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Ah iz EWIE T TR 9T MR R 22 BT , JUFHEE NE PR PR o

[0145]  HX&IRTT

[o146] AR BHMAY, LR (D WA SHINAR 2y BrEErE 25 / BRBUR #ivs 253K
GeaiEN BRI AR B T A/ BT B

[0147]  SHPMBZL B Z5H0 / sRBTR A 2500 S

[0148]  Rejlh, AR AL A, JLHZ X (D A-EWmT 5 B A H 80T & s kT
CIAH I HTIDAR 25 DLAE RS 2501 / Bpiks A 565 T AT/ BaT 7 oRS ol , e a2 H Bk
SETHCHN /) SRR TR o NAZTE 28, AR LA A e 254 m] UL LLIRT B | 8l sl 22 74
MBS SR T3 A/ 8GG7 IIARE R / BRAE RS . IX A il 5] LU , 461 40 i
XA BT ARG 2, AR AL A1 e 2540y m] DL CUSRST K 259 205 40 T 2 R )
EIWTL5 24

[o140]  [KIUtL, A BV K A PR 25 A G0 FEAEAE T H 53 M — R ek 2 Fh ik B Pl
AR PUAE R M PURS MR 25 AL S 9 o

[0150] & B 2R BT HNAR 25 A 45 2% AP b IR 22 5 0o 3] 228 48 M 1 375 2% B 0 il
7 (SSRI” s) « F e AL B PR AHIFR (MAOT” ) « B & A AL 1 Rl i #5710 (RIMA” s) « Ly 25
A2 B B ER PR R EID AR (SNRT? s) 25 WS b IR 25 me RRe Sk 1V R Re B AR 24
(NaSSA” s) A& 52 i 2 B R 1~ (CRF) F59151. a =& b 22 2 RS PUsRI A A B Hr Hp AR 24
[0151] 25 A I i 2 et EDU I o) 5] ) 26 " S 491 B i B KR AR L UK B L 2 B8 S TAT KR |
AT BH B B2y F b B BB AR 2 FOE AR I B AR B PR YT S AT 2 B
[0152] L¢Pk 175 25 P OO A3 1 3 ‘B S 49 A 456 PV T AR 2D BH L I 2 P T &5 it Ak

&L E
[0153]  FfuJfg 8 A P U ol 570 10 32 B U 0 458 57 5 Tk 2R S SR BRI G S w) ok 75 22 S
A2

[0154] 5 frag S Ao T P M X010 ) 1) PO " S 09100 o e D e B HG ] 25 2

[0155] I BN 25 AV ik % P S EDCTM A7) 10 3 e i A1) B 5 SC i S eml 2 A 2k
[0156]  ={I= i LTI 24 1Y) 3 B S 9] A 478 2 AR AL B 5k 2y WA ] o WAL A9 V0 2 vl
At B S mT 2

[0157]  HE3E A B HTAMAR 25 CLFRRT Mm-S (Rl fr PR L 22 KSR T BR AR/ SR RS
259 B S azamianserin, BRI RIRHIMR 2R SAE UK e | EE IS A0 IR
TR W] AR AR S 2 B UG SO SO B G S D A O R 2 SR SRR R
LB R HBRA U 3 S AR AR R 2 B ZARE RS AR FEIRAR AR
SEVRVT Py 0 AR by B g0 = IR I B A W51 L B 2R L B I Wk 2 YRR AR L R 9
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VEYT v HE A BH L St v BH L S& At BH L 36 il K 22 AR ORI ORI AR K BCF
monirelin ZZF7 VU ZRARVE  JE WALIZ A K S5 VA P TT B B AR B v b A LR g
2. pirlindone . ZEMERE  FIIH R UG FIE 2% | sercloremine. =R, VG A5 il B  £F AT B
it &7 R B JE Vb 2= IR ZE R IAR ] . thymoliberin MEZS VT B B R 2 FE2F I fEAER
PEFEIE VD FCSEVOVT  HE R | AE AR | 55 26 ) i R U R L e R LT 2 L, DA A
< 22 Bk 5 25 B G 22 Bk B e AT T B )
[0158] i B FHUAE 8 25 KM A0 6 R — W AR s 280 5-HT,, 2 ARSI s 5507, JCH
J& 5-HT,, I 73 BB 7 A B2 BURE R 7~ (CRF) F5077) HA 25 B A I Al g v M 104k & A
EHTE FRIENEY . BRI A a0, el G MhE R AR AR A
A L B AR 24, 49 kb 8 s RROE A 28 I 25, N I S ER L B T B =R L S
ﬂk\oxcarbamazeplne R R O IR DA B2 (ERER ) 25,
[0159]  J&i ‘B HIPURSE #H v 25 3 B I &y T, JUH R L E R iR #h s Bl & 8 35, JL i
FR &R BT RWRYT sPTHLIREE A0, JLH 2 ,ﬁéfﬁﬁl@&ib s ARURAN 2 s R AR, TG xEni:
FREh IR RWERET IRIRA) 2 AT fthdr 3, IR HEhFR &h A bR s TN B &y 5k, JUH 2
SRR s RAR AR, JEI 2 H iR #h ’%LW”% A %HEE SEEURAR ;= iz s/ Bt
T RILBEIR AL s EUIRMER ; SR 555 s SR AR, TSR HL O ok iR 3h s AR FE, JUIL I3k
#h EEEF selothixamide, JEH 2 H BoRR H ’%Lbk¥ HW%TJ*@ JEH R H IR
WIRAN 2 A A, U R H AR IR 2h 3R JE KRS TP mIvk s A s dy o, JUH 2
SLLEMR TR PEIREEA / BUEh PR 2R s A A WR I 5 9w 0K 5 U itAR S35 AR AR, 0 Ho 2 L R R
s KRN s BIRNE I O LI K 24K, JOHR SEEh IR 2L s O UREE 38V s SFLIRYT
JCIRBEHIRR h SR RIS s FmF KO UREE OKRFIIRYT M efifd, ﬁ,ﬁ\aﬁﬁﬁﬁ&%ﬁ,%?h
A, JCHGR BRI L R WSS, JCH R IR B R UR %&ER:F s BRI ; LA £

‘F# Hﬂl

=

WA, JCH A TR IR EE FRIR AR s L5500 SRS, JUH R IR IR #h S VT vEIREE (IR
VOl SWRVAERE , U %Eﬁ—m@&i /G s ], jﬁﬁ%ﬁﬁ&@ﬁfn %zﬂ% JCHR 4 i
FREh SN AP, JUH EoR PR #h s TN R, JUILJE HEER R #h s~ s B S0 B s I B Al
rimecazol, JLH 2 ,\m‘tﬁé‘ s FURMKEE, JUH R SL IR ER s & WMk s W FEURIE SBIRFE &7
) I ACRIE R B A QRN s SO R AR WR SN, JC R L Eh IR & B iR, JUSL 2 AR iR £
=g PR, UHR IR E s =R R AR R v, R R ER B - A e
RS

[o160] [FIEHLEM

[o161] AR WIL&4, LR (D (&R LS e B e BA L TE B BT 15 B
B AR TG PR . T S e BRARTAI AT LA, 8 i A s i s i i 1 L 254
o A 2 B S B8 R I HE R EE A W AT R IR AT AR s 3 MR 38 B e B I RIiE
5 e P R [ T A A0 D o) 00 AR e S D 5], DG G A2 HMG—CoA 3 Je i 1) 1) 51)
HMG-CoA & S B HI T« HMG—CoA & JiR IS5 PR SRk Hil5) . CETP #H57) . ACAT FPl5H . /1 &
K5 BRI CB=1 FEHUF - JH [l B WS e D T, 49 Wk 3T 22 A %%

[0162]  AFATT ] HMG—CoA 34 Jo B il 37 T FH AR AN e BHIR & 25 2 P R 28 Rk &4 BRAE
T3 Ui B, AR SO AR T “HMG—CoA I iR BEHI 57 7 2 FR 4 i 28 AP 56 G — Ik - 4 A 8
ik HMG—CoA I Ji g 14 P8 Ak, 1r) B LR IR AR ) AL AL B ) o IX S “HMG—CoA 348 JE g4 11571
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FEBUIEARABYT  EARAYT S ARANY T ALY T < rivastatin FIBTFEARARTT

[0163] 4] HMG—CoA & BelH il 3710 n] AR A R B & 4 25 P 30 — Mk &4 BrAESS
AU, ASAEFHIARTE " HMG—CoA A BB TR " 2 Fad0 il i S WEAHEE A TN Lt £k
A BT HMG—CoA & R R Ak Tr] F2 25 PR R I I — 4l A AR AL AL &4

