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whereinRl RZ R3 R* X1 X2 X3 andX* and as defined herein are Hepatitis C virus NS5b polymerase
inhibitors. Also disclosed are compositions and methods for treating an HCV infection and inhibiting HCV

replication.
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RO HABAEALEBBA2H3ILE A K AR M NN Zein, Clin. ~
Microbiol. Rev., 2000 13 : 223-235) o
FHEBEOE LS " BROBEBESCESEZO ) A&

Beam#EaElRE -HOVTE 2R G54k S - — 4
HNS2-NSIE K 4h 46 Z SF KB M2 B % 85 - 8 — & »NS3
@ﬁ¢%%z%%&§éﬁ°k%%é%%%%gﬁﬁé
HREAEBRITERARARBKRAEE - FEHBERLZTOESZH ®
A FIINSSB)S A RNAKR B HRNAR 485 - H ek X
B ENSIAENSIB R NSSA(FE & MM Ea TS5 &k R &
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&k -3-5K -K K )-F &K A 8 Ak (1-30)

NO, NH,
+%3 R $ 855 Br
—_— — - 1-30
OMe OMe oM
R CH,CF, CH,CF,
S 92a: R = CHO 94a: R’ =H

92b: R = CH(OH)CF, 94b: R' = Br
522 [ g =CH(OTs)CF, ¥ %4

TRl - NEARHEBAEEZ 2208 E KRBER T EHR
92a (993 %)% & KDME (100 &£ #) » 454 » #5598 &
BUE R o MWL R P A8 # s Ao CF; SiMe; (9.0 & # ) #1 CsF (792
BA)EABEA N EIR0 N KA TR T A A
4% A m20MHCLER(00EF) » BB MM R LA HA
B THHLINF o HFmEOACRIOE H) » it H sz ta - &
A #% 48 LA 48 Fo NaHCO; 7K & & (150 = #) #1 8 & (150 £ #+) % ®
M > BMLAK#HIFEMESO,) > B > REBRE TR - £ E 4
# & B X B # 4 16 (385 %, Supelco VersaPak' M SiO, % ;r;) » 2 DCM

W Hh B % (02 100%DCM) » B & S F A A B8 - 4 57
HHREMBENRDCMAWVZEA)F - ERA TR QOEFA) - £
VR XAFZITERBRARAY23 58 - BAH R LA

B AT AR BN HEE T &K% @45 13.10 % 92b -
BB & E R -

rm
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T HE2-NEAEHEEL BALAEREFTRRAATEF 21
Bl EfA T ZAHENDA3O0I L) E/FERRKAT - Fiw s
KXTHF GO0 ZE ) B R A HEH  HEBFERAFTEER -
BEEBT NLERFHAWNaHQ2 %> A% b F260%E &
Do BR) HERAEMERWYEE £ T2 THIEDISI0H
W E BT Aw R4t #-F K 5 85 (11.86 %, ) &2 & sk THF (100

s

EH)ZBER > EAES0C THHEIOY4 - E R KRAL - B
A 0.5M NaHCO; & & & (1 # ) F - 2 EtOAc (500 & #F ) # 2 R J&
A A M B B KGO0 E )k A B K
BMgSOy) > B RAEAEZ TR 1248 & A WDCM ¥+
R # (385 3%, Supelco VersaPak'MSiO, % 4 ) » A DCM/ & ¥ # &
#&(OZ100%2DCM) » B & 104 E 4 8 H A58 - X% & # A5 1%
BIEHLER > MmIF20365492c B & B @ -
TRE3- A B A AR T K B 92c(2035%) 0 it E N
# EtOH (200 £ #) ¢ -+ H #% B 2 2 50 £ # EtOH & # £ 4
P oRBERUNABKASrE  BIHFEARBHE IR - N
B R P A A 10% PA/C (4.023) - AR R o B EIE R
LMBARER ENSSpiz B TF » £50C F &1 15/ 8% - 4%
e e B e RS2 BEE BB > A % EOH (100
ER)VAB - HRRP LG AR B FREE - FEAER B 0
B A G 6B E R Y %N 1.0MNaOH k& 2 #& (500 & 4 ) $2
EbOQBOOZE A )X M 2k K- 4% %M £ X E,O0Bx300
Fr)FE K4 BB F K ERUE KM@ E ) kR

