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B b 2 IR L R g 28 AR P MRk AT e b 28 AR 1 2 e B R e s 28 B ) e AR
B AR U 05 AL Rt A BRI 20 S A ARG S HUR I e A R e 2 Rk
M2 AR A 95 5L AT e M R AR R 2 5 L L B R L 3 i 3L L -NO, - OHL -C (= 0) R®. -C (=0)
OR".-0C (=0)R®.-C(=0)NR") ,~-NR") C (=0)R®. -CNPA M I&EFEHB4 o £E— L85 fil i, R™,
R* R DA MR —F W H AE—2e 505 i, 2 /D— AR R R DL R A W H A2
STREIr R R RPDA MR 4 — 2 N HE AT e M SR AU e i o A — 2B S R
R R* DA MR A — 3 HEL AR e 3R T30 (D0 A AW, ASCITR IR R,
R¥PA R RPILA rh g — 3 1] 5 ARSI R R RY R RP RP R G a K bRA K ek 3
AT —Z A T O AW, AT R IR (R \R* DA MR LA & ]
SUASC AR IOR R R R R™ \R™ R G.a K bPL S s LAl A i — & 415
[0501]  GIEP LA MR AT 20 (IX) Bk (O th A H o AE— 2L 5 s B, GO0, SR
NR® o AE— e, GO0 o AE— LS I, GRS o E— 2B S, G gNR™  HorhR™ |
A AT 2 IR e 3L DA M AT M 22 B ) 2 e L A R T o AE— 28 S35, GOgNH.
HE— BB, G gNR®®  HE R g HEk AT M 28 AR P ik o A — BB, G gNR™® , 1L
HR™ AT e R A o AE— 8 ST, GONR™® LR AR SRR e 2 o Sk,
(IX) A1, AR A GHE A rh 4 — 35 1 S5 AT R R RP R R\ R (R \RPR™,
R* R*".R**.a K. bPA Kk HAH S rh AT —F 24 55 o 0 T30 0 (&, A AR (G RE A
TR Al 5 ASOIRAR IR RY . RP R R™ JR™ R R R\ R™® . R¥ . a K. bPL ek L4l 4
HRFE—F S
[0502]  a.bPA K ek L PR il 52 (1X) 55 () 1L A e &1 ] o £F— B 50 i L a
MO AE— SR, Horha 1 AL E R, a k2 AE— 2SI, a ol 3 fF — 151
BEBIT , ashd o A — B S, b0 o AE— LS i, Hrb o1 A — e S, b2,
FE—2L 5B, bl 3o AE— 2 RE B, b4 AE— 2B STHEGI T, c M1 o AE—SESE R,
N2 A SEHIN a1, b1, He bl fE— 2SSt a b2, boh2, He o fF s
FEGIH ,a2h2,boh2, He 2, ¢T3 (U0 (&Y, AR a b M Az R —E& Al 54
A HTAIIRT RERP . RP L R¥ R R™ R R RY R L GDA MK LA A —F 4. %
T2 Y, AR 1 bRL K e At B — ] 5 A R (IR R\ R*T (R (R
R R\ R¥ . R¥R™ R¥ . GRI MKk H A5 i —F 41 o
[0503]  FEMIRILA MR IS 20 (IX) B () (A Sl H o A — 2 s i, =/ D— Koy
R23R23

TR ST, 50— AT AE. fE— BT, \%[K ,}%\%m%
c

14

52



CN 113754589 B ﬁ'ﬁ HH :I:; 50/214 11

N SN

[0504]

e

(05051 FLrpfg ety M 1.2 34 o fE— 2SI, e 1o T2 (0 L5, DA
AP R AT S AR IR R R R R R™LR™ (R R R GUA Kanl 4L
GHE—FAEG ST ) e EH, DA SRR i — & 1T S5 A SCIrR IR R R |
R R*R? R \RYRP RP GLL Mea s LA AT — & 4

[0506]  R*IEPAMILA Pk Al 538 (1X) 2k (X0 fb 5 Ml & 6 o/ — 22 5t rh , R* 35
HIPA N S B BT AL - S AT R R e AR 2R IR 2 e e A M 22 AR
[0 AL S X B SE L -OR™ B SRSy A — eI D  R* 4 -Si (RY) 5k -B(R”)
TSI, R hy el AE— BB, R b 2R BRI 5L o AE— 2o S sl
R AL IR BT A — B S8 p  R™ A 2 BRI e 3 o A — B8 5 tafh h  R™
FARGIARI AT AL — S8 SR HI , R* A A 6 b 22 BRI ¢ SR AR B o A/ — 28 5t )
H R ARG BRI BT AR B A7 — B St R* O B i ot — S S R SAF . 7
— BB R NCL A — St R, R Br o £E —Se S, R T o AE— 2B 52 e 51
F RPN B BE L o A — B SR, R -OR™, HL AR 11 ph %l AR b 2 BRI SEDA K
FESEHBRIURI 2 EAL R TE o £E BB SRR , R™OH. 7 — 2B 5 fflrh , R* A0R™,
PR HER A b 2R BRI BT o 75— 28 S, R*OR™ , HLArR* (R b 2 BRIk
B A2 IR RPHOR™  H AR AR BRI B o AE—SC 5B h  R* Ayt 5 3
9% AL — B P  RP LSS MY IR /7 —Be S B rh R 45 [ 23 5 50 BRI AT
Ve 22 IR Bk AR 22 BRI b H AL B RS 2R IR B i AL e i o A2 — 2R LT 1)
LR - (CHy) (T s Fo T s itssy HLi1.2.3.4.586 . 7F— 281540 1, R*Hy- (CH) T, .-
(CH,) T+~ (CH,) ,T - (CH) T .- (CH) T .- (CH,) I .- (CH).T .- (CH) I .- (CH,) T uk-
(CHy) I o AE—EE5 LT RNy~ (CH,) °F. - (CH ,'°F. - (CH,) ,"°F.- (CH,) ,"°F. - (CH,) ,"°F.-
(CHy ,°F - (CH,) ,"°F - (CH,) ,°F - (CH,) ,"*F& - (CH) |, "°F o /E—2E 5 I, R* -0 (CH,)
T HOPT A sy L 1.2.3.4.58k6 . £ —2615 40 [, R*-0 (CH) T,.-0 (CH,) ,T,.-0
(CH,) ,T_+-0(CH,) ,T -0 (CH) T .-0(CH,) ;I -0 (CH) T .-0(CH,) (T -0 (CH, ,T =%-0(CH,)
oL o FE—EEE SR R¥ -0 (CHY PR -0 (CH,) ,"°F L -0 (CH,) ,"*F+ -0 (CH) ,*F+ -0 (CH) ,"°F+ -0
(CH,) "°*F+-0 (CHy) ,"*F+ -0 (CH,) ,'°F+-0 (CH,) ,"*Fik -0 (CH,) |, '°F o fE—2E5f il , R* g -
(CH,) ;0 (CH,) T s HorT Shidseissy HLAA bl 12,3455k 6. £ — 2Ll rp , R™
- (CH,) O (CH,) [T s HART S SEssy FLAFA ar 1,23 4556, 11— 2Lt 5 1R
J-CH,0 (CH,) T_-CH,0 (CH,) ,T_-CH,0 (CH,) ,T_.-CH,0 (CH,) T -CH,0 (CH,) T .-CH,0 (CH,)
oI~ ~CH,0 (CH,) .T_.-CH,0 (CH,) (I .-CH,0 (CH,) ,T 5-CH,0 (CH,) I ofE—2Ef500 F RNy~
CH,0 (CH,) "°F -CH,0 (CH,) ,"°F . ~CH,0 (CH,) ,'°F-CH,0 (CH,) ,"°F+-CH,0 (CH,) ,"*F -CH,0 (CH,)
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o "F\~CH,0(CH, ,"*F-CH,0 (CH,) ,"*F-CH,0 (CH,) ,'°Fik -CH,0 (CH,) ,,"°F o fE—2E 3]s il , R*
Jy-C=C- (CHy) [T s AT i ieissy HL i 1.2.3.4.5506 . /1 — L5 tafs b, R* - [ (CH,)
01 (CH,) 1 s FAPT et sy AN S #1234 5506 o fF— 85Tt fdl P R™ Dy -0
[(CH,) 0], (CH,) I s vl it sy HAFA S ik 1,234,566 . fE— L3l
R* R G505y BUR PO R - A R b 32 o AE— 2SR Ry -C (=0) 0 (CH,) T 5 1
T, ERE S FL1.2.3. 45506  7E— 2Ll R*H-C (=0) (CH,) T, HAhT itk
Sy HL1.2.3 . 4.58k6  AE— 2L S, R* - (CH,) NH(CH,) T s HAhT i A
AN ST N 12234 58K6 . E— 225 afiirh RS R®) 1, FAPgEANRT T et 22 Y
RIOGEEE LT s SER055 o e — LS Hi R B RY) 1, F AR o Ere 22
RAOKERE QLT s S0y o 48— S0 ilrh , R°1E [ FH DA N & B4 e 4l : -C=C-
CH,CH,CH,I .-C=C-CH,CH,I .-C=C-CH,I .-CH,I .- (CH),I .- (CH, I .- (CH),I .- (CH,)
I .- (CHy I .-0CH,I .-0(CH,),I .-0(CH,) I .-0(CH) I -0(CH,) I .-0(CH) I .-CH,0
(CH,) I .-CH(CH,) 0 (CH,) I .-CH,0(CH,) ,I .-CD,0(CH,) I .- (CH,),0(CH,) I .-CHBrC(CH,)
,I,~~CHCIC(CH,) I .-CHFC(CH,),I .-C(=0)0CH,I .-C(=0)0(CH,) ,I -C(=0)0(CH,),I .-
CH,NH (CH,) ,I_.-CH,NHCH,I .-CH,0 (CH,) ,0 (CH,) ,I .-CH,0 (CH,),0 (CH,) ,I -0 (CH,),0 (CH,)
1, -C(=0) (CH,) I DA -C(=0) (CHy 1, AE—2E 5t , Horh Tk "™F o 75— e 50 i,
R¥%E H DA N & T4k RRAL

[0507] %in\hﬂ W{O\e/)n/lmw\&ﬁ:’\/ O\ean/lm

[0508] L rhmAIn o rT-1156 2 [A] (B4E1 J6) [R3EEk, BT Mg o « £ — 2L 5 i,
R¥3E [ DL N & T4 s 4

In o)

[0509] "L(\/ “L(\/\,m ‘1{ \/\Im
o) lm 0

[0510] "LLL/ NN U\&"L{ \/\/\|m

(05111 BLRT Sl BAMIGY A BEoulalet Rk (1 DL 45 T st

(0] 13F JJK/O ‘IBF
[0512] %WF‘ ‘1{ M LM \Hn/

(05131 HrhmAnJy /156 2 [0 (R 1RI6) BAs . 78— 5t rh R F DA R &
T B RF -

18 0
[0514] “c.(\/F "Nw,: "'-L{ e Wil S

fo515] w.,t/"\/\/“i G VS WP
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"L{\O/\/w F

[0516] T2k (IX) (L AWy, AR IR HEPA rh 4 — 35 1 5 AR SO R IR W R® LR
R*R¥ R* R R R R .G.a K bPL ek B AR T —F 4o o TR 0 (b, A
YRR IR A i 4g—& il 5 AR IR R RP LR LR*L R R RTT LR R .G a.
K blA Mee sk A A —F 4G -

[0517]  #E—Besifih, X T (10 b &, =D ANE IR 1A TRTRY R R R,
R¥R* L RP R RPTER o 285, 2 (0 5 (1) A W 2 BN B0 0% o fE—
SRR, TR ) G, B — A A TR R R R RY R RP R,
R¥RPER™ o fE— 2SI, S50 (0 8k (I (b &4, D — NS S A A TR,
W EATRH , TR SURII RN G T A, M3 S 2o i, Irk i 5E i e 17 58
B rh, Erh) 3 SRS L (BIAIR™ i 58 43) mlb) JEF A0 5 i 5 a0y (1
QIRFLEEEARIY IR oA — LS, OC TR (0 &P, R R R R R™ R LR,
R™ R R* EkR™ (0 5 2D AR ERAY o ST, O T3 (0 (L4 R RE R R,
R R¥RP R\ R RPER™ U5 T D— AN Y AE— S i, ST (10 (b &,
RTR® R R¥ R R RP R RN D —ANE SRSy o A — 2o, S T3 (0 Ly
B, RTRT SRR R RTRT RS RTHR T 2D ANE Y ST (00 (A, i i
A E R B RO R ] S AR R R R R R R L RM LR LR R R® .G a.
K bPA o Bk A G A —F A G T Q) (b EW, &0 1k B g —&
Al 5 AR IR R RH R R™ R R™ R RY R \R¥ .G a K. bDL Me sk 414y
F—Fd5.

[0518]  EEEHRAT LA PR A =X (1X) M ) AL &t o YE— 28 s il , &=/ b—A
SESL A 1 DA T & AR R4 e NG R OB Bz VT L T P e T
S0 ou eu. T6abl K P Ga . E— S, F D — N A N R A T AR R

N e AN
WIESZH 7 o

(05191 AL fiirh, X (10 ML 54 LA N S AR -
o

CH,
| o}
10520] © S/\O\/\ d‘ICHS
|
N
= F ok © SN\/\,F

(05211 sl HPR 252 T2, HrhF st A F .
[0522] B fiirh, (LG 1t F FRUA N 2 T2 Bt R4 -

»
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: f :CH3 | Sk
|
0523
[0523] 0" o 0~ s
Im \\
~ Im'\
0 0
0" s . 0”7 s
0
? CHs
CH3 II"I"I |
(I II /\/\/Q/\/ o 'S \
0" s 7 N Im’

(05251 sl H PR 2% F TRz sk, Hoip T Sk 5E 0y A5 — 289, T o °F o £ — 1t
SEBEAITR, fe e e 5 L N & I AR -

0o o)

A CHj
| I
o0~ Yo 0" 'S
F
X
™~ F ™~

[0524]

o) 0
[0526] : JL :CH3 F ©ftcmj F
| /\/Q/\N | /\/\/Q/\/
07 s . 0" 'S N
O\)‘I N\/@N F’
[0527] i HLPEZ; SRR AE ~¢‘37LJJ‘W H BEANE R R AE— RSB, (P
ok

(o]
oL
[0528] !

(05291 s PR 252 b AT BEAZ Mk o 75— e St p AN O
[0530] /LSt firh, (L St F FRUA R 2 T2 Bt R4 -
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»

@fﬁm m‘:"s 5 o F
° /\©\/\/\F\ S/\G\/\AOMFE/Q@\)O']:S/\/OAN ,
[0532]  miHLBE 257 b ATl A —se s irh AN R

[0533] N7 T fif , A SCHT iR PO 5 M TR S8 05 FAE — e St 5 v P AT s 28 *HABUA R/ %
e A —BeE BT, % D ANHE SEUR R H,

[0534] QAR T, AROE “1 52 741 FR B B 52 5B 0 AT S o 18 AT TR) AR T o
S AR LIS TR (B 20 1 2 D30 A5 B o AE — 2815 00 N, i s 74 m] 58
ERARIRE @ DO, s B ML AL 2R/ e 550 BE R RSN/ sl 52 TS 12 o 1
W EE R A AR IRS I EE J 10/ sl EG  JBT, T I E S5 A/ sl A s A AR AR S« “Ii 52
By FEA LY (BRI PR 22) st ik TR aRIR (O FR i o B 5 56 I R
P RIS S I P AR SR AL N 1S E A] B SO SR BRI AL 2 R/ i
A/ PR S RS AR B PE SR A O NG R B L L L P P e
P1e M n %cu.Ycu. 6a Boabl K e AE S Y S A4 -BRY) T
k-Si (R%) T AR, o T s sy ATl °F  AE— S St 528005 S A
SRR IO S W BB (i@ S8 (e R OB P T E P T R o AL
SR , 1S EB r la AEHANTAE AR (B anss AR B E D S A YAHE o /£ — 225001
B, 3 SRR T A S A YARE (BTAnE* Cu P 7e P Te DU Il i ) oA
P P A TR B 71 o A — S S T 3 S 00 e PR DA N S IS4 i e . O B
AT P Meu P ze M Te AR Tno AE R ST s A O OF A S S 3 B
R34 N OBr o A R ST, A N T A e S SR SRR T R
WLR SRR R OB P B IR, S R O R R B A — RS R, 3 5
FE G RZEB AE— G 0L N, A — A PL & 52y (B s s 5557) -
QAR T AR “1 525717 T 55 6 L 771 o A —BR ST g, 18 5271 R BB 751 o RO “XFEb 1)
PR AL M S ANESBE IR A AT A I 5 IR 52 5857 10— RS2 o AE HE LG O B, W EE 7 A]
B ERBOR /B S/ 507 S AN BRI M 1 523557

[0535] - —sLsEfilrh , W E AL S A Sk 2 e S T FE R A 2% (i
SRR 20 I SR AL X PG O 1, Frik 24 S s 4L G T R “[Rl v 20
W o Tl R IGH” HE WG — P R — sk 2 MR 2210 53 b KT RIRFEAE IR R 22
(T 45 EE R A o 40040, SR R IR o 53k i 4L T OG- 18 (°F) “[rl o 0k
Mo, KT ZAME AW, M RO B R N CTIN R TR AR X AL (EFTR M
Wrbn) 19 PRI R R KT PRI FOI RO RIRERE @) .

[0536] LB , 5 E M AF IR P I 1 sse /N A B R 25 7] 2 290001 % (B
10N - 2914 R T 3267 22) 290,002 % «£J0.003 % «£J0.004 % +£]0.005 % «
£30.006 % +#J0.007 % «£J0.008 % +£J0.009% - £J0.01 % £J0.05% £J0. 1% £J0.2% ZJ
0.3%290.4%#J0.5% £J0.75% 291 % 22 %~ ZI3% ZJ4 % 295 %  £]10 % £J15% 2
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20% <230 % 240 % 250 % ZJ60 % ZJ70 % 2J80 %  £J90 %  £]95 % 1595 % LA _I o i/ N
(V7 R IR N 2 E— S5 00 N RIFEZ)0. 001 % ZE 291 % HIVE N o 140, 7E 8 5220l Sl 5K
e, 36 N PRSI e N 28R AL 21T 250001 % (BILOPANE BT 414 Ny
BF) 1250002 % £J0.003% +2J0. 004 % +£J0. 005 % + 2J0 . 006 % + £]0. 007 %  £J0 . 008 % 2]
0.009% .2J0.01%+2J0.05% +2J0.1%2J0.2% 2J0.3% +£J0.4% 2]0.5% £J0.75% %]
1% 292% 293 % 294 % 295 % 2110 % ZJ15% 2920 % 2130 % 2940 % 250 % 2160 % «
2970 % «2£J80 % 290 % 2995 % 5595 % LA I o AT B 5 ek 2 M S IR &
Sk AT A FH AT R AR B AR AR BRI B A AT 5 ik (R RE B 0 BT FTHPLC) SR AE
[0537]  fE—BeshE il , ASCAT R AL S 57 s A/ ek AR G B ol A
G A — 28GR , BTk e G ¥R 185 52575 AE— 2L S I, i S EE 7
{E 2B, Frid e S s s A O LB A BT 4.

[0538] X&)

[0539] Uil |, i se sy vl 5 G A4S S AR Mtk 54 & (B
U 245 % Cun P 6a P Ze M e MM In g S B I A R R A . SR
1, e e SR, 25 S50 Tl AR A B E T S S g & o RB B G e ARG
HAAH 5 X H—RIRRE B G s (B AN & 21 A0/ sl U PEAZ A 110 5435
43, HAFTR S S WA AEPRAAE DRSUE BN, i 5250 1 1 5 2 S I e S el B AE T
PRIN o AE— S5t BIR , 2557 i — sk 2N PR - A0/ sk R P S 3oy g5 S e &
Y bRy B R B G R ARG TR T S R A T8 8 B - sl U A%

ST/ R A B G S — A LA BRI/ Sk R S b B -/ 2k A R]
AR AN o B 7R R Bt PR =47 DU Tt FLA VA b o A i1/ S TR
PESAFI 45 -OH, -0 ~COOR ™+ -C00 +-N(R’) ,» =N+ -SR’.-S"-0P0, = -0PO,R”, H HIHE R’
AR AN HOW S 25 FUEGE 2 UK e 5V BREL RGeS o7 3 e fiet 05
B TR T R e R e AR G S LR L R IASE R A A —
SO DL, B T P O KRB o BB T R AV 55 B R AR I PRPCT 2 T S50 W0201 1/
0053225 FNSRELAEE6,511, 6485 Hr, flrik % R rp i —& TR HIEA SIS 5K
HENASCH o AE—LE S R, S 7R 0 2 B i Bk R = H AR B A Sk i
WL e R SR R 1,4, 7, 10-PHRURIA T k61,4, 7, 10- DU SR B (e 2 FEMR)
WS & R R — W L =5 LR A — 285X i i) o e st 1 ()
AL HIE Sy (BN SR A

[0540]  fE—EEAUL I, SEGIA G I R Pt —20 5 — sk 2 B el A £ 44
G Er oAD" B B LA AT O T Se G SR 0 DA M B TR B = A B S A o £ —
LOSCf B IR o B = P S — e R B RN B 2 1R/ S P ELAT: e
— 2 BRI/ ARG (7 1A o 33 A IO 1 258 Bl Tl e ik S 1 2 )
WU SR B I (7 AT A0 35— 2 S B B L A9 T A B A I T« 5K
BLIE 82 By S BB N4 B I SR A 28 6 7R 262 i S LA AU b o Ok
KD o

(05411 JESZF IR A
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[0542] AR S — 5, SO ] o A A SO i 90 28 571 P 1 S 5 T g
FEFEE S B , 3 S AT R 0035 A RS R 2 S At ) e LU s i B 24
HE (PIAAEIRTE 1 L) o 2T A PT R e L R AP 1 B e o A — 285 il
ESCARTARAA B A 5 FRdse A (B a8 2 D — & 2l A &) S5t 1 280 45
Hy EH AN A3 B A i s A o0 1A A h B L5 A R S, 3 S5 T g
RS FIRE SIS R 254 (R A SR AN S S R 4

[0543]  pASCRT FH, KT “B B8 A HAE B e UL BRI — S Y HRRE 4
SRAZIRT] E A I B P S B B R S B4 (HANIRT) i e (s fe iR e
Pl ) e S BRSOy S EE R R R B S R 5 R I S G R - e
(AN TR AAED) O B S L 5 SR AU WN, O- Z FHBEER S0 9~ DR BERERE (pixyl) V1]
HIRER + -NO,« = e B UL N Oy FERER o A — S8 Sl rh , B 55 N BRI « £ — 22 5l 01
PRI €05 20 -0S0,R ™, FLrR ™ e H Y DA S AL A O AT 22 IR e i ATk
BRI AL ATz 2 IR R e B AR et 2 U 05 B AR et R 205 56
T I D5 B R VA S AT e 2 U205 e ik o A — 28 Sl il Ry 22 BRI
LEIURINC, - Coli it o AE— 2B TR R O FIE o — RSt (il R4 - CF o A1 — 225 51
HL ROV IR IR 0 B o A2 — 285t TP, R g 22 U E AR S U A A —
BB, R Dy

AT TR O
[0544]
CH; " Br ﬁ NO, 8

[0545] /S5O0 T, B 255 g IR BRI (toluenesul fonate) (FHORMBAIRME L
(tosylate) ,Ts) HILERAERAR L (FFBARRER , Ms) ARSI RE (RARFRER L , Bs) i =31
MR IR (o P RAIR RS , TF) o AE— 28500 1, SR FE N IROR AR AR R ORI A
D) AELUEOL N, M AFE I ER IR R AL (2- AHEORRAIREED) o A — 28 firh , B dk
Dy REIR IR A AT o A —RE St Py, B 253y FROR IR IR 5L « 18 53 R m] Dy s Ll (191
FAEYEIERN. (Mi tsunobu reaction) AR A BN AR ES 25, AR U sl A IR IR S -
[0546] L fiirh, SR OB UL M AL 51

0
R! R3
SN R4RS
[0547] | |
N
J7 n RO
R? (X1)

[0548]  whH h,Hrh

[05491  R'3G 1 HILL R & 041 s HOREAL : A AT S IR I Bt 5 T e b 22 IR O 2t
BL AT 22 BRI e S AT et 2 U o S BB B ATt 2 BRI 0% 35 ATt 48
BRI DL R s A

[0550]  R*1G 1 HLL T & 041 s O FE AL - A AT R IR o e i T e b 22 IR o 2 e
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B G 2RI e S e 22 AR B Sl e B R b 22 R O B AR et 22
AR 2 05 B L I BB -NO, DA B B 20 5 5

(05511 R [ FH LA N 4% 54 A O TRR 2 « 2 AT e R AR o e 56 AT e b 22 IR (1 24
B G 2RI e S e 22 AR B Sl e B e b 22 UM O B AR et 22
AR 05 56 X R L BABE3E | -ONL -NO, DL B B 58 5

[0552]  Jyk [ L N &4 R REA :N R") .S.0.C (=0) .C (=0) 0.0C (=0) .C(=0)N
R") \N(R") C (=0) \CH,0PA Je—4;

[0553]  RYFIIR’% [ 5y gt 1 2 AT MR MU e ik DA B 125 25 B B TR AL, A T
AR IR R AT AT I 2 A AT B R

[0554]  n }y0.1.25k3;

(05551 Wk py Bk 2R Bk ABE 7y 5K

[0556]  HEANR My Mg [ FHDA N 45 41T : S AT e 22 B O be Bt AT e 22 EY
PRI R AR 2R R PEE AR 22 R 2 e B e b 22 AR e Sl AT
IR 7 AR s i A IR 2807 S B st R R ot S e 2 A e 2 VR 1
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I ESE DA M B A

[0693]  AEANRY SRS LG 9 DL N & TR FORFA « 8 AT R R e e AT e M 22 Y
RIIFTHE X eIk K DL R B 253

(06941 AEANR by szt I p DA N & TR B T4 - 5 5 AT RE AR U O 3 b 42
RIS DA M B 5 5

[06951  R**3 [ HIDL N & T4 R I RELH < 2 R b R AR o BE DA R AT e b 22 AR 1 4
Fidk;

[0696]  R* % F DL N ST S I HEAH « A T S BUAR IO b 3 AR 3 2 B PR 2t
SE AT BRI 75 58 et S HUR 24 5 3L (X1 3 (X ek - O -NOL DA R 28 2535 5
[0697] G lyO.SERNR™;

[0698]  a’hj0.1.2.35k4;

[06991  HREANKARST A 3% FIAT e b 22 B R 75 35 0 2% 05 366 I A SR s M b3t | L PR 1)
SN E D — ARSI 5

[0700]  A&F/ bz H0.1.2.38k4 5 Fl

[0701]  chy1uk2,

[0702]  HPRISAM- MR ST 2 D— N3

[0703] S (XD L (XID) o (XITT) « (XIV) « (XV) o (XVI) « (XVII)  (XVIIT) « (XIX) 5k (XX)
ML E b s —& i AR PR s AR m e e DA o R (D L (D .
(IT1) ~ (IV) « (V)  (VI) « (VIT) « (VITT) « (IX) 5 (X) FUAR RIS S2 I Pr bt SE TR B A i
HAaohtus 2 @ (1D (1D L (V) « (V) « (VD) (VIT) « (VITI) « (IX) 5k X) [t S PPt
(R PR & Sy 2 B R A P e

[0704]  ROEEPLL FHIAR IS (D)« (TT)  (TTT)  (IV) + (V) « (VD) o (VIT) 5k (VITD) fk
Efli o AE— 2 E I, T (D (TD)  (ITD) < (V) « (V) « (VD) « (VIT) sk (VITD f£ &
W, g —RASNIT TR B, FrAT R IH H— RO gH o fE— 2815 50 T, A H— AR
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25 DB BRI AE— 25 LT, A NHI— RO D — B 3k E— 8 5]
2Tl (D L AD  AID L AV) L (D) L (VD) S (VID B (VITD (&8, 20— AR & [ 4
BRI R 2 HUR IO B AL AR e 2 BRI be S 2 el R e M S U e S R T
B A I, ST (D L (ID L (ITD L (1Y) (V) « (V) « (VID) sk (VIID) fefy, %20
—ARON - (CHy) (Lgs AL OB B LN 1.2.3.4. 5506 0 75— LE5 0L N, 2D — RN -
(CH,) Ly~ (CHy) Ly~ - (CH,) (L~ (CH,) Ly~ (CH) L.+~ (CHy) Ly~ (CH) L.+~ (CH) L, (CH,)
oloZk - (OH,) | Lo FE— eI, 50— AR -0 (CH) Los HrPL B2 HL 12,344
5ik6 o E—REE L T, B D—AR A -0(CH Ly~ -0 (CH,) Ly -0(CH,) L, -0(CH,) ;L0 (CH,)
oL 2k -0 (CHy) | Lo 7 —EE 5, 22/ D—ARNg- (CHy) 0 (CHy (Lys ForhL s 25 HLATA
SHT I 12243345k o (E— 2SI, 25 b—ARNy - (CH,) 0 (CH,) Ls FrpL g Fedk
FLAEAN G MM 13203145856 o £F— 221 50 1, %50 — ARl -CH,0 (CH) L~ ~CH,0 (CH,)
,Le~~CH,0 (CH,) L+ -CH,0 (CH,) ,L,~-CH,0 (CH,) L~ -CH,0 (CH,) L.~ ~CH,0 (CH,) .L,~-CH,0 (CH,)
oL~ ~CH,0 (CH,) gL 5 -CH,0 (CH,) | L - 2L 5, % /D—AR*Hy-C=C- (CH,) Loz HAL,
S EFEL I N1.2.3.4.586 . £ — 250l rh , 50— AR K- [ (CH,) 0], (CHy) Lo HrhL,
HESESELEA ST 12345806 7E— L5 I, D — AR Hy-0[ (CH,) 0],
(CHy) Lgs FEHIL A B HARAN S MR 112234506 . 75— e 50 I rh , 50— Ry
288 K IR PR M 2 R A b 5 o E— 853 rh , 50— ARy -C (=0) 0 (CH) L5
L MBS AL L1, 2.3.4.58k6 . fE— 2501 h , 50— AR A -C(=0) (CH) L Hrh
Lo MBS A H 30 1.2.3.4.586. fF—2L5 i, % /DRy - (CH,) NH(CH,) Lo; 3L,
B HAA S M 91,2434 556 4F— 285 i, 2= /b—ARO ST RY) L, Horh
AR IR I e 5L HEL Ly B 3k /E — B 9 i, 2D —AROHB R)
Lo» FEPRAEARS S AR 2 B (R 4 5 FLFE P PL Ay B8 28 s s AR50 BT AR AR DU ik
R, HOR B LS5y s ST et D — AR Bl

}I“\r

\
[0705] \ BRIy R E S HD) &
T . i

B—F ~—OH

F/ \F . H0/ B R R
[0706]  YE—LE5jfilr, 25 /b—ROME [ FHPA R &I 4 A4 « -C=C-CH,CH,CH, L, -C
=C-CH,CH,L,+-C=C-CH,L;-CH,L;+~ (CHy) ,L+~ (CH,) ,L+~ (CH,) L.+~ (CH) .L - (CH,) L+
OCH,L,~~0(CH,) ,L,~~0(CH,) ,L,~-0(CH,) ,L,~0(CH,) ,L,+~0(CH,) [L,+~CH,0(CH,) ,L,-CH(CH,)
0 (CH,) ,L;~~CH,0 (CH,) ,L,~ -CD,0 (CH,) ,L,~ - (CH,) ,0 (CH,) ,L~ -CHBrC (CH,) ,L,-CHC1C (CH,)
JLg~ ~CHFC (CH,) ,L,~~C (=0) OCH,L -C (=0) 0 (CH,) ,L;~~C (=0) 0 (CH,) ,L,~ ~CHNH (CH,) L~ -
CH,NHCH, L -CH,0 (CH,) ,0 (CH,) ,L,~~CH,0 (CH,) ,0 (CH,) ,L,~~0 (CH,) ,0 (CH,) ,L.~-C (=0) (CH,)
L% -C(=0) (CH) Lo R T (XD 2k XID A58 AR RS AT ) A — 2 T S 4
TRFAFIRY RE RS R R RT RS RO RY LT Wambl Ensf Al & T T —F A 5. - TR
(XTTT) LA, AR IR IE A b g — 25 1] 5 4nACSC A iR IR R? R R\ R\ RRP. R,
R® QI A Kenii HA SR IR — F A1 52 T3 (XIV) Ab B0 , ARSI R (R AT o (g —
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F G UASCITRIOR R R R R R RS RV R” T mbl ns HL 4 A5 AT — 345 5
T (V) B (V) A6 A, AT R R HE PR Fh g A — 2 T 5 ARSI IR R R REGR
R'R%R%R* R\ T ZamaqPA Ber sk FLAR A T — A1 56T VI (L, AR
FIRCEEAT P A — AT S5 AT TR IR W R*R® R R R\ R*\R° R T ZnPA Bmssk L4 75
AT —F A T3k QVITD) AL A8, AR IR L i A — 35 T 5 AR ik i)
RLRERSRLRRTGRERYRY R, T pPA Bnil LA TP T — Z 4l Al L

[0707]  R¥IEPAIIPA R AR AT 52 (XTX) 5 (XX) 46 A5 Wb 150 ] o £E — 2 5 sl , R% Dy
B Rk A — RS RP R B LU A — 8 S i R % R B R IR 1T
e 2 BRI BT 5 AT Lt 22 BRI ot S B i R b 22 AR O Bt S R e 2k o AF — 28 5T 14
LR -81 R 8B RY) o fE 2SI R* A - (CH,) Lgs AL B 2L A5 1.2,
3.4\5E6 . AE—EEfE LN R - (CHY Lys - (CH) Lo (CH,) jLo~~ (CHY Ly~ (CH,) L.+~ (CH,)
olo~ (CHy) (Lov (CH,) Lo~ (CHy) gL sk~ (CH,) | Lo fE 25t h  R* -0 (CH,) Los L,
MBS I H G123 4 5816 /21500 T RN -0 (CHy) Ly~ -0 (CH,) ,L+ -0 (CH,) ,L -0
(CH,) L;~~0(CH,) L~ ~0 (CH,) ;L~ -0 (CH,) L, -0 (CHy) (L, -0 (CH,) (L k-0 (CH,) | L o fE—2E
SEBIA,R*H- (CHy) 0 (CHy) Lo s HEL O BSREL LA ST M 1,234, 5506 fF— 18
SMEBIR R* - (CH,) 0 (CH) Lo HARL B 28 LA JAar b 1,234 556 . 71— 18
S8R, R* 2y -CH,0 (CH,) Ly~ -CH,0 (CH,) L~ ~CH,0 (CH,) ,L,~ ~CH,0 (CH,) L~ -CH,0 (CH,) L~
CH,0 (CH,) (L~ -CH,0 (CH,) ,L~-CH,0 (CH,) ,L,~-CH,0 (CH,) (L 5t -CH,0 (CH,) | Lo £ —2E5T it 5]
H1LR¥ Ry -C=C- (CHy) L; HAL B LI A i1.2.3.4.58k6 . 7E— 2L 50l rp R -
[(CH,) 0, (CH,) Lg; FerhL B A3k HARA AT b 1.2.3.4.58k6 . 78 2L 5 jtaffilr , R*
J3-0L(CH,) 0] (CHy) Ls HAL oY LEL HAA JASr My 1.2. 34556 - fE—LE 5Lt ff
H L R 2B LR BUR AT e s S BUR (e 3 o ZE—2E 5t ffil v, R -C (=0) 0 (CH,) L;
FORL OB B L1234 5816 15— 2L f R4y -C (=0) (CH,) Ly FPL e
REERLjH1.2.3.4.5506. 7E—LL i, R Hy- (CH,) NH(CH,) L L s AL H A
FHT 1.2, 3.4, 58k6 . E—E SR, R ST (RY) L, H AR DT B2 B )
Ji e UL B 23t fE— S5 I R WB R®) L, SR T U e
SEH L B R A — e RPP e R DL R & B R R4 -C=C-
CH,CH,CH,L,~-C=C-CH,CH,L,+-C=C-CH,L,~-CH,L,~~ (CH,) ,L - (CH,) ,L,~~ (CH)) L.+~ (CH))
Lo~ (CHy) (Lo~ -OCH,L -0 (CH,) ,L +~0 (CH,) ;L0 (CH,) L ~-0(CH,) .L,+~0 (CH)) ,[L,~-CH,0
(CH,) ,L,~-CH(CH,) 0 (CH,) , L -CH,0 (CH,) ,L,~-CD,0 (CH,) ,L,~- (CH,) ,0 (CH,) L~ -CHBrC (CH,)
,Lg~ ~CHCIC (CH) L~ ~CHFC (CH,) L.+ ~C (=0) OCH,L,+ -C (=0) 0 (CH,) L~ ~C (=0) 0 (CH,) ,L.+-
CH,NH (CH,) , L~ -CH,NHCH, L, -CH,0 (CH,) ,0 (CH,) ,L -CH,0 (CH,) ,0 (CH,) ,L,~ -0 (CH,) ,0 (CH,)
Lo~ ~C(=0) (CHy) L LI -C(=0) (CH,) Lo 5T (XIX) &, ASCITAR R S )4
— B A TR IR RE R R RP L R*LRP LR RY R .G aa K bPL e sk 4l &
A TR O LW, AR ORI (B2 1 5 WA SR IR R®
R R* . R*.R¥ R R R \R” .G a K bPL K ek LA S e E 414

[0708] YA HERFANATIAR SR B — R &, B S — A S ik Es sy vh A
WAL ilinte 5 XD  (XID) « (XIID) « XIV) « XV) « (XVI)  (XVII) « (XVIII) |
(XIX) uk, (XX) A G LA SATLE e 453 1R/ INL 75— 28 S 51 b, Firak 2 Wil £ 1)
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TS T 5 RN/ B i P R DL 2 W 71 o £ — 28 S E I vh , Bird e 4l
o6 [ FHEA N & BT B2 < BB AR I8 B350 BB AA S T B 7 RRUE
PRI G B S A 7 o
[0709]  GUASCHEFAERT IR , 7528 S, S T e s A i ik T 75
EAEANAES S T R A S P B (BN fu 5 20 (XT)  (XTT) « (XTTT) « (XTV) « (XV)
(XVI) « (XVID) « (XVITT) « (XIX) sk (X0 FOb &) S8 PRSI , 7 A 2 O I s S 77
Bans B & (@) (1D  (TTD V) « (V) (VI) < (VIT) « (VITI)  (IX) 2 ) e 59) -
[o710] %
07111 fr—LBusTj R , ATk 18 SR IR T DRk o fE— L8 15 00 N, Frik h i bs
255 b2 Eh AR, AR s TR BTG O &, Bk #h Al A B 2577 1 AT Rz 1
Eh o TR ST EARN GIN T ff T TR A SRR s 5 77 A 52 A R X AR R SR i 5 1)
AR BHES Ao 559N, Bt J@ AU R A AN 1 i, AN T ES - X O U FRL A iT/N T -1 (5140 -2 -
3) , BAEArR S, R MR A E X © Al 5—APL & W9 145 6 o AE— L85 15l
W AR ES - B B B IRAR IR AR IR AR IR AR IR AR « — S L TRAR
IRIHIRAR « CFRAR S FHERAR A RAR U M R AR « AR AR (R BT RRAR)  — 3 AR AR
R B RAR) P TRAR  FLRRAR Sl A HH AR o 18 15 TR B 5 - 1R HL e ERR 1 1 5551
BFETCATURR PO LR, () a0 S0 1 B - L - A TRAR AR R AR IR AR) 2l
HURR A FEHORR (DI GRTRAR L CRRAR IR FHRAR WA AR « O FRAR  FLRRAR  FHPRAR T T
W5 ZTRAR A R RAR DU MRAR AR IR - & AR . T AR DU Z5TRAR -
IKIGERAR R CIETRRAR T RN i RN . 55 T FRAR AR BRIRAR) o b0
EARMR FIE ST AR O R I R IR AL L A K IR AL L o /KL B AT TR £
(anhydromethylenecitrate) FEHBAR (arecoline) KRR 2 IR A Zh A INER £h . — %5
PR ER IR T IR H IR AL IR £k s B W NI HH B OK %
FRER) (25 IR EL . £ TR R R ER L R ER R OB LE R ER I IRER £ L PR R
i SR ER  FHORERIR £h . +— bR Eh - LR EL AR 2h K FRER EL VAR IR 22k LI A PR A Eh
ALY MHIFRES (calcium edentate) FENAHAFREL (camsylate) JARFREL UL TSR
Eh R ER KRR Eh L O IR ER IRFTIREL (estolate) \ARARRER S T M ERER (AT BR
PHERER AR EL . 2R Eh N B EOR IPRR £ - O 2L [RIK ik (hexylresorcinate) i
F5 (hydrabamine) IR PRI ZE IR #h L) R C AR 5 FLIR Eh UK
FREL \IE SRR ER VI T I —FRER ISR AR  FHRATR £h R RIR £ - Z5 AR £ L AR Eh B 2%
MRk (R IR L (embonate) ) JZ FREL (IR £h/ —BEIREL IR - FUMIEIR EL L /KAZIR £k 1 5
TREL IR CERER VT T IRER IR EL P T IR Eh (tannate) (WY AR EL 8- F A% IEL (teoclate)
M= HM (triethiodide) (S0 DI# (Berge) % AN, BRZ5F #2435 (Journal of
Pharmaceutical Sciences),66(1),1977,1-19),
[0712] & AR ik
[0713]1 B s F2 BEE Bl 52 A T T o AR I 5 7 T T B AT iR 1
185 5T FT AR 5 B AN A SR ) 25 s 52 571 o — ik, 18 5570 Al i s A mT AR AR 5
R NN INE YIS ANE S g5 R Ay - PV NI BN M VAL S G A 3 L L NS N )
Mgy 2 RTE AN B AE BB 00 N, K10, Ik SO 0 Kt 5807 55 16 577 HiT a4
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AN g S (FIamE 25D LA N E BRI 24 T B s AT AT sl 5 71 A ERR
HIVESRE G BT RS IBOR A N T T A& s Anrs e s se A e il &7 ik
IR AN, i A v S5 A & RIS P T B 2P 3R (B Al . aifb) «

[0714]  fr—BUifHL T, i 527 i i 5 700 p S Ak S5 5 528 00 ON SR T B o AF 228 S it 451
W, T IRV M B8 R R R S A T IR S 1 52300 I (I anasin o) SO o 91140, 18 5E35 0
T ANS, 281 S LS U SO B 40 B 2 o B, AR ok s S ST TA] , i 52 s o0 e i 25 52, A
[0715]  RSCRTIR 15 1 AT T H s eI AT Il R & pl £ Fh 2 AR 52571 — iR, 152
FTTHE AT (035 2 D— AN T £235 SRRy Bt B 253, 4n" S P 5 - 1t 5 1 i Ok v sk i
JESTIRIIB RN AR T 2k

[0716] AR &5t

[0717] ARG 7 T AT ATATE SR AR A T, FriR i e s (AR T) R b
JRIR T (BIARE ~ e BEbE A KD AR (Ban — S0 b U0 36K =3
2R) A IRIR AT (BN 2R 2R IR (ERIA S (BN AR CFR) Bk va ) (B an Py 2k
M —WEE Ok WS b0 DLSBETA T (AN R R W N BE SN EE BT RS o 7t
SR A BT PRI R o A2 e ST A AR BT R iAo o FH Bk A i 7 74510
PR T O R I S2 B R PR SR IR - — HITAR . — FR L FR I L ) e FR Y . & —
B5 Ak S PO S0k 7S RS - I =il = 2% FR LML e DL KL IE

[0718] Rk 5 ik il ARG G P T AL —2RIG O T, ATk T3 AR 29500 (191412920
°C T T£J20°CH£)25°C 2 [A] £)25°Cal R DR ED) AT A 281G 50 1, 2R, ik )y
AR T s T =R S N T, B/ 2 - 78°C N fEZ)-70°C£J-50°C £J-30°C . 2] -
10°CZ)-0°C.£J10°C£)30°C . £J40°C #]50°C . £J60°C £]70°C . £J80°C . £J90°C . £J100°C
£J120°C £J140°C ol HRNRE T o fE— 2L 5 FIF , Brk 7 EAE T =R IS Mk,
PFlansT-2925°CH52J120°C 2 ], B A1 T-£925°C 5 £9100°C 2 ], B/ T-£940°C 5 £9120°C 2
], B T£980°C 5 £9120°C 2 [H] o AT I AR IR R R LRI B o A — 2015 00 N, Firadk 5 2T
T2)-78°CH5£925°C 2[RI T£90°C 5 2925°C 2 AR M Te

(07191 ASCRTR 5 i P AEATATE AoH(E BT, Blanss TN 2913 T h T4y
1255 TE/ N1 E Tl N FA10 55 Falo N T299 55 Tal/ N 298 55 T e/ N 24975k
FTE/NT 296420500 N, pHE PR T T LR T T2 R TS 13 KTl
TAVKTEE T R T a6 KT ol &S T Talo Rk Tl S 18— 28l 40 |, pH{E P /1T
29252912 2 8], AT 235411 28], i/ T 294 52910 2 [7], 5T 295 5 499 2 A, 5k
TA65298 2 0], oA 2T,

[0720] WK 7 o b AR T 2960 % KT 2970% KT 2975 % KT 2180 % K T2
85% K T2190% K T2J92% KT 2995% KT 2196 % « K T2J97 % K T2)98% K T4
99%%99% DL .

[0721]  Bl.x{b

[0722]  fr—SESE {5l rh , 185 52 0 1 S AT IR 15 16k 5343 SO SR T Ak o 8 B8 STt
Bl S AR 0 2 2 /D — A B RS SR B B 253, 1k 2 (lan'°F . °Br P
) G A B S AR O TR M s R R s R A I S i B
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IR o

[0723]  YE—SEsfpirh , p t it 40S, 285S 1 S OB SR B 46 i (R 1 35 257 i
XA 1Py 2 M= A S o 51 A, A A P X A P Rl e s 5 T X A P e i
SR TR A S o AR S, BRI RN AN T B e SR R 5D SR I —
L RFRFE - B, X 58 2 iR OR 47 38 1 525 AT A AR A T HURD B8 o A R S e 5 vh , A% I
FIFER BEROIUR SR A SR 57 (BT an a2 PRI 271D

[0724]  fE—LEsj ik, Frie i sEmmad 75 Shak 2 A BE X0 SO, (4 565848 5
FRAL 5 EUY) A ke TG i B s g 05 B IV 2 BORAE ARSI o LRI o
B, £E S B, (05 T P T B it S s S P RS AR (D) f i
TN, 5 S8 /) ) R (Sandmeyer reaction) 5 5L B A(ER ik S FIHTIX A Sk (0
Ban DIFE £ (Beletskaya) 25 A, & k27 (Synthesis) , 2007, 2534-2538; B 72 (Hubbard)
BN 248 (.0rg. Chem.) ,2008,73,316-319; IEF] 2535 (Filimonov) 25 A, AL
“FaBiH (Org.Lett.) ,2008,10,3961-3964; FEH7iE £ (Krasnokutskaya) 25 A, %7,
2007,81-84) o fEH & ShaBIrh, (05 PPy S EB A5 A B A i R T IR 2% - s 12 SR
(Balz-Schiemann reaction) H1HE%(Ehik SEAINTIN A S A% o 7E L ST h , Ao 1k P T
LAY 11 B Ty T 2 S 2R A (aromatic Finkelstein)” [N HF5 BEIRIE 5
FUHTIRAAR S B (0 BAnA . sehiffll (A.Klapars) ,S. L. #7761k 7% (S. L. Buchwald) , JE[E{L,
22 (J.Am.Chem. Soc.) ,2002,124,14844-14845) . H& sz, 444 1k *Br
T8 553 A 5 7 1o (o AR e AR s 5 A T X 5 Y RN - e 2 T e e ik 7] (3%
DU (Thiebes) 2 A, Synlett, 1998, 141-142) sk IAVARR ] (G WALIIE Murphy) 25 A,
EEE2E,2007,129,15434-15435; 13 7% (Thompson) 25 A, 5 ¥, 2005, 547-550) J
R KA o AE— LS, 05 O Bridk SRR A1 S A AL = SRR £k i B O e
G G WG . W, FE K (G.W.Kabalka) ,A.R. &3 (A.R Mereddy) , 5B AN
(Organometallics) ,2004,23,4519-4521) . AT J@AUI IR AR N AN TR, Al 2 He 45
F N RSB BRI S B G BRIk 4E ok (Kraszkiewicz) Z8 A, 2, 2006,
1195-1199; XA F (Ganguly) 25 A, £ R, 2010, 1467-1472; 55k (Tskra) 25 A, 25k
¥,2004,1869-1873; R HZ=kF (Castanet) Z A, U {A#E I (Tetrahedron Lett.) ,2002,
43 ,5047-5048; i1 (Prakash) % A, 25[E k¥4, 2004, 126, 15570 15776 ; CpRJi L
(Lulinski) 2 A, &R, 2004 ,441-445; IR FI & A, A2, 2005, 1103-1108; 445
(Rajesh) ZE N\, BV (Org.Chem.) ,2007,72,5867-5869; &FY (Kumar) 25 N\, & k2,
2010,1629-1632; [ (Zhou) % A, A Ak, 2011,207-209; 555/ (Menzel) %5 A\, ML -4
5,2006,71,2188-2191) , HixX 2 b A] - Eee st ol b DA il A ST ik 118 52771 - T
FGURIERN RN T fif, A SCHTR IIVF 22 75 58 X 0I5 300 A A X1 S M SR el
BRI A A M B B A2 B i 52 o

[0725]  {E—Se9zjffr, 02 Ok SO0 R s S A I 0 O B AR B A - 2 WA dn s 4
(Furuya) 2 A, &%, 2010 (11) : 1804-1821 (2010) , JT -5 Gk S 87 [ 5 [ Jost o 41121
FE RS 02 PRI SR 3 O S A o SR AR A S B B o SR AR S S5
AFE (EAFR ) g v Tt 72 (Halex process) (Adams%E A, 52721118 (Chem Soc
Rev) 1999;28:225; ®4Evx (Horwitz) ZE A, BV F444:1961;26:3392; Ak (Barlin) &
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MG 5% FAL (7. Chem. Soc. ,Perkin Trans)1 1972:1269; VL7 (Pike) 25 A, A HL
2B @i (0. Chem. Soc. ,Chem Commun) 1995:2215; 7P (Shah) %5 A, k54n51k
LT 1998:2043; 3CBREF (Ermert) 55 A, brid b S WU E25% (J Labelled Compd
Radiopharm) 2004 ;47:429) ; 5 AL IEAY (TR (Adams) 25 A, L7231 181999 ; 28 : 225
BTk AT N 24 (J . Fluorine Chem) 1998;92:127) ; 5 v ¥ et (5 H e
(Angelini) S A, ST 42519853 27:177) DL M 05 BB 103k Nk <5 (Zhdankin) 55
N M4 E (Chem Rev) 2008;108:5299; DIMAR (Beringer) 55 A, 2R 4 &
(J.Am.Chem Soc)1953;75:2708; Z It (Ross) & A, ZE[EMK¥£5:52007;129:8018) . 5 it =
SRR AT T A SO (P (Sun) 252 A, 788 /2% (Angew . Chem. , Int . Ed)
2006345:2720; 143 (Grushin) 25 A, & EANILF2008; 27:4825) o A HEEe s, 3
Mg RN 2 E N (S WA €5, SR AU F22008; 27: 4825 5 JRAFF#) (Watson)
SR (Science) 20095325:1661) o A8 H & S Ir, 05 OF it S0 1t S i 5%
LRSS £ o 7 FEL - S SRS TR S A s ((EASFIR 1) 0 BEA8 R4 (Grignard) 15551
BN (2P Hi% (Anbarasan P) ,4H/R'S (Neumann H) , DI%) (Beller M) . {2 [EN F{L52010;
49:2219) ; FEESRFIM AL QL H (Yamada S) , JIK 273 (Gavryushin A) |, i H)/R
(Knochel P.) fE[EIN H{k2010549:2215) ; AL BRI, Ird GVLE B a5
SERr X Oy SERERE S IS b SR 5 SRR TR kS SRR (A3 Bryce) SN, H
MUY 2 S 5 1986 : 16235 1T (Tius) 22 A, &k i#  (Synth Commun) 1992;22:
1461 ; REH (Cazorla) S A, PUHIPAIE H2009;550:3936) ; 5 LAl s ik (5%
(Lothian) %5 A\, Synlett 1993:753) LML i [ B G FE 225 N, Synlett 1993:
753 ; 2MF F H (Namavari) 552 A, N U A7 2 (Appl Radiat Isot)1992;43:989) . fF—
BESEEI, 5% B oA RO SR T e ek e o (G LB S B R R
#2008547:5993) il (ZILBIAT A5 N, R 2257520095 131: 1662 H A 5SE A, AL
DU (Org Lett)2009;11:2860) .

[0726]  B2.%L

[0727] N T fig, BSRVA P ER R EE TSSO, (HX A PR IR 1, Xy IBUR N 2
A e SO -

[0728]  fr—LLsTjtahlrh , TG plidk sE 770 100 0 B A 15 s T X Ak 55 3l o
Fefh, DR () D B A AR T 2 2, NI A 5277 o A — B8 St A A 5 R
FIASE, 4ndE F SO SN AR HR TR (R SR

[0729] R Be syt , TG B s 500 KORAZIR A N N T A, SRz
W AR 5 o BT ERR A () o £ SR S il b, 402 B 2 B (s SE A T
RAESRD AL T RN, FHIE, 25 KI5 0TS 28k S L EL e, = A i 5 7] o 75— BE S 4]
ST A, MU R IE i 3k

[0730]  Fr sk B RN SN T i TN S b A T A IR IE & 254 - il , 2 DL VD=
i (Cesati) 55 A\ T-20114F-2 F8 H HT5EIFr % F 15 Z€PCT/US2011/024 10914 17 DK
(Casebier) % A\ T-20054£2 F 11 H HEHIERR L R H 1 %€ 55 PCT/US2005/004687 5, A5 H
WRHETITABRVASTH A RHFNRSH AE—EF 00T, 55N ik (BIUIKE NaF 55
EPUBE D) .
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(07311 FE—2E5jEffilrh i TR (i A 2 s A R el o 75 RS St fel v, 1 AT
FIrR A T A SRAL 77 JgNaF BRKF o A8 R St il e, i F T A i 2 g Ak 5710 I
7 ZZ IR  FE R SR, AR AR A S SN 1 5 25 F B S A7 A B R B R
[0732]  GEIE AT (U A S — ek 5 B —R 45 A 5 1T 5 5B —R e A F o A — 28 S )
e T RS s U B SRS MR B DAL T AR B TR AR A il it 52 711 o A5 0, A
B, e iR S 2 AR A BTk 2 G R B B S R S I
ik IR A - o 7E R BE ST, 25 G A A B 404, 7,13, 16,21, 24- 75 2% 1,10-
BAIR[8.8.8]- 75kt (B Kryptofix® 222) o 77 HEEe S ffilrh , 24KF by sl A, k8 EL
AT AN ARELA - T A B ELA I3 i 6 - 1 SN 1 DA I o E— 2 51
TG FEY Aol FE OB ) 372 RN ) 20T Kryptofix™ 222 (5] 402k Kryptofix™ 22254 81 32 K11 /111
75% 80 % 85 % 90 % 95 % 595 % LA _I) 17 CIREAT -« RN Z5PF AT B35 — Bl 2 Pl o
[0733] £ LS, 46K, CO, MK ryptofix™ 222 (S AHICRH 1 (G FEBIAnE) %A
138 Kryptofix® 222 (T Hog 7R 1) A7 A6 R, A8 ik 5 55— 1A 41 £ foMeCN
() R A  AE— S8 SR, K,CO, S5t s TR R IR BE R LA 290 25: 1 295 11
YR, an0.5: 1 1: 1,

[0734]  FE—BLsjitafslrh , AERRIR U e B B i B R S DU e R AT 1, AEAE V77 FMeCN
WK AR SR o E— BB SITREA |, BRFR DU ot i 54 sk R PR 2 DU e ik #4512 52 77 T 9 AR P BE 7R LR
INT292: L AR R B R L

[0735]  FE R-BL STt A h  ASCRTIR A B 2508 MO 2 i 2 AR MH IR 52 771 o 7 e i
IR, B B0 M AE IR ,CO,/ Kryptofix © 222 (5f Kryptofix™ 222f() Hoe i 75 B5 A1) ak
IR VY e S B IR ER S VU e S AFAE N (AT R AEMe CNHR B/EMe CNTRL S0 HR) LA AT X
R o FE B S R BT 28 5 A A R BH P s 5 77 i A P el b i e i
G ARG s (b« Sl R ER R E O M ER Eh \ = S LR L L R OR TR
(toluenesulfonate) JKHIFRER  LTRER AR EL IR EL  FHORRARER (tosylate) LAK I
Fih.