[0164] AT HMG—CoA 34 J5t fifg Jik PR 38 25 49 i) 57005 ] A A I BRI 5 25 245 0 | 5 — Rl &
Yo I e AT LR LT DNA % 5% () HMG—CoA 345 Ji i 4 S5 3 157, 302 BEL 1T 4 65 HMG—CoA
I JE R mRNA 8128 49 2 1T BRI o I NI AT DL B 5 e S s B, B
AT DATEH [ B2 A= )6 BOBE A — Fh B 2 PR A A o B Bl P AL S, BE T
DL B A EIRTEE A R AL

[0165]  {TAr] CETP #iil5n 3t n] FHIEA R A48 25 h 88 — AL &4 . BRAES A UL, A
SCAT I IATE “ CETP #5702 FaP0 i iR [H i AR 4% tr 3 (CETP) 15 1925 P [ Tt s R
I =M B HDL 7] LDL 1 VLDL H4%5 12 b &4 o

[0166]  fTAr] ACAT HPlFRIHS o] FHIEA R B A 25 h S AL 64 . BraAE A uiil, &
SCATE I ATE “ ACAT 570”2 Fa 0 il B HH [ B LW CoA [ e Ik J2 6 5 T 1 4 e
W BSIL I E

[0167]  (FART A1 % i 5 P )R W] R AR AR i B IR & 25 24 P SR A 59 . BRIEDTH
Ui B, ASSCAE FH B A TS A 2 4 BB 5] 7 2 TR A N5 Je B IR 4 il M B M &
FSCBEHEAL 4 5 T AR R AL S )

[o168] 4G

[0169] AR Wiy K 25 WA G40 A0 W] 245 FH 23004 slRR R TR AR DA 1t B 3 IR 97 1 2
AR\ AEY, TR (D AW (D) ] 25 H 0 B8R sl i 6 n s &k H 7 ARk 2 55
R AT N- AT s R T A

[0170]  ARHNAEY, UIEK (1) 4G9 F00] 25 FH IR B ) 0 s £ LT AR A 2 57
R PRI X3 N=- S AT A sl L e 3 TR 2L sl S AT R 4L 6 5l A mT B il e 5
2 BN ZIMER . EAEAEMAGMERREH T RAEGMITEHEY.

[0171] & A K 25 G, B A S0m R 2 A ), AT Bl 3 % A i
YER o 5] 25 IR SRR G, IR P 75 45 25 IR X, 80k mT L2 S A K. iIXEe 25
HEWILILE TR O B 45 B AN ER sE RN 25 B0, 76 DG ZL A 59
() ) 4%, AT 48 FHATART 5 R 25 0 o, 8 T BRBUAAR T3], 48] 2 e A8V B 5 T )« L5 A
W OLT , ATAT R A H B2 B2 55 s B AR 30 ALSR IR A R AU L, T
A58 FH AR 2844, By B 22 pan b R SR CIETE FR CRE AR RIS . i IR S AL 5
TR, R ZEARER T A T DI A T 2, 7RI 2o Ol T, w8 FH 1 [ 4 254 3%
R R 5 W o X B AN 2, Btk — B G 22 /D KE 7 B T8 B K (E A ] B4 e i
a3 A0 B R o AT 2 S AR R A VIR e 2 R R B R K S A TR TR A T
TESTR . P A B R AR B A B R S5 8 v E S VR R R S FH TR I A AT AN A
BEAY g AR 2R G A 2RI . B8 T R A 20 AL &, SR T T s i L FE8
FEARVEFIF / 808 B R, Tk 5 0 BAT B A W IE BRI 45 A, 1K 2L 9 I iz
JRAN G = A B FIVER o Bk as inssml 43 Bh T B2 JBkgn 25 80/ slon] 4 B 1) 45 B e R 41
G XL EWAT LA R 2 46 anidE S sERsR) (spot—on) VB2
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[0172]  PCHIATIA 2 T MR A 59500 5 1 S A 50 B ) 250 A6 40 s ol A R 1R o AR SCASE A
(R A SRR 2 T 18 T B Ok B BT (R 584, e A B 5L TR I A S &
(R L A BT 75 167 R e BT PR 1 73 o e RS BRAT 1) 2R FRy S A)  a) (RdE ae
ZIR A ECE A B 7)) BB L AL R SR e I DEE A ) i R B TR R S, LA
M2 ARG e BT ARREAE R D IRA RN 2 I HSHOR, R IR &9
CUIRZE 25 1 254 A0 2 Rl A A

[0173] Pk, AR B K 25 A &9, A & AR A G —F e 2 fik 8
HUHDAR 25 DUAE FE 25 HURS s 25 R FRIERI  SL e B4, UL AGX S A0 T 4 2540 11
HH& .

[0174] WL 257, AVAEWHEIEL 0.0 EE% (EE%=HEENH ) 2
2199 %, BLIE, 20,10 EE% R4 99 EE% AKX HLEY, TEREE T 75
BULE AN S ERET. UAMA GRS AR RANE D — R H 2 ik B BrInHs
i HUEEIE 25 BURS A 2R B e R L e AL A ), AR B G R— ek 2 R B L&
YA AR E R LN 0.05 EE Y% (EE%=FEERNH ) 24099 E8%, H
DLk, 29 0.10 ERE % 22y 99 Him %, A WEE T 28 AWK S =&, i,
ARG FhaZ M SPRILLE AT L 0. 05/0. 94 ~ 0. 94/0. 05, EALE
0.10/0.89 ~ 0.89/0. 10, LK H AR EL sl

[0175]  "HAUSEifs) 5 A8 Ui B iy S PR i A A BT

[o176] X&)

[0177]  F3CH, “THE” 3R PUSNE, “DMF” &35 N, N- LR, “Et0Ac” /IR LM
LR, “DME” 245 1, 2- ML LKt “DCE” 248 1, 2- Z & L¢, “DIPE” J2 5 — R N 2L 1K,
“DMSO” i — FFENEAN. “PS-TBD” /2 SR G LA TBD, LK “PS-NCO” J&: JE S M) S RF I S+
FIRHE .

[0178]  fif Bh B % (1) S B AE b BT X e B 2% P 3 AT sEmrys™ Optimizer B 9
N #% (Personal Chemistry A.B., H Bl ] Biotage) . % X %% 19 Ui B = 0L www.
personalchemistry. com. X Z 2 ;e V.45 :MicroSYNTH Labstation (Milestone, Inc. ), i%
AN 2E 16 BH 452 I, www. milestonesci. com,

[o179]  A. HH[a[iR4k B il 24

[0180]  SLjfafs] Al

[o181] o) R4V &4 1 Al

[0182]
o L
o >Ny
Y

[0183]  ZEMIBIP b SN o 2— ZE4EFE £ (0. 010mol) \2, 3 & ALEE (0. 012mol) A1 1,8- —
BHVIR (5.4.0.) +—8% -7- % (DBU) (0. 012mo1) 7F CH,CN(20m1) FHIVES4 T 180°Chn
20 438 ZRIEN BRI R4 (PERF) :CH,CL,) o« B iR 73 It
RN o 31T 2. bg PIRMANEY) 1 CGEEZ S H TN — NI, it —24iil)
[o184]  b) ki &4 2 (1]l 2%
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[0185]

@\ g 0
o/\/Nj)\NH

N
[o186]  7E Tl V& 7 S o B B IA] R AL A 4 1(0. 0092mol) 7E NaOH (10ml 550 % ) Al
DMSO (10m1) FREIVEA T 150°C N 30 50 Bho $ S MR EWIVAEHIE 0°Co T 0°CINA EtOAC
AK. EANE, T (Na,S0,) , sEid Dicalite HFZERIEMRBH. Bk EWET G, Bid
FERGRE BRI AE S (e :CH,CL,/Et0Ac 80/20 4R 5 CH,CL,/2- A %% 50/50) « WAL= 4)
Ty 78 B o Pk B V) CBEBEI I RE S T8 o 3843 0. 92g IR MLAEY 2(43% ) .
[0187]  SLjifafy] A2

[o1es]  rhlaliAik &4 3 [l %
[0189]

8}
SO0

?

