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AN _E R R JET (B0, 1,23 45N BT B Ta] b .

[0137] R YR IE” Fa )2 — M SCRE M B AR SCRE B AR B8, LR A 1.2.3.4.58161
BRIR T ARE I A 2 23 IE N RN IE T2 R TR VT & EC &%
AN

[0138] R “HUAR MR e iE” $5 2 a0 bl e R e s, H B A 1 -5 HUARE (FE—
BE STt 77 S, 1L 283N AR |, et T AR 1) b 2k AR 0 e 8 i o S, HeAie1 . 2.3, 4 855
ANt T B B b B an b B e SRR G e 55 i e SCH R 1 B e B, FBE R A 1.2.3.4 845
AN A e SCR BRI an B U 1.2 3 4854 1 BT AT

[0139] R “VLJe L™ 48 i 2 M SCBE B Ak SCBE B M A i, E — e st 7 Srh, H A
H1-20MNBRIE 7 (40, 1- 10N BRI 7 EE1 2.3 .4 5EL6 MR IR 1) o 1% A 8 1o 3 [ 4n Y.
3t (-CH,-) . £ (-CH,CH,-) PR 22 5 # 4 (49114, - CH,CHL CH,, - AlT- CH (CH,) CH, -) & 7= 51l
UL .

[0140]  OR3E “HUAR I Ge 5L Fi5 (1) /2 G0 b P s e , A 1 -5 AR (FE —desk
W77 ZE R, 1 283N BRI |, anxd T B e 3 B e L.

[0141]  ORIE “M 2" 55 00 & — M SCHE M B AR SCRE A 5, B A 2- 20Nk SR 1 (8
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— B T S, 2- 10N R IR, 040, 2- 6Bk JE 1) B 1-6/ k- BoBUE, 9 dm, 12853
AN - B OUEE o F — BB St R, s S 24 FE (ethenyl) (B4 (vinyl) , RI-CH=
CH,) 1- P M (i) 7 & , BT -CH,CH=CH,) . 53 P M % (-C (CH,) =CH,) %,

[0142]  ARAE “HURHE I F5 102 4o B BrsE XM 28, B 1 -5 o) T B A Joe 2 B
5 XA (TE —Le szt g S8 v, 1. 28034 B ) &

[0143]  RiE“UeE " FeHRFEFR-0-, AR A I B -Y-7, Hdr Y W ket H7 A3 ek
BRI, A e B A AR I U ST AR BT R o AE — BB St R, B I A bR -0, AR ]
WAL OV IE TS I E3E  IE T 48U L RUT A2 L T 428 L IE A L IE VR
Fl,2- THIETHEREYS,

[0144]  RiE “WRIE” FE A2 — M AR, 75— S sz K, HEF2- 20/ M5 1 (FE—
Be S 7 S, 2- 10/ S 1, 9, 2-6 /B R ) HLRAA 1-64N k- i &4, i, 1. 2834
B - e B o E — LU St R P, R AL EE 2Bk (-C=CH) B Jik (BT Bk, Bl -C=CCH,)

Var
2

[0145) R “FRg ™ S5 FLAT 20N FRRFF 8 2 AN BFR 1035 20 1B J5 T BR3 5 1015
TRTERR 5 B 35 FR B 2 6 091 G PB4 M, 9 B D e B T, BRI, B B
B2 N R G R S FOCER (2. 2. 1) B, 55 95 L A OB e B 91 s B, 1
JEE U AT B

[0146]  RAE “FRARIE 45 BT 0N FRRTR 5 R LA 30— AN WU (7F — L6 5
Frgesh, 972U 193- 20N T HUBF ARSI

01471 AR BRI FRGEEE" A1 B I FR RS 27 55 10 2 57 e S s PR 25, H U 1.2.3.44
S5 AN B IR (FE S8 77 220, 1\ 2803 ANIUARIE) « e e L e J
BRf5 e B B e TR RS e TG L A O U A e O
Bk e U R U B U UL B FR S T BRI  FR L R S SR
o J SRR SRR U GBI TS U I L U R B
S J TS R R | PR L U R U U T S (0) LS (0) -
FREdE S (0) - 4FRIEL S (0) - 352 -S(0) 24 F5 .- (0) - kedE S (0) , A I -5 (0) -
HeFRAE S (0) - F5HER-S (0) - 4455 B AR “BUR HUBR b 8™ H0 L3 TR e, iz B
[y — AR AN FRAB I T LA FE AR F AR SE B L B, B L SRR A S AR S T
A 25 P PR e S B 156, T B P JR B2 0 V2 MR R T o 2o B
A 5E S, T B B AT b 1\ 28034 11 R 51 P B T AR « e B L a3
Bt B b R A BRI L 1K 2L O, VL AR O U BRI 4 3F
S S A HA-S (0) R, HPR ki s 2 95, noR0 . 1R,

[0148]  RiE “FRhe EUAL” H410 2 B IFF KL -0

[0149]  RAE “FRMR HL AL F410 2 3L BIFF R 2L -0

01501 RTE “F5 57 35 10 S ELA IR (00, 63 SR FF (1401, TE2) B0 N 435 (1
BT, 25 5 LA 106 - 204N BR BT 10 55 7 BRER o 75— LE S 7 o, 95 AT I
I EHE B,

[0151]  BReARE T35 HE UL 7345 2 S, K95 JE AT (R 1. 2.3, 4805 M 1 F 7 HLAR
H (fF 927 F 12803 M) FTIUAR « S 8 e b L0 R 3E  FF R
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B PR I L A A TR L T A A TR A L A U R L R R L e A
PRIE L B UL FE R R R AR R AR R B L L 5 B L A 0 B
NS TR e N o TR R N S I S N A SR SR S
FRAEEE IR HE  J R PR B e S R R IR L -S (0) e -S (0) - FRAEAE L -S
(0) - 243K JE . -S(0) - 755, -S(0) - 44753 . -S(0) ,- ki 2k -S(0) - PRk BE . -S (0) ,- A4 HFFE L -S
(0) ,- 75 HEFN-S(0) - %75 B2 BRAE A 7 S, BT U IR n] AT gk — 2P 4 1 2803 M ik H
N E R EUARIE BT AR < e 2 I L BRIt IR IE BRI B I R B IE R A L
CF, 20 IR I U T PR Ge i R i L 5 2 4 05 6, RT-S (0) R, FL PR e 05
Feak 4955, noh0. 1EE2,

[0152]  RiE “F5 AL FR A2 SE A1 95 36 -0, Horp BTk i 95 2 i b e CH AR -
Fr e SCAT e HUAR I 0% 2

[0153]  ORIE “HeIREL” | 387 B “Ze3A 7 4R 102 A S B 2 MR 1 — I e A 2L 1], 72
ZIH N EA 124040 B T A1 B &0 BT/ BRI B 1045 T, A B AN R T 7
— LSy R, BITIR AR PRI | CGIRT BRI B EE IS I A R R T 2 — B R 4y
TR R

[0154] S T ZAR AR 2 S BRAE RN B IR B, i IR L n Tk 1 - 5N HUAR A (FE— 4k
S A, T 283 B ) B, BT I B L 028 1 I s L 0 i L o B L e AR IR e 2k
I FE IR B A I R SE A LRI (R IR U B I S R R R e R
PRI AL B R UL R R AR R IR R B R DT L A DT I | 2
BN e S T A T e~ L - e B I N - L7 N R B 8 o I B P/ N
BRI PRI B R U VSR L -S (0) -t L -S (0) - FRkEdE L -S (0) - ZeFRFE L -S
(0) -5 2. -S(0) - F4 55 -S(0) ,- ke dE . -S(0) ,- R e L. -S (0) ,- Z4 IR HE L -S (0) ,- 75 HEFI-S
(0) ,- 2 5 5L b Ah , IR EE b B HOAEE il i 4 = B 2 30 56, 7- P44 R I8 (11342 11
AR IERR SR E O FEZRAL B AR 5 A 8 X BT A BRI AT it — 20 1L 2834k
et I B R R R BE bR | GUREBR L \ FR R e U L T 3R L CF, U BRI R
BE PR BE AL eI T A AR DT HE AN -S (0) R GLHR ek 5 BB AL 07 25, Hno0.182)
VAR HE — 2D BUAR o A PR 32 1) S A9 G0 955 DU S P IR 256 o IR AR, L MR i 2 25

[0155]  ORiE “Je IR RSB FR 12 R [ -0- Ze R 2.

