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[0072]  ¢)R' & C,q Brdis, FLHk I A VU SUMER 55 0 AL R HUAR s B

[0073]  d)R® 42 C, ¢ HEdd, JUHAE R® & BUT ZE8 —CH,- BUT 2 8

[0074] )R’ B4 ;sk#H

[0075]  f)R* & N- S0k — kmedi ui

[0076] @) R* SRR \ WEMy 5L (W8 — IR prbine 5 skmAREZE 5 & A4k 1.2 8K 3 A% B AlLT
HiE B LR BRI U x5 R 5C, BEdE C, B s 2 KR Gy B s 2 AR CLy
BEAIE sHIE SNRIRY SRV = BRIt sRY-S0,— s AT LY C,, BEFEHUARIGIE — et s Hordp R7 IR
AHE ARSI B A Bk R - BRIE JF H A RY & €, edE &8 sl ikt

[0077]  FE—ANSEiti Ty &, AR B Kol (1) ML 54, HN- 0 2524 T 32 IR
IR ERFIST AR A 22 A T 3, b n J2 B0 1 8K 2 5RT 2B Cog BRPEE ek DU SN PR SE AR
Cyoe BEFE SR J2 Cyg HEdE R ARE SR A2 N- 400 — ML 2, ml RY R IRAR 56 | ey 25 (I — g
FEEREJE  BRARIE 5% B 1.2 B3 A& BT ik B DU EBURIEEAY < i R RS
Cou BidE sC L B IE s 2 KR CL i gt s 2 AR C Ly BE RS UL S NRRY ;R - $3E RS0, ;
BRAT R Cy e BB AIRE M s Forp RO R RY A B ik B Bl RY - B3 s JF HLH
R €y P 25 Bk .

q
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[0078] L AIEAA (A) 1K) S— AL E AN AR, LU Hh i n & 1 (D e s

Py X (T-a) WAL P n ok 2 a0 (D a0 XK (-b) a7,
[0079]

R! R!

/ /
N a4k N
> R? - > R2
R4\ S/E’:‘i N/ R4\ S/©: N/
[

R} o R
¥R (A)

b

/
N>_
R2
R{\ Y,
//S\\ N
O O R3

(I-b)
[0080]  S—%4aAk S W ] LU H 30 % it A A0 EU/K IS AT » B30 A i H e A0 )8 i Na 1O,
BT FEEFE TS LIS RS R & « i R A AR ok R 2% 4 mCPBA ([R) &t K R ) o W] LAKE Bt
A EEA A TR, JE AT AN 0 55— 4 E I A AL & KMnO, SR L ik Dt B LB . mCPBA
SRR — 20 B A8 B o T SRAF AE 8 AT, B A A2 T DA 38 2 A RGBT AN o420
53 AR
[oo81]  HI A n IR 2 (M (D thEW e X (I-b) (AW LLan 75 %2 1 Pk il £
[0082] &1
[0083]
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Cl Cl
R*halo mCPBA
— 4 —— e
HS ik eF RN
R 4] S Xantphos Fw R3
(VI Pdj(dba); (VI
cl Cl X
. HNO, / H,S0, \ RI-NH,
R RN
2% 5 NO,
O 0 3 O 0O {3
. K R
IX) (X)
RI Rl
| )
NH . NH
/f&'f‘b%\.’fb R2-C0C1 _
R4\ R4\ -
P NO, 5 NH,
O O R3 O 0O R3
(XI) (X1)
R! R!

/
NH . N
454 2
R4 = > )R> (Ib)
g NH g N
2N
g 0 s )\
2

2\
O// \O R3
(XII) 6] R

[o084]  FR1F (I-b) AW G W] LLAERR I B ME 25 F T 30T« ERRTESRME T, £E
HHEI G £ 0\ L OF . SR Okt B B & 5, Z4i 6 e AR I &
R B JOHLIR an HC1 B8R H,S0, B AT G A7 48 N AT o 7EBRIE S5, 78 SO T v )
151l 401 DMSO BREE P NaOH ¥ 12456 6 SN AR TCATLBR A K,CO, A7 4E T AT o %R A] LATE S
W2 R VR A D I [P LR B YO T PN g (AT o 5 3 2R 0 = ST LT e sk A S8 n
1 190°C FAE S SFEAE RB R R4 157, 7T REFERR AT 3 SNAS 0 R R B8R 1 75 3K

[o085]  Hh[E] A (A) AT LAUILL R 77 % 2 Priki il 4% o

[0086] 7&K 2

[0087]

11
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NO R'SH NO
oak, B : R%-COCI
Ll R4 -
cl NH, %, R4 s NH, WP, CHyCL
3 > 2> 3 3
an R b, B (11T R
1
NO NH, R-CHO
p_ Mas BRI
4 - - 4 >
o Py o s NH
3 B K e 7 }
o N PR CRUKER v O/I\Rz
R R
NH A N>_
> PR ik ()
R4\S/©iNH R4\S/©iN
3 3
I e R
[oos8]  FRFFA (A) AIRIARRIIZGE & S S A] ATEINTr 58 1 43R4 K (T-b) W& id K4

FAFRREAT

[ooso]  rhIAI{A (A) thm] I 738 B BRI 41 Cs,CO, A7 4E T A8 S N PRV I i 2- T
i 5 — A I e A P RLR (XVD) B iRl A (XV) S R il 4, Ferp L 8 56 T
2 PRI S AR B AR A « = R R B A SR R SR AL S N P X 2k o Bk T+ 1]
P& (XV) HAEE R ACEE ISR A, ] BE R ZEAE P R (XV) R N ORIPEE ], Fon] £ 08 & s
AR R AR ] LLAE AL ) 4 Pd, (dba) , FIUE B IR EC MU0 Xantphos A74E N EEAT .
[0090]

R! R!
N : N
[oe PEERE o«
HS N g N
R’ R}
XVI XV .
XVh o0 4k (A)

[0091] i ESCATA I 3 (D (bG8 n] LALLM AR RSN R SR 6k,
AR AU AR 22 T RAR L0 B . T 1S B TR N, LAAME BE T A 3RAT
HIARLE (1) A ST LLEEAL RAR L ExT R R o i =l xet et 2 Rt 61
TR L PENE S By 2 5 I gl o & OF B A e i AR s (D) s
PO AR K g 38 75 2 B AR 1 e A B (i i BT IV SESE AR 257 A
A AR AT LA B 3 B AR U B AR L R 25 AR AL 2 R AT 3, R BZ S N S AR S P
KB LI, QA T R S B ST AR SR AR, BTIRAL A YA B S AR S R A VAR
Jleo IXRE T YRR AR X R AR 2L R 2R Y R

[0002] X (1) A& F 2y~ I 52 1 b N S7 A4 5 Ay 710 3R 2 B 22 S 481) P e s
I FEE KR 252 1k 2 (CB2) Sah M. 293 SciEfhl C. 1 #53k 1€ CB1 AT CB2 #ahfk:

FHI 77, 3 H CB2 MEhE X CBL MshfE R He A 136 C. 1.
12
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[0093]  [AEA (1) L&Y HIEEE 25, JUHRE 677 R BR A 2 32 AR J0I 2 CB2 ¥
S TEAT T BT BN B 25 B, AL G YT il e HE 67 H CB2 Sz ARig 1T
FL2 CB2 Wahis T 3 B B R B 24

[oo94]  flLikHh, A BIIE 4R A (T) AL G Wit 222 nI 2 N B AR I 26 F TR YT iRT ik
[ CB2 3 15 B 1093 175 B0 i FAJ B 2%

[0095] it — Ui, AR WIS TR T AL W 32 WA T CB2 2 AR M A 3 (K 15 (1 7
%, I IEBES T B IR R SLsh W R A R (D A E s 2o a2
ffrh o

[0096]  KBRESZ A4 2 A1 3 (99 fi5 8 s 81 2 oo I B8 49 A sl Ak A6 AR« g 1 s
VYL 5P P o A 051 a1 i o 8 A 2 1 AR AR P A REG 8 A PR i e A
D3 T R AT YR JLR P MR T R AR 5 ROIE K, S E 2, A2 RAIESN, RIX RS
SEAG, B BRI, 2 R PEREAL, RIGRIE T R, B 1B EhS, I Resh P R i, 1 5 i 4
AL (IBS) , RYEivs (1BD) , e 2 U, fe MERT5 05 CHFREAL ), Sk, AT 47 e » T » o
SR ITIRE , R RS SO, Lo IR i, 1B Wiy, A2 1 L 8 PR I 00 5 24 B 8%, R » LA B i 25 2K R R 451]
AR FURAAAE (R SCHRHFR N CCB2 BEASEOR ) o

[0097]  R¥E " ¥GIT "R IRIT S WA AT, ARG BV R bR IEA TR Va7, A
7530 e Ll R S G A T T 999 B S e Ty 80 SRR B e 0 155 11— i e
FAORECIR (Y 32E o » B TS L AR U I M1 59 o e 0 5 B He SR o e g 1 1) — o
5% PR o

[0098] A MIAL S P Bon B I L RAFIRAL 70 Al R EFH AR B CB2 3248 LLAT Y
BUNE AL AR LU H S CYP3A4 AT (en) 206 AHELAEHI B i /> I8N 1 254 — 25041
HAEH

[o099]  [hAk, Ak W FE (L5 AL 5, HoAD & 22/ — B 2y 2l B 2 I B A RLR T T AT 2
sk (D &Y.

[0100] Ok T hill & A I 25 WAL 500 » R AT 280 1) L AARA 5 0 A s o ke 5 7 XA A v
PEp o> B 20— P2y R BRI N B S RNR S Y P, iz k] 1Yz R
2 Bk TSt ) R 2K SRS 25 ) R 2 B — ) R, AR E T 1 R
FI B it~ 22 B it B30 B S MEE A8

[oto1]  foil fune il 46 Y ARGRI B 2H 5 v ml WAARE A AnT 38 P 100980 1 2 804, 491 £ 1 e
VB T 51 B ) R SR SRR ORI B I D0 T IR R SR il 2R iR 5E Bl £
TR ALT < SRR TR 50 (0 1 D01 PR ] 4% 25 P08 R 0 B ek 2 VB SIS  fRn Ue  CIETE R kG
A A T EAIES AL, AR R AR T A R O i) A7 2 50, A2
foL b~ BB AR BT . X T E NE S U S0, AEiicl TR TR
7K R8T LU L 73 DU e 0 R B (RO AR o ] A 88w T SR v 491 a3 oA
P35 /R e B VR s — A VR S D (R 2R ot n] AT o Ao P 2 R R 2
A VRSB 5 28 VR S VR B RIS B B I AL a0 b, 298 A TR 5B %
eI/ B B B AT S B/ i O3 S BN IR AL & A28 ISR AS = % BER S |
R EEM. 8T 5 T4 SIS e A/ 80 B T il 2 4L a9, Wl
AIEFEFTIR A IR o 31X 48 R S 21 0l LA RA 2 Pbor 200t 0 4 8 3% B2 U s s )

13
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(spot—on) BUAKE . BT L TAHN BB B T /KSR, X (D 4G a0 ek Eh 8
BHEATHSEKAEY

[0102] 2 T B it FH A5 2 FK) 28 50 5 o A R ) AR B A T BG4S e B 254
HEW. AT " FIERAEA " 2FWE oy sErss, a6 88—, &
BOUEA A TR EAWEANE T H L iR ER e EatEal . ek
7 B T S SE e A7) LS 2R A sE A R ) RS AL W A AL T K 4R EE 5
(wafers) W] ST R ETR BV A 5T (teaspoonful) 775 (tablespoonful) %, B K
A B Z A

[0103] X DIt A, A< B 250 20 & 4 T LIR30 B i e =X, i dn, Fr3f) (Cnl 7
Sl AT RE IS (R X ) e B B I o P e ), Ll a5 R 7 2 FE A DA 1 25 2 mT e 52 R
TEFNFNE ARG AT (A A T oK VE R B8 IR i BE i 2 NS R IR AT 4R 325 )
TR (90 Gn LB 4 & 2T 4 R B IR S 2% ) 57 () kel R IR % T A B . AR AL A
) AR (AN - SR ER R SRS ) IENER) (AT e SRR R ) SF. B3k
Jr e AT L T AR S FR T AR

[0104] i (1 kit FH P804 ol 000 R LA SR FH 48] i 81 B R S8R B () B 2K, Bl B AT TmT
DAPC il B 458 7= o LA T 5K/ B — 18 B AR B AR AE A L BTV Ao LRI IF AT LA
TR T V5 A% s AT FH L 24 2 T R 2 RS ISR sk L AR R L AR 2
Ao RNERREAY RZB G RN ) FUL (B an 5P sk BT RrAr i ) AE K M ik
CH A A= 3 T R SR L T ) AR T AR  FE R SRI BT g ) (48] oxef o i 2 P R Y 1
BUNEEEH ILIALR ) .

[0105] W] FH T4 i BH 25 W 20 5 W) R0 24 2 n] 42 52 TRt R ) A 32 . 66 22 /2D — ol i 25 T ok
) 48] a1 ] ) €L S £ T 2 R T R R BAS R N T S OUAR A R R R B R A
(monellin) &z HE =5 HE (steviosidesucralose, 4,1’ ,6' - =% -4,1" ,6' - =Jii
SECTLIERE ) Bl IE IR, BORS BIORS BN BIOBORE 25 , DL R AT I 16 28 /b — oK 2 S A5 491 a1y
AU H R R R SR A R (Dsomalt) T2 B L Sk A AT AR AR
B B 2 o SISO RS DMEIR A o o0, ZERBRS B % Ol 1 5 BT I 0k B mT LAAY B
AHIFIL0.04% 2 0. 1% (FEim /B PEE. KA S EHRT ] 80 DL R B i
R R BT 20 10% 22 35%, I 10% 2 15% (FEE /AR .

[0106]  T] LALEALH) 2 i) 1) A0 48 o 77 Rl 2 PR 245 2 R 2 52 [ W R S0 2 2 SR A T A 771, 491
WIPERE . 2145 . FEBE SRR AL RS o PIRRIRR T AL & n] Be ke r= AR R E U 145 R . 7E i
IR, 7T RE TR MR ) 25 24 T R 52 R TR RSB a0 AR BE T 5e B4 ) Fantasy
A, KRR AT LR A A ST LA 0. 05% F 1% (EE /AR KIRETEELE.
A R AT BT IR 58 SO R I A G o ARIE AT F AL RS, ARSI K B AN 2
DIAERTER / B AT AR AL Bl Bk

[o107]  RJLLK X (D) A& WBCHl s T8 M S0 v 5 i, 77 48 ) 2 bk P DL B
B S A0 e o A v B R A R o RS TR T DA DL A TR A A, B A A 2
a2 A, AR IR 7. e ATTAT LR 0 W2 o sl A B (TR
BT, ELRT DA 5 0 an S 5] BRI AR AR/ B G ik
i, A2 T R AT DA UK AR B A7 A5, LA T AR A% 22 BT 238 B R o) n 2K G # s oK
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BE
[o108] X (1) b &4t w] e il 1 B o 26 W 461 e 1) B30 B E ), 490 2 25 i R 574)
SE AT A SRR/ s e H R
[0100] AT 5 KR ER 52 AU 15 AH K B0 T ) SRR N T 45 2 AR R SCER AR 1 ik
1 gk Ferfe X (D A EWRIRTT A 80 .. — 5 B, Y67 A ORI S08 8 By 1 R 1
25 0.001mg/kg 4 50mg/keg {AH, HLIEL 0. 01mg/ kg 4 10mg/kg 1A . & B 1) 52 LU
AR 2 AN ) 2 I DU B R) B AE — $ER A il I8 97 A 00 . BTid (9 3 571 ] DA
il B ) = T 2, B an RS A 40 0. Img 2240 1000mg, SERE R 192 B LA L) 1 B4
500mg 7% HEHC Y o
[0110]  AnASCAE FH I, (L& " YEIT AR " AL E YT E, Y TN A BB
YIWE, FEZAR S S b 7= 25 0 B KT IRZ AL S 4 UL S L BH S 1 18 T s /s KRR 25 52 1
HOEIN
[o111] it A (0 okG 35 B AR B e T I R BAR 2 (D) (B4, a1 Bk I, P
BT RS I B, BB E R R EN R SR E, R e SR, G T
DU, IE WA SIE AN A R8RS BRAL, Jrk " V87 A 280 " Al LAFRRAR S I, X Bk
THTGIT DA N, F/ 8O T BA R AL S AL T B AL IR PR PR b ST A
A R H BRI GE R R R
[o112]  REHE
[0113] 7B F3Crad Ak, A LA R AR - ‘DO o8 & ot 5 ‘DMF” RK7x N, N- —H
5 - FELZ ; CTHE” RKox DY & Mem 5 ‘DIPE” Ron — R A BE, ‘DMF” R/ N, N- —HIE -
W%, ‘DMSO’ 7R — AL VA, ‘NaBH, (CN) * 7R85k = SR8, ‘mCPBA” 3&7R 3— @A
A IR, Cs,C0,” RNIRIRH, ‘MgS0 (4)” KIRGRBREE, ‘NaHCO (3) FRIRIKIR—8h &,
‘NaBH,” 7R USRS (-1), ‘Na,S0,” K/MiRH, ‘NH,Cl" FRIRFAEL, K,.C0," FoRhk
FRBR, ‘NHHCO,” FR/NIKIR—HZ £k, ‘NaOH” KRG EALEN, ‘NaCl” ARREALE, ‘NaHCO (3)’
RRNIKIRE, ‘Pd, (dba) ;" Ron = [0 -[(1,2-n :4,5-1)-(1E,4E) -1,5- ZKHE -1,4- &
T -3 W 1] 48, ‘Xantphos’ IR (9,9- Z 3L —9H- Whi —4,5- — L) XU [ K%
W 1, ‘“TFA” KR = LR, ‘Bt,N KR =M%, ‘BEtOAc’ F£/R LR LNE,” CHOH FRox FREE,
‘PPTS” RIRXS FRTEFRMEIE SH LA I ‘PS” RIREAR LMo
[0114] Tsolute HM-N™ yE2%1: Argonaut (Foster City,CA 94404,USA) /=&, 3F H 2
FrRETE e T AR A, 2E LA AL N P Zehe 5 T DR S A R 2K Extrelut™
& Merck KgaA (Darmstadt, Germany) HJ7r= ¢, JF B2 & i H 5 A,
[0115] %18 ik [ AH B R AH (it v (HPLC) 4k i —2eqb &4, BT H G 7 R+ F
3 (TEAEWRAE A HPLC 753 AVHPLC 7775 BAHPLC 759 C AREH ) o U TR BT, IX 4L 7575
A] DU I AU AR N PRSI, LLRAT B T %00 B ) S AR 45 3
[0116] HPLC /77 A
[0117] P4 2 3E i A R AR AR 33892 (Shandon Hyperprep p® C18 BDS (it 2k ik
)8 um,250g, 1.D. 5em) 4iAL . A =FA a4 (A 4 :0. 25 % NH,HCO, K %5 & B AH -
CH,0H ;C #H :CH,CN) » B 5%, 75% A F125% B LA 40m1 /min FIEFESE 0. 5 0 8h. 4R )5 L 8Oml/
min [IEAE 41 PP E R 50% B f150% Co ARJFLL 80ml /min [IILIELE 20 4%k
15
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gt I RREE S 100% C, FEFREE 4 43 h.,

[0118]  HPLC /73 B

[o119] =iyl ik S A i ROB AR €438 (Shandon Hyperprep p® C18 BDS ( Bl 2537 fik
fZ)81um,250g, 1.D. 5em) 4EALIK. A8 FH =R G HAH (A AR :0. 25 % NHHCO, 7K %5 ¥ 5B 4 :
CH,0H ;C #H :CH,CN) o 55, 75% A F125% B LA 40m1/min (VRS EFLE 0. 5 73%h . 485 LA 80m1/
min [IFIELE 41 438t AE FEBEEE S 100% Bo 4R J5 LA 80m1/min IV LE 20 43 8hrb 4 A B
FEF) 100% C, FFHeSE 4 43 %h,

[0120] HPLC J5¥% C

[o121] =it ik S AH s B AR 3% (Shandon Hyperprep P® €18 BDS ( il 2k i 1k
fi2 )8 1w m, 2508, ID. 5em) 4ifk (1. AdH Z PRSI AR (A A 0. 25 % NHLHCO, 7K 5 ¥ 5B AH -
CH,CN) o T 5E,85% A Fl1 15% B Lk 40ml/min VLI FFEE 0.5 2380, RG LA 80ml/min [FI9i
HAE A1 PR E] 10% A F190% Bo #RJ5 LA 80ml/min [FIFEIELE 20 7380 48 FAF
FEF 100% C, FFEFEE 4 7340,

[0122] A P[RR A BY

[0123]  SCjafi] A. 1

[0124]  a) il DASQNHZEPI‘EIIfZIS (D

[0125]  #F 5- 50 —2— A A i (0. 16mol) \4— A48 2 28 A i (0. 16mol) T & S AL #1
(0. 30mol) {EZHKF (500ml) TR EBFE IFNR 2 /IS o K S IR GV El o 4 SR VR
B KU YIuE , H ZHEUEER, T, 153 48. 5g IR (1),

[0126]  b) 4 QA s : N ] (2)

[0127] ¥4 2,2- BN BEEE ALY (0. 14mol) 3 b & rh (A4 (1) (0. 125mol) FHALL g
(500ml) WHEADT o ¥R NIREWTFE:HIE 2 /Mo B HRNIREY), B2 REH . 1
RARET DCM b, FRRIK SRS . A EANE, T8, 8, BAREH. RKRMNEH 1
I LT DIPE A gh i HUTiE ik, vk, T4, 1331 28. 9g I Rk (2) .

jou
lo128] <) % _ /@A s )N;<EPI‘ETMZIS (3)

[0120]  Mgrhlalfk (2) (0.0748mol) | Fe ¥y (56g) ML (10ml) {r7K (500ml) FHIVEEY)
PEFEIFIIR 4 /DI o RHZIR G E. BT ARV E T A THE ., 2R G
FIREEE L8, BRI BIRAWET DO F. 2BEANZ, I MgSoC4) Flfk i + 1 3&.
RIRCHE o ALY DIPE Fh&s il o A UTIEPIug i, T8, 153 21g P IRE (3) .