%
B K $ #% (MgSO,) > @ik » RAE A% ¥4 o ﬁy&%%%%
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B X B # # 1t (385 % Supelco VersaPak' MSiO, % 4r ) » 4 DCM &
B> 15904 %942 B Kk & & B 5

THEA-NEFARFEERA X204 B RRKE T HEA
9a 8164 ) » THRIF RAR - REIBM P HmE K& M
B0 ZE AR HOAC3 E ) BE AR UK B AL E NN
510C - £ A 2 H X Z A A WBr,(7.03 )& — A B @S £
)P 2BR BEIOSE - R FERBBE R - £ ZER
BAEER > OLBHEFLINEF - KK E A LOM NaOH (500 £ #)
T o B ADCM (3x300% #) X BR - 45 4 #f 2 2 & 2L B K (450
B M MK IEMESO,) > BIE C RE A EFIRE
4% 1142 %, 94b > B X 45 & B & -

SRS - NEABEHFEHEGRE A0 DA P E HE 28
A AEBQILE) L HWHOAc Q5 F FH) » 12 & £ K/ K
B P A BB BAMNMBL BB LG g A LE(HI0OEH)-

AmBELERAGE > ABBERB-RAEEEL - H

BRI N94b (5.67 L)L HOAC Q5 E )z & B Ex ik P » it
AR ZREYHI0C FTRF2NEG - BB RS 0 U
H,O 250 2 #+)# #F > H L EtOAc 3 x 100 & # ) % B - 44 A 4
Z 3 % A 2.0M NaOH 7k & #%& (200 & # ) #2 B & (150 & # ) 48 4
otk BAKIEFEMS0,) > BE  RAAEPR%E - A
4 # B ¥ 4 1t (385 % Supelco VersaPakTM8102 % ) » A DCM &
B o 152695196 0 B KA E B B -

A3 EBER ZA4FHREBABKAXARARA LA 23 4R
BEAIOSESTAMEZRLFEIT M HFN(4[8-12 %57 &4
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6222 A -T A )k 3- KKK -7 % Es w97 - 97
A8 BER X AW A-Fxg-1- A 23 GRETHISH
FI1E3Fymillz 8 AF £47 > ®FI30 -

N-{4-[5-F & % -8-(6-F % -2-80 & -1,2-— &, -wib o% -3-% )-6-(2,2,2-
= A -T A )k ok -3-4 A }-F ktoaR 8RR &% B B (1-53) 14 4
AREFIOSERST Mz B8A > LRIl Pl mi-¥
A m AR BMEEATAIOS B3R F A7l 2 Suzuki 48
I T RACERZIER  BISH K HAEFHEIP > 2F
AKX R REIX B E MR 2-T AA6F A oo -3-4 =
2 K0 b B oo

N-{4-[5-F & % -8-(6-F & £ -2-88 £ -12-— & -t o -3-% )-6-
(222-Z 8 -T A )b ok 3- K R K )-F kw86 Bk (-54) 14 4 #B
T RKE > BAESTEHIT  2-F AL g 3K —m AWMk
BHINSER MFALCHERAEHREEA PSR MHBrE -

N-{4-[8-(2,4- — 8] ¥ -3,4-— & -2H-% =& -1- % )-5-F & £ -6-(2,2,2-
ZR-TE)E 3R R A T % s 8 Ak (1-56) 12 LB L F R
Bk BT AESM B R 2248 K 34— & 2H-% 5 -1-£ 1%
BBEEHF2DBSHR1IE3 Tl 25 &IT -