[0156]  RiE“He &7 2O & BH S Z AP ER, E2 L — N HNEE 1215 T
A E AN B A BRI 22 IR 7 o RAE “4e 05 587 ARG “05 B 44 0% 387 A H o WL RT 1 2 5
B IBFR ARG T A 05 2 e R D — AR TS H R A5 5, A G &R 5.
75 B 24 75 H2E 1 SE A ELFE L I L W Ry | PLEE IR | R

[0157]  ORIE S v A 4 05 387 JE 48 oA S5 80T 2o ml 05 B Ik 2 05 AR SE M 2 05 8, LA
FIT I H Al 5 B R 4 07 HE 1 05 B M B — AN B AN WU TR Y o 500 43 AT R 2 0 R s
0 4% e L AU E L B 2- AR -1, 2- AU -4 - SR

[0158] BRSNS T 44 75 FEHUIR I 5 A 58 X, B2 4% 55 JE I aAT e 4 1 - 54N 3% R Z1 R B
B (fE— 2S5 5 2, 1 2803 BUARIE) BT B « Joe 26 L 0 266 L o 0t L o AU L B e 0k L I 0
B PR I L A A TR L T D A TR A L A U R A L R R L e A A
PRI L B U VL R R R AR R AR R B L L 5 B L A 0 B
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B RPAELREE (HNAE T AR A AR | Oy Ak DY B AAURE VROV B R AR R B | A R R R A R VR
FRAEUHE PRI IR LSRR R B A e AR R VAL L -S(0) - Btk -S(0) -FAkEEE L -S
(0) - ZKFFHE -5 (0) - F5 4 -5 (0) - 2K 59 -S (0) - BedE -5 (0) ,-FRBR2E . -S (0) ,- 44FFIE -5
(0) ,-F7 -5 (0) ,~ A& F7 5= BRAR 53 A & 30, BT U P e s g 1. 28033k 5 T 1Y
BRI BE — 2D B B e VI ik LRI R RR R L B R R, R R B U LT FK LCF
A DU 22 VUL b s R PRI D5 BE D7 BN -S (0) R, R g dit 7 R El g
7555, noN0 1G22 4k 55 HE P BT BREA (91 G bk g 26 Pk iRl 26 ) 0 22 AR (91 g 1 26 L 28
M Mo A TR IR Wy ) o B U T R R 21k O 5 1 IG5 AL AN PR T R LI s (e |k g | bt
NN NG N2 A 17N 7SN G SN SR AN E - A 2 S/ SN U N LTS 3 N U
IR D A O I O A e P P PR S Y A8 U L S M L1 R S TR 1y IR
Wy WEIGE (IR PR e IR PR B 252 D R 25 RN - ot S - R 07 2R &4
[0159]  RiE “IRT5 B A" FR )2 B A R 05 B -0- .
(0160 AT 3" 16 1 AL H -CH,-C 1.
[0161]  R1E “Z A" 45 )2 F 4] -NH, .
[0162]  ORTE “Jfi” 48 B & BUAR R 2 s  fe e i . — e FE e ol = e FE e B 41
[0163]  ARiE “HURAIEIE” 5 102 FE F] -NRR, Ho A S ASRAT M %k & e R b 3t 55
B R TT HEANRIAEL , S5 A R I RA RN Y S BREE A -Y-Z, P Y AR AR I e 2, HZ
MRS AR R ORI R AR S A 7 S0 BT U W AT et g 1. 2883416 | R 21 A BUARG
Bt — DB e gt R bR R R bR VR BRI R B U L 3R LCF VR
B Z 2, VEE A Bt PR3k J7 5 2 7 B -5 (0) R, R ke dt I FL e o7 4
nN0. 1842,
[0164]  Rif “be HEfie” i i /&R -NH, , FEHRAATIE B e 5
[0165]  RIE “ e kB 48 I 2R -NHR , H o 2 ANRA ST Hb AT e BUAR i Je 32
[0166]  ARifi “=Je L fi” R I ZNR, , b & ANRAMSL AT B b
[0167]  RiE “FAL” 45 1) /2 £ -CN,

@ ©

[0168]  Rif“BEE" RN RIEL] _N=N=N

[0169]  Rif “fHAk™ 5 )2 51 -NO, .

[0170] R 1H “Bi kB A ARIE” F5 12 R =0,

[0171]  Rif “FRIL™ 5 12 %R -C (0) -OH,

[0172] R4 “BE” $i5 1972 21 -C (0) OR, LRIy etk IR e dik L 57 0k L 2% 07 BE Bl A, L]

AEEA T F1 3 B — 2D B et e SR L o 3K L CF VU I = 2 U2 - S (0) RY

FrpR ke dk 97 BBl 55 3k, n N0 182,

[0173]  RTE “BEIL” LR FEH]-C(0) R, HHRAE ek A fe B L 28 P12k | 05 B ml e 05 2
T

o

BE RT3 7 HEAN-S (0) R, FLAR bk 57 3k Bk 57 B n o0 1812,
[0174]  Rif BRIk Le L™ 15 12 2 - C (0) 0- ke 2k Bl -C (0) O- PR Ak , Herpige S A IA e Bt 2
SCAH i g S, HUATAR G AR R S 1 3E— 2B AR etk M2k BRI IR R etk L Ak
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& I e =B N NG - N VE AM=E-1B 3 21E- TN 8 NP/ 78
(0) R*, HrpR* ke st 77 R ulk 75 5, n 0. 1802,

[0175]  RiE “GFLFRFEL” B 1K) R FE ] -C (0) NRR, H A & ANRAT M O & b dk R b e L 55
B 05 RR R IR, B TR AN RIERRAE — Y AR I R ] (1, PR IRAR) o BRAE A E
X B B ZE PTAE et g 1\ 28534 e R #1) B BRI 1 — 20 BUAR e ik s i L i R
2N E Y e TS ISR Nk N SN0 R N iNERE I IV R NS N
J5 AT HEAN-S(0) R, H PR ke s 97 B ek 07 L n 0. 1802,

[0176]  ARiE “WEFEEIL” eI F R -0C (0) -R, H iR KL I bt L J 3R 3, | 55 FL a4 55
B BRAE A € X P A I B R PR e Mg 1. 28833 B R B I B R 32 — 28 BUAR : e
Fe VI CBRRR VBRI R IR bR VR BRI FR R e U i B L CF R AR 2 L
B PR RIAEE DT L R T BRI -S (0) R, AR gk Oy LB 0T B n 0 1862,
[0177] R “Tok SE & HE” F5 (1 2 3 [4] -NRC (0) R, Ho A 8 ANRAST O & e 5 W IR Je L 5
B IR 5 FE BRI R AR A E S B B R PR et g 1\ 288034k B R A1) R EA
BE— DB ek ik R BRI BRI e VR PR FR R B R e R LCF, VR AR VI
PRI EE I ek IR FR AL D5 B LR DT BT -S (0) R, H AR g le it L J7 ZE el R 05 5 o n
A0, 152,

[0178]  ARiE “BeR LR E G I Fa 02 ] -N (RY) € (0) OR, He R AL 3L , RO Mg A Bl 22 o B
BT H 58 X B EE ARG A 1\ 28534k B T 1 BUREE E— 2P B be ik A 2k L bk
Fe REE RIS AR R IR ek e U B (CF, U VIR A U A R
PREE 5L R 5 B AN-S(0) R, HARRTALE S I BRI 05 3, n o0 1812,

[0179]  RiE “G PR FEEIE” 8 1= JE B -NR°C (0) NRR, H RO Bk 3t , % MRV E BT
B INGE L T B A O HE B A AL CBRIE A E S T I B EE T A 4 1 L 2831k
TSNP IE B — 2D B : e 2 I 2 L g R R e B VR R R i A
3 CF, VR R DU 2 2 VUL PR b IR D5 3 L 97 2 A1 -S (0) R, FLrPR* bt
B TS S (INE PR

[0180]  Rif “FidL” 4512 Ak 4] - SH.

[0181]  OR¥E “BiAUBRAE” 4B I & 4] =S,

[0182] R “flmii k™ 4R I &k 4] -S- fe dk

[0183]  ORIE “ZRIAEEMi AL F5 1) 2 B ] - S- PR 2k

[0184]  ORTH “OF LB E” 4B I & 4] -S-F5 2k

[0185]  Rif “If% J7 FEMNEL” FR I 2 HE A - S- ZR U5 &k, Forh ik (1) 2% 75 B 40 B e S, B A an
P SRR IR B R 2 55 2

[0186]  Rif “GHLRHEHEL Hi5 (1) /2 ZE 141 - S (0) NRR, o S AMRAMSZ Y g & be 25 A e 2k
75 2 O HR BRI AR BRI 5 A E S, BT BRI AT g 1. 280341k B T A1 AR
Bt — DB et R bR R R bR LRI R B U L 3R LCF VR
B 2 RS VR PR e e R B EE D7 i R JF BRI -S (0) RY, HrhR e 2k 55 B el R O B
n N0 1842,

[0187]  ARiE “¥23E (hydroxyakhydroxyl) ” 8 #2 %E 4] -OH.

[0188]  Rif “Frlba AL $5 12 B 4] -NHOH,

e
N
i
3
N
o
e
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[0189]  Rif “fsa FE 2 FE” 48 I 22 55 (4] -NHOR , e ROAE 1 HUAR A e A

[0190]  OR¥E “pi 27 B “pai A 45 B A2 980 = SR AN

(01911 “Bs 2 5L A1 CLHE 7 A 2% s SR TA] AT DU LA B8 73 13 — ok i 1 21 I N Bk i1 1 29
THE.

