-5-2- 5 5 5 H R
7S -2-BREE M U o R B UM RS E 6 16 ()
FH A BEEENLEY -

[0477]
(b) (S) -6-§-4- (BER-2-2 ) -2- (2-F HIEUE-1-3 )

@ =

B 164 (a) FTE@Z (S) -1-Z4 T & -4-
(4-3-6-F B -2 ) -3-FEIREMATHEH 16 (a)
BB (S) -1-SM T EBE-4- (7-8-5-EHH B -2-5)
3B BEUR O o B U0 UM B R BB BT 23 (a) - (b) REERY A
W AR Y -

'"H-NMR ( 400MHz,CDCl;) &6 : 1.41 (3H, d,J = 6.5 Hz) ,
2.85-2.93 (2H, m) ,3.08-3.13 (2H, m) ,3.36-3.43 (1H, m) ,

. 4.03-4.07 (1H, m) ,4.41-4.47 (1H,m) ,6.54 (1H,dd,] =

2.0,3.4Hz) ,7.13 (1H,d,J = 2.0Hz), 7.36 (1H,d, ] =
34Hz) ,7.49 (1H,d,J = 1.7Hz) ,7.60 (1H,d,J = 2.0
Hz)

MS (ESI) m/z : 318 (M+H) *

[0478) % 1651 165

(R) -6-&-4- (RKMg-2-25) -2- (2-FEIRME-1-F ) FHEu
(a) (R) -1-=Z8h TEHRE-4- (4-R-6-EFKFEM-2-5 ) -3-
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B IR
ERAZEH 31 ERZ 4-1R-6-8-2-F EFH EW A
2EH IMERZ T-R-5S-B-2-FIEFHFBE® - FH (R) -1-
EHRTEREI-FERFRAR (S) -I-=Z/TEBRE-I-FE
g oo BRUECDASME B E IR 16 (a) R A EEEE
&Y -
[0479]
- (b)(R) -6-F-4- (BkMg-2-F ) -2- (2-FEIRM-1-5H) FEH
) I e
ERERD 165 (a) FEBZ (R) -1-Z/ T & HE-4-
(4-BR-6-@FHIBUW-2-2) -3-FEIRHMATHES 16 (a)
FRERZ (S)-1-Z2RTEBE-4-(T-R-5-EXHBW-2-5)
3-FREIR U BRECDUANE BB IR 23 (a) - (b) EHEBA
% EEEENLEY -
'"H-NMR (400MHz,CDCl;) & : 1.41 (3H,d,J = 6.6 Hz) ,
2.85-2.93 (2H, m) , 3.08-3.13 (2H, m) , 3.36-3.43 (1H, m) ,
® 4.03-4.07( 1H, m), 4.41-4.47( 1H, m), 6.54( 1H, dd, ] = 2.0,
3.4Hz) ,7.13 (1H,d,J = 2.0Hz) ,7.36 (1H,d,J = 2.9
Hz) ,7.49 (1H,d,J = 1.7Hz) ,7.60 (1H,d,J = 2.0 Hz)
MS (ESI) m/z : 318 (M+H) *
[0480] % i ] 166
(S) -6-&-2- (2-FHEIRM-1-F ) -4- (ITH-MEME-1-F) FH
P gt

BREEH 164 (a) FREEZ (S) -1-ZHT P E-4-
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(4-R-6-QAHMBM-2-K ) 3-FHREIRHFNARERBG 16 (a)
FTERZ (S)-1-=RTE&KE-4- (T-R-5-EFHFEW-2-5)
-HEURDE . BRICEIMEAEERB 33 (a) - (b) R H
%o BEEENLKESD -

'H-NMR (400MHz,CDCl;) § © 1.46 (3H,d,J = 6.8 Hz),

2.91-3.03 (2H, m) , 3.14-3.22 (2H, m) , 3.44-3.51 (1H, m) ,

4.08-4.11(1H, m), 4.48-4.54(1H, m), 6.47( 1H,dd,] = 1.7,
2.4Hz) ,7.16 (1H,d,J = 2.0Hz) ,7.72 (1H,d,J = 1.7
. Hz) ,7.95 (1H,d,J = 1.7Hz) ,899 (1H,d,] = 2.4Hz)