T 21
N-{4-[6-[1,1-= (F % -d3)T % -2,2,2-d;]-5-F & £ -8-(6-F & % -2-#

A-12-= 8 ob o -3-A )k ok 3-8 1R K )-F % s 8 g 0-32)
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NO, NH,

Br P82 Br 5  Br

—_— —_— — 132
s
OR OR OMe
C(CD,), C(CDy), C(CDy),

98a: R=H 533 100a: R = C(=0) OEt 102

98b: R = C(=0)OEt E 100b: R=H
] TR 4 100c: R = Me

T B1- HCD;ODQRSEF)H4E B B8535 » 492 ¥ H) 2
BRNEBTHEMEIONE  AXHEBEETF KRB EAEE
¥ # R CD;0D o FF 5 i 2 B 8% & # CDCl; (10 & #+ ) #2 (CD3y )5 -
COD(4%9+)“F’ » X BBHMEOOC - XA MW2E FH H ik D,SO,
(10&s) Be0y4d -#RERSHEOCTRHEBR > @
St WA & KGOE F)E o 3 ABIOACRXxTS & ) X IR o 4%

L2 % H A E 2N KOH £ % % (3 x 300 & )% B > L IN
HClk & &R (75 F+) 8 B K (25 £ F+) 78 #% AL /K #¢ & MgSO,) »
BIE O RAEAE

b #h B & (02 10% EtOAc » B 240 4 42 )5 8 > M 1% 583 %

bR o 48 3% Y i SiO, B # 4 1k A EtOAc/

98a © % 8 & & : ESMS (M-H)236.1 -

T2 - H2[Dy-% =-T A)4-8 8 (98a - 351 % » 47T £ &
EYMTEA(TO% » 17T £ % F)EEL,OS A )P 2 win 35 @
E£OC FTXBERN > RS TEBN WA F 8 T8 (184 %, -
1632 » 169 E H) BRI04,4E - H5H04% R G
G Y c ERBEWMEEALAOCT » LA HEHEI N - 5
R A FNH,ClKERNOEHF)FHZE » Ao BB -

A KB AELO (100 £ A ) 2k #% 0 B K 32 8 MgSO,) » B ©» &
L AT PR - 1£ %Y SO B M 44t © UL EOAC/ T 5 4
B % (02 10%EtOAc » & & 45 > 48 )% & > ™ 4% 365 % 98b » %
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# & i © ESMS (M+H)310.1 -

S EE3- HI8b(36 %116 F ¥ F ) & & s 8 (147 %, - 80 & 7 -
ISEF)P 28449 20C 2 ERN » & H A 70% HNO;
87173 »622FH » 139ZEFEBH) BRI0OS4 - REH A
OC FAIF 2/ 0% » KL M £ K(AHS500 %) E - 8§ KB R
I1EOAC/ 252 Bx200 E ) X R » BB A A M E g B
K e 0 MK 3%k (MgSO,) 0 @R > R B 4 £ Si0,(100 %, ) E o
1& & ¥ & SiO, B #7 #h 1t > A EtOAC/ T % # B & (0 £ 10% EtOAc
 BEAS oy sE)B > mIF358 % 100a 0 A & & E 2 : ESMS
(M+H) 355.1 -

¥ B 4- 45 KOH = Bl 8 4 4 (829 % 0 148 & ¥ F ) &% Av £ 100a
(3505 » S EXE H)AMOHBO E )P 2 Z &N > B &1
HEBE BB AZITERENTBRKSPBR - L AZ
P AR MeOH > 318 % G A NDCMUSOE ) F - 5 A # &
& LA 2NHCI (200 & # ) #% > B A DCM (50 & # ) i % B K &
e P X R R AE KM BKEIE MegSO,) c B R A
EEYRHE > MmIF27T87L100b > A MG & B HHEE A
T — B RBATAEAT & — % &4 0 ESMS (M-H) 281.1 -
TRS-NERT > BB TFIRAUT4% > T67EFH > 123 £ 3
H )& % s Av £ 100b (27.8 %, 982 & ¥ F ) 81 K,CO5(204 %, » 147
EERX)AABAAOEA)T X R FRN - BB FRAR
m T A EHIONEE o kKGO EA) HE &£ MwF
ERNBmY oK RA MBI 4B R E B 8 L H,0 (150