[0736]  YE—EsjE i rh, FT RN TR A b i — ol 22 Pl £ 253t 5 77 i XA R 5
J3Te TR RN TR, FEASC R TR R B RN S P AR S o 75 RN
S TR AT I RE AN AR o 35U AT Dl P2 v i el A a7 o 4B s P ) R e e 77
ER AT IR BT B S R BR < B AR AS R LA A BT R TS BOR A R T iR
He ikl

(07371 FE—2e st slrh , R0 AT (R ik adh 5 70 i X 4 5 3l o = AP S A/ ek Pl A B T
el BT 527 (9140, 75 HELe S 5 b, S5 o P HLA AR AR SR (Bldmsedztd) |, L
VR N 357510 ] B G IO S N o A A — N UM S5, S 5T m] s B FL R 1 (491
UnFI N 2k PR 1), HARAI T T 454 T SRR AW N ATAE R T A7 I AR 25 1,
P M HE o B S o 23 R 520k IR B A2, 4 ((EARBRT) Kryptofix™ (40

Kryptofix®222) . 76— Be5affirh , ik A 24 Sty
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[0738]  fF 2B fil b, A H S s A T X A i i o] S5 s i 0 o 49, 7 5
BE S, 25 0 2 i B AR v, EURE T AR i TR I i e pr gk g rp o A e
SR 25 6 S BRI R ] 4, LSl aR [k 55 1 5 70 i A A T i b e fik o A
SRS, S SR ST BT A S Y (BN B - 24 4T b, B SR i i
T B A S s T o B e oV B Vi 9 i s 7 T g A ik, sl A A i A
I e (o 55 16 BT T I E A TR e ik o

[07391  fF 20T filrh, TR i R BRI S8k « AT F, RO “BRIR 4R fa 0 &
kIR %A (bicarbonate/hydrogen carbonate) B (HCO, B1) &k o 7F —2E M1, ik
FRAZE N JBIRFR AL , WIRRFR BN IR S 85 IR T DA S R S 55k o A1 8 STt fp
PRIR S SR IR S B (KHCO,) o 7F —2E 50, Bt A 5k 0 S AR AN B 1, 1Rk A
BN, R A 3 ] O HAG AR NHCO, IR A VU B Bk, HOHRROM T o A5 — 28 S i, R
RMARERGESE , G 3E 3 VB LT 36 R R Bk L 2 (DUE AT o A B S (91l e £
MEt,NHCO, o 7 HE St , firik #5 9Me NHCO,+ i - Pr NHCO, vn-Pr ,NHCO, \n-Bu,NHCO, i -
Bu, NHCO, 5§ t -Bu, NHCO, .

[0740] 1Ll , it il o iR £h « AT T, RS “BRIRER” F5 60 S kiR
FRE (C03>2;‘%¥) (R o AE—SL SR, BRI R 0 <5 IR EL , Am PR R 5 Ik PR
VA KRR EE o A7 RERE ST , kIR Eh BRI B (K,CO,) o fF—LE S, Bl £h 0 5 k5
JEADN B, ABRER B - AN, iR ER ATy AT 50 R N) ,COIRIRIU St S 8% , HrhROD B At
FE—BESTE A RA] DR GE S, AFH3E £ 36 (N E T 36 AL OBk 2 DU AT o A 0
B , EEh ol (BN ,CO, o A B S rh , Frid dh 2 (Me N) ,CO, (i -Pr,N) ,CO,\ (n-
Pr,N) €0, (n-Bu,N) ,C0, (i -BuN) ,C0,5% (t-Bu,N) ,0,.

[0741] A BESATATHREE PRSP A, B PRI SR IR Eh AN/ ks 2k T Bl T adse A
AT ARARI) SEAZ A AT 4 SR (R AR) s

[0742]  fr—esthilrh , R B S i BB B IS A £ IO BH 25 11k AT
RESY RN 5191 05 W B LR VA 110 P e 1= R T 0 VAS VK = RV N T 7)) G = 9o A et ] o e
W, BHES A ANSR AU 25 5 W 0T, B SR T A 3 SR SRS S A2 R R R o Pl
JE AU B AR T BB 128 P18 A E S S 99 LS AN B 118 2 FHES - il , FH 1
AR RN R -2 0/ s ] 595 S 1Tk (Lewis base) of/E—281f 00 N, Al H% g
VEBHES o AE 281500 1, FHES - AT — i 2B B - SO0 A7 BH S - 1 S5 ) (4 e 5 1
A NHIEIREER IR AR S (We,) 5P (\WMe,) ,PULTILERER (PUTT BLgk &R (B anPy 2k
o N (CHEE b ez CHERD 5.

[0743] ek, it isin sl , Bl A & IR AR L U B RS 110 3k
{E— LS B OSSR A BH I - o AE— 28 ST I rh , B 5k FAA R NX, H AR ASR AT
ARIFT AR H A % BTGt R R e 3 2t 3 O 2 20 Bl 3R, FXCOh T S FR AR
WA AT —EEIHI N, RN TSR BRI b 2t gk 5 56 20y BL ki 2B o £ — 28
ST, R AT A RE— R AT DR A B, A X R IR ER AR AR IR SR - B Eh 1Y
SRS ((HANFR ) IR A e Eh VAU AL B Eh  OFR AL W FURRELEh I CRR ek  FH e i
FREER N ORI R ek AR B2k i (e, (B anii i eicth) DS R A e £k

[0744] - — 5D, B h APULE ISR, iR S 8 e b ol an, sk nl HA7 =0
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R,NHCO, , HL R MR D HE L o A —28IF 00 N REEEID R B o A — 285BI, ey
fECAIRC, - C ottt o A — 28Tt rp , DU LTS R it DU i I s 5k

[0745]  AE—BCSTHE B, A8 Bk s R R AT R TR (B AR S Eh AN/ sl ek £h) DLtk 5
SRR BE R /INT ST 292 L AE— 28 B 00N I BE /R B /N ek S 2920108
TEETA1.9: 1/ NTEEETAL.8: LTk FET AL 7 L NT e EET 21,60 1 /N Tk
HF1.5: 1T T 4 e RT3 L N 291 .25 1 sk
BT 2 L N T EE T AL 1 L N T a T AL 1 BNl T£90.75: 1Lk
T T290.5: 1. 5/ N Tk T290.25: 1. 5k /N Pk T°490 . 1: L s/ N Tk 5 1450 05
Lo AE—SE5 00N, IR EE R F£90.05: 1. K290, 01: 1 K T-290.25: 1o fF— 25 3]
o, ER IS NS 8 S R BT AR R R EE AT 290 . 5: 12291 : 12 0] BRZJ0. 25 1R A1 : 1. 5]
£50.25: 15 2]0.75:1.4J1.49: 15 2J0.05: 1 ik T 41 .4: 1 £ £0.25: 1 2 [0 sk N T4
0.25:15291 . 4: 12 Al B T-£90.25: 1 54£91.25: 1 2 [Al,

[0746] LS , 155 AR 5 AR AE RGO sl LU T Ut i 5E 57T
IXARFEAY B S AP T 40 S T a0, M B ] BRI S — s 2 A T O TR
PO E T (Bl B E 1) A Ay B2 PRAGER I, P 0 m] -85 56 ot AR
B, QR 1, IR v SR L S B (B Qs Az i) o A1 s s il 570 5 25 A B
ARG, Frik 20BN R ANRR S 2 < B 2 1 1 ek Bk ok IR -« Z U0 B A (151
WCIRBANZ ) AT I TR S 18 R 2 1Rk B Z N AR RT B an4,7,13,16,21, 24+
NEEZE-1,10- “EGONER8.8.8] - Nkt (Bl Kryptofix™ 222) o Hog 7CRE: 14T
SURIIHEARN GINA TR o — 2L HS & 54,7,13,16,21,24- /85241, 10- ZHZM
IR[8.8.8] - A /Nl A ARIR #h « A FF & S fBlrh , 54, 7,13,16,21,24- )N E 4 1,
10- “REZBIAL8.8.8] - /B 45 K ,CO, A1/ 5kKHCO, o

[0747]  AE 55— 5B, B D ARBCAL IO B B SR AR 1 75 1 o R X
RECAZ - FA HAE ARG A ) — S SCHFERH 1 RO B 2 I8 2 AT LA o 451 4, AR
DI REA - (B4 ,7,13,16,21,24-N5E 24 -1, 10- ZHZA0A[8.8.8] - k) 11
LN AT AT L SR d-AT o AE — 28 ST B R, RIS - R 3 0 SR 3 R pHAEL,
DXAEH B BT (BIATRRFRER) A AT AFI RS 55 SR 733 0/ sl 4l o PRIk, 1 it
S, AR D S RECA 1918 O AT A Hee 3R (B an s A/ s iR & 3h) A7 7E
AT SR SN AT B BT SR PR A/ e A

[0748] {1 ) —d S  ARIEA A A IS AT DRI SR T 00 N EA T

[0749] R J@&TUEIIH R DU BE NS e BRI/ sl e 18 FH e I PR 1 24 s 7 244441
(BN B LR s 7 SONIN TR) TR ) o £E — 28 ST v, a8 52 770wl i ] — sk 2 Fhaliiv 52
Rt T, HofEdests 5 atsE A e 4y 51

[0750]  fE—BesfE i, DA (B anks 255 I8z 18R 1T 2B ik 5275 « A S
WP 25 b TR MR M s 2975 Rl ez A S e o i .

[0751] P& EAR N SN BRI BEE T]T ATk 11 75 VA s B « QAR
AR “F T Fa i - ek B 8 D — AU 1 AT, sl e S — e &
(BAmE SRR IR o £E— e S atol v, [l (o7 25k (0 P Jo v et £ [ e el 2 v
J 25T [POIH 0K R°0 (p, n) R4 o AF FERe S gilr, ik T M ALFE PRy
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VRTRAREBRATAT 2 5T, WA SR F [P0 1,0 51, " P50 i m] i B 8 13 o g i
B8, ELrh R B B TP S TR AR 1 (P00 1,048 B8 Bl FFA S5 AT Ak A7) (491
UEh) & PR A e B T S AR PP B, TE A 2 R A — S8 S
FHEE 7K IR TR A B - A2 B A, WK, CO, BREt NHCO, o 2E H e SUBEAIrp, P A (i
FHK,COKIARD , FLRRET AT (5140 FIMeCN) /a4y ({91 4n o P il R/ sl i e ik 2
) o AIFRAFICK [P FIKEAN/ Bk (PRI E NF A S A Wrel 3R SR

[0752]  {E—SBSfafiirh 55 SRR 5 s S T A M SR il 5 e 45 A
AR N5 2 R0 DA PPk B T Tk 1 o AE SR8 S (R, M (MeCN) ke
ORI AL SR, RS (MeON) Kt - BuOHAGRE S PRI »

[0753]  fF— oSz rh, T3 SR iR T iR R/ s 1 2 A RO 4 1k B T4, TR
PRI O K Bk o A — 2 S, 2 PRI A AT g — 2 0 —ak 2 R (nEl) o OF
[ (AR 0 P 2 2L sk TR 252 SRR TR 0 0 5 R 288 117 12 o 49100, T 4ol P R i
T T e R v s PP, NI A 02 [ PRI KPI 2 ORI ok o A8 e sl m] f
FHRRIR AU AT B BS 1 A A 1 s PP B, T P28 05 LR 1B NFAY 2 ORI
.

[0754]  {E—SBSftafiirh, Dt & Y B TR TR AT AR £9200°CTE I N AT T
B, AT NS [ OF] - AL IO AT R i DA AR ZE R (BIANZE£9110°C) o fF— 1850
T, IR TR EIE 2990-120°CEK 2)100- 150°CIEFE PN N o 75— 285, it
IR A Z75°C  ZJ85°C . £J95°C . £J105°C £ 115°C . £J125°Cik 125°CPA 1o fF—Les i,
BATRE T-VA N UL T :29100mm HgZ9125mm HgZJ150mm HgZj175mm Hg.#%J200mm Hg.
2)225mm Hg.#J250mm Hg.ZJ275mm Hg.Z)300mm Hg.%9325mm Hg.%J350mm Hg.Z)375mm Hg.
£7400mm Hgrk400mm HgPA | o A —SEsE il Bam s 1 DA M B 2910020 . 29125
LI 2150550 2417555 L 420052 L 422525 0 4925055 0\ 2275550, £) 28022 . £
300221, £J325 5 1 . 4350251 4937522 1 L ZJ4002 [ £J45025 [, 4950022 1 5k 50022 [
PA_E o BT JB ATk B AR UR R 8 e BN/ sl 18 FH TR 8 5 I 25 2R o FE —BE St )
W, 7E£9150mm Hg 129 115°C R IR A TRk B 1 AE — e S5 b, 7E£375mm Hg 12115
°C N IRYFIR G T 1 o A — LSRRI, A 294002 FNZ)110-150°C N iR4EABOA R T
J o AE— BB SJFI T (292802 L ) £995-115°C R IRZRIATRUR E T/

[0755]  FE RRue s il b, s A/ s R A SR A A, W e R A — i S5 N 535 )
AT O ACE i, ol 7505k SE 70 A 90 (AT T SR A R B A i SEFU = » BT IR U O B AR 5305
BRI PEIE TS SN R 252 o BN, 78 SRR S, Sl B S5 s 52 I AT R L AT
Vel h#91:10,00051:10,000P4 F£91:50005%1:500004 F£91:30005k1: 300004 F . Z)1:
20005 1:2000P I .£J1:10005k1: 1000PA | £91:5005k1:5000L I £J1:1005%1: 10004 I
£31:505k1:5004 F 291:108k1: 1004 I 291:58k1: 504 I, skfE 28500, 491 : 15k 1: 1A
b AE R STE G A TS S AT AR, ST T PAZY10mol % Bk Z5mol % B2
3mol % .8k Z)2mol % 5k ZJ1mol % 5k 2J0.5mo1 % 58 ZJ0. Imo1 % 520 .05mo 1 % « 5k 2
0.01mo1 9% f714E o £ — LS i , b 5T OF [l (o Z5 10k o Bl , 46— e s, PP 3
S AT AR R A e B M 2910 1,000,0008k1:1,000,00004 -, 5k #91:500, 0008k 1 :
500,00004 | 5k#91:250,0008k1:250,0000L F.5kZy1:100,0005k1: 100,00004 | 5k£1:
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50,0005%1:50,00004 .\ 5k2)1:25,0005k1:25,000P4 [ 5k%1:10,0005%1:10,000LL .4
1:5000%1:5000P4 [ £J1:30005%1: 30004 | £J1:2000%1: 200004 I £J1:10005k1: 1000
DA E#Z71:5008k1:50004 F291:1008k1: 10004 | 291:508k1:5000 F Z91:108k1: 1000 |
291:581: 50 I, s —20 0500 b, 29118kl 10 .

[0756]  fr—BESE i, SEAZ RSN AE — B 2 M 71 (I 2 LA 51 AR HTLEA 741 (131
WKTEF) SIS fAAE P IEAT A S S E I, 55 AR P v ) ek A AR PR PA 1 o A — 2
ST, T K, 7K o A — S S B I S =D 290,001 % K R D 4
0.01% /K E/DZ0. 1% K E DA% IK EDA5% E/DAJ10% 2/ 24120 % K /D2
30 % 7K\ /D240 % K /D 2950 % 7K 5550 % LA _F 7K o 7E — 28 S 51, 755 T A 3 T
250.1% 529100% Z 0] 291 % £ 2190 % 291 % EZJT0% 21 % £ 2950 % , 5k Z]10 % £ 2
50 % [ 7K o FE—BC S HE I P, AT S AR I 2910 % 7K V295 % K 24 % 7K 293 % IK V22 %
IKSZ91 % 7KL 290 .5 % 7K o AL S IR B 5129001 % 5295 % 2 [AITRK, A
T290.01% 5292 % 2 [A[FK, A 1290. 1% 5290 2% 2 [A]H /K.

[0757]  i& Bk 75 v A 1 5 e S a il (EASBR T AERH RIS (Bl an ke«
BE B IACHD) IR IA T (B — U B S5 3ROR s =3 R S5 A IR (9l dn
FHOR 2R R By (BN R CT) Tk 741 (B8 S0 s ekt Lk . —HI%
$0) A MBETA T (1N RS  FHEE S N EE S IR BT R o BRI e A BB 1 549 B 36
i~ PR IR AR — I Fe i MG O F D - & I A ihiek DU Sl ek« 7S FH 2 -
IR = Mol « = 34 T RS IE DA S o £F — B0 S0 HE 51 R, BITER B SR A 4N I A
AT o AE— B S E  , AT e BRI LA IR0 D B = i T RN/ e (s L e 2 e R
JEF o A RS SR SR SR AEVE NS TR IMe CN I A T o 48 FEEE S e 51, S5UAb S R AE A
ATt -BuOHH AT o AE REEE SRR, S50 SR A E i 771 Me N 55 t - BuOH TR & 4 v
AT o AL RS ST EID , FAL SN E R A FIIDME B4 T o A R EE ST e 5 b, S A S S AEAE
B FIIDMSOFEA T o A B0 St S AU SN A A E R THE A 7o

[0758] ¥ RSL S fplrhy, AT AT i E 2k 2 R A oK ] 5 1 B g A (4914
FHORTI R SR i XA FARcE i, ELINART S A TR ) w25 FIT e I B I iR o Bl an OISR
T AEE TSI, PP S A TR A AT A , I L 55 ] oo 5 1 T X Ak g S 71
TR AR TR i o

[0759]  —SESTREGITE Kotk s ) pr AR 55 s BT E pHEAR T 2913 I T 29128 T 291111
IR R i o AE— 2S5 00 N AR pHIE AN T 298 5299 2 [A] B A 12985 2910 2 ] Bk /T
2975298 2 ] o £ HEEE ST, S0 SOV [ pHEYE I K T 206 . BoR T-297 i/ 1-7-13 2
(Bl HARETRI S A T6-1227 [0 HATHE6 RN 2 AT 7- 1227 A HAUFE TR 2 A 18- 1227 ] H.
AFESFI2 9~ 122 W] HAHRIRI2 KA F10- 122 7] HLA$E 105112,

[0760]  #E—BEf5 00N, 5402 FYR 8 S A BT B ARG Ak 70 A A il , 44
FE— BN TR o 040, A IR B £150°C . £4160°C £ 70°C . £180°C . £190°C . £]100°C . £J110
°C.#J120°C.ZJ150°C.Z]170°C£J200°C.£J225°C . £J250°CE,250°C LA I, 4EFF21545hak 5
PPN N 21043 PPk 1053 R T 292093 k203 Bh DA T V29305 Bhak304 #h A NI
BN T g, wI I e I BRSNS TR o £E— S8 S5, 2 [ S SE RN, ¥ A0S RN TR 54
(B anas 2 2= HARSed A7 (oK) 8@ 1RG0 oK/ O Mk AE—2e S0 dlt
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DFRSR JEE A 2 el DA SE IR 25 A (I Ak 21 2995°C) o A —Lesfi b, s i 2]
{E2)55-125°CTEEIN IR E N o —28IF00 T, IIPGA R 2] £965°C . £)75°C . £)85°C . £)95
°C.#J105°C£J115°CEk115°CUA b o 28500 1 RHA RS T LA Mg B £9100mm Hg 2
125mm Hg%J150mm Hg.ZJ175mm Hg.#J200mm Hg.%J225mm Hg.ZJ250mm Hg.Z)j275mm Hg.%
300mm Hg+#J325mm Hg+#J350mm Hg+%J375mm Hg.%J400mm Hguk400mm HgPh I . 4L il
N ORHRRE T UL R 29100221 . 291252 . 291502 . 291752 . £J200 [ 2]
2255\ £)2505£ ) £J275 5 1 L £J280 £ . £J3005£ L 293255 1 . £Y 3502 . £)3755E
EL L\ ZJ40022 . 294502 . 295002 k50022 L A T m AU I BR A GURRRE ds B/
S E 18 TR E T TR 25 o AE — B8 S0TaBh , EFEMESUAR M AEZ)95°C NIk A ik
T

[0761]  fr—SESE il rh , Y50 SO SERIN , (AT i s et 22 P — sk 242l 20
PR AT 285BI, A2l (Bt (i, 4oHPLC) Z 1T, PIAEIA I Hh & i s o £ — L8
HOUT g AR TR Ok A A A — e S B, B SE e R RE S
WP 2 Ja HAT 2t (BIanm s HPLC) 2 Ji, DA o AE R 2 Sl , 427K/ TR S )
A SR L IR (91 205k 211 2990 - 100°C 7L ) HEFRF291 5 8l 2934 8 29547 81 210
5B 22057 B 293053 PPk 304 BHUA b o A IR S 2 5, WA 2k 2 BT e 5
o

[0762]  C.afifb AT

[0763]  fE—EIE 00N, & SRR A Bl S AL AN/ s B (8 AR S 0 &R I A 1 Zh ik s,
At AT, o Pk R 5 G BB i (BEHUR/ sl R AR B S i SO 3
G MR

[07641 4tk 14y B ATl AT I SUS B RN A 7 530 T, Aoy B HOR, an e,
B ARATIE R LRI 28 A BHOR (BIAnZEH 2B VA S 255 AL o AE— S he i, DA
F SR TR S W E i B Rl = s8R e (HPLC) DAIRISG™ W o AF —2E17 00 1, 1A
FIEFE K S CEITR A, 1120: 807K : ZIETR G I E I Fh /K-S & 0] B3I 2491 % 2 2
30% A5V o AE—SE 5 50 N HPLCAlAY Al il JTIC- 184 A AT« AT 45T (9 araiast HPLC) P24 A
TET 22 (AR 7277 30) RN/ kU 7 2B o TR A 4R AT KT 2950 % 260 % £
70% 280 % 290 % £J95 % 297 % ~ ZJ98 % 299 % 5k99 % VA I o PRI =31 43 Lb T K
F10% KF20% « KF30% K F40% « K F50% « KFT2760% « K T2J70% « K FT2J75% -
KFZI80%  KT2185% « KF2990% « KFT2792% K T27195% K+ 2796 % « KFT2997 % «
KT2J98% K T-2J99 % 15599 % DA I o f£—LE S, IR L2 341 15-50 % [T Y o
[07651  p=pym] ik g e et BORGE—2I0T A —201F 40 N, 1 FHPLCAl ki
SO, P AEHPLORS B S5 s SE I A » T B 114 C - 1 8HH i (B 4nC18Sep-Pak ) 1 %
FHPLCRZ ShAHAZ A S I R nl L R VAR C BV o AF — 28 S (9, 1l 1 C- 1844 IE
N JEHPLCRS B S5t e AR, R g AR B T s _E B e 40 (G istn/ sidie
Pk 47) il ok IR B ER - C- 18R IR P PP R sl He SR it — 2 ek, H & 578
T M RS At g2, AN CRE IR G5 C - 18F g , HAH @Ak e i R T
O R PR AT A -

[0766] R IRE I 1 55 — 2k Z2 P anBiA i e sl 5 3R A ASUE S I o 49140, AT TR
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IR Bk H AR FOvAR It — DR 0 B Al ads S A OVAIR  DASCRIT A , AT B2 RIF A
DU ARG e T -

[0767]  FE—SER5 40N, 0 5 A = W vE i v 2 e R 3 (B0 an il A 1 3mm B A2 11
Millipore,Millex PVDF 0.22umX B 8% 2 JCH =0/ N « JC i F= 9 N T i 6
UK B BTG, RO 8 52 71 (S e 4193) BRI AE (] 2 i BRI JC RN, Fir DAL
TEAE P AR IRIAS T T o T B TSI HOR N 51 BB e Bl & /IR A P2 4, e iE T
KR HTT , H A0 . 22um FLAR IRHE e A A BT il T 3 i o

[0768]  frJCh I T, FIRAAS A s 4 2, InRARRIC , FH H 218 B PR b A A
SAIRL 2% YRR TG a2 AR & R I A AR g (lan FL S S 22 5e)
PAR AR 7 o AE— S8 S0, K P24 0 T 2 3 el SmL v 5 7 Hh HLZbRic DAL o b2 ]
DUBCE 257027 2% LRGN TE 5 #5951 (syringe shield) FIBSERas . Al R B A g
PRt e R RS DU S TR AR Sl sk

[0769] 527 ik

[0770]  FE 45— T, B A SOk i it 5278 52 1 5 1k o WA T i SE I ik
5 A I G s A A e RIS 25 R A AR T S QA ST AR s S A
HIE S PrekBe 75, H AT AN A AR R DO 718 52 o AR T A48 (EOANFR T OO
R — 3843 O ML R G0 OV < IV (BN shik A/ skl o JBEiE B F IR e 2y B
DA KR o

[0771]  fE—Eesj ik, & S (@) [ MAS T fE e & 2 b — g (B
&5 B AA S TR e S R 59, K (b) SRAFAT Mk 2 D — 5 i 2 /D — AN
15 AE— 2O N G BRI & W E 50212 (PET) DAUSEXEI M) 25 /D353y
IR S 7153 A o IR IR AT BN AN 1At , Bl A S R 22 05 1510018 52 v B S A AR
SEEEFRIESE , SAHSANARIOREE SR DS B e AL 4 52 91 a0, AR AR
S PRSEESRA OIUBRIL , AR 7R 2 5 77T TR MR O Tid 52 o AF — S S 0 i
S AT PR T Ok P A5 DA AR D A 4544 .«

[0772]  {EACE AR —2E 5 e i b SR 2 W el 55 B2 i 2 0 EE s MR B U L 5
SRR AR IIBIR B AR, 23 BB sl IR TR 7 Dssekads 52 n 5 1 o O T B0 7] ol
FHIMAS ARG 7R 0 O B s B sk R AT B0 - LA 2R G 48 el IR sk DA M 7 10
115 RGN B FRIOFT A B sk ARk INEIK /NIRRT A0A o O BRI
SFIFE DNEESRA , WeE R BRI  CHUBEZE O WL L OSSR « Fe L O W3S O
E Gl RMEE R R ORI B ORI o 78— 23 E A T HE 7R 1 5 11
T W M AR SRR AN/ sl U LIRETE o (B0, SRR 1) 5 25 P B e IR S ko 1
FEAE S ANATAERN/ B O ZERI AT AE BAATAE o OFEIR AT A FE A Fr s 5 1S 1 A2 Fh 457
15 (BN B G T ARYERUD) SEBI05E A —SG 00N AL I AT iE e LA
AT S ESATAE BAFAE - DU AR R) F1/8l s 77 (S) OIILIILIR . (MBF) < etk 2l
Pkt & (CER) eIk BB (CAD) « A= Dva= S 1M1 53 %5 (LVEF) 2 AR A (ESV) WOVET
ARIIAF (EDV) %,

[0773] Ay B2 AR e BEAC B, ASCRT b i 52 A B A R D 456 L F15 ik
BEWIRIERAA G ST AE—SC S E I, FH TR AARAE DAL R i B B, O e 7 R g B
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PR U o RO DI AT 04T (EARBR T O O AR 2~ DAV S LA (BTN sk s
T JRVA K e R E o R AR A 75 R0/ R okt @i i i OBEIZ 2D HIAHOCS AL
P TIE SR o AEAR W — 285 TR S B 0P A5 T (i O 5k
[0774]  AE—S850thIh R AR —FR 00 A TSR TR A S A AR BT AT Y
R E W GIAmE S HAURT R R — AR50 f =D — U o AE— 2 S il XA
F)— T3 B T ST R B A AR T QA SR R A 54 (BRI 257D 5 A e Pk
APPSR SRS s A E HIE I G AE — 2L 50 B 17 Pl A T A U= L &
ZIR

(0775 AE—SSIG O N, BeInAC K G EERIAN R AT A TS 75 D LB L B U T U ZE R I 5
FEAR o AE—2ENG B0 N, AL W5 15 P] T 5 R AR AL T T v BRI AU 1) R Tl B
T (pre-disease) iR AE—2E IGO0 I, A I AT HIFIE S AR AU ASK OIE S (n
OIEZER DI T) AR, AR B 52057 125 P] TR E 2 W o) A DD LBR AL
JE BRI R B CIX SO IR SE B2 W AP L OV LRI A B S DLy, A
T3 T ARAS R A DIUBR MU A SO IR W sl B T2 B2 Wr i e 45 2R E—
BAGOL T, AMARTE 2 HT S5 DU IMAR SRR E SR IR I 25107 7 125, e = e s o,
AT I T OV 7 5 o A — B8 St B Py, AR B 25 T T 20 A o e AR
(R T7 T38LBAn, v Al AL W 2L SR AN A O RS IR IROTR T 22 i JUITRIR/
I o PR )R] FH 320 A AR B BN B TR HLAT B T B8 7 5 58, BTans 7 12
SR REE -

[0776]  PETiZi 0] MT H AT s i 25 HS3 B8 HL P IB EA B Ve Bl N PR DS Lol L s o
JX EEAFAE P 50 VA W00 TR DR 0 D L7 i P A A AR P o AT ELRS e o o 48 8 Lo JUL I 9t
(MBF) o A% WIRIPETIE S X S ANH B AL Hth AT I DCPE TS 245 7712 ) £ A3 51
B RIS P BN s o 1 Rb - 827 AL FIHU TR -

[0777]  AEACK IR — LS firhy, SR A N R 2k (PET) Bl 5 R Bidsg ik (B
il (HABRT) SPECTIE52) 21 A1 FHARASSCRIn AL 54 (BT 60 25 2/ D — Mg ifon) f
OIIESET o AEAR IR —RE SR U [E) A RS T 005 D — N2 T Y AIA SR 1)
e EW ELA FHPETAEFITid AR i 52 - dnfiT U I BOR A SIE AT, PETS AR R R BOR, H
SV —E N BORAG R — AR e S UG 58 A A 5 T IR PE Ty 52 0 i
HIEFIARGE T HER B A T AEA I ) — 2 S R 4 OIS 52 2R e A TPET I
520 LG 52 3 G0 ] A0 AR PET I 52 Y RE VRN ST, Frak s il B e 42 B DA R MRS T
Yt 52T T BITRDRN /B 2 e X st 52 B RE A ORI R A — 3 BEA TPET I SERE /o A2 — 18
THOU T, P e 22 i B LA shi 52 B RE M, b A TPET I SRR P o 2] BT il (0 5 FU i
RGN/ B A FE O, F I R g n] 22 2k el e DA BRATHERORT / sk 43 A e 12 1
FIrRa 7 i - A, A e v A v] L BRI BORMiE (7 e £, L0035 T A LRs A THOFE S 2R
VAEA TR e A B R 5 5k

[0778]  JESFAIE FHHE TR AT E BB R A AL P PR 1AL « AR R RIS
e SRS E DX, AR PR R 1 5590 S T s 2 W s, ARG T X, B Anss i 7l
TR TR IR B ARl QA SRk (P SAPAEAT 2, HON T AU RO 51K .11 5 o
(07791 285t b , DA R 3552 5270 ELIE Dol it B 2 Ik e 2 W 8UR - £
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— NS, b SR P e e Dk A B 1 DAAE PR B R KO AL R R
T 2J0. 18 2)100mCi (S AT H 7B B & Il A A S MEAE) kT2
0.552950mCi 2 ] Bk /T 290 . ImCi 5 2930mCiZ [A] 8k A F-0. 5mCi 5 £)20mCi 2 [A] . /F —LE
S, F RO N R TOkg AR O T AR 2 52 A I , il ko S 4% T s
SO T AE 20 . 1pmol/kg 2 £1000pmo /kgPYEHEI A (A M AE H A R 71w YE FELATVRS 2 571
HRIFTEASHEAS) , HAe—2eEsirt, /N T150pmol /kg.

[0780] 352 AR G AL A P 0) i JE ATUs ) B RN B3 B RN VF 2352 2R 40 M AL A ()
W T EUGREsEA L ) S EL R HLAT R, Fl anSiemens Biograph-644ffias.
/D o PR SR R TP 2 S AT RR A sl &5 i AR W5 3 T D A
FGAROIA] AT H £ 12 Bl il 2 TRIBORI AN e o A8 AR I — 28 S0t il b, B v] DAY
BRI EL AT i A S AS e Pl s 2 o S R B o >4 P B T i T AU ) B RN
e , B ATRL OIS 52 R 4 s 1) (B T & 8 A0 MRS B AR DX g .
QARSI T, “HE A G B ok “EGAEN BE R R AT i — 1 SR I B, 5lon]
NRAF— KA B B ER R I B o IR, G RN BT A3 AR ) — sk 2 A Xk
) —a 2RI B o

(07811 FEA LW —SE I, 75 17 MR T A W18 52770 2 Ja TR BN GSURUIN B mT A
T23080 529605 B 2 B T 2) 150 B 55 29304 Bl 2 R T 2054 B 55 292050 Bh 2 [A] 1k
/DA B 2353 B 2T B AJ6 03 B AT P 84T B A9 PR A9 1047 PR 41557
. 472053 51 473045 B0 42055 5 40605 604 B DL |- (AT, (P L/ 1 iy
W, AR 2 /D A UGS B, b 22 D — A TR R R B & D — AN T
Fr B o AE— 2SN 185 5 A A s N BB SR T, BB G AT DL — 8 TRIBE SR, ant
JEIIE ks e

[0782]  fE A A —2E 5 T, T2 T A BT 1 52 A S A B % o T s
s Al T AR R 7 v, ELIAn, AR A (A Lol 8 sh i B 45 5L AT 1 S B0k
QAT DD REPE PP o 4235 52 T2 0 PG R B PR LA SRR 2 T E PR oy 2 %
AT o 198 18 SETR A ERR IR S50 24 G B 291095 B HAE 1043 B By N DA &R
[i] Bt B G RO TS 400 o 7 PR N S PN ) B AR 2 ] R 425 50, I i ] ol =
DR Imsec Z)bmsecZ)10msecZJ20msec . Z)50msec 2] 100msec %) 125msec Z)250msec
c250msechd b [AIFEC B G0 (QLUIEIIRED) MUk R E 5 80E , FLrh A1 F AR
I AR [R] B BT =5 (1IN TR] RS SO S BT SR AT AR N DR A [ 47 B A AU O A
T2 HRTE 2 R A s e RS RAT Tl s G

(07831 i 7 [ 45 v 1 RGP AR S TR] i &2, 490 4, A BT o O (R EKCG f
Ko AEARBR IR ST, Ry el s 4w vl fid A BEG O R AL AT i A A0 O — D RIE S T
— A Z IR I o B AT R E FRp S B H 514, 25— MG AT A 1 25ms e FHiY,
S G AT AE250ms e eI HHIEN , 5 — % 1T AE375ms e N HHEN S , PRl AR BT iR R B R A 14
AIPA125msecAIF@HIEL . 24~ —RIFIFEH UG, Fise B G ot LR e A R AT AR R IR R 46
N TR] 1 25ms ec I S TR A “E5— BG: , ELIE e A B AT iR R A B F4A I [H] 250ms e ey
BRI “B8 7 BMGE o TALE , AR I RIBIRG A, Ry BEGHEGAS Ih R A ) 3R 1 1% HL B s
ASNHESIENG: , AR DRIAIFE T UG B SN G &0 1, iT AR s i e —2& i
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B o S Tl s B 45 n] TRt O s sh g g HL AT oe - O BE [ A &, it O
W) — s 2 XGRS OB B (Bl anEEZ shikbe) o T 4 T3 B T4 e e
P CAn s 4 250 AL H 25 5Bz 2 D kD SCis sk JER 20 18Rt o 4 [l 52 7R
AR TS DU AL S 0 D Bhiae LSO H % BIAEFE BRIz Zhir Pk .
[0784]  fE—2E1500 1, PETE 52 ] T oo A OWLAEAE 7, s s BRI 6 5 B O L.
RS R o (i FHPETIE 52 , AT %8 51 AT BEAE ML P 2 Ja s R O L B o A — 2515 00
PET 52 1] T TASGEE AR Shibk s HIR AT 78 M AAERE S R iz s s i 3a i MR A
% o AE— 2O 51, W] HIPETA FTIA & A5 iR s 056 75 1 (Bl 5% 71 122 s
79 VARE P ke &ty i itk s A UL O IE ShsR 1) — sk 2240 Bl an i iz sh sk 25
TR TG RIR T EAE AR b SRy O PR R o 18 1 F 05 nl A E i e
RIS V-4 T o 0 Tl A A B 5 00 s R DR AE B A St 31 Fh B0 4 (EASER ) 50
JIUHER: A3Ese it 52l U & U 22 DO RE A R e AR Bk M iAe i B

[0785]  fF—SOE 00 I, AU RE 2 5 5 AT A A AR BN ) a1 25—
E G, OO 2 D — G AR LA MRS s T (Blanissh s J15k 258
F= 77 HAE R TR AMASE T 28 5 St a4, B 20— N H e Eg .
[0786]  fF —2L5fE I, AR S/ s /07 2 h A 12 2l S5 He 71 I TR] R P s 5 77051 ok
T2 I PR E, Hia s s S0 5 e S 27 i IR IO R T
BT 212,291 .3 491 . 4. 291.5. 491 .6, 291 . 7. 21 .8. 29198k 1. 9L . e T2l /1,
TV MRS/ s 1352 5 AR A B I — B S 5 b, A8 259 s 3R] T se e 110
18 52T 1 7)o TR BN i S B T IR s A M &= R dse D N 6% - < T s sh s 77, 7510
SR/ 7118 52 77 A W) — 28 S b, 7512 353 0 s 71301 i s il 1
(3 s AR 79 o TR B I i S FIT B T IR 5 R 7 B ) de 2D = 3% o AE A ACHH ) — 2B 51
FEBIFR, T ek Bk s gk 2 DA J1is 58, AR BN BT 1 1018 52 I S R T e s
I P T 101 s A o A — 2SO0 N, ARSIl , AR s Jy ik v e s H (11
WABN 224/ N AR ZI12/N ASBN ZJ6 /NN AN BN 247N AR Z 27N VAN B 2] 1NN
WIERAE L EIHOL T, J7 7 AT BRI Be N SE R, I i 2924/ N L 2)36 /NI 5k 248
ANHA

[0787] STy ik 0k, Al AT SR B8 B L E MR 7 AR 257
T1AE—25 00 1, A T FEs s s R/ s 25 s TIRRR Fe MR 252 s T 259 7
AL A AT QI A &5k 25572k 05 5 o 18 T 2 e J 1t i S e 4 ((EASFR 1)
R 2 T % (dobutamine) AUBEIAEE (dipyridamole) Fi IfEF (regadenoson) A
42 (binodeneson) Buf1{#EAA (apadeneson) LA HE R A2a 52 AL o Q0T FT 5K )
(125 s 175 R 45 2548 2571 AR &0 2 200 i TR EL AT 2 DA S5 A & W
MARRE 122 1]l 1B 4 1z sh R 7 FRE R sl Tl IS i3 =
MER OB R T Rk 5

[0788]  RILMEAE A TEA SR A& s, I anAE 2527 b TRz B A — 2015 00 N, i
SRR B 252 1 AT A S b o AE— 285 Bk, AU SR IO I B EA AR 1
HEMIEASRMEZ A A —IF0 N A EE/NT208E R % ORE /N T15HEE %
B INTL0E & % OFF N T8H & % O /N T 6H /% OBF o NTBHE % OfF N4
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% OBEINT3H R % CFEk /N T3E R % A NI A2 00 N HE WS/ T
100mg/mL+/NT75mg/mL /N F-60mg/mL /N F-50mg/mL /N T-40mg/mL « /N 1-30mg/mL ik /N
30mg/mLLA I BT MR BN IR TR o 71— 28 S, 4500025 29 20mg /mL « 2)30mg /mL . 2]
40mg/mLZJ50mg/mL . ZJ60mg/mLZ)70mg/mL . ZJ80mg/mL ZJ90mg/mLZJ100mg/mL.%J110mg/
mL.ZJ120mg/mL+%J130mg/mL+%J140mg/mL £ 150mg/mL 2)160mg/mL+%)170mg/mL %] 180mg/
mL£)190mg/mLuk£)200mg /mL o £FFf E AEFR B PE S, LA B /T4 % CREM/IN T2
50mg/mLATH I FREA T 7K Hh K IE RUE A B A e 7«

[0789]  YE—esTj i, S PNIpHE AN T 291 . 5 5298 2 A B T- 291 . 5 5297 2 ] Bk
T 556 2 M s T 241,555 2 [ s T 1.5 542 Al sk T2 572 n) s 135
T2 BT 45T A B TH 5T LB 5 56 2 [ B 15. 556 2 [A] . £ —285¢
B, pHIE N 295 . 8 o A — L8 S BI T , LS5 pHIE N 291 .5 24)1.6.41.7.4)1.8.4)
1.9.292.0.292.1.292.2.292.3.292 . 4. 272 .5. 292 .6 . 292 . 7. %2 .8.2J2.9. 293 .0.Z4J3 . 1
£)3.2.£93.3 493 4523 . 5 AL — LT, HE M pHE N T-291. 5 5291 .6 Z Ao /1 —
BT E I, A pHIE N T-291. 56 5291 . 9 2 Al AE— 285, S P iIpHIE AN T-49
2.15493.5 2 [A] A —L28 S i, H S WRIpHE /T T 292 . 45293 .5 2 [A] £ —LE S 5
W S PIpHIE ST T 292,56 54935 2 [H] o fE— 2850l rh , AH S P pHIE T T 292 152
2.3210,

[07901  RILUF S A S YIRS MG, HAT e g b i 25 o a0, i ml am
T U 2957527 (i A SCRIr i (1 5 15) F1/ sl PET il Fho O il 28 HL R PR 4n (R R R g 2l
NG TG A A R I — 285 b et G ik e a e i s e, ARA <
50mg/mLETH I FREA/K I TR - <4 i % CIE K Z)1nCi 52 14mCi i 5251 o

[0791]  fF—2L5faBirh , R =5 ZR AT SR AR, )3 500 59 i vl A= oK
(B AN AR ST aR) A RE o AN, 0 SR 3 58 70 0 3 Ak e A v DA S80I AR 10 3 244 1)+ N
0. TmL, JUJRT P00 JC b AR PR Sh /KM BRI, M0 S #5230 5ml %= 4m 1 sl 4m1 LA i 5271
B PR A A IR RS IE , B AT S B -0, SmL 550L  In 5 4nL
2mL53ml 7 [1]. /D0 . 5mL  1mL  2mL « 3mL4mL 5mL . 6mL « 7mL 8mL+ 9mL 10mLik 10mLVA_F . fly
JEATUSI B RN BN T il g A R s 7 LA A R 8 77 B A5 25 AR o AF — 28 5 i
1 SEA PR T 2/ R s ST s S ae b, HOAT RS SRR 2 a8 25 TR S e N IiE & 4
i

[0792]  EO4EN B RAE FE SR (1) 5 f 1] S B 59 2 J 10 % %825 % [ 525505 PR R B
PR S o A e DR B AT FE SR ()7 B 2 , 203mLEk5mL NORM- JECT (b i ZE Sk
RN e Bk /R )N A (Henke Sass Wolf,Dudley,MA)) sk DIk R AT FEASum Y H:
BRI % o A A W Ty e BT S wR Hh IR RIS 0 B i S R R R T A
PRI AN o A A W 1 R R PR G s P 6 i s 791 L DR A R B 1 B B 1 P AR
TS i o AE—BO ST, AN B R sl W B R AT 3 S e o 2 2 AT el AL PR DA R 52
FAUPRINRE BT B 2 o £F— 28 S5 H , MR B ek sl A BV I3 AR 1 B ke /DR o A
A& T S o £ — 2SI R, 55 AR & IR 15 ot PH PR T S s MR B L Pl 25 RO s 0 /)
F20% .19% 18% 17% 16% +15% +14% +13% +12% +11% +10% 9% 8% 7% 6% 5% ~
4% 3% 2% 1% 5K0.5% o fEA L I L TS, S s AT S a A E AT € FA R dE
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MR F U o AE—EC TG OL N, A A AT 72 H AT T S s B A AE 2, OB s i 25
B F/NT20% . 19%  18% v 17% 16% 15% 14% 13%12% 11% . 10% 9% 8% -
7% 6% 5% 4% 3% 2% 1% 5%0.5% AL IHTE S e 78 A (0 S HUA M ER N CEEAIK,
ARG B ) 28 S A0 3 A8 1 52T IR T B i, i iR B0 5 /N T4 E R % CRE RN
/INT-2350mg /mLATEA IR BN /KR o AL AT B AT o JCFUIR  JORR AN/ sl s 711
TS AL I B e AT LA T 291 . 5mCi 52 14mCi 2 [RIF B A 18 52 75 AR B RO 4
w5 2920mC1 5 20mCi DA i 2 A

[0793] WAl AR 25 R B e B B 2 s A I AL S W AL 57 o KA R R i 5 71
A7 35 AL 28 2 B T A 2 A0 =i B AR % P 2B 2R A T SR AT I BOR A DT 2
o AE—LC ST, il TR SR AU B RN ST R T R K N BT (B anisg ik N DR
) 185 52 QAT T, T AR T (7 B AR E AR SRR s A o A — 2
Sl RN R (R Fvars = 75 FABRA . s S = AN AN =1 e [T R e v 1 | B = g2 g et
B3 R R PR 21, Bl et ke 0 1) P T E S B 25 T o S s ol FL B e A8 Hh i 52 5FI 1 e P
KA AR BET B FR & o A — 28 S b, A T 4% i s AR B AL
AR S ) S AR PR SR K B b o R PR T 5257 2 S s B AT, slAe
B2 TG 22 1B 293 B0 393 Bh 50 Bk 523 B DA b o Tl AR PR 3k /K el g3
BRI AT 2 % %5 5ml. . 6mL  7mL « 8mL . 9mL . 10mL « 15mL  20mL 5§ 20mLDL I« 4w A it R
U T Al T e ok B 2 i T sER1 1 S, RS e AR T [r 5E 57 1
TR TR AR A an HP AT A 52 TR TE o B, PR BE T , DA M E A ek g
TR N R AN AL 1B S i P RS P 1 B AT A L TR A s A 2 Je e, HL
TR PR A U i S B 2 e PR B i 2 IR 22 B s B AR I o AE— 2B 15 00 1, ik
FF Rl (BT S PR T s i 2 Ja AT (9 an A= B E b/ KIE ) k.
[0794]  FEACE AR —RE S B3], 7645 @ I BN (B AAE — M BEPN) AR T it 2
F B N T N T T 2950mC 1 /N Tk T 40mCi /N Tk F-30mC i /N Tk
SEF-20mCi N Tk AT 18mCi N T Ek SR T 16mC /N ek &1 15mCi /N ek SR 14mCi L /)
FukZF13mCi N F kT 12mCi N TR ZEF10mCi /N Tk 22 F-8mCi /N Tk 2 T-6mCi
AT AT AmCT N T E T 2mCE N SR T ImC N TS TR0 . 5mC i o PR A AR
TR G B 2 ORI E AR 45 T I By N AT I B, TR 45 e IN BN 2 1578110
AT 3045 5L 1/INI L 27N L6/ NF L 127N 247N 487N Bk 48/ NI DA T o

[0795] i RS RN GO 1A%, B T-He S R 5T, v) 3T BRI S fdtas B 1 e b
B 29585 4 (rem) A1/ 5k 201 H WG 28G5 (BD) sl VER @B A PR 38 52 70 A Sl i 1) A4k
BTG BRI A — S B, 7E 2 223000 8 LN L 27N 67N L 127N L 24
/NI 48/ NI Bk 48/ NI DAL RIS B PN BT 111 57 1 A s I i AR R e S o /N Tl 5
T2925mCi /N T ESE T 20 14mCi o £E— B8 SE I [7) S AER T IRaE s AR e R i m]
TE50kg R HEAE R /N3 5ug o B, AE AR B — B S (5 17) A T (R 52 770 M e R
AR TR EARER/NT 0. 0Tpgidi 5271 .

[0796] Bl RiERIFEFIR N R4

[0797] LSl 32 (1A B AR I sE 1 A e o ik il & A KR
[ o A — 26550, ATl ] S 7 sk B k(R Y B B SN AR Zeihll a5 711 o
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iR R A] A& A AU AR A IR SOV AR, DA I8 45 e i S I BT
(e BE BN/ S 2R P o il (] B SO T R T, sl R T (0 S N 3 4 2 A il 2 FiAs ]
1 SE T RGPS i N A S A A o RO R S — e, Rkt n LA H bk
[N A G ] S o AT UGS 5l H R A (RRANER) 78 il [ AR 5 =] sk 5] B
HEBEHET BB RN RGR  o AE BB , R G A 2k R HES], 2% e 2 Tt
S IR B Nk S AL (marrying joint) 4% & R R R
e A/ BN AL B I AT EG P - M2k (male-female joint) , H 5 H MY & AiasIUAH
WS T Y RIF 2] A Sh RN RGN, A TR SNIE RS il s il IR 4T T 2k « Hah b
R G E T Bl o3 2B vl P e T S s Fe i L, HN 2 iy sl e AR S 5 1
A S SN R G v] o — 2 sl 2 A — k2 S 4 fillwe FRLAB AR 1 T8 1 o F B S R 3
Gt TR FE B A R Eags IAes I oS S filas (S « s RO R G n]
PR A FH 47 1) T AT A S IR 78 250 Hs 3 T8 IR AE Bl sl S5 AR A 1 428 il =
HE - BB RN AR AT et B HU R R 40 R das il e o, sl e k. Ji4h, B
SN A G v B BRI AR SR o AF — 25 b, AL I R IE 8 — s 2 AT 5N —
e AT /i o 9Oh A B pIrh , GE SR I A shib N RGBS T
T2 o WIASCRITAR A TR I RN/ sl e (1 725 T GRS 3, 412 1 ik 5771 Il W3 (4B
WL DI R HR R

[0798]  HZhEIN R G (BIAEEAZ N R 4 1B EdE ((HASBR T Explora GNokRN&
ARG CEEPE] 12 1] (Siemens Medical Solutions USA,Inc.)) .Tracerlab-MX& ik &
4 (H 2 7] (GE Healthcare)) JEckert&Zeigler Modular-Lab& il 5 %: NEPTIS® A AL
ARG iR N Z 40 ) PET 18 150t HH 5 okt AT 45«

(07991 FSHILIR R G ] BE T ANl 16 AR i 20/ 0, g (HARIRT) 45 R A
Wit AT AR RO B s 52770 AT X A (91 2t 52 7 Ak SRS HD AR AT 5 pk
b U PR R T RORE (B4 P B 5 12 5 700 T K A SR DA kit S 77)) 4l (9
1 I £ AIHPLC) IR A e (BN T Sep - Pak)  Jo A i IR RN A g b o 4514, 2 W 52451
68,

[0800]  fr—LLsjEfilrh, [ Bh 0 SN A i) A A2 SN AR B Sl AU B A / el i A
P A F R I B 1L 7 52 AR — 28 S 1 5 T -5 Bl A Bl e SN 3 Gefde
PRI BB, LA SR AR A BRI / sl P AR R o

[0801]  fF—2LS5fE I, S BB AT B4 SR 2=, A8 H rh gk AT agk 52570 i S A 21 15 52571 1
FEAY o S REAB R AT AR S TR (B0 °F) & S0 MO AT AR DA (Uanh 75 s DA
Hed s Qs R e Sk, Bl ki i (R — 2 il AT g M (e e 21 [ W =2 o AF— 28
S ik 5 A AR S A/ N A SRR AN T S R R a2 Mt SR A
AR B I A A LA S B 2l e 5 N N ZE R

[0802] S /I, Ky PirfSEst2 A r= [ I SRS 38 B S ABS R DA — 28 I T AR BEA/
s Al A B AT QU RE I S — sl & MR I B A I T IR e 22 10 A AT (91 nHPLC
EAD) <A AT 2P O AE AR (B e A R s L 2h) |, Ar4fifl (5 2nif ik HPLC) I
AR IR A o B e 2l i 57 e R B BC b rp T g A Tk — 2P Al A
VARC - PARC D A RE F T e e i s AN/ S AR e C- 184
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[0803]  {E—SBSftafir, [ (0 OSBRI AL BB AC & B S R ] Ao PR
R AR [P0 ORI 28 b 5 PR D e B T AT e 1 T X Ak
H ORI O 15305 5770 T KA SR P SR 25 7% 15 IS 7 28 A 7 MR T8 1) [ R U A
(BInC- 18 s Bl ) o AR B 5 R MU AR L g 7 B ffS 2
RS T PO T AR BRS 71 o 2 2D 503 93 % B S R 25 Jo Al [T R A RS AR 17 A IR B A BT 741 L
[ R A 5 [ A A% B 0 (A A O P I VA TR LA B2 P v B R BT 711 3 53 2
VIR IR HLAALRE 5 [ AE A2 B e (e i 1 78 2557108 (B AH, 0/ MeCNER L B 1l A 1A B
) DAL U R A8 52 70 = v 2 HH BT 711 o S B AR T A0 47 22 1A B I S A 1A
SRR o
[0804] AL HHI) 2 B O BC LB 1] 5 SN AT s Aoz H ] B 4E [EAE AR HGE A , L
PRIR B 77 (51 a0C - 18k g 1 A5 IR B 7510) DA B A R RO U AR 101 571« 5 [T AR 25 B
i AR P A AR (BN 0 & pi AR « Ak s H B id A e A0 DA %
WAV B B 7 RO AR AT R s 2 5T, DA M A5 [T 25 B e Al P 7 B A (BT an &
gk H el SR AR DA U AR IC 38 575 =i 25 HH IR BT 71 A — e Sl v
WIARSCHTIR , 75 G R BE eI R, P R A R o PRt n] G S AR 7 R
(B E S PR IMER  H AR sk e il A R ) DA 280A B i U P b 52 711 P
B i 5K R R (lanSartorius Minisart RC15K b s ok H Bl A K Bl i
) M
[0805] Y ipaE SEpEAIHh , B R IE T F s G R 1 ANGE TracerLab MX{ i
B AE— e R R S AR E R T E B B (BIANGE TracerLab MXy
AR FOABLA e 2 I A 1 3 2K BT AL S 1 o A BB A DA el sl A R 2 5 e B B R
FE 185 52770 1188 v BT AU D B AR R T A o A — e S 9y, R I B AR S 2D
—MMUE LA (BIANEZERD) B BN, EART U 2D — 7 = PR VUAR
DA B R RS AT 1N 520 Z RIS AL AT 1A 5154 2 AR BE A A
T5 5520 Z [RIBEA B A T-5 S5 164 Z RIS v 5 o B A P BBk T REAS S
FR o FE—ATHEHIT , R SRS H ZARRHE T, & FEC & H A PRI HEZE 1R, AT
A S5 BB A B o DA R B A P8GE A B TE ZE e A A 2771 70 v B s SR A
R AR R Pl s B 5 o e ZE R FH TR A ) EL T TC £ 800k, 2L 1 s o7 880 o v /)N
i (punch vial) , X ECHHIFLAS (featuring tubing) VTS S ARIEDNBEAL 251 € /R
B A SRS, RIS 5k 3 A N SR IO A A i — sk 2 k8
ZATE FE RS R MEHED ] AR T - 2 B 57 C- 18I (A v A I B e
[ 17 %5 # JHPLC AR Z MR A « UM MR el LR v IR i S e LA SCHE S 11 o A — 285
JEBIFR, e R ok H AR A TR s v 0 S S o o AE— 201500 1, RIE P55 .
{1500, RIS — 2 A Sl se A o, b 2 B 5 R I e B o A2 — 2RI 00
N R E B P T WA A S T 1k
[0806] e hE il rh, H Tl 2 i S A AT L R A B AR L T o A —SE 5
P, RIS 2R PA NI HER (1T 2 e A T 2 MEHE S«
[0807] 1) 5 N RN [P0 I, ORI RGEERE I )4 5k.2;
[0808]  2) [ B F- XX 4R ] - AP AR AR (R e b g FH L mL i e/ IND 5
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[0809]  3) AMERUEHFEK (Edettse I 10mL I /N

[0810]  4) 7= F b i (FE g 1I30mL) ;

(08111 5) HATEE ST I AR TA R i e (FELettide JT10mL /N 5

[0812]  6) M N A RS ;

[0813]  7) j@i[]HPLCAYHE I

[0814]  8) FLAPUM MRS ER VAR (B anpH2) FO7E B ws (R0 ibge F20mL) 5

[0815]  9) 3k FHHPLCIA I ;

[0816]  10) LFFfiftEds (et HI3mLiF %) 5

(08171 11) BB MRk HER IR (91 anpH>5 . 8) Iy ST ((TE1b 2t 110mL) 5
[o818]  12) HAG7KI: ) & ((Tde ik Hi5mL) ;

[0819]  13) 2™ W/ Ml ;

[0820]  14) =3y Gws (fFLHbZE H130mL) 5 1

[0821]  15) W N A HS AT

[0822]  fr—2usifi, Al s A s s e M HEA DA 5 3L iR S AE A 55

AL SR/ Bl A A i 1 LA ) S5 A i L3R i e

[0823]  ASCAT AR IT MARR 5 EEAHEE T iR R A PR H P AN 25 S o A2
TEOL N A S = E iR (BT R el L) il S a0 15 5 77 il SO TR Sk o

A 7= A HLSGE IR AL B SGR T AN, R T ZE A T TS0 Y 1 A A s 7 3t 5 751 )3 U T
EERARAL PR R DL SR = 20 i IR o L T 2 R T D T g T ¥RHE A X AT (A3

it FEIITRIE S AR B IR0 o AE— B0 5 O0 N, R AR B2 B 7 A (Bl =4
11) A2/ ISR (BN 1513) Wi —35 o AE— 205 i rh SR A GE 1 R
T o AE—BE S5 SR IR o) R T DA BT FB A B2 590 BT R O U R R it

ML o AE—BCIG 00 1, SR N A4 5 SR il B A5 e 2 280 (91 4 e 7 s TR AL ) L
Ui T 8 579 A e A AT R [ B P o AE — 2R S I b, AT 3T QA STk 3 i A
Faw BIANES ) AR RS E , AREL T Bk 5 i3t T AB B0 3, 75— 28 S, R
PSR AR U R U S N B S s 2w b, M SE IR RS DA, Bl 75— e 5T
eI AREE T R T IS SOE AR E N, SR LR A B SR TR] (B a3 2 LASE
TR R LA .