MS (ESI) m/z : 318 (M+H) *
[0481] 5 35 %1 167
(S) -5-7®-2- (2-FFEIROE-1-5 ) X H o
FEHSEY 32 ERE S-R-2-MERHEUWHE (S) -1-
ERTEREI-RERYG > FHEEKES 2 AEN % #
BEENLEY -
'"H-NMR ( 400MHz,CDCl;) 6 :1.39 (3H,d,J = 6.8 Hz) ,
® 2.83-2.93(2H, m), 3.06-3.11(2H, m), 3.36( 1H, dt,J] = 3.6,
12.4 Hz) , 3.95-3.98 (1H, m) , 4.47-4.40 (1H, m) , 7.08-7.11
(2H, m) , 7.45 (1H, s)
MS (ESI) m/z:296 (M+H) *
[0482] % ff5 %] 168
(S) -5-RE-T-H&EE-2- (2-FEIRGE-1-F ) FIH B
FRHS2EH 33 FMERL 5-RE-T-FEE2-REXHE
EE (S) -1-=8TERE3-FEIRY > FHEEES 2 H
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R G®E  EREENLEY -

'"H-NMR ( 400MHz,CDCl;) & : 1.40 (3H,d,J = 6.8 Hz) ,

2.83-2.93(2H, m), 3.06-3.12(2H, m), 3.39( 1H, dt,] = 3.6,

12.4Hz) ,3.98 (3H,s) ,4.00-4.02 (1H, m) , 4.39-4.45 ( 1H,

m) ,6.88 (1H,s) , 7.28 (1H, s)

MS (ESI) m/z: 273 (M+H) *

[0483] E I 169

(S) -5-%-6,7-" & HE-2- (2-FHEIRUF-1-5 ) FH
FH2EM 34 EBSZ 5S-8-6,7-_HFEE-2-HEEH

B (S) -1-=RTEKE-3-FEIRY - FHEEE 2

R G BERENLKEDY -

'"H-NMR( 400MHz,CDCl;) § : 1.42(3H,d,J] = 6.8 Hz), 2.92

(1H,dt,J] = 4,12.8Hz),3.03(1H,d,J = 12.8Hz), 3.13

(1H,dd, T = 4.4,12.8Hz),3.22(1H,d,J =12.4Hz), 3.45

(1H, dt, J = 4, 12.8 Hz) ,3.86 (3H, s) ,3.98-4.02 ( 1H,

m) ,4.15 (3H,s) ,4.42-4.45 (1H, m) ,7.04 (1H, s)

MS (ESI) m/z: 312 (M+H) *

[0484] E GBI 170

(S) -5-&-6-FHHE-2- (2-FEIRM-1-B ) KHE®
RHEHBED 35 MERZ S-E-6-FE-2-RERHF W E

(S) -I-=Z=TEBKE-3-FEIRMY ERAEHS 2 KDY

HEk ERERENLEY -

MS (ESI) m/z: 266 (M+H) *

(04851 E Bl 171
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(S) -5-%-6-FH & H-2- (2-FAEIRUE-1-8 ) FIHFrgmk
FRHZ2EM 36 TERSZ S-8-6-FERE-2-REXHEW

B(S) -I-Z=8TEBRE-3-FERY > FHEERKEG 2 HiE

HhE EEEENLEY -

MS (ESI) m/z: 282 (M+H) *

[0486] EHEHI 172

(S) -7-H &-5- (MLrgrE-1-4 ) -2- (2-FEIRL-1-F ) BH

I e
@ (2 (S) -I-=WTHEEE4- (S-R-T-FERFEU-2-2 )
-3- B IR

ERAZEP SHERZ S-R-T-FE-2-REFH SHWEA
T-R-5-R-2-BiEFRFSW > BRIEDIANEREE RG] 16 (a)
FHBG® BEEENLEY -

[0487])
(b) (S) -7-F-5- (BEIEIE-1-2) -2- (2-F HUEOF-1-3 )
5 I

® ERAEEH 172 (a) FERZ (S) -1-ZHTEHBE-4-

(5-R-7-HEFHEW-2-5) -3-FEIRHIAE M 16(a)
FTERZ (S)-1-ZRTEHKE-4- (T-R-5-8FEHBM-2-5 )
S3-FEIRME  BREELIAMERAEE A 20 (a) - (b) EHEKKA
%o EREENLEY -