CH;
[0190]  7E 0 °C N, it #F 4- ¥ —2— 9 45 2 ZF My (0. 0246mol) \2- ¥ 2 FE nik g 4%
(0. 0492mo1) F1 =2 (0. 0492mo1) 7E THFE (50ml ; oK) RS . {EMIm T,
TOCTMAER ZRIKR =L (0.0492mol) o 4 RMNIREW T 100°CHEFE 5 748, A
Na,CO, 7K . VRGP EtOAc ZHL. #73 B A NUE T (NayS0,) , ik I 28 R o
PRV A Amberlyst 15(0. 123mol) i3k, 4R 5 I NH,/CH,0H 48 OB I, B Ja 22 T I
R A4k, (YRGS :CH,CT, (CH,0H/NH,) 95/5) o WEEF= MR oy I 28 RS 313 6. Tg
ARG 3(91% ) .
[0191] SR A3
[0192] &) WAL A 4 [l %
[0193]

Br

Cl

Ay

SRS

[0194] 4 NaH(0. 0049mol ;60% ) 7F DCE (1. Tml) FHIREW T 0°C FHEdE. T-0CF, 4y
TN 2- 28 ZBilE (0. 0031mol) [ DCE (5. 6ml) ¥l # R NIRAWIFEAEZMWE T 30 43
Be IO 2,3- Z&MEEE (0.0033mol) f#*) DCE (1. Tml) ¥R 15 R NAIR -G AER A b
T 80°Ch#k 10 43450, FZIR S WIEIT Celite I UESE FINTRAMA CHCL,. 75K IEWIH
Bl BeEY AT R AR AL (PR :CH,CL,/ Okt 1/1, 885 CHCL) o B
W 2R AT 0. 5g PIRAMAMAED 4(72% )

[0195]  b) A[ElkAk &4 5 (1l %

[0196]

0

SRES:
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[0197]  FEBEAP H R N HIVREY) T ARG 4 4 (0. 0023mol) in NaOH (41 550 % ) Al
DMSO (4m1) $iEFE 30 208PF 150°C. IIAK. HIAN EtOAc. 7 EHHLZE, T4 (Na,S0,) , ot €
HEREN . ZBRRWAEET T HEZAEHR 10g R 1) Sep-Pak 44k (PeliiF) :CH,CIL,) .
WA P oy R R . A 0. 060g AL EY) 5(12% ) .

[0198] SCEAR] A4

[o199]  Hr[alfA{b &4 6 [ &

[0200]
0
~N
Br

[0201] ¥4 2- F& £ mb s 2 (0. 0030mol) il 2 NaH (0. 0020mol 560 % ) 7E 1,2- — F 4%
E Ok Cml) PREEREDYH, T OC T, BRNIBGVAESE TR 15408 A
5— YR —2— FMLRE (0. 0010mol) o ¥ R NIRAW T 150 CHEMSE A ik 10 43%P. A 10%
NH,C1 /KWW ZIRA WA EtOAc 8L, ¥ 3 & AVUETH: (Na,S0,) , i yEIF 28 R o
AR ZME 7 10g R Sep-Pak AL GG 4L (PEMH :CH,C1, (CH,0H/NH,)98/2
F96/4) o WEET“ W5 FF A R FEH . 31T 0. 197g HhARL G4 6 (T3% ) »

[0202]  SZjifp] Ab

[0203] &) PR G 7 [Pl

[0204]
I /QBY
0
HyC” j’/‘kN 0
H |
0 CH,

[0205] A ZFERR TR (0. 0593mol) ) CH,C1, (50m1) ¥ LN F) 4- ¥R —3— A4 Ak
(0. 0494mo1) FEt,N(0. 0741mol) 7F CH,C1, (50ml) F KRG, T 0°C R HtHE G 15 S
TR YTE S TR 24 /N I HLFT NaHCO, 7K » 4> B A MLE, T4 (Na,S0,) , i3I
ARG o ZRARYH CBEALEE, b f5 i P8I T $R1F 12, 8g PR AEY T91% ) .
[0206] b) HH[EAL G4 8 (1) £

[0207]

;C B
3 \O H 0 /Oi T
H,C N
3 \O/K/ \n)J\N 0
H ]
o) CH,

[0208]  FERRE A RNV A TRARALE Y 7 (0. 0444mo] 52X 6. 4g) FIZIE LB — FlE
(0. 0666mol ;2X 3. 6g) 7 2— KL (95ml 52X 47. 5ml) FHNESY T 170°C N 15 438h. UE
HUTUE - 2- INEEA SBESESS, B S T1e. 3R1F :13. bg PR G4 8 (84% ) »

[0200]  ¢) PR G 9 (1)l &

[0210]
Br
0
oﬁ)LN/[ hg
|
Pﬂ¢\64J CH,
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[0211]  ZE B B 40 b R N K A TE) AR 4k A 4 8(0. 0373mol 52X 6. 75g) £E HCI (21ml ;
2X10. 5ml ;2N) F THF (98m1 52X 49m1) HHEVRAED T 150°C Ik 10 7380 4 S NIRA P H
CH,Cl, ZEHL. ¥ B MANLE T (NayS0,) , IR KRG 5% Y Sk, b
T IR1F 7. 9Tg HIRAMAN G 9(72% ) .

[0212] ) H[E ARG 10 [HeE

[0213]
Br
o S
N '

CH,
[0214] ¥ o A 4k 4k & 9 9(0.0255mol ;7X 1. 08g) « POCL,(0. 0767mol ;7 XL ml) A
Et,N(0. 0511mol 57X L ml) #F DCE (228m1 ;7% 32. 5m1) *FHIRA T 150 CHEFE 10 7358, A
AR Na,CO, IKIEH . 7B AHZ, THE: (NayS0,) » il JEIF 2RI 5k AE sk
FRIAEAEAL (BRIEF) CH,CL,/EtOAC 90/10) o WUERF=WI 5 IR R AT 3RAF :3. 9g l]
LA 10(49% )

[0215] o) PRI G 11 BIHIE
[0216]

Br

T

N

\[/U\N 0

@N g t,

[0217] ¥ ) RAL 54 10 (0. 0031mol) « 2K Z % (0. 0063mol) T K,CO, (0.0063mol) 7E
CH,CN(15m1) (RS AERB T T T 170°CHiE 20 73%P. A CH,CL,. JEHTTIEIFZEK
P o TR WA TG RE R AR AL (PR <CH,CL,) o WCER W 73 IF 28 IS5 o
AT :1g HIRMAAL G 11(83% )
[0218] ’gﬁ jﬁl A6

[0219]  a) WP[EA G 12 {2
[0220]

C1

oy

SRS

[0221] 4 PR B (0. 05mol) Y 1,2- — HFA 3 Lt (15ml) %5 ¥ M1 2 NaH (0. 05mol ;
60% ) 7 1,2- Z LI LLE (1om]) FHREEWH, T 0°C T HiH: . BiZBAWERP
T OCHEHE 10 23%p. A 2, 3- &Nk (0. 034mol) [ 1,2- 4L %6 (25ml) BT
TR RN IRAWBCFE RN 30 23 BP. K. ZBAE YA EtOAc 2 HL. 0 E A ILE
T (Na,S0,) , I IEFFZERE N K153 :9. 0g PR G 12( BEEHT T —RMPE, T
TE—baifL ) .

[0222]  b) AL A 13 [l

[0223]
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[0224] R Rl R4k 54 12 (0. 034mol) ENaOH(ZSml) FHDMSO (25m1) HTREY T 120°C
90 438h. IIAK. ZIEAYH EtOAc ZHL, AT NHACT K3 80N 243 55 107G HLAH
o ZIREWH EtOAc ZEHL. A IFFRIANUZ T (NayS0,) , I8 H 28 REH. REME
TR RE R AAAL (PEREF) :CH,CL, Fl EtOAC) o WA= o IF 8 RS W
DIPE Ab3E, B 5 it yEFF T8 319 2. 4g PIRALEY) 13(36% ) o

[0225] o) ARG 14 [l

ey

[0227] ¥4 rPlE AL &4 13 (0. 012mol) « Fr R4 &4 3 (0. 015mol) « Cul (0. 012mol) . N,
N’ - —HIEZL 7 (0.024mol) F1K,PO, (0. 024mol) 7F —WEke /DMF (35ml ;5/1) VR &
WILERC b T T 180°C it 15 438k, N CH,CL,. it Celite JERRFEMA, IF41 38 T inA
32% NH, ¥ 70 A NLZE, FEUKBES, T8 (Na,S0,) , i JEFF 28 ). B R sk
IR AL . WA IR o IR 28 RS . 3RA <4, 2 TR G 14(85% ) o

[0228]  d) T[4k A) 15 [l

AL O

CH;,4

[0230] ¥ [H] 44 4L & 4 14(0. OlOmol) EHCI(IOml s2N) 11 THE (30ml) o [ VR &4 T
100°C R hn# 2 /NiF o AR R NaHCO; KMo IR G CH,CL, 2. 72 EANLE
BAZENE T (NayS0,) , i uig, F 2R (%) . %ﬁm}%‘,lﬁtﬁﬁ ARV, 19 RIETR (k%) o
IR () 5 (k) BIF, 8RN TR AL (PRI <CH,CT,/CH,0H
90/10 ;4R J5 :CH,C1,/ (CH,0H/NH,) 80/20) o WA =M1 77 IF 2 RG] ARV LB EE,
b JE e IE . 31T 1. T4g PR G 15 (53% ) .