[0824] ol R &

[0825]  fr—LusThlrh , SRtk Tl e s A 4 5 ik i S DA R R 2 T
il 1 SN/ ol WA OMUREE o 75— S ST B b, B T T3 708 s 1 i) B A A AT
TG ARG an 60 2 it 57 st 5 A T A AR P B A5 1 2 e o 15U 6 AT A e iR
PRACL T, FA S PUE B 18 57 sl AT IR M AT Le L B 405 AR AR B —28 5 T v,
WA B — B A S A A T A T 1008 s A T AR R S v o T S 52
FUEA A (I anma) AL M/ 3 Tt 527 (R s ] i S e L /DN B 55 P B
FEA A B G Fh B P B s g e DI B P ZE 2R (A7 B &, 413mL Bk 5mL NORM-
JECT (L1 FE NS A I e 35 iR IR I A T Bl DI BT A ZE R 1) 8 S5
v o AR S rh R A s 7 kL g g FL A FH AT i e A8 AT de i A A A R s 71 2
AR BE o A ARG G R RO R A P ST 1 sEFRI M Il 88 1k i SE AR g 725 Tl ik
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BT AIME S W S 0077 L e i U .

[0826]  FE—UeiEdl T, WG Al A —sk 2 A0 Tl AR (a2 #71
1SS PR R /N BRI/ INI T2 TR S S IO MORE, anA- PR & dh
IR IR R MRS o AN, 1 52770 AT DARP AT G RC 5 TE R B e isn sy, sl e — 2 g
R AR RERE DA T S sl i X A A /T T

[0827] AL I AR  UEIH 4518 AT A RE ) A T 52 I BH L AT s 5% T-45 25
I ) Hs 75 S 2 A5 B o A9, ) P B S A S TR (1 3 5 A sl L A , DA K J R i
R HFNEAEE T 15 « anASCAT A, “UEBH 5™ AT 8 SCUEIAFN/ stk 44y, H.
P M AL AR 2 kBT AR B B 56 1 AT B 1 o B ik AT BB DA F 2
WEE TR Ui B R 5N GRS i 7 SR BRI 11 Sk sk FE - BH S, 491 4 i
(BIAnsR 5T DVDE)  ELIE DRI/ ml B A 28 O A5 25 o BT I B mT 2 P s 2y el A )
PR A (0 s S BURF AT U AR E 1 2, B U BH 5t T S ke phy il adh o P el 5
MUHEAE F T A2 A —2RIB 00T, BB P T B FETR & 5 e A e 7] 5 o e v 5 71
LTI AR PR I P s 5 )l L T X A PO [T A 70 bl P T3 B el e e 44
F B S , 0 an R B A8k FH T TR0 AR5 25 10 1 0 5 (8114 DA An A SR g ok
) A ST EAEAL I S REANIRTTY T 56 (B IR B A 57

[0828] | P —k 2N A S A — sk Z AT IR 4L 53 - N, 75—~ 35056
B w30 T A RER A B — ik 22 Rl 45 R/ 54 B AIVE AR LR it FH /M Ak
WEIHAS o 13U & AT A A S N A ST U R 2 2 o 10 AT S R S BB IR sk [T 4k Oy A) TE
2o T P OB i) 2% , BB e HLASE R R w4, PR AT/ Ve L e w R
A AT o 58— e ] HAT o £ 10 e alml . w2, O T e M I B UR M) H A 5
/MBI e F e s U E AT R A B B TR R — sk 2 A sk A 4l
P, Ay G i SR e e sk P A DA S AR

[0829] AR [ i, S A AR HRA G A0 HA #, TCIe TR B aw M /INER (Bl an 2 A
PRI 2 B N L, BRI S B ARE, e S5 2 A s DA e 5 3
KBRS (1 5 BRI « AL IR & AT 2D B G e 4, i B as PR /N
EVSE VB LS AR R T R S B E e 2 e A AiE E
FURE B o

[0830] s Il £ st 5 70wl L pi B A Rt G 1 2 P B A 0 AN R &k AT Ak 2 i
KRR N K TR FZ MW B e i o W T K E 25 (United States
Pharmacopoeia) o1t FH il £ 18 52 A AR S 00T Bh A G e B2 H 2 0  FURE 11 Bk
B SR A A0 . FICOLL® R 51 M R S e (PVP) o3 FH T il £ s s A e o
TEPC BRI AN TER IR e 2R B IR AU 2 B R I e R 2o e IR A M
LR o 185 Tl £ 1 SRR G v B BN O Hm R O B N R
P O TR BB B R TR /K L1 B PR R R L BYRE IR VR AL ) - TR (A
L) -5 R IR W BEERY) (“Pluronics”) DL INRESS  4E SHE6 5 a1z B3
N IR FIRIRS LA K Pluroni cs o it 1l 6 1t 570 R ) S 0 40 By 71 16401 2 2
B R OR R B ST T DA SO BE TR FRR FR R W8 360K FRR PR R el 8 38R PR T

fiig o
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[0831]  PRZAGZ4H5
[0832] 4 il 2% sl AR AT ANAS IR A S (91 4 52570 I, PR 5 — Bk 2 Fhs 24
TR T A, WITIE BRI & T 1A B 4E AR AR 2510 = 2541 510« AP JE 4
SRINBARN GUR T, nT B340 N BTk 45 2518542 BT 1B 11 12 52 711 i FIAL B I 742
A/ BRI R AR DR BRI - B2 2520 S vl DR AR sl i Ak
[0833] G HHIM = 25 20 S AAR S A A BB T B 254 5 vl R A IR 227 T8z 11
WIS 5 281 o QAT T, AR “BR 255 1 Al Resz IRE A 5k “BR 25751 AT 32 1R 817
FS iy a0 EabIt e Y e S FTE NNE  FNvy E=IIN 51I NE 2y o e Va6 T | T
FVERS 255 1 AT Rz (G R A BH) — 28 ST o, QR 4 2 BRI s TE KD, 0ok
VER RN LB B s A4 ZZAHAT AN, iR AR AR e 22 LA 2 OTR A A 2 b
AARIEE 5 22205 BRI A5 RO A, 0 m] o] R ATA 710 5 Iy, 20pb 2 i AR 204 T 2
ORI O T« AR B RS, 40PN RS R, AR S EE R A HERR Ol s B iS5 15 TS
7, WTween 80; 2% M, AnA AL BEAN A S s TRETR s JCVRUBUK s Sk A BB R /K Ak
FEEQIATR (Ringer s solution) ; g ; FIRKSIR EhEE AR , LA K CHE Je s AR A i 571, a0 H
- SRR BRI IR Bk , DA M €6 7] IR S A 7] SEBR ) S YRR RIS 28 5791 B i 771 A
PRI RS A 1AM A T S
[0834] P 2452 I AT H 2 M) Qi 4 T P 7R e AR AT T A i 8 71 AR 71l 2
FB IR IGE A3 i T Bl A9 R TS 14 791 S5 51 Bl L A6 77 B 3 7 [l AORE 1551
TR A8 o W AN/ e ) s s 245 2 5 Wk ) 1 US4 S R R DL T 01 4 e T s 2 R
(Remington’s Pharmaceutical Sciences),Z5+ 5k, E.W.5 T (E.W.Martin) (4L
TR 22 5e R 2 7] (Mack Publishing Co.,Easton,Pa.) ,1980) FlIEs B . 254
K552 (Remington:The Science and Practice of Pharmacy) , 55215k (&R U F1EL
JR4 N F] (Lippincott Williams&Wilkins) ,2005) Hi,
[0835]  SCRTIR D 294 A ml i ik 25 R A RN AERAT 5 2 2 o — Uk, Birik
Hl &R ARE L NP AR AR I S CTEYER ™) SEGIA/ 2—sk Z P E e il
HAEG S, HLR DS/ sl F5 K s/ sl RN o5 B Rk 2 0 e A
(08361 [ 25240 1 AT LA B B 71 v AT/ ke 25 A B B ) v JE St v ) 25 B b/
B AT, “BRA R DA PUE R MR A B s 29 S I B R T R A
A TR MR S5 T T AR T BT R B0 A 791 R/ e b ) O 0 B 0 B8, i AR a2
—K =z
[0837] AR B 2545 Wb G M pl o s 22 1 m] Fe sz U 7R/ Bl AT Ar) e il 4
HIARD AT TR 7 B AR 5 23 RN/ SR G AR Bt —2 P A SR s
5 BN, AP A T0.1% 5100% (v/w) 2 RIS VE K 45 o
[0838] il TR BN L= 25 A Wb BT I b= 255 1 AT e sz [RE A e FE TS AR R L 40
BRGNS ORI 25 T PSR/ s FLA T R A 5 75 SBT3 790 < 2 1) e 77 R/ B
T RIS CAnmT R IR AR ) o (070 A 771 R 77 S JRIIA ) AR5 5 74105 A 71t T A A
THEYIH.
(08391 fFl A TR 7 B BRI FR S A PR « Bl RS « MR 5 IR 5 « B TR S5 IR 1Y
FUBR RERE A AE 2R L A 4E 3wl b H ROBERS L AR DUBE SN T ek s &
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KIERS WA S A 7

(08401 (il B JE5 FF B AE BT AT B 57 DU A= B0 JE 751 B ol B 77 S B B S 71
FRVE R JE A R e BB

[0841] B -rVEHTEMA B ol B RS DU IR I A M BRAEARIR R « | Z R AR
R ERE IR R H I R S PITR VI BRI R DU L ER B AR 8
T R I At R S IV A PR I At R A M A AR B o

[0842] (I RIMEEE SR L 50U 1 (EDTA) DA M H 3R F/K &1 (0 4 R4 4 b
PR N AR MR =4 AR HOBR 55 AN IR BB R — 04 AR DA M L ER AR S (Bl s oK
G ST M ZBRVA KL ER AR S S IR A M SR FUK G AR LA S L Eh oK
F, AP ATER LA SRR S o s e DU AE B R 77 s S R R B R R WL
(benzethonium chloride) KIS RSP —BF YR ER (cetrimide) ST N3kt
%€ (cetylpyridinium chloride) G iE (chlorohexidine) & | B S0 HH s S0 FHR )
Fy  CBE S H I 7 3 0E (hexetidine) JWRIRBE LR (imidurea) iy KA OEE KR
THFR AR T B LA SR o

(08431 {57 PR AT Tl o JE5 791 0 4N SR R DR IR T O R K R FH S O 2 B R FH R
TR FREA RN IR K FHR R R FER R R B LU 2N R B 2 FHR B N R BN M
LR -

[0844] G-~ PERZEL I B8 LB IR O 17 Iy Iy RS 8 V1 T T RO R
BRVANMKR B -

[0845] (7R PERRIE RS JES I B AE A FRAVAEAE R C HEAE ZRE B b R T ER LR 25
AR BRI IR DA M AR »

[0846] e R Al BIE A B CERAE B  HIR L8k % (deteroxime mesylate) (P4
ML T R I AR (BHA) T B R AL DR (BHT) & i AL SN (SLS) «
FEIE CBARRIREA (SLES) AR 208« fi M A 2 U8 - M e B B (i I A PR 03k . G 1y dant
Plus.Phenonip X FFKHERHEE .Germall 115.Germaben II.Neolone.KathonlA M
Buxyl o AEREEE ST , B 65 751 b S A o A2 B S il BB A 2551

(08471 {571 2% I AT ATAR IR Sh 28 IRV « (R SR 2% M T IO R 2% P i« UMK
B RIR S S S KR A5 A FLIETR S5 (calcium glubionate) A5 BEAFHIRES 115 25 R
B5D- B AR « H I BER S « FLER S5 « N IR « SN BR S « IR « MR 2 — %5 BRI « IR —
5 EIR A A S« SRR S AR B BRI R A IR AU IR
TREW) ORI IRIR 28N« SN ATIEFREN  FUER BN« BEIR — 8N iR — ZUEN BRI AR &
Vi 2% MR I S S BE U AL R IR  TCIA B S Sk AR PR B K MR IR IR &
(LAY EEEE

[0848]  {iLex I AIAELA A T IIRAT L CuRR IS 2577 b 42 B FLIR S LI AT =TT
T AR VL B 51 o B335 PR A 0 A/ TR 2R P 3 AR Al b i PRI 1S PR AR, Akl
BIAF AT M FLA T, AN B NS RER iR « LR iR R FE 28 R K F R
[ZA N =N W S I AN s B o & 8 7 e N LT (0 737 1IN e P o e N 7 1IN 2 B3 RN
VAR IR H I DU S 5RO R LU RBK L RR R i B I ER BE A EL TR 1 o PR T
PERREFILAAN , TUIREH S mT B A7, anite 770 S PRI 770 BRI A5 Ay
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o AEAR 22 o B T O L 28 S B T R R R B R £ S ) 5 N R R AR O i Tk
(Cremophor) <K i BSUBTIHT . % 28 LU 24 ERRITRS 2R WA SR L S OSBRI 1
(08491 MIARS L RHBCAAE FHE 5 40 RG] s B AU RN T AR R T A T mT v S /K
S AT IR AT A7 SR TR SR AT Dy T e e ARl I S AR R a1
(R TC B T L AR B TR LI, A T, 31 B b (RO A L o A T 32 2 PR 48 51 A 711
1, IR K AR QIR U S . P DA KSR G NIATRC AT, TR AN A it >) P71
BCRTEAT B it , PR AT AN A VRN, (00515 1 R H I Bl — R s « e sh,
FETEER TR Al A PSR , iR o
[0850] WV S P T 01 it ot 22 4 ol 5 PR i 00 i B i it DA A [ A 2 5 I 50 F
NKIRFIRKI , IR I R A P (P PP sl o0 i T Je R Kl HL e e v A
Il
[0851] i I T2 s A SR IR R B2 N B 25 A1 S W IE w4, il R P g
%4 . EE % H)4,886,499;5,190,521;5,328,483;5,527,288;4,270,537;5,015,235;5, 141,
496 5,417,662 . B N A 54 ] i FRA B HAE R DR FO A RSORI R B s A (APCT A 5
WO 99/34850H1 iy ik F AL IHAESF0M) BT o SHintTE st Joadi 510, Hamd v pA i 7
S AN/l RS A BUR HL A BRSO G it F BT SR AL S IR 1 B LB - S T 4
s plan S % #)5,480,38155,599,302;5,334,144;5,993,412;5,649,912;5,
569,189;5,704,911;5,383,851;5,893,397;5,466,220;5,339,163;5,312,335;5,503,
627;5,064,413;5,520,639;4,596,55634,790,824;4,941,880;4,940,460 ; FIPCTZSHZEWO0
97/37705LA KWO 97/ 13537 H1 o fil FH e 4 AR DITdURy AT 2 v s BOBRSN 2k BB
(RS TERY R /R 15 136 # A 0 il 51« B B, AE BN BRI AE G0 2 FE 7 (Mantoux
method) F AT RS 25 o
[0852]  RUE AR NS 2541 SO HA BN E S AR TINEE A G, (2
Fir AU BN SR T, I H A W —fad & A AT S0 s e T - 5507 T IHE T
& AT AT IR A S AR A S P0E T S R sh s 7, H— AR E IR 2
B 0] F— M S KA LT AN/ B A TIX R T
[0853] A HHIE: 25 LS My T AR LR (BUAnamad iRk P9 JILATIN < B2 1 sl IR AR PN 75 171
NN/ S E BT B R U i o 2, anARsiselorh Bl OcPi A ki o
[o854]  H st dil
[0855] AR SCHh gt A e
[0856]  Sijitsfhill AL S B S LA N S 54 -

0
R1 R3
SN R*RS
[0857] l!l |
i J7 N R
R? (1)

(0858] s HLEE 2 FATH A, S
(08591 Rt 4 FHIBAF 4 B2 RO TEE S0 (T e MU IR K AL B UK i Z b
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B G 2RI e S e 22 AR B Sl e B R b 22 R O B AR et 22
IR 20y FE DA B s s

[08601  R1 [ F LA I %I04 F O TR 2 « 2 AT e R AR R e 56 AT e b 22 IR (1 4
B b 2RI e S e 22 AR B Sl e B e b 22 UM O B AR et 22
AR 207 2 B L BT | -NO, D M it 50575

[0861] R [ F LA N &% 54 A (O TRE2H « AT e R AR R e 6 AT e b 22 IR (1 4
B b 2RI e S e 22 AR B Sl e B e b 22 VR R O B et 22
BRI B L R L X B3k L -ONL-NO, DA Kt 5 1895 5

[0862]  Jyk [ LA N &I K REL :N R) .S.0.C (=0) .C (=0) 0.0C (=0) .C(=0)N
R") \N(R") C (=0) \CH,0PA K —4;

[0863]  RYFIR4% [k vy e [ P 2 (T Se b R AR e SE DA Rt S50 A O R A, kA T
SEHIR IR R AT 9 B A DA BER

[0864]  n }y0.1.25k3;

[0865] Wk Jy Bk 2R BE U ABL 75 5K

[0866]  HEANR My Mg [T FHVA N 45 41U REAL : S AT e 2 BV O be Bt AT e 22 HY
PRI R AR 2R R HEE AR 22 R 2 e B e b 22 AR e Sl AT
SR D5 U AT L R 2005 e U AT b S BV A b S L e 2 AT e b 22 U Y
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(15521 Sfiafh268 . 4 s e 26 7 E—Th e i, e A E 8 AL A UMl R i L 26
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[1553] St f51269 . 4N fitefi260 22 268 HAT— IR L, FLrpe (o P 1 LA A BRI
B LRI TE S A B 2 pHAELS . 8T R -

[1554]  E X

[15551 Ay faiie D, Ui 45 - S e BB FR s 2 R I AT FH I oA B 41Tt

[1556] NSRRI E B AR A KA ARTE R E X o« Mk AL IR H IV, 5 ez
1% (Periodic Table of the Elements) ,CASHk, V.5 F} (Handbook of
Chemistry and Physics) , 55 75RREHN TERE DI e £, HF E BRedE—k A andL
FIT IR 5K 5 SCo IEAN , ML DA KR TE B R A1 70 A SN [ — 3 S R R T AL
(Organic Chemistry) ,7FaHT ¢ Z@i/K (Thomas Sorrell) , KFRFF4§E (University
Science Books) , Z=HFE (Sausalito) : 1999, AN AL 5| L R AA .
[15571 ARG WA Rt S n] LURR 8 ) U sl s A A TE A A « AR WA 8 T A B
TEWE N T Fril e 59, F A A A 4 M S R A AR R - TR S A A DL K S - e
FAPR AERT RS AR (D) - A A (L) - Ak L ANETER S LA R I B IR G ki A
A HARTE FR T A A B A BRI -« BRI A Al A (kDL AR S W s T AL B
Mo

[1558]  AIARFE AL HR & A & P A Rk bb 2R A — LU R A AR TR 54 -l an, £E41
HANFP S AR IS TE T, 57850:50.60:40.70:30.80:20.90:10.95:5.96:4.97:3.98:2.
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99: 15100 05 A9 PR LE RAGTR S W3 I T AW I AU HAN 035 1, i 28
LRV 2R R G -

(15591 AN an R A WL S RE e R S A e, I P A PR P sl i oo
SEVEBFRIRT AR A &, B oy B AT RS S A VTR S W H R A Bh R A SR B Al P 5
RRSFAG IR o BT, RSB A IR ERESE ANz ) slfRIE FRERE (WD) | N 5k 4t
PR BRI A FX IR S A, B v i o AN R O o R R 9328 St e e 5 2T
HIE AR A 1, BB Pt A 1K

[1560] QA SCRT FHIAGE “NEIN AL AR AN A S AR 7 e Bk (BIR5330) o
SCHEAEPMRAIEAE BIBRER) B2, BATRE A — s 2 B AR BEIUR . AP B U B A
DURE T fige, A “ PRI R AR Sk A (EANPRTY) Be e R PR IRGE R IR R VAR
BREEF I3 o DRI, AnASC I Y, AR “e 5E” F0 0 B 40 SCBERNEAIR Bk o 2RO E 18 -3
CH AT, QBT BRI S5 BN, AUASOT L, ARG “hedk” AL REE” R 48
AR L2 R B A o A T S, ApASSCR Y, “HRliREE” TR AT 1- 20
JRFHINE I HREE A GRIR ARIAIR CEHUR R B 0 S B ORI 30) SRR R AT
AIE (HANRT) AR BRI SR e R 20 AT RS (B an il R e dik I it
BRIL ZRARITIRAE AL T 207 BE AL AL (oxo) M ZAdE AU Uk

WU U BRI R IR R IR AR IB I R B s R bR
BETT A IR AL BT BE T e AR IR SRR R AR b A b s O
AL ROy AL IR AR EAE AR AR AL HE R S b SR A AL 7 RE RS |

FF R AL AR, R A T A BB PR — S IR -

(15611 QAT I, ARGE “Bedt” B AR ARSI I — 5 SCH AR TR EE A g
UFE BRI B (IEER) BEP e BRI O BRI 3L DL M 2 BR e FE I
RIFERE AE— GO0 N, Fe e B, BV 1= 104N T ke (Blin 3t &
FLEE TR ORI O3k PRk o B TR L) A SRS EI D, PRk ) S S
A AR AT 30N e 30N A BRI T, ELAE—S0 5 00 N H A 20 8 20 PA AR 1
FE—SE ST, B Rk Ay S e I T R b B 12k 12 DL (e 1 ELBE N
C,-C, o K T3 BENC,-C ) 66N PAN , BB A LA R Bk IE1- o RIRERD IR AT A
HIRGE M B A 3- L0 -, sk AEPREE A Th AT 56807/ e 3 1 ST B0 48 (FOANPR
BRI LE - NV E- N 7N~ N7NE- N I~ N - I~ -7 N =~ SN e - 5D V57 Nmle -
[1562] GRS RT FIOARIE “NEEEIE” H8 M hedt . “ike s JEPTNZE L BT - (CH) -,
bz W IE B, a1 %2015 10156154 18 3. 1 F 25525 3 S HUR K S S 5 Ty —
B 2N TR U 1 R R o 0 SR PR & 336 5 BRI 0 B A S R AR i i i
SRR R IE .

[1563] ik, 1B N0~ FFik — AL o DRIk , A e ST AT ARGE ] 283 i 1
BRI — 30 10 R a0, AN BRI TR EAEE” , M I FR R 53
7157 N/ |/ S 57 N | 5 = St /15 S8 257 N | 5 = St v 8 -y )
“WREE” , "R EEGEN WHEE” , AP “WREE” , M e R T Akt
7 e Uy | S ) s 5y R | /10 < e

[1564]  RIE U FL” 1 “Beil” B HAE AL ) — & SCHLFBAE KB M T AR 5 1]
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5 FRGEEEISU AT B EAT 2D — A ek = S AN AR D e R A
[1565]1  fERLeosmm i, A& A b it PR GE 2k I AR L A 1 - 20 IR IRk it - - 7
SR S A I AT FH R GE RS s BRI 5 A 1 - L0 IR TRtk i - o 77 HL B 5
Bt AR B A B PR 5 i BRI A 1 -8RI IRRR I o AE L & SR , Ak
IR AT PR AT A BERREE A7 1 - 6 IR IeR I 1 o A2 H e S o R, A & B i 1)
B BE R IR IE 5 1- 4 - o BT I IR T2k T DR e Ao i ((EANFR ) Biln i3k . 2
FIERE R RN R TR T TR BT R AR A R Bk
B RO O ERES A AT — sl 2 N IR A B (EANRT) Bildn a5t
P T2 -3 -2- Tl - 1- 55 RO MEPI L s (HABR ) SpRIE 2- PRBRIE (B
PR \1- P
[1566] QARSI FHROARTE “BRGE AR K E S B A =2 T4 BE=A 20 R
FISEAT o 1 IR EATE (AR T) BRNSE IR T 38 RIS AT I R PR i Hop
BTG 2B IR sl AR o TG &0 B, O Edet 22 il ((HASBRT) LA N B EU
PENTRES s MR AR s 07 5k 5 205 s D5 ek s R0y Bk s B Sk s O S s b ik s 2007
BEs BERAL s 7 Ak s Btk s 207 Ak s -F;5 -C1; -Brs - T5 -0H; -NO,; -CN; -CF 5 -CH,CF; -
CHC1,; -CH,OH; -CH,CH,0H; -CH,NH, ; -CH,S0,CH,; -C (0) R ;-CO, (RX) ; ~CON (RX) 53 0C (0) R ;-
OCO,R. s -0CON (R ) ;5 -N(R) ,5-S(0) R 5-NR_(CO)R_, FLri1R ARt BN s Hh (4 (IELABR
) MBI R EE 5 5 G5 5L Ty bRk el oy i AR, Horp ORI R R B T
JEE IR IGEE 5 B Bk sl oy e SRR EE rh (A — 2 B AT 2 AR EOR 2 UK 77 3k
ARG SO IAREAREMR , B F SRS (155 B sl oy FEIR B b AR — 2 AT 28
BRI o — 3 P 3t PR ERCA R L& S0 E AR SO ik AR S5 R i s R S S i 191
il
(15671 QARSCHT FHRIARSE “F IR IEE” R dn A SR i SRR I I 43, He g An A &
ANHOANEDT B IR B BE (B AR53 50) o3 >CBEVAEPRR IR (BIZ0R) Bk 2 IR 28, HAT et e
—BREZANERREREIUR, HE A 22 A el b 191 4 2 i I 1 o 7 R S e
Birk, Z e oy s H ) — sk ARy 22— 2 IUREE B s fn £ R 2
Pt IR U AR G188, ASC ) “GRNR I IBAE” A Bl 4E (EAPR T Zebe i et Bk e
BERIRGTIE T B M AR o o DRI R TR IR ™ B4R AR TR L | 4
WEE” LGP S S LA, WSO T, RS “Gbi ™ L “Geddl” L “Gebal” SRR 5 2 BT
ARG BRI IR o A S S b, anASCAr F, “ZeiBI s e n AT 1- 20 ki
2RI IBEE ] R FEIAIR U ARG 3 S s 9 30 « 2 Mgt P A
BAE (EABRT) AR R T AaE B8 73 OARAT AR (B e e BE i 2k
b2 SN 115111i)i7 =  SEAS7E N8 SISy 8 O e A7 A e N ez e e = e N e ]
S VHUIE U AU B UL I R VIR XL IR IR A IR IR e A B
B ZRBU R AL T R A B BB O B BT AL A IR SR R AR A
bt A Iy AR S R IR AU SR e SRR S e B AU | S B e
75 HEN AL 2 B A AR RIS, HL % B ) et B U AR 2 — 2P U .
[1568] AR5 “Tefi 527 FAT HAEARGUE 19— e 2 SCH AR AnAR STk i) — sl 2 A ki -
SR BB A2 AR R B 2SR S B S (AP T Bese
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BE BT ASTRL UE RE SR (G D) R e SR 2t

[1569] Rl “ZuI AL M “GebhAE” BAT AR ARG (1) — e 5 SCHLAR 71K M mT AR EUAR
TS R A B2, (045 B8 2 D — ANk = S AN AN I e RE

(15701 LWL G FaR IR (R AL E) B 53 I BRI — e SL ) e g (AR T)
PRITIREE s R NBITIRAE s 75 5k 5 2107 Bk s 7 3k s e BRI 7k s e Sl 75750 s e Sk s 20
L et s O AL s ARbEik s 207 At F 5 CLs Brs T5 -0H; -NO,; -CN; -CF, 5 -CHF,5 -CH,F; -
CH,CF, ; -CHC1,; -CH,0H; - CH,CH,OH; -CH,NH, ; -CH,S0,CH,; -C (R ;-C0, R) ; ~CON (R ) ;5 -0C
(0)R;-0CO,R 5-0CON (R ) ,;-N(R) ,;-S(0) ,R 5 -NR _(CO)R,, HHIR FEK H LI A7 1 (0 6%
(HABET) PRI RSE I IATE AR  ZH PRI 5 3 2 5L b 5 el e 3 05 38 H
i SCRUAR SR R IR I35 S e MR e 5 5ty B el B2 0 SRR B AT — & 4]
LRIAEOR IR 43 S ORI SO IMREARIMR , B SCRIASOR D5 Bl ey
FEAREE AT — & P T 22 IR B 2 U — R P i I IR A L B S AT
(SIS B o

(15711 RGE “O7 3" B AR Ue i — S SCEL TS i 22 IR HA B2 (1 4ok
50 IR (BIANIBER) sl 22 M FER A 2 D —F 05 A i (11, 2,3, 4- DU AR B2k
B EECTERD) 175 B R EE I B, 2=/ D— BT A iy 1 R 4%, I B AREEA Ty
AP AR BE ERBEE 7 ERRN/ o AT s ARSI , 55 2k PR 2 B BRI 478
(EAFRT) ALAT S AT EE B , BT AR o3 O T A A S farn i HL e 53 e
B, P BASE AP IUREE A — 215 00 N, 05 BB R A 3- 14N - (3% A T4t
IR EA IR MIRRE MRS 2 BRI A3 o “BREA S 2™ 4805 B e A _E IR -
BRI 1195 B BRER D5 SE QI FRERBREA 5 3L K 2 BRI S A B (1 sy A sl A DA 148
PRSP HD | dnZsdt.

(15721 RGR “I07 57 B HA AR P i — & B IR B 5 2D— AR IRy 5
TITT R IR R ERAT 3 - 14 T (% A TR IR IEE Rk %
IRIAAARIR 53 o IUREE AUAE (HANIRT) AT e fir S A PR EBUACERE , BRI 8 53 5ot
TARSTE R B A T , AT A E (e S BRI o A — BB 0L 1, 205 )
AEAEA DI IIROT A REER], Horh— BRGS0 1 S OFIN; Z2 . — Al AN ERNR
SOy M S SORINI I B 2 I -5 HILARINIT -tk , 7 R S P 3 ok AT PR 5T -2
a1V S/ a1 SNl N L SN U 2 SN {87 SN/ QB SN (18 N I8 AN
SIS N LS NV NILIE S N /322 NUSHEE- SN 518 N oo ST

(15731 SRRL [ i, QA SCrR T IE SIS FEMIZ 05 BE oy )l e R s e B o 1
LR R A - (e J7 56 - (Gl d) D53k - GRbiD) 29055 DL K - CRbi D) 205 285
PRI , A SR, il 5 BB RO BB 40" 15 05 3k 2053k L - (b 73k - Gl 7
BEL- GRbTEh) 29756 K - CrRbidh) 205 587 T B 4 BURAE AR (EANR 1) AR e mi i A )
AL, BIDS TR IR 43 BN T An A SO Faom i H e B ik , AT ARG e e & g IR
k.

(15741 NPT fR, Oy BERNZR O 5L (BFDREADT L) ML B I, R R i L -
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3 F;Cl;Br;1;-0H; -NO,; -CN; -CF,; -CH,F; -CHF, 5 -CH,CF , 5 -CHC1,; -CH,0H; -CH,CH,0H;; -
CH,NH, ; -CH,S0,CH,; -C (0) R ;-CO, (RX) ; ~CON (RX) 55 0C (0) R ;-0CO,R ;-0CON (RX) 55N (RX) 0575
(O)R_;-S(0) ,R s -NR_(CO)R. , FLFHR K HHEN Jsr Hb (R Rt | JIEER 2L
=) S 7 S S LB O SLS LE T S o RN R S L ST S
Sl oy 5L Horh b SCRNIASOIr iR AR BRI 15, W IRIAZE IR Iis gt A
S5 Bl B0 B ER Y AT R U R 2R U 0 Sk sl 47 Sk ANl AR,
HEr F SRS R AT IR 05 A e ik 305 A ek 5 3k 05 Bk L - (oidh) D5kl -
(e 50) 29757 FAUREERA AT L2 BB IR - AN, B T it AT A A ek A 45 & A AT
o456 TC AR B IEEA BRI 5 o — M ATl RIS H e 54l
AR R E S o
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10TCIREE YB3 R TITER
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LN ST R R P B EE AR o A — BB 500 N, AR 2820 I 2R - (N0 B 45
EY A —LF0L N AR BRI S TS AE— 205G 00 1, 2R e (K
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(15781 QR SR FHOARE “px 8™ RN “pa 227 $6 178 E s S IR AH B R R PR 1
[15791 R Wb L e — D DB = R I e S B H SeB Dy
W R R EE S PSR AR AL

(15801 r RSO IR TS “SUE” $5411 (-NH,) Al (-NHR ) A (-NR R ) 5 3= (-N'R R R ) %,
FLHAR R FIR Sy 0y A SO S SCROBR IR S IEER 2RI I 2 BA D5 FE B2 05 i 07
ARSI EAE (EAPRT) 2 IR O ORIk I G U
WRIE £E = FH 2 BV My ik

(15811 RE “Pu” HAT HAE ARG I — e & SCHAB S AT 2 /0 —A> =8N 53 Sk ok
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PR/ ol P — s 2 B 5 K LR 05 HEN B A B 5T T«
[1562]  IASOIT FIRI A “B AL (B AAE) s b St U5t T S
AR5 T A O M1 T XL 7 RSB IE e A L2071 I e
B A SR SRR A L - LO BRI 1 1 H 2 S5 A D
PRI T SRIGE 24 L -8 ARSI 1 2L SCHBOURT, B0 1 -6 IR
T AESVE ST e A L -4/ B BRI« i AL 95 Y i (LR ) Y
I LI PV ST IE TR AT U TR TUEIA R IE O S B 25
R (T FIEHE B P PR IF T H %

(15831 T IS AL AL -0- 5

(15841 AT P LR -0- e

(15851 R e FOERIE R D — MU I— A A SASEA B
30 BURIIGEAE . BI0, K PSR AR IR - €, JBeID) -0- €, Bed) A1
WU B PSR AR M E R S IR S B2 U (B €, b2t -0- €,
Bei) -0- (€, i) BUL.

(15861 i 18 QAR 1RSI sl Ayl (EHeH 2% (T F R B
RS B (AT | AR RS U A0SO P, A “ZEBUR Rk Ay
HUE PRI T S EIRRAE , T S0 7 A T TR U BEA N R A 2
TR — B, R LU TER AT AT M , AR WP A O
Pk, Sptivsh s e 10 S S0 IR B B4 A rh— DA L 2
DA b3 RS AL USRI, 46— R BB IR AT B T %, “22
H AL R 0 LA 1 R 2D T R T S P TR A — 51
B “CEIRAR” — P HE DA A SR HOBRUAR B BB AT S ) AR A
DA I RO ARG BN S8 IS LU O RSB U
WA BB (0, “CMURROHRIL B i 0 A RSy LA IR TIOR A5 X
oo BRI BF. . A2 A I, T Fe VPR A AT LI A WO FRAR AR
B4 SRR S S BRERATARER 5 75 A5 75 B U A
P T S0 YRR 3 2 AT A 25—k %A ELARIR S I XA
5 AR5 P P SN Sl S 205 2 A ST A LA P i
T S0 HFTBAR B B S AR ITUA AR DA FEAT 5 S SR T B 2T PR A
S TR S B 0L ety PTG T T it B A s S iR
AL e« QAT PRI T S S A W A SRR PEDA Sl L 4P
A e B PERF S SR BEOA PR L et PR i B DL Y FASC R A6 .
[1567] AR LRSI (HRILT) 103 B AHAD e 5 e A A TR B
RO R RN N T N SN TR RSN SN
T T OGS B A 5 B A5 B Y - CF, o -ON IS 2
SR A BB IR PO JO . BT U SO B ZO G UL AU UL
EIEUN e NN =Nt N e N E R e N SN
S B B U 3 i SRS - TS - TS
3 FEREIE BIREIE E RUERT L - EUE TR L - UL TR A IThE
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SLpE A B A —esrh BRI TR AT s SRRy (10 °F) s T4 At B oy
(BEA (B 5770 o SUOR PP A ARSI b BT O J R0 LB AE DA ek 55 - A HLG ek
HIPREE (Protecting Groups in Organic Synthesis) ,T.W. MK (T.W.Greene) F1P.G.M.
Foox (P.G. M. Wuts) , 583k, 208 & R FIE 123 7] (John Wiley&Sons) , 1999, H LS IR
HIFNASCH AT, ZUPR PP S (EANPR ) il s B R TS (B4 491 2 s 22 FH G G
LEE IR OB BRI = 2 IR Gl (BIAnTroc) ) SR SERTE e AT A= N - e BTN -
75 BE R N S AT A A S AT AR S o A — B S A, SUPR P AR A3, (Cbz) VX H
SEALR R REL (Me07) BT AL HRAE (Boe) \9-FhRE AL AL (Fmoc) LML (Ac) JZEHT
kAL (Bz) 2R HI3E (Bn) A HHAR LR 3L (PMB) 3,4 - FHAR LR HHEE (DMPM) i FH A R 3
(PMP) mlOR FHEA R e 5L 58U (Ts)

[1588]  WnMEie AR R, (HAIR T L W% A O . = A A% . =
Wil TREE Wi 3 - AL N B IERE % (picolinamide) \3-AHE 3 S i WN- R
P B ORI N S BT 2R IR FE I e W 2RO FH B e SIS BRI el I 2 R A i
Ll OB OB - (N7 - R R S A Bl ) Ol 3 - CW R l) IR 3 - (A1
FOREL) NIl (2- FH AL - 2- (SRAHEROR A L) PNIBEM  2- FH 2 - 2- (SRR AU IR D) N
Ji 4= T B V3 - PR - 3- AL T L BAH 2L PRIl \N- O R 2 BR T A= AR 5L
IR R e M s O FE e S B FHRD) DR R

[1589]  gned S FHERAR LM AR P S0 4E (HANRT) 2L FER IR 2 3L R iR 2 5k
FHTRI - FH 3L HHIE (Fmoc) Sl 2k RO - (2-Ti2) FhAE HHER 2 3 RO - (2, 7- 50 B L HIRE
IEHRR2, 7- U -9+ (10,10- ZI%3E-10,10,10, 10- PSR IL ARG TR EL) 1 FIAS
(DBD-Tmoc) ~ 23 AL FP% 4 - F A FE 2K FHEE FHE (Phenoc) <S5 HIR2, 2, 2- =5 TR (Troc) V24
FEHER2 - — LG RE CE (Teoe) VEIE IR - AL ARG (hZ) (E R HRL- (-5 NS -
1- 3L 2R (Adpoc) VB AL FIRL, 1- R -2- g AR B A TR, 1- -2, 2- R
(DB-t-BOC) <BABE IR, 1- —HI%E-2,2,2- =5 LK (TCBoc) S L IR 1 - - 1- (4- K
) L5 Bpoce) &IEFHIRL- (3,5- AU ] 3L - 1- I 4t (t-Bumeoc) 2 3& R 2 -
(27 - 4’ -Mmg R ZfE (Pyoc) ~2a R IR 2- (N,N- IR IR HIWEIZREL) £ 2 R T
fif (Boc) 2 A HHIR 1 -5 MKl (Adoc) 2 5k IR LI (Voc) 2 B FRER M TR (Alloc) 24
SR L - NG IR (Ipaoc) 25k FHERAE B2 i (Coc) 2 FHTR 4 - i AR il (Noc) &
FL RS - MRS L 2 3 FHIRN - R BN IE il ot 25k ot ik S ik FHR A 2 B FH IR K HH R (Cbz)
GAHE RN AR B2 R (Moz) S 2k FHR W A 62 FRTR S 3 FHR IR 2K FATR s BE HHFR
X AR R A B IR 2 , 4 - SR IR 205 FH R4 - FR R st e B RS (Msz) < 20 R
9- TR FH R S Bk FHR K HHS L 2 B FH R 2 - FRL AR TR L 2 B HH R 2 - FRL R 3L T L
FLFARR2 - OO ORI L) Ol s IR [2- (1, 3- —ELERE) THIiE (Dmoc) < Za B HR4 - FH
FLWEWE Mtpe) VERIEHIR2, 4- ZH FLWEM s (Bmpe) 2l LR 2 - 85 3L LR (2-
phosphonioethyl carbamate;Peoc) .%d ik IR 2 - = IRk ILe L TR (Ppoc) <2 3t HHER L, 1-
AL - 2- U R SRR FHR TR G- N AR R HH R L S S TN (R A3 % RS
a2k RS - K- v FE PR L S BE FHER 2 - (=3 3L -6 - (i FL FE (Teroc) VSR HIR
(R TE  E AE FHTR 3 , 5-  FHAE R R e A R SR A B R R R A R 3, 4- —HI%
F-6- i FER HIR SO IR R (SR AR L) TR S 2 ZE TR BU KR « it 28 Bt R S - R Y
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il S8 3 FR RN S RN R L SO E R PR T iR S it IR TR 24 58 R B KR - 2 3L R
PRS2 H R 20 RO 28 S R I i R R 2, 2- S R B Mg U PR
(N, N- — F3E FE i eh) IS WS 3L HAER 1, 1- — FI3E-3- (N N- — L FH b la) P TS G ik
PR L, 1- AL P BRS 20 PR — (2- M iE 35) FHR L 2 5k PR 2 - R e 2 FHT 2 B R 2 -
WA S R 0K R S 5 IR S T TR 2 56 FH R S JURRR S 3L R O - FR A 2t
IRABZAL) ZR HHR S IR L - HH AR T R Vs R L - AR PR U VS B R L - HH - 1- 34
PR S R FHR - FH 2 - 1- (3, 5- HISHARAD) O E AR R 1 - FH 2 - 1- A
FORH) R R SEHTRL-H R -1- R OFE A IR L - A - 1- (- 2L R & TR
IR 2 5 RN CRABEEE) R IR V2L L2, 4, 6- — B0 | 2R R R4 - (L HIED
KRS DL M s R 2, 4, 6 - = LR R,
[1590] il 3t LR P2 s ((EANBR 1) PR REE (Ts) S RTBEIE . 2,3, 6- =
PR3 -4 - TS EEORT I (Mtr) 2,4, 6- = FSA L ORI (Mtb) 2, 6- — FJE-4- I ALK
fififelz (Pme) <2,3,5,6- VU FI3E-4- SRR (Mte) 4-HHAE KTl (Mbs) 2,4, 6-
— FHEORT e (Mts) 2, 6-  H s k-4 - FHEL DR E I (iMds) £2,2,5,7,8- L R (-6 -
Tl (Pme) HHBEIEENE (Ms) B- — HHEERERC R CRAME L (SES) \9- UL % \4- (47,87 -
FHER R ZE ) JRAilfpefie (DNMBS) 2 FHEE e fie  — 3t FH R At i DA R R HR e FH T e
[1591]  H e RRPPEETE (HAFRT) HEmerE AL - (10) -BEREATAE9 N -4 ORI L 2
FREEAT A N - 2R LSRRI LT AR N - IR B L R R 9 SRR A N - O AR 2
FRATAEW) 4, 5- R KL - 3-WEWRRK - 2- Fi] N - SE2K — FHENT i WN- e T Bl (Dts) WN-
2,3~ IREL T M M N2, 5- T HIJEIE N-1, 1,4, 4- DU FREE T RS SR b
&) (STABASE) \5-22 001, 3- —HIEE-1,3,5- =& IA ke -2- i 5- 2 A1, 3-—
RHEE-1,3,5- ZRATFAC KT -2- il 1 - 2R3, 5- —A8FE -4 - TEBE R N- FE R N- N 24
N-[2- (G HERERIL) 3] FH R (SEM) N-3- AL PN S N- (1- SR Bt -4 - k- 2- )
AL - 3-MHE bR - 3 - F5) B2 PO ek WN-ZE H I IN- - (4- AR EROREE) F I WN-5- R F IR
i JN- =R (Tr) WN- [ (4- FREEORD) RS ] 20 (MMTr) WN-9-ZR L% (PhF) \N-2,
7-Z50-9- B3N FPAL N- TRk L 4 3L (Fem) WN-2- M BE FRELSAREN -1k N-1,1-—
PRSI FH 2 N - 2RI FH 2 N -0 FR AR 2RI FH 2 N - 2R B R WN- [ (2- ki 3E) %=
FEDTGFRSLN- (N7 N7 - SRR D) 50N N - 30 S5 PR 3 5, N - A 2R 4 WN- 1
NG N-5- AN N - (5- G- 2- FER30) JRAE 2 N- P PR L2 N- (5, 5- - HIEE-3- {5,
Fo-1-IA0EED) S N-TIEEAT A9 N- 2R SRR AT A N - RSE (LS A% el ) W2t ]
ZN-HE G W) N- B8 G 1) N- IS N A N - S s R B (Dpp) « 2
SR (Mpt)  — IR IEAR BRI (Ppt) BTG —ehe e i — 2K FER B e — KR
SRV TR ARSI el (Nps) <2, 4- AR Rt e « 0 SR 0 e e « 2 - A 3t -
4- S BRI e e — R B Rt fie A K 3 - B e AT i (Npy's) o
[1592] QAR I, ARGE T E” — BB T Bk A5 5 , B anPAE s sl e 1R 7 20, 1/
A AT AE S
[1593]  YACSCAl FHIOARTE “SWr ik fa TR S sE RIS o
(15941 QuACSCAT FHROARTE “SWT A 25 5 B BRI/ sk SRARIR B AN/ BOAE o
[1595]1  “LWrii " ok D& S — s A N I — 414055, Oobid T, F i 52
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Jite HH P e 2508 F B AR PR Bk 2475075 e 16 B2 W MR B 2 245 s o 4811, X P T
St HH P e 2 F B AR PR Bk 2475275 e v 16 oA/ sl P2 Wi PR U 2 o £ —
BE SR, 3R S TR AR S R 2B 5 T RSO AL PLANTI A5 AT 2 Wy
V25 R T A LB 2E 4, Ui PR K A B A b /KRN sl U R 25 (BN °F) AE £ Rl
B 255 AR BB G 8 & (WIS TR D) AR T U PR 25 i A T A &%
(U B PP I S ) AL — LR SR, i 520 AT AR 5 i i 20 A4y
A A, BT e o i i DA T AR sl Kisiie S — A N s

[1596] QAR T, MK —35537 SR PRI AR E DX AR B o B2, AR 358
53 AT AR U I35 454 S O LA IR 55

(15971 QuASCAT FH, MR I B (session) ” Al AMARRTER HI 10 B — IR TS 28

[1598] QAR H, ARGE “MAR” 48 A\ Al AR FLahisk sh . A A S FLsh i e i
KA R 5256 sh i AR N 8 R R B0 AE A MAGR RS e e CRFR T 5
A LR R I NERL SRR S R R TP R B SR DA R A o AE AR R BH g — e S v
MMERRPRIE “BE” AL — 285 A, B AR A TR sk e is (EAPR ) LA MRy
B TAEE RN DRI ek e R M T R B gk s
AT E BB

[1599] A SCHriR AL A5 22 0P, an (HABRT) 2h O3S oKkEW. B
A SRR DA S A AR o

[1600]  7r H-uesjfilrh , s s A s 5 A s 252 1 Al ez 0 Eh « WiASSC T ARG “B=
25 b AT R AR AR A IE DS 2 BIRT TE R P L 16 T 5 A 2R AR S S I 240 2 i
T JCAS S5 s T U NS, HAS A B AL/ RS LU AR £h o D5 252 R Be2 (kA
ARG R AP R RIS o B, 1A (Berge) 5 AN TR 258 5224 & (J . Pharmaceutical
Sciences) ,1977,66,1-19 (L5 FHIITT ATF NASCHY) HpFgiiiR PR 2527 1 a2 (8h A
KO E IS 22 b T P2 10k 08 R T30 24 JCH LRI MR LA BB &k o s 252 B ]
B2 W TG B IR ER 10 S48l 2 35 5 JoH LR sk A A URRE B B, BT eI Anh g SR
R AR AR A v SR , BT AT MUBR AN IR B0 L T — R IR AR AR« T Rk
PN R 5 i ol FH A e il R A g 13 e e g B R B R 2575 82
SZHIER AR O R R R DR MAR £ R AR L AR 2h 2K IR Eh iR A h
BIER SR« T TRER IR SR RN AR £ AT IR 8 IR e IR SR IR £ T b
FRER  CIERAR Eh IR EE VI T I R &k AW DR £  H Hh MR £ A IR Eh R 2
BRIREL \ R £E AR EL L 2 - 20t - TR 2h  FUMIRR £h FLIR h AR Eh - A LR

R RBRER T T R RS N IRER  FRB AR ER L 2- ZR IR R MR £h AR ER IR
#h O TIRER KRREIRER PURZEIR Hh  RURIRER i TRIRER 3 - ARIL N IRER IR ER 5 IRIR
Fh R IRIRER IR ER REIRIRE « T T RRER IRIRER WA RRER I R Eh N FHORRAIR 2R 1

—HERRER T RERELSE B M ORAT AR Eh SRR S L R B R VB FINT (€, B A
b o AR ML BRl B JR sk 1 <5 JE 8 EO AR A B B0 VR SR  HL e PR 2y b AT B2 PR A 2 I
TR DU AN FARDR 1 T B I BH S -, BT AR B 1 i 1 R R
FRAR BRI AR SRR AR S AR  IRAR e B RRRAR AN 7 B IR A o

(16011 fERILS N (S K M EGEIE I A AR AR KG9
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75—k 2K AR S S I S UM, RE SRS e 5 — s 2 A
Ao AR SR SIS

[1602]  fF FLEC 5 , AR A0 51 AT DA &5 Fb AR e A TE A A o A0SR Y
ARG H A SRR FE R Rk R B 2D — R A BT R D — R S22
o (gm0 =B g, sl S 2 RN I ATAH B AR 1 B A A Akt b
Lo AUE T IN Z=10E , I T TA A ApHIE « AR A Y (BP0 B AR S A A R s 87) AT
FHR sl it b o B B AR S AL A CO T 2 M T P 2 eI Jid 5 PRI fr = PRI e 5 A e
TR s MU 22 O AD M i B A A i o

[1603]  fF FLEC g , ASC TR (A 59 AT DA &5 B A JE A A « QA ST R
AR CFEATAT AT A ) AT A A AT A S AL R (31 GO I S A A  F R IR R A (RS
B, SRR QR A A WTEE NI A AL AR S A AR B - A AAMIZ - A 44 R -
SRS AL RIS = S SR A R BT IR SR 4L (D) - SA A (L) - A A HLANETER &9, DA
NMHEF RGP, FeAa /S A s — 28 ST Fh R LSBT O RO I g 4
ITE SR, AR RTFRAE D620 « ARSI Ot 5™ BHa it S w2 8okt
AR — ORI e A A A B o 75 RSB St AR W S0 2 /D 2990 H & % [ FE R TR
SR Y A SRR, (e S 5 /D295 Fi iR % L 98 i te: % BR99 i % U Xk
SR B o B TR A A AT 10 3 i JER AT P B AR B3 2 RITAEART 5 7, B B v
PRt (HPLC) |, LA M BRI £ dt ok S 1 R 1 AN e TR S 00 25, sl A 5k
Keilill 25 o 2 WA A HE v (Jacques) 55 A, SR L JHBE A543 (Enantiomers,Racemates
and Resolutions) (AL H[EFRFH (Wiley Interscience,New York) ,1981) ;4EfE
(Wilen,S.H.) %A, PUTHI{A (Tetrahedron) 33:2725(1977) ; X AI/R (Eliel ,E.L.) &fit
WIS At 2 (Stereochemistry of Carbon Compounds) (ZHZ)ZH% 5 - 7521k &) McGraw-
Hill,NY) ,1962) ; 4EBEHR 43 FIF 4557 5% (Tables of Resolving Agents and Optical
Resolutions) 55268 01 (A /R 4, ENb g M M2 Bk it (Univ.of Notre
Dame Press,Notre Dame,IN)1972) .