[0192]  “fFef)” BY “AEik Hh” 7R b Jo H s 1 2R BUAs 0 o] Bk AR BT BE AN R AR, DA K%
TR G35 I A i F A Bl R AR B S TE A HAS KA IS TR

[0193]  “HUACHY” 22 [ 6 4 H op — 0 HUAC R i 482 2 i AR R 2 T 10— AN SR 5 (il T2
SCHE) ISt 2R, DA R /B0 9 L HR o A IR T D o 2 2 gl DA % 22 A1 1) R A A AT 1 1)
TATMRIERL AL, DT A R EAR IR (BT O S I S T R

[0194] 255 B [A GAtr) FEA TG gl ok ot 42 2 2 — L (A1 HE e e BRI
225 8 B 0] DR HAT — & 047 s B8 2 88 R T — &AL sl an , “MK gk
H- BRI R, B 7 R A BRI, 1A G e S 25 P AT — T 47 s vl DA 22
ARFEE— T IEAL S R, “REAT /7 AR 1A ) & AT 4l AL B e i o B

[0195] W] DA, 75 b 1i s SO BT A BUAC 2% [ v , d ek i AR 3EE e SO B BRI 1
B AR (940 B A B ) 95 A D BRI R O %) 75 2, LA By 43 AR 5 B AR S8 T 45
B REVABCOFTEAEAL AR, FAEFE LRI E BB, o1t BURCEEAH R 5iA
A AEZAE I T B HARIE 1 i KRB 3. A Bk, &4 Bk e SOz B R 1 1] an, B 75
FEPR T - B 75 3 - (AR 75 2%) - B 75 2%

[0196] gl Nb A BB A KA G, ZHEY R 2% E 23 2
¥ BRI BB AR AR A A A E Y FIAL R OKEY) S 2 W B RET2  AE
AR AL A AT DAARLFE— AN B AN A KRR ARG, HAT DL 88 S8 A NE e TR A ) Bl AN X6
S RE) A B S B R A A o 45 8 SR IRATART 45 5 A A W AR AE B SEAR S R A ) 8 B Bk T A7
IAXT IR O E (AT REAAAE2 A AR T A A8, Forpn o ASKERR O I H ) o BN AR R
PR AT LIS ik E — 838 2 (1) A R B aR 20 v AR 9 A9 e B - SN e VR A slod I i #
TTEIR I ZA B YA 2] o BN LA TR A (CROFE B AN Bl S ) A R S Bl SR ) 4) DL K ST
A S RAAR (1) A1 AN E 4R e TR S 40t B0 46 72 AR J B )96 BBl Y, HL B 1) 35038 1 AR 150 8H 1
W SRR IR  BRAE ST A R E -

(01971 “HHE” N EAGHFE 75+ XA FA S o 7 A R AL FE SLAR S F 4 L 0T il S 4
AR e f 44 o

[0198]  “SEAA A 4R” NAAE IR+ 23 (R HEF 77 A R ) e f A

(01991 Wik S A4 4R™ 9187 b A AE B & A BRAR 1) — X STAR A AR o — X X Bt e A Ak ) 12 1
BEVIN “GMEIE IREY . AEEN , RE” () "H THa e 4ME IR G .

[0200]  “HEXF B RAGAR” N EAG 2D PR ASKIRR IR I ST AR Rl , (5 AR b 2 TR AN 8
%

[0201]  #axf i ARAL 2R $ECahn Ingold Prelog R S systembfi5E - 294b& 4 N 45 i) X ke
SRR, 78 & F Pk B I SLAR A 22 0T DL I RES B8 e o F b 26800 74 B R g 4
AT E AN (+) 8L () B T HAEBNDE: 1% K R e % 3R D6 1) ~F 181 1 7 m) CF e - B
e li) o

[0202]  —dEfY S WIAFAE “H AR TR BY “HARAR” B AR SR AR AR 1 2 TR AR H P 5
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B B (AL S AT R R LA S R RSP A7 AE o AN E s IR R R AR SR AR, F BAVE
T S R R 18] AT A8 FR A o ], A Q5T8sR- JE8 T A N 8 TS E AR 2% A 5 70 . 8 PO A I
PR LA S R AR o DR I, 25 L MG (Y A 5 0 I B i D9 B4 e A1 D 0 S R B AR St A o SR, 5
VR (A 45 S B DR 0 375 AT A I A L3 S R A o 5 T e AR 25 IV JHE IR 1 28 S ) AR 14
FEBR 1l S s an T

0 HO
[0203] (jL N (j\)j
0 o— .

[0204]  RiE “Z WAL $8 1 A2 b AR A AN [R) 1) St AR 5 4 o AN [R) 1 22 it B ] E &5 vt M 2
AN [A] (HE B 1 22 3518 1138 B AEAR [F] 20+ A R R S d ik 2 TRl E B AN R (R 225
) T o

[0205]  RiE “EFIEGY FEH 2 LA AE R G TR R4 51

[0206]  ARiE KA a2 AL S RIK GG T UM 245G 1) -

[0207]  OR1E “Hi 25" 48 B & A& fE 4k A AT DAFE AL AN /BT DL 43 B30 4R 350 70 3 25 AN T 15
FEMEAW A R B A G 255 T s 1 SR B AR W A i AU

[0208] A HAiE A AT 25 HS (AT AT =X Bl &5 4t B R AL & P B AR e T XL A2 [A]
AL Anic B FAL R ARIC A S B A BIE 45 H 3 X il ok i) 454, B 17—
MR B A G R JE P R EUR 28 R T E e AT B AR K A SR R
o7 35 A S AL 8 S B R ST S SRR A R 2 25, 8 (AR B T-°H RtD) S H U) < e
B MO ONVIE TP UPP S OCT RN PO T L A WAL AR £ e ) A B AR AT I AR A BAAE B 451l
TS T A [ i 3R 3 HL PO OB N e B B o 2K R R AR S B A A T T AR
BT IO B) 2B 9 A I B AR R, 9 1 FL 7 R 3R T )2 4 R (PET) BB G 1 &0
THEALETZ G (SPECT) , G35 25 W sl 2H 23 43 A1 Wl 8 B T 283 R TEUI 18 97
[0209] AR/ AFEH 1R (Hdn s Fh AR EE) EE 2 kIR T EgnE
P AW - M A& W o O AU P Po e 3G o, Rt A T3 X T SR 3 1 (4
B IYINT) = W Foster, “Deuterium Isotope Effects in Studies of
Drug Metabolism”,Trends Pharmacol.Sci.5(12) :524-527 (1984) . 24k & 438 1 A4
s NI 7 VR A B il e s e — AN e AN SR T DA TUE B G SR
[0210]  JribRic B AR K BHIRVGE 7 A G ] DU B I DMPK (25 9 AU A 244X
s 125 YRR, Howb K oA AR A HEME (ADME) o A FH % 5 [5) 437 25 (4 G ) A BUAR AT BA3E T
BORIARUR RS E PRI A — 2yR T R3S, 9 Gn 4 PN~ 32 S8 hn B AIG 1 77 &2 75 SRR/ BB 97 4
Bk PRARC AL A BT B B F-PETELSPECTHIE 51 o [RI A 24710 1A 2k B4k &9 I FL 1T 245
T A IR R ST R I TR B s % 2 B ST T 5] A o) £ v R ) 2 ROk £ He R R [E AL
F b e iR B 4 o (5 R R A5 (RS2 25 Am . 1R o o] LR A, A Wi w0 i e] DL 1%
&R AR .

[0211] BRI E RN 3 (RAR B AR BIHBE T DL R 3 & AL IR 1R 0 S FEA K PR AL
G ATAT A B AR TS A E FIAL 2 R 1 B s HACERZ R T BT AT A2 € 1 (R Az
R RAE A A U, S — B BARR e N N8 A, NS R AR 1AL E N B HRARE
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FE IR 2R A B A R L, FEAS R BRI AL S 0 AT AT B B AR R 2 R (D) I R+ B A AR
I

[0212]  FEZ MM T , B TAFE R IR AN/ SR B BRI ] , A K B AL & VIR TE AR
/B R AR EAF LR, BB R R bR AL ARE S B E Y
“Zhst BBz I FR I R AR T AT R AL S I AW R A R £, B 2 AR
B AR T TH T AN A EE 1 .