MS (ESI) m/z: 301l (M+H) *

(0488 ‘EHE%l 173

(S) -7-FE-5- (BEW-3-F) -2- (2-FEIRU-1-5) EHE
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I
ERERE 172 (a) FrERZ (S) -1-ZR T & HHE-4-
(S5-R-T-BEFHEW-2-F) 3-BEIRWERERES 16(a)
FRERZ (S)-1-=Z=fRTEKE-4-(T-R]-5-8ERHEW-2-1 )
S3-EHEIRDE . BRIDIANEREE A 16 (b) - (c) AEMW A
% EBEENLEY -
MS (ESI) m/z: 314 (M+H) *
(04891 F fE Bl 174
@ (R)S5-8-7-ZH-2- (2-FHEIRDE-1-5) FHEW
FEHZER 7 MESRSZ S-R-7-2F-2-TE K H gk g
(R) -1-ZRTEBEI-FEIRY - FREFH 2 AEN
HEk o BEEENLED -
lH-NMR( 400MHz,CDCl;) 6 : 1.30(3H,t,J] = 7.7Hz),1.57
(3H,d,J = 7.1Hz),2.77(2H,q,J = 7.7Hz),3.02-3.11
(1H,m) ,3.20-3.30 (2H, m) , 3.39-3.47 (1H, m) , 3.62-3.71
(1H, m) ,4.15-4.22 (1H, m) , 4.62-4.70 ( 1H, m) ,6.89 ( 1H,
. d,J = 2.0Hz) ,7.19 (1H,d,J = 2.0 Hz)
MS (ESI) m/z: 280 (M+H) *
[0490) E M B 175
5-%-2- (WROF-1-B) -7- (BEMW-2-H) 4- (ZHEFHE) F
5 e
(a) I-ZfFTEBE-4- (T-R-5-8-4- (ZEFEE) BH
Mo -2 - ) R O
FEHRZ2FE0 12FRERZ T-R-5-8-2-FE-4- (ZFF &
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EOFRHERINA2ER IMES L 7T-R-5-8F-2-EEXHE

o ER O I-Z=RTEREMRUBIRA (S) -1-ZH/HT EKE-3-

REIRDE > BREECIAAMVEREF A 16 (a) AR AL EE

HEENLEY -

[0491)

(b) 1-Z8R T & MAE-4- (S-&-7- (BEB-2-E) 4- (Z&/HF

&) FHBM®-2-F) IR

EHERA 175 (a) ERZ (1-ZRTEHBE-4- (7-

@ ZS5E-A4(ZFFEE) FHABMW-2-K) KU E 5K HI

16 (a) R (S) -1-=Z=fh TEEE-4- (T-R-5-8FH S

-2-K ) -3-FEIRLE - BRELDAMEREERS 35 (a) A

A% BEEEENLEY -

[0492)

(c¢) S-&-2- (URMf-1-) -7- (BEM-2-B) 4- (ZHFEE)

2 Jf g e

EARERA 175 (b) MER/Z (1-=ZHT @ HE-4- (5-

® ®-7- (EW-2-B) 4- (ZEHFEE) FHEm-2-F) Ik

A (8) -1-Z# T &EmE-4- (5-8-7- (BEBy-3-F) KHME

M-2-2 ) -3-FEIRME > BREEUAAAVEREERS 16 (c) EH

A% EEEENLEY -

'H-NMR ( 400MHz,CDCl3) & : 2.99-3.08 (4H, m) , 3.76-3.85

(4H, m) , 7.51 (1H,d,J = 3.3 Hz) , 7.94 (1H, s) , 7.97

(1H,d,] = 3.2 Hz)

MS (ESI) m/z: 405 (M+H) *
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(04931 HEHI 176
(R) -5-%-2- (3-FEIRM-1-5) -7- (HEW-2-3) -4- (=
B
(a) (R) -I-SHTEBE-4- (7-]0-5-F-4- (ZHFEE)
IS 22 ) -2- 5 3 OR

WRSEH 12 FERL T-R-5-0-2-HE-4- (ZHFE
) EHEUIASEH 0FEEL T8-S5 -2 R EE
% A (R) -1-ZHRTEBE-2-FERBIRA (S) -1-=

@ FTEBESFERY  RULAGERAEEEL 16 (a) F

BEhE BEEEGLEY -
[0494]
(b) (R) -1-Z@TEBE-4- (5-F-7- (EW2-3) -4 (=
BERE) FAEW-2) 2 KR

BRI ESEN 176 (a) BB L (R) -1-Z& T &P HE-4-
(7-3-5-F-4- (SHFEHE) HFHIEW 25 ) 25 IR Y
REFEH 16 (a) FEBZ (S) -1-ZHTRBE-4- (7-8]-5-