[1604]  ZZRELL N SR ot — 2 PR A R WX e R & 7 1, Al L Bk i Ak
W) SR BE A T S, (HAS AR PR R LYW , A R WTEmE H R s 2 AV RUE -

[1605] 54

[1606] 55T 5

[1607]  J57EA:

[1608]  FHRREREN— K EAIEER S A1 (0°C) R SR /KA, f I Bt B 2 WS 21 5E 2R o
B T BRI FE R SR &9, HAEE2 . 5-57 NI [T IR 25 Pl A BRI BT . [ e A
BRI TUEE , W KB e F B350 T, a1 SR b BUAE [Al . 30 93
PRUE ¥ HIA R R PR B H AT S s R BRI B 1 AW « B e R R A R B 7 o 118 M4 1
PRI, FHRIA R T o 38 H 2S04 o FR LGRS R Y [Tl s A 2 e E R
i, (Hk & T 22— SR S — b alift .

[1609] jj{?_\:B .

[16101  FTJBRIR Bt AL PR 228 RO A TR A AT A HH Pz sl 5 P A R R FR R R e v RO TR oA
W Je AR S AR 55 -80°C o ¥ HI BIPAITEIR T I, KHAR W93 B9 SR SRR IR TR, TIZK AN,

147



CN 113754589 B ﬁ'ﬁ HH :I:; 145/214 71

KA R v, B e T8 o 8 ELke 4 - it e il 22 SRk ek b T Al e 13 2L
“¥.

(16111 Jyi=C.

[1612]  FEPASGH B T, P = i AR FH R ) UG - 1 - 3/ NI e, KRR Pl
RS H S B2 S ek =, T8 18 Bk 4 2 5 T AW .
BEARAT IR B i AN B H , (H sk vl 28— Sttt — P alife.
[1613]  J51ED.

[1614]  FEPRERLE I oS SR N FHORRAT: G« 4 - - HH B Sl R mme sk 1 — Sl FH eI R o
1-3/NIN =, FZKRRE I AR S Loy B2 I Sl ek )=, BTG Kis
Wt — PP A G TN AR I, B a1 o 8 HL e 4 o B e o 28— S ARk e i b A 740
2R S

[1615]  Jy1EE.

[1616] KL | FE T2 - S OB I B TR IFAZI60°C , AERF200 B, B fe FHEE AL i fE
Y1 DU SRR HR PRI TR E AT SR A 2 Bl , HEHr2 - 24/ NI, B 78 AN B AR S
H /KA 23 /K IE, FE e FH CRR C R 25 I RN T4 &I aYUE , i H s
W4 o a1l 22 A R E S T2l R R AR S

[1617]  Jy1EF.

[1618]  REIRMgy W) HHORARETR 3 - 6 PN R AT R s HH B FH B e v (R B P o N A 2160 - 65
°C HAERFSRE - 2 N BIPAE L fe , FH/KACEE TR S, HHCRR CFRABUKE « FIZK 18
AN GEA G AYUE , 0B T o 8 H s k4

[1619]  5Zffi1

[1620]  ffi£54-50-5- ((4- ((2-FLEED) L) KHIEL) %A -2- P BEmAl - 3 (2H) - il
[1621]  AFSS -l 654, 5- - 2- S JEmAE - 3 (2H) - Fifi

o]

[1622] )\l;i e

Na I
[1623] A4 5 1A, i DRGSR (1.07g,6.33mmol) AREREN (0.336g,3. 17mmol) FlIZh
T S E (0.700g,6.33mmol) 7% o 45 B P2 40, 629g347.9% o 'H NMR (CDC1,,300MHz) : &
7.82(s,1H) ,5.27 (m,1H) ,1.37 (d,J=6.6Hz,6H) ;'°C NMR (CDC1,, 75MHz) :8156.3,135.9,
135.3,133.8,51.4,20.9;HRMS-TOF (m/z) : [M+H] HRMS : C,H,°C1N, O 1518 : 207 . 0086 ; 52
¥ {1 :207.0085.
[1624] B or -l €5 4-20-5- ((4- (2-FLHARL) ) KHI) 55D -2- PN AE -3
(2H) - il

LI e
[1625] :&

O
0\/\F

[1626]  ARPEE FH /5 LB, 4 S BI1AM =4 (45. 5mg, 0.220mmol) « (4- ((2- LA H
) KEL) RS (41mg, 0. 22mmo 5 B 40 Wz v, (Radeke  H.) ; 1A% (Hanson,K.) ; [IH7 52 &7
JE (Yalamanchili,P.) ; J#HBHT (Hayes,M.) ;5K (Zhang,Z.-Q.) ; PffH/K (Azure ,M.) 5T (Yu,
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M.) s IhitEF] (Guaraldi, M.) ; KH (Kagan,M.) ; 2% #h (Robinson,S.) ; < DI/K
(Casebier,D.) TENIEAEOMIEIE HL T & S A R EE I £k (G S T 7512 - [4-
(4-50 T L) KPR EL A L] - 3- AL 0% - 4 - T & A AP vEl (Synthesis and

Biological evaluation of the mitochondrial complex I inhibitor 2-[4- (4-

flurobutyl) benzylsulfanyl]-3-methylchromene-4-one as a potential cardiac
positron emission tomography tracer.)E2AbF 244 d (J. Med. Chem.) 2007,50,4304-
4315) FIRRERSE (0.215g,0.661mmol) T — AL FHELIZ (2. 20mL) H7ES5°C Nl % o 7 B r= it
J949mg ;63 % . 'H NMR (CDC1,,300MHz) :87.66 (s, 1H) ,7.41(d,J=7.5Hz,2H) ,7.37(d,J=
8.6Hz,2H) ,5.17 (s,2H) ,4.68 (m, 1H) ,4.62(s,2H) ,4.53 (m, 1H) ,3.80 (m, 1H) ,3.71 (m, 1H) ,
3.54-3.45 (m, 1H) ,1.27(d,J="7.1Hz,6H) ; °C NVR (CDC1,,75MHz) :8162.3,154.2,138.3,
135.4,129.3,128.1,127.4,125.8,83.1(d, J.,=165Hz) ,73.0,70.8,69.4(d, ], =
22.5Hz) ,65.0,19.5;HRMS-TOF (n/7) : [M+H] HRMS : C 1, C1FN,0,f) H1- 58 : 355. 1219, 52
{f:355.1217.

[1627]  524§I2

[1628] 752~ ((4- (((5-%-1- PN EL-6-M%IE -1, 6- —ZmAE -4-50) S35 HED) A H
) D) 3 -4- AR IR R

[1629] ARy -hill#54- (((5-%-1- TP AE-6-MI%IE -1, 6- Skl -4-50) 5a0L) HED) oK
FAER i

Py
NS
Lo

[1630] Nx
OCH,4

o]

[1631] AR H 18 T 77 iEB, S B LAY 774 (0.629g,3.01mmol) K FH R4 - F2 HI g
(0.550g,3.31mmol) FIERERHE (1.57g,4.82mmol) T~ — FHEL R (30.0mL) H7E60°C | 7
oIy B PEEEN0.604g3559.6% o 'H NMR (CDCL,, 300MHZ) :88.08 (d,J=8.5Hz,2H) ,7.82 (s,
1H) ,7.50(d,J=8.5Hz,2H) ,5.39(s,2H) ,5.30 (m, 1H) ,3.90(s,3H) ,1.33(d,J=6.7Hz,6H)
;'°C NMR (CDC1,, 75MHz) :8166.5,158.3,153.6,139.7,130.5,130.2,129.7,126.7,117.5,
71.2,52.0,50.7,20.9;HRMS-TOF (m/z) : [M+H] HRMS : C (1, >CIN,0, {15548 - 337. 0950, 52
B[ : 337.0948.

[1632] By -l 854 -50-5- ((4- GEHIEL) ZR AL S5 AL) -2- 7 Py BEANR - 3 (2H) - i

o]

/LNf:Em
[1633] g 5
Ol

[1634]  {E0°C R, [ S22 72 (0. 604g, 1. 79mmol) T-PUSUMeIi rh (v i B s A
LR (0.9mL, 0. 9mmol , IMPYZPEIRVATRD o S PERTIFIE G103/ N, Biti 5 T7K (20m1) 40P
S EKIZEH R TR (3 X 50mL) 2B A S AL B/ KIEm (50mL) Yok L&A HUE,
SRR T, 1 8 FLedss , A B RS (a4 (0. 186g) o 'H NMR(CDCL,, 300MHz) :87.82 (s, 1H)
7.41 (br s,4H) ,5.32(s,2H) ,5.28 (m, 1H) ,4.72(s,2H) ,1.28 (d,J=6.7Hz,6H) ;'°C NMR
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(CDC1,, 75MHz) :3158.5,153.8,141.8,134.0,127.5,127.4,127.0,117.4,71.8,64.8,
50.7,20.9;HRMS - TOF (m/z) : [M+H] HRMS : C,.H,.* CIN, 0,/ 157 {H : 309. 1000, S5 H -
309.1001.

(16351 Cipoy -l 45 ((4- (RFEL) SRIED) S12E) -4- 50 -2- S A EEmAME -3 (2H) -

A

[1636] N

O
Br

[1637] AR 18 T 75 3kC, i S BI2B1 774 (0. 186g,0.602mmo1) =72 {L.#% (0. 3mL,
0. 3mmol , IM 5l FPUGE VAT 8% - 45 B 7= F 0. 128g357.2% o 'H NMR (CDC1,,, 300MHz) : §8. 07
(s,1H) ,7.34 (m,4H) ,5.23(s,2H) ,5.21 (m, 1H) ,4.41(s,2H) ,1.24(d,J=6.6Hz,6H) ;'°C NMR
(CDC1,, 75MHz) :3158.4,153.7,138.5,135.0,129.6,127.5,126.9,117.2,71.5,50.7,
32.8,21.0;HRMS-TOF (m/z) : [M+H] "HRMS : C, . H,,"Br™°CIN,0, [+ 51 : 371.0156 , 24 {A -
371.0155.

[1638] Doy~ f54-50-5- ((4- ((2-FRFLLAIL) HIEL) ZRFEL) A0 -2- P Ak -3
(2H) -1

o]

IS
[1639] i 5
/\©\/o\/\oﬂ

[1640] B4R T BZHH (48mg, 0. 43mmol) T 7 (0.685mL) H {77 IIFRE]60°C , 4EH530
Sl UN IR EA AT DY g (21 . 0mL) HrR) A52G4 (0.691g, 1. 86mmol) o AR NTE K
J AR SN TR 5 - 6 /NI I, ¥ 1 RON TR A HLUHIZK (10mL) 222K . 43 8K Bt e
LR TR (3X 20mL) 2B A TR TR G IFIANUE , 8 H s ik 4s o b i i fie
ik (80-100 % LERHICULETAND iR, 158 2 BRI TS 724 (2. 8mg, ;=36 <
1%) «'H NMR (CDC1,, 300MHz) : 87.76 (br s, 1H) ,7.31(s,4H) ,5.23(s,2H) ,5.19 (m, 1H) ,4.48
(s,2H) ,3.67 (m,2H) ,3.52(m,2H) ,1.23(d,J=6.7THz,6H) ;'°C NMR (CDC1,,75MHz) :8158.4,
153.8,138.9,134.2,128.2,127.3,127.0,117.2,72.7,71.8,71.7,61.8,50.7,20.9; HRMS-
TOF (m/z) : [M+H] HRMS : C ., *°CIN,0, ) #1541 : 353 . 1263, S {E : 353. 1267

[16411  EfRy -l e52- ((4- (((5-G-1- N IE-6- M5 S -1,6- —ZmkE-4-50) =30 H
) SRFIEE) D) LA -4- R REIR S

,LN&@
[1642] N O,\Q\,
Oors

[16431 L FH 53D, fifi FH 52451 2D00 4 (85 . 6mg , 0. 243mmo1) i IRk 4 (55 . 6mg,
0.292mmol) 4- —HI B4 ILmEnE (35.6mg,0.291mmol) 1 — NI % (0.051mL,
0.292mmo1) #il £ o 73 B =4t 53mg 543 % o 'H(CDC1,, 300MHz) :87.82 (s, 1H) ,7.80(d,J=
8.3Hz,2H) ,7.38(d,J=8.3Hz,2H) ,7.33-7.27 (m,4H) ,5.31 (s,2H) ,5.28 (m, 1H) ,4.51 (s,
2H) ,4.20 (m,2H) ,3.69 (m,2H) ,2.44 (s, 3H) ,1.33(d,J=6.7Hz,6H) ; '°C (CDCL,, 75MHz) : &
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158.4,153.7,144.8,138.5,134.3,133.0,129.8,128.1,128.0,127.3,127.0,117.4,72.7,
71.8,69.2,67.8,50.7,21.7,20.9;HRMS-TOF (m/z) : [M+H] "HRMS : C,,H,.CIN,0,SI¥ 1150425 -
507.1351, 545 1F : 507 . 1349,

[1644] 524513

[1645]  fil &4 -5 -5- ((4- (2-THL L) IR FIL) S1IL) -2 - FHILmARE -3 (2H) -7
(16461 AFIT -l 554, 5- 5~ 2- FIEIATR -3 (2H) -Fii]

o]

[1647] ‘wﬁc'
Na
Cl

[1648]  ARJEE Ty TEA, TR S8 (2.03g,12. lmmol) JEREREH (0.640g,6.03mmol) FiIH
Jj (0.555g,12. Immo1) #ll %%« 43 857t }90.840g;38.8% . ' NMR (CDC1,, 300MHz) :87.70 (s,
1H) ,3.75(s,3H) ;'°C NMR (CDC1,, 75MHz) :8156.8,136.5,135.3,134.0,41.0;HRMS-TOF (/
z) : [MHH] 'HRMS : C,H, C1N, OFfJ HH5{E : 1789773, 2 : 178. 9773,
[1649] BB -iillec4-30-5- ((4- ((2-F 5D D) RHIZD) S 2E) -2- FHRLARE -3 (2H) -
i

o]

1650 Lo
e ol
O\/\F

[16511  ARHEE FH 5 EEB, 15 FH SIS AR P24 (47mg , 0. 26mmol) « (4- ((2-Ji LA ER) HI D) %
L) HIEZ (0.141¢,0.770mmo1) FRRER%E (0.251g,0.770mmol) T — HAZL PR (2. 50mL) HifE
80°C il % - 73 B 7 He Jy38mg 345 % o 'H NMR (CDC1,, 300MHz) :87.67 (s, 1H) ,7.33 (s, 4H) ,
5.25(br s,2H) ,4.61 (m,1H) ,4.54(s,2H) ,4.45(m, 1H) ,3.72(m, 1H) ,3.71 (s, 3H) ,3.63 (m,
1H) ;'°C NMR (CDC1,, 75MHz) :5158.9,154.4,138.8,134.1,128.2,127.3,127.2,117.7,83. 1
(d,J.,=165Hz) ,72.9,72.0,69.4(d,J.,=22.5Hz) ,40.7;HRMS-TOF (m/z) : [M+H] "HRMS :
C,oH, o "CIEN, 0, (115 : 395 1532, 24611 : 395. 1522,

[1652]  5Z{fl4

[1653]  ifil£54-G0-5- ((4- ((2-3R LA HED) RHIZD) S 2E) - 2- R EmAmR - 3 (2H) - i
[1654]  AFBsY-1Hil£54, 5- (-2~ FRELNAE - 3 (2H) -

[1655] O‘rygﬁ’
Na. |

[1656] MBI T 75 1A, 1 ORGS0 (0.985g,5.83mmol) RN (0.309g,2.91mmol) F1Eh
FRZRF (0.843g,5.83mmol) il 4%« 73 B/ N1.31g593.2% . 'H NMR (CDC1,, 300MHz) :57.91
(s,1H) ,7.59-7.54 (m,2H) ,7.48-7.39 (m,3H) ;'°C NMR (CDC1,, 75MHz) :8156.1,140.9,
136.4,136.1,135.3,128.9,128.8,125.2;HRMS-TOF (/z) : [M+H] HRMS : C 1, C1,N, 0 4%
1H.: 240.9930, 5451 : 240.9932.

[1657]  Biffsy-iillec4- -5~ ((4- ((2-J LA D) RHIED) S ) -2- R ALAmE -3 (2H) -
i

=

=
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o]
Cl

N
[1658] v
e Ve

(16591  ARHEE H /LB, i HSXF14AR 745 (0. 070g, 0. 290mmo1)  (4- ((2- L HEL) H
FL) ZR L) HIEE (0.160g,0.870mmo 1) FIERR 4 (0.283g,0.870mmol) F — HIEL L i
(2.90mL) H17E80°C Nl %%« 7 297 F J945mg540% o 'H NMR (CDC1,, 300MHz) :87.84 (s, 1H) ,
7.49-7.30 (m,9H) ,5.31 (s,2H) ,4.59 (m, 1H) ,4.54 (s,2H) ,4.44 (n,1H) ,3.71 (m,1H) ,3.61
(m, 1H) ;'°C NMR (CDC1,, 75MHz) :8158.3,154.0,141.2,138.9,134.0,128.8,128.3,128.2,
128.0,127.4,127.1,125.3,81.6(d, J,=60Hz) ,73.1,72.1,69.5(d, J .= 15Hz) ;HRMS-TOF
(m/z) : IMHH] "HRMS : CyH,  CIEN, 0, [ T4 : 327 . 0906, S : 327.0901

[1660]  52{§l5

[1661]  ifilf54-F-2- PR 2E-5- ((4- (- D) HI2E) RHIEE) S AL) kg - 3 (2H) -
[1662]  AFBsY -1l 484, 5- (- 2- PR AENAE - 3 (2H) -l

0
[1663] O\I;l’\NICI
Na. cl

(16641 FHEIE T 77 1A, 1 ORGS0 (0.443g,2.62mmol) RN (0.138g,1.31mmol) FIEh
FRERCL KL (0.403g, 2. 62mmol) 155 . 43 572 190, 4408567.9% o ' NMR (CDC1,, 600MHzZ) : 8
7.74(s,1H) ,4.77 (tt,J=11.6,3.6Hz,1H) ,1.79 (m,4H) ,1.68-1.56 (m,3H) ,1.44-1.30 (m,
2H) ,1.21-1.06(m, 1H) ;'°C NMR (CDC1,, 150MHz) :5156.3,135.7,135.1,133.6,58.5,31.1,
25.4,25.2;HRMS-TOF (m/z) : [M+H] "HRMS : C,  H,,” C1,N, O i+ 518 : 247. 0399, 54011 »
247.0399,

[1665] B4y -l g5 4-S-2-FR 2 -5- ((4- ((2- 9 & A L) HI L) ZR FH L) 4 3 ki - 3
(2H) -1

O s
[1666] Ei‘j[

(16671 MBI FH 75758, 1 S I5AR0 =4 (31mg, 0. 13mmol) « (4- ((2- LKD) HEL) 2K
) HEE (29mg, 0. 16mmol) AR HS (0.123g,0.380mmol) T — FFLFIENE (1. 26mL) H17E55
°C Nl o 43 B9~ 25mg 549 % o HRMS - TOF (m/z) : [M+H] HRMS : CyH,,, *°CIN,O, I #1548 -
389.1063, S56{H : 389. 1054,

[1668]  5Z{fl6

[1669]  Hil£52- GRUT3E) -5- ((4- ((2-IRLHAIL) HED) IRHIED) 550 Hkrg -3 (2H) -l

(o]

8]

(16711 {2~ (BT L) -4-50-5- ((4- ((2- LA EE) FL) ZRHIL) S dh) At - 3 (2H) - il
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(0.184g,0.50mmo 1 ; (a2 W2 758 (Purohit, A.) s Rl VS . s PR s IR s A 21
(Benetti,R.) ;7 (Su,F.) s \Ehiz &y e ; 15 M HB T it (Guaraldi M.) ;< H (Kagan,
M) 5 2R s R DURAE A O TE FE - 2 ST SR s 71 P A T i 28 (B P 5 B AT
Wil (Synthesis and Biological Evaluation of Pyridazinone Analogs as

Potential Cardiac Positron Emission Tomography Tracers) & F 544 &
(J.Med.Chem.)2008,51,2954) &7 T Jo/KHK (5. 00mL) H, AH4R AL =T 2245 (0. 1614,
0.60mmol) F12, 2" -{H% — - FEH ) (0.004mg,0.025mmol) AMFR, b 7 hndA ) [a] 7 H 4
FF20/ NI o 2 HN RIS S I, AR LS R AT A 1 A, Has s (3 1068/ SRR O
(400mL) F2: 10458/ LR LR (500mL) (BT B , 28— S04k (30 X 190mm) ¢4 3% 1 #5240 {k,
TR MR AT T 25550 - T50mLIN 11 5 H =1l , &7 H I ik 4 sl e e ik (0. 101,
0.302mmo1360.3%) o'H NMR: (600MHz,DMSO-d-,) 87.72 (1H,d, J=2.9Hz) ,7.43 (2H,AB, J,,
—=8.1Hz) ,7.37 (2H,AB,J,,=8.1Hz) ,6.26 (1H,d,J=2.9H2) ,5.11 (s, 2H) ,4.63-4.58 (1H,
m) ,4.54 (2H,s) ,4.53-4.49 (1H,m) ,3.73-3.68 (1H,m) ,3.68-3.63 (1H,m) ,1.55(9H,s) ."°C
NMR: (151MHz,DMSO-d,) 8161.5,158.4,138.4,134.4,130.2,128.1,127.6,105.5,82.9(d,
J;=166Hz) ,71.6,69.8,69.0(d,J,,=19.0Hz) ,63.6,27.6.HRMS:C,H,,FN,0, (M+H) [FJ 115
{:335.1766; 57051 : 335.1766. TLC:R,0. 38 (REi, 1: 1LUGE/ LR, CAM) -

[1672]  52fI7

[1673]1  fHilg54-1-2- BT FL) -5- ((4- (-3 CEED) HED) FRHIEEL) SH3L) mkik -3 (2H) -l

P
[1674] g 5

(16751 A fJa FH 5758, il 114, 5- — 5 -2- GRUCT 25) mkM% -3 (2H) i (0.310g,1.00mmol ; 14l
N WA (Taniguchi M.) ;7% (Ochiai Y.) ;] Wi Hirose M.) ;°F-HH (Hirata K.) ; &ips
(Baba M.) (H/=ft ¥/ H] (Nissan Chemical Industries)) 2K ALk fifiT 44, H il
TR R E A S (Benzylthio pyridazinone derivatives,preparation
thereof,and insecticidal acaricidal,fungicidal compositions) .ZE[E% R 1554,
877,787,19894E10 H31H)  (4- ((2-3R. AR FHEL) K EL) HIFE (92. 1mg, 0. 500mmo1) Al
FiR4e (0.326g,1.00mmol) T HIIL LI (2.50mL) FI7E65°C N l$S . 4 B =i 0. 121g;
58.5% ' NMR: (300MHz,CDC1,) §7.62 (1H,s) ,7.41 (4H,s) ,5.32(2H,s) ,4.73-4.64 (1H,m) ,
4.61(2H,s) ,4.57-4.48 (1H,m) ,3.85-3.75(1H,m) ,3.75-3.65 (1H,m) ,1.63 (9H,s) ."°C NMR:
(75MHz,CDC1,) §159.3,155.8,138.8,134.6,128.4,127.4,124.8,110.5,83.3 (d,J ., =
169Hz) ,73.2,71.8,69.7(d,J,=19.6Hz) ,66.7,28. 1.HRMS:C, H,,""BrFN,0, (M) (1151
{B:413.0871; 3205E : 413.0876. TLC:R 0.31 (FEE, 7: 30455/ LR TG, CAM) .

[1676] 52518

[1677]  fill#e4-2-2-FAC 2 -5- ((4- (2-F O WA R 583 Az -3 (2H) -l

[0}
[ ] XNﬁH\
1678 N
(0]
,\©\/o\/\|:
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[1679]  [FEAE N FEEL 208 A (0°C) YA (0. 087mL , 2MPU Z PRIRA ) Fhs DA 1-Pd
2R (0.783mL) A2 (BT 3E) -4-%(0-5- ((4- (2-FRLHAED FID) KHEL) 1AL -4-1k
& -3 (2H) - (32mg,0.087mmol) « fE0°C Nt S N #2/ N, Fif e AN 24 S 1) b S P A
BE (0.261mL , 2MPY SRR IR 7A ) A0 PR o 24 /NI i, 7K (0. 5mL) 3 K S Wi 4 H ] R T
(20mL) FoRE . o7 ES A LS , TR AN S AN/ KIATR (3 X 50mL) Feifk , el sk T4, 1o 318 3 F1s
el o B Je il T RE R e (3: 10/ LR L TR) si U I, 15 2 2 E BRI BT s5 79
(12.0mg, 7#36.6%) . 'H NMR (CDC1,,300MHz) :87.67 (s, 1H) ,7.41 (d,J="7.5Hz,2H) ,7.37
(d,]=8.7Hz,2H) ,5.17 (s,2H) ,4.68 (m, 1H) ,4.62(s,2H) ,4.53 (m,1H) ,3.80 (m, 1H) ,3.71
(m, 1H) ,3.50 (m, 1H) ,1.62(s,9H) ,1.27(d,J=7.1Hz,6H) ;'°C NMR (CDC1,,75MHz) :8162.3,
154.2,138.3,135.4,129.3,128.1,127.4,125.8,83.1(d, J .= 165Hz) ,73.0,70.8,69.4,
Jp=22.5Hz) ,65.0,28.1,24.6,19.5;HRMS-TOF (m/z) : [M+H] "HRMS : C, H, FN, 0, {1 54 «
377.2235, 5096 : 377. 2231,

[1680] 54§19

[1681]  ffile52- (BT 3D -4-%-5- ((4- (2-FLHIL) -d,- L) RIS S 2E) AR -3
(2H) - il

[1682] AT -fHillE52- BT 20 -4-5-5- ((4- (d,- L) FRHIL) 50 WA - 3 (2H) - i

o}

M e
[1683] N |
gov

ob
[1684]  fr0°C N, [Aj4- (C(1-AUTHD) -5-50-6- 5L - 1, 6- kR -4- 30 S50 D) )
FRER FiE (1.50g,4 . 28mmol ; B 4nZs W UIE=1 (Cesati,R) ; U2 (Cheesman,E.H.) ; Fi5 L
Hh (Lazewatsky, J.) ; fufEkl (Radeke,S.) ; £HfJE (Castner, J.F.) ; 52/ B (Mongeau,
E.) ;¥ PH4E% (Zdankiewicz,D.D.) ; 75#% %D (Siegler,R.W.) ; 42 (Devine ,M.) I TH %
SN P R T IR AR B (Methods and apparatus for synthesizing imaging
agents,and intermediates thereof) .PCTEPRHI1HZE (2011) ,WO0 2011/097649,20114F8
H8H) FPUZARNE (42. 8mL) HHAGTAIR B R E T #EER (2. 14mL, 2. 14mmo , TMPY SR
VR0 PR AR A2/ NI B S FHZK (20m1) RBFE . 23 B /K 2 H FH CFR R (3 X 50mL) A5
B ARG B K ISR e S G AN, B T8, S8 ke ds , 15 20 3 o il 4
(1.36g, 722297 .8%) . 'H NMR (CDCL,, 300MHz) :87.64 (s, 11) ,7.35 (b s,4H) ,5.24 (s, 2H) ,
1.56 (s,9H) ;'°C NMR (CDC1,, 75MHz, #B43) :8159.0,153.7,141.5,134.3,127.5,127.3,
125.1,118.4,71.7,64.4,27.9;HRMS - TOF (m/z) : [M+H] "HRMS : C (H D, CIN,0, 1)+ 51 :
325.1283, 555015 : 325. 1284,
[1685] BBy -l 455~ ((4- (B-d,- FHEE) ZRHIEL) 5D -2- (U T 25) -4- SRR - 3 (2H) -

X A
Cl
Yo

[1686] Ny
,\QX&

DD

(16871  FRPE1E FH 7 3=C, fi FHEEFI9AR) 724 (0. 882¢g, 2. 72mmo 1) Al =Rk f% (1.36mL,
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1.36mmol, IM 5 FRBE IR0 il 5% - 20 B8 7t 0. 981g393.0% . 'H NMR (CDCL,, 300MHz) : §
7.64 (s, 1H) ,7.37(d,J=8.5Hz,2H) ,7.32(d,J=8.5Hz,2H) ,5.23 (s,2H) ,1.59 (s, 9H) ;'°C
NMR (CDC1,, 75MHz , #343) :8159.0,153.6,138.3,135.1,129.6,127.5,125.0,118.4,71 .4,
66.5,27.9;HRMS-TOF (m/z) : [M+H] "HRMS : C (H, D, Br °CIN, 0,/ 11511 : 387. 0438, S «
387.0439.

[1688]  CHfssy -l g5 2- (BT 2E) -4-50-5- ((4- (2-FRLAEID) -d,- L) FRHTED) S50 ik
% -3 (2H) -

XN"I s

[1689] NaNo
’\©?(O\/\F
b

(16901 AR 5 iLE, i AU T B0 (25.3mg, 0.225mmol) 2- 4 L FF (14 5mg,
0.226mmo1) FISFI9BII ) (0.105g,0.271mmol) 55 . 5 B9/} 7. 5mg59.8% » 'H NMR
(CDC1,,300MHz) :87.74 (s, 1H) ,7.33 (s,4H) ,5.24 (s, 2H) ,4.60 (m,1H) ,4.45 (s, 1H) ,3.72
(m,1H) ,3.63 (m, 1H) ,1.56 (s,9H) ;'°C NMR (CDC1,,75MHz, #343) :5159.0,153.7,138.6,
134.4,128.3,127.3,125.1,118.4,83.1(d,J ,=165Hz) ,71.7,69.4(d, J ,=15Hz) ,66.4,
27.93HRMS - TOF (m/z) : [M+H] "HRMS : C, (H, D,  C1FN, 0, (A +1 5{H : 371. 1501, 24611
371.1507.,

(16911  =245]10

[1692] &5 2- ((4- (((1- (BUTHE) -5-50-6- M5B 1, 6- — %k -4- 56 5 5) -d,-
3 FEPID) SHED LIk-4- HERRRR TR

(16931 ARBST -l g5 2- (BT 3E) -4-50-5- ((4- (Q-REECHED) -d,- PED) SR AL SIL)
kI -3 (2H) - i

XA s

|
[1694] NaSo
0\/\0'_'

DD

[1695] KU T {28 (0.174g,1.55mmol) T [ (0. 685mL) HHIEIFIRIIEREI60°C , iHF
2053, B S B19BAI =1 (0. 720g, 1. 86mmol) T-PUZIRT (21mL) H TR o AT
FHRAY RN, HERr 16/ Bl H B BRI E HLRK (15mL) ACEE . 43 KR Bl H
LR (3 50mL) AL 2R AN TR I HAHUR | i I8 HLEL s ik - B i A
il (20-50% SRR CHRIM T LeIA TR0 AE AR, 155 S B IR 75774 (0. 144¢, 7
#25.2%) o'H NMR (CDC1,,, 300MHz) :87.65 (s, 1H) ,7.33 (s,4H) ,5.24 (s,2H) ,3.71 (m, 2H) ,
3.54 (m,2H) ,1.56 (s,9H) ;'°C NMR (CDC1,, 75MHz, #343) :8159.0,153.6,138.6,134.4,
128.3,127.2,125.0,118.3,71.6,71.5,66.4,61.9,27.8;HRMS-TOF (n/z) : [M+H] "HRMS:
C,gHly D, "CIN,O, 5 : 369 . 1545, S : 369. 1548

[1696] BBy -l 52 ((4- (((1- GRUT2E) -5-5-6 - %A1, 6- SHkIR -4-25) S EE) -
d,- D) D) D) Bk 4- AR RR g

N
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[1697] N
’\©¥0on3
D

[1698] AR His 1 1 75 74D, (S B 10AR ¥ (78 . 2mg, 0. 213mmo1) b HH IR T 8 S
(48.6mg,0.255mmol) «4- " FHILSLIEMERE (31. 2mg, 0. 255mmol) Al SN AL .54 (0. 044mL,
0.255mmol) #5423 B 432 . 8mg 3 29. 4% . 'H (CDC1,,600MHz) :87.72(d,J=8.4Hz,2H) ,
7.65(s,1H) ,7.31(d,J=8.3Hz,2H) ,7.26-7.19 (m,4H) ,5.23(s,2H) ,4.13 (m,2H) ,3.62 (m,
2H) ,2.37 (s,3H) ,1.51 (s, 9H) ;'°C (CDC1,, 150MHz , B4)) :8159.0,153.6,144.8,138.3,
134.4,133.0,129.8,128.2,128.0,127.2,125.0,118.3,71.6,69.2,67.7,66.4,27.8,
21.6;HRMS-TOF (m/z) : [M+H] "HRMS: C,H,.D,  CIN,0,S{ 1 5t : 523. 1633, S40 {1 «
523.1629.

[1699]1 524511

[1700]  fi]£52- (2- (4- (((1- (UTHD) -5-F-6- M5 -1,6- Uk -4-35) A0 D)
FEARL) CHEEL) LI 4- PR RE

[1701]  ABBIT-Hilg52- (2- (4- CRHED) D) CHID

HO
[ ] O/\/O\/\OH

[1703] Kl fb P (1.10g,6.58mmol) A IE-4- FEIEOK LTS (2.00g, 13, Immol) HRFR
(8.53g,26.2mmol) Fl12- (2- (L AIE) LFF (3.60mL,34.0mmol) T-EAC A (40. 0mL) FH &L TF
WOINAAE] 178 H AERF 24/ N o 1 EN B EABRR T T , o 1 B AERR [ A LR 4 T 153 IR A
ik, RSP aifb M T a2t il

[1704]1 KOS DU SRR AR (35 0mL) 13 H1E0°C, i FH AU PR (9. 12mL,9. 12mmol
IMPYZ PR IR RO 40T o AE AR NS RN, S FIT A R & Wi AEB BASR B H B R bR, Bt e ]
7K (20mL) A0FH P e 70 B RS 2 B PR i (2 X 50mL) A<UKJZ o Bl BN T 12
HIIANLE 3 I8 Hofeds i ot R4 (0. 789g, 723228.4%) o 'H NMR (CDC1,, 300MHz) : 8
7.21(m,2H) ,6.83 (n,2H) ,4.55(s,2H) ,4.07 (m,2H) ,3.80 (m,2H) ,3.70 (m,2H) ,2.60 (m,2H) .

[1705] BBy -fil£52- G T3 -4-5(-5- ((4- 2- @-RELHID CHIL KPR A
IiARZ - 3 (2H) - i

o]

[1706] X,’\)irm

Ns"o

,\Q\O’VO\/\OH
[1707]  (EIRIEEE |, Ak TSI L LA =4 (0. 327g, 1. 54mmol) « =KL (0.609g,
2.32mmol) FEA "I — 4K (0.404g,2.32mmol) AbFE2- (BT 3L) -4-5(-5- FdLmknE -3
(2H) -Jii* (0.375g,1.85mmol) T-PULWNE (15. 4nL) FRRIARL . LN fF L s h BIg i
YR Ham R (i 14 1 OBk / IR G FLE A Ty A3 2 AT s 771 (20mg , 77 %8
3%) o 'H NMR(CDC1,,300MHz) :87.72 (s, 1H) ,7.31 (m, 2H) ,6.96 (m,2H) ,5.25(s,2H) ,4.16 (m,
2H) ,3.88(m,2H) ,3.76 (m,2H) ,3.68 (m,2H) ,1.63(s,9H) .
[1708] Gy -Hil#52- (2- (4- (((1- BT D) -5--6-MIFEIE-1,6- "SR -4-38) =)
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HIZL) SRS L) SR -4-FREERIR I

o

XNﬁcl
[1709] Nang
’\Q\ONO\/\OTS

[1710] AR P 175 3D, i 925 1 1B P29 (19 Tmg, 0. 0495mmo 1) % F 2R fil e &
(11.3mg,0.0594mmol) +4- —FHILELILMENE (7.26mg,0.0594mmol) A1 7 P 2 4
(0.010mL,0.0594mmo1) il o 73 2 =5t M5 2mg 5 19% . 'H (CDC1,, 300MHz) :87.72 (d,J=
8.3Hz,2H) ,7.66(s,1H) ,7.28-7.19 (m,4H) ,6.85(m,2H) ,5.18 (s, 2H) ,4.14 (m,2H) ,3.99 (m,
2H) ,3.74-3.68 (m,4H) ,2.34(s,3H) ,1.56 (s, 9H) .

(17111 524512

(17121 fillg52- (BT 3) -4-5(-5- ((4- 2- @-F AR LA KHILD) AL WAk -3
(2H) - i

XA
[1713] b

il > U
[1714] B 11CH977 ) (1.90mg,0.0034mmol) FE AU 2 5% (0.85mg,0.0046mmol) K ik
R AU £ 5% (0. 88mg, 0.0046mmo1) T if (0. 70mL) HTATRUINAREI90°C H AEF 104541, 7%
HIBIPASR R, AE s RS R T A 45 2 ) Hal o 5 R = B 4 1 e/ (R TR
B b Y, SR 2 (0. 2mg, 215 %) +APT-ES [M+Na]421 .1,

[1715] 5245113

[1716]  Hill#52- GRUT 2E-4-50-5- ((4- @-F AR KR AL hkng -3 (2H) -

o)

XN cl
[1717] N,
/\Q\O’\/F

(17181 MR 5 1B, i FH2- GBUT 2E) -4, 5- 4k -3 (2H) -’ (68mg, 0. 31mmol)
(4- - CAE) KA B (53mg, 0. 31mmol , #9402 W Zhou, D. ;Chu,W. ;Rothfuss,J.;
Zeng,C.;Xu,J.;Jones,L.;Welch,M.]J.;Mach,R.H.Synthesis,radiolebeling and in
vivo evaluation of an 18F-labeled isatin analog for imaging caspase-
3activation in apoptosis Bioorg.Med.Chem.Lett.2006,16,5041-5045) A FRER "
(0.303g,0.930mmol) T FHIL LA (3. 10mL) Hi{E50°C Rl o 43 B it 25mg;23% o 1
NMR (CDC1,, 300MHz) :87.72 (s, 1H) ,7.33 (m,2H) ,6.95 (m,2H) ,5.25 (s, 2H) ,4.84 (m, 1H) ,
4.68(m,1H) ,4.29 (m,1H) ,4.16 (m,1H) ,1.57 (s,9H) ,

(17191 525114

[1720]  flle&2- (4- (((1- GRUT AE) -5-G-6- M52 -1, 6- —ZUAME -4 - 50) % Jh) FHID)
) CH-4-HEARBERR RS

(17211 AFSy -l 854 - (2- IR D) R S

MeO,C
[1722] O\O/\/OH

)
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(17231  B4- ALK HERHRS (1.52g,1.00mmol) < 1-7RAFE (1.05ml, 1. 5mmol) M fiRER4EE
(8.13g,2.5mmol) - FHEL FHefii (100mL) HA ) i IR IFAEI 65 °C H AEFRFRRA1R - 18 DRI IAE
WL, H7K (250mL) AT 51, B e H CFR i (3 X 250mL) 2 HY o /K M A RIS L
KRG ENE , M SR TG, I8 HL 4 s o itk (1.83g, 7o
93.3%) o 'H NMR (CDC1,, 300MHz) : 87.92 (m, 2H) ,6.86 (m,2H) ,4.45 (s, 3H) ,4.08 (m,2H) ,3.92
(m,2H) ;'°C NMR (CDC1,, 75MHz) :8166.8,162.4,131.6,123.1,114.2,69.4,61.3,51.9;
HRMS-TOF (m/z) : [M+H] 'HRMS: C, H,.0,[fJ 11518 : 197. 0808, S25{E : 197. 0811,

10771274

[1724] BBy -1l (4- (2- (GRUT ARSI 500 L ED K30 HifiE

[1725] HO/\G\O/\/OTBDMS

[1726]  {EPAERUELE T, ABAE A T 2 Rk E 2 (1. 14, 7.61mmol) fo bk mk
(0.518g,7.61mmol) AFEIAHI14A =¥y (1.00g,5.07mmol) T FHELFHLIE (50 . OmL) HATK)
VAR LN i, FHO L INERER (30mL) MRRIA i, i T IR i (3 X 150mL) A<HN . AL
KRR E G I INANLE , SR T 15, D8 B2k s SRR Y, e it
—palifp BUR] ] T e b g .

[1727] RO A REGERLRE (0.965g,3. 11mmol) AT PU AW (31. 1mL) H1, ¥ H12]0°C , Fifi
Je AL ERER (1.55mL, 1.55mmol , IME S AW R ER 1T VY R MR VA 7R) AL PR FL AR A SR .
AN, K (Loml) AN R AP H o B A= IR G (3 X 50ml) A< HUKZ H48
RN T A S ENUE , I8, B B2 ik 4, 5 20 IR (0.779¢, 79541 4%) . '
NMR (DMSO‘d6,300MHZ) :87.14 (m,2H) ,6.80 (m,2H) ,4.96 (t,J=5.7Hz,1H) ,4.35(d,J=
5.6Hz,2H) ,3.95-3.83 (m,4H) ,0.80(s,9H) ,0.01 (s,6H) »

[1728]  C¥oy-fhlg52- GRUT 55 -5- ((4- (2- (GUT 3 HEERELE) D) R ED) X H
) AL -4- ShkE - 3 (2H) -

- xi\[
1729 N

O/\©\QNOTBDM8
[1730]  {EPABERLEE I, ARZR TSI 14BI 79 (0.779g, 2. 76mmol) \ —KELKE (0.905g,
3.45mmol) MABE R AR (0.686mL, 3. 45mmol) AbFHR2- (BT 3E) -4-5(-5- 2 HLmk
-3 (2H) -l (0.465g, 2. 29mmol) T-PUSHg (27. 6mL) HH AR - 204581 , FH7K (5mL) AbEE
RS i84 1, 4> BKE BTG T IR R (3 X 50mL) 2K AR T S R, o
R HL s e 4 o Bl (50 RE IR (3% (20-50 % LR CRRIIC SRR LYo, 1558 255 I
TR IR 3724 (0. 359, 723:33.6%) . 'H NMR (CDC1,,, 300MHz) :87.63 (s, 1H) ,7.23 (m,2H) ,
6.86 (m,2H) ,5.15(s,2H) ,4.01 (m,2H) ,3.87 (m,2H) ,1.53(s,9H) ,0.82(s,9H) ,0.01 (s, 6H)
;'°C NMR (CDC1,, 75MHz, #34%) :6159.1,153.7,129.0,127.4,125.3,118.4,115.0,71.8,
69.9,66.4,61.4,27.9,26.6,-3.6;HRMS-TOF (m/z) : [M+H] HRMS: C,H,. °CIN,0,S1 I T HEM «
467.2127, 576 . 467 . 2128,
(17311 D&y -2~ GRUT 3L -4-5-5- ((4- 2-FIL LI JKHSEL) S50 Mk -3 (2H) -
i

=1
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o]

XNﬁUI
1 ;32 NI =

(17331 YEERBSRE T, FSALPU T %% (1.03mL, 1.03mmol , IMPUZUNEIEIATR) B AL FR 41
14CIAJ 4 (0. 240g,0.513mmol) T-VUSKI (5. 13mL) FRIRIIATR - 404> 8, FK (5uL) FE
Fr PR A, 25 /K2 BiJS F QBRI (3 X 15mL) ZEHL 2By TR A A B R, 1
e L4 1380 5 € 14 (0. 157g, 72386 7%) « 'H NMR (CDC1,, 300MHz) :87.62 (s, 1H) ,
7.27(m,2H) ,7.89 (m,2H) ,5.18 (s,2H) ,4.03 (m,2H) ,3.90 (m,2H) ,1.57 (s,9H) ;°C NMR
(CDC1,, T5MHz, &B47) :8159.1,153.8,129.0,127.4,125.3,118.4,115.0,71.7,69.3,66.4,
61.4,27.9;HRMS-TOF (m/z) : [M+H] "HRMS : C,,H,,**CIN,O, ¥t 518 - 375. 1082, 5411 »
375.1079.

(17341 B4y - il 2- (4- (((1- GRUTHE) -5-%(-6- %3k -1, 6- “ZUATE -4- 50 S50
3) FEEIL) CEE-4- IR AN

o]

1
N
N
A@\O/\VOTS

[1736] AR 4fam 53D, B S 14D 1 724 (0.157g,0.446mmo1) X FH R fif I
(0.102g,0.536mmo1) 4- —HHILEFLIMENE (81.9mg,0.67mmol) M =% (0.075mL,
0.536mmo1) il . 73 B 0. 120553 . 1% o 'H(CDC1,, 600MHz) :57.74(d, J=8.3Hz,2H) ,
7.64(s,1H) ,7.28-7.19(m,4H) ,6.75 (m,2H) ,5.16 (s, 2H) ,4.30 (m,2H) ,4.09 (m,2H) ,2.38
(s,3H) ,1.56(s,9H) ;"°C NMR (CDC1,, 150MHz) :8159.0,158.5,153.7,145.0,132.9,129.9,
128.9,128.0,127.7,125.2,118.4,115.0,71.7,67.9,66.4,65.6,27.9,21 .6; HRMS - TOF (m/
z) : [MHH] 'HRMS : C,, H,. °CIN,0,SH T : 507 . 1351, 524611 : 507 . 1365,

(17371 5245115

[1738] il e 4 - HEEZERRIR2- (1- (4- (((1- (RUTHE) -5-5-6- M5 AL -1, 6- % hkk-4-
) D) D) R D) LHID) O

[17391  AFR -85 2- (BUT 3E) -4-50-5- ((4- @-FIFE-1,3- AR b -2-30) ZRFED)
SHIE) R -3 (2H) - il

0
‘><Nf:[m
[1740] N 0

/@CHS
[¢]
v/

(17411 {EERBIREE N, HIRRARHE (3.26g,10.0mmol) — 7R AL FH2- GRU T 3E) -4,5- —5(-2-
S{BAPE-3-7 (1.66g,7.50mmol) M (4- (2-FEE-1,3- A ZeBh ko ke-2-30) 2R3
(0.971g,5.00mmol ; 4 Un=s W Takebayashi,S. ;Dabral ,N. ;Miskolzie,M. ;Bergens,S.H.3&
k7255, 2011,133,25,9666-9669) 1 o/K — I FRIERZ (50 . 0mL) H IR R o i e R e
BEFRIR T Il T, HAERIZURE T, £E65°C N 4ERFA/ NI o 1 HI B PR FE I , A4
PRI L2/ B B T R CBR S 7K (BE4N50mL) 22 0], B6AS 8 o=k b o B e 20 125

[1735]
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FANE, IR OB (2 X 50mL) Peid/KIE A S a7k AR (5 X 50mL) wE— B Pk 4
GIF IR CTEVE G, W fm iR e T4, 13 I8 HL L2 Y s e € [T R o o iy e P 7
37kt / LR Ll —SFARE (40 X 220mm) e 2R ) o o O A1 745 125400 - 700mLIN 19 3
TEYIEE , A T HE 2 Wi il A B R Bl s i 2l 5T NG IR CRE/ TR 45 i, 15 21
Jeta s (1.33g,3.51mmol370.1%) . 'H NMR: (300MHz ,DMSO-d,) §8.27 (1H,s) ,7.52-7.36
(4H,m) ,5.44 (2H,s) ,4.07-3.93 (2H,m) ,3.76-3.60 (2H,m) ,1.57 (9H,s) ,1.55 (3H,s) ."°C
NMR: (75MHz,DMSO-d,) §157.8,153.9,143.6,134.9,127.7,126.2,125.4,115.5,107.9,
71.2,65.4,64.1,27.5,27.2,HRMS : C, H,,* CIN,0, (M+H) [ HH50 48 - 379 . 14195 SLH6H -
379.1416.TLC:R, 0.39 (fEfZ,7:3/%kc/ LIROMR, uv) -

[1742]  BER/-£52- BT 3D -4-50-5- ((4- (1- @-REELHIED) I ZERED) D) mk
I -3 (2H) -

X
N Cl
|

|
[1743] Nx"No
o\/\OH

CHs

[1744]  FERRESIRE T, B S fbEs (0.233g,1.00mmol) K JC/KPUZMR (3.00mL) f5{ A\ 25mL
BT RIIE R o B S AR BRI R, 84 (75 Tmg , 2. 00mmo 1) — 7K PEALFE AT
TFVRI, P25 I 393 Bz it I S0 5AR 2 (1..00mmo 132 00mL 0. SMPY SR AR AL
HLo 1. 5/NIN I, L B AR DK T FE I 30, FARS T i il T CIRC R 50K (B
25mL) 2 8] RSB ok i Bl e oy AR HH CER TR (2 X 25mL) Ptk = - Bl
JA ERIREE TR G TN LR CRE VI, I8 ELI s ket o Bt ot B L 13k / 2R
CRREE A (30 X 170mm) o iR Ak H AR IORE A I - SR AE T 9 250 - 460mLIN 1)
T , A H LA IR B R (0.289g,0.758mmo1 575.8%) - 'H NMR: (300Milz,
CDC1,) 87.74 (1H,s) ,7.45-7.29 (4H,m) ,5.29 (2H,s) ,4.47 (1H,q,J=6.5Hz) ,3.79-3.63
(2H,m) ,3.52-3.35 (2H,m) ,1.63 (9H,s) ,1.46 (3H,d, J=6.5Hz) . °C NMR: (75MHz,CDCL,) &
159.0,153.7,144.3,134.1,127.4,126.7,125.1,118.3,78.1,71.7,69.8,66.4,62.0,
27.9,23.9.HRUS:C H,."CIN,0, (W+H) [1J 11571 : 381 . 1576 3 92 { : 381 . 1574

[1745)  Cifsdy - il 84 - FRELRARR2 - (1- (4- (((1- (BUTHR) -5-%(-6- MR IE-1,6- — %k
I -4-J5) SA0) D) 5D LD LR

o]
Xr’ -~
[1746] N
/\GH’D\AOTS
CHjy

[1747] 92501 5B1 P24 (95 2mg, 0. 250mmo1) T~ JC/KMEIE (0. 50mL) ARG E1E0°C,
It i PR FEORTE B S (95 3mg, 0. 50mmo 1) — R PEALHEL 0. 25/ NN, K PIT A TR AR I35
T B HLAERE3 . 25/ NI [F] s PR ok AT P S (95 3mg , 0. 50mmo) . 0. 75/ NI, TR
C T (150mL) MoK (50mL) FoBERT IR, FeA2 B im=F b o Bl e 20 2 41 2 HARER 110 . 11
ER TR M ORI IR U B/ (BE~3 X 50mL) Ptk CFR IR IE B e il se T8, o g H A
23Uk 4 o B e 1 T3 - 20k bt/ R R 4 A A (30 X 175mm) a3 Sk Al b i I 3R A1
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M5 o S SAE 7 125150 - 250mLIN 9 1 Bl , 55 H I 5wl S (o k) (62 g,
0.116mmol1;46.4%) o'H NMR: (300MHz ,DMSO-d,) 88.28 (1H,s) ,7.82-7.71 (2H,AA’BB’, J ,=
8.3Hz,J,,,=2.0Hz) ,7.45 (2H,AB,d, J,,=8.6Hz) ,7.42 (2H,AB, J,,=8. 1Hz) ,7.28 (2H,AB,
J=8.1Hz) ,5.44 (2H,s) ,4.42 (1H,q,J=6.4Hz) ,4.11 (2H,ABdd, J,,=11.2Hz,J,,=5.7,
3.0Hz) ,3.40(2H,ABdd, J,,=11.9Hz,],,=5.6,3.0Hz) ,2.41(3H,s) ,1.57(9H,s) ,1.27 (3H,
d,J=6.4Hz) ."°C NMR: (75MHz ,DMSO-d,) 8157.8,153.9,144.8,143.6,134.5,132.5,130.1,
127.9,127.6,126.2,126.2,115.5,76.7,71.3,70.1,65.5,65.4,27.5,23.4,21.0,HRMS :
CoeHly, "CIN,0,S O+ [ 11574 : 535 16443 9901 :535. 1657 TLC: R, 0.58 (REZ, 1: 17k kt/
LR, uv) o

[1748]  =2f516

(17491 Hile52- (BT IE) -4-50-5- ((4- (1- - F LI £F0) R 55D mkig -3 (2H) -
i

=

x;’ B

|
[1750] Ny
O\/\F

CHa

(17511 ZEERIEME N, HE A8 (17.4mg,0.300mmol) — R IEACFE S 15CHI =¥
(79.7mg,0.150mmol) }4,7,13,16,21,24- N4EZ%-1,10- “EZOWEF[8.8.8] —+ ki
(113mg, 0. 200mmo1) F-JC/K LN (1. 50mL) HAFRITAIR o B8 5K A5 s 1 P v, HL
FE90°C NAEFRFO. 25/ NI o v B A EIR T , A3 s R RS ERTAT 1 A, Ha i (AL 1K
fe/ Sk ee " SAAURE (30 X 160mm) 1 B EZ A IR A o IS A VA 25140 - 220mLIN Fr) 2 25
Wie , £ L L2 Heda 1 C € bR (42..6mg , 0. 111mmol 574.2%) o 'H NMR: (300MHz, CDCL,)
87.74 (1H,s) ,7.45-7.30 (4H,m) ,5.29 (2H,s) ,4.53 (2H,ddd, J=47.7,4.7,3.7THz) ,4.51
(1H,q,J=6.5Hz) ,3.69-3.53 (1H,m) ,3.59-3.44 (1H,m) ,1.63 (9H,s) ,1.47 (3H,d,J=
6.5Hz) .'°C NMR: (75MHz,CDC1,) §159.0,153.7,144.2,134.1,127.4,126.7,125.1,118.3,
83.1(d,J=169Hz) ,78.1,71.7,67.7(d,J,=19.8Hz) ,66.4,27.8,24.0."'F NMR (282Mz,
CDC1,) 8-223.2(tt,J=47.8,29.6Hz) HRMS:C oH,,"CIFN,0, (M) [ 115 H - 383. 1532; 52
{1:383.1631.TLC: R, 0.40 (FERZ, 1: &JE/ LTk, uv) o

(17521 524517

[1753] &2~ (BUT3E) -4-50-5- ((4- (C-FRNESD CAFD) HIED) Z L) S AL) ke -3
(2H) -

M o
[1754] ﬁj:o,\@,
O~ o ™~"F
[1755] Rl T F e (0. 174g,1.55mmo 1) i FHORAIR 3 - Sl T (0. 152g,0.654mmol) A 2-
GRUT 38) -4-50-5- ((4- ((2-5 LA HHELD) AL U 50) -4-WAR -3 (2H) - (0. 200g,
0.59mmol) T-PUSIEAF (5. 90mL) H &7 IR IS Rl H AR AR o 12 AN B PRSI B,
/K (16mL) ALFRFT ARG W), 42 /K 2 e R CTE (3 X 50mL) 25 I 8T el Tt &
HHENLUE, oL I8 H 52 i o fm ik i) 25 B = s i 14 1000/ CFR iR 4 b
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A AT, A3 2 2 B RO BT RR 9 (0. 8mg, 1731 %) oAPT-ES (m/z) : [M+H]427 .2,
[1756]  =245)18

(17571 il52- GRUT 8L -4-50-5- ((4- (((2-F O HL) 2 F8) FHEL) R HI3E) S 5L) kg -3
(2H) -1

Xﬁ

[1758] Na
O,
(17591 FEIAERILEE N, AH4K FHEhER2 - S % (62 2mg, 0.625mmol) & — R I 45
(0.136mL,0.782mmo1) ALH5- ((4- (RFIIE) ZRFAEL) S0 2L) -2- (BT 2E) -4 - Sa(mAlx -3 (2H) -
i (0.200g,0.521mmol) - FAEE F I (5. 20mL) HfRIIAIR . 22K i , FHIZK (50mL) Fie i3
A, 53 BRI BE T CRR R (3 X 50mL) ZEHY . Sl s TR A S I HANUE 1 iE 0
FLASIRYE o R B FIREI 1% (50-80 96 LR CRAII CULTIAIRD) SEACHIMIG, 452 S Bk
IR (17. 2mg, 2329.0%) »'H NMR (CDC1,,, 600MHz) :87.64 (s, 1H) ,7.40(d, J=8.2Hz,
2H) ,7.34(d,J=8.3Hz,2H) ,5.22(s,2H) ,4.65 (m, 1H) ,4.50 (m, 11) ,3.90 (s,2H) ,2.97 (m,
1H) ,2.88 (m, 1H) ,1.56 (s,9H) ;'°C NMR (CDC1,, 150MHz) :5158.0,152.7,138.1,133.1,
128.0,126.9,126.4,117.3,81.8(d, J,=165Hz) ,70.7,65.4,51.8,47.4(d, J,=22.5Hz) ,
26.9;HRMS-TOF (m/z) : [M+H] "HRMS : C, H,, C1FN,0, /) F1- 541 : 368 . 1536, S {E : 368. 1533
[1760] 5245119

[1761] 552~ (BT 5D -4-54-5- ((4- GElED) ZRIPIE) S 2E) ke -3 (2H) il

X :
[1762] :ﬁlr:

[1763]  {EIREEIREE N, TSR (72.4mg,0.570mmol) — /R PEALFHS- ((4- (RIEL) R
3 3D -2- GRUTED) -4- G- 3 (2H) -’ (0.110g, 0. 285mmo1) F LK% (2.85mL) Hh
VAR 0. 25/ NI, K5 T IO 1 Ui T, ELAE65°C I 470 . 75/ NI RIS i
WIMEALHR (72 4mg ,0.570mmo1) o L/NKF JF7 , REFIT{G 04 HIBIPAL G 1, A = A5t RSB
BT &, B 14 1060/ QR C B4 — S UAE (25X 185mm) 3% B Ee AtV PR
WAL 1 B9 280 - 420mLIN [ == B2 Wl , 155 HITZS R4 i 4 1] 4k (64 6mg, 0. 199mmol 5
69.89%) . 'H NMR: (300MHz,DMSO-d,) 88.25 (1H,s) ,7.56-7.42 (41,m) ,5.48 (2H,d, J=
1.4Hz) ,5.43 (2H,d,J=47.7Hz) ,1.57 (9H,s) .'°C NMR: (75MHz,DMSO-d,) §157.8,153.8,
136.4(d,J,=16.7Hz) ,135.9(d,J.,=3.1Hz) ,128.1(d,J,=5.7Hz) ,127.9(d,J .=
1.4Hz) ,126.1,115.6,83.8(d,J,=162Hz) ,71.1,65.4,27.4.°F NMR: (282MHz,DMSO-d,) &-
205.4 (t,J=47.THz) HRMS:C M, °CIFN,0, (M+H) AT : 325 1114 5086(#: 325. 1117,
TLC:R,0.24 (REJZ, 4: 102/ LIRS, uv)

[1764] 5245120

[1765] il #52- GRUTER) -4-50-5- ((47-5- [1, 17 -5 38] -4-50) FHAED) ki -3 (2H) -1
[1766]  AFRSY-filEE (47 -9W- [1, 17 - K] -4-55) Ff
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HO
[1767]
.