[oH]

E)RME - EBERNAEET A40C FHBBR > M F248

L
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7100c > £ Az @ & F & — F & 0 ESMS (M+H)297.1 -

B H6- N1 = FEE AP EEI0cQ4 % > 808 % ¥ H)
B (225 % 1404 £ ¥ H)HBNH,CI216 % » 404 £ ¥ H) - EtOH
(200 # )R H,0Q00F ) - LB ME LA R E > 5%
BB F R MmMBRETOC » B oA M8 R o415 8 o
EREDLAEER  LTRLBYELBE - FwHELELYU
MeOH (#4100 2 # )k #% - W HE 2 F £ % K I 4 MeOH #2 EtOH
o Ha KRS W UEOAC Bx 100 % #)FE B » 48 & 4 2 X &

BLK 88 (MgSO,) > @i > R AR T T ks - HAHA21%
102> kB em HALALEHEHFEL BEH & FEM
# — % # 16 © ESMS (M+H) 267.1 -

12 2 8B R INGRBE T IS E2ES P Al 2 42 /4 i
T EAESERIT - EA26-FAEwbog-3-4 = 58 AWK
#% 59 : 'H NMR (300 MHz, DMSO-d¢) § d 10.0 (br s, 1H), 9.12 (d, J=2.3
Hz, 1H), 8.54 (d, J=2.3 Hz, 1H), 7.88 (d, J=8.6 Hz, 2H), 7.60 (s, 1H), 7.36 (d,
J=8.6 Hz, 1H), 6.31 (br s, 1H), 4.00 (s, 3H), 3.87 (s, 3H), 3.04 (s, 3H) o

T #] 22
N-{4-[6-% = -T A -5-F & £ -8-(6-F & £ 2-87 & -12-— & -wt =%
3-8 )k ek 3- K K K )-F Ik a8 AR (I-34)
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@fjm CMe, ’

ME3C
1
pm2 [ 112a:R =

112b: R' =Me, RZ=H
$ 3 ’
[——>112c.R = Me, R*=Br

Ar

$ 56
—_— 134

Ar=4-F e ik -2 %

2,7-= % & 2-% = -T % -34-= & -2H-% -1-81 (110): % B a- &
(T-% X 34— EF-1-RAA)=F AR 68 % » 115% &
¥ > CASRN 309929-09-7) 2 DCM (23.0 & # ) Z & & A 47 % -40
CeodMm2AA2F A BRAI2E132F 0 1212 H F) >
EHERPEATHRHSE - ZBHHSWTCLQRI9K » 127 F 7 »
IISZ R F)ALADCM 6 £ )F 25k > F 4% 4% 5 & £ -40

® CTTF - Bt Wil r g  TLCH = 4 50%3 it & o i
REHEEETHHFEBER KL MEE LKL - RS
% EtOAc 8 HyO = ) 48 % & & 2 > B & 48 #0 NaHCO; K /& &
AR P - ERAEMBBY RLHELEBE  UABBR
%%éémﬁ%o%%%%@’uﬁx%%’%K%ﬁA
MgSO,) » BE » RIRME - MBRAEADECANBCHREER TS
2 Si0, % 4 £ » B M EtOAc/ & J% # K #%& (0 £ 5% EtOAc) & & -
43326 % (2 &) 7T-% £ 2% =-T 4% 34= f 2H-% -1-8
(109) » ¥ & B 3%

1
(7]
bl
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HBb-»109 35 > 107 £ F)R HOAc W0 £ )+ x &
EEBENTHEHZERN LB E2EFHHmMiRASSH
60544+ > 11.7% ¥ H)A£ HOAc (200 £ ) F 2 5 & » B 420
mhE e BHERETBRTHHELIING KL E2HRREHES
T BEHLIANF o Hho— R ehip 1008 5) > B3 %
fadh o BB A2 F BRERSWMEE L£AKELE
# BtOAc 1 H,O = R 4 o & &R ¥ > i 24 48 Fo NaHCO; K & & 1&
Kiad A o pEEAME 0 B KR R KEHEMgS0,)