(02131 Fhn e 25 v B T LIS B HLIs 1 2% - T A E ToH LI 2h B 5 (ORI ) 89
PRER EEEL B VS SRANEE L ATAE B A WU SR B FE AR T (A R AR RE AT RURZ 1 2,
U e R e A B e B B I e 3 A L (BRI e 38) e = (U e 38) % - I
R R FERG L S R I BRI FE R . (BRI L) 1% = (U FE) JE  BA Joe
i A JEdE) ey = O KedE) e s BUAR B 34 e 22 e - — AR ) A Jo 22 i« — A PP B o
Ji PRI S — ORI IE) i« = ORME3E) i U I IR M L i - — A PR A I 2 i - = AR
(PY IR I J e 7 B Ml s 0 B e L =5 i R O B L AR O R R 4 T I AR IR R i
TR R GRA I - A =, Hod e B D RN AN R 1 Bk
H < e BRI b 2 I 22 L AR 0 22 L PR e 2 AR I B e 228 L I I 228 L AR s 22 L 5
F TG IS IR BRI, A AN B AN BRI — i 5 ' R RUE B PR A B O
B R HIN R RY) R™) , Hoh SR A e 72 R 9 = AR JE (RLRPHIR™) th
BN RE, “BURIIEE A 1 = AN BRI RPORPFIR®Y) dh— AN AL, T = BUR [ 7R A
R EAEAREE R RHIRY) FA R AR R RIR 1 [ 2 MR L, 1] 0 AT BRI
FEE T 0 AR5 VIR R R L AR R AR B R R R AR R B — A
A=A DR I A4 FR e B S AL S 0 o B, RAE “BAAR ZE G 48 12 A R - NH, , Horp
P EE” GOAR SO T8 S o ARTE 2% 57 HE R TR I 2NH G 95 58) ,, Horp “O 97 227t A B i
T R S5 o E IR BAR SEB B (SURBIE ) S SR iG  = F 3Ef — 8E fe  = (7
3L e = (IETN ) % QEERE 2- HIRE R OB VR R T = A IR 2 IR =R
W A SR R WA B (hydrabamine) S JEAR & S208 . 20— f% M i N - Be S8 6 B i L ] m]
Bl P RIS DR I | MR (N - 2, R g 2,

[0214] BRI AL o] i TEHLER AN HLER ) &5 725 B TEHLER I 25 B0 45 Eh 88 25 L S IR IR 2 W i
PR EL HNTR Th VIR IR Eh 25 T4 B A ML I EL L6 TR 2 N R 26 - A BERR 28 N ER R £ L R
B VCERBRE N IREL IRHARR AL L Hok IR 2 E SR AL I A IR B AT IR AL R R VA
FERR £ b BR £ R 28\ 2R IR 6 L 0T FF 2R R IR 25 L K R 655

[0215]  RiE “Ie N 2&AF” 2 FR A 52 I Nt AT B B AN / B BT 25 1 o RTE “PE R LA -+ HFS
R BCAE R LA 1) 5 254 7 & 48 v LAHEAT BT 75 A0 5 I B 1) s 87 25 A o S B 25 AR )
SEG AL FEEANBR T DA R B — Pl 22 B e SO EE I 57 pH TR 77 SIS 8] < Js2 7 420 Fr) JBE 7R
Bt 3 B3 I B A A0 75 B A7 A8 R S 55 o SO 25 AR 0T DU A8 B2 2510 IR b 2 IO 2 5 fir
2 WABRER SR A VB AR B 2R A VB T 2S5 K 2 B0 BT 1 I 25 A A AR A RN
LA E TR B AT DL 2 H M SCHR 3RS o v DAAE AN SO R T T 1 S s R 2 2
PLEAT AR SCHR AL R A 22 5 A0 B 7 B 1 s 87 25 A o 38 i DA RE IR0 5 IO 26 A4 T DABS F5 B
€ SRR A AR L 2 AR A

[0216]  ARE “SAF” 245 vl LAID UL 51 Ak 52 [ S I ) ot B Ak &40
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(0217 ARAF “GAL B 48 7T LU BAHEAT S SRR AL 40 o

[0218]  RiF Bk A R fe AL &1, WA IR T LR % IR sl S AL B2

(02191 AR “Hik7)” 2t 54, WHEEAR TCu(0Ac) ,.Cu(0Tf) ,Cu,0FCuBr,
(02201 RTE “AIRFA AT LAFE AT I B2 S S b B AL 540 o

[02211  RiE “MRBCRA” 5 MR A8 H B T — P &9 5 53 — P & W A A3k
ISV EAZ LY P

[0222] AR “H AR B ANV 248 & A i - R A LS B S

[0223] ARl “Re UG 248 BAT A HLEE AN 3R B AL 540

[0224]  RIE“WMA” ARG hoLoa )i I 7 DUE LA 28 S W) B T 80 1

[0225] R “GHEL EAENEI A IS

[0226]  Rif “HHLER" A ARG NS

(02271 RTE “HEALTH A2 Fi A A 27 B 7 LR 5 B R AR 0 sl E AN [ T — RO RT BE AR 2 F (41
UNPE BRI ) AT A S e

[0228]  RIE “BhREAL 28 o AL TE PRI 2 ot

(02291 4pASCR A, £ 5 BN B 1 B R SCHAE RIS “4)” RonfRan B = 10% , Bl 1R
ANE TSN IIERE 1%,

[0230] b4, AR IS S BAA I N4 A5 X

g+ KL

2-MeTHF 2-T 3 v Sk v

Ac LR AR

Ac0 LER BT

Ad 1-4 R bt 2k

a-phos 55 A B AT A 64 T
[0231] aq. KR

ASK1 BTAE5R T s

Bu TR

CyJohnPhos (Q-BAR) IR T M

d M F g

dba Z I Ik A B

DBU 1,8-= R 2L IK[5.4.0]+ —#%-7-%%

23



CN 112225699 B

" BB B

20/79 Bl

[0232]

DCM ZR T
DMAc N,N-= ¥k Lk
DMAP 4-=F K 2k
DMF VAT Bk
DMF-DPA WL P BRAE O R kR B
DMSO = F LA
Dpcb Z BRI T M
Dppb 1,4- (= FA B Tl
Dppe 1,2- 3 (=R Ttz
Dppf 112 (= 3R =% 5%
Dppp 1,3- (=R A ) Ak
DSC TG E Rk
DVS S AR
1-ZA3-G-—F A RAAL)H
EDC .
I
Equiv/eq. 45
Et Lk
EtOAc LBR TBs
g 3
H 2 hr(s) ANy
HOBt S
HPLC &R R A €
Hz 2k
IPA 5 F B%
IPAc/iPrOAc LR 5+ ) B
iPr/i-Pr RLE
J 1BAH 4K
JohnPhos | (2-BAFR) =4 T A&
KF FR-FRRBRE
Koser & F2 IR (2 R A e AR AR
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kv T R4¥
L #
LRMS &P %
m % &%
M FE R
mA S
Me WAk
Mg & mg B
MHz I 2%
min i
mL ZH
Mmol 2 mmol FHER
MTBE WA T LAk
NIS N-#L5% 26 Bt 2 i
02531 NMP N- ¥ 35 -2-vtt o b B
NMR X
n-Pr/i-Pr N-/A 3k
OTf Z AT AR B
B(=RTHEEG-—FEAEARE)
PdCl>(AmPhos)> -
) — @ Ak4e (D)
Ph FIK
Pr A AR
psig L R
rac-BINAP | (£)-2,2"-3 (=K A J)-1,1-BA &
RT iR
S $i&
Sep L&
i g%
T3P® 7 AW BR BT
t-Bu =Tk
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TFA ZRTER
TGA WE My
THF e E N )
TMEDA N.N,N N'-v9 ¥ 3 2. =B
Ts W R AR B Ak
02341 V 2 vol 2 vols R4 (mL/g)
Wt TE
4,5- (=K ME)9,9- — F A4
Xantphos %
XRPD X 4 & A ATS
A A5 A
uL VGin
[0235] 5y

[0236] W DAAS FH AR STA FF ) 7 ¥ S 3 F Sttt SR AT A BRI 5 1 AR A AU A FF N
25 UL S AR BB B 7 15 5 IR A% 0K 2 Y2 1T 20 LI o B 1 AR SC3CF I 2 Ak, BT DS A o
FIZFN B BTV o AR ST IR 1 LR 5 (B B — AN a2 A~ x0A B C.D.D-a.E.F,
GH.I.J.K.L.L-a.L-b.M.N.N-a.0.P.P-a.P-b.Q.RE{ILE 0T hIR 1) 45 44 AL & W a4
NS (B gm 5 G 02-1.2-258) ) -6 BnT A3 R DL St 5] B i R 58 1. 2R
Al R4S, A AT LA an ASigma AldrichilH e Ak 27 A N i AL 7 T

[0237] R A K B A0 & W 1 8 8 Szt T 22 m] DAR T DL il 1 — M s B 7 Rl AT &
JS o AR AR ST B R 2 2T B DL, — M7 2R AT DL e A B A AR RS A i e AR
BT ah JFURE R A, AT AE RRAE EAS [F] BP9 o G B B F R AE T TR AL 1 KB i St 91, vl
BHEC 46 J5URE AT AR 4k DABR BEAH B2 F= 4« 4 e Herp e ST BUCRE B B 75 7= 4, a5 ] DLdE
A B E I T AR A6 JEURE o L 4h [k A R R IR SR AT B S AT T A S . N
T A AT STt 7 S B E A, R A G B A 40 ) 25 R B A B A AR 1 48
Tl o ST ALY S TG, Foe 26 7 ) ) A Joi 36 4 o 17 B P A A e R N LT R R 4 R
R

[0238] A TFFHIALE AT AAE 1 G0 T A — 7 VE A R FH 25 5 345 1 S 46 TRk )
%o N PR, 7R B SR B 1) T2 A (R S SRR B (] S A IR BE R L WY 57
J155) B OU R BRAE A U B, 15 00 AT LSt Y e 20564 o s 100 s I 2% A4 T i i
%) 2 A s LA B R0 T AR 4K, » AH A B s AR N s ik 5 AT AR e T DA 5 1% 2% A