@  cxrmwom) S EEE B EEEEEA 3

(a) FAHEH % BEBEGLEY -
[0495])
(¢) (R) -5-%-2- (3-BEIRGE-1-2) -7- (WEOE-2-3) -4-
(ZHRFEL) FHmu

BRG] 176 (b) FIEEZ (R) -1-Z T &8 H-4-
(5--7- (ERE-2-2) 4- (SR FHRE) FEHEW2.2) -2-
BRI (S) -1-SHET EBE-4- (S-R-7- (EBH-3-2)
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R EEM 2B ) S3-F AR BRI EHEERES 16 (c)
R G BEEEENLKEY -
'H-NMR (400MHz,CDCl3) 6 :1.19 (3H,d,J = 6.1 Hz) ,
2.83-2.92 ( 1H, m) , 2.92-3.05 (2H, m) ,3.12-3.20 ( 1H, m) ,
3.26( 1H,dt,J = 3.3,12.3 Hz), 4.18-4.32(2H, m), 7.51( 1H,
d,J = 3.3Hz),7.94 (1H,s) ,7.97 (1H,d,J = 3.2 Hz)
MS (ESI) m/z: 419 (M+H) °
[0496] EEHEHY 177
@ (35 -5-&-2-(3-HEIRW-1-F) -7- (EW-2-K) -4- (=4

RE ) FHmu
(a) (S8) -I-=Z=8T &HmE-4- (7T-R-5-8-4- (=ZHHF
-2 ) -2-F 5L R 0

EHA2E6 12FESZ 7T-R-5-8-2-5iFE-4- (ZHFE
H)FABRINRSEG IOMERSZ 7T-R1-5-8-2-GEEHE
o EH(S) -I-ZRTEKRE-2-FEIRHFEA (S) -1- =&
TEBREI-FEIRY - REMNEHEBERES 16 (a) FF

® WAk ESEENLEY -

[0497]
(b)) (S) -1-=Zfk T &EHE-4- (5-8-7- (BEW-2-H) -4- (=
AP EE) FHEW-2-5) -2-F £ IR0

ERERE 177 (a) FER/LZ (S) -1-=Z/TEHRKE-4-
(7-R-5-F-4- (ZHFFEE) FHBW-2-5 ) -2-F E IR
REMH 16 (a) FTER/Z (S) -1-ZH/T EHBE-4- (7-18-5-
BRI M -2-F ) -FRIRDE - RIS EAEE G 35

%)

il
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(a) A HTE - BEEHEENLED -
[0498)
(e) (8) -5-8&-2- (3-FEIRM-1-F) -7- (HEME-2-F) -4-
(ZHRFEE) FHEW

EAERE 177 (b) FIERZ (S) -1-ZRT EHE-4-
(5-%&-7-(EM-2-B) 4- (=ZHFFEE) FHEBW-2-K) -2-
REIRBGEINAR (S) -1-=ZF T ERE-4- (5-8-7- (EBR-3-F)
RFF RS-0 ) 3-BREIRME - BRI E R EERES 16 (c)

@ HFENGTE EEEENLEY -
'"H-NMR ( 400MHz,CDCl;) & : 1.19 (3H,d,J = 6.1 Hz) ,
2.83-2.92 (1H, m) , 2.92-3.06 (2H, m) ,3.12-3.19 (1H, m) ,
3.26( 1H,dt,J] = 3.3,12.3Hz), 4.18-4.33(2H, m), 7.51( 1H,
d,J = 3.3Hz),7.94 (1H,s) ,7.98 (1H,d,] = 3.2 Hz)
MS (ESI) m/z: 419 (M+H) *
[0499] E a5l 178
(R) -5-&-2- (2-FEIRME-1-F ) -7- (MEog-2-%) -4- (=
¢ AR ) FHEM

(a) (R) -1-Z=8 T &BKE-4- (T-R-5-8-4- (ZEHFE) F
FSE-2-5 ) -3-F B RO

EHZ2%Z0 I0FESZ 7-R-5-B-2-RE-4(ZEFE)
BRI 7T-R-S-B-2-MERHER > FH (R) -1-=#
TEBRE-I-FERGENACS)-1-ZHT S HE-3-F E K 0
FRECUIAME R B E A 16 (a) ARG BEEEENLKSE
Y o
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[0500]
(b)(R) -1-Z#RK T &ME-4- (5-&-7- (ME-2-%) -4- (=
BmEPE) FAEM-2-8) -3-F E R0}

EHAERKG 178 (a) FTEHRZ (R) -1-ZH/HTEHKE-4-
(7-R-5-8-4-(ZRFFHE) FHEw-2-5 ) -3-F H IR AL
(S) -1-ZRTEKE-4- (T-R-5-FFEHEW-2-2) 3-F K
IR BREDISNE R EE RS 41 (a) AN A EEEE
e -