B RRE - BAEMBSIOER WML » T B @ ®
238 % (% E)110 -

Sl - B RMER P EHE10 38% > 106% ¥ F) - LiBr
(15% % > 317% % F) - Li,CO4(780 £ % - 10.6 £ ¥ E ) & DMF

(e

HMO0E ) LEArRBLRBEERTR  BEIOH 4 - #
B FERAIOC TAN, TARI P F o FRESHASEE
a0 VA EtOAC# 2 - LAk > 2K 45 LU BB /R e % = =k > IR K & #%
MgSOy) » BiE > RiEM > MG 12 > B X B E&EMAE > &
Az ma® R s o

T2 - n112a 29 % > 104 % ¥ )1 K,CO,(3.59 % » 26.0
EEF)EDMF(97 £ #) Y B &R A F wMel (177 £ > 779
MA > RSEEF) ERBRASMME > BAW25C F ## 8

i

R oo R A UEOACH A # 2 > 3 W INHCIf k48 & Fo o
TEHABE LB KEBE 0 R AKKLIEMgS0,) 0 BIE  RIE
4 > mA4F112b - E A X M & F B s o

T3 - N12b (163 » 546 % ¥ %)% HOAc B0 £ #) F =

e
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BEFHFNARATIERA B HFRBIZAE SR it @2
% A0 28LBF > 546 % F)EHOACQOE #) b 2 % & - i
REMAEERT RIS %mA%MMWﬁ*ﬁﬁ’ﬁ
WA 8 Fo NaHCOs K B R fE K48 P o o D BEA AR > B X%
M > MK MESO,) > BE > RiB% > M 112 42 8 =
B F A s -
% B4 - 225

G

R T E B2 1% 0 269% B
)~ 250618 0 269 £ HF) ~ NayCO3(855% %, > 8.06 & &
H) MeOH (714 £ 4) - F X357 E #4) &R H,0 (1.79 % 3+ ) -
R A M BB R 105 48 0 K 44 ho PA(PPhs), (155 & %, 0 134
MEF) - RAGHEANSH & B2 B AOREEH
it 42 115°C F A # & X Ao 1.5 8% o 45 52 4 4 A %7 > # EtOAc
MAZEESREE > BNINHCIE K48+ Fo o 5 25 &
B M Bk MR MSO,) c @K 0 AAERE bR
8 o AR E M #£ SiO, B 1 & 1k 0 3 2 EtOAC/ T B B ik (20
2 50%EtOAc) i 8 » M 43067 % (54%) 114 » B & & B 2 -
TS - N2S5 A MAESE T EHEL14 008 % - 173%
F) 26— F A Ambg 3- A A Mz A5 348% % » 190
MR H)#E NayCO;(55.0 & %, > 519#% ¥ F) - MeOH (1.5 & #) -
FOROAS0M A ) RH, 01658 7)o 45 8 A 4 2 & B £ 10 4 48 >
2R 1% A Ao Pd(PPhy), (100 % %, » 8654 ¥ H) > B M A 35 4 5 4
S5még - BB MEH  EEAMAERERZ FRHIUSC F B4
20548 ° £ R A A e 0 MUEtOAc$1 H,O# #2 > B 1\ IN HCI
BAKAB T Fooo 5 BER B B KM B K E B MgSO,)

-
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BE - RAEEBEZEFTIRE - M E WAL L UA0%EOAC T Hx 4
B oz # 4 % Si0, TLCAR L # 1t » ™ 45 82 % # (92%) 116 » % %
BHEBKY -