[0239] 534k, dnAS S A AR N B3 T B WL, i B ORI R T R b TR, AR 1k — SR
Re TR A AN EE IR S Lo 25 e AT i DR 22k DL S T ORAP R I PR R o B e AT &
TE A R AR A T, VR 2 AR IR TT.W.Greene and G.M.Wuts (1999)
Protecting Groups in Organic Synthesis,3rd Edition,Wiley,New York#A13ZH 5| HH)
S WA .
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[0240] b4k, A AT HIMLE PRI LLEH — DA TG B, W iR 7 22, APk x4k
B INE R ARSI T AR 1] £, 0K 0 2 D Al () ST AR S R A, RIAE D9 ST 1 56 B e g
AR Al S A R B D ST AR A AR E TR A BR AR I AU, 15 ) BT A I B ST A R
i (DA S & SRIR G ) #45 C0 35 8 A i BH (190 BBl N o R LAASE FE A9 Gn A 33 A B Jo) R0 ER) AR 3R 1)
T PR 46 Sk BT AR B 1 X TR ) % Al 1 S AR S A AR (BUE R IR YD) S B, RS A 5 an
FHAE IS TSR 7S5 Bz A SIS ME IR &1 -

[0241] "R A1 s B H R 46 J5URME 5 72 O RN AL -S4, 838 T DU 2 RN 7 5 B B 2 1
e >k il 45 o 0, VF 2 4G Bk AT 3R B R AR N RS, WA ldrich Chemical Co.
(Milwaukee,Wisconsin,USA) .Bachem (Torrance,California,USA) .Emka-ChemceB{Sigma
(St.Louis,Missouri,USA) . H & AJ i L b5 S 26 SCk BT iR 1 4 8 2 2 LAz ek
T & %5, WFieser and Fieser’s Reagents for Organic Synthesis,Volumes 1-15
(John Wiley#1Sons,1991) \Rodd’s Chemistry of Carbon Compounds,Volumes 1-5#N
Supplementals (Elsevier Science Publishers,1989) .organic Reactions,Volumes 1-
40 (John Wiley#lSons,1991) \March’s Advanced Organic Chemistry, (John Wiley#l
Sons,5" Edition,2001) flLarock’s Comprehensive Organic Transformations (VCH
Publishers Inc.,1989) .

[0242]  R3E VA" “IS A ML 5L B HEE A IR A H AT R 1 s SR
e TP B (R, i, 28 FE R L G DY SR (“THF”) = H % B L Ji (“DMF”) &1
TR CTE TR IEIESE) o BRAEA AERIIE  FEA R B SONE R ASE R R R S TR
BLA ], I B SAE AU R 5 R kT .

[0243]  FERRASTRBIME I TT R 8 O = WA b 2 2 A/ B 5 B 46 SRR 43 5 vT e A A
(1) o AN D R B — R A0 R 0 A B2 1 P Wl o AR s 5 L IR B R s A/ s atidb R THIFR
N5 BE) BT 3 B AR T o SR b, SR ) 70 B8 B 45 22 HH 2 L AV 79 B VR 5 ) vh 4
i~ 78 TR R B TR B RS E T LB FEAE Z A B 7V ARG a0 - SRR TR A R
T FERH A 38955 s B A8 e i vk 5 v« TR NI RS VR B v N 5 /NI I 2 A 3 5 A
LN PR (SMB) A i 2% 20 7 J2 B0 52 3, DA S /N A 3 J2 R BT 3 (R BOR o

[0244] 55— R4y B TR S G £ 5 BTk 74 R SO IR RS A8 AR L SN I M A A
B 8 BRI AL B VR W o ST PRk ) A IR ) BB WA A9 G 1 43 0 B A
e P B, BT AT DO R (TERE P B I 00 ) Bl (FERR P B I 0L ) &5 6k
AUk g5G R BEES  anel BE R/ VE F 2E BT (LIX) 5%

[0245] 345 X 1) 29 2 T v R T il S A I P A Do o 487 a5 26 PR R P HR () e
gy 18, B ARt RE A A AE BUANAFAE , 22 AHZE B (R IR 1 AN BPE A 5T R R AR
JE MRS o ARIUREL AR N K B B RT RE SR EE 7 B I H R

[0246]  FEA AN E H ST AR S M AR ) B — ST AR S A AR, 451 Gn e A, BT DLE ik A e VR A
VIR 53 R AT 2, BT iR 5 4348 A0 s FH O 23 P B 4% 20l 00 T 1 Al xS A 445 114) 77 9%
(Stereochemistry of Carbon Compounds, (1962) ,E.L.Eliel,McGraw Hill;Lochmuller,
C.H., (1975) J.Chromatogr. ,113: (3) 283-302) - A & B[ FPEAL & W0 0 7N e 1R A4 ] LA
T ATATT A& B 7 VR4 B AR 4), i B4 - (1) SRSV B PR B EXT B 5
MR ER Rt o g A B B VA s (2) 5 FMEAT AR AR B XT B S AR S
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W, o3 B AR B S A A, R0 A A A R ST AR A AR s A (3) ELRRAE T M R o B AR Al
IE A= SRR LN afu N

[0247] AR 7732 (1) 5 B 0T B S A4 4 k] DA 36 ek A58 S At Ak 408 1% = A sk 491) G 5 1 Bk
(brucine) 2T BRTEHH . LI T va- H 2L -B- 2R A1 CRINIR) 55 5 BRI E se ik
PR R T PR AN T PR A5 0 S IS T T il o PIT LA S 2 0 285 it B S - B 05 5 20 o AR X B
FIRER T BRI SV RC S A, TN TR IR Bk I , 191 L i i PR VS TR
Ji R IR B LR AT T BUR BARXT B e i i 3

[0248] B #, i@k 7% (2) MR HR 4 RS T AL S W ) — Fhont Bl S A 42 S . DA Jol
AExrme SRR % (Eliel ,E.and Wilen,S. (1994) Stereochemistry of Organic
Compounds, John Wiley&Sons, Inc.,5532271) o JE5F B S5 AR AL -S4 7] DL o A8 AN %R A
B 1) 5550 WA A ) TP AT AR AR A AT SR AT AR D RN TR B SRS 23 T AR B e A R I i
1T 7K fif , 45 27 25 00T i S A4 & 25 1R JEC D« 1 38 D' 2 20 FE 1) 9 v B FE ZE DA AE T il 4% 4
TH BEVRA W) T B S 451 A I 40 (-) SR R AR B 5 BlMosher i, a- FH A 2 -a- (=50
) F I 2 RS (Jacob 111. (1982)J.0rg.Chem.47:4165) , 343 M A7 AE B AS BEL#% JE X6t ik
Sk (atropisomeric diastereomers) FRINMRIE Y o B S A 444k & W0 R R JE X B S 4
PRT]IE IS v A B AR 4y« 1B AR BTSRRI S 3R AT 4 5 B A S R AR 2R 3 -
SR ) 7775 (Hoye , T.,WO 96/15111) ARHE 772 (3) , A0k Bl S5 44 4R 1 19K g V5 4 T
A5 FH 2 [ 78 AH 1 133547 4> B (Chiral Liquid Chromatography (1989)W.J.Lough,
Ed.Chapman and Hall,New York;Okamoto, (1990)J.of Chromatogr.513:375-378) . &%
BRARAL B 0T B A AR AT DAIE G B T X 2 AN PR R SR 1 1 T 40 1 T AR G i
FeEEANE — R IX 5

[0249] 1 bk, AN TFAE —Se st 77 R h SR 4 1 & K () (e E BT .

[0250] 7 1R (W) A& W1 G B, EL AT DU S A SC i i S it 77 S8 3047
AT 22 190 Bl s B 7~ (6114 1 T e 2 A il A8 R o 4510 4 5 26 i (LA AE B i e s 2 58%)
s BRI AR B IR (BRI, A8 AL 4 () AR B FLAE I R R IR o B 5 A IR 0T R 2R AA))
i G A5 FH B 14 55 (RPCuCN) , ¢ HLASE H J R B/N v 7m) (RS A — & e AR — & 4 80) S
A I AT DL FH SR R PR e a1 (R I8 S S4B I T 75 1 v it 5 ) 5 AT LA 2 B A FH B 4
J& , 3F 5] 58 75 ZR/D B Al Ak 20 BR (9] T i e A (i3 o 1 T 8 U7 S8 LR s A I B AR RO
A AR o

[0251] &1
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am) ' L EIH) L&)
) feamr
= -«l *HCI g o
\1 Br N /\©5\OH S D_@d:/\:(u\cl
F F .
1. 4-%(E) 4%1(D-a) L W 44(B)
[0252] Me
| N Me N~ i N oy >7NH2 N
HNT N N NH, ! SN SN P HNTN
| 0
T A H(C)

lsocy « o, )@\*ﬁo\r

MeOH
x b (A)
HN" N7 ~CcoH

[0253]  #E— NSty S AR DTSR 1 il 20 () (e &9 e ER B S MK 5 -

K Dﬁ J\/L

[0255]  FriR VA ELHE AP IE
[0256]  (a) 72 LAE K (D) (b A E HOK &Y IEF SV BEL I R B & T, B (B)
AL

(A)

[0257]

N
B oe
OH
F (D);

[0258]  (b) 7 A& AR (B) fb S sl 2k i) S Ak A 1 Sk 3 (D) AL S s =K 54
S e -
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N
> Q 0
[0259] \ ttI::::[ju\CI
F (B); #=

[0260]  (c) 7 & A=A (A) th &R I B 2644, X (B) 4L & Bk 5O EW
i LR B
Z
<N
HoN =
o217 NN TN

\( (©).