@  [o0s501)
(c)(S) -5-&-2- (2-FHERB-1-F) -7- (Mtog-2-&) -4-
(ZHFPE) FHEM

ERAERES 178 (b) FEBSZ (R) -1-ZH T EHE-4-
(5-8-7- (IHEIE-2-F) -4- (ZHFE) FHBEW-2-F) -3-
FEIR I (S) -1-ZMR T EBHE-4- (5-8-7- (HER-3-F)
A -2-H ) 3-FEIRME - BREULANEREEREEF 16 (c)
R G%  BREENLEY -

® 'H-NMR ( 400MHz,CDCl;) & : 1.44 (3H,d,J = 6.8 Hz) ,
2.86-2.95 (2H, m) , 3.09-3.15 (2H, m) ,3.42-3.50 (1H, m) ,
4.06-4.10 (1H, m) , 4.46-4.51 (1H, m) ,7.32-7.36 (1H, m) ,
7.83-7.87( 1H, m), 7.94( 1H, s ), 7.99-8.01( 1H, m), 8.76-8.78
(1H, m)

MS (ESI) m/z: 397 (M+H) *
[0502] ZHEH 179
(R) -5-%&-2- (2-FREURMF-1-5) -7- (EW-2-F) -4- (=
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) R Em
(a) (R) -1-ZRTEHZE-4- (5-8-7- (BEW-2-FL) -4- (=
BAEE) FIFEM-2-5) -3-F EIRb
RERE 178 (a) FRERZ (R) -1-ZHR T EHE-4-(7-
BR-5-8-4-(ZFPE)FEHBW-2-E)-3-FHIRY(100mg >
0.2mmol )~ 2-BEMKRE R {h 8% (0.8mL > 2.0 & & > 0.5M THF &
wmo~(L1 -8 (ZRER) XK@ &4 —&8 8 KEmnN
Y (lémg > 0.1 E &) EHEMNEXE (1.4mL) # - 7£ 85CHY
@ HATER2SIK -HMZEBZEIRERE BHEMLEK
EBRREMNRE KGR  KEREARKKEBNGZERER > &
BB THEHRER  AVBEREEBNE (BER 2k 28
ZEE=T7:3) BREBEHH EEEENEY 85mg -
MS (ESI) m/z: 503 (M+H) * |
[0503]
(b) (R) -5-%&-2- (2-FAEIRME-1-B) -7- (HEM-2-H ) -4-
(Z&EHFE) FrEnw
o EAERS 179 (2) FER/Z (R) -1-ZH T & #HH-4-
(5-&-7- (EM-2-5) 4- (ZFFE) BHEW-2-5) -3.
HFEEIR BN (S) -1-Z8 T & E-4- (5-8-7- (EB-3-5)
RIS ME-2-5 ) 3-FEIRYE BRI EREZHA 16 ()
Ak LTE EEEENLEY -
'H-NMR ( 400MHz,CDCl;) & : 1.47 (3H,d, ] = 6.8 Hz) ,
2.88-2.97 (2H, m) , 3.10-3.16 (2H, m) , 3.45-3.52 (1H, m) ,

4.13-4.16 (1H, m) ,4.51-4.57(1H, m), 7.56 (1H,d, ] = 3.3
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Hz) ,7.95 (1H,s) , 8.01 (1H,d,J = 3.2 Hz)

MS (ESI) m/z: 403 (M+H) *

[0504] & fE ] 180

(R)-5-8&-2- (2-FREIRBE-1-5 ) -7- ( ITH-IE M -1-5 ) -4- ( =

&) EHF s

(a) (R) -1-=8f T &HKE-4- (5-8-7- (1H-BEM-1-5 ) -4-

(ZEFE) FHSW-2-F) -3-F LRy

EERARERA 178 (a) FiERB/Z (R) -1-ZH/ T & HRE-4-

@ (7RS4 (ZFHFE) FHBW-2-H) -3-F EIR IR

(S) -1-Z8TABE-4- (TR-5S-|EFHH-2-2) 3-FHE

U OF o (R ML 1,2,3-= 0% - BRUECDISME S B E HE B 45

(a) ABZHNGE  EESEENLKEY -

[0505]

(b) (R) -5-%-2- (2-FEUROF-1-5) -7- (IH-IE M -1-5)

-4- (ZEFHE) FHEM

BEAERB 180 (a) FIEB/Z (R) -1-ZH T & HE-4-

¢ (5-&-7- (IH-IEME-1-) 4- (ZHFE) FHEW-2-8)