.
o] @) 4 DAQIK —
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[0131]  fFE=HE MBERABIEE L HE A (3) (0.03mol)  DCM(600m1) F1 LR (5ml) IR
G MAMCEEFEE (4g) » 5 08P )5, I NaBH, (CN) (1. 8g) » F [ NIBEWAEZE T
PFE 1/ IIAK. ZEBOZIREY . 2 EENE, T8, T8, AR MR RYM
DIPE HR&h o BFUiie g, 108, /392 10. 5g By a4k (4) .

H

N.
[0132] /@As/O;NE}:\’/ HRTE AR (81)

[0133]  Fh[a]{k (81) ZLAPIAMA (4) FUBRAEAT 3, 3- L T4 1

ol
[0134] DAS/(:ST‘/ HhRNA (96)

[0135]  Hh{E)fk (96) J& LAk (4) RAAEAEH 2, 2- — A AEEHI &1 .
[0136] /@AS/CST\’:\Q’EPI‘WZIS (99)

[0137]  AIR]4A (99) s&LAFRTEIfA (4) SBIFRAEAE A VY —2H- b —4- SR & o
[0138] /@/\S/C[NH ta A (102)

[o130]  Fhfa)fA& (102) J& LRI (4) SFALERAE A AT VY 20 -2H- WER —4- eI 1.
G, xR (102) BIE RS IMASRENEEL (IV) (4:1)
[o140]  Fhfa)fAk (102) oA a4k (4) SRAUERATEALH 5L DY 2 —2H- WEIR —4- S50

I,
@

H O

[0141] /(:[N HRTRI A (105)
\O/ED/\S O)Ni‘/

[0142]  HR[EJ4R (105) J& PAHPIEAR (4) SRABRIEAE AT 1, 4- 50008 [4. 5] 258 -8 HIE
H&H . AN, X FrhlEE (105) B4 8 I RAEEEL (V) (4:1) .

PN
[0143] DAS/C[NH HrEA (92)
< A

[0144]  Hrfalfk (92) J& LA (aA (4) RAMBRAEAT RN T e NI 48 1o 3 4h, X el 4k
(92) A -G A FAEEER (TV) (4:1) .
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s L
[0145] SQNH Hak (119)
JJ A

[o146]  AEJ4A (119) AELAATEA (4) RABRAEAMT 2- 435 T IEH) & 16

[0147] s o FRR AR (122)
ST

[0148]  rhja]{k (122) JELLARIRMA (4) SRR 2- M3 e il 2 1 o

O
H

[0149] /@Nﬁqﬂ [ {4 (125)

[o150]  Hhfe)fAk (125) J2LAhfal ik (4) SRBIERAEAE DY A -2, 2- — A5 —20- ntbig —4-

W il
01511 ) % o JOOS LG

o

[0152]  Btrhia) ik (4) (0.0045mol) MLWR (40ml) HIVR-EWHFEIFIENR 6 o Bzl
Vve A, MR RORRYE T DOMAUK . RZiR G Y H] NaHCO (3) . 738
BUZ, T 138, PR R ERR Y IBRI AL AR b (Ve :DCM/ R 100/0
2 98/2) Zitk . WERF WL, FEICHH o ARV DIPE AR s it o FFUTVENE Y, Ve,
THE, 133 1g P IEAE (5) .

[0153] /@Njiﬁiﬂ [ 4 (82)
AJ

[0154]  thiEfk (82) fZLATPIEfK (5) ZEMBUERIEMHIRMA (81) il %11,
[0155] o Ttk on)

[0156]  FRIEJ{A (97) JELAFRIEAE (5) SRABUERAE M HIRIA (96) %1
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[0157]

[0158]

[0159]

[0160]

[0161]

[0162]

[0163]

[0164]

[0165]

[0166]

[0167]

[0168]

}?EPIEHZIS (100)

fostt

Tk (100) ZLAPTaE (5) SAUERAE M PIRIAE (99) il # 1

O
J@Q‘F HRiEL (£ (103)

ik (103) R2BLI (5) KBURMEMTIIH (102) H140.
OO s aoe)
iRk (106) R2BLI (5) KBURMEMTIHE (105) H1410.

N//Q
btk 10

hfE (110) LRI (5) KBERAEFIE 02) #%H.
L0 itk G20

Flal ik (120) LR EE (5) JBUERIE N K (119) Hl% 1.

A~
A= ik az)

ek (123) LR EE (5) RBRME AR (122) Sl 1. F35h, R4 HCl

3

3

3

3

3

3

~

MR MRS

[0169]

[0170]

[0171]

~

/@:N;_gqjlﬁlﬂ‘ (126)
Hla iR (126) 2 LA aA (5) IR N (a4 (125) il 4 (1.

f) %U%HS /Q::;_?EPIEIM: (6)
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[0172]1  grhjalfk (5) (0. 019mol) =4 LEE (200ml) MIIREYHREIEFIR 5 /N 1%
REDEE, BARRER . BRRYET CROFEFKY . FZIREYH NalHCo (3.
STEANE, TE, duE, 22K, 152 8g a1k (6) .

/(:[Niqj ()4 (83)

[0174]  FRiEfk (83) JELATRIFAK (6) SRABUERIEMHIRIA (82) il &Y.

[0175] i anmmﬁs (98)

[0176]  FRIEI{A (98) JELAFRIEAA (6) SRAUERIE M IRIA (97) %

[0177] }7 AR (101)

N
V4
HS N

[o178]  FRiE{k (101) 2Lk (6) FAUERAEM P (100) H& K.

[0179] ) /(:[:;E sEPI‘EIMZIS (104)

[o180]  Hrfa)fk (104) LA EIfA (6) MMM AR (103) #4451 o

[0181] HS/Q:I{EOEPI‘WZB (118)

[o182]  Fhfa]{k (118) sZLRAHIE A (6) SRAURIEMN A E 1A (106) Hl%& K.

7
[0183] /@E}_%EPIEWIS (111)

[o184]  rRIE{A (111) R LAk (6) FRMUBRMEM P (110) HI& K.

[0185] Hsﬁf;fﬁlﬂl‘ﬁj{zls (121)

[o186]  rRiE){A (121) ZLAHTaA (6) FMUERMEM P (120) HI& K.

[0173]

[0187] § ,(:E:;T:\EPWZ'S (124)

[o188]  FRIE){A (124) R LU Ta)k (6) FMUERAEMN PR (123) H& K.

[0189] (éotlﬂl‘ﬁﬁzt (127)
S0
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[o190]  rfEJfk (127) JELArPlalfA (6) ZRMBEAE MNP fA (126) Hl%& K.
[0191]  SCHffs] A. 2

AR (7)

[0192] ) ffil% Q/\S/C[):K

[0193] FE=H MEERABEE LKL (3) (0. 032mol) . DCM (650m1) LR (5ml) IR
G MAPUE —2H- ML —4- FEE (0. 039mol) » 5 8P 2 5, I NaBH, (CN) (2g) » %%
MNAREGWEZW N HFE 1 /AN . K. ZEBUZIREY .. 7 EAVE, TE, dE, 58k
wie AHERARYIM DIPE H & . B utie o, T, 153 12¢ B EMA (7).

[0194]  b) 4% /@/\/@f}—é HE A (8)

o

[0195]  ¥grhlajik (7) (0. 027mol) FIZEE (200ml) HHR-EWHEHEIFEIAR 6 /M. FiZiEs
IV H, AR BreRYE T DOM AR F . BB & H NaHCO €3) Hhfil, &
WUZ, T, v, F 28 R ik R id ot A il (YR :DCM/CH,0H 100/0 %2 96/4)
aitk. WM, BRG] A RYM DIPE W&k &, Bulie g, veik, T, 15

3| 8g Wy E A (8) .
[0196] ¢ Hil#% /Q:NKC HRTE A (9)
<

[0197]  KgrhlalfA (8) (0. 019mol) 7E=FLMR (200m1) T RIVREAWHFE T IR 5 /Mo
ZIREYVEH, RGN BERRYET LR OEFIKF . BZIEEY H NaHCO (3) H
Mo BEANZE, THE, U8, 28R, 193] 7g PR (9) .

[0198]  “ZjjEfi] A. 3

[0199] a) %%
[0200] /@AS/C[NH HrEAA (10)
< Ak

[0201] 7R T4 3, 3- ZHZETBLESELY (0. 20mol) N2 A& (1) (0. 16mol) 7E
ikme (600m1) H VRS Y, FESE FHEE 1 /DI ZBREF. B RWE T DO H. %
VRS K i HCL ZK ISR PE, TR RG NH €4)CT KW IRPES: . B B aE R T, o
TS TR R, 153 62g b A (10) o

[0202] b) |4 s/[:[m HREAAR (11)
\0/©/\ O)\/k

[0203]  Hgrhla)fk (10) (0. 12mol) £ THF (500m1) " HIVE & YIEAR T 30°CHITEAE T FHEAHE

W (6% )+ e =L 0.5% ) (5g) KIEEMIE ML RIA . T B &) L

Jei U AL, 28R PRI o R PRARYDIR BT DIPE o AUl g th, vhigs, T4,
21
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331 39g P TEAA (11) o

0]
H

02041 ) 1% I:rwﬁjﬁlk P (12)

[0205] ¥ rPlajfk (11) (0. 07mol) 7F DCM(1300ml) FZ R (10ml) VRS WLE =0 N H
FAEE. HPUEA —2H- ML —4- R (0. 088mol) 7E 2R N INE N VRS W4, FRE 258
THEEE 30 0 hP. FEEIR R 10 I NG =S (4. 5g) o B RIS HERE 30 43
Bho IIAIK, ZEELZ S5, B0 B IE W2 T4, i 38, R Kk RS T DIPE . ¥
DUVEVDE Y, YES, T8, 1331 23. 5g b mfE (12)

H

e
[0206] /C[ © hiE ik (76)

[0207] e ik (76) LA IR (12) SRR PYZ -2H- ntbii —2- FEEHI% 1.

[0208]  d) % iir{<:$1%<>
0208]  d) ) [ 13
jsaaals

o

[0200]  Hfrhfa]fA (12) (0.051mol) fE LMK (500ml) AHAEIARE FHH: 2 MY 1ElK
POREY), TR FR R E T DO AR o S IR-A W NaHCO (3) il pH =
To ZEHUZ A, R0 BRI HUZR T8 08, B8 R0wR, 521 23g forh ik (13) .

D
[0210] /O:N/ HrE AR (77)
Joaaals

o

[0211]  HR(EJA (77) J2LAARTaIAR (13) RAIBRAE I FRTE) A (76) HI4&1 .
[0212] o) %% /Oilg_g HRTEAA (14)

[0213]  WAE =M LR (20ml) H A RIA (13) (0. 0044mol) ZEFHE HAE 150°C R mn#k 15
0. BEIRNIR G, R RN B RWE T LR LEEFIKH . KRS H NatCo
(3) AL pH = 7., R G, BB A VE T8, o ig, R, 153) 2. 2g 1 (A
& (14) .

[0214] Q:;_;? FhEl A (78)

[0215]  FR(EJA (78) J&LLARTaIfAR (14) RABRAE M FRIRA (77) HI%H .
[0216]  SLjiafi] A. 4
[0217] a) 4%

22
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[0218] D/\S N hAlfA (15)
\O O)\K/

[0219] 4 2,2- — T B 49 (0. 2mol) fin 2 7E Mt wE (550m1) o (1) o &) 4k (1)
(0. 18mol) "o ¥4 R N VR-EBEFEN- I 2 /NI o W E R BRAY), BRI HiRY)
FEKFI DOM Z ) ke S B HLZ, T, b0k, AR Kk RWiRE T DIPE b, %
B3 DTiEuE e, T, 19 31 62g IRk (15) .

IS
[0220] D) ﬁ%ﬂ%\ /©/\S )N;QEPI‘EIIfZIS (16)

[0221]  7E 25°CF, ¥ (A& (15) (0. 16mol) 7E THF (500m1) H ¥R &4 H 83 (5%,
5g) TE AT D BN V,0, f74E TEAL. WA LU, BE AL, 7 387 P I A
MNPV (5% ,58) FHAEM V,050 ELEEL, HEI (3 15 )« JEHEIT], AR
JEH . TR RYRET DIPE, JEH, T8, BRI H 1A (16) .

[0222]  ¢) 4% /O/\S/C[}—’_\EPI‘EIIfZIS (17)

[0223] ] fAk (16) (0. 056mol) 7E L (300ml) 1 HIVEA W BEFEFF R 3 /T, 2R 5
A, FAERER . R YAE KR DOM 2 (8] 3 Bt K5 %8 A4 FH NalCO (3) ZK ¥
Mo EANUZ, T, I8, FARER. ¥y (2.5 wFT L (50ml) » A
NaBH, (0. 160g) , B3 S ARGV BEFEF 1AL 2 /N o INES ) NaBH, (0. 500g) » B4 [ W
REVDEREF I 20 /N o B RIRBIRRYGERET CBE. N NaBH, (6g) , F544 K IR A
YR B 20 /NES o B SONIR AR IINIK, ZEREE T R R Y AE KRN DCM 2 []]
SYBC. 3 ESENUE, T8, U8, AR HIRRYRE T DIPE, JEH, T8, 153 158 1)
HrEA (17) o

fo=ai
[0224]  d) Hil#% p HhRAR (18)
o

~

(¢

[0225]  FER A TR $EHEF )44 (17) 0. 021mol) £ THF (250m1) o ¥ . I
NEAEY (0. 025mol) , FF44 R NV WIAE 40°C T HEHE 30 080 IR T 5 R IR
(0. 025mol) , FHRE [ NAR G IAE 40°C MHEH: 2 /Do IINBEZ 3R T 5 - AR (1 3
), R RVIREYIAE 60°C R HERE 20 /NI IMATEZ IEALEN (0. 3g) o« IIAFSMRIF T
FEPEIRWY) (L) , FRRF R IR A YILE 60°C R HEHE 20 /Mo IIABSMIZALEN (0. 3g) , 4%
BN T TR (1) o RNSERE B NIR G M o 7R R o Kk A MAE
KA DCM Z [R) 73 ide 73 AT HLZ , T058, b g, FR28 A5 R e il i A C i P AR i
Zlitk (Ve -CHLCL,/CH0H 99/1) o WERF=MIZR Iy, 2RI, 1331 1. 2g KR A4 (18)

23
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7
[0226] o) H#il#% /@:/3 Fh{E A (19)

[0227]  FERABI PR . FAE=F LK (15m1) R4 (18) (0.003mol) {E 110°CH
15 23 b AHIRNIREY), BRI BIRRYEKI IR LB 3R FHziR
Y NalCO (3) KA. 73 EANZ, T4, 18, 2%, 32k (19) .
[0228]  SZJfifhi A. 5

0 N—Br
[0229] %U%K/}}SQ HIRA (20)

[0230] KMk (0. 007mol) 7E THF (30ml) 1= ZJi% (0. 800g) IR & MAE =R FHidk.
EEWE FREMAN 5- ] —2- BEMEBEEE S (0. 005mol) 7E THF (10m1) S . E%
BT ¥ SO VR A WAER I R N2 P B . RIEHRNIBEWE T LR BT, A
JKVIN HCL (20m1) (KA1 NaHCO €3) 7KW VRS, X G T4, 108, M8 R, 1392 1. 6g [
tE A (20) o

[0231]  =Zjififsl A. 6

[0232] %U%HzN—E—@—BrEPI‘EIIfZIS (21)

[0233] ¥ B EHLIE L THE (20ml) Y. 0 2- 1R -5 WRIE K EE & (0. 005mol) 7E
THF (10m1) FHIEH . 15 50°C R S R NIREWIHEFE 3 /Mo Ji A DCM(100m1) o fIAIK
(40ml) o BZXBAHIREVIRIE A 2 B8, AHVE T, ik, H 28 K%, 153 0. 970g
R EN A (21) .

[0234]  SZjfEfs A. 7

- T
[0235] 4 ﬁI QN,% e i (22)

[0236]  FEGTUL T R K EA (8) (0. 00235mol) #fR Tt K =M LR (20ml) 1,
FAE 80 C T HFE I o« 28RV o FRRWE T WA PR, REHXIRE M
HMINaHCO (3) /KB IES . 7+ BANZ, T, I8, BRI BRI T =
TR CEE (20ml) o N 3— R —2,4- LW (0. 00235mol) Al Cs,CO,(1. 15g) » HF VW
REWAE 100°C T HiHE 3 /b WHIRNIR G, BERER . MRV ET LRLEET.
SrEANUE, FHKVERS, ARG F Sk RS, T, 98, B2 REN . By ks
HIRE AL (Pl - Okt / SR OTE 1/2) o WEEFMR 5y, ZEREH, £33 0. 090g [+
[tk (22) .

[0237]  SZjiafi] A. 8

[0238] %U%i%ﬁs /Q:Z/C—g/ OEPIEMZIS (25)

[0239] ¥ A [A) 4k (9) (0.002mol) FN 5- JR —2- WE Wy fifk [E A% (0. 0025mol) 7F — % %%
Bkt doml) PR E DM FAER TR I AN ZINMIEEY GR). R MA
24
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Cs,C0, (0. 004mo1) , FHAFIZIR AW, FRRRAE R TIRG ] NMESOIREY (PIR) « ARG
B Pd, (dba) , (0. 0001mo1) F Xantphos (0. 0001mol) , Bt <, AT & SAEH (FIKR) . 1A
SEETRNREY b, I Z R NIREGYICE 100°C T HiPE A B ZIR S vA 5, 1k 38, 7
RIS 1B (A4 (25) .
[0240]  ZRFRIRFH 5 IR —2— WEWy TR W Fige ] ABIA) G LA ) 28 AR -5 3R -2 (1H) — it
W B, 4— 5 — LW R R AR, 1 (6— 5 —3- MENEFE —1- LW, 5 ¥R —2— MEMy T A%, 3— (VR -3
Wy 5 ) —5— L —1,2,4- BE M, 2 ( LFERRMESE ) —5- W — WEWy, 4- IR —1H- ki -2) W,
4= R —2— LHE - ENE, 2,4, 6- = GUMENE, 4- S0 -2- T AL - mbng, 3- G —6- A 40k - mk
e, 4- A -3- ( =GR P2 ) mibme $hig £h, N- (4- & —2- mMEme kit ) - ZWhl%, 4- 1R —2- AL - it
WE, 4- ¥R —2— G — MERE, 1- (56— JRMLNE —2- 3 ) £ Wi, 2- AR Ik 2 —5— yRnib e, |) 14
(20), A AA (21),4- W —2— GUILNE, 2- G0 —4- WENE Ik IE, 6- S0 -3 mbie TR, 1 AERE,
5- ¥ —3— MLNE FIE, 5- IR -2 (1H) — MERE M, 1- (5- 3 —2- MEWy &L )) L, 5— ¥R —2— &y
i, 56— W —2- MEiE FE 1, 1-(4- ICRSE ) - S, 5- 3R —2- A0 — mibmg, 2- (4- 1R —2- IR
Mg 2 ) -1, 3— AR, 5 IR —2- ( AR R R 2 ) mibmE, 2- VR —5- (R AR WA RO ) mEwy,
b= W N= &3k —2- WEW e Bt i, 5 U -2 WK I, 1A) £ 34, 4-[ (4, 5- —{R —2- &y
BL) WEIEIE ] bk, 4-[ (6- & -3 Mbme 5L ) BAMEIE 1- bk, 2- S0 -5 ( FREERATESL ) nitme,
MRk 36, 5- W —2— WEMy RN, 1-[ (5- I —2- WRIHEE ) Bt 1 mbis ke, 3- &K - 4T
B2, 4-[ (5— ¥R —2— WEWy 5L ) Pk 1 Wk, 4-[ (5— ¥R —2— WM 56 ) Bedk 1 Wk, 5- ¥R —4-
BE —2- WEWy R, FRBENR, 4-[ (4,5— ¥R —2- WEWY L ) TATEAE ] Nk, 3— Gl -6 FHALEmkIE,
6— R —2— MEWE TP, 4- U —2— FRZENEIE , 4- 50 —2— 3k - WE0E , 4— YR —2— HUILIE , 4- ) -3—
SUHENERE , 3— Tl —2— ( =G 2E ) mbne, R4 (84) , iR Ak (116),4- SHLRE Hhi#h (1:1),
Ha A (129) , Frlal A (135), 2- %l —5— WEME: — FJiE, 4— ¥R -2 (1H) - MEREEI AT 4- R -2- 5
BFENEnE , DA AR I e a9 .
[0241]  HCUHW A R R (9) WT LARE 9] dn A 1 b (AR AR < AR IRl 4k (6) , a4 (14),
HE g (62) , HrlElfE (66) , Hral & (70), HPIRIAR (78), A 44 (83), Hr[E) 44 (98), Hh ] 4
(101), a4k (104) , Fh Al AR (111), Hha A (118), Hhim Ak (121), Hrim 44 (124) , Ao [A] 4k
(127), Al & A R B &)
[0242]  FRFF QP IAIfA (25) (SEHEMH) A 8) SRURIEPTAIA (9) 45 LT a4, Jf HAE
FH T de & I A AR 28R o
[0243]
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r@ 4R (33)
O 1+ KIR: -0k T

~° 4K (44
Segesy PEkEs |
Cl ’ § 7}19\‘% 3,5—:-;?(‘-4_;;!%5_1:1;[:9;{

O

¥ 18] 4K (45)

NN N//O
C/'[/@Q_F ZIR: 34-ZBwbeE

¥ 18] 4K (46)

A
@J@Q‘F IR 4B 0-F AR
r@ F 7] 4R (54)

N@[ " | ZIR: 4-F3-(Z AT )
v ey, R
¥ 18] 4K(56)

ey ”O I N-(6-%.-3-"4% A )-
AGPgeay

LB

F AR (117)

PV e: e R S

[0244]  RAEAAAPIR)AR (25) (SEHEH] A. 8) SRR 2 LT A 8] 44, {E /2 b el 44 (111)
A A= IR -2- e (A28 ) JTaG .