[1768] B4~ (4- 52K 2L (0.500g, 2. 31mmol) F-PULLMIRg (23. 1mL) HHfRIiA R4 1 2]
0°C, FHZULHESS (1. 15mL, 1. 15mmol , IMPU SRR A R0) ALEE , B i PRI BRI B LA B
B BB /K (20mL) AR, 40 BOKIR B I CFR AT (3 100mL) A5 F AN
AP R L S IFIANUZ  LORER TR, 1 I8 Hak4r i A il ¢4 (0.290g, 73
62.1%) ' NMR (CDC1,,300MHz) :87.48-7.44 (m,2H) ,7.46 (d,J=8.5Hz,2H) ,7.36 (d,J=
8.5Hz,2H) ,7.04 (m,2H) ,4.67 (s, 2H) ;'°C NMR (CDC1,, 75MHz) :8161.5 (d,J ., =240Hz) ,
138.9,138.7,136.0(d, J,=7.5Hz) ,127.7(d,J,=7.5Hz) ,126.5,126.2,114.6 (d, ] .=
22.5Hz) ,64.0;HRMS-TOF (n/z) : [M+H] "HRMS : C,,H, FORI 5718 : 203. 0867, S<h0 A -
203.0868.

(17691 BBy -l 52- GBUT 36) -4-%(-5- (47 -5~ [1, 17 -I K] -4-25) HISIE) mkiz -3
(2H) - i

e}

X
[1770] ﬁﬁoF

(17711 ARIEIE DG TEB, (EHI2- GBUT3E) -4, 5- 5k -3 (2M) - (0. 288g, 1. 30mmol)
SABI20A1) 77 (0.290g, 1. 43mmol) S AKIRHE (0.680g, 2. 09mmol) J~ — FIELFHJ (13. OmL)
HhE60°C Rl . 4 B 7o i 0. 14435286 % « 'H NMR (CDCL,,, 300MHz) :87.68 (s, 1H) ,7.53
(d,J=8.5Hz,2H) ,7.53-7.45 (m,2H) ,7.40(d, J=8.5Hz, 2H) ,7.06 (m,2H) ,5.28 (s,2H) ,
1.54(s,9H) ;'°C NMR (CDC1,, 75MHz) :5162.7(d, J,=247.5Hz) ,159.0,153.7,140.8,136.5
(d,J=7.5Hz) ,133.9,128.7(d,J,=7.5Hz) ,127.7,127.6,125.1,118.4,115.8(d, J .=
22.5Hz) ,71.6,66.4,27.9;HRMS-TOF (m/z) : [M+H] "HRMS : C,,H,, " C1FN, 0, ) 1+ 512 «
387.1270, 55 {F - 387 . 1268.

(17721 524521

(17731 dileg2- (BUT 5D -4-50-5- ((5- ((2- IR AL ) b - 2- %) FRAEEL) Ik -3
(2H) -l

(17741 ARRIT -l 6 - (((1- (BT 2E) -5-50-6-MI%E 3L -1, 6- —ZUNAME -4 -[1%) “f2k) 2D
HABRER s

o]
Xr’ o

[1775] Ny Na
| ZA__OCHg

e}
[1776]  AREIE 5 1B, 12 - GRUT 5E) -4 -5 -5- B2 3Lmk R - 3 (2H) -l (0. 917,
4 .54mmol) 6- (L HIL) HAmRER HfE (0.994g,4.32mmol) M AxER4sE (2.25¢,6.91mmol) T+ HH
FEFLNE (21. 0mL) FRAE60°C Rl o 43274 0. 666g541.7% o 'H NMR (CDCL,, 300MHz) =8
9.22(d,J=1.3Hz,1H) ,8.41 (dd,J=8.1,2. 1z, 11) ,7.79 (s, 1H) ,7.69(d,J=8.2Hz, 1H)
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5.48 (s,2H) ,3.99 (s, 3H) ,1.66 (s,9H) ;'°C NMR (CDC1,, 75MHz) :8165.2,159.1,158.9,
153.3,150.4,138.6,125.9,124.7,120.8,118.5,70.7,66.7,52.6,27.8; HRMS-TOF (m/z) :
[MHHT HRMS : C 1, °CIN,O, (T : 352. 1059, 5253 {1 - 352. 1059,

(17771 BEBs-hille52- (BT 35 -4-50-5- ((5- R HIED) nbng -2- F5) FRAE(ED) ke -3 (2H) -
fi

=

o}
Cl

[1778] g "
| - H

(17791 BSzI21ARIH) (0.333g,0.945mmol) F-PUZUIEIR (9. 45mL) FiE RS HIF]0°C,
AUV R4 (0.472mL, 0. 5mmo 1, IMPUZUHRIRE 28370 ACFE , B i 3B BR B0 B . 4/ NI, T
7K (10mL) ACFRFTAHE S Y, 53 2K 2 M IR C T (3 X 50mL) 25 B AR AN S a7k
WP AGIFIENLE , S0 BRen T8, o 8 Hk4e plo o itk (0.290g, ;%948 %) &
'H NMR (DMSO-d,, 600MHz) :88.59 (d, 1H,J=1.4Hz) ,8.32(s,1H) ,7.87(dd,J=7.9,2.2Hz,
1H) ,7.57 (m,1H) ,5.58 (s, 2H) ,5.39 (t,J=5.74Hz,1H) ,4.61(d,J=5.6Hz,2H) ,1.64 (s,
9H) ;'°C NMR (DMSO-d,, 150MHz) :8157.8,153.9,153.4,147.8,137.4,135.5,126.3,121.6,
115.5,71.8,64.8,50.7,20.9;HRMS-TOF (m/z) : [M+H] HRMS : C,H,*°CIN,0, I+ 5048 -
324.1109, 57568 : 324 . 111,

[17801  CHBJy -l €55~ ((5- (BLHEL) MEiE -2-30) HISAL) -2- G T 34) -4- k-3 (2H) -
i

=

[1781] N N

== Br

[1782] AR G TAC, SEH 5012184 (0. 289g,0. 89 1mmo 1) Je =R ALHk (0. 446mL,
0.446mmol , IM 5l FIUGE AR 145 43 B 77 0. 212¢561.5% o 'H NVR (DMSO-d,,, 300MHz) : &
8.73(d,J=1.4Hz,1H) ,8.31 (s, 1H) ,8.03(dd,J=8.1,2.3Hz, 1H) ,7.61 (d,J=8.0Hz, 1H)
5.60 (s, 2H) ,4.83 (s, 2H) ,1.64 (s,9H) ;'°C NMR (DMSO-d,, 75MHz) :8157.8,154.8,153.8,
149.6,138.0,133.8,126.3,121.8,115.6,71.8,66.4,30.4,27.5.HRMS-TOF (m/z) : [M+H]"
HRMS : C, H,,Br*°CIN,0, () 115342 : 386. 0265 , 24511 : 386. 0267

(17831 DBy - fhill#82- (BT 5L -4-%(-5- ((5- ((2-FLEAR) L) MuE - 2- 35) HIAEUED) Ik
% -3 (2H) - i

o]
Cl

[1784] Nad Ng

(Ao,
[1785] R P 75 7EA, 4 10 T 4% (25.9mg, 0.231mmol) \2- 40 &7 (14 . 8mg,
0.231mmol) M I4512 1CHIF=H (0.100g,0.260mmol) H4% . 43 55 72 423 . 8mg 3 27.9% « 'H
NMR (CDC1,,300MHz) :88.51 (d,J=1.5Hz,1H) ,7.73(s,1H) ,7.72(dd,J=7.3,2.17Hz, 1H) ,
7.47(d,J=8.1Hz,1H) ,5.34 (s,2H) ,4.47 (m,1H) ,4.45(s,2H) ,4.46 (m,1H) ,3.77 (m, 1H) ,
3.67 (m, 1H) ,1.48 (s, 9H) ;HRMS-TOF (m/z) : [M+H] "HRMS : C, . H,, *°C1FN,0, /¥ 115548 : 370. 1328,

17721
S . 370. 1328,
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[1786] 5§22

(17871  i)255- ((3-T-4- ((2-JLAAEL) HIED) FRHIED) % dh) -2- GRU T 35) -4- Amhig -3
(2H) -1

[1788]  AFR/y -l g5 2-75-4- (((1- GBRUT 2%) -5-5(-6- M5 -1, 6- 5 MAME -4- 3) 550
FHED) 2% PR FH S

0
X e

[1789] AN I Of\@ﬁ‘/
OCHj

Br O

[1790] AR $ @ F 5 B, 2 - GBUT 38 -4- (-5 - B 5Lmkig -3 (2H) - (0.750g,
3.70mmol) . 2- 75 - 4- 75 LR R S (1.09g,3.52mmol) M Akfgss (1.37g,4.22mmol) T —
FABE A (35. 0mL) HI7ET0°C I il 6% o 43 97 it 0. 695g346. 0% o 'H NMR (CDCL,, 300MHz) :
87.84 (m,1H) ,7.73 (m,1H) ,7.69 (s, 1H) ,7.44 (m,1H) ,5.32(s,2H) ,3.93(s,3H) ,1.64 (s,
9H) ;'°C NMR (CDC1,, 75MHz) :8165.2,158.9,153.3,139.9,132.4,132.3,131.9,125.4,
124.7,122.3,118.7,70.2,66.6,52.6,27.8; HRMS-TOF (m/z) : [M+H] "HRMS : CH,,""Br*°CIN,0,
AT - 429. 0211, 528641 - 429. 0209,

[17911 BBy -l €55~ ((3-7R-4- O HHED) SRHIED) 540 -2- (U T 3E) -4- k-3 (2H) -
i

Xif
[1792] At 0’\?\1‘”
H

[1793] B sfil22A1) =¥y (0.300g,0.697mmol) F-PU &Mk IR (2. 50mL) FR RIS #1581 - 20
oC, AL — 5 T 345 (1.57mL, 1.57mmo ] , IM— S FR2vAR) AL FR , [ f T P B BT, B HL
PHERE 1 o 17K (10mL) ORI G, 70 /KR B e TR g (3 X 50mL) A2 HY « 24K
T HRAGIHAENLE , I H 4 b el g Al (0-50 % AR BRI C TR
B LKL, 75 2 S o R IO AT 75 721 (0109, 72 3€38.9%)  'H NMR (DMSO-dy,
300MHz) :88.59(d, J=1.4Hz,1H) ,8.32(s,1H) ,7.87(dd,J=7.9,2.2Hz,1H) ,7.57 (m,1H) ,
5.58(s,2H) ,5.39(t,J=5.7Hz,1H) ,4.61(d,J=>5.6Hz,2H) ,1.64(s,9H) ;'°C NVR (DMSO-d,,
75MHz) :$159.0,153.4,140.4,136.0,131.0,129.2,126.1,124.9,122.8,118.5,70.7,
66.6,64.7,27.9;HRMS-TOF (m/z) : [M+H] HRMS : C, H ,"*Br °CIN, 0, (1) 542 : 401. 0262, 525
{1 :401.0266.

[1794]  CEBy -l €55~ ((3-7R-4- GRHIED) RHED) 520 -2- (U T 3E) -4- Sk -3 (2H) -
i

=

=

><,’°I .

[1795] N of\©\/
Br

Br

(17961 A4 5 TAC, 1 52612284 (0. 109g, 0. 270mmo1) J =R {EH#5 (0. 135mL,
0.135mmol , IM S FFEE IR fHil55 - 23 B8t 8T . Img569.4% o 'H NMR (CDC1,, 300MHz) : &
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7.69(s,1H),7.64(d,J=1.4Hz,1H) ,7.51 (d,J="7.9Hz,1H) ,7.36(dd,J=7.9,1.7Hz,1H) ,
5.27 (s, 2H) ,4.60 (s, 2H) ,1.64 (s,9H) ;'°C NMR (CDC1,, 75MHz) :3158.9,153.3,137.6,
137.2,131.7,131.6,126.4,124.9,124.8 118.6,70.4,66.6,32.6,27.9;HRMS-TOF (/7) :
[VHH] HRMS : C 1, *Bre, CIN,O, ) H1 541 : 464 . 9397, S2H{E : 464.. 9400,

(17971 Doy -l 52~ GRUT 2E) -4-%(-5- ((5- ((2-JHL5EIE) L) MinE - 2- 56) 14D ik
7% -3 (2H) - Fifd

o]
XNfIcn
v
[1798] N 0
0.

TP

Br
(17991 ARJEIE 115 7LE , i AL T BZ81 (9. 5mg, 0. 084mmol) +2-Ji. LS (5. 4mg, 0. 084mmol)
Je SABI22CH P24 (43 . 5mg, 0.0940mmo 1) %% o 43 B8 7 M3 . Omg58.0% « 'H NMR (CDCI,,
300MHz) :87.69 (s, 1H) ,7.61(d,1H,J=1.4Hz) ,7.57 (d,J=8.0Hz,1H) ,7.38(dd,]=6.3,
1.6Hz,1H) ,5.27(s,2H) ,4.72 (m,1H) ,4.66 (s,2H) ,4.56 (m,1H) ,3.89 (m, 1H) ,3.79 (m, 1H) ,
1.64 (s,9H) ;'°C NMR (CDC1,,75MHz) :8159.0,153.4,138.0,136.0,131.0,129.4,126.1,
124.9,122.9,118.6,83.0(d,J.,=1650z) ,72.3,70.7,70.1(d, J ,=15Hz) ,66.5,27.9;
HRMS-TOF (m/z) : +H] HRMS : C g, “Br* CIFN, 0, 115 {H - 447 . 0481, 52861 : 447 . 0471,
[1800]  sf5123
[1801]  Hillf52- (BT 2L -4-5(-5- ((4- (Q2-FLFHARD) AL -2,5- “HIEIRHILD) AL ik
W -3 (2H) -l
[1802] APy -2~ GRUT 35 -4-5-5- ((4- (GEH3E) -2,5- — LR HIL) 438) A -3
(2H) -Fi

X
N |C| CHy

[1803] B
Cl

CH;

[18041 AR 4fam F /7 LB, i FH2- GRUT 3E) -4- S -5- 2 3EmAE -3 (2H) -7 (0.500¢,
2.4Tmmol) \2,5- M Gl FHEL) -4 —HIZK (1.00g,5.00mmol) M ikER%E (2.60g,8.00mmol) T-—
PR T e (25 OmL) FR/E RIS B N A5 - 53 7= 40, 41025449 % o 'H NMR (CDC1,,
300MHz) :87.68 (s, 1H) ,7.13 (m,2H) ,5.17 (s,2H) ,4.51 (s,2H) ,2.34 (s, 3H) ,2.28(s,3H) ,
1.58(s,9H) ;'°C NMR (CDC1,, 75MHz) :8159.0,153.7,136.2,135.1,134.5,133.3,132.2,
130.7,125.0,118.3,70.3,66.4,44.2,27.9,18.4,18.3;HRMS-TOF (m/z) : [M+H] "HRMS :
Cygily, "CLN,O, T HA - 369 1131, SU{E : 369. 1134

[1805] Bty -l g2~ (BT 35 -4-5(-5- ((4- ((2-FOAHD 3L -2,5- “HIFZEHIED
AL HAR - 3 (2H) -

(s}
XN{IC' CHy
|
[1806] Ns"o
0

CH,

~"E
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(18071 ARJEHE 5 LB, i FHAR T 247 (38.0mg, 0.339mmol) \2- 5K L M85 (14 . 5mg,
0.226mmo1) & SAFI23AMI 4 (0.100g,0.271mmol) il . 73 2425t M 18. 3mg;20.4% » 'H
NMR (CDC1,, 300MHz) :87.69 (s, 1H) ,7.61 (d,J=14.9Hz, 1) ,7.57 (d,J=12.6Hz, 1) ,5.18
(s,2H) ,4.49 (m,1H) ,4.46 (s, 2H) ,4.44 (m,1H) ,3.73 (m,1H) ,3.64 (m, 1) ,2.28 (s, 3H) ,2.25
(3H,s) ,1.53(s,9H) ;"°C NMR (CDC1,, 75MHz) :8158.1,152.8,135.6,133.5,133.1,131.2,
130.1,129.5,124.1,117.2,82.1(d, J,=165Hz) ,70.4,69.5,68.6(d, J ,=22.5Hz) ,65.4,
26.9,17.4,17.3;HRMS-TOF (m/z) : [M+H] HRVS : C,, H,, " C1FN,0, I HH5{E : 397 . 1689, T4 «
397. 1687,

[1808]  5f5124

[1809]  il#82- (BT ) -4-50-5- ((4- (3-FHN L) -3- HIILIR P AL S50 Ak -3
(2H) - i

[1810] AR5y -l & (4- (-3 HED) -3- HAAAEAED) TR

Hi
[1811] D/\Q\Q/\/\F

OCH;Z3
(18121 AR 1] 7 IEF (114 - Ak - 3 - A LR HHEE (0.688g,4.52mmol) b IR 3 -
SETE (1.00g,4 . 30mmol) M ERIR%HE (2. 24mg,6.89mmo1) T FHEL LI (43. 0mL) HI£E60°C
NG 2 B 0. 517356, 1% o H O NMR (CDCL,, 300MHz) :89.78 (s, 1H) ,7.37 (dd, J=
8.1,1.9Hz,1H) ,7.35 (m,1H) ,7.63(d,J=8.1Hz,1H) ,4.68(t,J=5.7Hz,1H) ,4.53 (t,]=
5.7Hz, 1H) ,4.18(t,J=6.3Hz,2H) ,3.12(s,3H) ,2.24 (m, 1H) ,2. 15 (m, 1H) ;"°C NMR (CDCL,,
75MHz) :5190.8,153.8,150.0,130.3,126.7,111.7,109.5,80.5(d,J .= 165Hz) ,64.8(d,
J="7.5Hz) ,56.0,30.2(d, ] ,=22.5Hz)
[1813]  ZrEABIEE N, NN (0.112g,2.90mmol) — X EALFRL4 - (3- SN A L) -3-
FHAE L2 FH% (0.839g, 3. 90mmol) T~ (39. 0mL) HIRIVATR « BT R S ke, b a T
7K (50mL) ALPE H 25 Mk 45 AREER O 1% - I TR O TR (3 X 150mL) AU 137K IR, HAMIR
WIT BRI FIANUR, 2L B8 ELHAR , 13 2175 (0.807g, 7 %896 .6 %) o H NMR (CDC1,,
600MHz) :56.87 (br s,1H) ,6.81 (br s,2H) ,4.68(m,1H) ,4.56(s,2H) ,4.52 (m, 1H) ,4.08(t,
J=6.3Hz,21) ,3.81(s,3H) ,2.19 (m, 1) ,2. 11 (m, 1H) ;"°C NMR (CDC1,, 150MHz) :5149.7,
147.8,121.5,119.5,113.4,111.8,81.9(d,J,=157.5Hz) ,65.3.65.0(d,J ,=7.5lz)
56.0,30.5 (d, J,=22.5Hz) ;HRMS-TOF (m/z) : [M+Na] "HRMS : C, H, ,FO, ¥ 1153 {8 : 237. 0897, 52
¥ {1 : 237.0898.
[1814]  BERy-Hile52- GUT 3D -4-5(-5- ((4- B-FNAAID) -3- AR AL 450 nik
2 -3 (2H) - i

0
XN)i\rm
b
[1815] Na"No
8]

[1816]  FEIALRIR L N, A4k FHS2124A1) 7= (0. 254¢g,1.19mmo1) - = 2K ELJ# (0. 388g,
1.48mmol) M AMEL " HR — S NEE (0.291mL, 1.48mmol) A0FR2- (T 3:L) -4-5(-5- 3Lk

A‘/\F

167



CN 113754589 B ﬁﬁ HH :I:; 165/214 71

-3 (2H) -fiid (0.200g,0.990mmo1) F-PUZIKIR (8. 24mL) HIVATRL i PE AR IR 1L, B
JiF B A PO IR ) o B T o ) £ R 2 el B 198 - 20 e/ Lk 22— A A2l
MM, (3BT = (12, 6mg, 72 33.2%) o 'H NMR (CDC1,, 300MHz) :87.65 (s, 1H) ,6.86 (m,
3H) ,5.18(s,2H) ,4.68 (t,J=5.7Hz, 1H) ,4.52 (t,]J=5.7Hz, 1H) ,4.09 (t,]J=6.3Hz,2H) ,
3.08(s,3MH) ,2.24-2.07 (m,2H) ,1.56 (s, 9H) ; °C NMR (CDC1,, 75MHz , #343) :5159.0,153.8,
150.0,148.7,127.8,125.3,120.0,113.2,110.9,80.7 (d, J .= 165Hz) ,72.0,66.4,64.9(d,
J="7.5Hz) ,56.0,30.4(d,J,=22.5Hz) ,27.9;HRMS-TOF (m/z) : [M+H] C,,H,,°CIFN,0, (1)
$:399. 14815 5240 {F : 399.. 1484,

(18171  =245)25

[1818]  Hile52- (RUT 5B -4-%(-5- ((3-%l-4- B-FuNFIE) K HIED) S 2L) A - 3 (2H) - i
(18191 ARISsY -l &5 (3-5-4- (- SN SAED) ZRI0) HIE

HO

Cl
(18211 ARJEn 5 I4F, i 113 - G- 4- B HIEE (0.300g, 1.92mmo1) A HHERTHATR3 - A
fig (424g,1.83mmol) MARIR%H (0.951g,2.93mmol) T — FHILHFEERZ (19.0mL) H7E65°C
oY ES N0, 2623566 1% o 'H NMR (CDC,, 300MHZ) :89.89 (s, 1H) ,7.93 (d,J=2.1Hz,
1H) ,7.78(dd,J=8.5,2.1Hz,1H) ,7.06(d,]=8.5Hz,1H) ,4.80 (t,J=5.7Hz, 1H) ,4.64(t,]
=5.7Hz,1H) ,4.28 (t,J=6.0Hz,2H) ,2.33 (m, 1H) ,2.22 (m, 1H) ;°C NMR (CDC1,, 75MHz) : &
189.6,159.1,131.3,130.4,130.4,124.0,112.6,80.2(d, J,=165Hz) ,64.9(d,J .=
7.5Hz) ,30.2(d,J,,=22.5Hz) .
[1822]  {rEALailE N, AN (25. 4mg,0.671mmol) — R MEACFRR3- 504~ 3- TN A
50 RHIEL (0.262¢,1.21mmol) T FF (8.95mL) HI[RIARL - Bt FEFT IR S MR, Bt FH 7K
(10mL) A0 H 2SR AR LARSIR CBE - I CBR CTiR (3 X 50mL) A= YT A3 /KRR, H e 1
BRAEFHIANUE , 138 Lk, 158 2 1 G AR T2 (0. 242g , 72591 .5%) . 'H
NMR (CDC1,, 300MHz) :87.32(d,J=2.1Hz,1H) ,7.13 (dd,]=8.4,2.2Hz,1H) ,6.86 (d,] =
8.4Hz,1H) ,4.71(t,J=5.6Hz,1H) ,4.57 (t,J=5.6Hz,1H) ,4.54(s,2H) ,4.09 (t,]=6.0Hz,
2H) ,2.19 (m,1H) ,2.11 (m, 1H) ;'°C NMR(CDC1,, 75MHz) :8153.7,134.4,129.2,126.5,123.1,
113.5,80.6 (d,J=165Hz) ,64.8(d, ], =7.5Hz) ,64.4,30.4 (d, ] =22.5Hz) ;HRMS-TOF
(m/z) : [MHH] "HRMS : C, H,, *CIFO, [ H15A1 - 217. 0437, S22 : 2170442,
[1823]  Biff$sy -l 452~ (U T HL) -4-50-5- ((3-%-4- G- A AID) KHIIL) A IL) hikngk -3
(2H) - il

X
N o]]
Lo

[1824] Nx
0N"F

Ci
(18251  FERRLGIN L N, AHAK T SL125A0077 (0. 242g, 1. 10mmol) \ =ZRILJEE (0. 362¢,
1.38mmol) K fBy%( — FR — SN (0.362g, 1.38mmol) AEFH2- GRUT 3E) -4- 50 - 5- R HLmkNE -
3 (2H) -7 (0.186g,0.920mmo1) “F-THF (7.60mL) FRPRIIA TR - HEFE AT S IR, i B sk
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245 B IR o I B R R £ B T4 - 1 S e/ R i L L T, 4530 5 1 £ ] 4
IREGFTAE 721 (53 . 8mg, 23:14.5%) . 'H NMR (CDC1,, 300MHz) :87.65 (s, 1H) ,7.36 (d,J=
2.2Hz ,1H) ,7.20(dd,J=2.3,4.8Hz,1H) ,6.89(d,J=8.5Hz,1H) ,5.14(s,2H) ,4.70(t,]J=
5.8Hz,1H) ,4.54(t,J=5.8Hz,1H) ,4.10(t,J=6.0Hz,2H) ,2.16 (m, 1H) ,2.11 (m,1H) ,1.56
(s,9H) ;'°C NMR(CDC1,, 75MHz) :5159.0,154.6,153.5,129.4,128.1,127.0,125.1,123.45,
118.4,113.5,80.4(d,J.,=165Hz) ,71.0,66.4,64.7(d,J.,=7.5Hz),30.3(d,J =
22.5Hz) ,27.8;HRMS-TOF (m/z) : [M+H] "HRMS : C, H,, CIFN, 0, () 11 55 : 403. 0986 5 S -
403.0985,

[1826] 515126

[1827] i8¢ 4- FRELIRMARR 3 - (4- (((1- (BUT D) -5-5(-6-MI5IE-1,6- SR -4-50) 54
) L) -2-GUREED) R

[1828] AR -l €83 - -4- G- FILNAID K HE

0/
[1 829] /‘\/\OH

Cl
[1830]  }43-%5-4-FHL K IR (0.500g, 3. 20mmol) < 1-JR RS (0.271ml, 3. Ommol) M Bk
6 (2.44g,7.50mmol) T AL FI I (32. 0mL) R ETF RO E60°C H 4EHFR1R - 15 H1 5
RERREF , 7K (150mL) A RERT AR &4, HH CFR TR (3 X 150mL) 22K Z « 7K VHUAN
SRR A ST ENE , SRR T8, I8 FLR 4 s ik (0. 322¢, 7=
#46.9%) . H NMR(CDC1,,300MHz) :89.77 (s, 1H) ,7.83(d,J=2.1Hz, 1) ,7.68 (dd,J=8.5,
2.0Hz,1H) ,6.98(d, J=8.5Hz,1H) ,4.22(t,J=5.9Hz,2H) ,4.15(t,J=5.7Hz,2H) ,2.11-
2.03 (m,2H) ;'°C NMR (CDC1,, 75MHz) :3189.8,159.1,131.2,130.6,130.3,123.8,112.4,
67.2,60.0,31.6.
(18311 BBy -l £54- (3- (GRU T AT A0 UL - 3-SR I

HO
[1832] ,\Q‘o’\/\msous

Cl

(18331 FERABEIG L T, AHAE BT 5 AL RESESE (0.329g,2. 18mmol) Kbk
(0.149g,2. 18mmol) ALHHSBI26AM 4y (0.312g, 1. 45mmol) T HIEL FbME (14 5mL) TR
TR BEI B R FHO . INERIFR (30mL) AR 1 &0, Bt I CER O (2 50mL) AEHL
AN KSR PR R 2 B I ATIUZ , SRR A T4, 1 I8 HL B2 ke - B i B
@ik (0-50 % LR AR CREiA ) AUk, 13 81 2 B IR RO Frfs =4 (0. 167g, j=
35.0%) . 'H NMR (CDC1,,300MHz) :89.81 (s,1H) ,7.87(d,J=2.1Hz,1H) ,7.72(dd,J=8.5,
2.1Hz,1H) ,7.03(d,J=8.6Hz,1H) ,4.20 (t,]J=6.1Hz,2H) ,3.81 (t,]J=5.8Hz,2H) ,2.07-
1.99 (m,2H) ,0.84 (s,9H) ,0.01 (s,6H) ;'°C NMR(CDCL,, 75MHz) :5189.7,159.4,131.2,
130.5,130.1,124.0,112.5,65.9,65.8,59.0,32.0,25.9,18.3,-5.5; HRMS-TOF (n/z) :
C,H,-C10,Sif1) [M+H] ":329. 1334, 57461 : 329. 1329

[1834]  (FIRBARE T, FIE LS4 (15. 2mg, 0. 402mmo1) — R IEALFE FARELEELRE (0.176¢,
0.536mmol) J- £ (6.00mL) Hr 7R, Pl 43¢ PB4 B K (LomL) MREAT 3 S HL
B RAT AR QI IR T (3 X 50mL) AU /K I, HARRER SN TR &I H

pil
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HUZ , 8 s, 15 50 SR AR 75779 (0. 164g,7°4292.5%) o 'H NMR (CDCL,, 300MHz) : 8
7.34(d,J=2.2Hz,1H) ,7.16(dd,J=8.3,2.2Hz,1H) ,6.86(d,J=8.4Hz,1H) ,4.57 (s, 2H) ,
4.09(t,J=6.1Hz,2H) ,3.80 (t,J=5.9Hz,2H) ,2.03-1.95 (m,2H) ,0.84 (s,9H) ,0.01 (s,
6H) ;'°C NMR (CDC1,, 75MHz) :5154.1,133.7,129.2,126.5,123.0,113.2,65.6,64.5,59.3,
32.2,25.9,18.5,-5.4;HRMS-TOF (m/z) : [M+H] "HRMS : C, (1, *°C10,S1 {1154 - 331. 1491, 52
B{H :331.1493.

[1835]  CEBJy-fl£52- BT 3L -5- ((4- 3- (G T 3 ARG D) 50 WA ID -3-&
IRHED) S -4- kR -3 (2H) -l

0]

X I o
vl
[1836] Ny
“~"“0TBDMS
Cl

(18371 AERALRIL A N, ARk 52512 7B =4 (0. 162g,0.490mmo1) = KFEJH (0. 161g,
0.615mmol) M A% —HfE — M5 (0.107g,0.615mmol) AbFH2- G T L) -4- 4~ 5- 2 EL A -
3 (2H) - (82.8mg,0.410mmol) F-PUS BRI (4.90mL) HHRITATR - 204341 , FHZK (5mL) FBEAlT
BIREY, ) BEKE, WG H 8 B8 (2 X 50mL) 2L AR T4 S E VU, 1k
B4 o a1 AR i (0-10 % B EEI LR LRI CUTia i) sib AT, 1551 2
BRI T34 (0. 127g, 723260 1%) o 'H NMR (CDC1,, 300MHz) :87.67 (s, 1H) ,7.37(d,
J=2.2Hz,1H) ,7.21(dd,J=2.3,8.5Hz,1H) ,6.89(d,J=8.5Hz,1H) ,5.17(s,2H) ,4.11(t,]
=6.1Hz,2H) ,3.80(t,J=5.9Hz,2H) ,2.04-1.96 (m,2H) ,1.60(s,9H) ,0.84(s,9H) ,0.01 (s,
6H) ;'°C NMR (CDC1,, 75MHz) :8159.0,155.0,153.6,129.3,127.6,127.0,125.1,123.3,
118.5,113.3,71.1,66.4,65.6,59.2,32.2,27.9,25.9,18.3,-5.4.

[1838] Doy -Hill#e2- (BT 2L -4-5(-5- ((3-(-4- B-FIENHAID) KL I hAr -3
(2H) - il

0
X o

[1839] NaNo
G
|

[1840]  YEEALSHLE R, FGLPU T 4% (0.49mL,0. 49mmol , IMPUSU MR 78D ALFES45127C
(7= (0.127g,0. 246mmo 1) F-PUSIKIR (2. 5mL) FRFRITARL - 403 B, FHZK (5mL) FRERTTG
IRAW, 5 BKE , WG F CBR R (2 X 20mL) EHL 2R TR A G H A ILE 1 38 HL
FLAS UG o i JF 1 1 A IR €11 (0-80 % LR LRI e i) i (AR o, 15 2 AT 7 4
(71.6mg, #372.5%) . 'H NMR (CDC1,, 300MHz) :87.63 (s, 1H) ,7.36(d, J=2.2Hz,11) ,7.21
(dd,J=8.5,3.0Hz,1H) ,6.90(d,J=8.5Hz, 1) ,5.14(s,2H) ,4.15(t,J=5.8Hz,2H) ,3.84
(t,J=5.7Hz,2H) ,2.08-1.99 (m,2H) ,1.57 (s,9H) ;'°C NMR (CDC1,,75MHz) :5159.0,154.6,
153.5,129.3,128.1,127.0,125.1,123.3,118.6,113.3,71.0,67.4,66.5,60.5,31.7,
27.9;HRMS-TOF (m/z) : C,H,, °C1,N,0, /) [M+H] ": 401. 1029, 524514 : 401 . 1023,

(18411 EFfSsy - il g4 - FALFRRAIRS - (4- (((1- (T 2E) -5-54-6- M5 51, 6- — %Nk -
4-55) D) HED -2- QUKD N T
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X s
|

|
[1842] Na"No
0/\/\01. s

Cl
(18431 A 4fiam 53D, B S I27D 1 724 (35 . 8mg, 0. 089mmo 1) % FH 2R il 1 S
(20.5mg,0.107mmo1) +4- — FIILEL LI NE (16.3mg, 0. 13mmol) & SN % (0.015mL,
0.107mmol) #5423 B 77429 . 8mg ;60.3% . 'H (CDC1,,300MHz) :87.68(d,J=8.3Hz,2H) ,
7.65(s,1H) ,7.31(d,J=2.2Hz,2H) ,7.17(m,1H) ,7.15(d,J=8.3Hz,2H) ,5.13(s,2H) ,4.22
(t,J=5.9Hz,2H) ,3.95(t,J=5.7THz,2H) ,2.27(s,3H) ,2.14-2.07 (m,2H) ,1.57 (s, 9H) ;°C
(CDC1,,75MHz) :5159.0,154.4,153.5,144.8,132.7,129.8,129.4,128.1,127.8,127.0,
125.0,123.5,118.3,113.28,71.0,66.7,66.5,64.2,28.8,27.9,21.6;HRMS-TOF (m/z) : [M+
H] "HRMS : C, H,,"C1 N0, S 11531 :555. 1118 , 9:3{1 : 555 1138,
[1844] i{ﬂZ?
[1845]  #hI£52- GRUT 55 -4-5(-5- ((3,5- "&(-4- (3- SN AL RH L) 4 3 mknz -3
(2H) -
[1846]  ABRIY-fHl2% (3,5- —&-4- G- HANAEIL) ZXEL) HfE

HO' Cl
[1847] /\E;LO’V\F

Cl
[1848]  ARHuilt I3 vEF 4 13, 5- 50 -4- FEER I (0.860g, 4. 50mmol) X FHZRAHTR3 -
SANTE (1.00g,4.29mmol) M iFR4s (2.49g,7.64mmol) T — FHIL FHLHE (45 . 0mL) HIE65°C
% o HRMS-TOF (m/z) : [M+H] "HRMS : C, H,C1,F0, [ 5{E : 251. 0036 , 52 : 251 . 0038,
[1849]  ZERRIEIRE T, FHMN A /L% (0.149g,3.94mmol) — R MEACEEMEE (1.32g,
5.26mmol) T~ % (5. 26mL) HIA - 3K, 7K (20mL) MR &9 H 25 M4 DA
ERIF - PR i (3 X 50mL) A2 AT /KR, AR T A5 ATLE , L8 H
Hedit AT B LB IRIOF TS e (1. 21g, 729290, 9%) o 'H NMR (CDC1,, 300MHz) :87.24 (s,
2H) ,4.76 (t,J=5.8Hz,1H) ,4.61 (t,J=5.8Hz,1H) ,4.56 (s,2H) ,4.07 (t,]=6.0Hz, 2H) ,
2.20(m, 11) ,2.13 (m, 1H) ;°C NMR (CDC1,, 75MHz) :8150.4,138.3,129.5,127.2,81.4(d,J
=165MHz) ,69.2(d,J,=7.5Hz) ,63.7,31.2(d,J,=22.5Hz)
[1850] BBy -filee2- GRUT 3L -4-%(-5- ((3,5- —%(-4- G- SN EIL) ZKPIRL) S IE) mk
I -3 (2H) -Fifil

X
NANC
Lo

[1851] Na Cl
0" F

Cl
(18521  ARPEEH 7 1EB i H2- GUT 5D -4,5- —SUmke-3 (2H) -fil (0. 195g,0.872mmol) .
SAPI2TAR ) (0. 1388, 0. 545mmo 1) MBS (0. 213g,0.654mmol) F- — FI AL I i
(8.50mL) H17E65°C Nl £« 77 297 490.192¢580.5% o 'H NMR (CDC1,, 300MHz) :87.61 (s,
1H) ,7.29(s,2H) ,5.12(s,2H) ,4.76 (t,J=5.8Hz, 1H) ,4.58 (t,J=5.8Hz, 1) ,4.10(t,]J=

CF
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6.0Hz,2H) ,2.20 (m,1H) ,2.14 (m, 1H) , 1.57 (s, 9H) ;HRMS: C H,,*°C1,FN, 0, 512 «
437.0596, 55 {F : 437.0609.
[1853]  =2f41)28

[1854] 575~ ((3-7R-4- (3-FNFAIE) -5- EILIE L) S50 -2- (BUT 3) -4- ki -
3 (2H) - HHIAFRAY -l 253~ -4~ (- FAED) -5- AR

Z Br
[1855] ° 07N NF

OCH;
[1856]  443-J-4-F£FL-5- A FL K FIEE (0.578g,2.50mmol) « =7 FLJHE (0.820¢g,
3.13mmol) M3~ 95N -1-% (0.244mL, 3. 25mmol) 57 2= Jo/K USRI (12 5mL) Fh, il ¥4 401
Fo°C H 0. 25/N0 &L R — ZHE (0.472mL,3.00mmol) ZIHALFE . 0. 25/ NN i, B
FITA A O A BN AR B H A AERR0 . 25/ NI o B 5 A S s i BB BR FIT A 15 400, Has el fii 1]
3: kb LBk E — S Ak (50 X 155mm) (43 B i b FR W M AR A 25700 - 1200mLIN 1
FEPEYE , ST H SR E G R (0.555g,1.91mmol;76.3%) . 'H NMR: (300MHz,
CDC1,) 89.84 (1H,s) ,7.65(1H,d,J=1.8Hz) ,7.38 (1H,d,J=1.8lz) ,4.75(2H,dt, J=47.0,
5.8Hz) ,4.24(2H,t,]=6.0Hz) ,3.92(3H,s) ,2.19(2H,dtt,J=25.7,5.9,5.9Hz) ."°C NMR:
(75MHz,CDC1,) §189.8,154.1,150.8,133.0,128.8,118.0,110.0,80.8 (d,J, = 164Hz) ,
69.2(d J,=5.4Hz) ,56.2,31.3(d,J,,=20.2Hz) .'°F NMR(282MHz,CDC1,) §-222.0 (tt,J=
46.9,25. 7Hz) JHRMS: C, H,,"'BrFo, (M+H) [ TFAEL : 291.0027 5 5286 {E : 291. 0030, TLC: R,
0.26 (flfie, 3: 1Xke/ LMk, KMnO,)
(18571 BBy -l €55~ ((3-7%-4- (3-F P AL -5- AR I S 20) -2- (BT 4D) -4-
SRR -3 (2H) -@ﬂ

X,

[1858] N 0 Br
0 N"F

OCHg
(18591  KEAFRIT U™ (0.146g,0.500mmol) -3 FHEF (5.00mL) H IR RS HI20°C, B fm
FHBIA L5 (37 .8mg, 1.00mmol) — /K PEALE 0. 25/ NI , i 3 3B Vs I AN U KR i
(2mL) W FEE B O AU, LB T AR AR AR . 0. 5/ NI I BT TR S0 id
T LR TR SRR A B K (B25mL) 2 ], B R oS-, B AN R
e IR (2 X 25mL) Peifk/K =, HEAMBREE T A G I IN O OB PR, 1 318 H IS
M4 G IR .
[1860]  {EIALRIRIE [, ¥ FH AR AT R P v e T oK B F i (5..00mL) Hi, i
Fméﬁﬁm—(ﬂTﬁ)A 5—_% 2 wn ﬂ% 3 @H (0 166g 0. 750mmo1)/327a‘r %@ (0. 326

%21/J\HT FSIEBIN immﬁ F 4%%@/151 \EB?ZERZEH ‘37J< (i/\zomm zlEﬂ %ﬁ%ﬂ NI
b, B B EAE M R OEE (2 X 20mL) PeigoKE, HAmRE TRALE5H IS
PR TRV, 12 38 HL s U 4 B DR B € IR o o o il 1 72 373t/ LR iR 8 — A
fEAE (30X 180mm) (4 K iAW KL 0T o S HEAE 175125 200 - 350mLIN {1 = B2 P ilée | 159 HLA S
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ek (A a1 (0.191g,0.400mmol579.9%) . 'H NMR: (300MHz,CDC1,) §7.71 (1H,s) ,7.15
(1H,d,J=1.9Hz) ,6.92(1H,d,J=2.0Hz) ,5.21 (2H,s) ,4.74(2H,dt,J=47.1,5.9Hz) ,4.13
(2H,t,J=6.0Hz) ,3.86(3H,s) ,2.17(2H,dtt,]=25.5,6.0,6.0Hz) ,1.64 (9H,s) ."°C NMR:
(75MHz,CDC1,) 8158.9,154.1,153.4,145.8,131.9,125.0,123.2,118.6,118.0,110.2,
81.0(d,J = 16412) ,71.0,68.9(d,J,=5.5Hz) ,66.5,56.1,31.3(d,J..=20.2Hz) ,27.8.
HRMS : C H,, " Br*°CIN,0, (W+) ({1154 : 477 . 0587 ; 928611 : 4770589 TLC:R,0. 15 (REfZ , 4: 1
Jikt/ IR TR, CAM)

[1861]1 544129

[1862]  ffil£52- GRUT HL) -4-50-5- ((2-5(-4- G- JNEED K HEL) S50 mknk -3 (2H) -
[18631  AFS/y-fHI%% (2-4H-4- -SRI KT HifE

Cl

[1864] Ho’\©\
0N

[1865] ARy HIJD AR , i 2 - S - 4- SR BLOR TR FITR (0. 354, 2. 26mmol) Xof FHAAIR3 -
AT (0.500g, 2. 15mmol) HARFERHS (1.12g,3. 44mmol) - HIZE HIE (22. 6mL) HiFE60°C
A 4 B AR 0. 510g. ' HONMR (CDCL,, 300MHz) :87.81 (d, J=8.9Hz, 1H) ,6.90 (d,J=
2.5Hz,1H) ,6.75(dd,J=8.8,2.5Hz, 1H) ,4.64 (t,J=5.7Hz, 1H) ,4.49 (t,J=5.8Hz, 11 ,
4.07 (t,J=6.1Hz,2H) ,3.82(s,3H) ,2.16 (m, 11) ,2.09 (m, 11) ;'°C NMR (CDC1,, 75MHz) :
165.5,161.7,135.9,133.4,121.8,117.0,112.9,80.3(d, J,=165Hz) ,64.1(d,J .=
7.5Hz) ,52.1,30.2(d,J,=22.5Hz) .

[1866]  FERABEEIE N, ML E) (66. Tmg, 1. 76mmol) — K MEALFERT (0.510g, 2. 35mmol)
T (23.5mL) HRITATRL, S B PR BR A 7K (20mL) AR RERTAHE & L 23 ik ARSIk
LI TR MR (3 X 50mL) AP AF /KA, AR TR I A R, 8 Hik
2 38 2 BRI (0. 388g, 3 78.5%) o 'H NMR (CDC1,, 300MHz) :87.80(d, J
=8.8lz,1H) ,6.90(d,J=2.6Hz, 1) ,6.75(dd,J=8.8,2.5Hz,1H) ,4.64 (t,]=6.4Hz, 1) ,
4.65(s,2H) ,4.49 (t,]=5.8Hz,1H) ,4.07 (t,]J=6.2Hz,2H) ,2.16 (m, 1H) ,2.09 (m, 1H) ;'°C
NMR (CDC1,, 75MHz) :8158.9,135.8,133.3,130.1,117.0,112.8,80.3(d, J,= 165Hz) ,64.1
(d,J;=7.5Hz) ,61.1,30.2(d, J.,=22.5Hz) ; HRMS-TOF (m/z) : [M-H] "HRMS: C, H,,”’C1F0,[{]
TR :217.0437, S206H - 2170453,

[1867]  B#fssy -l £52- GRUT 56) -4-50-5- ((2-%-4- (3~ G ED) ZRHTED) S A0) ik - 3
(2H) - .

0
Xwﬁm .
[1868] h 1
0

(18691  Afsim 117 7EB, il H2- GBUT 55) -4, 5- kR -3 (2H) - (0.358g, 1.62mmol)
SAFI29A1 7 (0.388g, 1. 78mmol) S hixlR4E (0.845g, 2. 59mmol) - HHEL FH K (16. 2mL)
HIE60°C il % . 20 B8 7 i 0. 251 g5 2338 4% . 'H NMR (CDC1,, 300MHz) :87.67 (s, 1H) ,
7.35(d,J=8.6Hz,1H) ,6.91(d,J=2.5Hz,1H) ,6.79(dd,J=8.7,2.5Hz,1H) ,5.26 (s, 2H) ,
4.65(t,J=5.7Hz,1H) ,4.49 (t,J=5.7Hz, 1H) ,4.04 (t,J=6.3Hz,2H) ,2.15 (m, 1H) ,2.06

AN

173



CN 113754589 B ﬁﬁ HH :I:; 171/214 1

(m, 1H) ,1.57 (s,9H) ;"°C NMR (CDC1,, 75MHz) :8159.7,153.6,133.7,130.1,125.2,124.7,
118.5,115.8,113.7,80.3(d,J,=165Hz) ,68.9,66.4,64.0(d,J,=7.5Hz) ,30.4,30.1,
27.9;HRMS-TOF (m/z) : [M+H] "HRMS : C, H,, *C1,FN,0, I 542 : 403 . 0986 , 52 : 4030994
[1870] 5245130

[1871]  fhileg2- (BUT ) -4-50-5- ((4- (3-FiPY ) -2- FIEESR L) S 50) ikt - 3 (2H) -
Fi

[1872]  ARSsY -l 6 (4- (3-SR D) -2- FHAEESRED) TR

CH;

[1873] HOI\G\O
NSE

(18741 FRAJmal 15 AR, 4 FH4 - k- 2- LR RS (0.614¢, 4. 50mmo1) i FHORAMTR 3 - Jil
AT (1.00g,4.29mmol) K ARTRH: (2.49¢,7.64mmol) T — FAREFERZ (45. 0mL) Hh7E60°C
% . 'H NMR (CDC1,, 300MHz) :510.13 (s, 1H) ,7.77 (d,J=8.6Hz, 1H) ,6.86 (dd,]=8.6,
4.6Hz,1H) ,6.77(d,J=2.3Hz,1H) ,4.75(t,J=5.THz, 1H) ,4.59 (t,J=5.7Hz, 1) ,4.18(t,
J=6.1Hz,2H) ,2.66 (s,3H) ,2.27 (m, 1H) ,2.15 (m, 1H) ;HRMS-TOF (m/z) : [M+H] "HRMS:
C,H,5FO, I : 1970976, 9461 : 197.0972,

[1875]  FHZLAREE (2.14mL,2. 14mmol , IMPUZUMEME7R) AbFRZ 8 H1 (0°C) [1)4- (3-5UA
SIL) -2- HIEEZE I (0.840g,4 . 28mmol) F-PH RN (42 8mL) HA PRI, Bl i 1 PR BRI
5 BRI AR SRR A, Bt e 17K (20mL) A o i 43 27K =, BT C R R (3 X 50mL)
R Bl R 22 BRIR A TR S A AUE , L U8 HLIR 4 s A o ek (0. 800g, 73
94.3%) o'H NMR (CDC1,, 300MHz) :57.24 (m,1H) ,6.73 (m,2H) ,4.72(t,J=5.8Hz,1H) ,4.63
(s,2H) ,4.56 (t,]=5.8Hz,1H) ,4.09 (t,J=6.0Hz,2H) ,2.36 (s, 3H) ,2.20 (m, 1H) ,2.10 (m,
1H) .

[1876] BRI -fill 552 (BT 55 -4-%0-5- ((4- G-3NEED -2- HIERZRHIEE) S50 mAle -3
(2H) - .