[0231] &) PAMMEALEY) 16 [l

[0232]
Feaas
cl
\H\N 0
N\/ o

[0233] ¥ POC1,(0. 015mol) i # ' /8] 44 4L & ¥ 15 (0. 005mo1) FI Et,N(0. 010mol) 7
DCE (30m1) HHVR-EW T, IR 1S I NIR A PILETE P T 150°C hn#t 10 738 e [F 44
JERL Celite JFHH CHCL, YE¥& . JEVRHI VAN Na,CO, ZKIATRALFE, AR5 T (Na,S0,) , it i
IR % B AT IR I S AR 2k (PRI <CILCL,/CH,0H 95/5 1 CHLC1,/ (CH,0H/
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NH,) 95/5) o WCEE=MIE 70 FH 28 K ESH o BRI A DIPE AbBE, it 38 IF T8 . 3K15 :0. 960g
(B &4 16 (55% ) o
[0234] ) HH{EAAL G 17 {24

[0235]
HO\/\("\NHQ

NH,

[0236] ¥ a-FE -y - TRATREIRIEE: (1g,0.0055mol) F1 MeOH/NH,7N (7Tml) FI7R A
WIAEREB P R T 100°C R HEFE 10 23 8h . EASIRGAEH, 15 30 L AR 0 R R4 &4 17,
TR, BT P RN,

[0237]  g) A4 A 18 [l

[0238]
0
HO
\\//“\1r/n\}ﬂ{
N A

[0230]  fF ¥4 # 3 -10 °C ¥ o [A] f& 4K & ) 17 (5. bomol) « & — & (0. 8g, 5. bmmol) [¥]
MeOH (5m1) Y3 N\ NaOH 12. 5N (0. 550m1, 6. 9mmo1) o ¥ N VR-SH) T 2595 S Hidk 48 /)
o B M HCL 12N(0. 575ml, 6. 9mmol) o & NIRAY) T2 FHiHE 45 4380, 20k
A NaHCO, [E1A, B2 pH A2 60 PN . 28 KIEH . TR MeOH/CH,CL, Ab3E.
JERR HBRUTTE (H50) o« JEIRZER, 133 0. 3508 P EA4L54) 18(45% ) o

[0240]  h) a4 EH 19 [l

[0241]
L0
RS,
N A

CH,

[0242]  FE [ R AL 44 18(0. 405g, 2. 89mmol) ¥ — 4% - DMF 9 & 1(7ml) [H ¥
I T AL A 3(0. 868g, 2. 89mmol)  Cul (0. 578g, 2. 89mmol) « N, N/ — — I 2 — i
(2. 89mmo1) F K,P0, (0. 638g, 2. 89mmol) o H¥f [z NVR A WIAE B HE S R T 175°C hn# 30 43
Bie M NH,OH /K¥V A EtOAc, ZIREGWH EtOAc 2. #H & ANZET4 (NayS0,) ,
R REH . RAME Bk R GG (Ve :CH,C1,/MeOH (NH,) 100 ~ 96 : 4,
E I BT R R A I AR, $RAF 0. 300g ARG 19(30% )

[0243] 1) AL A 20 [l

[0244]

O/

Z N
g
[0245] ¥4 2- G -3- A FEMEEE (0. 300g,0. 0028mol) k2 —3— AFL M4 —1- 58 - AR

(0. 336g,0. 0028mo1) . Pd (PPh,) , (0. 243g,0. 00021mol) 7F —FHEE (3ml) F1 NaHCO, i Al 7K %
W (Im1) P RRE Y LA T 150°CInFA 0. 5 /Mo Jal 4 v 77 o Rk 22 PR €5, LA CH,C,
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100 ~ CH,C1, (MeOH(NH,)97 : 3 4iifk, 4331 0. 120g Jota ek s A& 54 20,
[0246]  j) PR AW 21 [l
[0247]

O/

[0248] A I HEAE AR AE A AL ) (12me) , # P[RR 4L &4 20 (0. 120g, 0. 00053mol) K]
MeOH (20m1) #WBAEZ TR FEAL 4 /NI I IEZIR GV IFRIEBIR S, 153 100mg AR} {4
ey 21,

[0249] k) ARG 22 {24
[0250]

o)

L

[0251]  ¥4rhlalfk4b-&4 21 (0. 100g, 0. 00044mol) 7EVE-A (K HC1 6N (2ml) I THF (1ml)
(VAT LA AE 140°C it 20 238, FFH 04 30 20 Bh, 4 [ B 58 4 TR SR 4E , 1551
F AL G 22, ¥ 1% A T T 0 RN, e 4t

[o252] 1) Halik &4 23 [l

[0253]
0 Oy
[:::1\0/*\49%\“/ﬂ\N/I:::I:O/‘ L::>
N A

[0254] 4P [AIAAL A4 16 (0. 170g, 0. 00048mo1) « ZEFEB P FEBE (0. 062m1, 0. 00048mol) .
PdC1, (PPh,) , (24mg, 0. 034mmo1) + Cul (5mg, 0. 024mmo1) . DIPEA (0. 173m1,0. 00099mol) fF
DMF (3m1) "R VRS WILE N, Z0H T 35 BHRE b T2 dE 16 /NN BfifS, A CINH, (114
KR Bt,00 FHHAH T (NayS0,) FF28 k. Bkl S Pudint i it gtk (Pemt
7] :CH,C1,/ (CH;0H/NH;) 100/0 ~ 97/3) , 13 3] 45mg & ¥ ik 19 AL 54 23

[0255] m) TPEAAL S 24 1] 2%
[0256]
o Br
|
N A

[0257] ¥ T [F) PR 4k & 9 3- 2K & L 2 B —1H- 1k R —2- fli (0. 4g,0. 0019mol) ( $% i
B PR AL B 2 B 5 VE &) 5 4= VROR 3R IRAL 4 (0. 443m1, 0. 0029mo1) , K,C0, (0. 401g,
0. 0029mo1) £ AcCN (4m1) H IR AP LUK T 150°C I 20 738 K [ PRty A CHLCL,,
Pedko WK BeRWAAE Ikt SIFPTFR Y IF 2. I DIPE A&7 Wiiie, 1321
0. 365g "PAIAL A 24(48% ) .

[0258]  n) A R4 &4 25 K%
[0259]
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[0260] % T (Al {R AL 54 24 (0. 365g,0. 0009mol) , FF L 2 BR FF (0. 137m1,0. 0018mol) ,
PdC1, (PPhy), (0. 063g,0. 09mmol) , = & % ik ¢ (0. 224m1,0. 0014mol) , — 5 N % & %
(0. 314m1,0. 0018mo1) 7E AcCN (4m1) " VREW LA T 75°C hn# 3 Ko Bl 5, A CH,CL,
A1 NaHCO, (HIFKEIE ) « 2 EAWZ, TH: (Na,S0,) FFZE R RMEIT Akl
(WEEFH :CH,CL, T CH,C1,/BtOAc 4 © 1),733] 0. 244g T AMAL & 25(78% ) o

[0261]  B. &AL AEWRITHI%

[0262]  SLjitafs] B

[0263] ALY 1-67 [Hl%

[0264]
O™~y
O\O/\/N\y)‘\ /©[ Q
H

[0265]  FERSIE I T Y. o ] M%é.‘% 2(0. 00043mol) , P [AMAA A 3 (0. 00052mol) ,
CuI (0.00043mol), N, N' - —HIFEZ —J# (0.00086mol) 1 K,P0, (0. 00086mol) 7F —NEkE /
DMF (2m1 ;9/1) "HHIVREH T 175°CHndk 20 7380, A CH,Cl, o {H3EA e N4 uERT Celite,
JEVFH NH,CL /KA B . 7 A NLZ, T8 (NayS0,) , i yEIF 28 R, ayfi £
AT 10g FEIRIY Sep—Pak 2 AE g4l (P :CH,CL,/CH,0H 95/5 il CH,C1,/ (CH,0H/
NH,) 96/4) o WCER W53 FF 28 Ao FRARY) ELOAc WP DAL HCL #8 (1 ¢ 1) B YTE. i
PEULVEIF T4 . RT3 :0. 095¢ I &AL AW 1-67(45% ) .