A ~
[0245] N:/\IL Q}_’:les (112)
SE 1 A. 9

[0246]  SEjiafs] A.

O
(0247]  a) ﬁ@u%m O Qe+ (26)

[0248] ¥4 Cs,C0,(0.0061mol) A & 78 — 4 2% ¥ k¢ (10ml) [y 4- ¥R -2 (1H) — ni mg
i (0.004mol) o HHZVRAWH A A=K AT E K (9) (0.0023mol) 78 48 A%
HekE (oml) FE SIS . F R NIR S YIRS . I Pd,(dba), (0. 047g) Fl
Xantphos (0. 060g) « ¥ Jx IR G WL, ARG LE 100°C M HH IR I NIREWAE .

26

¥R AR



CN 101621998 B OB B 923/86 T

A DCM(150m1) o B 5% NH €4) Cl K% (150ml) , 8 & JE24 8. ZKAHH DCM (100m1)
. WA IFRAVUETE, 38, B RER . MikRWidid CombiFlash PRIEH: (i yk
( e :CH,C1,/CH,0H M 100/0 22 94/6) 4tk WEEF =gy, 75 K5, 1331 0. 93g [+
[BAK (26) .

[0249]  b-1) 4% jo\/@/;_,g HrE AR (27)
[0250] %HF/;I{)\S Q:;_’Q Hla A (43)

[0251]  Ksrpla)fAk (26) (0. 005mol) &0 4 L4 EE (0. 01mol) Fll K,CO, (0. 006ml) £ DMF/
H,0 (5ml) HTREIIL 15 A8k K R NIREWIAE 100°C FHHE . B EIRNIREY),
T HCL I2NFZKVRAY) (dml) (EE3 1/1.5) o BB ANUE T8, 1 uE, ZZREH.
Wik R Y)IE L )OAH HPLC 2li4k (BREEBENLAE A NH (4DHCO 3DZZ 1S (0. 25%, 7E7KH ) /
CH,0H/CH,CN) o WEE P AP AN R =40 o, AL B, 13 B R Rk (43) CRBb A T F — iy )
F0. 221g HREAA (27)

[0252]  b-2) %U%I\/F\I{i /@NT—HQOEPI‘ETMZIS (47)
[0253] %ﬂ(i{\“\ /@{;_’;COEPIEMZIS (48)

[0254] 4% 1,1,1- =5 —2- W% (0.0075mol) ANz ialfk (26) (0. 005mol) &, 44k
(0. 006mo1) 7E DMF (5ml) IR EYIT . F R MNIBREWAE 0°C FHid: 4 /Mo AFRNVIRS
YILE DOM AR Z (A1 53 L ¥ 0 B HLZE T8 (MgS0 €4) ), iy, AR EH . iRy
T SR HPLC (6 B WE A5 A NH €4) HCO (3 2 sk (0. 25% , ZE7K 71 ) /CH,0H/CH,CN)
aifl . WP TR =R oy, FRALIE, 1931 0. 176g B Ak (48) (E- Rk ) F1 0. 367g (1)
1 (47) (Z- SRR ) .

[0255]  b-3) %U%F}EF@N:EL QNQ_COEPI‘M (55)

[0256] % o ] 1K (26) (0. 000722mol) \2,2,2- = . — £ BE.1-(4- 7 3 - 25 1 6 156 )
(0. 00144mol) MIFKEEHR (0. 132g) fF DMF (5ml) THNESMMFAZL 60°C. ¥ NVIRA Y H
DCM MK A HL o K73 B A HLE T, i ug, 28 R Bk Ryl S AH HPLC 4idt (BRFE
PEWATH NH €4) HCO (3) ZEMayi (0. 25%, £E7KH ) /CH,0H/CH,CN) o BT 75 =440 47
FZERA, 132 0. 116g IR A (55)

[0257] e {4k (58) 42 LLrh[alfk (55) FRALBRAE MR fA (23) F11,1,2,2,3,3,4,4,4- )L
-1 TR, 2,2, 2- — R O IEMS I .
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A Cr.
[0258] Hilal A (58)
L OE -

[0259]  SLCjEfs] A. 10

[0260] %U%O,;:( @[:;_’@ OEPI‘EIHZIS (28)

[0261] B ERERFEHEZ (0. 00021 1mol) ARG FF#E/K (0. 5ml) N ZEEfAAE FFIEE (3. 5ml) A
B (22) (0. 00021 1mol) MI¥WE T, FAE 60°CE 70°CHLE Pkt . B RN IRE WA
H, AR BB aNET R, I8, ZRER] . Brkam o A @it e
alith, (Ve : TR OBE / %8 50/50) o WEEF=WZR oy, 75 57, 4331 0. 050g Fry A TR 44
(28) .

[0262] =CHEfH] A. 11

[0263] a) ﬁ%ﬂ%jgjt /C[%C OEPI‘EUM—‘ (29)

[0264] % Cs,C0,(0.0032mol) AR AE A 243 Cbt (10ml) 1Y 4- S —2- nib i A Bt fi
(0. 00318mol) 1o M ZIBEWH A M =R MAFEAE (9) (0.003mol) 7 — 5 %
ot (oml) B ER Y. Bk MIRG XIS . I Pd, (dba), (0. 100g) F
Xantphos (0. 130g) ¥ R NIREGWNL, AR5 E TR TR E RN AAHET, R G 7E
100°C N HEFEE B K5 S NTR APV, IIAZK (200m1) o K iZ IR A4 H DM (2x150m1) £
o WEFHMANETE, I8, AR Ry AH HPLC 4tk . 845y
AR, 4330 0. 6g I AR (29)

[0265]  b) %U%N:‘I S Q:/;? OEPI‘ETJMS (30)

[0266] 1 7E DMF (5ml) (1 h 8] 44 (29) (0. 00075mol) 7E UK 4 Hl. W = & b i
0. 0016mol) B VIR EIAE 0°C R 5 CHIR S N IEFE 4 /D)o B SNBSS FI VKK
(75ml) o L% NaHCO {3 A1 pHo i€ H TS UTIE Y, /K VeSS, T8, 1531 0. 270g 1+

GIEES (30) o

[0267]  SEJj IA 12

[0268] %J%:)\ : C7<G$Iﬂf$ (31)

[0269] % H ] 1K (26) (0.000722m01)+2,2,2- = 4 & B, 4- B OHE - K WO fE

(0. 00144mo1) 1 K,CO, (0. 132g) 7E DMF (3m1) H VRGN E 60°C. ¥ NIR-E W AEH
DCM FVKZEBL . ¥ B IA N T8, o g, 28 /R Bk aact soaH HPLC 2ifk (R
FeE A8 FH NH (49 HCO 3 2B (0. 25%, £E7K ) /CH,O0H/CH,CN) o W= 254y, T

28
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R 1521 0. 085g IR (31)
[0270]  Cjfifs] A. 13

(02711 )KQ @[ Emws (32)

[0272] ¥ P ) 1K (9) ( % £ 0.0016mol) \6- 5 —3— Mk g A R A7 3L f5 (0. 004mol) Al
Cs,C0, (0. 003mol) 7E A A4 bt (10ml) "HIIRAGWIFE IR P IH IS . 76 NC2YR 7%
RGN FiRYAE DM FKZ A1 73 e o Koy BSIAALZE IS Tsolute JEAF T, AR
W TR AR HPLC 4k o WER R 4, 25 G, 1331 0. 344g A1k (32) .
[0273]  Z&IRFH 6 S —3— mibie FF R A JR 6 ] A 49 an DA R 90 2 &l -5 ( =3
FRIE ) MRERE . 2- 50 —3- MERE T 2- S —4-( =) mbme . 2- & -6-( =F ) nkeg,
DLl & Ho e Al ik

[0274]  SZjfifsl] A. 14
Br
0275 il ﬂ itk (34)
O,,\\O S Br

[0276]  KeBRERZH (0. 570¢) AIEALERE (0. 800g) £E/K (15m1) HIRIEEGWHIH: I 4,
5= R —2- WEW BRI S AL (0. 005mol) 8 THE (10m1) . R fiR G 4E 75°C
NEEE 2 DI o R RRZIR GV AR 30°C . IIABLFTE (1. 4ml) , FRRE TS S NI G )
FE50°C MEF IR, RIFVRHL, BT LR OWR, RUKUES, J2 70 8 o KA L8 LR IR
W GIFAPUR, THE, 138, H 2850050, 53 1. 120g [Tl (34)

[0277]  SZjfifs] A. 15

0\/

[0278]  a) %J%O’ \hiEE (35)

O

[0279]  fE =L N K mCPBA (77 % ) (5. 7g) N & 2- W1 % —3-( WAL A 2k ) mRm (1. 4,
0.011mol) 7ESAAG (50m1) "HENEEW P CRBUSN) o 5 S SHRE R 2 /N, 285
KA NaOH ¥ (30% ) ¥Edk. K BRIAHLZ T (MgSO (4)), it i, W2 &, 155
L. 75g ¥k (35) .

%/

[0280] b 4 8. Rl (36)

[0281]  fdfirp[a) {4 (35) (0 004mo1) 7E DMF (7Tm1) Pt 148 2 73 Bt a) /Do N 1-7R -2,
5— MEMCE — i (0. 0048mol) o ¥ R MVIRGWINFE 1 /NI KBS A ZIK S, 4%
REWH O O ¥ BRANUETE: MgS0 (4) ), i J&, 28 K%, 193 1. 00g
[y rh a4 (36) .

[0282]  SLJfifsl A. 16

[0283] %Ué\l{b\s Q:§O¢I‘ﬂf$ (37)
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[0284] %EIN&S /E:E:;%OOEPIEMZIK (38)

[0285]  H#4rh[alfAk (26) (0. 00116mol) FHEALAN /1 H)i (60% ) (0. 0015mol) 7E DMF (10m1)
W R A IAE 60°C N HLEE 30 2381 AR JE Tz A VA H 2 535 . IR 45¢ (0. 0015mo1) ,
R TS I VR A AR IR PR . I B 285 (100m1) » JIAZK (100ml) , FF5¢4
RBE. KA (100ml) ZE. HAIFFAENUE T MgS0 €4)), &, FFE K%
o FRARIEIE AH HPLC itk e WERMIAS 953 4, F5 25 R e AT TS 7, 1931 0. 368 [
HrE A (37) F10. 015g I R A (38)

[0286]  SZjfEfsi A. 17

\s{%%)( Qj \%)(EPI‘EIIfZIS (39)

O O

[0288] # 2,4,6— — & Wt B (0.01034mol) . Cs,C0,(3. 3g) « Pd, (dba), (0. 130g) Il
Xantphos (0. 163g) 7EM K 4 243 e KRG8 R . AT EE (9) (0. 0047mol)
E A A O . ¥ RNREYIAE 100°C T I# 20 /N, SR GV E1, 138, B 28Kk
JEWIIEEH o K TR RYIAEAKF DOM 2 (A 43 FL o 43 BV AHLE , T8, 138, F s, 15204
[ (39) K XA AARIIR G

[0289]  SLjfifsl A. 18

[0290] %U%N{l;'\s /C[:;%O FraEA (40)

[0201] A& H N (2) WA, @ AT 76 Ar T R,

[0202] ] 44 (8) (0. 00187mol) ¥ fif + /i <L [ TFA(15ml) , 4R Ji5 #E 85 °C R i # 4 /)
o BZBREWAEH . EFETSTEREN. BEKVETRAWF RS, 2EEIE,
F S NaHCO €30 /K% (2x50m1) wE¥s, T4, i 38, A RS PR REF, BEEE
WY O 76 Ar N, 4- ) -5- 5 —2- AN (1.3 4 ;0. 5008) i ff T < m
THEAMHCHE (10ml) o M Cs,005(0. 914g) , 13 ENREEY) (7)o WgEkR M O R
TAEARHCEE (oml) R IR RS T ). AR5, A Pd,(dba) (0. 029g) F
Xantphos (0. 032g) » #£ 100°C 44 AT AR (0 e SR B BRI o K S N VR 074 A1, P75
REEH o R RMVERRET B2 B, SR 5 FH NaHCO (30 /K S Bpeiss, TR FH Bk Bess. 05
BHUZ, T8, U8, BARREN. Bkaymd ik AR it . WE Mgy, 25K
HR, 4921 0. 5113 I E 4 (40)

[0203]  SLjifEfs] A. 19

Cl
[0287]  fhil#%

[0204] &) %U%»BIQS/P et (139)
Yo
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[0295]  fii#k NaHCO (3) (0.570g) FIMEAEERE (0. 800g) 7E/K (15ml) H VRS . A
5— YR —6— Gl —3— NP =4k (0. 005mol) 7 THF (10ml) F M. & 75°C M Ife
BEYPEE 2 /. SRIE, BZIR GV 30°C . IR BE (1. 4ml) , PR BT A5 S VR
EIAEB0C FHLFEE A, ARG VAL, BT LR LlsH, HAKYES, 253 85 o AKAHF R LR &
PEAH . G IHANLZ, T4 MgS0 (4) ), iy, F2 k%, 153 1. 400g AR (139) .

O

(0]

[0296] b) fil% | o q HHE A (41)
TOLL LIS

// \\

[0207]  # Cs,C0, (0. 00307mol) AN ZAE 4243 Tkt (10ml) Hreffalf& (139) (0. 003mol)
o BZIRSIA (Gx) B, BEFEAN) . MAHEE (9) (0.0023mol) 7F 4 A4
okt (oml) TR MRS E . ¥R NIRSYH K. I Pd,(dba) (0. 047g)
H Xantphos (0. 060g) » # RNV IREWTE 100°C FHHEE . B RNVIBESWA . A
DCM(150m1) » AHLZH K (150ml) PE¥:. KIZFRH DAM(150ml) ZHL, -5 IFMATE
T (MgSO €4)) , i uE, FF28 R ik RyYid i A HPLC itk (B AESEAE ] NH €4)
HCO (3) Zeiisyl (0. 25%, /7K1 ) /CH,0H/CH,CN) o WEE W4 53, 28 KBS, 7951 0. 83g
[RIFREN R (41) A PIRLS PR G .

[0208]  Sijifafsi A. 20

[0299] %U%’ijs Q%C Hhla {4 (42)

[0300] ¥ 4- IR —5— F —2 (1H) — BLRERET (0. 0026mol) VT I/ <M A2 C ¢ (10ml)
o N Cs,C0, (0. 00325mol) o« HIA A (9) (0. 002167mol) 7E— A4kt (10ml)
o VTR, FHCREZIRS Y . N Xantphos (0. 040g) F1 Pd, (dba) , (0. 120g> KPS I
m%iﬁiﬂ: 2 /NN FEEAS R AAREH . FERRWAEE ] (100ml) FIZK (2x75ml) 2 [H) 4y
Fle 3 BANUE, H KBS (75ml) , T (NayS0,) , i3k, 28R H (AR ) . BRR
YDIB R A vk R Ak (BRI : BB WG /CH,0H 9/1) o WEEF=MIZR I3, 7R KW, 15
2 0. 474g I RA (42)
[0301]  SZjfEfs] A. 21

[0302] &) H% OA S/GENH EPIEMZIS (49)
[0303] FERAUW T RN, = %ﬂjﬁ;ﬁ% (21m1) £ 0 C WA (1) (0. 13mol) F
2- I —2- FEE - AR (0. 17mol) 7EMLIE (600ml1) T FES T, RIBSAE 0°C T BIZIFE

i [ IR EMIRAEZE . MK (1500ml) . FiZIBEYH O CBEAEL. B B A AL
ETE MgSO €4) ), ik v, F 28 K E5H), 152 44g BIHP IR (49) .
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HhEj & (50)

A
[0304] b) 4% /@/\ jS
\0 S O)j(//N
[0305] ¥ [A) 4 (49) (0. 010mol) £E THF (100m1) H ¢ V& & 4 18 =536 F 0% M w4
(10% ) FTAEAL =S 0.5% ) WIREY) (5g) 1ENMEALFIFEREY) /DIPE ¥ (4% ) (Iml)
FE TSN, TIRE 3 H4E) )5, e, 38R H FEE (300ml) #kt. LR (2ml)
SRJGHE DU —2H- Mk —4— A (0. 015mol) MMABIZIREWH . A AREHEETIZ R NI EY)
10 b, B EFIE =EIREY (400mg) A RMNIREWT . KR RNIBEIREFZE R
BARFRI 1/30 % DCM(700m1) FI7K (500ml) INZiZIKLE+ . ZKEZ 5, B B HANLE
T (MgS0 (4)) , ik ik, FF28 &), 1331 4. 5g I RIfE (50) .

0]

[0306]  c) % QN, PR (51)

N \\
~o N

[0307]  AELRR (15ml) HEH AR (50) (0. 0066mol) 7EFE 1 7E 160°CF hik 10 4344,
BRER e RNIAT 8 IR BIFRHIRRY), SRSGE T DM F1. ¥ HIR-5 YA H,0/NaHCO
3Y Peik. EH )G, ¥ BHANZETE MgSo €4)), ik i, HAKRBER . ke
combiflash AL AR (BEME :DCM/CH,0H M 100/0 & 98/2) 4lifk,. W=k 4y,
ARG, 433 10. 5g 1 AAE (BL) .

[0308] d) %% /GEN/ \ HTE R (52)
HS N \

[0309]  ¥47E TFA (10ml) PR alfk (51) (0. 0023mol) FEME e 150°C T it 15 438
RHUR IR G, FFZERER . BRAYE T LR CEERK A, 4R 5 F NalCo (3, #
B2 )G, B B A HUZ T MgS0o (4 ), i€, B KREN . HEEER T4 2 R, 153
HIFIIRAY) 133 3g P RE (52) .

/ 0
[0310] @) %U%(’)j N//C/ Ak (53)
Ny |

[0311] ¥ 5E# Pd, (dba) ,(200mg) 4R Ji7 ¥+ Xantphos (130mg) 3 H.4 J5#F Cs,C0, (0. 003mo1)
T2 e 2 B A IR AR 3- S -6- AR (0. 007mol) 7E 543 Okt (10ml) Hiy
RBEWH . AR (52) (0. 0023mol IR b, & ), PR NV IRASYIH N <
WG YIAE 100°C T HEHE 2 /Ny o AR NVIREY), IR JG I vk 28R IETRIRIH ) AR
Vi@t combiflash A REE HRERCAEAL (BEILHE :DCM/CH,0H A 100/0 22 99/1) o WLEES™
W5y, 25 R, 133 0. 310g I TEK (B53)

[0312]  SZjitafsi A. 22
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[0313] %U%QNO\S /@:;goqjlﬁlﬁi (67)

[0314] ¥ 4— &0 ML wE N- 48 4L 9 (0. 010mol) F %% & % (0.008) hp 2 o [\ & (14)
(0. 0042mol) 7E A4kt (50ml) THINEEW . AF R MIEEY HA SN, BAERIG
TNHEEE 4 NI K SOV IR A R S . BRI R R, BT RIS AR 17
3 3g W RIA (BT) o
[0315]  SEjifafsi] A. 23

S
[0316] a) #l% S/C[N)—‘* . S/E:EN’H- ¥ 8 R
aatelans 7

[0317]  TETEMHE & AT KN, (| 4k (8) (0.5g,0.00117mol) %5 fif T TFA(98 % )
(10ml) , FFAG 1R G AE 80°C F INFAGE A o B A AR B VRAE SL 2 N IR, R R E T
B S 2. BAALUZEH NaHCO (3) CHIAIR ), T4 (Na,S0,) , ARG 78 R U, 15 Rk B
IS B SRR T THE Gml) , PR bR S N2 1,1, 1- =9 —5-[ (U —2H- ntt
Mg —2— 2% ) 42 ]1-3- ok —2- W (0. 333g,1. 2 & ) 7€ THF (5ml) "I . ARG 1%
FOR AW SR N HEE 2 /N, R JE S5 I PPTS (0. 03g,0. 1 248 ), BN ZFE (10ml) .
W I R A IAE S35 N HERE, BRI S AR R PPTS (0. 4 248 ) o %R G WAE 60°C F N
3N o ARG RIEH, R ARWE T AV . KA VLZH NalCo €3) (Mg ) K FER
IKBEEE T (NayS0,) » FRZE RIS, 15 BIRR EIRAIRY o« kL™= Wi i A (e 12 A ek e
e (WG : LR O W / Tk 3/2) o WERPTTR ALY, B AR T, 13431 0. 16g [ R4k (72)
PRI =R A

[0318] b) %U%Fiogs /©::;7<GOEPI‘E1M$ (73)

[0319]  Hgrhfalfk (72) (0. 123g sHH &) ¥R T DM (4ml) , FRAS XA A E1 2 0°C . A
IRIR (33% ) TEVK SR RIS (S BIREMFACIIRE ) o RFHIZ RNV IREG DR
FEAE 0°CIA 2 /NBF, SR G HBZIR & NalCOo (3) (HOFIE ) BEK o B =4 H DCM B,
4y B HLE P K R R 7K RS , T8 (Na,S0,) , SR G ZE R IATH, 158 BIAE BB AR KL 7
Va A A AR A (BEIRWE Okt / LBl 1/1) o WWEEPR TR ST, 28 B,
7330 0. 044g B EE (73) .

[0320]  SEjfifs] A. 24

HhE & (59)

NJl\OJ<
[0321]  a) Hil#& /C[ﬁv(:'
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[0322] [ fAlfA (3) (0.0290mol) 7E 4R (250m1) HHVREDI I 4- FBEEE —1- WRig
IR, 1, 1- R LHEREE (0. 0468mol) « LR (2ml) U PAEEER (IV) (4:1) (3g) » VIR
G 20 438h. ARIE AN EEE =EMERR (0. 03mol) o 4 RNVIREDHE 2 /NI o KK
MERNEEYF . BEHZETHE MgS0 (4)), kg, 28k, 193] 120g K E A& (59)

HN

[0323] b) fhl4% /@A /CE:’: < HhE & (60)

[0324] (i (59) (0. 071mol) « T (800m1) FIELEE (40ml) (KRS WZEMIF T Hikk
W WA RPNIREY .. BV WE T DAMAK T . RIGEHZIEBSY A NaHCo (3) A,
BAHVZE T MgSO €4) ), ik yg, 28 k. IR RYcH T F — = N, 1531 35g [ TR 44
(60) .