XA
Cl
N CH,
[1877] ﬁﬁoﬁ i
0

[1878]  Aid#fa 115 74B, i H2- (BT 3 -4, 5- —G(hkME-3 (2H) -fii (0.480g,2.37mmol) -
SEABI30AI =4 (0.940g,4 . T4mmol) M b4 (1.70g,5.28mmol) T — FILFHENZ (24 . 0mL)
HE65°C & BT 7 25 72t 38 . 6mg 5 7234 3% o 'H NMR (CDC1,,, 300MHz) :87.50 (s,
1) ,7.19(m,1H) ,6.66 (m,2H) ,5.09(s,2H) ,4.64 (m, 1H) ,4.48 (m, 1H) ,4.02(t,J=6.2Hz,
20) ,2.27 (s, 3H) ,2.14 (m, 1H) ,2.03 (m, 1H) ,1.57 (s, 9H) ;HRMS-TOF (m/z) : [M+H] "HRMS:
Cyofly, "CIFN, 0, T4 - 386 1532, 54611 : 383 1537

(18791 54531

[1880]  Hill£&2- (BT 3E) -4-3-5- ((4- ((2-FH LI FHL) -2- A AR L) 56 35) Ik
& -3 (2H) -FHAER 43 - il a5 4- (((1- GRUT 2R -5-G-6- %A 2E - 1, 6- AR -4-50) S5 H
H) -3- AR R FA

AN
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[}
4><thlzc' OCH,4
|
[1881] Na"No

OCHg

[1882] AR #fam F 5 LB, 2 GBUT 38 -4- (-5 - 5LmkmE -3 (2H) - (0.617g,
3.056mmol) \4- (BLHIEL) -3- H A B R HHER i (0.750g,2.91mmol) M ffiRss (1.51g,
4.64mmol) T LI (15. 0mL) HZEFREEI I Rl 65 o 0 B 1. 11g;>98% o 'H
NMR (CDC1,, 300MHz) :57.65 (s, 1H) ,7.63 (dd,J=7.9,1.4Hz,1H) ,7.51 (d,J=1.4Hz, 1),
7.44(d,J=7.9Hz,1H) ,5.30(s,2H) ,3.90(s,3H) ,3.86(s,3H) ,1.57 (s, 9H) ;'°C NMR(CDC1,,
75MHz) :5166.6,159.0,156.3,153.7,131.6,128.4,127.7,125.0,122.4,118.2,111.1,
66.7,66.4,55.7,52.3,27.9;HRMS-TOF (m/z) : [M+H] "HRMS : C, H, *°CIN,0, [ 1+ 518 «
381.1212, 5756{H : 381. 1206,

[1883]  Bfiy -l e&2- (BT 3E) -4-5(-5- ((4- FRHIZE) -2- AR BN L) S 35) kg -3
(2H) -l

X,
Cl
N OCH
[1884] ﬁitﬂz )
0
OH

[1885]  /E0°C I, FHZAUL AR (1.46mL, 1. 46mmol , IMPU SV 70 ALFR 524503 1ATR 74
(1.11g,2.92mmol) J-PUZRNH (29. OmL) HAFRITAIAL, Bt AR ERBEIEL B o hd PP ASR S 4)
B, BT K (B0mL) Rk o 43 B /K2 Bl T IR g (3 X 50mL) A< HY o B i £ R 7T
LI NUZ 32 38 FLR e Bl S EAS (3l fk (0.890g, 73864 %) - HNMR (CDCI
300MHz) :87.68 (s, 1H) ,7.31(d,J=7.5Hz, 1H) ,7.89 (m,2H) ,5.27 (s,2H) ,4.64(s,2H) ,3.85
(s,3H) ,1.56 (s,9H) ;"°C NMR (CDC1,, 75MHz) :8159.1,156.9,153.9,143.2,128.7,125.4,
122.5,119.1,118.0,109.1,67.0,66.3,65.1,55.5,27.9;HRMS-TOF (n/z) : [M+H] "HRMS:
C,-Hy, °CIN,O, [y HH5 R : 353. 1263, 524611 : 353 . 1257,

[1886]  CHfS3 -l 255~ ((4- (RAIE) -2- FALEIRITIIL) S -2- (BUTHE) -4-Smkiz -3
(2H) - i

Cl

N OCH
[1887] he ) :

Br

[1888]  Afffaif 1T i2C, RSB 1BIN 4 (0. 448g, 1. 26mmol) e =R ALH% (0.631mL,
0.63mmol , IM 5 FFGE AR il 5% o 43 B4 190 429g3581.9% o 'H NMR (CDC1,, 300MHz) : &
7.67(s,1H),7.32(d,J="7.THz,1H) ,6.98(dd,J=7.7,1.6Hz,1H) ,6.88(d,J=1.5Hz, 1) ,
5.25(s,2H) ,4.42(s,2H) ,3.82(s,3H) ,1.57(s,9H) ;'°C NMR(CDC1,, 75MHz) :§159.1,156.7,
153.8,139.6,128.7,125.2,123.7,121.5,118.1,111.1,66.8,66.3,55.6,33.1,27.9;
HRMS-TOF (m/z) : [M+H] "HRMS : C,.,H, “Br°CIN,0,[f) +1 5 {# :415. 0419, 5k : 415. 0416,
[1889] DRy~ 2- GBUT A -4-%(-5- ((4- (-5 LAEE) L) -2- SR HTED) 5
HE) kTR -3 (2H) -
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o]
XN - OCH;
[1890] N ,\@,
0
0\/\F

(18911 AR JE1H [T /5 7LE , i AL T F80 (38mg, 0. 340mmol) +2- 5L (14 5mg, 0. 226mmol)
Fe I3 1CHI =1 (0. 112g,0.27 Immo ) il £ o 23 2574 2. 3mg52.6% « 'H NMR (CDC1,,
300MHz) :87.68 (s, 1H) ,7.30(d,J=7.5Hz,1H) ,6.9(s,1H) ,6.88(d,J=8.0Hz,1H) ,5.27 (s,
2H) ,4.62 (m,1H) ,4.53(s,2H) ,4.46 (m, 1H) ,3.82(s,3H) ,3.73 (m, 1H) ,3.63 (m, 1H) ,1.56 (s,
9H) ;'°C NMR (CDC1,, 75MHz) :§158.1,155.8,152.9,139.1,127.5,124.3,121.7,119.0,
117.0,108.6,82.1(d, J,,=165Hz) ,72.0,68.5(d,J,=22.5Hz) ,65.9,65.3,54.5,26.9;
HRMS-TOF (m/z) : V+H] HRMS : C H,,, °CIFN, 0,1 HHF{E : 399 . 1481, 5253 : 399. 1479,

[1892] 55132

[1893]  filfc2- GRUT 3L -4-5(-5- ((3- B-JNFAIL) 2K FHIL) S50 1A% - 3 (2H) -l

[1894] APy -Hil2% (3- (3-FN AL 3D HEE

0. F
[1895] HO’U o

[1896]  AR4f1E H /5 1:F, i 3 - B 3L K I (0. 552¢g,4 . 52mmo 1) b FHZRREFR 3 - S A Fis
(0.998g,4.30mmol) M A4t (2.24g,6.90mmol) T — HIZL FHbI (45. 2mL) HifE60°C T 1l
% oY B PEEEN0.700g3589.4% o 'H NMR (CDC1,, 300MHz) :89.91 (s, 1H) ,7.40-7.37 (m, 2H) ,
7.34(m,1H) ,7.11 (m,1H) ,4.66 (t,J=5.80z,1H) ,4.52 (t,J=5.7Hz,1H) ,4.10 (¢t,]J=
6.1Hz,2H) ,2.17 (m, 11) ,2.09 (m, 1H) ;'°C NMR(CDC1,, 75MHz) :8192.0,159.4,137.9,130.1,
123.6,121.8,113.0,80.5(d, J,=165Hz) ,63.9(d,J,,=7.5Hz) ,30.3(d,J,=22.5Hz) .
'HRMS-TOF (m/z) : [M+H] HRMS : C H, O, H 5 : 183.0816 , 554 : 183.0827.

(18971 FHAZCH (72. 3mg, 1. 91mmol) AFRIA T LI (38mL) HIf¥£2r4 I (0°C) fY3- (3-
AN L) R RS (0.700g, 3. 82mmo 1) P, BT/ i AR B PALEIRLIEE - 2/ N, VK (20mL) B
BT RG M HE S IRAAREIR O - FH OB O (35 50mL) AR HUFT A /KT TR, HLAL AR N
TRASIHOANUZ , 58 FLik4s 13 8] 2 25 R0 ATRR 4 (0. 625g , 723888 %) o H
NMR (CDC1,, 300MHz) :87.20 (m, 1H) ,6.87 (m,2H) ,6.76 (dd, J=8.3,2.1Hz, 1) ,4.65(t,]=
5.8Hz,1H) ,4.60(s,2H) ,4.50 (t,]J=5.8Hz, 1H) ,4.04 (t,J=6.1Hz,2H) ,2.14 (m, 1H) ,2.04
(m, 1H) ;'°C NMR (CDC1,, 75MHz) :8159.1,142.6,129.6,119.3,113.8,113.0,80.7(d, J .=
165H2) ,65.2,63.5(d,J,=7.5Hz) ,30.6(d, ], =22.5Hz) . 'HRMS-TOF (m/z) : [M+H] HRMS:
C,oH,5FO, I : 185.0972, 94611 : 186.0967

(18981 BifSHy -l £ 2- (BT 38) -4-50-5- ((3- (3-FuPNAE) R HIED) Sa L) miAtk - 3 (2H) - i

0O

XN cl

[1899] ,:,ﬁ 0 F
X 0/\@, ~TN

(19001 ARdimid U7 7B, B 112 GBRUT 55 -4, 5- ikl -3 (2H) -fiid (0.339g, 1.53mmol)

SEABI32AR ) (0.313g,1.69mmol) MARFRHS (0.798g,2.45mmo1) - AL FHEENE (17. OmL)
HIE60°C il 5 . 0 B 70 . 122g, F23%21.6% . 'H NMR (CDC1,, 300MHz) :87.63 (s, 1H) ,
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7.25(m,1H) ,6.92-6.81 (m,3H) ,5.21 (s, 2H) ,4.66 (t,]=5.8Hz, 1H) ,4.50 (t,J=5.8Hz,
1H) ,4.04 (t,J=6.1Hz,2H) ,2.15 (m, 1H) ,2.07 (m, 1H) , 1.57 (s, 9H) ; (CDC1,, 75MHz) :
159.3,159.0,153.7,136.5,130.1,125.1,119.3,118.4,114.7,113.9,80.6 (d,J .=
165Hz) ,71.7,66.4,63.6(d,J,,=7.5Hz) ,30.4(d,J=22.5Hz) ,27.9;HRMS-TOF (m/z) : [M+
H]“HRMS : C ., "CIFN,0, K T4 : 369 . 1376, S {E : 369. 1379,

[19011  s45133

[1902]  #il#52- (BT ER) -4-50-5- ((3- -3 L AED) AL A ED) nk-3 (2H) -1

[1903]  AfRA-Hhil 5 (3- (2- 3D RED) Ik

O~
[1904] “0'\©’ F

[1905]  f3-F LR HIEE (1.02g,8.33mmol) \1-7R-2-Fi kT (1.00g,7.93mmol) M BRIk 51
(4.13g,12. Tmmo1) J= - FAIL AR (83. OmL) HH RSP INEAEI60°C HLAERFA AL o 14 2N EIEA
St e, H7K (L0omL) FREERT AR 1, LH GRS (3 150mL) A UK « FIZK (150mL)
BRI (150nL) KBEER A H AR IS 2R eI, 1 8 HLik 4w et
iR (1.34g) o 'H NMR (CDCL,, 300MHz) :89.91 (s, 1H) ,7.44-7.33 (m, 3H) ,7.19-7.13 (m,
1H) ,4.79 (m, 1H) ,4.63 (m, 1H) ,4.26 (m, 1H) ,4.17 (m, 1H) ;'°C NMR (CDC1,, 75MHz) :8192.0,
159.0,137.9,130.2,124.1,122.2,112.7,81.9(d, J,=165Hz) ,67.4(d, ] ,=22.5Hz) ;
'HRMS - TOF (m/z) : [M+H] "HRMS : CHFO, [ #1541 : 169. 0659, S : 169. 0660.,

(19061 JiIA%L1L41 (0. 150, 3. 97mmol) — K PEALHEE (1.34g) T~ lF (39. 5mL) FPRZEK
A1(0°C) AR, Bt it A AR IEE « 2/ NI, VK (20mL) AR Ak ) LU s e LA
BER Ol IR TR (3 50mL) AEMUAT /K , BRI HRE s HAIUZ , i
FLik4s 15380 2 3 @R IFT TR 21 (1. 28g, 723294.8%) o 'H NMR (CDC1,,, 300MHz) : 7. 20
(m, 1H) ,6.89 (m,2H) ,6.78 (m,1H) ,4.75(m, 1H) ,4.60(s,2H) ,4.59 (m, 1H) ,4.20(m, 1H) ,4.10
(m, 1H) ;'°C NMR (CDC1,, 75MHz) :8158.7,142.7,129.7,119.7,114.0,113.0,81.9(d, J .=
165Hz) ,67.2(d,J.,=22.5Hz) ,65.2; HRMS-TOF (m/z) : [M+H] HRMS : C,H, FO, [ 1T 5011 -
171.0816, S4{E : 171.0815.

(19071 BERST -l #52- GRUT2E) -4-%(-5- ((3- (-G L 5AAE) F AL S AE) ki -3 (2H) -fii]

(o]

X e
[1908] ‘e O,

(19091 AR 5758, i FH2- (BUT 35) -4, 5- 5k -3 (2H) - (0.587g,2.66mmol)
SAFI33ARI ) (0.500g, 2. 92mmol) K kR4 (1.38g,4.25mmol) - FAEL FAMEIZ (26. 6mL)
HIE60°C %« 43 Bt b 20mg , 72382 1% o 'H NMR (CDC1,, 300MHz) :87.63 (s, 1H) , 7.26
(m,1H) ,6.95-6.84 (m,3H) ,5.22 (s,2H) ,4.78 (m,1H) ,4.62 (n, 1H) ,4.21 (m,1H) ,4.11 (m,
1H) ,1.56 (s,9H) .'°C NMR (CDC1,, 75MHz) :8159.0,158.9,153.6,136.6,130.2,125.1,
119.3,114.9,114.8,113.2,81.9(d, J,=7.5Hz) ,71.6,67.2(d, ], =22.5Hz) ,66.4,27.9.
HRMS-TOF (m/z) : M+H] HRMS : C 1, °C1FN, 0, HH5{E : 355. 1219, 25 - 355. 1218,

[1910] 52534

[1911] g4 - AR IREERR 2 - (3- (((1- GUT 2D -5-5(-6-MI5IE-1,6- 2% -4-50) A
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) L) PR30 O
[1912] AR -H1253- Q- BE LA KRS

z 0
[1913] °'\©’ ~"oH

[1914]  J43- BRI (1.02g,8.33mmol) \1-H 47 (0.991g,7.93mmol) M iR 4
(4.13g,12.7Tmmol) - HBE L (20. OmL) H[¥) E7FIRUINIFAEI60°C H AR FaR - 12 HIZITR
B T, H7K (50mL) MR IR G Y, HH CFR TR (3 X 50mL) ZEHUKE 7K (150mL) A
RSB KIEIRER A SR ANUE, M e SR N T FLk 4 , 15 2038t deik i e
W AR (4: 10 4E/ LR OB Sl T, 1538 2 B AR T #5779 (1. 388, 1
#>98%) o' NMR(CDC1,,, 300MHz) :89.98 (s, 1H) ,7.48-7.41 (m,3H) ,7.23-7.19 (m,1H) ,4.16
(m,2H) ,4.00 (m, 2H) ;HRMS-TOF (m/z) : [M+H] "HRMS : C,H, 0,/ 115415 : 167.0703 , S50 -
167.0696.

[1915] BB -fHiles (3- (2- (U] He - LR D) A0 CE 3 ZR3)

O~
[1916] Ho’\©' OTBDMS

(19171 A4k FSUEECT 3 HHELELE AL (1.88g,12. 5mmol) APk (0.850g,12. 5mmol) 4k
FESZAFI3AAK P2 (1. 38g) T FREE FA I (8. 3mL) VIV , e AE BRI B N Bt BB 74
bt FH7K (50mL) FRERTAHE &4, HH CBRCHR (3 X 100mL) A5 HY o FH AN S M7 KA
HAGHIBNZ , BT, oL I8 H I s i 4 il i (k) (0.597¢g, 7= %26.8%) o
'H NMR (CDC1,, 300MHz) :89.87 (s, 1H) ,7.35-7.29 (m,3H) ,7.11-7.08 (m, 11) ,4.00 (m, 2I) ,
3.89 (m,2H) ,0.84 (s,9H) ,0.01 (s,6H) ;'°C NMR (CDC1,, 75MHz) :8189.7,159.4,137.8,
130.0,123.5,122.0,113.0,69.6,61.9,25.6,18.4,-5.2;HRMS-TOF (m/z) : C,H,,0,S1 /1] [M+
H]":281.1567, I8 {¢ : 281. 1563,

[1918]  {EFRBEIR N, FHANAL AN (60. 4mg, 1. 60mmol) — AL PR FE e Bk (0.597g,
2.13mmol) T 4% (21.0mL) HH VAR 37N i, 7K (10mL) AR FTAS TR 5 1 L L2 e 4 DA
kOl - IR iR (3 X 50mL) 2 BT /KA , LA TRASIHIENIE , L
L4 A2 270 RT3 (0.600g, 232>98%) »'H NMR (CDC1,, 300MHz) : 57.16
(m,1H) ,6.84 (m,2H) ,6.74(dd,J=9.0,2.5Hz,1H) ,4.57 (s, 2H) ,3.94 (m, 2H) ,3.87 (m, 2H) ,
0.81(s,9H),0.01 (s,6H) ;'°C NMR (CDC1,,75MHz) :8159.3,142.5,129.6,119.1,114.0,
113.0,69.3,65.3,62.0,25.6,18.4,-5.2;HRMS-TOF (n/z) : [M+H] 'HRMS : C .H,,0,S1 [ 55
{8:283.1724, S205H : 283 . 1717,

[1919]  CER4AY-Hl#52- (BT 35) -5- ((3- (2- (GRUT 3 AL REE 30 L) ) K
3 SHEL) -4 - SikE -3 (2H) -l

o]

XN cl
1920} rhie’ \E )/OV\OTBDMS

(19211 AR G 7AB, (2 - GRUT2E) -4, 5- —SaiAle -3 (2H) - (0. 711g, 3. 19mmol)
SA5134BI 1) (0.600g , 2. 13mmol) K AIRH: (0.834g, 2. 56mmol) - FHELFINIZ (32. OmL)
HIE60°C I il % . 20 B8 7 i M0 . 159g, 23%16.0% « 'H NMR (CDC1,, 300MHz) :57.62 (s, 1H) ,
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7.21 (n,1H) ,6.82-6.79 (m,3H) ,5.19(s,2H) ,3.95 (m,2H) ,3.88(m,2H) ,1.53 (s,9H) ,0.80
(s,9H) ,-0.01 (s,6M) ;"°C NMR (CDC1,,75MHz) :8159.5,159.0,153.7,136.5,130.0,125.1,
119.1,118.2,114.8,113.2,71.7,69.4,66.4,62.0,27.9,25.9,18.4, -5.2; HRMS-TOF (m/
z) : [MHH] 'HRMS : €, H,. °CIN,0,Si[F) TR - 467 . 2127 , 5286114 : 467 . 2129,
[1922] DIy -Hil#52- (BUT L) -4-50-5- ((3- Q-RRELCHIL) FHIRL) S IL) mkiz -3 (2H) -
i

o]

XN Cl
[1923] ﬁ:tﬂio o

[1924]  FERRSEIREE N, DY T %% (0.60mL, 0. 60mmol , IMPY S R IA ) AbEE S245134C
(7= (0. 140g,0.300mmo1) F-PUZIMKIR (3. 0mL) H VAR - /NI I, FHIZK (10mL) Rk 45
IREW, 5 K2 MG R R (2 X 20mL) ZEH SR T A A H A NLE ik AL
FLAS AR o PR 1 1 AR €1 (20-50 % CFR ORI CLT i) iAot , 15 2T 1
(0.105g,232>98%) . 'H NMR(CDC1,,300MHz) :87.57 (s, 1H) ,7.16 (m, 11) ,6.83 (m, 2H) ,6.76
(dd,J=7.5,2.0Hz,1H) ,5.13 (s,2H) ,3.95 (m,2H) ,3.82 (m,2H) ,1.47 (s, 9H) ;'°C NMR
(CDC1,,75MHz) :8159.1,159.0,153.6,136.5,130.0,125.0,119.3,118.2,114.6.113.1,
71.5,69.2,66.4,61.2,27.8;HRMS-TOF (mn/z) : [M+H] "HRMS : C,,H,,**CIN, 0, I+ 548 -
353.1263, 524515 : 353. 1259,

[1925] B4y - il e 4 - FHEEARAR2 - (3- (((1- (BT 45) -5-S-6-MI%e Ak~ 1, 6- 5k -
4-30) S0 L) KD L

=1

Xﬁ
[1926] & ) 0
X o’\©/ ~"oTs

(19271 R P58 75 35D, 6 52 34D 1 = (52 . 4mg, 0. 149mmo 1) O HH 2R Al P
(34.1mg,0.179mmol) +4- — FIILEIEMENE (22.0mg, 0. 179mmol) M SN 24K (0.032mL,
0.179mmo1) il o 3 B i 48 . 5mg , 2364, 2% « 'H(CDC1,, 300MHz) :87.75(d,J=8.4Hz,
2H) ,7.63(s,1H) ,7.29-7.20(m,3H) ,6.92(d,J=7.1Hz,1H) ,6.79 (m, 1H) ,6.72(dd,]J=8.2,
2.0Hz,1H) ,5.19 (s, 2H) ,4.30 (m,2H) ,4.09 (m,2H) ,2.38 (s,3H) ,1.56 (s,9H) ;'°C NMR
(CDC1,, 75MHz) :8158.0,157.5,152.6,144.0,135.6,131.8,129.1,128.9,127.0,124.0,
118.8,117.3,113.8,112.1,70.5,66.9,65.4,64.5,26.8,20.6.HRMS-TOF (m/z) : [M+H]"
HRMS : C, H,, °CIN, 0, ST 541 : 507 . 1351, 5 : 507 . 1354,

[1928] 5245135

[1929]  Hill#52- GRUT 28) -4-5(-5- ((3- (2-Fi L) ALY R 5850 ARz -3 (2H) -1l
[1930]  AFBA>-Hill 253~ (((1- GBUT 28 -5-G-6- IS AL -1, 6- ZmAME -4-3) S ) HHALK
FHPR S

N
Cl
N (o]
[1931] 'ﬁ
Na OI\OJ\OCHS
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[1932] AR a7 kB, i 2 GRUT %5) -4- %0 -5- FFmk%E -3 (2H) -fild (0.750g,
3.70mmol) 4- (& FEL) 2K R S (0.806g, 3. 52mmol) M iikfRn (1.45g,4.45mmol) T —
JEFHRIE (7. 5mL) P/ PREEIR N 6% o 4 B 0. 643, 73852, 1% o 'H NMR (CDC1,
300MHz) :68.01-7.96 (m,2H) ,7.65 (s, 1H) ,7.59-7.41 (m,2H) ,5.27 (s,2H) ,3.86 (s,3H) ,
1.56 (s, 9H) ;'°C NMR (CDC1,, 75MHz) :8166.5,159.0,153.5,135.4,131.5,130.9,129.2,
128.2,127.8,125.0,118.6,71.4,66.5,52.3,27.9.

[1933] B -fhilg52- (BT HL) -4-50-5- ((3- GRMIFL) 2R FIL) S 3L) mAr -3 (2H) -Fifd

X I o
[1934] te
/\@/\OH

[1935]  JH& b5l — 5 T 248 (2. 250, 2. 25mmo 1, IMCL K2 iA 7) AL BRI 35A1H 7= 1
(0.643g,1.83mmol) T-PUZWKIH (6. 5mL) HIFI£E1% A1 (0°C) 1A TR, Bl T AR B PASS S 2 HLA3E
FERRAR - HI7K (50mL) R BT AIAL, 23 BKIR , BEJE FH CRR TR (3 150mL) A< 22 At AR A
TREGFHIANR, I8 HI ik g SRl iR Gl (5-50 % CER RN CATIAIR)
AT, A58 5 A E AR T (0.403g, 77468 2%) » ' NMR (CDC1,, 300Mz) :
87.74 (s, 1H) ,7.45-7.28 (m,4H) ,5.34 (s,2H) ,4.76 (s, 2H) ,1.65 (s, 9H) ;'°C NMR (CDCL,,
T5MHz) :§159.0,153.7,141.8,135.3,129.2,127.3,126.3,125.5,125.1,118.4,71.8,
66.4,64.9,27.9;HRMS-TOF (m/z) : [M+H] "HRMS : C (H, ,°CIN, 0,/ HH5IM4 : 323. 1157, S0«
323.1154.

[1936]  CHBST -l &5~ ((3- (R IE) SKHIED) S1ED) -2- (BT 3) -4- 5kl -3 (2H) -

X cl
[1937] Eﬁ

[1938] AR &0 F 5 3 C, & w92 358 P24 (0.190g,0.590mmo 1) K =R 1 ik
(0.280mL,0.29mmol , IM 5 LI TR Bl 45 - 45 B F=H 0. 203g, F2%89.2% . 'H NMR
(CDC1,,300MHz) :87.64 (s, 1H) ,7.37-7.28 (m,4H) ,5.23 (s, 2H) ,4.43 (s, 2H) ,1.56 (s,9H) ;
’C NMR (CDC1,, 75MHz) :§159.0,153.6,138.7,135.6,129.3,129.2,127.6,127.1,125.1,
118.5,71.5,66.5,32.8,27.9;HRMS-TOF (m/z) : C (1, " BrCIN,0,/#) [M+H] "+ 385.0313, S04
{8 :385.0316.

[19391 Do -fhlfr2- (BT 3D -4-50-5- ((3- ((2-FWO5AED) FHIEL) R HIEE) S 3L) kg -3
(2H) - il

0

NS o
[1940] ,uﬁ F
(19411 ARJEE F 5 EE, (i FAC T 4 (25.9mg,0.231mmol) L 2- 5 £ fF (14 . 8mg,
0.231mmo1) & S248I35CHI P24 (0. 100g,0. 260mmo1) il £% o 43 B P2 H2 . 3mg ;2.7 % - 'H NMR
(CDClS,BOOMHZ) :87.65(s,1H) ,7.37-7.30(m,4H) ,5.25(s,2H) ,4.62 (m,1H) ,4.55(s,2H) ,

4.46 (m,1H) ,3.73 (m, 1H) ,3.64 (m, 1H) ,1.56 (s,9H) ;"°C NMR(CDCI,,75MHz) :8159.1,153.7,
3
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138.8,135.2,129.1,128.0,126.5,126.2,125.1,118.4,83.0(d, J .= 165Hz) ,73.0,71.8,
69.7(d,J,=22.5Hz) ,66.4,28.9;HRMS-TOF (m/z) : C (H,,CIFN,0,/] [M+H] "+ 369. 1376, 525
f:369.1373,

[1942]  =24436

[1943] il 54 - FHERZRAAR 2 - ((3- (((1- GRUT ) -5-5-6- %I 1,6- Ml -4-15)
L) F3E SRFSD D)
[1944] AT - 552 (BT 55 -4-0-5- ((3- (Q-FEELHED WKL) SR HED) S E) mkis -

3 (2H) -l

Cl

[1945] g O

[1946] KB T l7 4 (25. 3mg, 0. 226mmol) & & fi (111mg, 1. 79mmol) R TE RN E60
°C HAERF 2093 Bl o PN N2 T 75 Mt 1 DU 28 ig (3mL) AR SE I35 CH =4 (0. 104g,
0.271mmol) ANINSERS , IRl R TR A4, HER R, BT+ 51 EL AR (16mL) 72K 53
BRI, BEIR T QIR T (3% 25mL) 25 HL £2RIRSN TR S IFINANUE , 1 38 HL T s i
Fit e 2 A S e 0 B 42 1 e/ SRR S RRAAC ML 5T, 153 21 22 @ W iR B BT 5 74
(60.2mg, 7*#60.6%) . 'H NMR (CDC1,,300MHz) :87.73 (s, 1H) ,7.44-7.29 (m,4H) ,5.32 (s,
2H) ,4.59(s,2H) ,3.78 (m, 2H) ,3.62 (m, 2H) , 1.63 (s,9H) ;'°C NMR (CDC1,, 75MHz) :5159.1,
153.7,139.0,135.2,129.2,128.1,126.5,126.2,125.1,118.4,72.9,71.8,71.6,66.4,
61.9,27.9.

(19471 B sy - thll 54 - FHEEZRRIR2 - (3~ (((1- GRUTED) -5-%-6- %L~ 1, 6- — SNk -
4-30) S{ED) CFD) TR 5D LR

o}

Xﬁ
[1948] o ) OTs
- O/\‘@/MN

(19491 AR Hfa F 5 74D, (IS 36 AR =4 (50 . 2mg, 0. 137mmo 1) X F 2R ik 1t S
(31.3mg,0.165mmol) \4- - FHELE{ELNMENE (21.0mg, 0. 165mmol) K —S#Pi3E 44 (0.016mL,
0.165mmol) fll & . /> Bt Jy21 . 2mg;29.7% . 'H(CDCL,, 300MHz) :87.73(d,J=8.4Hz,2H) ,
7.66(s,1H) ,7.34-7.19(m,6H) ,5.23 (s, 2H) ,4.45 (s,2H) ,4.06 (m,2H) ,3.62 (m,2H) ,2.38
(s,3H) ,1.56(s,9H) ;°C(CDC1,, T5MHz) : §159.0,153.7,144.9,138.6,135.2,133.0,129.8,
129.1,127.9,127.8,126.5,126.1,125.1,118.3,72.8,71.8,69.2,67.8,66.4,27.9,21.6;
HRMS-TOF (m/z) : Cy H,, CIN,0,SHI M+H] " 521. 1508, 528 : 521 . 1500,

[1950] 5245137

(19511 il hp2 - ((4- (C(1- (BUT2E) -5-5-6- M5 2L - 1, 6- —ZAlR -4 - 3L) 5 5E) I
3 ZRPID) S ED) LSRR
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X
[1952] g i
C’\/"*OJLC:CH3

[1953]  Kp2- GRUT2E) -4-5(-5- ((4- ((2-FFRE LA ED) L) R IR S 2L) ke - 3 (2H) - i
(0.147g,0.400mmo1 ; a0 WM DIJK (Casebier) , KT (David S.) ; ZE#b, 7552 (Simon
P.) ;& 2 A (Purohit) ,fi 5 (Ajay) ;575 (Radeke) ,fifive (Heike S.) ;FifH3s (Azure) ,
P5e/R Michael T.) ;iliflr#7iE (Dischino) , wEA%HI T (Douglas D.) (N EjiE 51 E 2\ )
(Bristol-Myers Squibb)) £ &t Hs oy A R 31 WA 2R Pl Lk Jie SR AR AL 2
I T O LR R R 25 185 5277 (Preparation contrast agents for myocardial
perfusion imaging comprising an imaging moiety and deguelin,pyridaben,

pyrimidifen, tebufenpyrad,fenazaquin,and analogs thereof) .PCTE PRI 15 ZEW0
2005/079391.20054-9 H1H) FHEIE (2.00mL) Hh i H150°C , )5 SR S (34p
L,0.44mmol) — K MEALTE 1. 25/ NI i, PN DU R FHR (34pl, 0. 44mmol) o F1. 57N
e VS IR S (34pL, 0. 44mmol) 0. 25/ N5, I CER CREFBCIATR , R B0 I
Sprb B 5 5 % CuSO, KIATR PR %%, BB T 1%, o I8 HL I 2 IR o B e i il 113 - 20K
b/ CBR O TEE — A RE (30 X 175mm) 35 2k 2l fv i e SR A5 I H P o1 o W SR ALV 25 175 -
280mLI [ 1 B | £ HL B 2 e St iR 9 (0. 144g,0.339mmo1584.7%) o 'H
NMR: (300MHz ,DMSO-d,) 88.26 (1H,s) ,7.45(2H,AB, J,,=8.2Hz) ,7.37 (2H,AB, J,,=8.4Hz) ,
5.45(2H,s) ,4.52(2H,s) ,4.29-4.19 (2H,m) ,3.69 (3H,s) ,3.68-3.60 (2H,m) ,1.57 (%9H,s) .
C NMR: (75MHz ,DMSO-d,) §157.8,155.2,153.8,138.6,134.6,127.8,127.7,126.2,115.6,
71.5,71.3,67.5,66.7,65.4,54.6,27.4.Cy0H,.°CIN,0, (VW+H) [HRMS H1-5541 - 425 1474; 5245
1:425.1470.TLC:R 0.50 (REFZ, 1: 173kT/ LB LT, CAM)

[1954] 5244138

[1955]  ffil#52-HAEOIR2- ((4- (((1- GRUT 2E) -5- -6 - M5 AL -1, 6- 2R -4-35) A
5 D) KD D) LR

Q

X I e

N
[1956] '

)

0
0\/\0 CN
[1957]  FEERSZIRE N, HERERN- (3- IR LUENED) -N' - ik — %4 (0.191g,
1.00mmol) —/RIMEALFR2- (BT 3D -4-5-5- ((4- (2-FIELLHAFD I RHED) 30 ik
% -3 (2H) -7§i° (0. 183g,0.500mmo1) FlifFE L& (85. Img, 1.00mmol) T J/K k¢
(2.50mL) FHITATR - 0. 25/ NI e, AE B2 R R AT AT 4 A, sl (L - 1 keke/ LR TS
22 SAEAE (30 X 180mm) €4 B e 4l 7R W HE AL VA 29175 - 325mLIN (1) == =l , &
H H B A IR e il (0.206g,0.476mmo1395.1%) o 'H NMR: (300MHz,CDC1,) 87.72
(1H,s) ,7.43-7.37 (4H,m) ,5.31(2H,s) ,4.57 (2H,s) ,4.41-4.38 (2H,m) ,3.75-3.72 (2H,m) ,
3.49 (2H,s) ,1.63 (9H,s) .'°C NMR: (75MHz,CDC1,) §162.9,159.0,153.6,138.3,134.5,
128.2,127.3,125.0,118.3,112.8,72.8,71.6,67.5,66.4,65.8,27.8,24.7 . HRMS:
Cy Hy, "CIN,O, (V+H) [ VTS : 434 1477 5 5204 : 434 1474, TLC:R 0. 41 (REE, 12 1RKE/ &

217724
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FR i, uv) o

[1958] 5245139

[19591  ill€52- GRUT 5D -4-50-5- ((6- (3-Fpl PN SALER) MHEIE - 3-J) FH D) mikle - 3 (2H) - i
[19601  AFS/3 -l 55 (6- (3-Jpl AN L) Mk - 3-2%) HIfE

[1961] HO/\Ei
N N0 NN

[1962] B {bEN (26.4mg, 1. 10mmol) F13-FXNEE (78.0mg, 1.00mmo1) - — F & FH i
(1. OmL) FRAES R EHR IS N 4ER72670 8, B FH6 - BUIIRIR 1 (0.216g, 1.00mmol)
TR (0. 5mL) HI IR EE . LN, 7K (2ml) FREFT AR G4, 3 B /KUE Bl
Ja R TR (2 X 10mL) 2B 2R N TR A SIS , HLE 2 MRS i iR«
[1963] iR IN6- (3-Jl PN ALFE) MABRIR FHY - PU Sl i FR R i 21 A (0. 14mL,
0. 14mmol , IMPYZEMRIEIATR) HIZE1E A (0°C) FiiHh ELARS PR 5 IR AR BRI S FE « 2/ NS
J5 , HIRRREAR, 50 /KR BEA F CIRR T (3 < 10mL) 22 £2BFRAN TR S T I AL
J2 HE S4B e il R il (0-60 9% LR GBI CUBTIA TR) 2i e T, 13- 21 5 3
RIS =1 (22, 3mg, 723:12.0%) » 'H NMR (CDC1,, 300MHz) :88.06-7.99 (m, 1H) ,7.55
(dd,J=2.4,8.4Hz,1H) ,6.66 (d,J=8.5Hz, 1H) ,4.63 (t,J=5.9Hz, 1H) ,4.54 (s, 2H) ,4.47
(t,J=5.9Hz,1H) ,4.30 (t,J=6.2Hz,2H) ,2.18-2.01 (m,2H) .'°C NMR (75MHz,CDC1,) &
162.4,144.7,137.4,128.1,109.9,79.9(d, J ,=165Hz) ,61.4,60.8, (d,J,,=7.5Hz) ,29.2
d,J.,=22.5Hz)
[1964] By -l 452 (BUT2E) -4-50-5- ((6- (3-JPN ALAE) HENE -3-2k) FAEAE) Wikl -3
(2H) - i

(v}

XNﬁm
[1965] N 0,\@\
NZ N0 NN

[1966] AR $am F 5 B, 2 - GBUT 38 -4- (-5 - B 5Lmk g -3 (2H) -l (22. 3mg,
0.100mmo1) ZBU39AIK =) (18. Tmg, 0. 100mmol) FIERER4S (52.5,0.161mmol) F-— FIELHH
M (1. OmL) FEERBER I N 25 . 2 B =15 3mg541.4% o 'H NMR (CDC1,, 300MHz) = §
8.12(d,J=1.9Hz,1H) ,7.69(s,1H) ,7.60(dd,J=2.5,8.5Hz,1H) ,6.73(d, J=8.7Hz, 1H) ,
5.15(s,2H) ,4.64(t,J=5.8Hz,1H) ,4.48 (t,J=5.8Hz,1H) ,4.39 (t,]=6.2Hz,2H) ,2.19-
2.02 (m,2H) ,1.56 (s,9H) ;'°C NMR (CDC1,, 150MHz) :5163.1,157.9,152.4,145.3,137.5,
124.1,122.3,117.7,110.5,79.8(d, J,=165Hz) ,68.5,65.4,61.0 (d,J,,=7.5Hz) ,29.1
(d,J;=22.5Hz) ,26.8;HRMS : C - H,, °CIFN,0, (M) 15541 : 370 13285 S6{E: 370. 1331
(19671  =24540

[1968]  fil£52- (BT HL) -5- ((4- ((2-FLARD) R 56 20) -4 - FHALHAE -3 (2H) -l

X 0
E | CH,
X0

O,

(19701 AR 4k 18 FH 75 7EB 2 - GUT 3%) -5-%0-4 - F Lk -3 (2H) -fi° (0. 100g,

[1969]
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0.500mmol)  (4- ((2-3 LA L) ZRAL) FHIEE (0.110g,0.600mmol) Ak (0. 2618,
0.800mmo1) T~ FHIL I (5.0mL) HI{E65°C Nl#% o 45 B9 & H49mg;28.1% . 'H NMR
(CDC1,,300MHz) :87.61 (s, 1H) ,7.30 (br s,4H) ,5.10(s,2H) ,4.59 (m, 1H) ,4.53 (s, 2H) ,
4.43 (m,1H) ,3.71 (m,1H) ,3.61 (m,1H) ,1.98(s,3H) ,1.55 (s, 9H) ;'°C NMR (75MHz,CDCL,) &
162.1,153.3,137.2,134.3,127.0,126.2,124.5,120.1,82.0(d, J , = 165Hz) ,71.9,69.8,
68.4(d,J,=22.5H2) ,63.9,27.0,7.7;HRMS-TOF (m/z) : [M+H] "HRMS : C JH, . FN, 0, i HH54 -
349.1922, 5756{H : 349. 1916,

(19711 524541

[1972] 854 - FELORRER2 - ((4- (((1- BT 3D -5-FE-6- M5 FE-1,6- % Hk%E-4-
) A D) R 3 s

[1973]  AFBsy-Hille5- ((4- (1,3- 5 2RBA okt - 2- 35) R HIEE) S 3E) -2- (R T D) -4- FH 2
kN2 -3 (2H) -l

XA
“ CHa
Voo

[1974] Nx /\@Y
0,
2

o]

(19751 AR JmE M5 B, i 2- GRUT &) -5-G0-4 - AEmAmE -3 (2H) - (0.200g,
1.00mmol) « (4- (1,3- " SZPA i -2- 5 KAL) HIEE (0.150g, 0. 830mmol) ANk ¥t
(0.540g,1.66mmol) T " FIELFILIZ (10.0mL) HHAE60°C |25 o 70 2 72K 56 bmg ;
19.8%'H NMR (CDC1,, 300MHz) :87.67 (s, 1H) ,7.51 (d,J=8.3Hz,2H) ,7.39(d,J=8.2Hz,
2H) ,5.81 (s, 1H) ,5.20(s,2H) ,4.26-3.84 (m,4H) ,2.05(s,3H) ,1.57 (s, 9H) ;'°C NMR(CDC1,,
75MHz) :$163.1,154.3,138.2,136.8,127.0,126.9,125.5,121.1,103.3,70.6,65.3,64.9,
28.0,8.7;HRMS-TOF (m/z) : [M+H] HRMS : C JH, N0, ) TH5E : 345. 1809, SU56{F : 345. 1806
[1976] B4y -fhil#52- GRUT 3E) -5- ((4- ((2-FIL L5 EL) AL R FIIE) S8 3E) -4- I KEmk
Wz -3 (2H) - il

QO
[1977] Xzﬁ%
"o
Ol

(19781  (ERABEIRAL I, B A IS B4 1AR] 1) (55. Tmg , 0. 162mmo1) F-PU %Wk (0. 8mL)
HA PP IR ) AL (37 . 8mg, 0. 162mmo 1) FIIIZAL 84 (12. 3mg, 0. 324mmo1) T~ PU %Wk I
(0.80mL) FRFRIEEIFIR H o 2/ NI I, K (L) RT3 IR &9, 3 BOK)Z BTSSR s
(3 10mL) Z=H - ZEMIR TN TR G I I AALE | b I8 Hoedpe nliade IR (50 . 6mg, 75
90.2%) «'H NMR (CDC1,,300MHz) :87.62 (s, 1H) ,7.30 (br s,4H) ,5.10(s,2H) ,4.50(s,2H),
3.70 (m,2H) ,3.54(dd,J=3.9,5.3Hz,2H) ,1.98 (s, 3H) ,1.55(s,9H) ;'°C NMR (CDC1,,
T5MHz) :5162.1,153.4,137.4,134.3,127.1,126.8,126.2,119.3,71.8,70.5,69.8,63.9,
60.8,27.0,7.7;HRMS-TOF (m/z) : [M+H] "HRMS : C,H, N, 0, FI 1T 548 : 347 . 1965, S8 18 .
347.1960.

(19791 o5y - il £ 4- AR 2 ((4- (((1- GBUT 2K) -5- FIJE-6- IS EE - 1,6- 5k
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e -4-40) -5 50 HIIE) R L) 4530 LS

[1980] N 0,\@\/
O"ors

(19811 A4k AL F7D, B S04 1BI 724 (46 . 8mg, 0. 135mmo 1) X FH R fif I

(30.9mg,0.162mmol) 4- — FFLE{ELMEIE (5. 4mg, 0. 54mmol) A1 SN 3L L %4 (0. 026mL,

0.189mmo1) 7% . 45 B2 i H42 . 6mg ;63.0% o 'H (CDC1,,300MHz) :87.80(d,2H, J=8.33Hz) ,

7.69(s,1H) ,7.33(m,6H) ,5.18(s,2H) ,4.50 (s, 2H) ,4.21 (m,2H) ,3.69 (m,2H) ,2.43(s,3H) ,

2.05(s,3H) ,1.63 (s,9H) ;'°C NMR (75MHz,CDC1,) §163.1,154.3,144.7,138.0,135.3,

133.0,129.7,128.0,127.9,127.2,125.5,121.2,72.8,70.8,69.1,67.7,64.9,28.0,21.6,

8.7,

[1982] 5245143

[1983]  #ll#¢2- GRUT D) -4-5(-5- ((4- (-5 T - 1-H-1-F0) JRFHED) 500 kg - 3 (2H) - i

[1984]  AFRAT-HllEs (4- (4- (CGRUT 2 = FERMEREED) 530 T -1-Je-1-38) 2R g

HO
[1985]
.
o OTBDMS

[1986]  {EIALRIME [, AHLR T | 2SR RELT (0.848g,5.63mmol) FITBKME (0. 3864,
5.67mmol) AbFH4- (4-FFL T - 1-Fe-1-25) SEHIER IS (0.771g,3. 77mmol) ' 1 — A JE F L iz
(37.0mL) HHFITRIR - 27N I, FHZK (150mL) MR AT TR 54, 0 B/K 2 il - CFR i (3
X 200mL) <IN o BB T HR 2 S I A NUE , o 38 Hkds , /3205 e k) (1.509) -
(19871 0kH F Ik e SRk v iR T DU 2Lk iR (47 . omL) H, Bl 5 18 A0 5110 °C B A A 1 5R
(4.71mL,4.71mmol , IMPUZLRR IR VA7RD AL FEL o B Je R PIT A5 TA R 2 18l AA B PRSI, H.2/ )N
J&, 7K (20mL) #kE . 43 BEUKIE, i G BR £ (3 X 50mL) A<HYH AR S /KAt
BAEHNAYUE , SRR T4, 338 B2 uwkdi (1.22¢ M= R>98%) . 'H(CDCL,,
300MHz) :87.29(d,J=8.28Hz,2H) ,7.18(d,J=8.47Hz,2H) ,4.58(s,2H) ,3.72(t,J=
7.05Hz,2H) ,2.53 (t,J=7.03Hz,2H) ,0.82 (s,6H) ;0.01 (s, 9H) ; HRMS-TOF (m/z) : [M+H]"
HRMS : C,.H,,0,S1 1135048 : 291 . 1775, 556 {A : 291. 1763,

[1988] By -Hill#r2- GRUT 3L -5- ((4- (4- (GRUT FE T HIEAELED S50 T-1-4-1-39)
IR S 3L -4 - EURAMR TR - 3 (2H) -

(o]
XNﬁm
'
[1989] Ny o/\©\/\
™
e OTBDMS

(19901 AR 5B, i H2- GUT 3&) -4,5- —5(mA-3 (2H) -fi{ (0.318g,1.45mmol) .
SEBI43ARI ¥ (0.500g, 1. 73mmol) FRRIRHA (0.750g, 2. 31mmol) T HHIEL A% (14 . 5mL)
HI7E60°C I il & o 3 B 74 10 2428535 1% o 'H NMR (CDC1,, 300MHz) :87.58 (s, 1H) ,7.33
(d,J=8.3Hz,2H) ,7.22(d,J=8.4Hz,2H) ,5.19(s,2H) ,3.72(t,J=7.0Hz,2H) ,2.53 (t,]=
6.9Hz, 2H) ,1.44 (s,9H) ,0.82(s,9H) ,0.20 (s,6H) ;'°C NMR (CDC1,, 75MHz , #$57) :5159.0,
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153.5,134.2,132.1,127.1,126.8,125.1,124.4,118.4,88.3,80.9,71.5,66.4,61.8,
27.8,25.8,23.8,-5.2;HRMS-TOF (/z) : [M+H] "HRMS : C, H,, °CIN,0,S1 (1) 157 £ : 475. 2178,
SR : 475. 2162,

(19911 CHEAY - £52- GBUT2E) -4-50-5- ((4- 4-RAL T - 1- - 1-55) SRIED) S 5E) ki
Fili -3 (2H) -

o}
XA o
1992 . I OI\O\/\O
Y
- H

[1993]  (EPRBRRAE T, FISALIT T A (1.02mL, 1. 02mmoll , IMPY 20T A7) AbFTVA i
TP (10. 0mL) H 1 54514 3BIK 4 (0. 2428, 0. 510) [RITATRL. 2NN , FUAs 4T 1
A Hal i B (i (0-60 9% CER ORI CACIAIR) ELERAME AR, 138 RIS
P21 (0.120g, 723265.2%) « H NMR (CDC1,, 300MHz) : 87.68 (s, 1H) ,7.45(d, J=8.3Hz,2H) ,
7.34(d,J=8.4Hz,2H) ,5.29 (s,2H) ,3.82 (m,4H) ,1.63 (s, 9H) ;'°C NMR (CDC1,,75MHz) : &
158.9,153.5,134.5,132.2,126.9,125.0,123.9,118.4,87.4,81.8,71.4,66.4,61.1,
27.8,23.8;HRMS-TOF (n/z) : [M+H] "HRMS : C,H, **CIN, 0, (1 +F 55 {8 : 361 . 1313, SLUG1{H .
361.1309.

(19941 DERAY-il 5 2- GBUT ) -4-%(-5- ((4- (4-5T - 1-Fe-1-50) FRIE) A mki -3
(2H) - i

0

X ﬁm

[1995] 9 0
“CJ\A
E

(19961 FHBEENGHA (0. 152mmol ,33. Tmg, 50 9% FHZRIATR) AFE 554 3C I 4 (0. 0508,
0.138mmo1) J- 5 ¢ (0. 10mL) HH L2 1 (0°C) Ik, BEJRZERF 1. 5/ o 7K (1) AR
AR A1, 20 B /K2 B F TP be (3 X 2mL) EEN . A HIR AN TR A A A PUE , i
B8 23 Ui o B e 1o ) 25 TR i 13 - 20 e/ LR CRR 42 — S RE S LT
R (1. 5mg, 723:23.0%) « 'H NMR (CDC1,, 300MHz) :87.61 (s, 1H) ,7.38(d,J=
8.3Hz,2H) ,7.27(d,J=8.4Hz,2H) ,5.22(s,2H) ,4.59 (t,]=6.6Hz, 1H) ,4.44 (t,]=6.6lz,
1H) ,2.78 (dt,J=19.6,6.6Hz,2H) ,1.56 (s,9H) ;'°C NMR (CDC1,,75MHz) :8157.9,152.5,
133.6,131.2,125.8,124.0,122.8,117.4,84.4(d, J,= 15Hz) ,80.3(d, J,= 165Hz) ,80.6,
70.4,65.4,26.8,20.6 (d, ] ,=22.5Hz) ;HRMS-TOF (m/z) : [M+H] "HRMS : C, H,, *C1FN,0, /) 155
{H:363.1270, 5C56:{E : 363 . 1270,

(19971  52{5144

(19981 il #&rd- FHEEARTRA - (4- (((1- (BUT2E) -5-%(-6- M HE-1,6- —Z(mhig-4-55) -
AL FID) RED) -3--1-7iF

Zz-=Z
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o}
Mo

[1999] AN OI\Q\AO
Y
R Ts

[2000] AR 4fsam FH 75 3D, i S B4 3CH =¥ (77 . 4mg, 0. 215mmo 1) X FH 2R fif i 5
(49. 2mg,0.258mmo1) 4- — RS ILMERE (1. 1mg, 0.0086mmol) F1— % (0.042mL,
0.30mmol) #ll55 . 43 B ™=t Jy42. 2mg;338. 1% » 'H (CDC1,,, 300MHz) :87.75 (d,J=8.3Hz, 2H) ,
7.61(s,1H) ,7.36-7.21 (m,6H) ,5.22(s,2H) ,4.12(t,J=6.9Hz,2H) ,2.72 (t,]=6.9Hz,
2H) ,2.35 (s, 3H) ,1.56 (s,9H) ;'°C (CDC1,,75MHz) :5158.9,153.5,144.9,134.7,132.9,
132.1,129.8,127.9,126.8,125.0,123.5,118.4,84.8,82.0,71.4,67.6,66.4,27.8,21.6,
20.4;HRMS-TOF (m/z) : [M+H] "HRMS : C, H,, CIN,0,SHIHF5A : 515 1402, S {E : 515. 1409,
[2001] 525145

[2002]  ffile54- (((1- BT 2E) -5- 5 -6-MI%EIE -1, 6- —ZUANR-4-3L) 550 FH3E) R R
2- LB

X'.*O| .

[2003] Na"No
/\Q\WO\/\F

(o]
[2004] 25 EE (2mL) FILEL T 40 (0.0300g,0. 267mmol) [ FE I MIFAEI60°C , 451520
3B B E A4 (CQL- GRUT 2%) -5- 506 - 52 -1, 6 i -4- ) S 58) FH3E) ZRHIR
i (93.5mg, 0. 267mmo1) " J-PU%ULKA (0. 70mL) HA AT AL St AR AT B, Bt v
AVBIP N HTK (BmD) e 5 BKIE , T CRR C T (3% 20mL) A<HH AN S LK
WP G T A PUR , 2RI T, 3 8 LI ik el i il 1% (0-80% &
Pk 11 OB 00 S AR I, 73 8] 2 1 B AR IO AT 5724 (11 Tmg, P28 11.4%) o 'H
(CDC1,, 300MHz) :88.17-8.08 (m,2H) ,7.70 (s, 11) ,7.51 (d, J=8.0Hz,2H) ,5.38 (s, 2H) ,
4.81 (m, 1H) ,4.61-4.67 (m,2H) ,4.53 (m, 1H) ,1.63 (s, 9H) ;°C NMR (CDC1,, 75MHz) :3164.7,
157.9,152.3,139.1,129.4,129.0,125.7,123.8,117.5,80.2(d, J ;= 165Hz) ,70.1,65.4
(d,J=22.5MHz) ,62.8,20.0,
[2005]  5{5146
[2006] il f54- (((1- GBUT2E) -5-5-6-MI%EEE - 1, 6- —%klR -4~ 5) %) F3E) ZR AR
2- (PIRBABL IS R
[2007]  ARPSAY -85 4- (((1- GBUTHE) -5-%(-6- 5L -1, 6- — Z(kiE - 4-J) 5 56) H
KHIR2-2 LR

o]

M I
Lo
[2008] Nx"No
‘\/\OH
(o]

[2009] K¢ £, i (15mL) AT | 8 (0. 224g, 2. 00mmol) [ & F IR IIAAEI60°C , 4EFF2047

Bl

)
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i RS H4- (((- GRUT3) -5-50-6- M- 1, 6- 5k -4- 50) S50 FHED) SR R HH i
(0.773g,2.20mmo1) F-PUZIKIR (5. 0mL) FHAGIRTRALHE . 1. 5/ NN, REFTAHR Er is 2N 2 BR
B B H K (50m1) Ak 43 B/K= , B HI IR (3 X 100mL) A= 5, H RIS LB KT
Pek 2 G IANUR , RmR TR, 1 08 ELVR 4 o B il i eI 31 (40-60 % LRI
CRTIR TR Sl ML, 15 2 5 1 (S AR IO T 75 74 (47 Tmg, 72385 3%) . 'H(CDC1,,
300MHz) :58.11(d,J=8.4Hz,2) ,7.71 (s, 1H) ,7.49(d,J=8.5Hz,2H) ,5.37 (s, 2H) ,4.59-
4.34(m,2H) ,4.04-3.86 (m,2H) ,1.63 (s, 9H) ;HRMS-TOF (m/z) : [M+H] HRMS : C, H,,*CIN,0,[fJ
I 381, 1212, S2061H : 384 1206,

[2010] BRI -l 4 - (((1- GRUT2E) -5-50-6- M52 -1, 6- Al -4 - 30) S12k) T2
HHIR2- (WORRAG A SD) CTE

o]
XNﬁm

Vo
[2011] Na"No
On"ors

o]
[2012]  ARJEE 57D, 3246 A1 729 (47 . 1mg, 0. 124mmo 1)  F FH 2 il e &
(28.3mg,0.148mmo1) +4- —HIELE{FLMENE (0.60mg,0.0049mmo1) F1= %4 (0.024mL,
1. 4mmol) %% . 7 B9/t Hy33. 6mg550.6% o H(CDC1,, 300MHz) :88.07-7.96 (m,2H) ,7.78 (s,
1H) ,7.71 (m,2H) ,7.49(d,J=8.3Hz,2H) ,7.29(d,J=8.0Hz,2H) ,5.37 (s,2H) ,4.54-4.46
(m,2H) ,4.41-4.32 (m,2H) ,2.40 (s,3H) ,1.64 (s,9H) ;'°C NMR (CDC1,,75MHz) :5165.4,
158.9,153.4,145.0,140.2,132.8,130.4,129.9,129.7,127.9,127.5,126.7,118.5,71.0,
67.5,66.6,62.2,27.8,21.6;HRMS-TOF (m/z) : [M+H] HRMS : C,.H,.* C1N,0, S 542 «
535.1300, 5756{H : 535. 1290,
[2013]  sf547
[2014]  fillf2- (BT D) -4-50-5- ((47- G-FRAERD) - [1,17-FK K] -4-50) FED) ik
W -3 (2H) -l
[2015]  AEBsY-fHill454” - (B- RN AL - [1,17 -k K] -4-

0% @
[2016]
T

[2017] R0 7EF i 47 -3 - [1, 17 - K] -4- HHE (0.500g, 2. 52mmo 1) A FHER
ffIR 3 - SN TR (0.557g, 2. 40mmol) FIRKERES (1.25¢,3 . 84mmol) J- — HIEE I/ (25. 2mL) Hy
FERAGEHR T ) 2 o il R 3 (0-60 % CIR CFRIN AR IR dt— LAl , 15 21
S AR IATTE 21 (0. 380g, 23%61.3%) o 'H NMR (CDC1,,, 300MHz) :810.03 (s, 1H) ,
7.97-7.87 (m,2H) ,7.75-7.68 (m,2H) ,7.63-7.53 (m,2H) ,7.06-6.96 (m,2H) ,4.75 (t,]=
5.7Hz,1H) ,4.59 (t,J=5.7Hz, 1) ,4.16 (t,J=6.1Hz,2H) ,2.21 (m,2H) ; °C NMR (CDCL,,
75MHz,CDC1,) 8191.8,159.3,146.7,134.7,132.2,130.2,128.5,127.0,115.0,80.6(d, J;
=165Hz) ,63.7(d,J,=7.5Hz) ,30.4(d, J,=22.5Hz) ;HRMS-TOF (m/z) : [M+H] HRMS:
C, o1, FO, I : 259. 1129, 94641 : 259. 1131,

[2018]  BAERSy-fil&e4’ - (- I ASD - [1,17 -] -4-3) HifE
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HO'
»
[2019]
o

[2020] A LRSI (0.40mL, 0. 40mmol , IMPY 2 e P 75 7)) Ak BH A R T PU 2 Wk IR
(7.3mL) FRR S BI4TAR 4 (0.190g,0. 730mmol ) (12514 A1 (0°C) FAIRL , Wi 1 VB R J3S AL
JEE o 2/NRE I, 7K CLomL) AR A &0, 3 SR Bl FH R G (3 50mL) A5 2247
RN IR A5 14T WUZ e 45 i 11 44 (0. 170g, 72 3889.5%) o 'H NMR (CDC1,,
300MHz) :37.60-7.47 (m,4H) ,7.42(d,J=8.4Hz ,2H) ,7.03-6.88 (m, 2H) ,4.83-4.63 (m, 3H) ,
4.59(t,J=5.THz,1H) ,4.15(t,J=6.1Hz,2H) ,2.20 (m,2H) ;'°C NMR (75MHz,CDC1,) 5158.3,
140.2,139.2,133.5,128.1,127.4,126.8,114.8,80.7(d, J ,=165Hz) ,65.1,63.7(d,J .=
7.5Hz) ,30.4(d, J;=22.5Hz) ;HRMS-TOF (m/z) : [M+Na] "HRMS : C, H ., FO, (A 151k : 261 . 1285,
SR - 261. 1282,

[2021]  CEBAy-fil#42- GRUT 3D -4-%0-5- (47 - G-FEED) - [1,17 - 2K -4-50) HI%
L) 1k - 3 (2H) - i

(o]
XA e
Lo

[2022] Ns"No [G
Ca .