[0266] S Y45 B2

[0267] R ZALEW) 2-04 [l %

[0268]
J@[O“Q
©/\/ CH;

[0269]  LEFRIE I SR . #F 3- AR FEEFE —1H- ntkEE -2 fi (0. 00046mol) (4% Fd Hp ] {4
WA 2 5 1EEE ) S iR A4 3 (0. 00055mo1) , CuT (0. 00046mol) ,N, N - —HI 4
“ i (0.00092mo1) F1K,PO, (0. 00092mol) £F —WELE /DMF (3. 5ml ;9/1) FHIEEW T 175C
20 738, NN CHCL, o KFEEAN S WA BEL Celite, YR NH,C1 KIS RALHE, 4 5 HL
2, T (NayS0,) , I IEFF &R BRARWH Z A 10g iERIY Sep-Pak £ (i 4k,
( Y7 :CH,CL,/CH,0H 100/0,97.5/2.5,95/5 F190/10) . WLEE =4y FEEREF. 3
13 :0. 13g &4 EY) 2-04.

[0270]  SLjiafy] B3

[0271] A EY) 2-10 [yl

[0272]
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[0273] TR I N . R AR AL & 4 5 (0. 0002582mol) , 1-[2-(4- K EE ) &
55T e AE (0. 0003099m01) , Cul (0. 0002582mol) , N, N’ = —FI3EZ — i (0. 0005164mol)
H1K4P0, (0. 0005164mol) 7E g4t /DMF (2ml 59/1) FHINEEY) T 175°Cn# 20 438, IIA
CH,CL, o FZIR A VIUEL Celite, JFRAIEVE FH NH,C1 /KIS ALEE . 73 BS A HUZ, T4 (Na,S0,) ,
IR TRV Z M AT 10g BEIRH Sep—Pak AL (A1 4l4k (BElFH) :CH,CL,/
CH,0H 100/0,97.5/2.5,95/5 1 90/10) « WEE=WIR5 IF 28 KA 31T :0. 0358 24k
AW 2-10(32% ) .

[0274]  SLjiaf] B4

[0275]  E#ALEW) 3-91 [l

[0276]
O
SUNSTenge
O/VNW)LN N
I
[0277]  TEGRE P SO R AR A4 2 (0. 00030mo1) , HHTEAAR4L &4 6 (0. 00036mo1) ,
Cul (0. 00030mol), N, N’ — —HIZEZ —J% (0.00060mol) F1 K,P0O, (0. 00060mol) 7F —NE4x /
DMF (2m1 59/1) HHVRAED T 175°C A 20 8. Kl A s€IFH CHCT, ¥EH: . BEEMA
NH,CL /K 7 EANE, T (Na,S0,) , iy I 28 R R PiiH Z 4 H 7 10g i
JIRIK] Sep—Pak ZeAT (i, (Pl :CH,CT,/ (CH,0H/NH;) 98/2 1 96/4) o WCEE W53 I
RN o ARV CBEALPE, I PETF T8 AT 0. 0900f FZAL-54) 3-91(71% ) .
[0278] SL Y45 B5
[0279]  EmZALEY) 3-10 [l
[0280]

H3L\N_<O
CH,
9
N 0
(T
[0281] K5 [a) A4k &4 11(0. 00034mol) ,N- FIEE —N-3— Hthg Btk Z k% (0. 00069mol) ,
Pd,(dba) 3 (0. 000034mol), [1,1 " — Mt & & J-2- % - = (L, 1- = B & & &)
(0. 000068mo1) Fi 2— KL —2— EE, H1Eh (0. 00085mol) 7EF 2K /CH,.CN (2ml 54/1 s 5K )
FVRAWT 90°CHEFE 4 Ko A CH,Clyo FFUTIENERL Celite JFZERIETAF . TPl
HZAMHE 7S 10g FERLIY Sep-Pak 241 1% 4li4k (PEMRF :CH,CT,/ (CH,0H/NH,) 98/2 F1196/4) ,
SNG4 HPLC 24idk o WCER I 73 I 28 B . 3R :0. 05538 s &A1) 3-10(37% )
[0282]  sLjitafy] B6
[0283]  E &AL EW) 4-04 [l
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0
% 0
A ém
[0285]  FERM I O o #6 3— (4- FREEZRIE ) WRIE (0. 00013mol) F1 PS—TBD (0. 00017mol)
InE) Fha R4k A4 16 (0. 000086mol) F 1— B FE —2— ML el (3m1) [V IR P FEA4 1% MY R
EYF 170°Chn# 20 4380, I PS-NCO (1 i ) IR AT 20°CHiRE 10 0%Bh. #
IR g, A SR o A AR SCX -2 (BB B A I ) A, SRR, RS
FH CH,OH/NH, ¥E¥s. PEERAHLE N, Nik4E. MR RWE HPLC 4ifb. W=y 75Kk
Bl 3R1F 0. 017g I A&ALEH 4-04.
[0286]  SLjifafy] B7
[0287]  FmZALEY) 2-07 [l

[0288]
oYy

ug

[0289]  FH AL —ANERE (0. 154g,0. 83mmol) ) CH,C1, (2m1) ¥ A Cu (0Ac) , (9mg,
0. 04mmo1) , DMAP (10mg, 0. 084mmo1) Fl 4A 4y 1. 4R J& I\ o Ja] i 4k & 4 19 (0. 150g,
0. 42mmol) [ CH,Cl, (2ml) ¥V 4 RONVIRG WAL MR T AR 16 /Mo K s VRS W)
58 CH,CL, JEId e s -0 ZERIEM .. FRRWE AR tilaitk (PEfis CH,C1,/ (CH,0H/
NH,) 100 ~ 97/3) o WCHET F5 1853 2 R H o =4 HPLC 4i4k, 3143 0. 010g S Z4b 54
2-07(6% ) .

[0290]  =Ljjaf] BS

[0201] A4 G 2-01 (1)l

[0292]
0 Oy
MN@Q{ =
N A

[0203] % B & 4k & 4 22(0.00047Tmol), A & 4k A 4 3(0.0007mol),
Cul (0. 00047Tmo1) , N, N’ — —HIF Z —Ji% (0. 00047mo1) F K,PO, (0. 00094mol) £F Mk /
DMF (2m1 ;9/1) TR E W LIS T 175°C A 30 38 . 28 R A IR R A ik I A
alifk (YEMEF :CH,CT,/ (CH,0H/NH,) 100/0 ~ 95/5) o WCHEF= 18 43 H 78 R #5571, 1331 0. 020g
7, A HAE DIPE/ Ot 2 ¢ 1 HhUiiE, 3R1F 10mg LA R I s &40 &4 2-01,

[0294]  SZjiafs] B9

[0295]  AZAL B 2-08 [l

[0296]
O\/\
i 0
[::1\0/“\//\1[f;j/[::1:0
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[0207] 4 Fr[al A4 54 23 (20mg, 0. 045mmo 1) K] MeOH ¥V /EEL (16psi) U4 T, AL
71 Pd-C (4mg) Ak 3 /DI o KRG Ve i e T 2 R W SRR AE Lk 4lifL
( BEWEF) :CH,CI,/ (CH,0H/NH,) 100/0 ~ 97/3) , 3545 10mg & Z&Ak44) 2-08.