O
[0325] c-1) 4% /©[N>7< HhRl A (61)
JJ

[0326] #(a)ftk (60) (0.071mol) 21 1,17 — BEET (0. 14mol) F1 DCM(700ml) [ITRS4)
LEZEIR T HRE 3 /DI IO NaHCO €3) /K, FHEZIR S FE 1 /NN LUK i & &
R 1, 1" - RE. BAENETEE MgS0 (4)), 1duE, K. ZERRYEIEH T — RN, 153

35g HIHEK (61) .
KCN/&O

[0327]  c-2) 4 A (65)
) N ,@’\SQ}_’_

[0328]  Ksr[E] 1A (60) (0. 026mol) 7E FFEE FAELAE (300m1) H VRS HH I AL B v
R NAR G, AR ﬂn)\EﬁzlxﬁEﬁE%ﬂﬁfxéﬁtP §lb, 132 12¢ R 1] 44 (65) .

HSOEH
[0330]  KEAra){Ak (61) (0. 01mol) FT TFA (40ml) HIVR -G WAERYE 1 A4E 100°C R Bk 25 5
Pho BRPIREMA L. ZRER. BRRET O LBEF, 285 K /NaHCO 3V
VES . BAENUZ T MgSO (4% ), ib 38, 7% k. ZHHIRKRYH T TP, 153 4. 7g 1)
HRE A (62) .

[0329]  d) |4 EPIEMZIS (62)

O

N
[0331]  e-1) il KO HE Ak (63)
=+

[0332] N, 4. 4 1A #& (62) (0.0021mol) \5- ¥ —2- W& Wy — A iE (0. 004mol) .
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Xantphos (0. 1g) F1Pd, (dba), (0. 13g) 7E 1,4~ —H A4 Okt (20ml) RSN . A
DIPE, P4 [ MR G PRI S R VIREWITE 80-90°C N iid: 2 /Nifo A EIZ )G, B K

NRE YRS RIS R R 4, PR R AR AR AR DOM/CHL0H (TN NH,)
(M 100% & 99/1) VE NP ait . WMy, BARETE . SERRVIEH T T
— N, 133 0. 45 HFEAK (63) .

O
A0+
[0334] N €2) 4. ik (62) (0.004mol) 4- f —1— 3L —1H- nikMe (0. 0035mol) .
1,4- 5 24 O %t (25ml) F Cs,CO, (1. 6g) £E Xantphos (0. 1g) H RGP <. MA
Pd, (dba) ; (0. 13g) , FHAL R NARE VI FFHR M T o RVIREYILE 80-90°C T 1t 2 /M o ¥4 E1 2
J s ¥ RN IRA W) F A IS R M DB IR YA, TG iR R AERERS E A% DCM/CH,0H ( A
100% & 96/4) 1E el aith . WP, BARD TG . BRKWHHEAH TR
N, 7330 0. 14g [ A (64)

[0333] e-2) % \ "k (64)

[0335] f) 4% //G CHhlElA (66)

AT

[0336] EWUBZIFEP ek (65) (0.00155mol) £ TFA(18ml) 1 HJVEEPILE 100 CTT%
F 25 7ph. WA RNIREW . FIRARYIAE NaHCO (3) ZKVE WM LR L BRZ 17) 73 B o
AHUZ, TH: MgS0 (4) ), 1L UE, #2857, 135 £0. Tg K EE (66) .

N/i

r@ i,
il : :N ‘ RI[EIEEN
[0337] g) \NU\S ) R fA (67)

[0338]  [r] 4— Mt —1— B 3L —1H- nfkME (0. 003mol) FI Cs,CO, (1g) HIVESYIP I 10ml — 4%
PR CRE. WA N ) AN ETBZIREDI S Bk (66) (0.0022mol)
InE) 10ml ZA 43 ke, B B . A Pd,(dba) , (0. 1g) FT Xantphos (0. 13g) , Fif
WS, iz RNVIREGWAE N (2) - KA FAE 100°C FHFE . ¥ RNVIRESAHL, I
150m1, M 150ml [ DOM 228U 2 k. & IFFMANZE T4 MeS0 €4)) , ik, Fak. Wk
RS HPLC (HPLC J57% A) 2iidk o A5 M DIPE F1 4588, 152 0. 195g K [E 4k (67) o

[0339]  Sjifafsi A. 25

[0340] a) fHl4 QN{ HE) Ak (68)
[0341] ¥Rl (3) (0. 03mol) Fl 218 (5. 2ml) fE DCM(500m1) H [FIVR & WAE = i T

N— Bl M HERE. I 4,4,4- =5 T B 16 08P 5, BN NaBH, (CN) , -4 2 IR 5 P04
/e IAK, BB MRS L&ﬁ% FPEEANZR, T MgSo (4) ), il 3k, F
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IR PR YR BT DIPE, 153 Bk (68) .
F

[0342]  b) % QN;_/:\ FE A (69)

[0343] KRl 44 (68) 0. 04mol) ¥fA T LR (100m1) o 5 S MR A BEFE I I LA, 77
AT KEIRARPAHL (DOM/NaHCO (3) ), T4, 1L, MR Mz IRE T
DIPE, P& HUTHEY), T4k, 153 2P IR fh (69)

F

[0344] ) 4% f//ﬁ HRTEA (70)
Crb

[0345] R JVAERHSE TH AT . HIEAE (69) WEAE T TFA. 4§ R NVIR-GWILE 100°C T HiHE 30
3B (A 10%REVR ) « BHZIBEWAE 100°C FEIRIEEE 30 08P, RIGERER, #
KRR R AEEL ( LF8 LG /NaHCO (3)), T4 (MgSO (4)), i, 78k %R kL
it A2 R (70) 6

[0346]  d) ffill %, ////L{\ thR R (71)

[0347] ¥ 4- &HERE, 1- 484 (0. 0025mol) | Pd, (dba) , ({4 & ) . Xantphos ( {4k &)
F Cs,C0,(0. 973g) 7 4 Ot (Gml) FEHNEG WL A AT N €2) SRME T
Ko FEN €20 R FIATE ZE AR Sk (15ml) F g ak (70) (0. 0023mol) » ¥ M
TREWAE 100°C T HFE 2 /I o FHZIBA YA (DCM/H,0) , T8, ik v, 28K . R R A
FHLE 13 2P AR (T1) o

[0348]  SLjfifsi] A. 26

[0349]  a) 74 /H\/Nj\s /@E:;_g OEPI‘ETMZIS (74)

[0350] A N 2 i e v 54 R AE . K Hh A& (8) (0.002355mo1) 7E TFA (14ml) ¥R
HULERIG T IMAER . ZEREN . FIERRY T IS E NaHCO (3YVHaFI7K ¥ (50m1)
IS B 2% (80m1) o K44 27 B H HLJZ OL1 FIZK 2 ALL. ¥f AL1 I 2K (40ml)
TR 3 WK, 3K78 3 4 B A AL OL2. OL3 i OL4, 4 OL1. OL2. OL3 1 OL4 & 3, F
i (Na,S0,) , It 8, AR (LA, 1 /N ), SRR R Ae FIN ) RNV 218
Po # Cs,€0,(0. 0047 Imol s7EELAS 45 ) A 2- &L —6- FZEMLIE (0. 003062mol) ¥ T
DMSO (14m1) A ERIESVE T, SRAFIRE Ao SR H4AE DMSO (14ml) " IZR AR A N2 -5 A
o, AT R SIRE YIS, 15 4380, ARG R 150 408k, ¥ 218 SEEM B %R A . %R
HHHK (125ml) Pedk 4 9%, B A NaCl (100ml) $e 1R Ha B8 A NE T Nay,S0y)
L, BRI Bk R Ym A sk R e At (PR : LR S lG / Tt 50/50 il
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60/40) o WERTF=INH Y, ZRICHN, 1331 0. 097g I P RIK (74)

roN
[0351] b) %U%/O\N(NJ\S/Q::/)_% Rk (75)

[0352]  FH N{2Mdf e VA A% . 7EMIG TR A (8) (0. 002355mol) 7E TFA (14ml)
IR AP . 28 R R AR E TSR F 28 (80m1) H, F & T < NaHCO
(3) HAIK . (Boml) Ho H425 250 B HLZ OLL FIJK)Z ALL. #4 AL1T A28 (40ml)
TR 3 K, 3545 3 4y B I HLE OL2.0L3 F1 OL4, % OL1.0L2.0L3 1 OL4 &3, T4
(Na,S0,) , i 3, T2 REH (A, L/ ), SRIG IR R Ao

[0353]  HI N (2) fif Je N 5 45 B 46 . Cs,00,(0. 002037mol 5 /£ H 45 T4 ) &
5— IR —2- FEEEMERE (0. 003062mol> FEMS ) 2R Bkt (14ml) A FVRBE, 3R15
BEY A RIGEAERA IR T (L4ml) FIRBREY A MEREW A P &G, N
A Pd, (dba) , (0. 036g) Xantphos(O 079¢) , SR G BwALHH (0. 000479mol) , FHAE S M IR & P it
<15 B B RNIRAEWITENIG FHEE 19 /M. 28R %5 SN2 EER R . Kz
TREW I KBES: 2 IR, 285 I NaCl HAUKEEPES: 1 K. F a8 AaIUE T8 (Nay,So,) ,
h g, ARG Bk Ry IE A ki R Al (BENE : SR 4T / 2t 50/50 Fl
60/40) o WEE“R T, 25 REH, 152 0. 255¢ PRI (75) .

[0354]  SZjifafsi A. 27

O

e g é 1
[0356]  FETHRACATFI NC2Y T Mo A& (8) (1. 5g,0. 003553mo1) 7 TFA (20m1)
RS . 28R RNVIREY), I NaHCO €3) (it S AmAE ) 2 (4x, i
YD) BATHERERE. a8 ANETE NayS0,) , i 38, 28 REHL, 132 R (1)
Wizsk R (D) 40k 2, B gk — 2 A F@E AR B .

[0357] WA

[0358] AWk R¥ (1) BEE—1t 3- R —4,4- Z A -2- T (0. 450g) 7E DMF (8ml ;
T ) HLE0C M. A (60% ) (0.051g) o £ 0°C T ZIRAYIAY 30 4347,

R ZIR SRR R

[0359] VB

[0360] ffEk &M (1) B2 %M T DMFBml s T4 ). 7£0°C A LH (60 %)
(0. 051g) 7E DMF (2m1 ;T8 ) H VR BBIN 22 8HH « 76 0°C MMEZIR G W [ N 30 4384,

A M 3- 1R —4,4- ZH4HE -2- TR (0. 450g) 7F DMF (3ml ;42 ) T HER. /£0°CH
I R NARE YR 15 5357, SR iR A =50

[0361] WS NVIR-ASY) A B FH 218 ZH5 NaHCO (3) (MR ) FKZEEL. 45 B
FUZETHE (Na,S0,) , it 38, FFZE ), N A 4331 0. 76g K4, A B 4331 0. 74g #H
e AR E RN A RN B KPR, B A s R aiA (Ve : LR &
Bs / Ot BIER /1L, 58 7/3) o WERITHR My, F 28 KA, /3 B 4K (79) .
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& Q? FriE A (80)

[0363] % — Eh FR i (0. 181g,0.001728mol) hi 4= 7E 25 5 & b i) b 6] 14 (79) (0. 075¢,
0.000173mo1) F1 L (4. 5ml) IR, FAL R NVIRAWILE 70-80°C N k. 5, 4%
TREMZER SN« NaHCO (3) (HUAEEW ) FUKIEEATAEE . ¥ 0B A NUE T MgSo
€4)) , ik uE, FRZEREH, 1321 0. 0758 IR o 1200 i 18 I i) 4% 284 HPLC 4li4k, £33 0. 057g
R E A (80) .

[0364]  SLZJfafsi A. 28

v o
[0365] %U%Q ST S (34)

[0366] P N-(2-FREE L) AWl (1g) A4 Okt (10m1) FE bl (60% ) (0. 46g.)
[FITREGWLE 60°C M HiHt: 30 380, ¥IRMNIBEWAH. I AN 4- 3] —2- FkeE (1g), B1E
110°C ¥ R MIREWIRFE 90 4380 4 R NVIR-E Y BIA ] 100m] 7R NH,C1 /KEHE S . 18
ok i YRS B TS UIUED, KV, FIZK YRGS, AR 22 T T8, 1331 1. 16g P (Rl 1A (84)
[0367]  SLjifafs] A. 2

[0362] D)

9
P el
[0368] a) il = [ 4 (85)
e

[0369]  #f 4- ¥ —2- FALNE (1.1 248 ) \Pd, (dba), (1. 7g) Xantphos (2. 2g) Fll Cs,C0, (33g)
TEZAMCHE (a.s.) PRIREN . MA 4- SERGLEE (0. 062mol) 7E 4243 bt
(q.s.) PHHNREY . 1E 100°CH NC2Y TR N VIR SIS . SIEZIREGY), #2%
RIEBHTEER o B RARWIE DM FKZ W 3B 73 BANUE, T8, o8, BAERER . #
FRARYDIE I PR AE A R (PRI  Cke /DCM 60/40) 4litk. WERF=d oy, 75 RV
7, £ 2P Rk (85) o

VAR
[0370]  b) %U%.Q C ThiE A (86)

[0371] O 3- SRS IR (20g) MZR A4k (85) (0. 042mol) fERUT T IIREW T . ¥
RINVIREYITE SR N HLFE 30 7380, ¥ VR A YAE DOV A NaOH ZKE 2 (M 731 (2x) o 43
AWLE, R Extrelut Y8, Z8RIEBICEET. HRRWIAE DIPE hfiide, yEH, T4,
22 FE Ak (86) .

Os ;.07

[0372] «¢) %U%FD Jij/ “ep ik (87)

[0373]  #+h[AJ{A (86) (0. 011mol) 7EHiEE (¥ ) (35ml) FhHNESWIIHIFAHIZ 0°C. 18
0°C F I miEE (3) Fagmg (k) (1/1) (5. 6ml) o 4 Fi1E e NV IR-ESAE SR FHeEE 3 /)
I, ARG N BIVKIK o Bz &4 A DO 2680, 2 BSA HLZ T8 (MgSo €4)) , ik,
38
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RN MRRYIRET DIPE, 8, T4 (HA5,40°C ), 1533 1. 7g K-k (87) .
[0374]  d) %U%F‘Q /@( §\/OL et (88)

[0375] MG AE—LLDMSO 1) 4,4- R - MO Pl =m ot (S, 2 9&E) e
WA A& (87) (0. 0025mo1,0. 800g) FIIN- 2, 3 —N-(1- B 3L 2 3 ) —2- T4 i% (0. 834ml) 7F
DMSO (50m1) H VR AW o B ZIBEWALE 50°C R HiFE 24 /M. INIAIK. FiZIREWH &
MR CBEAEE . oy B WU T8, 138, F 28 R 1Rt )45 HPLC 4tk (B
FEVENAE A (NH,0AC0. 5% , 7E7K /CH,CN 90/10 1 ) /CH,0H/CH,CN) o WEEAEZL 53« 25 RA ML
Ble ZEOZE KRG . K S A NUZ T8, U8, 28 RE ), 1921 0. 129¢g 1 [A] 44
(88) o

[0376]  ¢) & Q Tk (89)

[0377] % f [A) 14 (88) (0. 13g,0. 0003mol) 7F FF i (50ml) 7 [y & 40 H 4R 3% 9% M ok
(5% ) FHENHL L (0.5% ) FEEY) (0. 1g) 1EAMEAFIEBEN I (0. Iml) {F7E F AL
tho WA (3 &) )5, e AL, B2 RS, 13 2 ik (89) .

F

[0378] ) %U%F—Q /@i IR A (90)
O o) O)%

[0379]  Fr[alfAk (89) (0. 00024mol, Kl fh ) ¥ fE T DCM (5ml) Fl=Z K% (0. 040m1) FIVRA
W, NN 2,2- RN ERIESALY (0.035ml) , TR ZIR S AE S T BiEE 30 43 4h.
BZIR A DO 258 B B A HLE K PES, T4, oL ik, R ER, 15324 a4k
(90) .

F

[0380] g) %U%\OQ /@i HRRAR (91)
O o) O)><

[0381] ¥ [al4k (90) (0. 00024mol, /5 ) ZEFEE (Bml) HHIREMHAEH (50% )

(T ) AbF . RONIRSWAERE AL 70°C N M 20 70587, 2K, 153 F a4k 1) .
[0382] sl A. 30

Cl

[0383] (a-1) ¥4 \_ ) — s‘rEPI‘ETJfZIS (93)

[0384] ¥ 2- R —4— &UnknE (0.0025mol,0.5g) « — & = ( =2 )— 48 (0. 055g,0.03 24
=) AALER (0.015g,0.03 245 ) FEN 2) WL F&IF. 76 40°C F A =& (bml) FlZ
B = L RERE (0.407ml, 1. 1 248 ) . £F 40°C MEZBSWI IR B ks
KN o FFZIRE AL DOM FKZ B 53 Ble - BEANUZ, T4 MgS0 (4)) , iy, FF28 %
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Fil, 13 2R (93) .

[0385] a-2) %U%E‘C} )& (94)

[0386] ¢ HhE]fA (93) (0. 0025mol) A E A ALE (0. 005mol, 0. 280g) Fl FEE (4. 25ml)
7E DCM (2. 25m1) FENREWH » B RSIREGWEZSIR FHidE 2 /NS FAKBK N, BeE
FH DOM #5844y B HLUE T4 MgS0 €4 ), 138, FF7E R, 52 Rk (94) .

[0387] b) #l% «* N OEPI‘ETMZIS (95)
Elsﬁg%

[o388] f b [A] f& (94) (0.0025mol, i & ). Pd,(dba),(0.063g,0.03 X4 = ).

Xantphos(O 079g,0. 06 24 & ) Al Cs,C0,(1. 2g, 1.5 48 ) 7F 1,4- “HILH Ok (20ml)
PRSI mAHEE (9) (0. 0023mol) , AR IR G AE 100°C T HFEE R K iXiR

A, EUE . ZBRIEW .. HIRRYVEIET DOV, B iR SR AKZEEL. 1473 B IA AL

BT, Uk, RN, 133 PR (95) .

[0389]  SLjfifsi A. 31

OH

) % L;U_}- H A (107)
[0390] &) il ) 4k (107
"

o

[0391]  rhfalfk (106) (0. 02mol) NaBH, (0. 28¢) FIFIEE (100ml) HIVE-SWIALE I N hidk
L /NI ZRREEH] IR ARWE T DO A, B K VESR . BANUETHE MgSo €4) ), kg,
%K, 133 0. 6g A AR (107) .

Oy
[0392] b) 1il#% A (108)
SO0 E

[0393] 4 faElfA (107) (0.0013mol) F1 TFA(10ml) ZEFHHAE 100°C FHidk 25 43480, 1%
RNIREIIVEE . ZERER . BRRYE T LR OBEF, RGH K LR L5 /NaHCO (3)¥
WY FANZETE MgSo (4)), ik, 28 k. ZMHIRRMH T T2, 153 0. 6¢
Ry E A (108) o

F a4k

A
[0394] ¢) %J%@\QH_ i#;é:) (109)

[0395] N €2) X “R. B o I8 & (108) (0.007mol) \4— ¥ —2— 48 0t #E (0. 0lmol) .

Xantphos (0. 15g) 1 Pd, (dba) ,(0. 2g) £ — S 243 %t Goml) H IR G <. A
Cs,C0, (3. 3g) , HiZ X NIRE VI FHX N o W RVIRGWIAE 90°C R HiHE L /e RNVIRA
YRR SRS pE . IRAAVEW . R RWE T DO, TR KPS . BAHVUZET 5 MgSo
C4)), Lok, Z R B RWAE combiflash 24 (IEAHRERS ) b A% H DOM/CH,0H (100 %
t096% /4% ) YENVERI AL . AR D53 7%75\ RFRRRY) (1. 8g, M=\ / Jex\ 13/80
FHREY ) o FILRR M —# 73 (0. 35g) dfid HPLC (HPLC J5¥2: ©) 4k, LAy B iZik /
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e A T T =G0y (DU T — RNBER) , 20k, BRI5e T,
1330 0. 14g I EE (109) (1,4- RAFME (AR )
[0396]  SLJfifs] A. 32

ae7] @) %Uéé,g'l fG Ak (113)
g S/(:EN)_f—

[0398] N (2) K M. ¥ F I8 & (9) (0.014mol) \4- R —2— & Mt B (0. 015mol)
Xantphos (0. 42g) il Pd, (dba),(0. 6g) #F 423 e (100ml)  FRE W< A
Cs,C0,, ¥4 R VARG PR o ¥ R NIREIIAE 80-90°C T Hidt: 2 /NI o A EIRNIREY)
FAEEE IS R . R UEW . TR RV DIPE R/ 2— NBErP 45 5. 38 H 1, %
B, T, 133 3. 6g AR (113) .

[0399]  b) %U%%S\\j\@{_’@ OEPI‘EIMZIS (114)

[0400] ¥ H[E] A (113) (0. 0005mol) F1N- FIEE —1- T fZ (10ml) H1VR & WA+ 7E
150°C FHEHE 12 /pi . B ZERFR BN N- 3L -1- T Br Rl d: kA
FH DCM/MeOH: NH, (100 % %2 98% /2% ) VEAVENG AL . W MH 77, 250K« AT AR B
WH T T — RN, £33 0. 125g I EfA (114)

[0401]  Sjitafsi A. 33

(0]

[0402] =) 4% @’\éﬁ\/j\ il (115)

O Cl
[0403]  7EN 20T RN . 7F40°C T Et,N(2. 5ml) $RJ54 2- (3— THe -1- &) -1H-
W5IWE —1, 3 (2H) — i (0. 0011mol) fNZ 2— ¥R —4— &kiE (0. 001mol) « & — ( =ZKf) -4
(0. 022g) FIRLALET (0. 006g) WIVRAYIH, FHAE 40°C R HiH: 10 /NN o ZBREH . KRR
76 DOM FIZK 2 (B 3 Fd e #HiZIB-S W Tsolute i &, FE7% RUETR AT . ok 4t 4:
il (PR :DOM) Ziidk o WER T T oy, T2 RIEH o R RPIRE T DIPE, F4%
DU UEH, 193] 0. 200g [y fA (115) .