[0262]  7E—ubsijf /7 b, X (B) (b e shiR #h . 78— Le sl 7 b, =0 B) b &2 2
PR 5 AE— 25t 7 b, X O) (&= R 3 AE — s 7 R, X O) B2 K E
W AE— sty b, RO ST LR =8OR E: .

[0263]  7E—esijfi 5 A, D IR (a) BB 5 L FE I o 75— e St 75 8 A, 108 7] L2
B LR, 5] anMeli «n-BuLit-BuLiflsec-BuLi . fF — L850t 75 = H , 106 0] DL 2 k% G Bk
(45 MeMgC1 . i - PrMgCln-BuMgC1 FIPhMgCl) o £E — LS 5 & v , 1% AT LA 2 5 T8 L Ak
B,

[0264]  7E—eszjii )7 R, DR (a) I I B2 A0 4G B DY SRR 2 - FFJ: PO SRR L FR
FRUT JE BN 2 R 7

[0265] 7 —2siiifi y Z o, P IR (a) IR MR BLFETESE — IR T R A& B HIUR, BL K
FESE RN 5O, S ML o AE — St 5 SR, 25— IR N -20'C ELA40°C, 5 RN
21-10°C £ L150°C AE— LSt 7 R, 5 —IRE AL -5 CRL5°C, 5 ZIRE AL C R Y
20C.

[0266]  7E—esjii 7 e, DR (b) M IR S A A48 S o 78— S8 5t 07 S, &l fb
WY DA 5 BAN 25 3 DMP () 5 5 5 IE AR S L PC T, B(PCL o

[0267]  7E—sesiji Fy S, D IR (b) I N AR FE i B — AR R RE e B & /K CHC 1A Y
TS A I .

[0268]  7E—sesiji S, D IR (b) I R B Ak A A FE 1 B S b S - VU SRR L FR
BT FEBR AN S AT 7

[0269] 7 —uEsijifi J7 S, DI (b) RN 26 B 46 £ - 20 °C 2 2940 °C L& - 7E — L5k
i 77 ZH, PR (b) W [ B2 AR HE 29 15°C 222925 C IR FE

[0270]  7E—2esji S, P IR (o) IR B A A ELFE A LI A HLBR T LZN N- 57 P 4
L= 2 I A4 - R S R g .

[0271]  FE—sesji S, P IR (o) MR M AR FEiE B A bt A Ok oM UE
WK R 2 - FF L DU SR g | R R | R B0 T T N 47 (I 7R o 72— e st 7 S8 Hp 2D 3R (o) 1)
R FFAFALFEZI0°C 22940 C IR  AE — 2885t 77 R, P IR (o) R B Ak B dE 29 15°C
FEL125°CHITEE

[0272]  FE—/NSji 7 e, AR A TR T i £ 20 (A) (LAY H SR BHIE I S v
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N= =
> i /(j\,
N N SN _N,
[0273] /\O\)LH T
F

[0274]  Ffrid 75 i3 BL45 N HII D B -
[0275]  (a) #£ /& AR (B) A S e £ 1 S S 2 A 1 Bl () AL &4 -

& OYH
apes

F(F)

)

[0276]

N
X

(02771 (b) #£ & LA KK (D) A & B K G 1) S sk O S N 264 1 A 3K (B)
WEY B A -

N 0
\"j”)@fl
[0278] OH
F (D);

[0279]  (c) #E & LA (B) b & B £ 0 S B 26 A, &AL K (D) A S WK &4
S e -

N
) :~>| 0
[0280] \ NI;(“‘(J
F(B); #=

(02811 (d) £ L LA AE 30 (M) (e S B 26 A 1 5 43K (B) fh 5 el 55K (O L &4

al HEh
=
H,N \Nl N
2 Y
[0282] )

\( (©).

[0283]  fE—LL5ujiti )y &b, 3 (B) (a2 Eh iR #h o A2 — e sty &b, 30 (B) (b &2 #h
PR h o £ — LS U7 S, 30 (D) AL B2 EhIR B o A2 — 2Bty & oh, 3K (D) (L& k&
Wy AE— LSt 77 Ze 2 (O a ] LLg =5 SR E

[0284]  #E—2LsCiiJy S, D IR (a) (1 s ML AR A B Bk o 451K AT DA Z R IR
i B SR B o AE — ST SR P, AP IR (a) O SNk AR 1L 4R, R, RN TR 1Y)
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VTR o AE— 2L St 7 S, DR (a) BN 25 A ELHE £980°C B2 29120 C [ & o 7E — Le S g

Eh B IR (a) RN EFEZ110°C B L4115 CRIRE .

[0285] 7 —uesijfi 5 A, D IR (b) B9 B 25 A L FE I o 72— e St 7y 22 A, 108 n] L2

H AL, % ioMeLi \n-BuLi. t-BuLiflsec-BuLi. fE—$8 S0 77 22 P , %0 1T LA A% K

(11 4rMeMgC1 « iPrMgCl \n-BuMgC1 APhMgCl) o 7F —E6 52t 75 22 v , 1% B 7] DL 2 S P 2 S Ak

B,

[0286] 7 —UEsijifi 7 Ze 1, DR (b) 1N 26 A B4 16 F DY SR | 2 - 2 DU A kg |

FORUT FE AN 2B VA o

[0287]  fE—2siifi r Z A, P IR (b) IR M AR BLFETESE — IR~ R A& B HIUR, BL K

FESE AR T 5O, S ML o fE — 8 St 5 SR, 25— IR NI -20'C EL40°C, 5 RN

21-10°C £ 2150°C fE— LSt 7 R, 5 —IRE AL -5 CRL5°C, 5 ZIRE AL C R Y

20C.

[0288]  7E—uesijiti 7 R, DR (o) MR B S AR A48 S o 78— S8 5t 7 S, &l db

BRAT BA B A AN 2 A DM ) B 5 S I A P 5 PC1 L BRPC L, 6

[0289]  7E—sesiji 7 2, P IR (o) I M 5% ﬁ:@%lﬁﬁgEﬁﬁEﬁ@%%%chﬁn@

TR A IR .

[0290]  7E—uesiji Fy S, D IR (o) MR M Ak AR A FE i B S b G S VU SRR L FR

BT FEER AN S AT 7

[0291]  fE—esji T R rh , PR (o) I ROV 25 AL FE 2 -20°C 2 2940 °C (i FE o 7 — 251

77 R, IR (o) RN 26 B FE 2 15°C 2 2925 CIIRE

[0292]  7E—sesiji g S, 2D IR (d) I S B A% A ELFE A LIS B i A LB AT LAJEN, N-

P2 O = e R4 - — R SR e .

[0293]  7E—sesiji fy S, P IR (d) R M AR FEiE B A b A Ok oM UE

WG 2 - R L DU SR g | R R | R 0T T N 47 (I 7R o 72— e st 7 S8 vp 2P B8 (d) 1)

NS EAEL10°C B L4140 C IR E AE— S5 7 R, 2B IR (d) I N 2 EEHEZ115°C

FE 225 CHIETE .

[0294]  FE—/NSji 7 o, AR A TR T i) 2 (A) LAY H SR BHIE I S v
N“ﬁ 0 = |

H
F
\< (A)

[0296]  Frid 75 - B4 N HII D B -
[0297]  (a) #£ & IR (F) (&I S BL kA FR A 3K (G) b &40 -

0

[0295]
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Ay

F (G

[0298] & OYH
v)\/l\l/\@:Br
F(F);
[02991  (b) 7 & LATE AR (B) A0 A el H 3t 1 ) B 2644, b =0 (F) L &4 -

N
[: \’\ jl\l Br
[0300] /\@
F (E);

[0301]  (c) #E /& A (D) AL B K G 1) sk A S S 264 1 A6 3K (B)
WEY B A -
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[0419]  7E—desifiti 7 b, 49 an 24 72 m] DU B R B sl B ER 1), 25 98 (a) (49 S . £ 1 B 355 40

IR o T #7555 AT LA Cu (0Ae) ,~Cu (OTF) ,« Cu OFICuBr o AT B AT L2 = 2, f Ik i

BN, N- 5 2 % A — LE st R, AP IR (a) (1) RN 25 A B e ) FR R — R e A

PR R R ) o A — R S T R, P IR (a) IR SIS FE £923°C 2 29100°C iR

FE AE— LS T e, PR (a) Eﬁ}ir“ FAEFEA23 CHIEE .

[0420]  7E—uesjii 7 R, DR (b) IR RS A48 A o 78— S8 St 7 S, & Ak

I ICIRY Ot ﬁjZT/\ﬁDMFEI’JE@E%k P B S PC1, 8L PCL, .