[0208]  sjfifsl B10O

[02909] &AL 9-02 [l
[0300]

o0
[0301] ¥ b [A] 14k &4 25 (0. 122g,0. 00035mo1) , 5Bk (0. 046m1,0. 00053mol) , A 1L
B (0. 112g,0. 00053mo1) £ 1,2-DCE (3m1) H (¥4 LIS T 80°C Ik 10 73 8. SR )5
IO NH,CL CHARUKE I ) o 77 BSAVUZ, T8 (NayS0p) FFZEREH. IeRArE ket
(BEMEF :CH,CL,/MeOH 98/2 F1196/4) o WERFTIFIR Y FFZE R Ao TRARPI LA DIPE YTE, 3K
73 85mg mAA 9-02(58% ) .
[0302] K 1 ~ 9%t T () &M, AR Edl STl 77k — & 1.
[0303]
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1-09 7.7
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6-16 7.6
6-12 7.6
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3-41 7.6
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2-10 7.5
8-05 7.5
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7-03 7.5
7-01 7.5
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3-42 7.5
3-22 7.5
2-35 7.5
2-20 7.5
1-49 7.5
1-17 7.5
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3-86 7.4
3-75 7.4
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2-12 7.0
1-75 7.0
1-71 7.0
1-65 7.0
1-64 7.0
1-61 7.0
1-53 7.0
1-37 7.0
1-15 7.0
1-11 7.0
1-10 7.0
3-28 6.9
7-02 6.9
6-11 6.9
3-69 6.9
3-67 6.9
3-66 6.9
3-36 6.9
3-20 6.9
3-19 6.9
2-25 6.9
2-02 6.9
2-01 6.9
1-76 6.9
1-68 6.9
1-51 6.9
1-52 6.8
1-24 6.8
8-02 6.8
5-07 6.8
5-06 6.8
3-65 6.8
3-63 6.8
3-18 6.8
3-05 6.8
2-08 6.8
1-42 6.8
1-20 6.7
8-06 6.7
3-87 6.7
3-44 6.7
3-43 6.7
3-24 6.7
2-40 6.7
2-39 6.7
2-33 6.7
1-63 6.7
1-60 6.7
1-54 6.7

0]
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1-43 6.7
1-39 6.7
1-02 6.6
5-08 6.6
5-05 6.6
2-42 6.6
2-27 6.6
1-66 6.6
1-40 6.6
1-26 6.6
3-90 6.5
8-08 6.5
8-07 6.5
8-04 6.5
6-18 6.5
5-10 6.5

[0371]  [0379]

WEMTF = MCH-1 pICs,
5-02 6.5
4-04 6.5
2-19 6.5
1-36 6.5
1-31 6.5
1-14 6.5
1-08 6.4
3-85 6. 4
5-03 6. 4
3-89 6. 4
2-37 6. 4
1-01 6.3
1-44 6.3
1-21 6.3
3-07 6.3
2-05 6.3
1-35 6.3
1-30 6.3
1-28 6.3
4-07 6.2
4-02 6.2
2-41 6.2
1-41 6.2
1-25 6.2
4-08 6.1
3-88 6.1
2-43 6.1
1-45 6.1
1-33 6.1
1-32 6.1
1-55 6.0
1-47 6.0
1-34 6.0
4-01 5.9

e o)
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1-23
1-04
1-07
1-38
1-29
1-22
2-17
4-05
4-03
2-38
1-06
1-46
3-91
4-06
1-56
5-01
1-27
1-05

o G L EN RS BN BN BN ES1 BST kool Roel feel fee) K¥e)

VAN B B G S S S S S B S S A B B B B

(2] g3

[0372]  D. 20L&

[0373] S Pl s A I IS TR (e 1) W R () R &AL &) =T 25 1) R

B ARl ) I s R ST AR AR AR R AT 5 N- SR A R R AT 2

[0374]  Sjfifs D. 1 - 1 AR

[0375] % 500 37, a. i. £E 60 ~ 80°C F¥ET 0. 5L 2- FRELNERA 1. 5L L g, ¥AH)

# 30-40°C J7, M 35L R & I %R G 78 7r hidt o SR AE 2. 5L 4K A 1750 g,

PRGN FFLEDEFE N I 2. 5L A AR A A FIE 5 £ — 2 22 50L, 13 2407 10mg/ml a. i. [

MRV o B TSI RIE 7R RIS G A A o

[0376]  SCJfafsl D. 2 ; O ARV

[0377] ¥ 9 70 4- FILZE TR EEA 1 55 4- FRILIE PRI BRI T AL WhIs 4K o

SLAKES L LA 10 50 2,3— R3] IR, ARGV AR 20 50 a. 1. o G5 TR SRR

A RTE IS R IE L in N 1201, 2, 3— T =1 3L 70 % (I L B B v » 40 7

RSNV T 0. 5L KRN 2ml 78 7 70 2ml BESEFRS o 5 & VSR 5 AT & ISRE 5T

IOANGE B K 4 201, 15252558 Gml) A5 Smg 3% M R 2 1 1 IR

[0378] {5 D. 3 AUAC H

[0379] Hf[jaj ﬁﬂﬁ

[0380] ¥4 100 ¢ a. i. 570 s FLEEA 200 SeiE ¥y KR W) 7R/ IR G )5, IO b 5i -+ ki

T B A AT 10 5 58 LIG g B B 7E 2 200m1 7K Hh RISV o HH IR IR R A& 4 it Wi

TRk RJ5, I 100 Sefliim 41 4 5= 80 16 e A BB GV R TR

FEHIRR #3210, 000 7, B & 10mg W MRS

[0381] 44K

[0382] 1% 10 v FAELTYEZRAE Toml AL VE SBERIE T I b 5L LEELT 4EFAE 150m] 50

R . 285G, I 7oml & FGEAT 2. 6ml 1,2, 3- N =, ¥ 10 558 & —FERil

T Toml SR K5 SO R AT D, BERS N 2. 5 b J\SS IR EE (5 T B

LIFE M AE B A 30m 1 IR LRV I A4k . TR AR RS P A S H W bR AR KR A
85
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A,
[0383] S 4 YT

[0384] 1.8 ¢ 4- FRAE R R FRERAN 0. 2 vo 4- FRAE R IR T RS T4 0. 5L W it 1)1 557 H
Ko VeI 24y 50°C Ja, fEfHE R I 4 5eFLIR0. 05 FLp B 4 50 a. 1. o AT
HIRNERIAME S HAEE R 1L, B2 dng/ml a. i. FEHE. R4 g KR I
HA B AT

[0385]  E. P4k 2240 ds

[0386] I A

[0387]  HPLC #fZH Agilent 1100 T3 Hs, HALFE— AR AR S IIES (DAD),
Hriif Gilson 215 BB HUEAS. MAEVLH BB AE 70 B E A MS Bl s . RIS
YR, B F A T I B 5 B E APCT ., L TR (1) B 155 B A 1A FH I B4 S BT LR
(capillary needlevoltage) & 3. 5kV H[AHE{AH K (cone voltage) & 25V, YRR E4EHF
7E 120 ~ 150°C (FAUNRER R TACEY) ) o« JAYE) APCT 5448 FH I rL22 5O i 17 1 A
HIAHEAR A 25V, YIRS 4E37E 140-160°C (VBB TAE5Y ) « EBFME
fE2h 350°C . Frigid i, Fanfi i 0. 1 AP EI R B INALAE 1 AP, H 100 21 1000 [R4H#5345 .
il A S S Ak

[03ss] A B

[0389]  HPLC BRI Waters 1512 48 5 Waters AR FEIGIIIES (DAD) Sz, Hagf
Gilson 215 HBNHUFERS . WALV H KR ILAE 70 B 1E A MS Rl 25 o IRIEAS P HI2EAY, B+
A AT A I L 55 Bl APCT o B2 ) L 155 25 2 R FH I R 40 8 T H A O 3. kY HLIRIHE A4
R 25V PRI EELERFAE 120 ~ 150°C (HVNRAERR T &Y ) o JALE) APCT S48
FHR R R 17w A HIRHEARHE N 25V, JRIREE4EFRAE 140-160°C ( HA)IR B Bk
TAEY ) o ZEFIESE N 350°C . s, il anff A 0. 1 Fb LR B I TR AE 1 #2 P, |
100 F| 1000 FFAHE3RAF . AF AR A B <K

[0390] I C

[0391]  HPLCHRJEid Agilent Technologies (I HP 1100 4%, HAURE— A5 B AU B 1
VU2 (quaternary) 2. BaHUFESS AP (IRE T 40°C ) FIHE SR IES (DAD) . M
FELH FIALRE 7 B 3k N MS RIS o MS Al 25 5 i mi s AL — R BlE . A SER
W25 Tk PRI AL GERRAE 140°C o ] MassLynx—Openlynx K H-3RAF504%

[0392] E. T LCMS-J7i1

[0393] B8 FH 777 A 4, [ AH HPLC A Phe—nomenex Luna 51 C18(2) #E (4. 6 X 100mm ;I
AIRYHE ) WEAT, Hiisoh 2ml/ 5o AEFHMRASIAE (TBIAH A =5 0. 1% FERIK s1i3)
B & 0. 1% FERIIZIE) 1£95% A ~ 95% B I FEEATRR SR, 3. 5 43 #h)5 Hni
H2ml/ Gy HAE RS 2 b MLARIHE, AT SRR 201 ~ Tu T(AFE) .