[0404] §\_/f_—\: o TR A (128)

Ci

[0405]  Hhfa]fA (128) fZLLP[aIR (115) SRR 2, 4- Z5nbme fl 3 A —1- AR
il 1o

o) N
[0406] b) #% f N(/\/\/O\GEPIWZIS (116)

¢}

[0407]  YE = ZJEAFAETR K a4k (115) (0. 0026mol) EFEE (50ml) = VR A4 H 4L
FEIBE R (5% ) FI7E DIPE HimEmy (4% ) WilE . WA 2 4&) 25, s
), B RGN, 153 0. 5g I RIA (116) .
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=N

[0408] \ 7/ Fra ik (129)

Cl

[0409]  HrfE)fA (129) LA aIfk (116) FSBUIRAE N RIA (128) il 1. 72 A4 (129)
IR AE P R AT = O
[0410]  =Zjfs A. 34

[0411]  a) #% : :NHO FRTE) A (130)

[0412] SNV AT IR

[0413] % 4- AR CELFEE (0. 0063mol) A [AJ4A (3) (0. 0042mol) WIVR G IAT
EH 1 YMEEANOEY . WKRELE, BRI NIBEY .

[0414] 55 — Kk, N BRI H AR (3) (1. 23g) AT . ¥ NIR-EWIZAEEL (DCM/ 7K ) -

FEREER AL, 38, 28Kk . BERARYICE, 8L HPLC (HPLC 777E A) 4itk. UWEERT
Wy, BRI, 33 Rk (30) .

N/—O‘O\
0415] b % o O ik asy
[0416]  FrHr[a)fAk (130) (0. 042mol) 7E LR (q. s.) F 1 i £h ER HP IV WA HH 4E 150°C
T 40 b AT R — LRI . R RYILE 150°C R INIERIR N 25 4rBh. AR
Ja &R, R RAWAER (DCM/ 7K ) o« IEEAVLZ, T MgS0(4)) , il 3§, 28k . &l
FIR A T F— RN, B8 Ak (131) .

0417 o) % JCEN;*FC Nhmtd (132)

[0418] ¥ [El4A (31) (0. 0042mol) ¥R T TFA (15m1) HH o ¥ s MR WIAE S 4 100°C
TR 30 8h. EERRPNIREY . BRRAWZERNIR ( L8R LBE /NaHCo €3)) . KU
HHZE T MgS04Y) , iy, 28K AR R T — &V, 524 A4k (132) .
[0419]

d) #| el Iy

NZ Q! 1,4—)513‘
% @L/Q:N)‘" (4azted, RA4)  (133)
F A~ e
N7 N 1, 4 X,
e Q\S@ENH— (Faxtey, ®EH)  (134)

[0420]  # 4- R —2— % 0 BE (0. 635g) « Pd, (dba) , ( fi 41X & ) . Xantphos ( & {1k & ) Al
Cs,C0, (1. 5g) 1F 1,4- —H A Okt (5ml) HTREGYE S AN €2) SR E TN
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o TEN €2) -SSR T IMATE 1,4- 5 Okt (Ioml) s ik (132) o ¥ RN IEE
WIHLE 100°C FHEFE 2 /M. 38R NIRA . ZEHL (DOM/ 7K ) 2 Ja B RCEER A HLZ T8
(MgSO (4) ), iy, HAKIER . 7AWl HPLC (HPLC J7i% A) 4ifk. W= 905y
M, BERENIEH, A2 A (133) (AT IBAY ) Frpiafs (134) O
FEXTE) SR o

[0421]  SEjitafs] A. 35

[0422] %U%I{T,WO\EPI‘EWIS (135)

[0423]  7EMSTE Ar AR R . KA (60% ) (1. 81g, 1. 1 244k ) JEE T DMF (60ml) ,
PR ZIRBIAHI A 0°Co #F 4- W —1H- AW (8g,0. 04124mol) £E DMF (20m1) ¥ il 2%
T2 N A%V AR R, TR ROV IR G YE 0°C R HHE 30 2089, SR 7E 550 F ALt 30 20
B BZIREWTRRAHAR 0C, IIANBALE (6.8g, 1 i) , A BRI -] -3- FI4
BT (9.47g) o KR GIREWAE 0C T ARIRAE IR TR 3 /M. KRR SR
W 0C, RFRIKIER . FziRE MM LR CEEMRE, 2 BAHUZ . KA NUR AR
IRV T (NayS0,) » i JE, FEAEELAY PR AWM (@I ) o bRk R )il I e
WA IR (BEREW - Okt / LIRS 3/1) itk o WOERFTIR LY, TR 250U 71, 1331 9. 064
TR A (135)

[0424]  SLjifafy] A. 36

[0425]  a) |4 /©/\s/©:N/ HhE A (136)

[0426] a4k (3) (0. 05mol) 76 Z IR (400ml) P IIR-A M tE 3£ 013 3 /N o Y41 2 [
TREW, RGBT . Bz WAE DOM/ K 2EEL, BB A UE T4 (MgSo (4)),
o UE, T REH, £33 6. 5g IR EA (136) .

[0427] D) %U%l@\s /@N)_QEPI‘EWZIS (137)

[0428]  TEMEME Ar KT O

[0429]  rhfalfk (136) (1g,0.00306mol) ¥R T TFA (15ml) o BZVARAE 100°C R HikEit
W o FZIREDAH, R R EARNTR ST RS BRRWE T LRl
AWLZH NaHCO3) (ML ) KM ERIK PRI ER, T8 (Na,S0,) , i 38, FZREH (40
TR ) o AETETE Ar U, B SR A VAR T 3R Okt (16ml) o i 4- ¥R —2- 3
Atz (0. 00306mol) L Cs,CO, (1. 5g, 1. 5 24 & ) \Xantphos (0. 09g) A1 Pd,(dba), (0. 08g) . ¥ ¢
MRS 15 4381, SRS TE 80°C T Nk 30 738 o %A IR -G WA 125 F R4, PR ISR
PRI E TR BAEYUZEH NaHCO(3) (HLFN ) /KRN R /K PRV PR T (Na,S0,) ,
Y8, 2R R, A BIRR A A A A B R IR e (PR O/ &
MR OlE 1/1) o WERPTTRR ST, 2 REH], 195 0. 642g [KJF AR (137) 6
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) ﬁ)\/@[:\%é % 17 #4.(138)
[0430] ¢) Hil& * § ° ﬁ =5 #y K 0 IR

NN N T

CU@D‘Q L5 e
[0431]  FEFEME Ar U T RV
[0432] ¥ Arfal{Ek (137) (0. 645g,0. 00214mol) ¥ T DME. BN 2-(2- R ZHE)-1,3- —
A (0. 002354mo1) , B2 AL (0. 002354mol) o B iZAR IR AW HIZ 0°C, K
InEfesh (60% ) (0.129g, 1.5 & ) o HiIZIFERNIRGYITE 0°C T Hid: 30 7380, X510
FIR N RSV KR, R I LR SRR R B A ALE
KRR KPS, T (NayS0,) , I UE, FF 28 RV, 13 BNk e il ik . FblE A T B8 L
L, EMACK. WEHIUEY CGRIEVI) , B CRist . HIBEAE S MRS Xt
HOZTR AR, B R MUY RGN ) « 2R IER K5k R )18 ok A vk ki
aifh, (VEWE Ot / SIROTE 1/1) o WP T ), 28R, 132 0. 302 1+ [A] {4
(138) ( IMERIREY) ) o
[0433]  SCjffsi A. 37

()
[0434]  a) % Nd Hla Ak (142)

Fouw
[0435]  #f 4- R -N'-[2-(1- mkng ket ) &3 1-1,2- 2K % (0. 0350mol) £E DCM (200m1)
FHRAWREIZ 0°Co ¥ 2, 2- RN BEEEZALY) (0. 0350mol) AR5 H = 2% (5. 8ml) fil
2 RNIREW, BAEEWR TR 3 /N RN IREVHAKUES . F o B aNLZ T4
(MgSO €4)) , i 3%, TR KT BV T DIPE, JE LY, THE (E=,40°C ), 15
# 8g Wy A (142) .

]

[0436] b) 7% NH HRTEA (143)

Y
Br N

[0437]  Agrhlalfk (142) (0.0059mol) 7ELEE (30ml) FhVRAIAE S hAE 150°CF i
20 35 AHIRNIRGY), MZEREN . FRRVIE LR LBEFIK Z . IIREY)
I NaHCO (3K P A, o B ANLZ T8 MgSo (4)) , ik, 2 REH, 135 1. 5g
[y e A (143) 6

]

N

/// ‘
[0438] c¢) 4% R A (144)
povay
O

[0439] Mg A[E]A (143) (0. 0005mol) 4 ALK AR EE (0. 001mol) JPd, (dba) , (0. 040g)
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F Xantphos (0. 040g) 7E 53 Okt (10ml) FRNEEDIM T A N- L3 -N-(1- F &
£H5) =2 (0. 001mol) , T [ ARG W) FF RIS o 4 R NAR-APIAE 100°C T B d: 20 /)
N o AEIRNIREY), TR RG] HRRYE T DOM AR Ko B A dUZE T4 MgSo
€4)) , ik y, FHEERER . FIRAVIE L ERLAME (Ve DO/ FIEE 99/1) » UEERT
TRy, AR, 33 1. 2g B Ak (144) .

]

[0440]  d) % NH Pk (145)

/
HS N

[0441]  BEHr(E)AK (144) (0.0028mol) 7F TFA (156ml) A VR AW AEMEH HAE 120°CF i
20 35h. ZERVEF. BHRRWAE L8 LEEFK 2 B3 HC . S IIRE Y H NaHCO ¢ 3)7K i
AL, B BERIENE T MeSo (4)), ik, B KR, B3h a4k (145) .

J

[0442] ) % CL NH Pk (146)
S S

Vi
N

[0443] ¥ 4- ¥R —2- FRUIERE (0. 0028mol) FHRKFRHL (1. Tg) £ A Ot (10ml) IR
HEVMR o BAE AR Ok (Loml) H iRk (145) (BRI oK &, FL ) B, Fn
ZRNIREY . SRJ5H Pd, (dba) 5 (0. 110g) il Xantphos (0. 150g) 1% & NIRA ), 4 [ v
BEVINT . B SOV IREWAE 100°C FHHE 1 /AN o W EIRMNIREY, BRREBR . BRR
WET LR CEEFKT . ¥ BRAVE T8 MgSok4)) , by, TR FikpRyi
AR LA (VR DO/ FEE 99/1) o WERFTTR =4 5y, 25 R, 133 0. 450¢
IF 4. 0. 100g 5% 4L 80RA L ityd: (A NHHCO, 28 bt h FE VI ) o ik
LTI ME Sy, BARRER . FHRAYNRE T DIPE, JEHytEy, T (AZ45,40°C ), 12
) 0. 029g [y R K (146)

[0444] B ZUEVHIE R

[0445]  SZjiEfp] B. 1

[0446] %U%HO\(N/\I\ /@N;EOEPI‘WZIS (23)
[0447] %nHO\ENjL J@[N;_‘@oﬂc/a\% (1)

7N
o]

[0448]  Cs,CO,(1g) N % 5- & -2 (1H) - Mt BE Al (0. 870g) F1 4L A2 3 ¢ (6ml) [)VR
Y. BIRIREYETTEHETMATARSR GAERH) . ARJE A R &
(9) (0. 00157mol) 7E 4 2% ¥4 Lkt (4ml) A (1R 54, ¥ %5 I\ Xantphos (0. 056g) Fil
Pd, (dba) , (0. 044g) . ¥ P18 K NIRA VP GH A S H BT A S F NS GAMER) . 1E
ERASTAE 100°C T, ¥ RVIR GRS R . NG XIREYEE T FE 656°C Hik
Ao 4HRRYAE DO FIZK Z (W) 43 L, 75 Isolute HM-N™ yE28L9E, LLBR L/KAH. BAVLE
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TERVTU T RGE - B2 R W iE it RAH SRR Eisvs o WEE =R 5y » 75 s, 13 21
[ (23) o ¥rlE Ak (23) I—#84r (0. 296g) WHiE T3 45 (15ml), F A mCPBA (0. 405g ;
2.2 M8 ), FZREWAZEE MR, A VUZEH NaOH(IN) P, F=4EK)ZE . ¥
ZIRINAIKZE , B DOM BEAT2EEL . KA HLUZH Tsolute HM-N" yEgsiduk, 2R WH. 5%
R I BB SR A . R TR R, TR 13RI E Y (1) (mp. 251°C ) o
[0449]  SZjifafsl] B. 2

[0450] %U%'QNO\ /@N//>7<C OEPI‘EIMZI-‘ (24)
g X4
.O‘N+\ N//CO AN
[0451]  lI O\/QENM tEY (2)

Q=u

[0452] %n‘QNO\ /@E:;KCO%%% (3)

DL

[0453] K Cs,C0, (1) FNA 4- GUMLHE -N-484L ) (0.650g) FE 4283 Lkt (6ml)
REDT . R MAFE A (9) (0.00156mol) /£ "SI L (4ml) THNREY) . K17
ARG IAE 80°C MR ARSI H, ARG R FIRGE . R RMAE DOV
AR Z )53 B, FEFH TsoluteHM-NTM JE4% I 38 LABR AR R R AR Vil i S A R AR €
WAL . WP 2 RFE ) AR B T4 (24) (mp. :186-187°C ) o KEPIAIAE (24)
fR—#B 43 0. 370g) ¥ T-5 4 (15ml) , FFMIA mCPBA (0. 430g smax. 2 &) . HILREY)
FEZIR P RIS FAHUZ ] NaOH (IN) KBRS, TRH] Tsolute HM-N™ yE2% i uE, FIAEA
AR WA RAZIRARYIEIL SAH HPLC 24k AR I RIANE] = 0% » 1 2 R 13 3
0.038g fL&4 (2) A1 0. 280g AL EH) (3) (mp. 203°C ) .

[0454] 2% IAGAT 4- SR e —N- S AL vl LLRE 4] Gan LR B0 2% B AT 23, 6- Gk iz
1-(6- 5 —3- MkmEdk ) L6~ & -3- mhne i, LU & AR LT EY).

[0455]  sLJif5] B. 3

[0456] ?EU%)OK@\S /CE}N%G twEY (4)

N
0/\

[0457]  # Cs,C0,(0. 0075mol) fN % 5- LBLIE —2— JRILEE (0. 0065mol) 7F 4 ¥ Okt
(1oml) HHRAEDT . BMZIREVMHE T BB T 83 05 (10ml) HiHa)
& (9) (0. 005mol) fi2 iz NIRAEWH, ¥ H R HE SN - ¥ Xantphos (0. 115g) ARG
¥ Pd, (dba) , (0. 090g) &2 NMIREWH, FHRH AT B RNVIREG AL 100°C T figd:
A AT (150m1) o K VRS9 H DOM (100m1) ZEEUM K. K4 IEIAHLE T4, i3,
PRI BRI T 207 (4g) , 2R J5 MA mCPBA (100m1) o 7E =5 T K VIR G
PR o W2 NV IRG ) 56 FH NaOH KW (IN, 100m1) R PIIK, SR J5 7K (100m1) ¥
o W BANUE T, 98, 28R HRR YRS A AR A (el
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CH,C1,/ (CH,0H/NH;) M 100/0 £ 97/3) » WEEF=WZ sy, 25 ki, 152454 (4) .
[0458]  SLjifafyl B. 4

N
H;;\

[0459] %U%O‘E\Q Q:N;%Cﬂcé*% (6)
O

[0460]  #5H[E)4A (25) (0. 002mol) F1TmCPBA (0. 005mol) fEE4H (50ml) HKIVR & W4F =I5
THIRE 30 8P, ARG IIAIK. B BRENE T, cug, ZZ R BizkRyiEidx
MHE LA . BEEFT TR A0, B8 R, £33 0. 30g L&) (6) .

[0461] =CJHEfH] B. 5

[0462] %U%NE%Z\ /@EN;%O%%% (19)
A g N

V2SS
o Yo

[0463] 4L (18) (0. 00021mol) FINH3 7E LE (Bml) fideHh VRS YITE 120°CF it
2 Ko B RNVIRGYH DM AR, BREAHIZ, 22K, By i ol e i aiik
(BEME <CH,CL,/CH,OH B2 A\ 100/0 22 96/4) o WM 53, 25 K FS5H, 1331 0. 051 4L
“H (19) .

[0464]  SLZJfifsl] B. 6

[0465] %U%/OIN;L Q[N;ﬁ\ﬂcﬁ% (26)

[0466]  Hf 3— & —6— P ILREBE (0. 006mol) VMR T 1,4- %R Ot (10ml) .
A Cs,005 (2. 1), FREFZIB Ao AR E A (19) (0.003mol) 7E 1,4- 5 Ok
(10m1) B HIE . M Pd, (dba) 4 (0. 080g) was added, Fi ¥ ixiB &Y <. TIA
Xantphos (0. 095g) , R IZIRGWINE T B RNIEEWTE 100°C THEHE 20 /NN, SRS 4 A1,
WMEREN . BRRYE LR CEEFKZ RIS EL. TEAIE, T8, LI, R REHR.
Pz RN (30oml) hidE. K XREYH mCPBA (2. 1g) AbEE, R MR AEWIIEE
BNDLEE 1/ AR E A IN NaOH (2x) Peidk. /r B ANUE, T4 o ik, MR ¥
PR PE AR CAEE R 2 (BRI :CH,CL,/CH,0H 99/1) o MR 4y, 28R o
iR R YE L SOAH HPLC 2ii4k (BREEBENLAE A NH (4DHCO (3DZZihsi (0. 25%, 7E7KH ) /
CH,0H/CH,CN) o WEEF=TER I3, 75 R NN TR, TRIRZE R o R RYEAET — LA,
P HCL/ — CHERRAL bR (L2 1) o KPS UTiE P, T2, 1931 0. 034g L&
(26)

[0467]  SLZjiEf5] B. 7

A
[0468] il £ N N rhTR R (140)
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g A
[0469] %HO\ /@}_/\ WwEY (34)

[0470] K Cs,C0,(1g) HNA 3- WnkRE (1) M4 AIF o (6ml) KRS T . H TR
HUEESF B NCEYTFER S GAMEH ) o RIEMAEAE (9) (52 0.00157mol)
E IR TR (4ml) HFIR A, 56 NN Xantphos (0. 056g) il Pd, (dba) , (0. 044g) . ¥
T3 [ ARG DB A AN YA (3 AMEH ) o ¥ RNV IREYTE R B 53
HIPE 100°C FHRFEIA . %R EWAE 65 CRIN (20 Wi FIRk4i. AR ARWAE CH,CL, AT H,0
Z R4y HC, PR A ISOLUTE HM-N JE 35 by, B 22, BR2OKAH. BAENUEEN YR TkYE. %
IR AR R I AR R BOEELA . TRy, 75 B, 453 0. 2408 [ R A4
(140) o ¥tk (140) B—#4> 0. 2156g) WA T M (15ml), FFIA mCPBA (2.5 & ) .
K IRAWAE SR T IREB I .. AHLUZH NaOH (1IN, 5ml) | H,0 (5ml) ¥E% 2x, FRfAHLUEH
ISOLUTE HM-N J&25itu€. 76N €20 Vi FIk46 % e . YA IB it )4 HPLC 4ifb. UEEAT
TR Sy TR RGN, 133 0. 028g LA (34) .

[0471]  SZjfEfs] B. 8

[0472] a) %U%HOJ\@IL /CE:/>7< A4 (46)

A
O O

[0473]  K4b&4 (35) (0.0021mol) FESEALBE /KW (IN) (10m1) fE THF (40m1) (1)
EWAEER AR . N HCL KR S MRS A1 2 pH = 7o 28K BRAR
WIiB i SR HPLC 2i4k (BRREPERGAE A NH (4)HCO (3)ZZvaiE (0. 25%, 467K A ) /CH,0H/
CH,CN) o WCEEF=#ER 4y, AbBE, 133 0. Tg L &4 (46)

[0474] b) %U%/O\/\E)OK@N\ /@[}% &Y (37)

A
a 0

[0475]  F4bE4 (46) (0. 00044mol) HN% = Z & (0. 00066mol) 7EE {7 (10ml) FFHIVES
W A 2- S - 47 (0.0006mol) , FRAE SR FHRFE A A DCM(100m1) o 1
REWHIK (100ml) PEE 2 IR ¥ BMANZET1E MeS0o (4)), i3k, HEREH.
W 42038 1o ORH HPLC 4k (B EE el di F NH €4) HCO ¢3) 223yl (0. 25%, 7K ) /
CH,0H/CH,CN) o WZEE LRG3, b T o ¥ HR RAE LG T EE o JEHUTIED, 153 0. 105g 1L
&4 (37) (mp. 206°C & 207°C ).

[0476]  LAZRACL 7 A8 FH g e A RF 2 AR L — Ak il 45 L R Ak &4

[0477] GKQ O e on

7N
o O

[0478]  SLjifafs] B. 9
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P,
09) i~ XA e an

7 Y

[0480]  #f NaBH, (0. 003mol) Iz 4k-54 (40) (0.001mol) {EFEE / LEHREY) (50/50)
(20ml) HREWH, FEEWA N €2) R M HitE. W TR RVIBGEHHER . K
MNIREWWSE. N DCM(100ml) « oA (50ml) o ZMEAHLE, TH: MgSo (4) ), ik,
WEEREHN . LTRRYI DIPE/2- INEEH &5 80 o KU uE e, Yk, T8, 1921 0. 290g [
&Y (41) .