H BE6- M s Aa P ¥ #116(0.082 %)~ HBr(53.1 & % > 35.6
M 315 E E)RHOACOIS EH) » A b ok » i F 4 o
BEEHZROMWAEST T w6/ EF o {5 RIEH A8 R
EtOAc # %% » B 4848 4 7k £ o 14 4 Fv NaHCO; K /& #& 1 FF ¥ &
ZHERT R o R KA B KR B KR MgSO,) ¢
BoOREREFTRE B4 E YA L US50%EOAC/ T # &
Z SiO, 4 L #h 4t > M 4344 £ # 134 -

K 1] 23
N-{4-[6-% = -T % -8-Q24-= 88 % -34-=— & -2H-*% ot -1-% )-5-F &
B ookek 3-K 1R K -F % s 8 g (1-35)

Ar
1 R3 O B3

114 e O —_— .35

OMe

5_% 2 Me3C

O o
T EB1- 1020 A KK ETH ¥ £ 3E114035 %0757 &
E)~%£EEP@§?::-T@§(124%£,1.06%;@3);@%3-T
M0 E R LIEEZF) RFROGOOEF) HAEAL G
ERFER - KBRS UATHRIONSE - BBEMEEHZI RS

e

A REGEFA)HE > KR FH HoPdy(dba); (104 £ %, - 114 8%
z X
MM EF) B B AABEBREASY  BESHLE - -BRE

o

¥ HE)MR2=-F = -TAM A 246-Z B & &5 X045
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MEZERETHREHIABRTHEEBRBAR - ERLH P
EIOAcE H, O M ¥ 5 & & ¥ » B A IN HCl4 K& & F Fo o
TEHABKE O ABAKEK BAKER M0, BE - R L
EZ PR -4 & W #Si0,8 # 41t » UEOAc T & 4 &
#& (20-60% EtOAc) i & > M 4% 196 £ % (52%) 116a -

T2 - N EIRF AR T E H 116a (0.196 % - 197 %
EF)-DCM(1S5E )R = A % B ¥ 2 AMHCI (491 £ # > 1.97
EER) RBRAEAZTBTHH3I NG - —BmAREHmE b
RoBRIERSEFE S MAENKE > I 4 F NaHCO; K 3 &
T Ao o ER S MR B HESIOR M 41 U EOAC @ 4 #
B & (20-50% EtOAc) 5 8 > M 43 116b » & B = M & & & — ¥ 4
it o

THRI-BIBRAUAEEE EHERAARKLUSE L 0 903
MEHF) ENSOCTEAZEEZ T WABR - RAHARZE
BT ARAEI BT RA9EA) E)3-FALLAAILED G B
653 F 5 > S2HMEF) - BAHAHMARZERLELA FHRKE
120C » B&305 4 - ERAMANETER > RKLBEAKRS

et

ToBRE BT NS — B BB T 4 116b (0.072 %
muﬁﬁﬁ)%%DMHUB%ﬂﬁ¢’jméwéwco%aDMF
BRTEBANWFTERAARBHEZTEE FR > BEI0HD
S o MAiR > KXBEXRAHYRALAMBAR  BELAEKSB P
WH3I02 4 - H R 44 UEOAcH B > WH,0 8 B K 49 4 %
M o BNMR# R ¥ M 4 Mk 2 % & - %J'lﬁi‘iéﬁ%&ﬂﬁ%%z
A4 o 48 R & EtOH (1.03

(i

F)¥ > BH wH,0 ¢ 2 11%

i §1
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HySO, i 103 EF) - HAMBRLIRAMEHENDEMK T
¥t he#h 2120C c BREI1S/)8r 0 ARG AL - ERS
oA sp 0 A A K E 0 B AEOAcH B - 45 A # 48 L EtOAc
M2 > sAH,O 1 88 5k 48 4 2k #k 0 Bl K & 4%k (MgSO,) » B IR
Bk o 4E 4 & th 3 Si0, & 47 & 1t - WA EtOAc/ Tkt # K #& (50
Z 100% EtOAc) ik 8 » M iF 4 60E 135 A & & B &
£ #) 24
N-{(S)-1-[7-% = -T %A -8-F A £ -5-(6-F & % 2-80 & -1,2-= & -k

o 3-K )X 2-K ]w Ak s 3-K F R )-F 5% B AR (1-36)