[2023]  Fiddfad RS 7B, i 2- GRUT 25 -4, 5- Gk -3 (2H) -fii (0.120g,0.540mmol) «
SAFIATBI ) (0. 1708, 0. 650mmo 1) FNFRFR A (0. 265¢, 0. 816mmo1) - — HIHE FI
(6.5mL) HI7E65°C Nl & o 3 B 12, Tmg;5.3% o 'H NMR(CDC1,,, 300MHz) :87.53 (s, 1H) ,
7.49-7.38 (m,6H) ,6.94-6.85 (m,2H) ,5.53 (s, 2H) ,4.67 (t,]J=5.7Hz,1H) ,4.51 (t,]=
5.7Hz, 1H) ,4.07 (t,J=6.1Hz,2H) ,2.12 (m,2H) ,1.57 (s,9H) ;°C NMR (CDC1,, 75MHz) : &
160.7,158.4,150.5,140.8,134.9,133.3,129.0,128.1,126.6,124.5,114.8,80.7(d, J .=
165Hz) ,73.4,65.7,63.6(d, J,=22.5Hz) ,30.5(d, J,=7.5Hz) ,27.8;HRMS-TOF (m/z) : [M+
Na] HRMS : C,,H,, °C1FN 0,/ HH- 5 : 445 . 1689, 5461 : 445 1684,

[2024]  =245)48

[2025] &5 2- GBUTHE) -4-50-5- ((4- (2GRN - 5- L) - DRI S 5) mkP -3 (21) fifd
[2026] Aoy - il 452~ (BT 20) -4-54-5- ((4- (4,4,5,5-PHFI3E-1,3, 2- SRR -2-
H) FRPIL) 55D ki -3 (2H) -

o
X,:.i\l,cl\ol
Na
[2027] ,\Q‘E\:’;K
(o]

[2028]  FEDRESIEE N AH4R ] (4- (4,4,5,5-PUH3E-1,3,2- A4l RIA-2-38) 2R3%) H
i (0.745¢,3.18mmol) « = KFLE (1.04¢,3.97mmol) AMEE L — S5 AE (0. 782mL,

3.97mmol) AbFR2- GEUT 3L -4-5(-5- % FLmkrE -3 (2H) - (0.537g,2.65mmo1) T~ DU IE
(22. 1mL) W VAR - 453 85 , FHZK (20mL) MBS &4, 0 B /K)= B FHCER Ol (3
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X 50mL) AN o AR T ML S I IANUE , ol 38 H s e s A T2 77 T Lk, 3
PES/INI, Pl i o e e Lk el e e i A 4 - 10U/ SRR CRR 2l 1381 22 1 fa Eil A
IR 22 (0. 347g, 722%31.3%) o« 'H NMR (300MHz , DMSO-d6) :88.22 (s, 1H) ,7.73(d,J=
8.0Hz,2H) ,7.47(d,J=8.0Hz,2H) ,5.49(s,2H) ,1.57(s,9H) ,1.30 (s, 12H) ;"°C NMR (75MHz,
DMSO-d6 , {34%) :8157.7,153.5,138.6,134.7,126.9,125.1,115.6,83.7,71.1,65.3,27..4,
24.6;HRMS-TOF (m/z) : [M+Na] HRMS: C,,H, B CIN,0, /) 11 5A : 419. 1907 , 52614 : 419. 1903,
[2029] B oy -ilee2- GRUT L) -4-%(-5- ((4- (2- G(MEng - 5- 50) JRH3E) 55 50 Mikrz - 3
(2H) -

o}
M o
v

[2030] M
[

N 'Cl

[2031]  YEERBRIRJE R K2-50-5-JRIELE (41.3mg,0.215mmol) FIPY (=ZE L) 5E (0)
(7.0mg,2.5mol %) IXfRT-1,2- —FAE.L 5% (1. 0mL) Fi, HERF1543 B, [ 5 A4k T S2{5148A 1T
P (0.090g,0.215mmol) F-1,2- —HISA K¢ (1. 2mL) FR P IATR IR R /K 147K (0. 43mL,
0.43mmol) ZLFR K TSR S MR A FI80°C , AEHE 1 . 5/NINF, B i 74 20 B BRI, B H 7K
(2mL) FRE . 43 BKE B TR e (3 X 10mL) 25 HY, H AR TIRASHIEVE,
b 38 e v 8 a5 (59.. Omg , 2367, 7%) o 'H NMR (DMSO-d,,, 300MHz) :89.26 (s, 2H)
8.40 (s,1H) ,8.01(d,J=8.3Hz,2H) ,7.75(d,J=8.3Hz,2H) ,5.65 (s,2H) ,1.69(s,9H) ; '*C
NMR (75MHz ,DMSO-d,) :8159.0,158.0,157.7,153.7,136.5,132.6,131.7,128.5,127.3,
126.1,115.7,70.9,65.4,27.5.

[2032]  CH#Jy-Hillee2- (BUT 8L -4-5-5- ((4- (2- §mBng - 5- 5k) JKHEL) S 5L) A -3
(2H) -1

X A
Cl
N

[2033] N0
(L

N
[2034] P58 /L5 (1.43mg,0.024mmol) FKryptofix' " (18mg,0.48mmol) AbFE S A|48BIK] =
P (97.0mg,0.024mmo1) T AR (0. 25mL) HA AL, B i IIEREI80°C H 4EHF 1043 5 o ¥
AR S v N B0 IR BE , e FH ImL — U e AR Ll oo o1 28 2R3 = e il i 14 - 12
bt/ LR TR — A B Al , 158 5 A i ORI 778 (1. 3mg, 7 %13.9%) o 'H
NMR (DMSO-d,, 600MHz) :89.22(d,J=1.6Hz,2H) ,8.35 (s, 1H) ,7.96-7.90 (m,2H) ,7.69(d,J
—8.3Mz,2H) ,5.81 (s,2H) ,1.64 (s,9H) ;'°C NMR (DMSO-d,;, 150MHz, #34)) :8159.3 (d, J .=
15Hz) ,136.2,129.5,128.5,127.2,126.1,71.0,65.4,27.4;''F NMR (DMSO-d,,, 262MHz) : &-
49.19 (br s,1H) .
[2035] 5245149
[2036] €52~ (BT HL) -4-%(-5- ((4- (4- GREL) ZKIL) T -3-He-1-50) 1AL Ak -3
(2H) - il

F
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[2037]  AFBA -l £52- (BUT 3E) -4-50-5- ((4- (4-FFEL) I T -3-%h-1-30) A5 mh
W% -3 (2H) -l

[2038] X@&C"\/@/\OH
Na o //

[2039]  2- GRUT b)) -4-5(-5- B LA -3 (2H) - (62.0mg, 0.368mmol) = ik
(0.145g,0.552mmol) 14~ (4-¥23E T -1-He-1-30) FEHFR S (74. 4mg, 0. 442mmo1) 'FEATC
JKPUZRNE (3. 7mL) H, Bifife 4 121 0°C H AL HER — 5 (0.109mL, 0. 552mmo 1) AbFH
B R A YIRS AR B, HLL.5/NN R /K (1omL) Fike. 23 B /K 2, Bt e T g
CBE (3X20mL) A< HY, H MmN T2 & I IANUE WL I H s ik 4 i ki fa i (0-
80 % LR ORI C LA Ak IoT, A3 2 Firds =9 (40mg)

[2040] FHAALEEERE W (0.05mL,0.05mmol, IMPY & e i 15 i) AP (40 . 0mg ,
0.103mmo1) J-PUEUHEIE (1.0mL) FIZEYE A1 (0°C) P, W fe T AR BRI B o 2/ N I,
7K 2mL) RT3 BUKIE  BEfE - R i (3 X 5mL) 5B A Hif e TR & 59
FIAENUE, o8 HFE S e - M m 1l RE R 3% (0-20 % R CTRIIC A aifk i,
TSI =1 (31.5mg, 2323, 7%) » 'H NMR (CDC1,, 300MHz) :87.72 (s, 1H) ,7.33-7.28 (m,
2H) ,7.24-7.18(m,2H) ,4.61 (s,2H) ,4.35(t,]=6.8Hz,2H) ,2.89 (t,]=6.88Hz,2H) ;1.57
(s,9H) ;'°C NMR (CDC1,, 75MHz) :8159.0,153.6,141.0,131.7,126.7,125.1,122.0,118.3,
84.2,82.8,68.4,66.4,64.8,27.8,20.8;HRMS-TOF (m/z) : [M+H] "HRMS : C, H,, CIN, 0,1 1155
{H:361. 1313, 5451H : 361. 1315,

[2041]  BERy -fhill£52- (BUT 3E) -4-50-5- ((4- (4- GRHED) Z5E0) T -3-H-1-30) 550 mk
- 3 (2H) - i

(o]
E
N 0 =

(20431 FHIBESAINGA (21 3mg, 0. 096mmo L, 50 % FHZRIA VD) ALHR S AIA9A[K) ) (31 8mg,
0.088mmol) J- S AT (1. 0mL) HFKZE4 41 (0°C) 1A, HLAERFL. 57NN HIK (lmL) ABERTT
FIRAEY, 5 B/K)E, BEE S0P (3 X 2nL) 2 IR T S ANUE, 8
LB IR G o i 0 1 1 2 R 2 i 4 - 1 e/ QR GRS RS R T, 13
BIFFF5721 (1. 5mg, 7#3236.0%) « 'H NMR (CDCL,, 300MHz) :87.71 (s, 1H) ,7.37-7.29 (m,
2H) ,7.26-7.19 (m,2H) ,5.37 (s, 1H) ,5.21 (s, 1) ,4.35(t,J=6.8Hz,2H) ,2.90 (t,] =
6.8Hz,2H) ,1.57 (s,9H) ;'°C NMR (CDC1,, 75MHz) :8159.0,153.6,136.2(d, J,=22.5Hz)
131.8,127.2(d,J,=7.5Hz) ,125.1,123.3,118.3,84.0(d, J , = 165Hz) ,84.8,82.5,68.3,
66.4,27.8,20.8;HRMS-TOF (m/z) : [M+H] HRMS : C, H,, CIEN,0, /1)1 : 363. 1270, SR -
363.1268.

[2044] 524550

[2045]  fj52- (BUT 30 -4-50-5- ((2,3,5- " %(-4- (3-H AL T8 L) 4 5E) ks -3
(2H) - i

[2046]  AFSAY -l €5 (2,3,5- 4 -4- (3-HUA AL KAL) FHE
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|
HO'

[2047] ol 07N
Cl

[2048] AR 5 74F, 82,3, 5- Z5%(-4- = AR HER RS (1.00g,4.52mmol) X A
TR 3 - S (1.26g,5.42mmol) FIERER G (2. 35g,7.23mmo1) - — FASL W% (45. 0mL) Hr
1E65°C Ml £« 4 2= HE 0. 6502350, 4% .

[2049]  fEEREEd N, AN (5. Tmg, 0. 156mmol) — /R PEAC R IR T £ (2. 0mL) Fp
[FIAHRE (63.0mg, 0. 200mmol) FAI » B AT AR S P2 % Bl im 17K (20mL) Aok HF 23 34 DA
¥k BT - TR R (3 X 100mL) AT /KIS i AR T2 5 A=, g
H R s Wk 4 o B o ik i €l 8 FH 4 1O b/ TR O R 2 A AL W o, 153 B T i =
(52.Tmg, 7*#91.6%) . 'H NMR (CDC1,,300MHz) :87.42 (s, 1H) ,4.75(t,J=5.8Hz, 1) ,4.66
(s,2H) ,4.59 (t,J=5.8Hz,1H) ,4.07 (t,]=6.0Hz,2H) ,2.16 (m,2H) ;'°C NMR (CDC1,,
150MHz) :8151.3,136.3,129.8,129.0,127.7,127.0,80.6 (d, J ,=165Hz) ,69.3 (d,J .=
7.5Hz) ,62.3,31.1(d,J,;=22.5Hz) .

[2050]  BEpsy-filee2- T 2L -4-50-5- ((2,3,5- " 50-4- G- F AL K D) A mk
I -3 (2H) -Fifil

(o}
Y S
[2051] Ny Bl

0NN
cl

[2052]  ARJEE 5B 2 BT HD) -4,5- Sk -3 (2H) -fii (39.2mg, 0. 178mmol) .
SAFIS0AM ) (61. 2mg, 0. 213mmo1) FNRKFR A (92.5mg, 0. 284mmo1) T HIIL FH T i
(1.7mL) H{E65°C &« 43 B 23 . 0mg 5 27.4% o 'H NMR (CDC1,, 300MHz) :57.89-7.68
(br s,1H) ,7.67-7.41 (br s,1H) ,5.32(s,2H) ,4.93-4.74 (m, 1H) ,4.75-4.54 (m, 11) ,4.19
(m,2H) ,2.41-2.11 (m,2H) ,1.56 (s,9H) ;'°C NMR (CDC1,, 75MHz) §158.8,153.1,152.5,
130.7,130.0,129.6,128.2,127.4,124.7,118.7,80.4(d, J,=165Hz) ,69.4 (d,J =
7.5Hz) ,68.6,66.6,31.1(d,J,=22.5Hz) ,27.8;HRMS : C JH,, C1,FN,0, (A 41K : 471. 0207,
SR :471.0206.

[2053] 524551

[2054] 552~ (BUT 35) -4-50-5- (4- (- HAIL) FHED) FIE) mkE -3 (2H) -

(20551 AfSY -l #55- ((4- (1,3~ AR BRKE - 2- 38) DKL) -2- (UL 5E) -4 - Glmkig -3
(2H) - i

1
[2056] Na

[2057]  FHIRAK (4- (1,3- 4842300 -2-3) ZR30) S04 (27.3mL, 13 . 6mmol , 0. SMPUA]
R A R) AL FR2- (BT HE) -4, 5- —S(HAME -3 (2H) - (3.00g, 13.6mmol) ik (6.5mL) H1
M2 H1 (0°C) 157, HAEFF302y %1, 7K (20mL) Bl &, D E/KE MG TR 2
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Fi (3 50mL) A I R BB TR B I FI AL , b I8 H 0ol - B R il R4l (0-
30% IR L BRI B iA 8D RAL I T, 15 B 52 A R AR BT =4 (2.87g, 7
63.0%) - 'H NMR (CDC1,,300MHz) 87.81 (s, 1H) ,7.59(d,J=8.1Hz,2H) ,7.48(d,J=8.4Hz,
2H) ,5.91(s, 1) ,4.25-3.94 (m,4H) ,1.68 (s, 9H) .

[2058]  BifSsy -l 52 (BT 38) -4-50-5- ((4- Q- HE LS AL) HIED) K3 miAl - 3 (2H) - i

X, J
|
N Cl

[2059] N

O oH

[2060]  YEIALRIEE T, BRI NS5 LAR =4 (0. 342g, 1.02mmo1) F-PU %L (2. OmL)
HRIR YA TR ) S (0.238g, 1. 02mmo 1) AU AX8 (77 3mg , 2. 04mmo) J-PU SR (3. 1mL)
HR B PRI - 3/NI T, VK (LomL) M RERT TR G, 43 B /K= e T R TR (3 X
20mL) Z B SRR TR A G H W AVLUE , 1 58 FHLIk 46 sl IR P (0. 322, 772
93.7%) «'H NMR (CDC1,,300MHz) :87.72(s,1H) ,7.36 (br s,4H) ,4.54(s,2H) ,3.70 (m,2H)
3.56 (m,2H) ,1.59 (s, 9H) ;'°C NMR (CDC1,,75MHz) :159.6,153.2,139.0,135.1,134.9,
131.0,129.8,127.2,72.9,71.4,66.0,61.9,27.8;HRMS-TOF (m/z) : [M+H] "HRMS :
C,,H,, PCIFN,0, (1) 35 : 337 . 1313, 524611 : 337 1311,

17721

[2061]  CESH> -l £52- BT H5) -4-50-5- (4- ((2-F L 5EL) FIER) ZRIL) mhrs - 3 (2H) - il
0
XN c
[2062] N
OV\F

[2063]  FHR SIS (72 3mg, 0. 326mmo] ; 50 % FHIRTATR) ALFE 515 1B ™4 (0. 100g,
0.297mmo1) F 5L HIE (3. 0mL) FRFIZE¥E 11 (0°C) I3, HAERF2/ NI o FHZK (10mL) FRR S
TR, A EKE, B S (3 X 10mL) 258 AR T4 S AR, i
2SR o T T T 2% TR 3 e Bl 114 1 22/ R s & — A B A T, 13- 2
AR T (19, Tng , 7238196 %) « ' NMR (CDC1,, 300MHz) :87.72 (s, 1H)
7.36(s,4H) ,4.60 (m, 1H) ,4.57(s,2H) ,4.46-4.39 (m, 1H) ,3.75-3.68 (m, 1H) ,3.65-3.58 (m,
1H) ,1.58 (s,9H) ;'°C NMR (CDC1,,75MHz) :8159.6,153.1,138.8,135.1,134.9,131.0,
129.8,127.2,83.0(d, J,=165Hz) ,72.9,69.2(d, J ,=22.5Hz) ,66.0,27.8;HRMS-TOF (m/
z) : [MHH] HRMS : C . H, °C1FN, 0,/ 15 : 339. 1270, 52861 : 339 . 1268,

[2064] 524552

[2065]  fill£52- GRUT 30) -4-%0-5- (4- (3-FIN L) ZRFAEL) MARZE -3 (2H) -

[2066]  AFS53 - il 843~ (4- ((1- GRUT2E) -5-G(-6- %A 3L - 1,6- —ZmkMz-4-50) 550 oK
50 IR HRE

(o] (o]
N o

[2068]  FRJE1E FH 5 7EB, i FH2- GRUT 55 -4,5- —SUhAM -3 (2H) -l (0.750g,3.39mmol) -
3- (4-FREL) R HE (0.734g,4.07mmol) FIARIR4M (1.76g,5.43mmol) 1 — FHEL FH %
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(34.0mL) H{E i I B - 23 2572 0. 9608377 .6% o 'H NMR (CDC1,, 300MHz) :87.40
(s,1H) ,7.25(d,J=7.8Hz,2H) ,7.05-6.99 (m,2H) ,3.68 (s, 3H) ,2.97 (m,2H) ,2.64 (m, 2H) ,
1.64 (s,9H) ;'°C NMR (CDC1,, 75MHz) 8172.9,158.9,152.9,152.2,138.2,130.1,127.0,
120.2,119.8,66.4,51.6,35.5,30.1,27.8;HRMS: C JH, °CIN,0, ) 11518 : 365 . 1263, S04
{#:365.1259.

[2069] BB - il €52~ (RUT 30 -4-5-5- (4- (3-FRNFL) ZKAESD) IiAPE - 3 (2H) -l

0
X ch.
[2070] N OH

[2071] ALK HEES (0.65mL,0.65mmol , IMPUZUMKIH/AR) ALEE 54515 241 4 (0. 473g,
1.30mmo1) J-PU kM (13mL) H 24 K1 (0°C) PR, BBl AR BRI o /NI I, UK
(10mL) FREFIR 54, 53 B/KIE , R FH TR T (3 X 50mL) A FHTRAN S BRI
Ve A& ST NS SRR T4, 1 38 FLUR 4 0 o (a5 ¢k (0.384¢,87.7%) . 'H
(CDC1,,600MHz) :57.40 (s, 1H) ,7.25 (d,J=7.7Hz,2H) ,7.05-6.98 (m,2H) ,3.75-3.65 (m,
2H) ,2.79-2.68 (m,2H) ,1.97-1.82 (m,2H) ,1.65 (s,9H) ;'°C NMR (CDC1,, 150MHz) 5158.9,
153.0,151.9,139.6,130.1,127.0,120.0,119.7,66.4,61.9,34.1,31.3,27.8; HRMS-TOF
(m/z) : [MHH] HRMS : C 1, *CIN, 0,/ HH 548 : 337. 1313, 528 {1 - 337. 1319,

[2072]  CRfSsy -85 2- (BT 3E) -4-5-5- (4- (3-FHNED) KAL) AT - 3 (2H) - i

0
[2073] XE&U\AF

(20741 JIJBESEL N5 (36 Omg, 0. 164mmo 5 50 % FHZEIATR) AL PESLAFI5 2B 4 (50 Omg,,
0.149mmo1) J- 5 e (0. 1mL) FRIZEIS 1 (0°C) 1L, HLAERFL. 5/ o K (ImL) FARERTT
RS, A BKE, bR T &G (2 X 10mL) 25H0 RN TR LA T NLERSY , 1
I8 H 23 WA o B e 1 AR (1% (0-50 % LR SRR CATIRIR) 2i BT, 153 2 35 (4
TR 21 (5. 6mg, P23 11.1%) » 'H NMR (CDC1,, 600MHz , 2545 /D i JSE AW FD) 8
7.34(s,1H) ,7.18(d,J=8.0Hz,2H) ,6.96 (m,2H) ,4.48 (t,J=5.8Hz,1H) ,4.32 (t,]=
5.8Hz,1H) ,3.47 (t,J=6.3Hz,2H) ,2.02 (m,2H) ,1.58 (s, 9H) ;'°C NMR (CDC1,, 150MHz,
DB 8157.9,151.9,151.1,137.8,129.3(129.2) ,126.0,118.8,81.8(d, J;
=165Hz) ,65.4,42.9,31.1(d, J,=22.5Hz) ,29.7(d,J,=7.5Hz) ,26.84;HRMS-TOF (m/z) :
[MHH] HRMS : C, 1, CIFN, 0, i HHEE : 3391270, 5256 {1 - 339. 1268,
[2075] 5245153
[2076] il #52- (BT ER) -4-5-5- ((2- g -3-55) S50 WATE -3 (2H) -
(20771 ARy~ fiil 2~ GRUT 55 ~4-50-5- ((2- AL -3 -55) () AR -3 (2H) ~1ifd

(o]
[2078] Xﬂb[m/g

° NO,

(20791 R4 5 TEB, A 2 - (BT 3E) -4, 5- —5(AE -3 (2H) - (0.221g, 1.00mmol)
2-fBLIENE -3- 7 (0.140g, 1.00mmol) FIRIRHS (0.170g,0.52mmo1) T FIIL I i
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(2.0mL) FI7E80°C Il &5 o 43 B8t 0. 120g337.0% o 'H NMR (300MHz , DMSO-d) :88.52 (dd,
J=4.5,1.3Hz,1H) ,8.22 (dd,J=8.4,1.3Hz, 1) ,8.00 (s, 11) ,7.92 (dd, J=8.4,4.5llz,
1H) ,1.60 (s,9H) ;'°C NMR (75MHz,DMSO-d,) :5157.62,151.15,144.95,142.38,138.09,
132.05,130.95,128.14,121.01,65.99,27.33 . HRMS : C,,H,,” CIN,0, (M+H) [ 548 -
325.0698; 55 {1 : 325. 0697

[2080] B4y - il #52- (BT £R) -4-50-5- ((2- g -3-55) S50 WATE -3 (2H) -

X
Cl
[2081] Ei Q
(8]
F

[2082] 52 I53A1 74 (35. Tmg, 0. 110mmol) ~G5AL4T (9. 0mg,0. 15mmol) FKryptofix
(60.2mg, 0. 16mmol) F —FIIAN (2. 5mL) HHEARINFAEI125°C HAERF3055 81 Bl 5 v AT
fHE ARSI BT AT (40m) Ak o AL, BES F7K (2 X 50mL) A RIS
PRI ERRR e T 1, i I8 HLC ke B R i R € (10-40% CFR AR
CGCIEIR) SR 0T, 75 80 2O € iR I T a5 74 (25 Omg, 32763 %) o 'H NMR
(300MHz ,DMSO-d,) :88.14 (dt,J=4.8,1.6Hz,1H) ,8.00 (ddd,J=10.2,7.9,1.6Hz, 1H) ,
7.93(s,1H) ,7.45(ddd,J=7.9,4.8,0.9Hz,1H) ,1.60 (s,9H) ;'°C NVR (75MHz,DMSO-d,) : &
157.63,151.52,143.31(d,J,=13.5Hz) ,136.40,136.04,131.60(d,J,=3.0Hz) ,127.70,
123.54(d, J,=4.5Hz) ,120.18,65.94,27.34; "'F NMR (282MHz,DMS0-d6) :3-83.96 (d, J=
10.2Hz) HRMS : C, H ,C1FN,0, (D) [K 151 : 298. 07535 5L {1 : 298. 0753
[2083] 525154
[2084]  fg52- (BUT 55 -4-50-5- ((4- (6- ASEEAHLIE - 3- %) JE L) S D) Mk - 3 (2H) - i

0O
X J e

Na
[2085] 0

=

e

N"NO,

[2086]  {RIALEELEE N, ARSI SLBI48A1M 4 (0.105g,0. 250mmol) 1. 5mL— 5 L Ae
(I T M R R /K 7597 (0. 50mmo ] 50 . 50mL) AMFEG - 5 - 2- A LML E (50 . 7mg, 0. 250mmol) 1
DY (2R 41 (0) (6.7mg;2.3mol %) T HISE KT (1. 5ml) FRTATR - B FIT A TR S P A
FI80°C , HERF2/INKF, il ¥4 H1R] B PRI T H H AR C i (50mL) #k . 7 BEAHUE , 7K 2
X 50mL) AVEAN G BRI TR W e s T, L 8 B I 2s k4 - b o 1l RE e
T (20-50 % LR LRI CREIA TR 2P T, 14921 52 08 ta [BHAR I AT RS 74 (75 . Omg,
FERT2.3%) o 'H NMR (300MHz , DMSO-d,) :89.46 (dd, J=2.7,0.7Hz, 1H) ,8.68 (dd,J=8.8,
2.7Hz,1H) ,8.36-8.23 (m,4H) ,7.71-7.61(m,2H) ,5.57 (s, 2H) ,1.58 (s, 9H) ;'°C NMR (75MHz,
DMSO-d,) :8160.45,157.79,153.78,144.87,143.15,138.17,136.64,132.71,128.22,
127.89,126.17,120.68,115.73,70.90,65.43, 27 .46 . HRVS : C,, 1, CIN,0, (M) [ 15308 -
415.1168; 57551H : 415.1168.

[2087] 524455

[2088]  ffil£52- GRUT 3E) -4-5(-5- ((4- (6-FUILNE - 3-F8) KL 550 kg - 3 (2H) -l
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X X
Cl
N

[2089] Ne"No
=
L

N F
[2090]  FEPRLERLEE I, AHAR ] S BI48AM) 4 (85. Omg , 0. 200mmo1) J-1. OmL - H A Lk rh
IR AR PR B 7K YA (0. 50mmol 50 . 50mL) AbHES -5 -2 - ML IE (37 Omg, 0. 210mmol) F1PY
(ZORALJE) £ (0) (9.0mg;3.9mol %) T —HISLEE (1. 0mL) HHIA TR KT IR S  hiE 2)
80°C , AEFF2/ NN, il v A0 [0 B PRSI B HH CFR i (50mL) Ak« 43 B A HLE , 7K (2 X
50mL) AN S BN/ K VAR B e SR e T, 1 8 HL B 2s Ok 4 o B i e e e €%
(20-50% LR TR CATIATD) SiACAHP T, 138 2 1 e AR I T35 774 (50 . Omg , 773
64.5%) o 'H NMR (300MHz,DMSO-d,) :88.58 (dt,J=2.6,0.8Hz,1H) ,8.38-8.24 (m,2H) ,7.87-
7.74(m,2H) ,7.65-7.54 (m,2H) ,7.30(ddd,J=8.6,2.9,0.7Hz,1H) ,5.52(s,2H) ,1.58 (s,
OH) ;'°C NMR (75MHz ,DMSO-d,) §157.79,153.82,145.45(d, J,=15.0Hz) ,140.34(d,J .=
8.3Hz) ,136.01,135.39,133.62(d,J,=4.5Hz) ,128.52,127.17,126.18,115.67,109.89,
109.39,71.03,65.40,27.47;"°F NMR (282MHz ,DMSO-d,) :8-70.87 (dd,J=8.0,2.8Hz)
HRMS : C,H, o *CIPN,0, (W+H) (¥ 11548 : 388 . 12235 9201 : 388, 1217
[2091] 5245156
[2092]  ffi]#52- GRUT 2%) -4-%(-5- ((4- ((2-FEme - 3-2%) 550 KAL) 545 ikrg -3
(2H) - il
[2093]  ARS)3 - il E52- i3k - 3 - OO FHORAEUED) ke

H;C Z
|
[2094] \O\O/Qﬂ
NO,

[2095]  7E70°C N hn#huet Hfg (0.325g,3.00mmol) «3- 7 -2- A LML NE (0.404g, 2. 00mmol)
KR (0. 345g,2.50mmol) - (2. 0mL) FH A R HAERF L6/ NI RIS TR S A
2= H R T (100mL) A8, Bt fm 7K (2 X 100mL) ARG B KIE IR PE G  ZImER
SRR, e H s ik e T Sl T R 0 (0-20 % AR CTRIN CURbE AR 2ot , 3k
AT =4 (46 Omg , 23210..0%) « 'H NMR (300MHz,CDC1,) :88.22(dd,J=4.4,1.5Hz, 1H)
7.48(dd,J=8.4,4.4Hz,1H) ,7.41(dd,J=8.4,1.5Hz,1H) ,7.31-7.19 (m,2H) ,7.05-6.95
(m,2H) ,2.39 (s, 3H) ;'°C NMR (75MHz,CDC1., &$45) :6152.16,146.82,141.31,135.46,
130.85,128.53,128.07,119.74,20.78.

[2096] BBy -l 483 (4- GRHIIL) ZR5EIL) -2- e

Br =
[2097] /\O\C/@l

NO;
[2098] 4 54I56AN 24 (0.039g,0. 170mmol) N- AR T el % (35. Omg, 0. 200mmol)
it B E L (Ing) 11, 2- — 5K (4. 0mL) FR A EATROINA R [0 3% H 4R 2/ N o Bl A5
TRA P R = BT &b oml) FokE, o3 SR ALE B FHZK (2 X 20mL) FEAGE L
BRI , IR T, 1 e FLik 4 o it 5 1 AR IR (3% (10-40% LR ORI bR

3)
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0 AR LT R Y, AT 2 3 (R IO T 35 7 1) (45 Omg, 2 %85.6%) - ' NMR
(300MHz,CDC1,) §8.30(dd,J=4.3,1.6Hz, 1H) ,7.59-7.43 (m,4H) ,7.12-7.02 (m,2H) ,4.52
(s,2H) ;'°C NMR (75MHz,CDC1,, #343) 8154.79,145.77,142.31,135.07,131.13,129.28,
128.74,119.64,32.33.
[2099] Gy -2~ GRUT 3L -4-5-5- ((4- ((2-figFEnng - 3-55) SH %) K HIL) S50 mk
-3 (2H) -fifi

\N

g ﬁ
[2100]
NO,

(21011 AR 5B, i H2- GUT 3&) -4-5(-5-mkE-3 (2H) - (21.0mg,0.100mmol) .
SBI56BI 74 (31.0mg,0.100mmo 1) FIRRFR 4 (33 . 0mg, 0. 100mmo1) - FF L F i iz
(1.0mL) H17E80°C Rl %5« 43 B9/t 20, Omg 546.4% o 'H NMR (300MHz ,CDC1,) :88.22(dd, J
=4.3,1.7Hz,1H) ,7.68(s,1H) ,7.54-7.34 (m,4H) ,7.04 (d,J=8.7Hz,2H) ,5.23 (s, 2H) ,
1.57 (s, 9H) ;'°C NMR (75MHz,CDC1,, #543) :8158.95,155.27,153.50,145.64,142.47,
131.98,129.45,129.39,128.79,124.98,119.72,118.54,71.17,66.53,27.86.HRMS
Cyoll, o "CIN, O, (VHH) I THEIAEL : 431 . 11175 52864 : 431 . 1110,

[2102] DRy -l e 2- (T 3D -4-5(-5- ((4- ((2-FhEmE - 3-30) S50 RKHEL) 150 ik
W -3 (2H) -l

XA
[2103] ] n J:r\'

[2104]  P45245156CH P4 (12.0mg, 0. 030mmol) 5 (L4H (3.5mg,0.06mmol) FKryptofix "
(26.0mg,0.070mmol) -~ HIEAX (2. 0mL) HRIA TR IR EI125°C HA4ERF3070 21 KT IR &
%éﬂﬂimﬁ%Z&Z%MmU%hﬁfﬂ%ﬂm@muﬁ@ﬁ%%%ﬁ@@%%vr
PR T, 1 8 LR AR ol i o ) 2 R0 2 €l 2 — SR (1 9% FRAS I — SR B AR
i KD 5T, AT P A T (9.0mg,ﬁ$74.3%) ' NMR (300MHz,CDC1,) :87.94 (d, J=
4.7Hz ,1H) ,7.67 (s, 1H) ,7.47-7.30 (m,3H) ,7.12(ddd,J=7.9,4.8,0.9Hz,1H) ,7.02-6.90
(m,2H) ,5.21 (s,2H) ,1.57 (s,9H) ;'°C NMR (75MHz,CDC1,) :8159.00,156.99,156.75,
153.80,153.60,141.76(d, J,=13.5Hz) ,130.60(d, J,=3.8Hz) ,130.46,129.12,125.09,
122.19,118.50,118.03,71.37,66.47,27.87;"'F NMR (282MHz,CDC1,) :3-81.30(d,J=
9.8Hz) JHRMS : CyoH, o "CIFN, O, (MeH) [ THEEAE - 404 . 11725 9256 {1: 404. 1176,

[2105] 524557

[2106]  ffil£54- (((1- GRUT AL -5-S-6- M52k - 1, 6- AR - 4- D) SR HAL) R IR

3- A i

[2107]  AFRy -l £54- (((1- GRUT 25 -5-G-6- M5 2E- 1, 6- ke -4-35) 528 HIED)
KR 3 - (SR H L) IR
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xﬁ,°|c.

[2108] Nx
O~ 0T

o]

[2109]  344- (((1- BT 2E) -5-S-6-MI%EIE -1, 6- 2R -4-50) 550 130 K HIEG

57(0.702g,2.00mmol) T-PUSRIR /7K (10.0mL;4: 1v/v) A H15]0°C H /K S 45
L7 (0.252g,6.00mmol) — K MEALEE 0. 25/ NI, 8524 i AN BH A AR BRI a5 H 4
FFL6/N o[ 117K (50mL) A RERTF IR, #4220 ke~ , Tk (3 X 50mL) B 5]
IMERERIR L « TR R R (3 X 50mL) WE— B Yeis Y iR ME AT, AR TR &
HCBR TR, o 38 H IS5 ik 4 il A iy K B fe B INC TR R/ TS 45 b, 15 2
ZAY IR T s R 4- (- GUT 3E) -5-50-6- M5 -1, 6- " ZU5AME -4-38) S 2L) I
) K.

[2110] B¢ H bR AT (R R VA R T JC /K — WL HAT % (20. OmL) i, Bl f 7E EAER IR
N AEAR TR (4- FH R RRERR N M- 1, 3- ) (1.15g,3.00mmol) FIARIRHH (0.415g,
3.00mmol) — R PEALHR 5/ N I, BRI BT T T SR C i S 7K (BEN50mL) 2 [A], #7%
Fowimt, oy B2 e I GBR TR (2 X 50nL) YeidoK 2, D& mfke: TIR&E s
I IR OB VR, 12 38 HL 25 U4 o F o il T = 375t/ R T (500mL) 213 2
TR/ LR TR (1000mL) PR B B 42— i A ik i 2 (U R T o R AE T4 41075 1275mL
IS 1) 5 B = ee 5 9 HL B s ik 4 i G (o ek (0. 566g,1.03mmol 551.6%) « "1 NMR:
(300MHz , DMSO-d,) 88. 25 (1H,s) ,7.89 (2H,AA’BB’, J,,=8.3Hz, J,,, =2.0Hz) ,7.75 (2H, AN’
BB’,J,,=8.3Hz,J,,,=2.0Hz) ,7.57 (2H,d,J=8.6lz) ,7.35(2H,d, J="7.9Hz) ,5.57 (2H,s) ,
4.23(2H,d,J=5.9Hz) ,4.18 (2H,t,J=5.7THz) ,2.27 (3H,s) ,2.04 (2H,tt,J]=5.9,5.9Hz) ,
1.57(9H,s) .'°C NMR: (75MHz,DMS0-d,) §165.0,157.7,153.7,144.8,140.8,132.0,130.0,
129.5,129.4,127.5,126.1,115.8,70.7,67.5,65.4,60.5,27.5,27.4,20.9.HRMS
Coetlyy "CIN,0,S () [ 154 : 549 . 1457 ; 5901 : 549. 1467, TLC:R,0.33 (REJKZ, 1: 1/kki/ &
FR TG, uv) o

[2111] BBy -#ll£54- (((1- GRUT D) -5-G-6- M5 3E -1, 6- — 2k -4-35) 5350 H 5D
2K HIFR 3 - LN i

o
X,:, -~

[2112] Na"No
0\/‘\/':

o]

[2113]  Kp4- (((1- GRUT D) -5-G-6- 5 2E- 1, 6- ke -4 - 35) 5280 HIAD) SRR

57(0.702g,2.00mmol) T-PUSKIR /7K (10.0mL ;4 : 1v/v) A H15]0°C H /K S 45
L7 (0.252g,6.00mmol) — K MEALEE 0. 25/ NI, 8524 i AN BH A, PR BRI a5 H 4
FFL6/N o[ 117K (50mL) M RERTF AR, #4220 0 ke b, Tk (3 X 50mL) B 5]
IMERERIR 1Y« - LR O (3 X 50mL) 2P Peid Y ni MEA i, HmRE TR s
FI AR LBV, S I H 2S5 W4 i 1 ek R
[2114] B B bR A0 (R R vA MR T JC /K — WL H % (5. 00mL) H, Bl f 7E EAER I
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N, A4k 4 - B RES 3 - SR iR (0.697g,3.00mmol) AIRRAEFH (0.415g,3.00mmol) — K M
AL 0. 25/NIF i KT A TG IAS 55 °C , ZERF 1. 5/ Bl v AN BRI 2 H A QR E
R (BN150mL) |, B RS 2 0 iR -1-riv o Bl i FRA RSO AR/RIA TR (5 < 50mL) ek H gk
THN CIR ORI, SRR EE TR, 1 I8 HLIT s ke iR B0 G IR « B e i (i 3 - 1K
e/ CIR CTiEE A ARE (30 X 200mm) (43 A (A o - USSR A7 5300 - 560mLIN ) 2 2
Wit , 5 )+ LR ek (1 £ £ 0.680g, 1. 71mmo1385.7%) o 'H NMR: (300MHz ,DMSO-d,) &
8.23(1H,s) ,8.03 (2H,AA'BB’,J,,=8.5Hz,],,.=1.9Hz) ,7.60 (2H,AA’ BB, J,,=8.7Hz, ],
—=1.9H2) ,5.56 (2H,s) ,4.61 (2H,dt,J=47.2,5.9Hz) ,4.38 (2H,t,J=6.3Hz) ,2.11 (2H,
dtt,J=25.9,6.1,6.1Hz) 1.57 (9H,s) . ''F NMR: (282MHz,DMSO-d,) §-220.4 (IF, tt,J=
47.1,25.8Hz) .'°C NMR: (75MHz,DMSO-d,) §165.3,157.7,153.7,140.8,129.6,129.5,
127.5,126.1,115.8,80.9(d,J=161.9Hz) ,70.7,65.4,61.0(d,J=5.6Hz) ,29.2(d,J=
19.6Hz) ,27 .4 HRMS : C gH,,"C1FN,0, (M+H) g1 54E : 397 . 1325; 90811 : 397. 1330, TLC: R,
0.24 (B, 3: 1Ike/ CIRAMR, uv) -

[2115] 5244558

[2116] %52 (BT 3D -4-50-5- ((4- (2- 2-F AT W-2-50) FEHIED) D) k-3
(2H) -

(21171 AFSS -l 55 2- GRUT 50 -4-50-5- ((4- (223 -2-30) ZRHTIL) SH3L) WA -3
(2H) -

o
XNﬁm
[2118] N l 0
,\©Xou

HaC CHy
[2119]  YERRBIGE T, FBRERS: (1.96g,6.00mmol) — K IMEALEE2- GBUT 2E) -4,5- — 5k
%-3 (2H) - (0.995g,4.50mmol) F12- (4- R HAIL) KED) A -2-1% (0.499g, 3.00mmo] ; /41 4n
S WA RDIFE Machacek) , 5K Michelle R.) ;ifF{E/R (Haidle) , %786 (Andrew) s $LJ)
Fve (Zabierek) , 2200 (Anna A.) ; FLANE (Konrad) , £Hk (Kaleen M.) ;Fr[ZREFS (Altman) ,
Bk Michael D.) (BRva.NE] Merck&Co. , Inc.) ) HIEAE A A T B3 1) 75 g g e FH P e
(Preparation of thiazolecarboxamides as inhibitors of Janus kinases.)PCTIEPx
HITE W0 2010/011375.20104F1 F128 H) oK Z FISEFAEIZ (15. 0mL) H R0 Bt 45
FITA3 B0 T TR Hh , HAE80°C MAERF2 . 5/NI o KB TF IR A\ G H04 20 21 3RS
5 HAERF20/ N o B B P A i e T CFR C R (150mL) 557K (25mL) 2 1], #2213 7
Tt B B A2 e A G A7 (5 X 25nL) Pek IR CIR = , iR eE T
Mg, 1 8 HL s W 4 s B0 (T IR » B T i A I3 : 202 6/ LR i 4 e A A (40 X
170mm) {2,338 2B AV A T o MR AT 1125400 - 700mL S 1 32 B2 P24l , 5 HL L 25 WA il 11 (4[]
Kt IR O/ TR bE A5, 15 2] 20 e s R I Brss 774 (0.682g, 1. 95mmoll
64.9%) ."H NMR: (300MHz,DMSO-d,) 8. 26 (s, 1) ,7.51 (2H,AB, J,,=8.3lz) ,7.39 (21, AB,
J,;=8.3M2) ,5.42(s,2H) ,5.01 (s, 1H) ,1.57(s,9H) ,1.42(s,6H) .'°C NMR: (75MHz,DMSO-d,)
0157.8,153.9,151.0,132.8,127.4,126.2,124.8,115.5,71.4,70.5,65.3,31.8,27 .4,
HRMS : C, H,, °CIN,0, (+H) A5 : 351. 1470 59548 : 351. 1474, TLC:R,0. 16 (REJZ, 7: 3¢

187723
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Yt/ CFR C TR, CAM) o
[2120]  BES -2 BT 5 -4-%0-5- ((4- (2- @-FR LRI N -2-30) ZEID) 130 mh
W%-3 (2H) -l

o)

X'?)j[m

[2121] Ns"No
,\Q\KO\/\F
HiC CH;

[2122]  fERABEm T, 1L AmgZK A FRERAER (0. 06mmol 520mol 9%6) — K PEALHEATR Y
(1724 (0. 105g,0. 300mmo1) T-2- 5L (1. 75mL) FRRITETIL . 24/ NI, 75 B2 ARSI T A
R, Hald 14 1068/ SRR Ol 2e — SA MR (30 X 185mm) A FLEalifb 7k e o ok
FETR 15360 - 450mLIN Y 12 B =, 9+ HLE S ik i o kY (81 2mg, 0. 205mmol 5
68.3%) o'H NMR: (300MHz,DMSO-d,) 88.28 (1H,s) ,7.55-7.39 (4H,m) ,5.44 (2H,s) ,4.62-
4.52 (1H,m) ,4.47-4.36 (1H,m) ,3.46-3.34 (1H,m) ,3.36-3.25 (1H,m) ,1.58 (9H,s) ,1.49
(6H,s) o ''F NMR: (282MHz,DMSO-d,) §-222.01 (1F, tt,]=47.8,30.6Hz) . '°C NMR: (75Miz,
DMSO-d,) 8157.8,153.9,146.3,133.9,127.7,126.1,125.8,115.5,83.17(d, J=166.3Hz) ,
76.3,71.2,65.3,61.89(d,J=19.2Hz) ,28.0,27.4.HRMS: C, I, °CIFN,0, (M+H) ) 11530425 -
397.1689; SY{E - 397. 1695, TLC: R, 0.51 (RERZ, 3: 2048/ LR M, uv) -
[2123] 5245159
[2124]  Hileg2- (BUTEE) -4-5-5- ((4- (- JRCHAED) FIIE) ZKED) JBIL) A -3 (2H) il
[2125] Ay -4 (4- (1, 3- 2Rkl -2- 35) S50 FRS

(]
[2126] Q)\Q\’
OH

[2127]  J44- R E RS FHEE (4. 92, 30. 0mmol) JA A T J/K FHZE (50 . omL) v, /4K ] £,
T (1.84mL, 33 . 0mmo1) AR FHZERR (57. 1mg, 0.300mmol) AbFR , b f 783 L - ik v
(Dean-Stark) 528 N IFAEN B3 ; 75 L/ INK N BT « B e R i A1 810 22°C AT A5
A (2- PAE L2 A D) 55 (45. 0mmol 512, 7ml 70 3T % 2R 9%) PLO. 5mL/min
(R 2R AL PR o R N SE IS, B T A iA A FN 30 0°C , AR AR N A /KA (100mL) /N
OAEHE BE TS RIZUBERE LN s W 2 PR M V8 T AR - Bt e FH G R TR (50mL) FfeF
IR, AL R R IR=Fh, B B84 2 A H CRR TR (3 X 50mL) YeidoKE , H AR
BT IREG IR CREFTF 2R, 13 38 HL s Wi il e iRy o B el i L 1%
bt/ CTR CRR 4 SA A RE (50 X 135mm) 3 Sl A AH 1) o U S AE 74 25425 - T25mLIN 1) == 2™
Wl , 45 ELETZS IR 4 i 0 0 IR, S HLAE W R 4k (802, 4.50¢,83.2%) o 'H
NMR: (600MHz,CDC1,) 87.48 (2H,AB, J,,=8.1Hz) ,7.39 (2H,AB, J,,=8.3Hz) ,5.82 (1H,s) ,
4.71(2H,d,J=6.0Hz) ,4.08 (4H,AN'BB’,J,,.=Jp, =7.2Hz,J,, = -7.5Hz,],,. =6.4Hz) ,
1.63(1H,t,J=6.0Hz) . °C NMR: (75MHz,CDC1,) §142.0,137.2,126.8,126.6,103.5,65.3,
64.9,

[2128] BS54 (-2 0 HIZD IS
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OHC
[2129] O\/O
~NF

[2130]  FERRIRIRE T, AH4k 1 -7 -2- 54 %% (3. 73mL, 50 . Ommo 1) AR} AR 2 S L #
(5.61g,0.100mo1) — K PEANFRSBI59AM P~ (1.80g, 10 . 0mmol) T- /K5 (50. 0mL) Hfr)
VR -0 57N 7, B T A B P TR AR 80°C , B J 452 . 5/ NI o 18 HN B EA BN JE i, FVK
(100mL) FoREE I, FeAL 2 im=F b, B e T CFR C TR (3 X 100mL) Peisk « Ml e 11
ZEH N IR CREDR R, W I8 B2 ki oo ety , sl i 1L : 1kbe/ OBk 5 e
fif: (50 X 195mm) €& 3% P 2lifk , 73 2] 2 ok 2- (4- (-5 HED) A3 -1,3- =
FIKIR (2.04g,9.02mmo13;90.2%) Bl R A 4L 4EE (0.423g,2.00mmol) AEEAEEEE
VAART- VR N (8. 00mL) P FLFHAR£R% (2.00mmol 52.00mL 1. ONZKIAR) B0 ik 18/
N R T AR A 0 Bl T Sk 5 M TR R A BN /KR (BE1~50mL) 2 [R], #6221 HEE TR}
w, B B A2 M T ARE (2 X 50mL) PeikoKZ , HAMmBREE TIRE & H BRI, 13
H B2k 4 o 0 ZERE N IR 2218 (bulb-to-bulb distillation) ik, 35 2 Itk
bR &) (0.340g,1.87mmo13;93.4%) .

[2131]  Cipsy-fHilesl- O P -4- (2-FR D D) R

A
[2132]
o\w’\F

[2133]  ZERREEILEE T, B PURALRR (1.06g,3.20mmol) VEEKS (0.210g, 3. 20mmol) Fl— 2K 3L
Ji# (0.840g, 3.20mmo ) s N2 FAF159BI 4 (0. 290g, 1. 60mmo1) + — S H%¢ (10. 0mL) T
VTR o it TR RHE AL AL P 23 A I (a2, 3 A A T oK U 20k R (8. 00mL) HH, Bifi
A HNE]-78°C HHIE T HEAEF VU %0 (2. 00mL) Ho iR A R . [ o Fr AR & s 33
PREGIR S, KA H T CFR CRR A< HL o 7K AN S AL B/ KV e i CFR ORI, [t e
SR T, 1 38 H s ik Bl e i 9 : 1 e/ LR C R AR (129) a4l
T HIGRATF A 5T, 13 BIFRBLE A4 (0. 190g,66.6%) o 'H NMR (300MHz , DMSO-d,) 87 50-
7.44(m,2H) ,7.38-7.32(m,2H) ,4.67-4.63 (m, 1H) ,4.55(s,2H) ,4.51-4.47 (m,1H) ,4.16 (s,
1H) ,3.76-3.72 (m,1H) ,3.66-3.62 (m, 1H) .'°C NMR (75MHz,DMSO-d,) §139.19,131.60,
127.51,120.72,83.68(d,J=51.8Hz) ,81.82,80.62,71.41,69.10(d,J=18.8Hz) .

[2134] D&y -illg52- GRUT 3L -4-5-5- ((4- (2-FCHAFD) HED) JKEL) CHSD) mkng -3
(2H) -Fi

o]

XN ci

b
[2135] Nx ,::.

O ~¢

[2136]  {EIRETRLE N, B = FEERARR L - U T 3L -5-50-6- M5 FE -1, 6- —ZUiANE -4- i
(0.175g,0.523mmol)  SZHI59CIA = (95.0mg, 0.533mmol) 7 - — 4 (Z2RILE) 48 (11)
(11.0mg,0.0157mmol ;3.0mol %) (¥4 (1) (30.0mg,0.158mmol) (¥ 1EPY %% (0.576g,
1.55mmol) =% (220uL, 1.58mmol) T-JC/KPUZRKAE (5.00mL) HRiA TR F2/ N, Bl ey
M TR CREMRE Ham kil - 38, HR 2150 i =F b - Bt Ja K A AN S K TR
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P OTR ORI, Emmse T8, 18 sk B el i I3 1 e/ LR R A — %A
LRk (4g) il alifl Ik A AR, 13 B R A4 (90. Omg, 46.5%) o 'H NMR (300MHz ,
DMSO-d,) 88.06 (s, 1H) ,7.66-7.63 (m,2H) ,7.48-7.45 (m,2H) ,4.68-4.66 (m, 1H) ,4.61 (s,
2H) ,4.52-4.50 (m, 1H) ,3.79-3.76 (m,1H) ,3.69-3.66 (m, 1H) ,1.60 (s,9H) ."°C NMR (75MHz,
DMSO-d,) 8155.85,141.13,136.51,134.28,131.97,127.71,124.57,119.20,102.11,
84.02,81.58(d,J=36.0Hz) ,71.33,69.25(d,J=19.5Hz) ,65.89,27.30.'°F NMR (282MHz,
DMSO-d,) 8-221.61 (tt,J=48.0,31.1Hz) JHRMS:C, H,, °CIFN,0, (W) 151 - 363. 12705
SR 2 363 . 1266

[2137] 5245160

[2138]  ffill# (B) -2- (BUT 35) -4-5-5- (4- (- OAED FED) K OIHD) A -3 (2H) -Fl
[2139]  AFBoY -85 1- (2-IOHAID HFD) -4- AJaK

[2141] R0 F3E =234 (0.260g, 0. 728mmol) A {44 (80. 0mg, 3. 33mmol) T-/o/K Y
PRI (2.50mL) H R i 2 E10°C , B fa H SXBI59A1) 74 (0. 110g, 0. 604mmo) ALHE
B 5 Bt o VKRR B TSR S R MR AR PR BT 2/ NI I, FH CRRAR R T m, 678
okt B IE KA AN G A B K IR TR eI , e imBR B 1M, 1 38 H U s ik 4 it i
W9 10/ LR OERE — FAbaE: (4g) tibalifl i ARAF ORI B, A3 2R L 54
(40.0mg,36.7%) - H NMR (300MHz,CDC1,) 87.40-7.29 (m,2H) ,7.24(d,J=8.2Hz,2H) ,6.64
(dd,J=17.6,10.9Hz,1H) ,5.67 (dd,J=17.6,1.0Hz,1H) ,5.17 (dd,J=10.9,0.9Hz, 1H) ,
4.64-4.56 (m,1H) ,4.52(s,2H) ,4.47-4.38 (m,1H) ,3.75-3.65(m, 1H) ,3.64-3.55 (m, 1H) .'°F
NMR (282MHz ,CDC1,) §-223.12 (tt,J=48.0,31.1Hz) .