[0394] E.2 LOMS- J77k 2

[0395] FRiE FH 777 B 4b  JeAH HPLC A Waters Xterra MS 51 C18 #F (4.6 X 100mm ; I
TRy ) 04T, HoiEoh 2ml/ 43 AEH PR ALSIAH CLBIAH A <7 TmM 207K sTshAE B o7
oM Z K S B ) AE 95% A ~ 95% B HISAT N REAT R REBENL, 3. 5 23 B s ILAE K 2ml/ 43 JF
FEILORFF 2 23 Bhe SUEHE, AT VTSI AR 20 1 ~ Tu LRSS ) .
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[0396] E.3 LCMS- J57%: 3

[03971  [& i A J7 ¥4 C 4 : Jx #H HPLC H Advanced ChromatographyTechnologies K
ACE-C18 4% (3. 0 1 m, 4. 6 X 30mm) HEAT, HUis 4 1. bml/ 53 o B REVENL 2512 :6. 5 73PN
H 80% A (0. 5g/L LIRS ) \10% B( ZJiF ) 10% CCHEE) ~50% B M 50% C, 22 7 7
BT A 100% B, FFAE 7.5 23802 9. 0 3 PP AE T R ATA AT ERABE Sl
SR (Time of Flight, TOF) A LA & F 4=l A8 A 0. 1 B RI{R BN AILE 0. 5
P 100 ~ 750 B3RS . PR B B a8 6 U 2. 5kV, [RIHE R LR A 20V,
i FHZR 2R — MR IR AE A [R5 B A HE R b ) I

[0398] E.4 LCMS- J5ik 4

[0399] [& i H /7 ¥ C 4 : Jx #H HPLC H Advanced ChromatographyTechnologies I
ACE-C18 #% (3.0 1 m, 4. 6 X 30mm) HEAT, FFiHE g 1. 5ml/ 4> BB REIt 4t 2 6. 5 432
W1 80% A (0. 5g/L LIREVAEW ) 10% B( LJE ) 10% COHFEE) ~50% B A1 50% C, £ 7
SEPINCA 100% B, FHAE 7.5 43802 9. 0 43BN AT HP 8 R E A FES AR S 1. m
SPHEIHE (Time of Flight, TOF) @it 0. 3 #PILR BB R]7E 0. 5 #2 N HH 100 ~ 750 1)
FHEAS . S AR B A d R 2. 5k, BB AL R iz L s 4 2. 9kV. FHES
TR B A X A (R HE A R R 20V A FH 2 &R — MR TR AR A [R) 25 i e vE PR b
ED I o

[0400] E.5 LCMS- /{E5

(04011 [& 8 A J7 ¥4 C 4 : Jx #H HPLC H Advanced ChromatographyTechnologies K
ACE-C18 A% (3.0 1 m, 4. 6 X 30mm) HEAT, HiH Ky 1. 5ml/ 4o B EEVEIE 4 52 6. 5 432
W 80% A(0. 5g/L LBREHW ) 10% B( 4BiE ) v 10% C( FIEE ) ~50% B 1 50% C, £ 7
SYBHIT A 100% B, FEAE 7.5 4380 22 9. 0 43 B AT P4 R A6 45 ST AN 5 1.
S HEE (Time of Flight, TOF) X DABH & F A G@E A 0. 1 #P LR IS IAIAE 0. 5 72
PR 100 ~ 750 FIHHE3RTS . BHES P =U0 B4 E 6T LA 2. 5kV, [EIHERHLE A 20V,
PSR 2R — W HEIDRAE A [R5 B A HE R b ) I

[0402] E.6 LCMS- 576

[0403]  FRid A 77v% C A 57518 3 AR, (B4 A 10m] 33 AR

[0404] E.7 LOMS— 7k 7

[0405]  [R3E ] J7¥2: C 4b ;e AH HPLC [} Agilent () XDB—C18 4% (3.5 1 m, 4. 6 X 30mm) HE1T,
P 1ml/ F3 o BREEDENL )45 F A2 6.0 73BN H 80% A(0. 5g/L LBRFEZHE ) +10%
B(ZBE)10% COHEE) ~50% B FI50% C, fRF: 4 7 20%8h, 3F4E 7.6 2350 £ 9. 0 20 Bhit
P R4 AR 5u L. & HEE (Time of Flight, TOF) i idA{fFH
0. 3 FALR B B TR)4E 0. 5 BRI HT 100 ~ 750 FU4HE3R1G . BHE T BB T i s
2. 5kV, [ FALBE A Iz R A 2. 9KV BHES AU AT B A A =X 1 (5 HE A R 34 20V,
i 2R — IR IDRAE A [R]85 T A HE R bR v 5T o

[0406] E.8 LCMS- /£ 8

(04071 [& i A J7 ¥4 C 4 : & #H HPLC H Advanced ChromatographyTechnologies K]
ACE-C18 4% (3.0 1 m, 4. 6 X 30mm) HEAT, HiM 1. 5ml/ 4o B EEVEIE 4 (th 2 6. 5 43
W 80% A(0. 5g/L LR ) 10% B( L ) 10% C(FlE ) ~50% B #150% C, 2 7
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SYEPET 100% B, FRLE 7.5 438022 9. 0 73 B A FOP T R I aG A5 ST AR 51 1. K
SIHERUE (ZQ RS VUK ) d@AE A 0. 3 FRIR LR B I TR AR 1. 0 PP e 100 ~ 750 [FH
PAF. BAEE B 3kVe BHE AR I HE AR U Dy 20V A1 50V, B &S TR A ) i
L 4 20V,

[0408] E.9 LCMS- /719

[0409]  FRIE A J7¥% C A 57518 8 AHFE], B4 A 10m] 33 AR

[0410] E. 10 LCMS— 7732 10

(04111 BB 77 B 4 : ;e AH HPLC H Waters Xterra MS 5u CI18 #F (4. 6 X 100mm ; 45
PRyAE ) AT, SRR 2ml/ Jr o AFHPIFLSIAE CRBIAE A« TaM S 097K sIRBIAHB « &
TnM ZK L) 1E 95% A ~ 95% B [ 4AF T AT RE RSN, 3. 5 4 Bh A HE R 2ml/ 43 5
FELORER 5.5 438 MLASHL, fF AR SHARBCS 201 ~ T 1 (BFE) .

[0412] E. 11 LCMS— J5yk 11

[0413]  [i@ A /772 B 4b )R 4H HPLC H Waters Xterra MS 5u C18 A (4. 6 X 100mm ; JIIE
RAAE) BT, LR A 2ml/ Jr o AEHPIFSIAE CRBIAE A« TaM S HI7K sIRBIAHB « &
oM 2R LIE ) AE 95% A ~ 95% B K4 AF T AT RE RSN, 3. 5 4 Bh A HIE R 2ml/ 43 5
FEILOREF 4 0 Bhe SLESHE, AT RS AR 20 1 ~ Tu LA ) .

[0414] E. 12— %555 - 73k 12

[0415] ] DSC823e (Mettler—Toledo) M EM AWM mio #LL 30°C / 43 (I RE G AE U
o AR 400°C.