[0481]  3Zjifafs] B. 10

[0482]  a) ﬁiﬂéb /C[i;'——co%é\% (42)

S
Z

N
0 [¢]

[0483] ¥ NaBH4 (0. 015mol) JNEALAY (4) (0.0011mol) £EZFE (30ml) FHIVE S+,
FEEME FHEFE. N DOV (30m1) , FRAE SR FHEHE 2 /it o B SO NTR A A HCLIN K
(10m1) %K. 447K (100m1) NH,OH /K¥#¥ (20m1) 1 DCM(100m1) fnZ R NMIEEYI T . ¥ i%
REWABRKEFNENZ. KEHDM00m]) EHAE. SIFHEIUE, BH K.
B RAVIETE MgSo (4% ), iUk, B2 REH . MR QWA Az R ik
( YEMEH :DCM/ (CH,0H/NH;) M 100/0 22 94/6) o« WLEE=MER o3, 75 57, 15 21 0. 36g (17~
Yo ¥4 (0. 36g) & DIPE/CH,CN NAFEE . HyTieuEt, /5214664 (42) (mp. 177°C
F179°C ).

0/

[0484] b) i SN N — 49
»WES Y I et @)

A
[oNe]

[o485]  ¥g& bl (60% ) (0.00125mol) MMAALEH (42) (0. 000656mol) 7E THF (15m1) H
FIRA Y, e T HRRE 20 08h. IIATLF % (0. 0014mol) , F7E = T H L #%.
FIUMAZEAE (60% ) (0. 00125mol) , i 7E 23 B B HE 20 43 8P AR5 FHKIN A BIL AR 452
(0. 0014mo1) , FH7E 40°C FHEHEE K. MK (100m1) A1 DCM(100m1) o ZKELZ )i, K543
BHANZ T MgS0 (4% ), iy, F2E R Hrk RV - HPLC 4ifk (B vk
WA F NH €4) HCO (3% 2Pl (0. 25% , AE7KH ) /CH,0H/CH,CN) o WCEEF=MZR 53 » 25 R
o KHERYIM DIPE/ £ CH,ON W e 4f iy, PR UTIE D uEH, 1531 0. 110g 4L &4 (49)
(mp. 140°C )

[o486]  SEZjfafsl B. 11

[0487] %U%N //@\ /@:Q,COEPI‘WZIS (141)
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[0488] il LJ\ @[:;FCO%% (43)

[0489] 4 Cs,00,(0. 015mol) i %= 5— ¥ —3— Mt WE A JiE (0. 013mol) 7F — 48 2% ¥F C %%
(20m1) HENRED T FIZIREWHIN (2) B ¥AE AR Tkt (20ml) g v ]
& (9) (0. 01mol) hn & e VRS, BRI N (2) i <. ¥ Xantphos (0. 230g) AR J5 K
Pd, (dba), (0. 180g) N MAREAW T, FHAHIN €2) <o R IREWIAE 100°C T i
WAL AT (150m1) o ¥ ILIRAHFH DOM(100m1) ZEHL 2 K. $-EIFMAHLUE T4 (MgSO
€4) ), ik vk, AR FRARMIEIL combiflash A G E 204 (BERLW -DCM/
(CH,OH/NH,) ]\ 100/0 22 98/2) o WCHE“ W ZR I3, ZE W), A3 3 2¢ RIFPIRMA (141) o K
A (141) (2g) WA TS Be) 1, ARF I 3= &K - 4TI (Goml) o« 45 K NIR A
WHE IR M IHE 2 /DI RAZ MR G E SCH NaOH  IN JK¥ (200ml) Pedk 2 WK, R A
RIERIK (200m1) Ye¥ko. H BRIHHUZ T MgSO (4)) , 1LUk, F2 R, TRt
combi flash #E 8 AFREIRALAL (BRIIR :DCM/ (CH,0H/NH,) A 100/0 52 98/2). 874
Wy, AR ATEARYIIN 2 TRAEE /CHCN AP 45, K iie ak i, 1550 0. 9g L4
Y (43) (mp. 240°C ) .

[0490]  SLJfiif5l B. 12

0. NH-
[0491] %U%%L

| QN;%CO%%% (44)

7\
O

[0492]  HAEBRIR (4mD) LA (43) (0. 0006mol) £ 30°C —40°C NPk 5 /M. KR
PR AP BIK (100m1) o KRS Y H] DOM/CH,0H (100m1) Z£HL 4 IR #5 I
FUZTHE (MgSO (4)) , i vk, 28R Mo Hu R M DOM T E 45 i, FHIEHUTIEY), 15 31
0. 170g & (44) (mp. 259°C ) .

[0493]  SLJfifs] B. 13

[0494] ﬁ%ﬂ%{oj.\@ /CEN;%C%/M% (45)

AN

[0495]  ¥4k4&4 (4) (0.0032mol) \1,2- 2 — [ (1ml) FiI 4- 2K — &% (0. 6g) 78
2K (70ml) FREWILERNR N K BB R B N IR AW NaHCo (3) T AIT7K
Pek. B BrIANET B MgSo €4)), ihyk, MR ER. Hik Yl 40 HPLC 4f
A CBRRESERAT A NH €4) HCO €3) g2 (0. 25%, #E/K ) /CH,0H/CH,CN) o WL B4
Bor, R IR DIPE/CH,ON FE 45 &, I8 DTIEY), 13 21 0. 6068 L5
(45) (mp. 191°C ),

[o496]  Sijifafsi B. 14
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[0497] ﬁ%ﬂ%o%\/j\ ) He &) (47)
L LA
[0498] AL G (6) (0. 15g,0.0003mol) Al 2- TNEE (10m1) FHBEYIIH. A 2- RS

FITHCL BIVE-SY) (6N) (Iml) o SR JGHEHZIRSA 1 BUTIE s, veigs, T8, 1531 0. 060g
FIL &4 (47,
[0499]  SLjiEf] B. 15a

[0500] ﬁiUéN:\Q /@:@Cﬂcé‘% (170)
O/S\\O h

[05011  ¥rhlalfk (33) (0. 013mol) Fl 3— S A4 e (0. 030mol) 7E5M7 (150ml) K]
RS T HRE 30 080, SRIGIAK. B BEHENUETE MgSo (4)) , i y&, fF7%
KRR ok AR Y@ A R g (PR :DCM/CH,0H A 100/0 %2 98.5/1.5) o
WEEF= D0y » ZRR VST . AFHRAWAE DIPE A AL, 4R G B8, v, T8, 153 3. 3¢ itk
a4 (170) .

[0502]  SLjifafs] B. 15b

HO—~N

l0503) il >~ /C[;%G ey (171)
AN :

[0504] B AbE4 (170) (0. 0045mol) FEHZ (0. 009mol) FT NaHCO (3) (0. 009mol) 7F 2— A
BE (40ml) RS WILE 60°C T HiH: 5 /AN, ARGV HT, AR B RWE T DA .
PZA NG KRGS T8 (MgS0 €4)) , i 38, 28 k%, 153 1. 36g L& (171) .
[0505]  Sjififsl] B. 15¢

o—N

[0506] ﬁaﬂé&é\@\ Q;KC et (48)

O/ \\O

[0507]  #AbA4) (171) (0.0011mol) FI=36 [1,1" —4= [ &%c 11 H (0. 200m1) 7=
AEFLE @Cml) PENEAYIAE 80°C N . 2 /N AHIURNIREY), BHAEKRER . BER
YIET DM 1, B2 WL KBRS, SR a8 (MgS0C4)) , i3k, M8 R¥EH. kR
VI /D& 2- IR DIPE 4 dh o SEHPUIED), Pk, T4, 1931 0. 325g (4L&4 (48) .
[0508]  SZjifafsl] B. 16

[0509] %U%H())LQS Q;%C ke (53)

O/ \\o

[0510]  Bifb&4 (40) (0.0011mol) £F - ZFEMF (10m1) F1 THF (5ml) =P IFIVR &4 4E = 151
NC2Y SR N Bkl o W INVR FR 3k — BEAE — CFEmE P IR (3M) (0. 0030mol) o [ NS4

o1
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PR ANODIMAIK . MABEZ K CHEBE. 7 BAVUZ, T4 MgSo (4)) , ik vk, F7&
Ko PR AL R AR HPLC 24k (BEEEVERAEH NH (4VHCO (3) il (0. 25%
FEZK ) /CH0H/CH,CN) o BRI 2K 5, 78 BB IO AR, L7280, 43 31) 0. 445¢ KM &
W (53) .

[0511]  SZjiafs] B. 17

[0512] %J% \ / //G Hsc—(:s:)‘oﬂﬂc/a\% (64)

[0513]  4E 2- WH% (5m1) IS (62) (0.00021mol) fEZEE N AR SRJE I B¢
AL S (0. 00031mol) o K S IR PR, SRS A EL . JEHDTTED, Ve, T, 1331
0.077g FIHLAEH (64) .

[0514]  SZjifs] B. 18

O

[0515] i€ q &9 (77)
LI

//\\

[0516] 01 q teEY (78)
. LI Q —~

//\\

[0517] ik &9 (69> (0. 00025mo1) FI FF B 4N £E FF I P (¥ (30 % ) (0. 5ml) 7E FF
(10m1) PENRAEYEEE TSR . ZBRIEN . RARVIEL KAH HPLC 4k WM A
FEME UL, FRAREE, 733 0. 015g HIAL&H (T7) F10. 022g [ALE (78) .

[0518]  Sjitafs B. 19

A
[0519] %Jéi:[ /@)% Wt (85)

Cl

A
[0520] %HN’ /C[% A (84)

/I\\
cr o0

[0521] B rhia)fk (44) (0. 00133mol) A1 3- &K - i AR (0. 0027mol) 7E&Ah (15ml)
R GTE W IR iR EWH IN NaOH (2x15ml) Pk, AIZK (15ml) Pelk—
Ko FAVAHEIL Isolute HVM-N JEAS IS, AR UEIIE I N WAL T &R RaRY)id
i AH HPLC 4k, . WK EE PRI =) 0405y, T 28 R EANTRIEE R H 58— 50 M DIPE/2- T i
g, B, T 1331 0. 155g IIALE4 (85) 1 0. 161g HIALEH (84) .

[0522]  Sijitafs] B. 20
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[0523]  #il#& N NKOO%A% (86)
L e

O=w

[0524] %D'O‘NU:B;@I{;%CO%%% (87)
x s N

[0525] AN NKGO%A% (88)
QEQ% :

[0526] % 3- & < ik 4 R (0.007mol) ¥ AN &2 7E S (20m1) ) /] f& (45)
(0. 00348mo1) H .o ¥ K NIRAYIAEEIR TR . B iZAVIREYHA IN NaOH (2x20m1)
e, 7K (20ml) $eis—k, ARG Isolute HM-N yE2S it 38, BB 8V IV FIAE N (2)
WR7ER . BeapWidct )45 HPLC 4ift . WA 957, 28 K e SRR
YIM DIPE/2- AEE & & . JEH S UIED), T4, 193 0. 242g KIHL-54) (86) ;0. 213g [k
a4 (87) 0. 1g LG (88) .

[0527]  SLZjfifsl B. 21

[0528] %U%-O‘NL\J)\S Q:§4{ﬁ¢% (89)

VAN
O\O

[0520]  HgrhE 44 (46) (0. 0043mol) F 3- G4 - AL (0. 005mol) 7ES A (80ml)
(KRS AR IR IR L/ I T2 1 3- GRS R (0. 005mol) , T [ N VR A4
IR NI . HIZIRSWH IN NaOH (2x75m1) $eigk, FZK (75ml) $EIE—R. AL
AT (MgSO €4)) , ik u8, T2 REH o Fhk R Wi i AL vk IR 24k (WEIEE :DCM/
(CH,0H/NH,) 97/3) o WLEEF=ME 5%, TR R Tz (1. 35g) Mt JAH HPLC 43t
—Baith. WEERTTHE R A, BEREF . Bk RY M 2- TAEE /DIPE Fr 4k i,
7330 0. 646g FIHL G (89)

[0530]  SLjifafs] B. 22

O

I KCO
[0531] %U%N\/ /CEN/*K Hac—(,'b;:-OHﬂc/a\% (93)

7N
O O

[0532] ¥ v [i) {& (30) (0. 77g,0.0019mo1) . mCPBA (70 % ) (1. 17g,0. 0047mol) F1 & 1
(40ml) FIREWAEER FHERE 1L/ AT (100ml) , FRRHZIR G4 NaOH ¥ (IN ;
2x100m1) Pk, FANZE T MgS0 4)), by, ARG Bk RV #E Gk
rERCAi AL (BRI :DCM/CH,0H (NH;) 5 A 100/0 B2 97/3. WP TR, BAREGH .
RARDGIET 2- Nl (29 50ml) FFRZERERE (AN 0. 12g) o MULESIR &5 & H PR PR
Ehe JEHY, H 2- TNEE /DIPE JE%, T4 (FEREZH ), /53] 0. 63g MALED (93) .
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[0533] S B. 23

[0534] @) % ;2@({2( e (94)

e}

[0535] RAL & (11) (0. 0036mol, 1. 6) £EELR IR SWBHIFIEIN | M. A%
RAREY, BN DOM. 73 AT LR, T4, L0, FF 28 0051, 1931 1. 108g 1L &4 (94) .

[0536]  b) 4" KG%/\% (100)
Ty A

//\\

[05371  B4b-&54 (94) (0.0005mol, 0. 200g, 1 & ) Fl 1,1- —F53E N, N- —FREFZ

(0. 100m1, 1.5 & ) 7E DMF (1m1) EPEI’J/H:m%ﬁﬁﬁlﬁlmu,ﬁiﬂﬁ}jmé IIAUK. MR

/\%EP TIUE TR RY) 1o HRIBEWH DO AL IIAK. FEANUE, TH:, 38, K
B, AF 2R 2. G IHERRY) L W 2, FEZIRAYAE 2- W TS . JEHUTED, 76

BT, 153 0. 125g LG (100)

[0538]  SLjfifsl] B. 24

ot VEr N//GO N
[0530] % N@f: @EM L& (95)

[0540]  #srhlE)4& (54) (0.00122mol) 1 3- SZELL 4 R (0. 0027mol) ZE&(4h (15ml)
PR G E SR FIREE 3 /M. IMANEZ 1) 3- SR A TR (0. 32¢) , PR S NVIR S
I FIRIEE . BZIES WA IN NaOH (2x15ml) ¥Eds, FIZK (15ml) ¥EG—R. RIGHi%
AHUAHEL Tsolute HM-N JEZ L UE, 76 N (20 F 2R IER AT SR RPiE L j 47 HPLC
afifl. WA oy, b TR, 1331 0. 100g LG (95) .

[0541]  SZjifafsl] B. 25

7
[0542] %J%ﬁ( D\ /@% A (101)

//\\

[0543] B EE (56) (0.00121mol) i 3— G AEAE T (0. 00242mol) FEEA; (18ml)
FHRA AR ZEIR T RS 2 /M o BZIRAG Y IN NaOH (2x15m1) Pk, 7K (15ml) JE—

RGBT Tsolute HM-N JEASIE U8, PR I8 MW FITE N €2) WL P2k FrkRyiEd

CombiFlash PRI AL (i LR (PEMEE :DOM/ (CH,0H/NH,) M 100/0 % 96/4) 4tk it

FR TR R 5y, TR R, 138 0. 110g LAY (101) .

[0544]  SZjifafs] B. 26
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0]

AN
[0545] il NKO WEY (159)

[0546] DL 2 4 3- WA A IR (1g) AE=E IR F & Ak (63) (0.001mol) 7E 54
(40m1) IS o AR IR A A IR N PEEE 30 23 8h. HIZK /NaOH YR X NI A4 o
KANZE T MgS0 €4) ), i 38, 78K . fH DCM/CH;0H (7N NH;) M 100/0 &= 96/4 1E Kyt
T, Fa ik AR PR E IR e A5 4k o WLERT= RSy » 75K o P DIPE I 2- A EE 4f o 9
H A, PR, T4, 753 0. 24 AL A ((159) .

[0547] {5 B. 27

O

.
[0548]  fhl#% “\U\ /E:EN//;%C A4 (168)

N

[0549] DL 2 pff 3- SIS IR (0. 2¢) 7RI T AR rhafk (64) (0. 003mol) TESA
(20m1) TR B R NIRE TR ST T BERE 30 438l FHUK /NaOH Beik R NIR G
BANZETE: MgS0 €4) ), &, 28 . {FH DCM/CH,0H (7N NH,) M 100/0 & 98/2 1E APk
L, K i R AR IR Al . WER = 07, 75K o ATFRAR P 2— TN FI— 28 DIPE rh &
mbo i H A, PR, TBE, 1331 0. 058g LG4 (168) .
[0550]  SLjfifsl] B. 28

N

[0551] %U%\U\ /CEN;7<C Oﬂcﬁ% (156)

7\
[¢]

[0552]  rfalfk (67) (0. 0007mol) 3- S 2K G (36g) FI5LT (20ml) (KRS AE
R FREE 20 08h. B NVIRAW A 2x15ml IN NaOH 7K« 1x15ml 7K $E%, A HM-N &
AL yE. 7650 CHIN (2) Wi T R £, FH R R DIPE Hr&h i, 153 0. 2 LG
((156) .

[0553]  SLZJfafs B. 29

¥

[0554] ﬁiﬂ%‘b /CEN;_f A4 (163)

[0555]  FEZVE FRrim ik (71) (0.0023mol) ¥ F&f5 (4oml) F1o RN 3- &AL
AT (0.567g) (IR ) , TR A DPEHE 30 438, 14 | NVRA 1) AT NaHCO(3)
ZH2 K, fEH IN NaOH 2 H 1 K. ¥AHUZEHKBER, T4 MeSo (4)) . Brkpwidid
HPLC (HPLC /574 A) 4ith. WP THH Y, B2 REH, 15214 &4 (163) .

[0556]  SLjifadsl B. 30
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[0557]  a) &> NKOO%A% (116)

A
d%

[0558]  Kiib&4 (51) (0.0003mol) B4R (0.02g) HTNH, /£ FEE (50ml) HRGYITE
ARE 14°C LS . W H, (2 298 ) 25, B R N R A4 Ak s 3R s v, R4
(ZERHAME], [ NR G AR ABR ) o Tk Wil il S AH HPLC (R FEBEAE A NH (4)HCO
(3) Py (0. 25%, 7E7K ) /CH,0H/CH,CN) 44k, £33 115mg (LAY ((116) o

[0559]  b) ﬁéﬂ%ig/\@ JCEN/;?O%\% (117)

7N\
O 0

[0560] HALA4 (116) (0.0002mol) L& 1, 17— BSIF (0. 0003mol) 1 DCM(10ml) IR S
WIAE =38 PRI 2 /Dist. A HLUZ A 2x15ml AT NaHCO (3) ZK ¥ ipeiss, AL 15ml /K ¥k
% 1xo MZIRAMH isolute IM-N JEASIEIE. JEVEAE R UAMN 60°C T T4 ATRRYIM
DIPE/2- INEEH 45 48, 193 71mg KAL-EH) ((117) .

[0561]  Sjifafsi B. 31

[0562] ﬁau%.o,:ﬁ\ﬁj( C[:;FCO%\% (137)
[0563] %D\Nig J@[;‘_C Law (118)

[0564] K A [E] & (80) (0. 07g,0.000182mol) 7E& A (JE L WE ) (3ml) A (%5 VA #1 &2
0°C. HIA mCPBA(70% ) (0. 135g,0. 000546mol) » KHiZIR S WAE 0°C Ttk 30 43%8h, 4R )5
e N HERE 2 /. I AEAME 1 mCPBA (70% ) (3 244 ) , FRHZIR S kB FHE 90 43
B SRIGFZIR GV & W8, T H NaOH (IN) ;7K1 NaCl BEATAEHUERAE . 2B J5, 3k
W4 (A FIB) o

[0565]  F=H A 25 R 5T B IIFANLZ, 1931 0. 040g I HIR AR Y Ao HE 2R il i a8 i A (1%
EREIR AL . WP r, R 28 W), 1331 0. 028g HIHL&4 (137) .

[0566] 7= B MU AEL Y JG3R1G/KE (NaOH) 28K . BHizhk S W040E =i b F &I
15 43, 198, Fk4d, 192 0. 040g L5 (118) .

[0567]  SZjfifsl] B. 32

F

\
[0568] ‘FEU%Q /GENH* e (122)

N\

[0569] KA [aE]fA& (91) (0. 00024mol, # &) £ LR (3ml) A VR A WIAETP I 4E 150°C

T 20 43 Bh. IONEREE (234 ), FRAE 150°C (By) ¥ RNIREINH 2 /Nt A4

25 R o R A AR DOV AT NaHCOC 3 ) K W 2 TR0 Bl 20 B A HLE , T8, ik ug,
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RGN o BEFRY), P B S AH HPLC (BR R Ve (NH,0Ac 0. 5% , £E7K /CH,CN90/ 10
W) /CH,0H/CH,CN) 4iifk.. WA =94 77, AbBE, 1331 0. 006g ML &4 (122) .
[0570]  SEjfifsl] B. 33

[0571] &) Hil#, /_/ Q/@i)-i— &4 (123)

[0572] 4%%/\4% (25) (0. OOO?mol) FIN-(2- & FEELFE ) LB (0.0022mol) {E 5%
Ot (15ml) E) R NIREWILE 110°C R HERE 20 /M. A3 RNIREY), TR RER . Bk
RPET DM FK A . ¥ BHANZE T8 MgS0 (4) ), I3, HAREH . MERKRWIE
AL (BRI :DOM/CH,OH M 100/0 %2 98/2) o WKEE =2 5%, 75 R HIRAR
YIRE T DIPE/ i CH,CN. JEHUTIEY, T (FH2,50°C ), /53] 0. 100g L& ((123) .
[0573]  DIRLTHAE (123) 77, (&4 (126) W LLAALEY) (25) FHahFFATH 3-
A2 -1- TAREmEE N- (- "R R ) - SWik &

o—

ad
Q [ s 1

[0574]

[0575]  b) ﬁaljé @ /CEN/ ‘ 3HCI4JC/\¢% (135)

o \\

[0576] {EN2 M. BE4LEN (60% ) (0.001mol) JIZAE THF (Gml) L& 4 (25)
(0. 0007mol) 1, T £ 40 °C N Hi#F 15 43 8o 4R 5 I NAE THE (5ml) = (1) 4— Ak — 7 i
(0. 001mol) o H4 R NVREWITE 50 CHIFE 20 /NI o A E R NIREY), FE28 R TR RY)
BT DM/ K. 2 EANUE, TH: MeS0 (4)), il ik, MR IERIIEH . Bikawidst
[ AR HPLC &lidk, (6 B el A NH (4)HCO (3YZEmisal (0. 25%, 7E/KH ) /CH,0H/CH,CN) .
WA= RS, 25 RG] o 1E 0°C NI IIRRYITE LR LBE LA S AE 2- PN EE R I HCL i
JeHULEY, ThE (E25,60°C ), 153 0. 044g AL &Y (135) .