[0421]  #F—2esTjti 7 i, B ER (b) [ RNV 5% ﬁ:@%ﬁlﬁﬁ FR 5 R A e R 4 /K W HC T AR DY

TR A I

[0422]  7E—sesiji S, D IR (b) I R B Ak AR A FE ik B S b G S VU SRR L FR

BT IR AN ST A o A — oS 7 2, IR (b) B N 25 R H5 2 - 20 C 24540 CHY

T E AE— Bt 7 2 rh , 2P 5R (b) RN Sk A B3R 2 15°C 2 2925 C IR

[0423]  7E—8esiji 2, 2D IR (o) I NSk A L3 A WLIR . %8 WLBR T LN, N-

e 2 = e A4 - R SR SR

[0424]  7E—sesji S, D IR (o) MR MR FEIE B A b A Ok oM UE

WG 2 - FF L DU SR g | R 2R | R B0 T T N 47 (I 7R o 72— e st 7 S8 Hp 2D 3R (o) 1)

SN AT RLFEZ10°C 224940 C 1 - 75— 2 s 77 2 vb , B IR (o) Bﬁ}ir‘ﬂ#@%é@wc

FE 225 CHIETE .

[0425]  7E—ubsijf 7 S, il 4 20 (A) (AP I kI B FE 8 L R TN 778 R () 1k

HE I

[0426]  (d) 75 /& AFERR (O) tb &P S N2 AF T, B4k 50 (D) B4«
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| =
c” NN
[0427] (M)
a4
HyoN \N /N‘N
N—7

hah(’ ©)
[0428]  FEIXFE ST S, P PR (d) B SRS A AT A HE B o 0 P) DA BRIR B o E — L6
ST AR (d) B SROBL 2 A PT AEL HE (AL IPd (0) (51 4Pd (dba) ,) BPd (TT) (1 41Pd
(0Ac) ) FMEALEC A& (P (t-Bu) JFirac-BINAP) o £ — £85I J7 S, 2B (d) [ S % 1B
£)20°C 22990 CHRIIELEE ¥ 77T DL F 2R B I he .
[0429]  7E—Lsijf J5 S, il 20 (A) A B 7 Bk s E T i 72 e st () 46

=EF
[0430] () 7 & LATE R (W) AL B0 [ S g6 5 4 28 (0) b &4 5 20 (N) b & W -
/N\
-
[0431] (0);
L
c”ONTX (N)

[0432] H AFXZ2x & WA BEMKRME (triflate) 80 = 5 F i MR B
(trifluoromethanesul fonate)  7E— 285 7 &+, Xn] DL il /R

[0433]  fEIX LS Ty S, AP IR (o) [ . 2% A A0 955 1B A4 77 o Bk B A 77 W DL 2 PdCL,
(PPh,) BE A = e Bk R A B =57 L BREC AR 1) He e Pd (TT) 28 & EkPd (0) B &) . f£— L
SEH T R, IR (e) (RN 26 A ELFE Bh A0 57 o BT Id B AL AT DL Cul o 78— SE St 75 58
0, 2B R () I B NLA AR A B T il ) LA B IR £k » 4511 4 Cs,CO,, <K ,CO, AlINa, CO, o £~ 48
SENE T B, B (o) M RO S A B 1 e FR RS R W i, R 2 W . TR
BT ARITN - R 25 - 2 - b g o ) R 9 551 o 7 — 8 S 5 ZR R, 2B 3R (d) 1 R R 26 B 46 24980 °C
2 29150°C I &  AE — L5 5 S b, D IR (d) RN SRR 46 2095 °C B 29105 C IR -
[0434]  7E—2sTifr il & 3K (D) A BV 0I5 iR B s T i v st (C) 16
AR

[0435]  (d) 7E /2 AR R (O 4t &I S LA AE T 48 3K (0) fh &9 5 3K (P) & Wi -

N
= \N
EJ
[0436] O)

HoN™ "N° Y (p) .
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[0437] LAY p 25— 90 R PR IR B0 — R0 R R PR I o 7E — 2B St 7 b, Yrl DL Sk
R

[0438] 7 —Lusijiti )y S, 2D IR (d) B9 S B B dE AL 7], anPdCL, (PPh,) BE A = ket
TR AC A4 B — 75 FE B G AR B e Pd (T1) 28 A EPd (0) 48 G4 o #E — Lo S 77 S8 v, AP 3R (d)
1 52 8L 2% A B 48 B A A7) o BT i B AL 7R R DL Cul o 7 — e st 5 S v, 2D IR (d) 1 B 5%
AL TR o T IR B T DL B R BR98L, 1511 4 Cs, CO,, K, CO, FINa, CO, o 7E —HE S 7 S, A5 3R (d)
1 5 87 2% A 46 1k ) W . R R PR A Rk TR i L A BR T RS FAN - B -2 -
S Ao B D5 7)o 7E — 8 S it 7 S, AP IR (d) B ROBE SR AR B HG 2980 C 2= 29150 C IR . £ —
Be St 77 2, AP IR (d) IR SR AR R AR 2995 C B 29105 °C B IR B

[0439]  FE—uesijii 7 o, DIR (d) MR BLRA S & B AP IR, BE G 2 BB IR 7R 1X
FEM St T R R B AR, 2P IR (d) B ROBL AR 4E 1 B A HLAER ) (] ain-Buli  t-
BuLi.MeLifHs-BuLi) FIA& KI5 (401iPrMgC1AIPhMgCL) i o 72— e st 77 2 v, 2 IR
(d) F 2 B 2% A AL 4B ZnCL, « & A LiC1 1 ZnCl,  ZnBr, B Zn 1, . 7 — e 55t 77 R, 2B % (d) 1)
SN S5 A B HE 35 1 DY SRR 2 - FF 3 DU S0 R  FF R0 T 2 B R 2 Tk [ 77 o 7F — L St
Fh TEARIBCD BRI R] L 20 9 (d) 9SS S A 048 4B A 7)o BTk i Ak 77 T BLZPd (PPh,) , BRA
A = en B IR TC Ak B = T RS PO A 1 LS Pd (1) 28 & EkPd (0) 4854 o £E —SL 52t )7 B h
IR (d) B ROV AR AR ELFE R 8T N B 3 -2 - I g e I DU S0 R TG R R R R A
[0440]  7E—uesjii 7 R, DR (d) MR BRI AL -T8°C R L- 40 CRIE — IR L)
80°C &LJ140°CHIEE I B o 7E — 25t 77 S b, AP 3R (d) B B 6 AR F5 £ - 55 °C 224 - 60
CHIS—IREMZI115°C R L4125 CRI AP SLiE T =, & B s — R
MR, HAEE IR R AN .

[0441]  FE—/NSjii 7 o, AR A TR T i £ 2 (D) (A H SR B 1 S 7 v

N o)
Q“‘)@%
[0442] OH
F (D)

[0443]  Ffrid 75 0 B4 N TP B -
(04441 (a) f£ R IR R Q) AL SIS 26 A R 5 e it Bk Al 3 (B) A B Bl i -

N""'-.
D_Gl/\@:&
F(E)

N
Q”mj ~
(@)
F (Q); #=

[0446]  (b) 7E 2 LB R (D) 4b &9 K& 51 S WD BER 1 B B 2611, 2K AR 3K (Q)
wEm.
(04471 £ — 285t 7 S, 2B UK (a) (1 S L 2% B 455 4R AL 700 AT o T 38 {4 77 A A A2

[0445]
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PdC1, (PPh) ,Bi & Pd (11) 48 &4 Pd (0) 2% &40 - P B m] LA Bk IR £ Bk (191 41K, CO,, «
Cs,C0,HINa,C0,) , R Eh (U £ BRANEN L BRHH) BUA HLAR (191 4n DY Rk 20 — e = e —
S EE L) AR e s T e, PR (a) (1 SO ST BRG] L A R R LR
EIHIE B B () BB AE 2 5ps i g B Z150ps i gBli L 5ps i g — FALBR T /7 £ —
Hositi 7 b, IR (a) RN AR AR ZI70°C EL 15 CHIERE AE— L8272, 25 1%
(a) [ [ B 6 AFELEG 2985 'C 24995 °C IR .

[0448] £ — LSl J7 Geh , UK (b) f SO S5 A EL AR Bl B FT DA S A B K T R AE —
LSt 75 S, P BR (b) B SR N 2 AR EL AR R 1 F S L DU S0k 2B L PR I FR) 9 R A2
— Lt 77 R, R (b) BB SRR ELARZ010°C B 2960 °C (il B 7E—Se st Brp, b
55 (b) 1 S S A5 220 °C 22 4925 C IR FEE

[0449] 75 53K (W) A G RRBIE i, I L RT DAARE A ST i 1) S it 77 64T
I 8 77 S 3 H AP R LA S 8 2% A A

[0450] 75223
m
=z N
HNT SN NN
}N

RAH(C) N~
[0451] Ny co M=) .
M/N/\C[Br Pd AL sk M“‘;@f%w “‘N| Ny
H
. DMF, 100°C E \(N‘J'
. 4-4(E) a-4h(A)
[0452]  FE—NSEHiti 7 R, R AR T #2420 () b &M ik
M= e
DN SN,
[0453] H W

] \{ A)

[0454]  Frid 75 0 B4 N 2D B -
[0455] () 7 2 ARG (M)t S s B2 A 1 5 4K (B) fh 5 el 55K (O e &1
B #h A% -

[0456] =

I (C).