3-FREIRFEA (S) -1-Z/T EME-4- (5-8-7- (HEL-3-

2 FHER-2-F) 3-FEIRD - RIELIAEREEHEG 16

(c) ABKWNAE  BEEENLEY -

'H-NMR ( 400MHz,CDCl;) & : 1.45 (3H,d,J = 6.9 Hz) ,

2.86-2.96 (2H, m) ,3.08-3.15 (2H, m) , 3.43-3.51 ( 1H, m) ,

4.05-4.09C 1H, m ), 4.44-4.50( 1H, m), 6.56( 1H, dd, ] = 1.8,

24Hz),7.78(C1H,s),7.79(1H,d,J = 1.5Hz), 8.22( 1H,
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d,J] = 2.2Hz)
MS (ESI) m/z: 386 (M+H) *
[0506] LIF £ 1 -R2B2ZBHLEY  £3~FK 11 B
BEpIEy
[0507)
[& 1]
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S5 226
cl 73— Ct N
D—8H N sH
1 (o] 1 FiC O>—
Br
OCF4
a
N\}—SH cl N
2 o 12 S—sH
S o
~ 8r
C N\)_ . F
SH N
3 0 13 0‘>—SH
o r
cl
F. N N
N
Y—-sH V—~SH
4 \qo}- 14 Fﬁo
Br
5 Cl N
d N S—sH
\
@ 5 \;}[O%SH y g
Ct N>‘ .
l ] H—sH N
A
6 °© 16 >—SH
ls) 9]
Y Br
Cl N NG
N
>—SH 3
7 17 \Q:())_ SH
Br
c N\>_S N
H S—sH
. ) i QO% _
CN Br
. cl N>- F. N\>~ CFs N
BH—SH SH 3
8 \Q[o 19 | Bcho 0>—SH
Br Br Br
CFy F
cl N cl N
10 —-sH 20 )@ Y—sH
(¢) F o
Br Br
[0508])

[% 2]
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SEH 2EH
F cl
N
F N D—SH
21 \>—SH 29 Fscoj@:o}
F © Br
Br
cl
F3C N N\
Q SH
22 \©:0>' SH 30 \Oj@i
Br
a 1 Br
23 N\>~so-| T N
o >—SH
cl o
Br
CHs
ct Br N
24 N‘)-SH 32 \@ J—sH
o o]
Br
- OCF, NC N
N H—8H
25 s 33 \Q:‘)}—
0
0
Br ~
c
Cl N N
\
o X
34 ~
26 e g o g
Br SN
Cl N ) cl
XL o
27 35 H--SH
HaCO o o
Br
CN
&) N o} N
N
28 jQE s \<j[o\>—s'* 36 R mo\}—m
Br O
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[0509]
[£& 3]
| R - i)
d N c N
S—N  NH N
1 o>_ el 1 \qo\% }_/NH
) \
Cl N
c N /™ n
SN NH N NH
2 KP* - 2 <E[°* —
< -
ci N
¢ N 3
p NH N N
o) \—\
‘ a N /"\ ¢ N\>—NmNH
SN NH
4 \Q[C’)" \_/ 14 o s\__/
) \
cl N
F. N ant ‘>_NF'\NH
N
5 \Qi OFN}JNH 15 d
) OH
ci N
Br. N N NH
N /
6 \q JNN 6 ¢
§ 7
Cl N >
BN NH ~‘)-—NC~H
7 ! 17 ° ¢
<
Y )
@ T
¢ N 4 A
N
8 C;>_ N\__/NH i8 &
§ s
c N C 9}_ 7\
BN NH O N\_,NH
9 \S?[o Dt 19
o~ e
ct N
a N S
10 g\ 20 QN s o
hoof )
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[0510]
[ 4]
B_Ud KR ~
N
) =N NH
O\Q;?—N}"/NH 1 » }__/
21 [:j § 3 B
N W
]
\Q::\)—N,_\NH < o\}—NuNH
~ 2
22 C) £
C! N —
“ R BN NH
N NH \
¢ ¢ 33
23 E N
< N
cl N
. a N N N
: 3 NH \_/
24 L 34 é
HN ) Q"N
v -
o N
cl N — AW
N % b
25 J DO
~oN- ) s
“ N N[-‘\NH
a NG M
N NH % mu
26 \.J (N
$ 3
/N\ NJ
o] N -
@ N \)—-NmNH
SN NH v
27 o 37 §
v N
. st
cl —
“ N>— [ w N N NH
N s
28 ; ¢ 38
) s P
\@; ‘
a N
C' NN y 09—N\_/NH
N
29 o a9 oA
O\/ N o
(%] N o4} N\ ,—\
{ Y H
N NH OZO} :\_/
30 (o] }J 40 N'N y
O~ v_z
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B tial] RiEH
a N
@ N Fam
H B NH
g Nyh. h :L/
41 § 51 R
N
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Q N
3 Nf—\NH
42 § 52
d I
AN
c N M
H
}—N}_/N .
£
43 7
|
N
° S
PN NH
44 ¥ 54
! N
< N SN NH
SN MM °>- s
}—, 55 &
45 & & N
A\ j:/
g ho
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Cl N — N\ 4
H—-N  NH
pu—y e
46 K 56 3
N N7
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Yy NG
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47 57
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' ¢l N a N F
gz el (O
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o 5
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o N M
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~N"SN
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(% 6]