[2142] BBy~ (B) -2- (RUT 3L -4-5(-5- (4- (- D) R OMEIL) mkik -3
(2H) - il

M Ao

[2143] gy

O~
[2144] R =G FH B2 1 - (L T 2E) -5- -6 -k - 1, 6 - ke -4-7i5 (0. 180g,
0.538mmol)  SZAHI60ARI = (0.140g,0.777mmol) i 3k - — S0 (= A FHZEILRE) 42 (11)
(40.0mg,0.057mmo1;7.3mol %) A= %4 (120uL,0.860mmol) - Jc7K — F 3L i P Jig
(5.00mL) HJIA IR FAE110°C HAERF2/N o & HIBIIAE B, TR C R MR AT 1Sk
Gy, B el 53 38, # R 2) iR A - Bt S P KRB RN S B K AR C R C TS
VAT, AR IR T, 1k I HL B s ke o B i 4 - 1 O/ LR R AL kE (4g) 8
WL R RS IR , 13 BRI L A7 (50, 0mg, 25.5%) o1 NMR (300MHz, CDC1,) 88.04
(s,1H) ,7.60-7.57 (m,2H) ,7.44-7.41 (m,2H) ,7.29(d,J=6.0Hz,1H) ,4.72-4.69 (m, 1H) ,
4.65(s,2H) ,4.56-4.53 (m, 1H) ,3.84-3.81 (m,1H) ,3.74-3.71 (m,1H) ,1.69 (s, 9H) ."°C NMR
(75MHz ,DMSO-d,) 8157.59,139.74,136.58,135.09,134.98,132.73,130.83,128.16,
127.58,120.07,83.08(d, J=168.0Hz) ,72.87,69.42(d, J=19.5Hz) ,66.08,27.85."°F NMR
(282MHz , DMS0) 3-223.04 (tt,]=47.9,28.2Hz) JHRMS: C  H,,  C1FN,0, (W+H) {150«

197722
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365.1427; 50561 : 365. 1421,
[2145]  52ffl61
[2146]  Hill#52- GRUT 2E) -4-5(-5- ((4- (2-FH LA WD) KD LI Az -3 (2H) -l
[2147]  AFB -2 (B) -4- (2- (1- BUT 5L -5-5-6-MIF AL -1,6- S kg -4-3) O
o) K IR H S

XA _c

1
[2148] Nx I Z

OMe
o}

[2149] K —HUHBEREER 1 - CRUT 55 -5-%(-6- M5 -1,6- —%mi%E-4-fi5 (0.400g,
1.20mmol) 4- 2 3ok FHER FATE (0.210g,1.29mmol) 2 7 - 50N (AR ZREL D) 48 (1)
(40.0mg,0.057mmol;4.8mol %) M=% (80.0uL,0.574mmol) T~ Jo/K — F Bk FH gt Jig
(2.00mL) HH I RTE B 110°C H AR 2/ NN 13 HI BRI 5 , I Ok CRE MBI AHR
A, Hald Rl 8, #E AR B0 iR b o B PRI RN S A AR K AR e 1 TR T
VAW, TR e T, b U L P2k o B il 14 1 2008/ O R R 42 — SR E (12¢g)
L H R AR IR T, 73 AL 54 (80.. 0mg, 19.2%) 'H NMR (300MHz,CDC1,) §
8.12-8.08 (m,2H) ,8.03(s,1H) ,7.68-7.62 (m,2H) ,7.48-7.32 (m,2H) ,3.96(s,3H) ,1.70(s,
9H) .

[2150]  Bifsy-fhillec4- (2- (1- GRUT2E) -5-5-6- 5 FL - 1, 6- 5k -4~ Jb) £ 35) K
2 i

1
[2151] Ny
Me

[2152]  {EIRBEEE N, %L (1D (20.0mg,0.088mmol) — R PEALEE S A16 1AM 1)
(50.0mg,0. 144mmol) F-2: 1/ G4 (15. 0mL) FRRIIA IR o A1 A ST B HE TS 1
VB it i At o e S R AT A 8 s A T BRI Bl i 4 12 e/ &
R CRRLE SR (4g) (S SRIL KA ITT, 13 B AL 54 (30 0mg, 59.7%) o 'H
NMR (300MHz,CDC1,) 88.00(d,2H,J=8.3Hz) ,7.47 (s,1H) ,7.28(d,2H, J=8.2Hz) ,3.93 (s,
3H) ,3.00-2.94 (m,4H) , 1.66 (s, 9H) .

[2153]  Cifssy -l £ 2- (BT 5 -4-%-5- (4- GRHIED 2R I) kg -3 (2H) - i

o}
Cl

N
[2154] v )

OH

[2155] 345516 1B (30.0mg 0. 086mmol) J-PUZUKNH (2.00mL) FRTIHIR S HIF0°C,
it A2 (0. 4mL, 0. 4mmol , IMPU S A ) ALEE FLI A PRSI NN, K
(20mL) FHREFTAHR A4, 23 B/KIE BRI (3 20mL) Heidk . FIT AN S ki
b PPk B AL IR R, B e 2 BB kT8, il i HLFUs e, 13 2R UL & 1
(20.0mg) , EALZHSMELHN T T TR H
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[2156] D5y -1l #56- (4- GRHIED) ZREED) -2- (BUTEE) -4-SmkE -3 (2H) - i

X o

[2157] e

-y

Br

[2158]  JH =7 A #k (0.030mmol;30pL IM GBI 0 B # AL PR AI6 LCIy ™ 1)
(20.0mg,0.062mmol) T~ G HE (1.00mL) HPFIA TR, Bl o AE PRI S R HEHE L/ NI o fif i ]
AT omL) MBEHTIHE G, R 2 ik, B ADKA A S KA TR e %, 42
DR e T8, 1 38 H S e, A3 28U 59 (20 Omg) , HAEFIN Al B ] T £ S N
H1.'H NMR (300MHz,CDC1,) 87.49 (s, 1H) ,7.33-7.28 (m, 2H) ,7.23-7.17 (m, 2H) ,4.56 (s, 2H) ,
3.80-3.74(m,2H) ,3.63-3.57 (m,2H) ,2.93(s,4H) ,1.67 (s, 9H) «
[2159]  EfRJy-illed2- BT 3L) -4-50-5- (4- ((2-BFLLHARD) FED) JR D) 1580 -3 (2H) -
fi

Mo
[2160] N

O"oH

[21611  FHSZI6 1D/ (20. Omg, 0. 052mmo1) T A/KPU SR (2. 00mL) HfR il AL ER
L4 (0.20mmol ;8. 0mg 60 % Pih /3 HUi) 1 — % (10.0ul,0. 18mmol) [FJE: 1, HLIIFR
R A 20 B 4NN I, RSN TR S 0 AN B IAERIR B , T Tk (20mL) Ak, bt 4
B2 , KB S BRI TR , e PR e T M, 1 38 HL IS ik 4 o it e i
T30 6/ IR TR A —AAkE (4g) (il alift FHIARAT R 0T, 15 2R L 59
(5.5mg,29.0%) «'H NMR (300MHz,CDC1,) 87.50 (s, 1H) ,7.32-7.28 (m,2H) ,7.22-7.18 (m,
2H) ,4.57(s,2H) ,3.80-3.76 (m,2H) ,3.63-3.59 (m,2H) ,2.93(s,4H) ,1.67 (s,9H) .
[2162] Py -l 54 - FELRRARR2 - ((4- (2- (1- (BUT 35) -5-(-6- A 3E-1,6- &0k
e -4-35) £ ZRHIED) 5D LT

Mo
[2163] M

On"ots

[2164] R3320, 8 H S 516 1ER P4 (5. 5mg, 0. 015mmo1) kf FHORAHAE S (8. Omg,
0.042mmo1) 4~ —FELELIEMEIE (— PR F1—= % (0.010mL,0.072mmo]) fill £« /3 7= 1
95.0mg;64.2% . 'H NMR (300MHz,CDC1,) §7.87-7.79 (m, 2H) ,7.50 (s, 1H) ,7.39-7.30 (m,
oH) ,7.25-7.17 (m,4H) ,4.49 (s,2H) ,4.27-4.17 (m,2H) ,3.73-3.63 (m,2H) ,2.93 (s, 4H) ,
2.46(s,3H) ,1.67(s,9H) .'°C NVR (75MHz,CDC1,) 8157.53,144.74,140.72,139.49,135.95,
135.18,134.90,133.11,129.78,128.35,128.05,127.96,72.96,69.21,67.52,66.26,
33.56,32.69,27.77,21.63,

[21658]  GERy-fhilE52- (BT 3) -4-2-5- ((4- (-G LHEIL) FHIEL) R3E) LML) mkis -3
(2H) -
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N
[2166] N
o\/\-F

[2167]  FERMEIEEE T, FHZ4E (20.0mg, 0. 094mmol) E5V11I5 % 4/ BRI A5 — vk PEALFE 52431
59CIH ¥ (40.0mg, 0. 110mmol) J-1: 1R AR/ AT (10, 0mL) HRIA IR o £F 2R M hdh
IR T, e 1 At S AR (R TR Wl 8 L s e A P IR o P Je il oo i 42 1
Ut/ LR R S AE (4g) Bl alfi it H AR A3 R 5T, 15 B hREL K 54 (20 . Omg,,
49.6%) «'H NMR (300MHz, DMSO-d,) 87.89 (s, 1H) ,7.29-7.22 (m,4H) ,4.65-4.62 (m, 1H) ,4.50
(s,2H) ,4.49-4.46 (m,1H) ,3.72-3.69 (m, 1H) ,3.62-3.59 (m, 1H) ,2.91-2.89 (m,4H) ,1.58
(s,9H) .'°C NMR (75MHz,DMSO-d,) §156.34,141.37,139.41,136.10,135.56,133.71,
128.15,127.71,82.95(d, J=164Hz) ,71.78,68.82(d,J=18.8Hz) ,65.27,32.62,31.78,
27.34."°F NVR (282MHz,DMS0) 8-221.51 (tt,J=48.0,31.1Hz) HRMS:C, H,,C1FN,0, (+H)
[ THEAE : 367 1583 5 LG {E : 367 . 1580,

[2168]  52{5162

[2169] e iEREEATA)

[2170]  AFBAT-fil€52- BT 3E) -4-50-5- ((4- (CRCT BEAERTEL) R BD) S50 mig -3
(2H) -

[2171]

X

Xﬁ
t
"L
SIC,
[2172]  {EIRERIRE N ARG (4- (R0 T Bertbe 20 R HEE (0.706g, 2. 82mmol 5 4]
Z W EW (James,D.) s RATEE SR (Escudier, J. -M.) 5 XK (Amigues, E.) 3 &F/R%
(Schulz,J.) ; 4t (Virty,C.) ; [HEN4E (Bordenave, T.) ; Hii& v - 2 ik (Szlosek-
pinaud,M.) ; &=l (Fouquet, E. A) 305 B T PETEE I 2 S B AZ HE AN SEAZ IR Y “ i
A Tk (“click chemistry” approach to the efficient synthesis of modified
nucleosides and oligonucleotides for PET imaging.) PUII{AamE i, 2010,51,1230-
1232) =R (0.929¢g, 3. 54mmol) FIMEYE — HIER — £ fiK (0.617g, 3. 54mmol) ALFE2- GRUT
FL) -4-5(-5- 2 FLNRZE - 3 (2H) - (0.476g,2 . 36mmo 1) - PUEUCIR (23 . 6mL) HH VA - 9057
BhUE , 7K (50mL) MR AT &4, #8200 it , B BOKIE B T TR i (3 X
100mL) Pk - LN TR S I IA NIRRT I8 HLE 23R4 oA (iR - FH &
ik 380 PR 5T 2/ NN HL R T A5 8 T TR AR IR A T 1 S =R L gk o i {5 1110 - 50 % LR
TG/ Cih B S ARl (B 2l (I8 IR, 153 2 2 B s Aok bR 54 (0. 227 g,
22.1%) o'H NMR: (300MHZ,CDC13) 87.76 (s,1H) ,7.64(d,2H,J=8.12Hz) ,7.40(d,2H, J=
8.12Hz) ,5.34 (s,2H) ,3.90 (s, 1H) ,1.55 (s, 9H) , 1.07 (s, 18H) ;'°C NMR: (75MHz,CDC1,) §
159.04,153.78,136.49,136.29,135.43,126.03,125.18,98.55,71.91,66.38,28.87,
27.87,18.99, HRMS : C,, 1, "CIN,0,S1 (W+Na) [T {E : 429. 17365 5L : 429. 1729,

237735

[2173] B -l 752~ GBUT 5D -4-%(-5- ((4- (CORCT Bt 55) 2R HIIL) S 2E) mke -3
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(2H) - fildl
0

XA _c
[2174] ﬁiﬂ”\@\ I
453

[21751 S pl6 2409779 (5. 0mg, 0. 01 1mmo1) T FINEHA (0. 3mL) FR IR IR IS4, 7,
13,16,21,24- 55 4-1,10- A ZeMIA[8.8.8] — /%2 (8.7mg,0.023mmol) FFH 1L 4T
(0.6mg,0.011mmol) FUTR W, Bl i A RI35°C . 104381 , B P AR S 9018 HI B IR BRI
J& B FH7K (0. 5mL) 0k, FEAZ E) 0 im=F b - Bl S R AT (3 X 2mL) PeidoKiZ, H4
FREN T IR G I IOPE IR, 1o 38 H I W45 T IR o e 1 1) 2 2R = e il il 04 - 1
bt/ CIR R4 A RESY RS R BT, 13- 2 22 E e AR P8l b 59 (3. 2mg,
70.6% ;a0 W Mu L.) ;2EJE (Hoehne,A.) ;4FE6#% (Schubiger,P.A.) ; VoK
(Ametamey,S.M.) ; B&HIEUS (Graham, K.) ; 757K (Cyr, J.E.) 3 ] voi#i#% (Dinkelborg,L.) ; it
HAE/R#E (Stellfeld, T.) s WikR ELA% (Srinivasan,A.) ; TKAEIEE D (Voigtmann,U.) ; o fi/R
(Klar,U.) JITPETE 52110 B2 BRI 8F MU ARG I B T REM A9 IR EL (Silicon-based
Building blocks for one step 18F-radiolabeling of peptides for PET imaging.)
R LA BRAR (Angew. Chem. Int.Ed.) 2008, 47,4922-4925) . 'H NMR: (300MHz,CDC1,) §
7.72-7.59(m,3H) ,7.33(d,2H, J=8.14Hz) ,5.24(s,2H) ,1.57(s,9H) ,0.97 (s,18H) ."°C NMR
(75MHz ,CDC1,, #%47) §158.03,152.73,135.12,133.66 (d,J=4.5Hz) ,125.09,124.12,
98.97,70.79,65.43,26.87,26.29,19.23 (d,J=12.0Hz) ."’F NMR: (282MHz,CDC1,) §-
188.74 (1F,s) «HRMS : C,H,, °CI1FN,0,S1 (M) [ 1155 {E - 453 . 2135 ; 524611 : 453 . 2139,

[2176]  CHSoy -l £52- BUT L) -4-5(-5- ((4- (TR IERELTID) 2K IL) S 50) A - 3
(2H) - il

X o
[2177] AN
LA

“H

[2178]  {EIRERRE T AR (4- (TR RMERESD) 2150 HIfE (0.627¢,2.82mmol s 441
Z: WL U s BRI ek 2% s SR T s &7 2R vk A 5 T s st ve - R s s L, A
T PET 18 SEM 808U I AZ M AL R I “ i b2 T iR PU T Rkam iR, 2010, 51,1230
1232) \=2RFEHE (0.929¢, 3. 54mmo 1) FIMEZE — HIR — i (0.617g,3. 54mmol) AbEH2- GRUT
3) -4-54-5-FFAEEmAZE -3 (2H) - (0.476g,2.36mmol) - PHEHNR (23 . 6mL) H VAR - 27N
J& , 7K (50mL) BT IR AW, 5642 Bl p ks ~Frp, By 8K E B e T CRR R (3 X
100mL) Pk « MR N T IR G IO A HLBERIR , o I8 H 23 4 R M) o It ey FH Bk o
FEFR Y 512/ NN HL S AT AR S T R AR IR i v ) Se A — R R e o i o 7 7110-50 % LR iR/
Ce i B 22 S A ik ol 2l 8, 15 20 2 B G AR AR 8L E 59 (0. 259g, 73
27.0%) «'H NMR: (300MHz,CDC1,) 87.55 (s, 1H) ,7.38 (d,2H,J=8.03Hz) ,7.19(d,2H,J=
8.12Hz) ,5.12(s,2H) ,3.77 (m,1H) ,1.46 (s,9H) ,1.05 (m,2H) ,0.87(dd,J=6.0Hz,6H) ,0.82
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(dd,J=6.0Hz,6H) ."°C NMR (75MHz,CDC1,) §159.03,153.76,136.01,135.63,135.21,
126.18,125.14,71.90,66.39,27.87,18.61,18.45,10.65.HRMS : C,, H,, °CIN,0,S1 (M+) fI i+
TRE : 407 . 1916 50565 : 407 . 1922

[2179] DSy -Hhlg2- GRUT 30 -4-5(-5- ((4- (T RN R GUREGIL) SR 3L S 35) ke -3
(2H) - il

X, °| 2
[2180] Ny
O
N

[2181]  fE-78°C I, K5 A162CIK ™4 (5. 0mg ,0. 01 tmmo 1) F- USRI (0. 3mL) HAR I RAS
INENFEAPY T 42598 (0.011mmo150. 01 1mL IMPYZIMIEIATR) . 6/ NI 5, B TR S i,
IR -20°C HAAERF20/ NI o i AR BIPASEIR RS , o ] s RO R ali (9 106/ LR E
FREE UG RE B SRR A4 , 155 ST (PR IR 51 (4. 2mg ,82.4%) o 'H NMR:
(300MHz,CDC1,) 87.66 (s, 1H) ,7.58-7.49 (m,2H) ,7.37 (d,20,J=7.84Hz) ,5.24 (s, 2H) ,
1.57(s,9H) ,1.16-1.25(m,2H) ,0.96-0.94 (m, 12H) . °C NMR (75MHz,CDCL,, #B43) 8159.01,
153.70,136.53,134.43(d, J=3.7Hz) ,126.29,125.08,71.76,66.43,27.87,16.65,16.62,
12.30(d,J=12.7Hz) .'°F NMR: (282MHz,CDC1,) §-187.01 (t,J=5.6MHz) »

[2182] 5245163

[2183] g2~ (BUT 55 -4-50-5- ((4- (-9 ] AR) JRHIIL) S 55) A -3 (2H) - i

o]
Mo
[2184] LN I 0
/\Q\'(\/\F

0
[2185] e N, I (IPr) AuCl] ($ 402 Wik & (Marion,N.) ;452 (Ramon,R.) ;
% (Nolan, S.P.) ££ 19 7 43 2 — A5 028 1 (1 [ (NHC) AuT] A I SR /K & (L (NHC)
Aul]-Catalyzed Acid Free Hydration of Alkynes at Part-Per-Million Catalyst
Loadings.) J2[E{L2£25752009, 131,448-449) I S BHERSRACH S 43D =4 T-1,4- —
BT IR IR o L3 BRI, S DK LR P AR S M0 P 1 120 °C H AR o 4 2D B PR
J&  AE S S N RSER AT B 1 2 e i Hald 48— Skl alifb 5 st , I 2l b 549 o
[2186] ;@%4
(21871 AFBAY - E A O Il g Ik 2R Ak £
[2188] N2 iRy (Lester) &5 Al SR il 8 4= o ks 264 (B2 DL 250 k; (Lester
R.L.) s 502 (Smith A.L.) X HLFAEB R ANINTTT. 28 AR CIIE ks 1A 5 S o PUme 25 5k
DR B QAI L e B E ] (Studies on the electron transport
system.28.The mode of reduction of tetrazolium salts by beef heart
mitochondria;role of coenzyme Q and other lipids.) AWt AYYnEl 54k
(Biochim Biophys.Acta.)1961,47,475-96) . A B3R B4R OME LR HL 1200 g 22 b 2 (1)
OB F400mL 0. 25MEFHE0.01M Tris-Cl.1mM Tris- | —FRERFI0. 2mML 2P
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% (EDTA) 1 HLAE BLMIBIEN] (Waring blender) A A0 DAL, 200 X g B052045 51,
A i PA26,000 X g B0 16578l P Ak 2R RS 85K . Wi BioRad & 111 B/ A il &2
GO A eV IR v I AR R A e B2t 52 00 (BioRad Life Science Research,
Hercules,CA)) ffrillie, 2 1O . 25MEEHH  10mM Tris- ZfR#ER (pH 7.5) <1. 5mM—= IR IR
(ATP) S 10mMEGE A BERERT £ (AR i 1 11 B BE YR R 2 20me /mLL o B4 S A 745 - 80°C 1
[2189] Ay - /UK (Matsuno-Yagi) S5 APk , R ZR A 25 A=k 26 44ks -+~ (SMP) (31
W2 WARES - )UK AL HEFIE (Hatefi, Y. ) XA LSRR AL HLHI U T (Studies on the
mechanism of oxidative phosphorylation.)ATPE A HI a7 ST (Catalytic
site cooperativity in ATP synthesis.) 2 FZ44E (J.Biol.Chem.) 1985, 260,
11424-7) MR, R0k H 70 % i K i 027 A A AR E X (digital
Branson sonifier;Branson,Danbury,CT) PA15mLIIRER S AC R4 B A4 U IR 2644k 1
Rl AE4°C I, S AL IR TR 16,000 X g B 0438, HAL FIF#EA150,000 X gy
04557 Bl TR 2R AR R AR LT T3 0. 26MEHE  10mM Tris- £JREL (bl 7.5) &
T o (5 HIBi oRad &5 1[5t o0 A& ORI FENE NI se S AR SR A= B 7o o0y
SER ORI, FLRFESL LA 20mg /mL VIR FE {7 7-(F -80°C I &
[2190]  BERAS - ki ek 1 (SMP) FEAIE P KAk & Wil 54
[2191]1 A F=FE (Satoh) 55 A B F 1000 ok 2-(A0ks AL IE PRI RE Iy (1202 IS4
(Satoh T),=Uf Miyoshi H) ,[ A< (Sakamoto K) ,&mA) (Iwamura H.) & A2 S5 A A
NADH?Z B B A IA I BE R & /E FH RO EL ¢ (Comparison of the inhibitory action of
synthetic capsaicin analogues with various NADH-ubiquinone oxidoreductases.)
AL ARV R4 1996, 1273,21-30) o £E37°C N, £ Y6 IE 1] (Hewlett-Packard,
Houston TX) Ff FF43 FI £ b 485 -E: NADH - DB JRUBHE 4 , £ UNADHAE 340nm (6 =5 4mM '
Xem ) N 120FD AL R o SN B AR 2. 5L, A7 50mM K HPO, (pH 7.4) <0 4uM
P 2 AFI2mM UL o e SMPIR B Ry 45pe/mL o 3 78 1 100pMZS 572 R AI50uM. NADHK &
Bl SN o AE RS AR SR 2 T, RAS P13k FEE R 4 a1 7511 5 2 SMPTR) S B TR S P Tl S s 4
53 B MTE TC,  ELAE 50 % FHHINADH A A i 7 Al 7514 B o i FHiGraphPad  PrismEfS 4k (I
FRIE ML BHOR IR/ 7] (GraphPad  San Diego,CA)) HHTIC, .
[2192] L1 .MC1IMHIE AR

208



CN 113754589 B i';ﬁ HH :Fg 206/214 1T

4y ICsy (nM) B ICsy (nM)

FMLIE (flurpiridaz) <100 38 <1000
1 >1000 39 <100

5 >1000 40 <100
4 >1000 43 <100

5 >1000 45 <100

6 >1000 47 >1000
8 >1000 50 <100

9 <100 51 >1000
12 <1000 52 >1000
16 <1000 54 <100
17 <1000 39 <100
18 <1000 60 >4000
19 <1000 61 <1000
20 <100 48B <100

4 I1Csy (nM) ks 1Csg (nM)

21 <1000 48C <1000
22 <100 53A >1000
23 <1000 53B >1000
25 <100 56C <100
27 <100 56D <100
28 <1000 57B <100
[2194] 29 <100 58A <1000
31 >1000 58B <1000
32 <100 59D >4000
33 <1000 62A >1000
35 <1000 62B <1000
36 <1000 62C <1000
37 <100 62D >1000

[2195] 5245165

[21961  {ii FH7E Bl Las A=t 251 52571

[2197]  AFRSY -5 LR ] S

(21981 Jiid £ (BB sk s v 3125 ok (P00 M, 038 72 2 TR A s A A AL B

HLATHERE 9% (o, n) "R skt 2 T, ISOE*JPQJVUJH 0. TS RIS R

2T

[21991 o+ — " Feip 1

[2200]  ARAEC AL TAVFE Y, PA1IMe VT -1 (ﬁﬁ?%%) Zit il H] Havar® i (28 T4 H

FRIZAR PR [ P0TH,0 (2-3mL) 5 Herb SR AT TR BE N 2 . 57MeV Hofs )R AT O el

BMeV o H AR 25 i I TR M o F-BEEE 7% H 7T £ ﬂ*ﬁb} EET AR PR A i R

[2201] B3 -l FE HlA L ARl 251 52571

[2202]  CEARHESI65AMH] 2510 LR ] SR A e i T/ N ARERL SN N T A AN S T 275 1L

[FIMP 1 IH B -2 # b i (BioRad) b o Fifd = 5 e A8 11 RO (o7 1 8 s o ML AU &
BRGNS Rl rh AN T N5k —5IN.
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[2203] 75 PEA i FRRR ST £ KA (1. 1- 1. 382 Y &) B PR S b (161) WA g
RS BB A 2 SIS A il (120°C) AR N k4R & WE T BB IoK s
IRINBN Gt , ARG i (70°C) R HEREBRFT A 1 L4 o

[2204] 5 7EB. f FHARIR AU /K IR (3EEZR 24 ) B [ F1 a4k (1C1) F IR Al R 2 B 5
Arsrh IS A i (120°C) AR N ks AR A T BBk ryptofix " (45K Y
) T IR RSP TR INE e 4 vaim b, FLFRE F il (70°C) AR RS AT B 15 &
B

[2205] P FIras T aAAR (5-10umol) F-JC/K L A VAR DN 2 Bl s e B 25, DA
[°F ] SEAL RO 4 SRR VA o B K T PR R B B 5 2 v, I a]90°C H,
HERF104 Bl 2 B BIPREGRLE T, F KA AR L HPLC i HiWaters Xterra C18%FE
(250 X 10mm; 10w) AN T35 M 4tk (i & Aok / O SR S E R4l s K Huv (220nm) A8
ARG (NaT) AR KA fe B BT o 25 e 4 R AR 1Al =1 B e A S <
10% CRF AR R /K R RIAC o 78 A28 BITR] , A2 7555 BN il £ 29 50mC 1 SR 24 o

[2206]  SR2ff I HINLAS A SSRGS S 4L

S w K;>; RCY RCP
36 65A | ELNHCO; | 75 5% | 99%
[2207] 36 65A | KHCO; 7= 6% | 99%
11 65B | ELNHCOs | 75 1% 1%
26 65C | KHCO3 yi 7% | 99%
14 65D | KHCO; ) 13% | i

[2208] 5?15%6
[2209]  A&By-fdi TlExplora RN ARG A4 1 5251
[2210]  J4ARIESZFI65A A1 [RS8 0 (1C01) [ 1Rl E DNt PSS A5 2 & sl B, It i 1 3t
B ES T- 324 (QMA, Waters, Tnc.) BRI AN R [ 101,05 LR ] SR M (R FE A BH 28 1
P IEFEAR N o B o FHIRIR S0 OB KA (LBE R 2 ) PRI R B R N A ae i .
SR AR, 5 75 150mm Hg, 115°C M 4R450 Ph 2 T IR a5 AT S s (1
JEE SR ) ARER IR IO K (PR AU 2 5% SRR S P 2 BT A7 , T e T R 31190
°C HAERF2073 1
[2211] 53 B AR Sz I65A7 A 0 [ PR 90 Ak (1C1) MBI FE NN 28 5E R 2 75 e B, bt
i g 1A Bk E (QUA, Waters, Tne.) i B8 PARSI A R [°0] 1,05 [ PRI AL MR B3 4
FH A e BL AR N - Bl e FHBRIR A S /K I (1 BE R M ) PR, R B e N A v - FH
Kryptofix (R ISR (2BE/R 24 ) REHFF A, B 5 £E150mm Hg, 115°C Fifk&rassha
T4 o PP TR (1BEZR 24 55 10-50 % — AN IS H00) AR R A3 A Ak [ R
AL IR BIAIK ryptofix TR A1, B R R HAE190- 125°C HAEFF 104551,
[2212] 3%, B AR Sz 6 50 A 0 [ PR s Ak (1C1) MBI FE NN 28 56 R B 15 e B, bt
Ji A g P A AOMP L9 7 <2 Bt A (BioRad) i S ARSI A RL [1°0] 1,05 [ PRI Ji ALty
1 B A B AR I LA N o B e R R 2r i B 2 T S A L U & B R e N 1)
IR R TS R 2P0 S B KA (1 BEJR M) Peik, A% B [ N A s i - £E280 2
t,95-115°C N, IR GaTamam eh 2 105, b AT 7 mr 941 OIS 1A (1EE/R 2 &) RbEE,
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T IREI90°C HAER 104340,

[2213] AL RR A EI35°CI , F7KMRERTAS A0, Bl il L HPLCZ# Waters Xterra
MS CL8FAE (10p; 10X 250mm) i 17K/ LI TA 2575 BB et e B =g, PR ILIR
R, B EES % CRIH A I BRTA TR RIEC o 7 3 MU 25 JUATR] , ) 2% £0250mC 1 S AL =4
[2214]  £53.{}i[flExplora RN F RIS RS E

10 66A | 15% | 99%
36 66B | 4% | 99%
34 66C | 13% | 99%
15 66D | 29% | 99%
2 66E | 33% | 99%
(2215] 41 66F | 35% | 99%
46 6G | 6% | 99%
57A | 66H | 19% | 99%
44 661 % | 99%
48B | 66 % | 99%
61F | 66K | 20% | 99%
624 | 66L | 14% | 99%
56C | 66M | 39% | 99%

[2216] R flKryptofix  SHRERBIIILIL -

[2217] BBy -4 FHIGE TracerLab MX{Y A5l £ i 52 A

[2218] 1 THI4EAEAGE TracerLab MX{U #5185 52 I IR B R R I L 2L 1)
[22191 R SABI65A M 10 MR T DNst s e 22 25 R, Bt I o BH 25 - S B A e
PARSIS A SR [ P01 1,05 ['°F] SR AL M BE 8 B B TP B ok oY« B AR S DU & 5%
(28.8umo1;0.500mL 57. 5mMZKIATR) Yk tE , A8 21 [ N e rh o T CIEFRBERT IR,
588 I e 24 BT A B I FES N O BT A A B TR AT IR AR L 54 (23 . Opmoll
2.00mL 11.5mMZIRE7A7R) AR FIHRIFII TSR A PU & e AR S DU & s (IR A9 i i
TAAEI90°C HAERFL02 B B e /KM BE TS8R Hal it HPLC & Waters Xterra MS C18%F
FERE K/ G v B 0 B e 2l o W B = = e, 3R I R A e, e 1B i C 18
Sep-Pak® i {7 1 i AR O ; S8 W0 A BA AEC L8 IS Ak P HL 75 58 - ARAR FH LAt
PR 77 KT BB I b C RS Ve i R e 11, HIRCER B8 - P IR 0 — DA RE Fh R AR
(K3 SEFRI O B e , e 130 . 22um K B 1t 8 2% [ 4% 36 B i W/ N o

[2220]  2- (U T 2E) -4-5(-5- ((4- (-3 HARD) D) FEHIIE) S20) WA - 3 (2H) - i m] i
AR R I 51, PAB2 % UL 2723 4 - FREE SRR 2 - ((4- (((1- (BT 35) -5-%(-6-
MISEIE -1, 6- " EURAE -4 - 35) 525 FED) ZRIFED) S50 QRIS ol A TR B IE <
[FE P 5 WA 28] 245 i i B P IR 5% o

[2221]  CHB4y -1 FHORA NEPTIS{ AR il 41 5 711

[2222]  1THEZ/E280RA NEPT TSI AR il 25 1tk 5 A Al pir PR (R I R B ) s A
[2223] K SABI65A M 10 MBI Jie DNs s 4 22 2 5 iR, Bt e ai o BH 25 - S B A e
PARSIS A SR (0 [ P01 1,05 ['°F ] S0 AL M BE 8 B B TP B Rk oY « B AR S DU & 5%
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(28.8umo1;0.500mL 57 . 5mM/KIAWR) VeI EHE, FAL B SN Aae o H G REFIT AR,

I8 I e 44 BT 05 o B I FES DN NG ELU R A T IR AR B T2 AT IR L 59 (23 . Opmol

2.00mL 11.5mMZ VAR AEEE FR I ERTS I JOK I PU AR 20U C B TR &9, BE TS

I AAE190°C HAERF 1053 8. B TH/KFA BT 157K Hal i HPLC 2 Waters Xterra MS CI8%

Eﬁ%ﬁ/lﬂ%@%ﬂﬁ?ﬁ%%oqﬁngﬁ#%ﬂ@,%Tﬁ%ﬁﬂ@ﬁ%%ﬁ,%}ﬁﬁﬁcw

Sep-Pak®JE A oL JEVARS G O 5 SR A ek B AEC L8 IR ER AR PN EL 77 5083 AR AR FHIH A I

MR 1 R B Bl e 2 CRE D i R 3B 17, FLSCER IR« BT I BR ik — 2 AR It kA5

I SRR 4, Bt 5 1830 . 22um K i e =5 H S5 158 2 e 90/ ML

[2224]  2- GRUT3E) -4-%(-5- ((4- (-3 LAI) HEL) ZR L) 55D WA -3 (2H) - m] f

ARSI 51, LA48 % U 77 238 F 4 - R ORI R 2- ((4- (((1- GRUT AY) -5-54(-6-

MSAZE -1, 6- 4k -4~ 35) S50 FHED) SRHIL) S0 JRsiiles

[2225]  524fl67

[2226]  KEFRAVLHZR D ECAIE 2

[22271  AFSy -HE 0

[2228]  {uf3 1 ok B2 3508 i Mk 42 52 i IOk PR 9 34 s 52 770 (£ 15 C 1) R B8 7 4% 25 R KB

(Sprague Dawley rat) (250-350g) Fif#% (50mg/kg) [ bb 274 (sodium pentobarbital) ,fif

JEEPN al e U SN o AT 155603 BIN, (51 204 I S HR S iy T A VR i o [
JE MR P A LSS HL BB E (Wallac Wizard 1480ukPackard Cobra IT Autogamma) ;its

ST JE’JEﬂZ?H/A“&WEEEJkEiE/T SRR A b/ s (% 1D/g) «

[2229] U\Tﬁfﬁ% PRI T 288 98 R 7 o3 IO S 31 IR P PP (R R S S5 R RFIE - 4 - 6L

S EE R

[2230] 5:
I

K

[2231] 4.4k 4‘@7]‘93%%%
xﬂ R R F R’ R R J K M Y
67A | t-Bu| CI | H | CH,O(CH,)F|H|H| O N/A N/A H
67B [t-Bu| Cl | H H H|{H| O N/A (CH),O(CH,),F | O
67C [t-Bu| Cl | H Cl H|{H| O N/A (CH,)sF 0
67D |t-Bu| Cl | H H H|{H| O N/A (CH,),F 0
67E [t-Bu| Cl | H H H{H| O D, D O(CH,),F ¥
67F |t-Bu| Cl |H| O(CH,,F |H|H| O N/A N/A H
67G |t-Bu| Cl | H H H|{H| O | CH;, H O(CH,),F C

[2232] | 671 |iPpr | C1 | H H H| H| O H, H O(CH,)LF | C
671 | t-Bu |CH; | H H H|{H| O H, H O(CH,),F £
67) |t-Bu| Cl | H H H|{H| O 0 O(CH,),F C
67K |t-Bu| ClI | H H H{H| O N/A C=C(CH,),F | 4t
67L [t-Bu| Cl | H H H{ H| O N/A 2-FmEnE-5-5E | g
67M | t-Bu| Cl | H H H|H|CH,| H, H O(CH,),F {
67N |t-Bu| CI | H H H|H| O |tBu, t-Bu F Si
670 |t-Bu| Cl | H H H|{H| O N/A 2-FEmE-3-3E | O
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[2233]  3R5: 41557 BN 525197 PR (% TD/g == SEM)

ZH M HTE L A #
67A 0.03+0.01 0.08+0.03 0.65+0.36 0.07+0.01 0.05+0.01
67B 0.49+0.02 2.334+0.09 1.66+0.06 0.49+0.04 0.41+0.01
67C 0.26+0.05 2.67+0.17 4.21+0.29 0.50+0.08 0.37+0.05

67D 1.11 3.61 3.63 1.00 0.37
67E 0.17+0.02 0.66+0.09 4.80+0.27 0.39+0.05 0.36+0.08
67F 0.32+0.05 0.40+0.04 1.9240.15 0.41+0.03 0.28+0.01
67G 0.50+0.18 0.33+0.10 2.19+0.36 0.46+0.12 0.32+0.11
[2234] 67TH 0.45+0.02 0.46+0.01 1.14+0.09 0.41+0.01 0.34+0.03
671 0.11+0.02 0.33£0.02 2.34+0.57 0.19+0.03 0.18+0.01
67] 0.50+0.02 0.32+0.01 1.1940.25 0.39+0.02 0.34+0.01
67K 0.07+0.03 0.99+0.06 2.68+0.35 0.37+0.15 0.31+0.09
67L 0.14+0.01 1.71+0.36 1.19£0.18 0.29+0.03 0.18+0.01

67M 0.53+0.13 0.96+0.10 2.54+0.20 0.97+0.13 0.35+0.05
67N 0.22+0.04 4.91+0.49 0.65+0.09 1.31+0.24 3.47+0.80

670 0.07+0.03 0.99+0.06 2.68+0.35 0.37+0.15 0.31+0.09
s/ B B wr B HIA]
67A 0.15+0.05 0.38+0.08 0.1440.05 0.06+0.02 0.09+0.04
678 N/A 2.25+0.05 0.37+0.02 0.80+0.12 0.19+0.00
67C N/A 3.04+0.21 0.42+0.01 0.33+0.01 0.24+0.04
67D N/A 3.81 0.74 0.21 0.14
67E 0.82+0.07 2.61+0.18 0.97+0.11 0.50+0.04 0.77+0.09
67F 0.52+0.04 1.04+0.10 0.50+0.04 0.44+0.04 0.60+0.06
67G 0.41+0.03 0.88+0.05 0.59+0.03 0.404+0.05 0.35+0.04
[2235] 67H 0.44+0.03 0.78+0.01 0.43+0.05 0.36+0.04 0.38+0.02
671 0.43+0.10 1.1340.11 0.49+0.10 0.28+0.04 0.28+0.13
67] 0.23+0.02 0.39+0.01 0.360.01 0.28+0.02 0.38+0.04
67K 0.55+0.10 1.35+0.14 0.36+0.04 0.27+0.02 0.28+0.02
67L 0.36+0.06 0.65+0.07 0.3040.05 0.31£0.01 0.27+0.02
67M N/A 0.79+0.07 0.55+0.31 0.52+0.19 0.24+0.04
67N N/A 0.51+0.09 0.03£0.00 0.14+0.02 0.06+0.00
670 0.55+0.10 1.35+0.14 0.36+0.04 0.27+0.02 0.28+0.02

[2236] 36 71603 PN ESEFI 3 O (% 1D/ g+ SEM)
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Ea V¢4 V77 d 0ry 3 V4 ) 4

67A 0.11+0.02 0.11+0.02 0.84+0.22 0.11+0.02 0.09+0.02
67B 0.26+0.04 1.34+0.22 1.584+0.13 0.27+0.03 0.20+0.04
67C 0.20+0.07 0.65+0.12 4.54+0.29 0.61+0.32 0.18+0.02
67D 1.00 1.49 4.66 0.96 0.23

67E 0.26+0.03 0.53+0.06 3.61£0.45 0.34+0.03 0.25+0.01
67F 0.48+0.01 0.39+0.04 0.87+0.02 0.44+0.03 0.31+0.01

67G 0.47+0.04 0.32+0.03 0.98+0.16 0.38+0.03 0.28+0.03
67H 0.55+0.02 0.40+0.02 0.55+0.03 0.42+0.01 0.35+0.02

671 0.16+0.01 0.30+0.01 1.78+0.15 0.19+0.01 0.13+0.00
67] 0.58+0.04 0.35+0.02 0.50+0.03 0.42+0.02 0.37+0.02
67K 0.03=0.00 0.83+0.17 2.46+0.27 0.15+0.03 0.11£0.02
67L 0.10+0.02 2.06+0.27 0.62+0.12 0.21+0.02 0.11+0.02

67M 0.734£0.16 0.43+0.04 0.55+0.06 1.03+0.22 0.26+0.03
670 0.03+0.00 0.83+0.17 2.46+0.27 0.15+0.03 0.11+0.02

[2237]

B R 1273 V] BE HIR
67A 0.13+0.03 0.23+0.03 0.14+0.03 0.17+0.04 0.18+0.04
67B N/A 1.17+0.20 0.30+0.02 0.78+0.22 0.15+0.04
67C N/A 1.77+0.25 0.44+0.03 0.84+0.07 0.26+0.02
67D N/A 1.71 0.69 0.26 0.18
67E 0.43+0.05 0.98+0.04 0.62+0.04 0.69+0.05 0.69+0.17
67F 0.48+0.01 0.60+0.03 0.38+0.01 0.57+0.04 0.43+0.07

67G 0.26+0.01 0.44+0.02 0.39+0.05 0.58+0.06 0.33+0.01
67TH 0.32+0.02 0.49+0.03 0.43+0.02 0.71+£0.06 0.31+0.02

671 0.23£0.02 0.48+0.04 0.36+0.01 0.31£0.02 0.35+0.09
67] 0.23£0.03 0.42+0.02 0.43+0.02 0.40+0.03 0.31+0.02
67K 0.38+0.02 0.83+0.08 0.36+0.03 0.37+0.05 0.39+0.04
67L 0.33+0.08 0.40+0.08 0.22+0.03 0.78+0.15 0.20+0.06
67M N/A 0.43+0.04 2.33+0.12 0.43+0.03 0.31+0.04

670 0.38+0.02 0.83+0.08 0.36+0.03 0.37+0.05 0.39+0.04

[2238] B4y -PETIS S FIHRHE HEAY

[22391 £ 4 E AITRBRaR (10 22 R S 3 22 R K SR 34T PE T 52 o B i 6 2hin e 1o 14

PETEEEAN (Focus220, CTI43 it 52/ m] (CTI Molecular Imaging) Bk KAITR E 2850 B/

7] (Philips MOSAIC HP)) b Hafiid EEFRE K S 4 i 5257 () 1mCi) o AEE S 2 s B
AR HAE 605 BRI 28 1F  AE RN 2 J5 , AE 256 X 2568128 X 12815 Z AR (43510

microPET ManagerMIASIPromkPETview) HHEE EEAS &S HAS IE T - FR i 58k 104584 A]

B A ST E B R 1

[2240] 1o [F16TALE AR AR AR M

[2241] K25 5k [F] 6 7TBLE R LA 3k 1%

[2242] K35 R [F167CTE KRR F R % .

[2243]  [El4k ok [F167DIE KRR AP IAR A EE 1

[2244]  [EI550 R [F16TELE KRR AP IR R MEE 1

[2245] K65 1% ["F] 6 TFZE R LA 3k 1%

[2246] 75k [F167GAE AR PRV 4

[2247] KIS [F] 6 THEE KU AR 3k 1%

[2248] K194 1 ["F16 7T R LA 3k 1%

[22491 105 [PF167 T KR AP AR 2 14
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[2250] P11 5o [PFT 6 TKAE IR AR e e

[2251] 1285k PRI 6TLAE R AR e

[2252] 135505 [*F] 6 TMAE KRR AR M

[2258] 145 % PRI 6TNAE IR Fhi R e

[2254]  [R1550 < [ *F16 7078 KR A A 2k B .

[2255] 5215168

[2256] 52RO

[2257]  AEBy - HF4nffa il e

[2258] ¥ IR RAFTIHF 4RI H Celsishk AN RN vl (Celsis/In Vitro
Technologies,Inc.) (B5H M E /RIEETT (Baltimore ,MD)) HAF{# H 2 B {7-4F-150°C
oSS GRA MRS - AR RSB HENE , 157 (rhesus monkey) ) i) (FEME:,
KGR (beagle)) T CHEVE, BP0 % B9 LASOKER (EVE , S0P 2 R ER) 112 FhiH-41
I o FERF T 24 R, A A DR A/ LR 10 P 4 AR U AR ASN, , B i TS 2 37 e CoK Ty
FIRFEET5 - 90FD DAAR IR o K5 JH- 40 e A 2 21 el A KHB R HLUAS0 X g 25,0063 8l 7725 i
TCEAERT AR PAL X 10% S/ 2 TH Ik B B 7% T KB i@ i 4 1% (Trypan blue) HE
iU S A A7 1

[2259]  BEST - 40 H

[22601 (A A HAE3TC/59%CO0, A4 (1X 1041l /2715 0. 5nl) Fiis a5
F0.15.30.605 1804 7, i J7 ELEHEAZ 2] £ (1. 0mL) H, i 3070 H.EA2500 X giZ5.002047
Bl B F BTG RN B DA AERUUR MESTCI NS Fh 25 A IS BAE /KR &2
2 i, 1B HPLC &R B A 23 AT

[2261]  CHB43-HPLCATHfT

[2262]  AERFAEIRERIRE (25°C) A1 . OmL/minifi sl % N, £8Agilent 1100HPLC (Bhi%i% %€
MR R 2 e R /v 5] (Agilent Technologies,Burlington,MA)) {ii FiPhenomenex
Luna C18%4F (5p;4.6 X 150mm) 43 HrHd A AR HED « B2 ZhAHA S50 1% HHFR P /KIS
W, HREAHBE 0. 1% R I S MG - 15 FHANG % 2190 % BRI Z& Ak B I 1557 PRt 1 T
VA o {1 5 % B 543 A Ji I TR A A -1l o T A 2% y sl BinuAs il 4% (INUS, Tampa , FL)
TSR

EEN Vakiag ks
35 30
25 71
9 73
16 20

1 20

[2263] 45 19
40 34

57B 31

43 63

48C 95

61G 6

62B 98
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[2264]  Fr RSV BRN R 2110 2 W, AR s SR T kB S], AT
He R E A S AT B AR « R, 75 B A 75 1 R S AB00 A 1l B 1
FRAERR , 225 B F s & A MR RSB, LRI, £ Bl 2 RSB SE 23
NN A R BT H

[2265] B ARACSCOR E IR IR BIACR I T 55 0, (H AT AU I BOR A AR 5T 1%
TR ML BT 3R/ B T I TASC R I RER/ BRAT A SRR O S5 R A/ Bl —
AR, LR AR FORN/ BB B — RO IR T A R  SEE—BRAiiok ,
G BARN N5 T T ASCRTR IFTAT 2580 NS FPRNBC B AR PR MR HS5CbR
S ST PRRD /Bl 1 R AR R R R Bl i A A B B0 B R I RE o AN ASE FH S
i, Fir JE USRI BOR DR AR 2 B BB 5 A ST ik AR W RR A8 St 1) 25425
Yo IR, B T A LAF 5l B i Sk 52 0 LB Bl A ASOM) 2R DK HLA5 25 Y s
N AR IR UAAS R R e s AR L AR S0 A WIS R AT A B
fIE ARG st PR GG/ 5 - AN, AR R« AR G Wit MRl R/
S AR LIRS A — 20, WP R RIL XL R G0 Wit MRl kN /o 7
HAT A2 A3 AR T AL TENE N -

[2266]  [GARBABATE IS AR, 75 MIARASC T FHROAE T 1] “— (a/an) " AEACTHL B A5 FIAL
AESR FP Ry S5 =D

(22671 QpASCRT FHFJEER “F0 /Bl A A A5 RSN R rh SR ARy SR A I 5 2
AN ME—F BN IV A — 2 DU IS A A AL B IR O S 7 A o B AR B 1
TR S ZAAB, A W AHESe A AR F RN/ 50 B E PRI E R NI e 25, e S
FEERR IR ARSI BRI, P AR TR ST, 4 55 4n “00 57 B S e A fi
FHINS, B2 2 AR/ BB” AT AE— A S e Bl rh F5- AJCB (U S FRBRBIMI B 20) 5 48 55— 5
BITFEABICA (T AR ERASM B 20 5 48 X — St Ih iR 5B (L Wi e 5 %)
o

[2268] G SCAEASTE A5 RVSCRI R A BT, “BlC” R 9 A 5 4 b S e A A/
SRR S AR, 27 b 43 1) 2% N, “BIC RN/ B0 R AR (O, B0 fhis 2 22
R RF RN D, i B DA ARG A5 MRS 280 45 H RAEAE
HABATR 5 HOAREC, 75 4R 0 —7 5 —&" 24 TR ZERIN, - A R
FERG A — R ZR BT 2R TR R — AR, AnASCIT R “B S At A (4 ™M
VBT BT E ) A RSOy T s R R (B —
FMARPIE") o “FEAC by 2B 4 T AUR EOR N, BEAT FLAn R e rb fir H
H—B 3

(22691 UASCAEASTE A5 RACRI ZER A BT 112 K — s 2230 Bl “ 2 b—"
BN AR H ERTH A B AN E RN E D — DB IR ETE LN
FRESIZEH A R D — 3 B AR B TE P B AT o e S 5e vF i)
(e AR RE D —" B M B RTE RN E PRI R SN 2, o S E bR
TR EE ZADCETC I R, VR D9 ARFR A PR 54, “AFIBr 2R /D287 (iS58t “AskBrh 227D
— B BRSO AR/ B D —7) AN iR D —A Tk AR — A LA
FAMTEB AL (ALt S IRERBIMY ) 5 £ S — S i e 2 b —A T (i —A
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DL BIfi A FAE RIME e U FRER AN B 20) 5 A X — 3B e 2 D —A> A iE—
AL EARZE D —AS ARt B i — DA B (e iR B 5 20) 55

[2270]  YEHE L RVEHEIVA N FiR i BA4s, BT A %8210 (transitional phrase) , 41“f
BRSBTS/ WA R SRR R, BB R RS (AR
) AR LR L R i A e T EE 2111 . O3Fh ATt , (e i “py -+ 2R T “EE
oo S B4 A sk S e,
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5—1 min | 0— min
I 5 BB 1) (min)
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| —10 min 50-60 min
FESS )T B ] (min)
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A e
HF 1 e

5-10 min 50-60 min
VESS T B [E] (min)

43

5-10 min 50-60 min

VE S IR (3] (min)
%14

VE ] J560-65 min

%[5

219



=
o

i

i\

CN 113754589 B

O

T »

Rt

CAE

-65 min

60
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A
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60-65 m

5-10 min
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O flE
T «

5-10 min 60-65 min

5B )5 R TE] (min)

48

5-10 min 60-65 min

VES G B (8] (min)

%19
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5/9 71

JL\HH{ =
HERE

5-10 min 60-65 min

VES G T[] (min)

60-65 min

{5} S HO I 1] (min)
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Cofp
JHT U §

5-10 min 60-65 min

VEST S B[] (min)

&{12

Jt‘\ﬂﬁ-{
JHJUE
5-10 min 50-60 min
7 3 5 B [E] (min)
%13
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&]14

LI s
HF I =

60-65 min

FESS S B 1] (min)

&]15

224



8/9 Tl

5]

B M

i

i\

CN 113754589 B

gL

}

oty

t

MRk e Hr (13

i

lan e

IRGRISL Enat:o

f

ﬁ|ﬁ%ﬁﬁﬁﬂwﬁ 7 7

ks 5 14

£]16

225



N 113754589 B W OB BB 9/9 T

@7 |

PRt
Wﬁ:&w
R L "

1 -

Rl B
X% e |

WU U E

&{17

226



	BIB
	BIB00001

	CLA
	CLA00002
	CLA00003

	DES
	DES00004
	DES00005
	DES00006
	DES00007
	DES00008
	DES00009
	DES00010
	DES00011
	DES00012
	DES00013
	DES00014
	DES00015
	DES00016
	DES00017
	DES00018
	DES00019
	DES00020
	DES00021
	DES00022
	DES00023
	DES00024
	DES00025
	DES00026
	DES00027
	DES00028
	DES00029
	DES00030
	DES00031
	DES00032
	DES00033
	DES00034
	DES00035
	DES00036
	DES00037
	DES00038
	DES00039
	DES00040
	DES00041
	DES00042
	DES00043
	DES00044
	DES00045
	DES00046
	DES00047
	DES00048
	DES00049
	DES00050
	DES00051
	DES00052
	DES00053
	DES00054
	DES00055
	DES00056
	DES00057
	DES00058
	DES00059
	DES00060
	DES00061
	DES00062
	DES00063
	DES00064
	DES00065
	DES00066
	DES00067
	DES00068
	DES00069
	DES00070
	DES00071
	DES00072
	DES00073
	DES00074
	DES00075
	DES00076
	DES00077
	DES00078
	DES00079
	DES00080
	DES00081
	DES00082
	DES00083
	DES00084
	DES00085
	DES00086
	DES00087
	DES00088
	DES00089
	DES00090
	DES00091
	DES00092
	DES00093
	DES00094
	DES00095
	DES00096
	DES00097
	DES00098
	DES00099
	DES00100
	DES00101
	DES00102
	DES00103
	DES00104
	DES00105
	DES00106
	DES00107
	DES00108
	DES00109
	DES00110
	DES00111
	DES00112
	DES00113
	DES00114
	DES00115
	DES00116
	DES00117
	DES00118
	DES00119
	DES00120
	DES00121
	DES00122
	DES00123
	DES00124
	DES00125
	DES00126
	DES00127
	DES00128
	DES00129
	DES00130
	DES00131
	DES00132
	DES00133
	DES00134
	DES00135
	DES00136
	DES00137
	DES00138
	DES00139
	DES00140
	DES00141
	DES00142
	DES00143
	DES00144
	DES00145
	DES00146
	DES00147
	DES00148
	DES00149
	DES00150
	DES00151
	DES00152
	DES00153
	DES00154
	DES00155
	DES00156
	DES00157
	DES00158
	DES00159
	DES00160
	DES00161
	DES00162
	DES00163
	DES00164
	DES00165
	DES00166
	DES00167
	DES00168
	DES00169
	DES00170
	DES00171
	DES00172
	DES00173
	DES00174
	DES00175
	DES00176
	DES00177
	DES00178
	DES00179
	DES00180
	DES00181
	DES00182
	DES00183
	DES00184
	DES00185
	DES00186
	DES00187
	DES00188
	DES00189
	DES00190
	DES00191
	DES00192
	DES00193
	DES00194
	DES00195
	DES00196
	DES00197
	DES00198
	DES00199
	DES00200
	DES00201
	DES00202
	DES00203
	DES00204
	DES00205
	DES00206
	DES00207
	DES00208
	DES00209
	DES00210
	DES00211
	DES00212
	DES00213
	DES00214
	DES00215
	DES00216
	DES00217

	DRA
	DRA00218
	DRA00219
	DRA00220
	DRA00221
	DRA00222
	DRA00223
	DRA00224
	DRA00225
	DRA00226