NHMS
d

Me;C

FB1- n1020E F Mk F 4 P HE(S)-T72(184 % 5 0 1.03
EFEEH AT XAGOEHF) mHBEER - NEH T H Holl2
GB49E 5L > M EF)A T R@69E ) - 4 & 46 L8t
Ak 0 BE105 48 0 K1 A mPd(dba)y (859 & %, v 93844

H)#1% # (XANTPHOS) (109 & %, > 18844 ¥ H ) - Bl A 14 3 45
S KB RRMAENEZ-THEMADSE L 14 EEF)
BERUA TR BFEH - BERAER KSR E F#H100TC
TR0, HEFLEEZRTHRHFER - & i +DMSO -
LA E R BB AR T X w3 RS A

Zn > LAEQOAc#L K # 2 » # W INHCIE K B F Fo o 5 & A %
B ABKEMK  BMAKFELHEMES0,)  BE > REAZE TR
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o fE A E Y £ & US50%EOAC/ Tk B R B R 2 # # A SiO,-

TLCHR L éhib mFNELNUS- R AW £ F 3 s shit -

FTR2-N2S5EAMAESTEHENS B E % - 181 E
)15 398 R 2178 & F) - Na,CO3(57.6 & % » 543 #%
EE) > MeOHQOA4 B #A) ~ F X028 ) R H,002% #) -
e kB AR 105 4 0 AR A A Pd(PPhy), (105 % % » 9.05
MEF) HAREBEBILER  BEBISHE - B %
FREH > BAMERBE SR P NUSC T B2 048 {874
M s 0 MAEOAc# A #% 8 > A INHCI4E KB F 40 - 4 2
B o LB KR #E 0 B K #J% MgS0,) o BIE O RAEAE
TR o M E 4 SiOy R # 4h 1t 0 LA BtOAC/ T K # B R
(25-50% EtOAc) % & > M 4% 56.6 & %, 120 -

T3-Sk A2 B2 BT A E A MR B )22
T RO T AT AL AT o fE R & W 3 Si0, B # 4 1t 0 2L EtOAc/ &

B #h B R (50 2 T5%EOAC) s # » M 43136 A K a6 B & -

) K #1125

N-{4-[6-(1-— # F £ 38 & £)-5F & £ -8-6-F & 2.8 £ -12-=

S, -mb o 3-AK )-E ek 3- K R A - F 4R sk 88 g (1-37)

]
[£g)
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NH, NS Br NS Br
Br pm1_ Br = sms Br Z
— —
OMe OMe OMe
MeO,C R R!

122a: R= CO,Me 124a: R' =CN
3 5 5% 6
’;:z 122b: R= CH,OH ’;:7 Emb: R'=CHO
° 122c: R=CH,Br ° 124c: R! = CHF,

T4 122d: R = CH,CN

1-37
$ % 8-10

$H1- N FB T #B$HOACGBOE )+ = ;& (448 & 5+ - 86.9
EEF)AMELRAAMBEALT L > 869% 3£ F > CASRN @
111049-68-4) £ HOAc (100 £ # ) ¥ 2 /& W > H 3| /& & 88 T 8
WMBLEAE Bk - NULBER PRI RESHEAE2F RAXR
FELF B (226% 0 869 F ¥ F) o i # AW R Z B R & #F Ao

$ 2 100C - £ B K22 100C#%  HEHBHISH5- 4 KEk$
ERAE O AR AT YR o ML 48 Fo NaHCO, K (8 % 48 R &
RAH P ERAAHMAZERBIE S RUKEMK - BB

B LA &% 0 3 % 20 10% MeOH/DCM ik # ° # 4% 11.04 % 122a - 4%
BRBRMESOL  BhsWMA%ER Lt upeM/ e @
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