H0/\/\O O

[0577] I NZ N VG 152
o) QL@E>7<4 9 (152)

AN
o O

[0578]  4k-&4 (25) (0. 0016mol) < 1,3 P (0. 005mol) 2— FZE —2- TN . £E THF
R ER (M) (2ml) FI A4 Okt (10ml) FVREWIAE 80°C N HiHE 2 /Mt . W R NIR &)
AHL IIAIZK (100ml) , P K %R AP 5x80m1 DCM AL A WLE T4 MgSO (4)) ,
W45, 135 0. 7g WEERY . kKW AH HPLC 2tk (HPLC 7774 B) , FRAb#E ( A\ DIPE
gk ), 1331 0. 170g KIHLE) (152) .
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)k
[0579]  d) 4% /% QQ§4£A¢% (130)

//\\

[0580] % (3-FRIENIE) 2 IE TR 1, 1- — F 3L LM (0. 0033mol) FILEN P+ &4k
&1 (60% ) (0.0033mol) 7FE —42¥FF V% (1oml) WP IR-SLE 60°C FHEHE 30 43 %P, A
&4 (25) (0.00162mol) , FF¥F R NR A WIAE 100°C F BRI ¥ I NIREWAHL. N
AJK (100m1) o K iZiE-5 4 A DOV (2x100m1) 5L, 0 B AEVLUZE T8 MgS0 (4% ), ik
U, FAE R BIRA B T S A HPLC 24k (6 BE PR R4S A NH (4) HCO (3) Z2 i
(0. 25%, 7E7K 1) /CH,0H/CH,CN) o WA= ER 57, 75 IS 1), 1381 0. 225g IR4L&4 (130) o
[0581]1  DIRIFEY (130) 770 % 3- RENE) @AFRK 1, 1- PR LB
3-( “HEREE ) -1- AR 3- A —1- TNEE. 8K 2- A4 2L S A, v DUl & e e &
WwEY.

HZN/\/\O o]

[0582] o) Hil%& N<j\s /©i:/r>7<c A (131)

A
O\O

[0583] & 4b-&4 (130) (0. 00036mol) F1 TFA (5ml) 7F DCM (5ml) o VR & W)7E =15 N i
P20 b BN C2) W NEREWH B R PEs T DAM(12ml) , FFH IN ¥ NaOH 7K
(10m1) F7ZK (10ml) ¥E¥E. FAVAHA Isolute HM-N JE#RIHUE, RS AEN (2) Wi F 28R
i, 1330 0. 176g LA ((131) .

)\N/\\/\‘o

lo5e4] f) & ::L ,CE;(G wefb A (132)

//\\

[0585] #4b-&4 (131) (0.003mol) « 1% 1,17 - FRIEF (0.067g) A1 DCM(10m1) (VRS WAE
IR FIREE 3 /P . B NVREYIH 2x10ml IN NaOH 7K %58 < 1x10m1 ZK3E%%, B H] Isolute
HM-N JE#s 8. 78 N 20 FIR4a e, FF L HCL 2her — R mErp 45 5, 153 14g K&
((132) »

[0586]  SLjifi j”z’l B. 34

[0587] ?EJ% \©: >_/\Jc/‘% (124)
2 (Y

CL
\“\EN;
/\ N
[os8s] I Og WA (125)

O

[0589] ¥ +h[AJfA (95) (0. 233g,0.000528mol) ¥R T A MA 3- & — ik 5 F R
58



CN 101621998 B OB B 55/86 T

(0. 260g,2 M8 ) o HZIRSYILE DOV FI NaHCO (3) KW 2 A4l 2 EANLE, T4,
Uk, HARRER . %Y CHEE, 0. 0005mol) ¥f# T £/ (15ml) . A Fe 3
(0. 215g) o H MVIRGWEEMR FHFE 2 /NI 28R AR RYIAE DCM F NaHCO (3)
KSR 3 B  or EANLZ, T8, 08, B2 R 77 Bk AR, Fil it HPLC 44k
WA TR 4, FRALIE, 1321 0. 080g LAY (124) F10. 030g HIfLE4) (125) .
[0590]  Sijitafsl B. 35

HQ, 1

%,

a) e s q
& o

[0592] 1,4- Jx3{

[0593]  (AHXTHT, 1B G )

[0594]  TE=E T UL 2 0 3- SR AR (0. 001mol) A falfk (109) (0. 003mol) 7
A Qoml) FHIEE . ¥R NIRGYIAEER T Hid: 30 08h. HK /NaOH ¥ES R VIR A
Yo KANZETE: MgS0C4)) , il 2K, ¥hkRW HrERpE# 4 H DCM/CH,0H (7N NH,)
M 100/0 22 99/1 VR APEMEZEMt . W5y, 250K 79 M DIPE HfFElfk. . 38 H [ 44,
PESR, T, 1531 0. 12g BIMLEY) ((146) (1, 4- Ko AHMT 5IREY ) o

F

[0595]  b) %EIJ%Q /@[N}_F WaEw (134)

[0591] WwEY (146)

X

[0596]  7EN(2)F, 4 A2 15 (0.2¢) 75 DCM( T4 ) (3ml) Fnthng, =58 &A% IR EE (VD)
H R A TR INNAE DOV (Im1) AR AL A4 (146) (0. 0002mo1) o 4 5 S VR A0 AE 25300 R it
P2 NI B R NIR A YN BIRE R IH SRR P o IRGEIEIR . 2B AR A KL, 15 3
&Y (134) .

HO

!

F 4
[0597] ¢) ﬁéﬂ%{j WA (153)
\ _/ [IN>_|__
0,,3\\ N/

[¢]

[0598]  1,4- i

[0599]  (AHXIHI, VREY)

[0600] 4 7E — LEEMET VR FAEEE (3. 0M) (0. 2m1) fnZ — ZFEBE (3ml) o ¥R VIRA
WVAEIE -60°C . INALE THE (Iml) T 4L&4 (134) (0. 0002mol) , FEAH [z NV IR G H)ik 3%
e 7R, FERARWE T DM/ Kd. 73 EANUZ, H Isolute JEA I UE, 28 R UEW
[RIE)o F bk R I IE SOAH HPLC 24y (h FE RS A NHC4YHCO (3D B2 s (0. 25% ,
TE/KH1 ) /CH,0H/CH,CN) Ziidk o WCER =125y, 25 s NN CHOH, SR G 28 o SRR
TEEAM 50°C R4, 133 8mg AL &4 ((153) (1, 4- WX s AHRTIT TR G ) o

[0601]  3Zjitifsl] B. 36
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o?\

[0602]  Hil&y /CEE%}_‘; B (136)

[0603]  #f 3- WKL A IR (0.003mol) fEZE W T LA 2 & A a4k (112) (0. 009mol)
EA (16ml) P . R NVIREWAE = NI HE 30 0 8h. HIZK /NaOH ¥E ¥ &
MNIREY. BANETE MgSo €4)), i 8, 28 &k ¥ 5k KW i A vk A8 A Do/
CH,0H: NH, (100% %2 98% /2% ) {E NPENE Atk . WA=y, 75K Fabhkaym it A0
HPLC (# FE PR AE A NH €4) HCO (3) Z2ifisil (0. 25%, 7E7KH ) /CH,0H/CH,CN) 1 — 3P4
1o WEEF=IH oy, 75K 45 CH,ON $£75 . JBILA 0 Iml (1) HC1/ BRE (IM) kR
TEZ CHEBE A AR . JEH T 1A, YEv:, T, 1931 0. 15g L5 ((136) .

[0604]  SZjfafsl B. 37

_¥\
[0605] il 5 Q/E:[NQCO 2HC1 H,0 .0.5C1.0.5H N’pﬁ,/ﬁ\#@ (138)
Y, ' e

N\

[0606] ¥ 3- S 2K ik & FFER (0.0009mol) 7E 53~ LA 2 43 i &5 A ) 44 A ) 44 (114)
(0. 0003mo1) 7EZLM; (10mL) HEE I o H4 R BIRAWIAE Z3 N Pik 30 4380 AI7K /NaOH
Pl RIRE . AN THE MgS0 (4)), iy, &R . WRRWET LR (100% ) (5ml)
M Feky (0. 1g) o KIIREGWAE 60°C T HIHE 1 /Mo KR Wi A (5 1575 A8 FH DCM/
CH;OH:NH; (100% 2% 98% /2% ) 1EAVEML IR LAk . WEEF=W 5y, Z5 K o W TR AR L S AH
HPLC (6 BE R AE H NH €4) HCO (3) 2Pyl (0. 25%, 77K ) /CH,0H/CH,CN) 1 — 24l
o BTG 5y, We4a, SR J5 F DOM ZEHL. A HUZ T4 (MeSO (4) ), i v, &k . 5%
AW DIPE. 2- A EEATHCL/ B IMBEWE (0. 5m1) Ao S8 14, Yadk, T4, 1951 0. 04g

&4 ((138)
[0607]  SKiiifsi] B. 38

[0608] &) % >§\ & (169)

(g“tjé

[0609] KA {A (117) (0. 0005mol) fEALM (20mD) R EHWAHIE 0°C 0 I 3- 5L
FECRER (0. 2100) , FEHE R S UIBEHE 2 NI o 6253 B RO HLIZ T NaOH A (1D
Vi, TR (MSOCA)) , ik, FIZE KA. HAZIRRMINE LI (6nl) 1. SIEIIA Fe 4
(0. 2808) « HHZIEYILE 60°C R HEHE 90 416D, HAZIR AP H, FIZRIFAL IR

DCM AR Z T8 73 B o R BV G NaHCO (3D #idk. R BRIANLZ T4 MgsSo (4) ), it
U8, PR ACHGN, 1381 0. 2208 FIAL G (169) .
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[0610]  b) 4% _MEY (139)

(50

[0611]  Bk&4 (169) (0.0003mol) FE—K&4 (0. Iml) £ ZEE (4ml) A VRS Y4
FEIRRIA 1 /DB AR NIREGY), TFARER .. BERYE T DM FAKSF . HorEn
ANZ T MgSO (4) ), 38, M AR ik Ryl i Ak aith (Belii -DCM/
CH,0H90/10) - L&%%%F¢@ﬁ%, FZEREH, 153 0. 1068 L5 (139) .

[0612]  ¢) T4 N= //G &Y (141)

2H,0 2HCI

23
N
%

[0613] {FE OC M=% (0.06ml) & 4L54) (139) (0. 0002mol) £F DCM (5ml) IR
Gt . K OBEE (0.0002mol) N NIREHIT, IRIGAEEME FIFE 10 080, H/KPES
RNIREY, ARG Tsolute ik, 7EN (20 Wi F &K IERIIETH. BREME T LR L

BeFHCl/ — CEEBEEHE D ButieWid g, 115, 4931 0. 032g 4L&4 (141) .
[0614]  SZjfsl B. 39

[0615] a) i %Ié/@% tAEY) (142)

/\\

[0616]  4k& 4 (18) (0.0045mol) = T & Z 4 & B &5t (0. 0067mol) « Y ( = 2K 5 i 41
(0. 33g) A1 DMF (50m1) 7EZ AR PN RNIBEWAE 80°C TFHREE 24 /M. A
1,4- Z528 Ot (100ml) FIRALE (2g) o H4 R NIRG) FHRESE IS 98 . WRAAUE
Kre RWE T DM 1, B K BES . B AVUZE T MgSo (4)) , iy, 78k . ¥ xR
ik J2 A5 HPLC (46 S YER AR A NH (4 HCO (3) ZZ by (0. 25%, 4E7KH ) /CH,0H/CH,CN) &6
o WEEF=MH Sy, 780k, 5 FIILZER, E@J%éﬂ” 233 0. 75g Mtk &4 ((142) .

[0617]  b) %J% HNIQ/C[H, et (157)

o\\

[0618]  7F 110 cﬂﬂ%é% (142) (0. 0005mo1) \4— A4 FE 25 A i (0. 014mol) I N- &
K N-(1- IR LS ) -2- fi% (0.003mol) £ N,N- — L - Wiz (5ml) o KRS+
3 K. B G, BRNIEEWETK (20ml) MZEEZE (Goml) #. HEHLE T4 MgSo
€4)), 138, 28 . FHAE DCM(200m1) P IRITERRF) PS- 2K A (8g) (A& :1. 2mmol/g) , 1F 1%
AR . B ERR ZIE R WA IR, FFAERERS A DCM/CH,0H (TN NH;) (M
100:0 21 96:4) 1EAVEMBALA . WML I3, AR B TH ZERRYHH T T — X
M, 32 0. 21g LAY ((157) .
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K

[0619]1 ¢) i 5\ ﬂc/—‘% (172)

[0620] {EZE R T, 1Jc/\% (157) (0. 0003mo1) F1 N- & F& -N-(1- {5 £ 5 ) —2- N JI%
(0. 001mol) #F THF (10m1) HFEREM AN LB 1,17 - EREF (0. 0005mol) o HiZ% [ VIR &
WITE 35°C R B AR PR 1 /DN o AFRMNIBEWE T 100ml DOM H, 48 )5 A 10ml 7K ¥k
B BHENZETHE MgS0 (4) ), ibug, 2% k. ZHEAMH T~ — &M, 153 0. 2¢ K1k
“H ((172)

[0621]  d) ﬁ%ﬂ%& //CMJ@/\% (158)

/\\

[0622]  7E=E T, TFA(10ml) fNF|AE DCM (Iml) HH4L-E4 (172) (0. 0003mol) o %5
R 1F60C MK RMNIBEVIERE | . AHRNIBEY, BERER. BEEWET
DCM 1, R /K PE . KA HLUE T (MgS0 (4)), id i€, 2Bk . ¥ iZsk R WALk - A DCM/
CH;0H (7NNH,) ( A\ 100 % 2] 96/4) VEABENL B i . WEE= 7, B8R BT 05 k4R
V)M DIPE Fl—48 2— TNEEA &5 dy o 98 HH 44, Yedk, T4, 1931 0. 095¢ LG4 ((158) .
[0623]  SLZJfifs] B. 40

@

L=<

\

[0624] 4% i:]\ < WwEY (165)

[0625] JﬁEFIETHZIS (138) (0. 3g,0.000747mo1) {E& A (ot LB ) (10ml) H A E1 &
0°Co A mCPBA(70% ) (0. 4g,3 & ), F{E 0°C FRIZIRE WHitE 30 408, ARG /L=
A 3 /o FH NaOH (IN) K N, PR R4 FH &5 2 B0 o 53 B IPE ILIE K AL
IKVE, T (NayS0,) , AR JE 2 I, 1931 0. 286g FELRIARY) . #iZ A EIRR Ry E
SRR EEaiAl . WERAT TG = 4y, A3, B 28 R, 153 0. 097g AL &4 ((165) .
[o626]  SZJfifsl B. 41

]

[0627] %Jéd : H 4%"% (144)

o\\

[0628] i 2— BUT 2 -5 (2— 46 — mbie —4— A mESE ) —1-[2- (1- 583% - ks doe —-1- %6 ) - &
FE]-1H- ZE3Emkme (0. 0003mol) £E THF (150m1) = [KIVR A4 AR HE HEmR (10% ) 1E A i
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FIEA . WA G UE) ), AR, F2E R %R YAE DCM(10ml) F1
K (ml) Z A1 AL B ZBEWA Tsolute ihyf. KB FZER (FEN, T ), 153
0. 135g 7AW . ¥ 0. 100g 74138 1 fe AH HPLC 2hi4k, (B BEBE AT I NH (4 )HCO 3 )25 i
B (0. 25%, 7E/KH ) /CH,0H/CH,CN) . WER BT 75 = 943, TS R0 AFFRARWYAE DIPE
WA, EHUTEY), T (E25,40°C ), 193 0. 025g L&) (144) .

[0620] & F—1 Al F-2 41t T il 1 AT LA _E St 2 — il & ML &4
[0630] F-1

[0631]

4JCJ/\#J%% 2; FA) B2 a5 16, F34) B4
[0632]
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%A%%%' . L) B2 A5 17, 4 B4
0 O a 0
. \N(C 1 A
\I/SI///7< '/S/©i1\'/>_7<

WhE %5 4, Fib) B3 A5 18; E44) B4

e O O
psWes Nd@w

%A%%vS 5 #49) B.1 %A%%ﬁw %mw
" F<> \ r<>
Kas¥e el gas¥erd

o\ /\\

%A%%?6 % 3.4 B %A%%ﬁm % .45 B

Q @
Yoo ooy

/\\

%é%%?7'?%WB4WM%A%%Fﬂ % #45] B
A @
N@ﬁw ”@@E*ﬂ

‘.%A%%ﬁﬂ 5 #4) B

_Ujf
.

Mo BT s FAbbl

%/\%%3‘ 9; £ B4 4{/\%%3‘ 23: L3614 B
[0633]
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PNﬁjﬂ%
/

/

cl s< N

%5 10; ﬂ@m B.4

WA 5 24; %mWB4

/O N N
I\! a 7
~
N° S8 N
o 0

weMm5 11; £646) B4

N7 N\
Y,
l/ ; N/—7<
O//\\O

WM 5 25, FEp) B4

@ JCEN>7<
Y,
\ S N
//\\

'P(/\%%—'f 13; J—mﬁ] B.4

NN NYé
o | |
> N
e

F ' N
F O O,/S\\O

W5 14; %64 B4

a5 28, K4 B4

[0634] F-2
[0635]
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0
H
\"/N /N\N N
. S ] S N/>7<
A
A

&M %5 101; E7e4) B.25

\ O
e}
/_CO
A\ N
L
= N
O \\O

ot 0 B

~
feVes
V4
N
- QjL
[S2e}

a5 102, %344 B.21

T

e b5 31; £ B2

O=w

0 ) /_CO
govese:

7B
N 9%

[

O
HoN:
<O
—§%£1}+
O

a5 33; £3e4] B2

a5 105 L3464 B4

O
= >
RO
V4
23 N
(6] \\O

WA M5 34; F#EPB BT

0
FE F
FA& /(:EN> A
g /
//S\ N
%

A5 106; 344 B4

. KO
\O ra i\] N
NN N/: /<
A
O O

WA Y5 35, £ B4

A
& A
S POk
O/ \O

W45 107, £3&4) B4

[0636]
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Uyl

7N

M5 108; 364 B.4

7\ ﬁCO
“CH
C

0]
O OO
SN ¥
A
O O

a5 38; L3614 B.8b

oM s5 110; £64) B4

gevees
F S N/
o

WA Y5 39; 5464 B4

oo\
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[KIVYICAE « BB FESS R (B8 T 40°C, BRAEIIHTRM )  IRE PRSI IZS (DAD) LA
FULT & TR AT . 2k B AL A R 73 VLB MS D61 12 MS A I 2% e B A F At
YR A 0.1 FRRFERS[RIAE 1 #2100 F9E 3 1000 1543 Uit . B £ H s
A 3kV, I HYF R FRAE 140°C . FHAESAE N EAS K. H Waters—MicromassMassLyn
x—Openlynx i 2 G RUEHR .

[0649]  LCMS— — s #{Ey B

[0650]  LC &R FH Acquity UPLC(Waters) RGHATI, X RS BHHE —JuE FEMAN
S (B T 55°C )  IE RS IR (DAD) DA CLR 25 5k i At =k B
FEP VAL LR MS TG 1% MS A 25 Bl B A WS B Y. A 0. 02 FPRAEIN (7]
£E 0. 18 FBP PN AN 100 5] 1000 1M 3RAF itk . B4 &£ # R 4 3kV, I HIRE R FFE
140°C. {HHASIE N FZAL SR, H Waters—Micromass MassLynx—Openlynx Zi¥E 48 3K EL
[0651] LCMS 777k 1

[0652] & T —fdRAEEE A LLAL OB HPLC 2 7F Xterra MS C18 % (3.5 1 m, 4. 6x100mm)
A 1L 6ml/min BIGUEIEAT . A = RishAH CRBhAE A :95% 256mM LIREE +5 % LI
WMENH B : L J1F sTshAH C - EE ) LISATRE R4 76 6.5 73 8PP A 100% A 21| 1% A.49%
B 50% C, 7€ 1 /38PN E 1% A F199% B, FF4ERFIXLE L AFIE 1 4380, FEH] 100% A FEHP
5 1.5 708 ATH 10w 1 yESHATR . PR f B I HE Fi R o 1OV, AR At B s = F A FL s
20V,

[0653]  LCMS J7i% 2

[0654] [ T —Mc#RAEVE A LAN (S AH HPLC & 4E Atlantis CI8 4% (3.51um,4.6 x100mm)
(3.5um4.6 x 100mm) EH 1. 6ml/min MIFLEEAT Y. A ZFPRizhAH (FsAH A :70%
IR +30% H,0 s7italAH B :0. 1% FERTE 1,0/ FEE 95/5 ) LLBATHA L&A AE 12 734N
M 100% B 3 5% B+95% Ao A8 10w 1 RS AR, FHAR o BB HE i R A 10V, Bk R
BB HE LR 20V,

[0655]  LCMS 777% 3

[0656]1 [ T — st AEEE A LLAL A HPLC & 7F Chromolith (4.6 x 25mm) b/ 3ml/min
(IR AT I o AH ] = MR s A (JRBNAH A :95% 26mM Z R4 +5 % 40 sTREhAE B : 21 5
WHIAH C ) LUSITRRE AT +7E 0.9 B 96% A2% B Fl1 2% C %1 49% B Fl1 49%
C,7E 0.3 BN 2 100% B, FR4ERF 0. 2 4380 A 20 1 yESHAR. FHB L BB e
JEA 10V, [IAR i e X I HE R R R 20V,

[0657] LCMS J77k 4

[0658] [k T —AERVEVE A UUAL AR e 60°C . AH HPLC J27E XterraMS C18 £E
(3.51um,4. 6x100mm) EH] 1. 6ml/min WL AT 1o A8 H =i shAe (shiH A :95% 25mM
LR AD% LN sTBNAEB « O sUilahAH C : FEE) LUISATHERE 4 76 6. 5 0B N A 100%
A3 50% B F150% C, £E 0.5 23BN B 100% B, FE4EERX 64 F1L | 434h, FEH 100% A &
B 15 438k A 10w 1 A SRR o BB e B s X e s 4 10V, [0 i s 45 X
L A 20V,

[0659]  LCMS J7i£ 5
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[0660] [ T —M4edEvk B LA < oM UPLC (RBRGAH (v ) R AEMF I L BERE S fi gt
/FERE (BEH) CI8 4F (1. 71 m, 2. 1 x 50mm) b 0. 8ml/min FIHLELEAT 1. A H —FrmishtH
(WLEIAH A 0. 1% FPERLE H,0/ FINE 95/5 W s WiBIAH B - Il ) LLSATRRRE44F 7F 1. 3 704
P 95% A F1 5% B 3 5% A F195% B, FEAERF 0. 2 3Bl fHH] 0. 51 1 VEGHMARL. B
B HE R 10V, BB S B HE L R R 20V,

[0661]  LCMS J77% 6

[0662]  [& T —F&HRA/EVE A LAAN e AH HPLC 2 4E Xbridge CI8 4L (3.5um,4.6 x100mm)
(3.5um,4.6 x 100mm) A 1. 6ml/min MIFESEAT . FH R WENAH (HBIAHA :70%
FTE +30% H,0 sialAH B :0. 1% FIRAE H,0/ FEE 95/5 h ) LS TEE B4t <7 12 43 8P
M 100% B 2 5% B+95% Ao A 10 0 1 yEGARFR . BHAR f B =0k fL R 4 10V, B AR L
B HE R 20V,

[0663] K&/

[0664] X T—2eip 44, I DSC823e (Mettler—Toledo) /s fi. ZEM 7=, A 30°C /
Sy IR R R I e s . B KT h 400°C .