REH RniEH
@ N a N
e SN NH
61 . ¢ n °
N N
‘ re
Ct N F A N ™\
NH Y-N  NH
o ® O
62 &n ¢ 72 N &
o
=/
» g
a N ¢l N
Z (Y {
N
\%\IOH_\___/NH o\>"‘}.../
63 Ay 3 A
S.__[ T
i
o] N
Cl N I\
(e W
64 é 74 §
e "
Ct
@ N a N
et L3O
65 L % o ¢
wl O
0
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N NH 3 N
c>— v o>_ \—/ H
66 e B 76 s
N 7 N
S J HO' % W
“ N M a N
] N
\O:Q“"}_)“ \@J—N NH
67 f N 77 oxr-N &
F SJ
Ci N « N
SN NH ?—-N}JM-I
68 & 78 S &
P N N
™ ! ON
i} N ~\ Cl N\ —
?—N NH NH
p— o
68 $ 79 &
@ A7 N
s—« 9
c N
Cl N o]
[ ] N N N,
d > H N NH
0 ) $ 80 ° t\J e
1S 7
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[ R0 . 7]
N F
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81 @ ) 91 R
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"J
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a N 3
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82 f 92 é
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a .
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83 93 F e
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REEH R
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[0515]
| Kb Uil
F
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21 F \ 131 §
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s N i
F
R N o N
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122 F o > 132 Jd Nt
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SN NH }‘N/——\NH
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\' NI
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\exeef
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a N >N
BN NH N N0
130 d 140 é
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Y >—N H
149 e N 159 )—j
‘ N
N s
' "
s~ ci N
Yol N SN NH
150 P 160 F4CO °
N N“"s