[0416]  E. 13 #s5 — J5i7: 13

[0417]  7E Mettler FP62F {3 L, LLFFI BANE M 2L AW IS 5o S LA 30°C / 4311
IRPEREEEINE o I RE A 300°C . U S s B S HUR 14 o

[o418] & 11 AR EWEI T EAE

[0419]

)= R, (MH) " LOMS—  Jyi YEE AL 2 B
1-01 2. 16 406 1

1-02 3. 83 448 2

1-03 3. 44 476 1

1-04 4. 24 506 1

1-05 3.32 484 1

1-06 2.1 392 1

1-07 3. 64 434 2

1-08 3.98 423 3

1-09 2.15 436 1

1-10 4. 04 450 8

1-11 3. 48 506 1

1-12 3. 41 504 1

1-13 3.35 436 8

1-14 3. 94 478 8

1-15 4. 44 506 8

1-16 4. 30 417 2

1-17 3.89 447 8 (E)
1-18 4. 56 463 8 (E)
1-19 2. 11 394 1
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1-20 2.18 420 2
1-21 2.15 408 1
1-22 2.13 408 1
1-23 2.1 381 1
1-24 2.33 423 1
1-25 2.35 463 1
1-26 3.07 425 2 m. p. :103.6°C ( 5% 12)
1-27 1.97 452 1
1-28 2.3 451 1
1-29 2.25 439 1
1-30 3.07 423 2 m.p. :105.9°C ( J7iE 12)
1-31 3. 42 451 1
1-32 2.51 485 1
1-33 2.42 501 1
1-34 2.25 486 1
1-35 3.75 421 7
1-36 2.13 437 1
1-37 2.90 449 1
1-38 3.92 435 2
1-39 2.24 453 1
1-40 3.20 449 2
1-41 2.18 478 1
1-42 2.31 493 1
1-43 33.38 | 493 2
1-44 2.17 437 1 m p. :138.1°C ( ¥ 12)
1-45 2.53 512 1
1-46 2.3 435 1
1-47 2.97 449 1
1-48 3.77 435 3
1-49 2.49 461 1
1-50 3. 14 451 9
1-51 3. 14 451 9
1-52 3. 54 465 3
1-53 3. 47 463 3
1-54 3. 47 479 3
1-55 2.79 464 6
1-56 3.98 455 3
[0420] [0432]
&y R, (MH) LCMS- ik YA S R
1-57 2.86 409 3
1-58 3.16 437 6
1-59 2.21 437 1
1-60 2.13 441 1
1-61 3.05 453 2
1-62 3.31 481 1
1-63 2.24 496 1
1-64 2.90 483 1
1-65 3.59 507 1
1-66 3.43 515 1
1-67 3.32 451 3 mp. :198. 7°C ( J5i% 12)
1-68 3.10 467 2
1-69 2.25 483 1
1-70 4.29 483 3 mp. :234.9°C ( J5i% 13)
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1-71 2.26 490 1
1-72 3.31 495 2
1-73 2.42 501 1
1-74 3.12 467 10
1-75 7.98 465 10
1-76 2.28 481 1
1-77 2.35 479 1
1-78 3.72 509 2
1-79 2.44 515 1
1-80 3.23 481 2
1-81 3.81 439 2
1-82 2.36 465 1
1-83 2.31 439 1
2-01 3.47 434 3
2-02 3.27 405 3
2-03 4.07 439 3 m. p. :120.2°C ( i£12)
2-04 3.51 435 8 m. p. :101. 1°C ( £ 12)
2-05 3.63 449 3
2-06 3.44 436 3
2-07 3.02 436 3
2-08 3.28 450 3
2-09 3.06 446 6
2-10 4.02 422 3
2-11 3.96 459 3 m.p. :79.4°C (£ 12)
2-12 3.44 435 3
2-13 3.46 465 3
2-14 3.22 452 3
2-15 3.43 423 3
2-16 3.33 453 3
2-17 2.29 439 1
2-18 3.55 483 3
2-19 3.85 513 3
2-20 4.14 513 8
2-21 4.26 513 8
2-22 3.82 469 3
2-23 3.83 469 3
2-24 3.88 469 3
2-25 4.62 486 3
2-26 4.68 486 3
2-27 2.31 455 1
2-28 2.34 485 1
2-29 3.83 499 3
2-30 2.42 485 1
2-31 4.11 499 6
2-32 4.04 499 6
2-33 2.36 465 1
2-34 4.04 503 3
2-35 3.22 465 6
2-36 3.21 465 3
2-37 3.47 495 3
2-38 3.34 495 3
2-39 4.43 503 3
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[0421]  [0435]

e R, (MH) LCMS- 5k Wy A S R
2-40 2.52 519 1
2-41 4. 47 533 3
2-42 3.64 499 3
2-43 4.23 521 3
2-44 3. 29 490 3
3-01 3.26 468 1
3-02 2.12 390 1
3-03 3.28 432 1
3-04 3.32 460 1
3-05 4. 20 490 1
3-06 2.07 376 1
3-07 3. 99 476 1
3-09 4.13 448 8
3-10 4.32 462 3
3-11 3.71 420 3
3-12 3. 42 420 8
3-13 4.09 434 8
3-14 4. 04 448 3
3-15 4. 64 462 8
3-16 4.71 446 8
3-17 5. 35 460 8
3-18 5. 90 486 8
3-19 3. 41 434 3
3-20 3.75 476 3
3-21 4.52 476 3 m. p. :> 300°C ( 7% 13)
3-22 3.70 431 3
3-23 4. 55 447 3
3-24 3. 15 406 3
3-25 3. 57 420 3
3-26 4.09 448 8
3-27 3.78 462 3
3-29 4. 49 450 8
3-30 4. 47 464 3 m. p. :> 300°C ( J7y2: 13)
3-31 3. 07 407 3 m. p. :151.6°C ( J5¥% 13)
3-32 3. 42 421 3
3-33 4. 66 447 3
3-34 2.08 421 1
3-35 2.14 435 1
3-36 4.10 521 1
3-37 3.35 439 6
3-38 3.55 423 3
3-39 4.08 451 3
3-40 3. 74 466 3
3-41 3. 97 421 3
3-42 4. 62 435 3
3-43 3.75 453 3
3-44 3.79 486 3
3-45 3.09 451 2
3-46 2.17 453 1
3-47 2.18 453 1
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3-48 4. 20 478 3
3-49 3.25 479 2
3-50 4. 34 467 3
3-51 2.92 474 1
3-52 3.69 492 6
3-53 3. 39 492 6
3-54 3.79 532 6
3-55 4.12 546 3
3-56 2. 42 485 1
3-57 2. 40 477 1
3-58 4,22 507 6
3-59 2.24 451 1
3-60 2.18 465 1
361 2.26 465 1
3-62 2.20 479 1
3-63 2. 33 479 1
3-64 2.91 481 2
3-65 2.26 464 1
3-66 3. 74 437 3
367 4.26 465 3
3-68 2. 30 449 1
3-69 4.13 463 3
3-70 2. 29 465 1
371 2.31 493 1
3-72 2. 36 481 1
3-73 2.31 488 1
3-74 2. 40 499 1
3-75 9. 32 449 11
3-76 2.24 465 1
3-77 3.62 410 3
3-78 4. 69 424 3
3-79 4. 32 454 3
3-80 4.96 468 3
3-81 4.08 469 3 m. p. :151.2°C ( J5¥% 13)
3-82 4. 18 468 3
3-83 4. 37 496 3 m. p. :121. 8°C ( J5i 13)
3-84 3. 48 420 6
3-85 3. 58 445 3
3-86 3.59 442 3
3-87 5. 59 426 8
3-88 3. 57 449 6
3-90 2. 60 421 3
3-91 2.93 422 4
3-92 4. 80 445 3
4-01 4. 35 475 3
4-02 3.95 491 3
4-03 4. 33 493 3
4-04 4.16 475 3
4-05 4. 36 529 3
4-06 3.86 491 3
4-07 3.68 491 3
4-08 4.67 529 3
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5-01 3.68 447 3
5-02 3. 49 447 6

5-03 3.68 477 5

5-04 3.21 465 6

5-05 4. 89 483 3

5-06 3.33 436 2

5-07 3.32 436 2

5-08 2.03 452 1

5-09 2.01 466 1

5-10 4. 29 474 3

5-11 1.62 453 1

6-01 4.73 424 3

6-02 4.19 437 3

6-03 4.15 437 3

6-04 4.14 437 3 m. p. :113.2°C ( J5¥% 13)
6-05 4. 77 451 3

6-06 4.79 451 3

6-07 4.75 451 3 m. p. :126.5°C ( J7¥E 13)
6-08 4.93 479 3 m. p. :105.5°C ( J5¥% 13)
6-09 5. 22 519 3

6-10 4.94 424 8

6-11 4. 62 438 3

6-12 4. 54 448 8

6-13 5.05 464 3

6-14 3. 88 424 3

6-15 4.16 438 3

6-16 4. 43 466 8

6-17 4. 74 466 8

6-18 5.16 465 3 m. p. :> 300°C ( J5¥2: 13)
7-01 3.35 451 3

7-02 5. 46 551 3

7-03 2. 86 467 1

8-01 3.74 429 3

8-02 3. 54 445 3

8-03 4. 02 473 3

8-04 3.92 489 3

8-05 4.75 442 3

8-06 3.26 471 2

8-07 3.17 487 2

8-08 9.22 421 10

8-09 3. 24 472 2

9-01 3.22 403 3 m. p. :177°C ( F7ik 13)
9-02 4. 30 419 3
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