[0665] X T—2&4k54), A Buchi M mifl (B EBME T ) W@ I pue 4
JEH (metal block) . MHILHBOREEFIKIEL AT L B IR RS s A 38 10°C / 73 8P iiE &
R REIN 8 85 1o B KIRSE A 300°C

[o666] X T—2E4b 54, H Kofler T AES (hot bench) FRIFIE i, A TAES HAA
SR P YR FE R B T PR T Bl Fe s A AR EC R R B AR R

[0667]  WEAEL I A HEL R FHIE 5 b 20 A7 R SR IR 8 T AN 2 3R AF 1)

[0668] K F=3 : /ATl — AR BT Ry, 2080 )« (MH) ™ U6, LOMS /R VLA #4L 2 0l
(m. p. &SI

[0669]
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Wb

FAE X

Wy AL AR

ot

| mp: 198°C (Kofler)
mp.:13743°C(DSC)

m.p.: 174-180°C (Kofler)
| mp.:234.8°C (DSC)
m.p.: 180.1°C(DSC)

m.p.: 247.1°C (DSC)

m.p.: 259°C (Kofler)

[0670]
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a5

BAF %

M AT B

18
19

23
24 .

|m.p.:

200°C (Kofler) |

m.p..
m.p..

mp:

mp:

| mp.

m.p..
m.p.:
m.p.:

m.p.:

____________ 1201.2°C(DSC)
p.:20L0°C(DSC) ]
:235.9°C (DSC)
p. 165.2°C (DSC)
_______________ 12058°C(DSC)
.:2623°C(DSC)

:166.7°C (DSC)

207.1°C(DSC)

170°C (Kofler)

220-222°C (Kofler)
.2 195-197°C (Kofler)

- 215216°C (Kofler)
206-207°C (Kofler)

151°C (Kofler)
192°C (Kofler)
177-179°C (Kofler)
240°C (Kofler)

259°C (Kofler)

191°C (Kofler)

255-260°C (Kofler)

HCI-%

mp.:

m.p.:

199°C (Kofler)

140°C (Kofler)

[0671]
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e tm5

BAEE

W B2 F AR

58

60
61
62

63

74
75
76

2|t

497

326

428
|16

500

| 460

570

(W]

~|m.p.: 141.0°C (Koﬂer) ‘
) ,m-,p_-__-___l_,5_0_-160°C,(1§9ﬂ¢r)., o
mp.:216°C (Kofler)

wn

m.p.: 198°C (Kofler)

|m.p.: 139.6-140.2°C (Buchi)
mp.:2094°C(DSC)

|mp.: 162°C (Kofler)

m.p.: 228°C (Kofler)

mp.: 198°C (Kofler)

m.p.: 258°C (Kofler)

m.p.: 224.0°C (DSC)
HCI-2:
m.p.: 158°C (Koﬂer)

| m.p: 145.5-145.7°C (Buchi)

m.p.: 200°C (Kofler)

m.p.: 219.36°C (DSC)

| HCI-#

mp.: 2163°C (DSC)
\%7,5%@* h

_._______H.!.-_P_:i230°C(K°ﬂef)_.,__ R
| mp.:224°C (Kofler)
(m.p.: 183°C (Kofler)
| m.p.: 204-205°C (K0ﬂ6r> o
| m.p.:216°C (Kofler)

m.p.: 108.5°C (DSC)
HCI-#
m.p.: 23]°C (Koﬂer)

[0672]
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WAk | Ry (MH)" | #45% | 1553
771491 1507
78 0529 0522 bl
79 . |L08 1532 15 m.p.: 184.6°C (DSC)

80 |s1s [s16 |1 |mp:1721°C(DSO)
81 126 491 |5 [mp:1858°C(DSC)
82 104 448 |5 mp:291.8-294.6°C (Buchi)

1

5

5 ..............

83 |48 [480 |4

8 398 482 |1 mp.:2429°C(DSC)

85 |565 j466 11 Imp:1929°C(DSC)

8 . |440 1492 1 | .

87 |48 |508 /1 |mp:2053°C(DSC)
I |mp:1847°C(DSC)

88 [320 {476
m.p.: 215.3°C (DSC)

8 472 444 1
20 564 1600 |1 |mp:113.9°C(DSC)
o1 544 1600 11 {mp.:164.4°C(DSC)
2. 1.02 1456 13 | m.p.: 161.1°C (DSC) |

m.p.: 215.7°C (DSC)
TARER -4

94 . |098 1431 15 m.p.: 218.3°C (DSC)

93 549 | 439 1

95 487 |482
96 439 487 |4
98 . |X07 439 s
22 123 1482 3

1
4 mp.:247.2°C(DSC)
> |m.p.: 224.5-226.7°C (Buchi)
...... >  m.p.: 140.5-142.3°C (Buchi)
100 489 j445 |1 Imp:2243°C(DSC)
or (488 472 1 |mp:290.1°C(DSC)
102 1467 1458 14 Imp:23L7°C(DSC)
103 491 1444 ) |mp:259.7°C(DSC)
> m.p.: 100.0-105.0°C (Buchi)
> m.p.: 139.5-141.0°C (Buchi)
5

104|103 1439 15
ros 123 482 15
106 129 |47

m.p.: 168.0-169.5°C (Biichi)

[0673]
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Wt m5 | Ry (MH)" | #4F% | 3L F 4R

|mp.: T 190 °C % (Buchi)

m.p.: T 170 °C 4 # (Biichi)

|mp.:196.7°C (DSC)

| mp.: 179.8°C(DSC)
| m.p.: 193.9°C (DSC)

| m.p.: 131.5°C (DSC)
|m.p.: 182.3°C (DSC)

_______________ | m.p.: 217.2°C (DSC)

5
5
5
1
4
1
4

N7 46l 1485 |1 imp.199.4°C (DSC)
5
5
1
1
4
4
1

4 m.p.: 148.3°C (DSC)
| m.p.: 135.4°C (DSC)
| mp:177.8°C(DSC)

| mp.: 119.4°C (DSC)

|pct-
|mp:2208°C(DSC)
|mp:1648°C(DSC)
HCI-#

|m.p.: 184.3°C (DSC)

o
VS I
C—
NN
i
N
s VN
: : . o0 :
PRSI VN
N IO\ I ON e e TN

o)l

136 8.02 402

137|099 |417

138 573 |499 4 .2HC1 . H,0 . 0.5Cl . 0.5SH,;N

[0674]
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Wb

BetEk

B F R

| 140

143
144
145

148

152
154
155

15
160
161

163

LT N 5.

R S
a2 7

L T
147 {6

149
507

16 |4

ez |6

I S I L T LT e R R e aE - N~ N Y- N T~ N - N N O N T N N =

P : —

mp..
| m.p..
m.p.-

m.p.:

| M-P-:

m.p..

mp.

m.p.:

&

+ 115.5°C (DSC)
2 163.6°C(DSC)

p.:1429°C(DSC)
-+ 106.5°C (DSC)
- 161.3°C (D5C)
: 143.4°C (DSC)
2213.9°C(DsC)

1603°C(DSC)
181.2°C (DSC) |

1335°C(Ds6)

201.5°C (DSC)

122.0°C (DSC)

| m.p.: 277.5°C (DSC)

137.7°C (DSC)

166.2°C (DSC)
156.0°C (Kofler)
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a5 | R (MH)" | #8453% | HEAFHIE

172 573 (619 1

[0676] & F—4 /i — IR BB (R, 2081 ) o (MH) - I LCMS %s%f”ﬁ?ﬂu%ﬁpc‘q—é;ﬁzﬁ
(m. p. ESCHFEAS)

[0677]
Wwetsis (R |OH)" |BAEE (WA EE
1 0. 83 [428 3
2 0.74 |412 3
8 4. 10 |428 4 m. p. :>300°C (Kofler)
97 4.89 |510 4 m. p. :152.9°C (DSC)
9 6. 16 [456 1 m. p. :174°C (Kofler)
25 5. 05 1430 4 m. p. :171.3°C (DSC)

[o678]  C. ZyFH 2zt

[0679] C.1 cAMP 7EXF A CB1 1 CB2 32 {435 A 1) I 2% b (g 0 sl .

[0680]  JE L AHI ]/ #%% JG (homogenous time resolved fluorescence, HTRF) 34t
%, 76\ CB1 (hCB1) A CB2 (hCB2) 2 R4k 2 J& » i ik i 2 SR B8 B A 4ot 30 4 307 v ARy
LI cAMP 7= A2 R RER P IR B AL S K D Re v 1

[0681]  7F T175 Falcon $eHh 7E4b 78 2% VWK A (5. 10°TU/1 T8 % G.5g/] WilR k&
#.5.5g/1 TN B R ME14. 6g/1 L— & Z Wt Ji . IM NaOH) A1 10 % Jify /> 4 1M 75 (%) DMEM/NUT
MIX F-12 859840 0 b, i e e M %6 4L hCB1 B hCB2 [ CHO-K1 40 Jif A= K- 31 80-90 % Fili &5 o
R 2 AT, B2/ 5, #4440 i A PBS/EDTA (140mM NaCl.1mM Na,~EDTA.8mM Na,HPO,. 2H,0.
8. 5mM KH,PO, 2. 7mM KC1.21mM #iZ58E ) VeV, IR B TE B ZE rh sy (HBSS 1x. IBMX 1mM.
Hepes 5mM. MgC12 10mM. BSA 0.1%. pH7.4) . % T hCB1 iRE , 40 ke 3 8. 10° 41
Mo /ml ;% T hCB2 X5, 40 s B 3 10° 40 /ml. {F ] cAMP Dynamic HTRF 2§# (CIS
biointernational, France) HR¥5 ifill3& i I AT 7397 o

[0682] X T CBL, ¥ 96 “PIK AR IK LMy Witk (Costar) (& FLIHAT 25 1 RIS
T AR S 6w MAR T R AR DL AR I 54 (FE2% DMSOH1) (2% DMSOEK 2 1 M
CP55490 ( 7£ 2% DMSO H1) o 4RJG, A 251 1 [RARBR 4B (20, 000 400 / L) - 7EBGAL.
U N 30 bz J5, ¥ 251 1 cAMP-XL665 1 25 1 1 i —cAMP 7OIRAL-S 4 (35 1/80 1)
AW g,

[0683] X T CB2, ¥ 384 P B AT R LM/ IR (Costar) [JEFLIATE 10w 1 FJFEGE
T RIS 16 n MAR AT S LRI AL &4 (7 3% DMSO 1) .3 % DMSO Bk
20 L M Win55212-2 (7£ 3% DMSO /1) o 48 )5, A 20 1 1 FH& % 1) hCB2-CHO-K1 4l 2 (20, 000
M/ fL) o TERGAL VMR TR 30 3825, % 10w 1 cAMP-XL665 1 10 1 1 Hit —cAMP /X
WAV (B4 1/100 R AR ) gt

[0684]  FEWG AL Z I FAE S NIR-G Y T | 2 24 /NI 2 J5, 7E 665nm A1 620nm 1 A
Discovery 1A % Y11 575 (Perkin Elmer) JU5E%¢)6, FEvT5 665nm/620nm {5 5 b . X
BALS P EIE T AR XS T DMSO X HE (de KA 5 HG, JE cAMP (9 /EH ) 5 CP55490 Bk
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WIN55212-2 (43 5%} T hCB1 # hCB2) I 5 EEARIE (Fe/ME T EL, cAMP iy RAMHIE A )
FRYE X B — 1 I A S BT AR ) N2 M2, DUAT cAMP 7P () dse RN HIE KT 50 %6 1
I (ECsor IR TR A pECs, = —1og (ECy,) fH ), JF ik SLAHX T+ CP55490 ( X T+ hCB1) X
WIN55212-2 (X} hCB2) 11 5 A 10 1 M a8 A0 54 BT 1 2 0 e 7K~

[0685]  ZE C—1 :XFF CB-1 Il CB-2 #zh/E A 1) DEC50 {H

[0686]
EYISRS  [CB2 pEC50  |CB1 pEC50  [CB2 #sh{EH X+ CB1 #ah/E R EL
1 8. 30 <b >1995
2 7.42 <b 2263
3 8.76 6. 16 398
4 8.72 5.49 1679
5 9.43 6. 59 676
7 8. 74 <b >5495
8 8. 51 5. 33 1514
9 9. 48 5. 85 4266
10 9.13 5.02 12883
11 8. 90 7.22 48
12 8. 81 6. 33 302
13 8. 90 5. 69 1622
14 9.11 5.42 4898
15 8.98 6. 24 556
16 8.63 6. 07 359
17 8. 80 5.03 5821
18 9. 17 6. 20 933
19 8. 95 6. 14 638
20 8. 90 6. 36 347
21 8. 42 5. 00 2630
22 8. 95 5. 70 1758
23 8. 99 6. 39 398
24 8. 66 6. 05 407
25 9. 09 6. 39 495
26 9. 10 6. 27 676
27 9. 15 <b >14125
28 8. 54 <b >3467
29 8. 50 5. 88 417

[0687]
WEYIS= [CB2 pEC50  |CB1 pEC50  [CB2 #sh{EH X CB1 #shE -t
30 8. 77 5. 28 3055
31 8.92 6. 37 353
32 8. 59 5.12 2951
33 8. 51 5. 24 1884
34 8. 80 5.13 4732
35 9. 39 7.49 79
36 9. 17 7.14 108
37 9. 03 <b.00 >10839
38 8. 56 <b. 00 >3631
39 8. 77 5. 69 1216
40 8. 97 6. 68 193
42 9. 20 6. 97 168
42 8. 40 <b.00 22512
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43 9. 00 5. 79 1622
44 8.70 6. 90 64
45 8. 52 <b.00 >3311
46 8. 98 5.41 3758
47 8. 77 5. 83 871
48 9. 24 6. 70 347
49 8. 33 <5. 00 >2138
50 9. 16 5.35 6457
51 8.91 7.05 73
52 9. 16 6. 64 331
53 8.43 5.65 607
54 9.03 6. 91 133
55 8. 64 6. 08 363
56 8. 58 <5.00 >3802
57 8. 96 5. 84 1328
58 9. 08 5. 74 2188

[0688]

WEYS=  [CB2 pEC50  |CB1 pEC50  [CB2 #sh{E A Xt CB1 #shE F R LL
59 8. 95 5. 64 2018
60 8. 98 6. 18 638
61 8. 95 6. 82 135
62 9.23 5.71 3299
63 9.01 5. 55 2818
64 9. 32 5.73 3920
65 8.53 <b.00 > 3388
66 7.83 <b. 00 >676
67 8. 37 <b. 00 >2344
68 8.51 6. 44 116
69 8. 76 6. 16 398
70 9. 26 5. 85 2570
71 9.13 <5. 00 >13490
72 9. 17 5.99 1525
73 8. 86 6. 93 84

74 8. 50 5. 68 668
75 8. 38 5. 02 2291
76 7.92 <b.00 >832
77 8.71 5. 59 1303
78 8. 14 <b.00 >1380
79 8.53 5. 80 543
80 8. 38 4. 98 2483
81 9. 30 5. 97 2138
82 8. 41 5. 80 407
83 8.70 6. 39 209
84 8. 90 6. 21 490
85 9. 03 6. 08 891
86 7.92 <b.00 >832
87 8.67 5. 64 1072

[0689]

WEYS [CB2 pEC50  |CB1 pEC50  [CB2 #sh{E A X CB1 sk -t
88 8.63 5. 90 537

89 7.95 <b.00 >891

90 8. 57 <b.00 >3715
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91 8. 30 5. 00 1995
92 8. 16 5. 53 437
93 8. 83 <b.00 26761
94 8. 60 5. 57 1059
95 8. 24 <5. 00 >1738
96 8. 70 <5. 00 >5012
97 8.73 5.41 2065
98 9. 02 6. 13 794
99 8. 88 6. 03 700
100 8. 80 6. 00 631
101 8. 60 6. 83 58
102 8. 30 5. 04 1820
103 8.15 5. 68 295
104 9.13 7. 06 117
105 8. 80 6. 32 295
106 9.14 6. 50 432
107 8. 62 5. 81 646
108 8. 59 <5. 00 >3890
109 9. 09 6. 58 324
110 9. 26 5. 98 1905
111 8. 94 6. 37 372
112 8. 31 <b.00 >2030
113 8. 58 6. 10 302
115 8. 43 5. 44 977
116 8.23 5.24 966
117 8. 35 6.01 219

[0690]
eSS [CB2 pEC50  |CB1 pEC50  [CB2 #shfE A X CB1 &k -t
118 8. 75 6.11 437
119 8. 15 <5. 00 >1413
120 8. 64 <5. 00 >4365
121 8.51 5. 955 912
122 9.01 7.00 102
123 8. 38 <5.00 >2399
124 7.84 <5.00 2692
125 8. 60 <5.00 >3981
126 9. 07 6. 02 1129
127 8.78 <5.00 6026
128 8. 68 <5.00 >4786
129 7. 81 5.02 617
130 8. 64 <5.00 >4315
131 7. 80 <5.00 >631
132 8.85 <5. 00 >7079
133 8. 40 <5. 00 >2512
134 8. 86 5. 42 27786
135 8. 66 <b.00 >4571
136 9. 36 <b. 00 >22734
137 8. 95 6. 11 687
138 8. 76 6. 08 473
139 7. 88 <b.00 >159
141 8. 25 <b.00 >1792
142 9. 02 5. 87 1413
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143 7.77 <5. 00 >589
144 849 <5. 00 >3090
145 8. 49 <5. 00 >3090
146 8. 60 <5. 00 »>3981
147 9. 02 <5. 00 >10471
[0691]
th&W4ms B2 pEC50  [CB1 pEC50  [CB2 iz /E FHXT CB1 Mah{fE F i bt
148 9.59 <5. 00 >38905
149 8.90 <5. 00 >8035
150 8. 90 6. 09 638
151 9.32 5. 41 8035
152 8.93 5. 44 3090
153 9.07 <5. 00 >11749
154 8.95 <5. 00 >9016
155 8. 60 <5. 00 >3951
156 8.39 5. 60 617
157 8. 46 <5. 00 >2884
158 8. 85 5.08 5888
159 8.67 <5. 00 >4677
160 8.37 <5. 00 2344
161 8.74 5. 28 2951
162 9. 44 <5. 00 >27542
165 7.97 <5. 00 923
168 8. 09 <5. 00 >1230
[0692]  C.2 XfELZEMiE
[0693] 3 C. 2 A28 | — SR RS oK JR K MEATT AR 4, S AT i e 25 25 [ oA R R
FINE Iy o IXLLAL B Y% 275 SR WO-2006,/048754 1 3 o
[0694] Cc=2
[0695]
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[06961 A ] 4 24 38 2% St 9] C. 1 Pk AH R BR AR VI 24k &4 A 22 E (¥ CB2 Szh /E I XS
CBL ENERIEL . 2 C-3 FJH T CB2 XF CB1 iy EL, H 528 (1) fL-&1iK CB2 X} CBI (¥ ELAH
beis, %X (D WA E BRI A A7y EAEE U IEA A

[0697] & C-3 :IAILEM A B E SARKE LAY R

[0698]
th&W4m's  |CB2 X} CB1 JahfE I [tb &4 'S |CB2 X} CB1 Jah/E A FIEL
A 215 3 398
215 8 1514
215 9 4266
215215 1417 48985821
215 19 638
215 21 2630
215215 2223 1758398
215 25 495
B 30 1 1995
30 28 3467
C 36 4 1679
36 10 12883
[0699]
thEWSS  |CB2 X CB1 SaiE AL tb&¥%5  |CB2 Xt CB1 $&shiE A itk
D 26 12 302
26 20 346
E 219 24 407

[0700]  SHATAL G A £ B AHEL, AR I S0 B HIEFEPE R CB2 #sh7l.
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