249




1670267
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[F 11]
R b 4303
Ci N i N FanY
SN NH :@ YN N
161 N o \__/ 171 \o o \_/
¢ Ny Cr\u
SN N N
162 HU:QZO \___/ 172 o}—N}_JNH
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# @ NG
P, NH
165 N\ 175 o>_ "/
(?—N NH
N”"s
c' Pt o
OCF,
O)—N NH
166 N\ 178 /
N NH Y
cl ~ N s
$ \=/
CFy
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167 g c;>_ A 17 QH —
S‘ d
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[0518] :XE&#1 | PDE4 %I E
PDE4 #1115 1% 4R 68 F A8 VI B9 #8 43 A £04iF ( Scintillation
Proximity Assay (SPA))» I T AR ZKHEE - B EB@ER
“_HEmBmELEY > H&%F S0mM Tris-HCI ~ pH7.5 -
8.3mM MgCl, 1.7mM EDTA- 0.3mg/mL 4 MEHZEH (BSA)
WRERREERER 10 LHLEEBLEM 0L F
96 LM HEHIE - HEF > BRSO LMERNRERREBERR
¥ 750 {52 PDE4A & - RN 40 LERARERBREHEBERR
@ E 1000 B (2,8°H) -|RE-3 5 -BPEBRZZEHS ((
2,8-7’H )  -Adenosine-3 ' ,5 '  -cyclic phosphate
triethylammonium salt) REBRBET 120 58 - 2% > &M
504L BJ& % 200mM ZnSO, Z RNA binding YSi-SPA Beads
REPBCNRERFE 15 08 FEERELERYRH R Beads
£ 2% - LL96 FL 52 A ¥k B8 P ¢ 51 B 28 (scintillation counter)
HERHEE KA MEBRRLT AR IEREEHBZR
BERZOME KA MIMEE RS EERIINZ P oE KA
® MEAHREFREGME  EFHUTZHEAFTELEHEERNZ
BUEYZEREG ISR -
MEIER (%) = {1- (FNEHBECEME-ZaMEM) / (&
HIMEE-ZHEME)) x100
[0519] R\ EMZ Hk - B 1eM ZZBALAYWH PDE4
HHR > HUZHERERNE 12~FK 14 -
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[0520])
[3& 12]
zaan | 0 IR sen| O *ﬂ?ﬂ‘i@ zicanm| ﬁ?ﬂﬁ‘*
BB 1 87 BHepl 21 59 HHEH 41 93
HhEsl 2 23 B 22 40 HhtB] 42 66
HHERI 3 50 B %] 23 95 HhEh 43 61
HHEB 4 18 HhEp] 24 27 B HEd) 44 64
EHERI S 25 HhEsl 25 53 HiEpl 45 87
@ HHEHI 6 36 B HE1 26 61 e 46 29
Bl 7 59 HhEs 27 85 Bl 47 35
Tk 8 79 HhEp1 28 81 EhEp 48 53
HHEp1 9 50 HHER 29 63 HHeH 49 17
EHEH] 10 36 ETHE] 30 61 BEHEM] 50 62
BiEp 11 26 B 31 51 Bt 51 12
BEhEf 12 <10 E % 32 62 BB 52 57
. BHEp) 13 <10 B 33 93 B s 53 50
Hipl 14 37 EiEH] 34 89 HHEB 54 92
HHiEH) 15 21 Ehkl 35 96 HHEHI 55 80
EiEhl 16 75 HiEhl 36 39 HHEB] 56 87
BhEs 17 84 EhEB1 37 98 BBl 57 54
Tkl 18 76 Hiep 38 68 HiEhl 58 77
BBl 19 76 Bkl 39 42 BHs 59 71
HEhl 20 71 Bl 40 68 HHEH 60 63
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[0521]
[ 13]
zaien| *ﬂfﬂf;ﬁ)ﬁ ey T e | ERE iy ﬂfﬂ’iﬁ
Ehtf) 61 81 BiEh 81 68 HiEs] 101 27
HEp) 62 65 HEp) 82 94 HhEs1 102 85
HhEs 63 87 HHEh! 83 92 k) 103 96
Hhth] 64 73 HHEh 84 95 HHE5 104 88
B i) 65 83 BN 85 26 IS 105 61
Bl 66 57 HHEB] 86 91 Hiesl 106 42
e 67 70 HHEf] 87 96 EHEE1 107 66
HiEp! 68 38 Ehtp) 88 95 HEp] 108 66
HHEP 69 65 HitBl 89 88 Hsl 109 61
HH61 70 38 HhEp] 90 96 Hiepl 110 57
BiEs 71 30 BB 91 89 B 111 83
sl 72 28 HHEp1 92 71 Hhiepl 112 94
HhEs) 73 93 HhEh1 93 95 HiEsl 113 71
Hhaf) 74 83 HhEB] 94 62 BB 114 77
H B 75 45 Eiehl 95 71 BB 115 91
HiEsl 76 73 EEp1 96 <10 HHE% 116 80
gihEfl 77 30 EiEs) 97 10 Hiwdl 117 88
Btk 78 58 Hiehl 98 <i0 BHepl 118 99
B8 79 53 BHEs1 99 <10 EhEsl 119 91
HiEH 80 42 Tl 100 16 RiEH) 120 41
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[0522]
[ 14]

Zwian| T T | 2aan | T8 IR | gy | PR IR
TEHER] 121 62 EHf 141 77 B 161 19
EHEB! 122 79 i 142 86 HiEB1 162 35
TEHERE) 123 95 BEHE] 143 94 T HEB] 163 52
T 124 46 HHEH] 144 41 B 164 75
Eiedl 125 91 E B 145 80 Ehti% 165 31
EHaR] 126 95 BB 146 95 BHEb 166 71
EhEp) 127 90 Bkl 147 53 HhEk 167 16
BN 128 79 P 148 94 EEHE] 168 13
EEHEM] 129 97 Bt 149 91 EEHE] 169 22
EHE) 130 83 HHEFI 150 91 B 170 15
Ehefl 131 90 Bhefl 151 76 HheF 171 14
EhEf 132 94 Hhepl 152 68 HiEp 172 <10
EHEF] 133 92 5] 153 93 Bkl 173 35
el 134 88 il 154 39 HHif 174 21
BEHER] 135 99 BHEHI 155 96 BHEH 175 96
EHE] 136 90 i) 156 91 B 176 91
e 137 33 HHefl 157 41 BRI 177 93
EHER] 138 86 EHEH 158 88 ) 178 33
E %0 139 39 1 159 57 BB 179 79
EHe) 140 35 Fhtf] 160 86 Bk 180 43
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