(04571 HE 285t 7 S, 2B UK (a) (9 S B 2% 1 5 AL 70 o B i i A0 57 m] L2 AT
Ad,Pd (n-Bu) (P (OAc) B AT = e T 1 B = 57 J2: B C A ) He e Pd (TT) 2% 54 8kPd (0)
EY, HAFHAR T :Pd (dppf) C1,.PdCL, (PPh,) ,.PdC1, (PhCN) ,\PdC1, (A-Phos) ,.Pd
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(0Ac) ,/PPh,.Pd (0OAc) ,/PPh,.Pd (0Ac) ,/dppp.Pd (0Ac) ,/xantphos.Pd (0Ac) 2/t-Bu3Pof—¢:b
S 77 R, S B SEAT ELFE T o R B AT LA A LR (a0 = 2 ke DY R 2 R AN —
B2 S RIR £ (4Cs 0, \K,C0, ANa,CO,) B £ R Eh 0 (U1 Z BN B LR o £ — L8 S
7 FH, OB AL RE IR B F I I e N - R - 2 - b e e e e AT R R Y R o A —
BB St 7y e, N 2L FEZ)90°C 41120 °C IR o AE — S8 s2it Jy d, N 2FE
2J100°C IR JE o £E— LB S 7 o, IOV SR A B35 4120ps 1 g £ 4)60ps i gaiZ) 20psight) — %
R 77

[0458] 1b&W)

[0459]  FEIL & SKhti Ty B, AR A TFIRAE 7R T A SCHTR 7 R AR S 4 . DR 457
n— 27 % 2 B) A A e H L

s ve
[0460] Cl
F

[0461]  7F—bsizfifi f7 b, 2 B) (& W] LLJE Eh R 26 .
[0462]  F—Asgjiti R WD &9

lo463] ©© N ¥y

~

[0464]  ASCEFRMX QL&D

[0465] \ NJ(ZELO/\/\
F :

[0466]  ARSCIEFEAEL (G) L&

[0467] V)]\/ H)g&

F

[0468]  ASCIEHEAEEN (F) L &4
p el
[0469] N o
v

[0470]  ACiEFEAE N (B) L&

Nx
I>—<\,,\II\I Br

[0471] m
F

[0472]  ACiEFEAE D) L&D
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N, o
YO0
[0473] OH
F

[0474]  fE—esjfa /7 A, X (D) AP nT DU SRR £ - o — ANt 7 2 A5 - (4- 38
PR3 - TH-IR P - 1 - ) -2- - 4- PR R IR ER IR 2 (X (D-a) (& ) , FLRRAEAE T X5
LM AR AT AR DL R U4 2 7.3.22.3.23.4.23.9F126.8°20+0.2°20, HAE AT _F48 FH %
KN1.5406 A [ICu-Kafg I 52 o ZAT I A FE7E11.5.13.4.20.94122.0°20 0. 2°26 4t
R4 g . 7 (D-a) 1 &40 df ZBY TR AE IR 7 T 58 BE B XS oM R AT 99 B 2 A Han & 1 p
TN o PR — 25T T R, 30 (D-a) (&Y LTI AT S AL G DA R I8 :7.3.8.9.11.5.13 .4,
17.1.17.8.18.6.20.9.22.0.22.3.23.4.23.9.26.8.27.5.29.6.31.1.32.0f1135.4°20 +
0.2°20 7E— 25t 7 =, X (D-a) th B W) dn B T RHIEAE TR FE 29210 C AR A 22
FHEHGE (DSC) M2k . 20 (D-a) 1L &4 S L T R AEAE T L 58 BE DS C il 28 3L A< | tn &2 i
7INo

[0475] S —ANSZjti 5 A SRS - (4- PRI HE - TH-BRME - 1-38) -2- % -4- LR IR Eh iR 26
(X D-a) b EWERBLTT) , HARFELE T X9 ek RATH B A FE DL P :8.7.12.1.25.7H1
26.3°2020.2°20, HAEATH BB KN 1.5406 A (FCu-Kad@ S € o AT 45 B A FE 1
17.3.19.0.22.4.28.6f129.7°20 £0.2° 20 b ARSI o 2K (D-a) LA R B TTHRFAE IS
70T L5 B X 2R AR AT S I ZE A L An A FTR o 7F — 285 7 R, 30 (D-a) (b &9 i Y
TTRIAT S 4% DL R I%:8.7.9.2.12.1.17.3.18.3.18.6.19.0.20.9.21.1.21.5.22.4,
24.2.25.7.26.3.26.7.28.6F129.7°20+0.2°20 , 7F —L4szjti 7 2, 1 (D-a) (L &9 5L 1Y
TTRFEE T8 B R 29217 C b AR ) ZE R I T G (DSC) 26 . 58 (D-a) (&b AL T T
(RIS AEAE T HL e B HIDSCH 2R e A FanE5 R .

[0476]  #E—esijfi 7 A, X (D) AT LK S . 15— AN S8 7 802 i fs - (4-3F
PRS- TH-KME -1 - J) -2- 960 -4- BRI IR/K &4 (2R D) A VIR &Y ER LT , FURFEAE T
X 2 AR AT F L5 DL R 04 :9.5.20.4.24.3.26.5H128.7°20 0.2°20 , FAEAT A - fF
KN 1.5406 A FICu-Kafg i Il 2 iz AT i A FE7E11.5.12.8.13.2.15.9.18.5F
19.0°20 0. 2° 20 kb &AM & o 20 (D) AL & 07K G 90 i B T HFREAE SR 78 T 3L 58 B8 (P X 26 4
RATH B EEA B E 7R A — st 77 S, 20 (D) A V7K & al B TR ATT 5 B i DA
NUg:9.5.11.5.12.8.13.2.14.1.15.9.17.1.17.2.18.5.19.0.19.8.20.4.22.8.23.0.
24.3.24.6.25.0.25.6.26.5.26.8.28.7.29.1H130.6°20+0.2°20 , 7£ —LL 52t J5 & pr, 1,
(D) AWK B0 T T B AEAE T 618 FE Z252 C AW B i 25 R 3 il B Bk (DSC) 2% . 78
— L5t 7 S, DSC R 28 & 7E 2989 C AR M . 3K (D) fb B W 7K B4 i B TR AR AE T
FLTEREIDSCH 2R A - an P8 7 o

[0477]  #E—esijfi /7 A, X (D) AP mT LUR TE/K IR o o — AN St 7 S8 02 dn A5 - (4- 38
P - TH-RME - 1-38) -2- 560 -4- FER R G (D) A & dR YT , FARRAEAE T X5 e R AT
ST ARl RIE:8.7.15.2.21.5f123.8°20£0.2°20, HAEAT A F A I KN
1.5406 A fCu-Kak& $H &  ZATH B AHEE12.4.14.0.14.1.17.4H126.2°204+0.2°20
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Ab B AAMEIE o 5 (D) 4b A4 S TS T RO AE IS 7E T L 58 B B XS 20 M AR AT 5 B S AR = an 10
BT R o fE— 285t 7 &b, 5% (D) A &0 B TR S B G DL R 040 8.7.12.4.14.0.14. 1,
15.2.17.4.,17.9.18.2.20.5.21.5.22.3.22.7.23.3.23.8.24.4.26.2.28.1.28.4H129.2°2
020.2°20 7 — L5t 77 2, 30 (D) (LA B T R EAE T 5 7E 249252 °C Ab I FA T 22
AR EIE (DSC) #2820 (D) 1b &9 5 T T A AEAE T H 58 3R AUDSC I R FE A an & 11 iy
ZINo

[0478] S —ANSZJiti 7 R AL fm RS - (4-FAT 3 - TH-BRME-1-3) -2-%(-4- IR H R (X (D)
WEMETLTT) , AR AEAE T H B X ek R AT i BB 45 DL R 0§ : 8.4, 13.6F115.5°20 &
0.2°20, HAEATHHMX EAE KN 1.5406 A [#1Cu-Kakg it M5E % H 5 75 K e 48 2
9.8.13.6/125.4°20£0.2° 20 b I RIAM & . X (D)t &9 dm BT LRI X (D) P &4 AR R T 1P
BN AE IR AE T 50 BE B XS 2840 AR AT BB AR Fan B 18 Ffr 7 o £ — S8 852t 5 2 1, X
D)t &Y E BT E AT A FE LRI :5.2.8.4.9.8.10.4.13.2,13.6.14.4.15.5,
19.5.25.0.25.4f127.5°20+£0.2°20 . 7E— 25 5 2/, X (D) (&P R B TR X (D) th &
ViR T T TR S W) R A AE T80 8 18 20252 C I A Z R 4 B A02: (DSC) il 2k . 78—t sk
Jiti 77 28, DSCHE 2RIE 1 S E L1131 C AR 28 (D) AL & R L TAN 2 (D) L A R B T T /Y
TR AW AEAE T H 58 B IDSCH R H A _E a1 TR

[0479] 33— NSt )7 R AL fm AR5 - (4-FATH 3 - TH-BRME-1-3%) -2-&(-4- IR H R (X (D)
WEY BT , HREAE T X5 2k R AT A FE DL R U%:10.3.17.1.18.0F125. 7°20 &
0.2°20, HAEMTHHM EAE KN 1.5406 A (11 Cu-Kakg 5 5 o 1% A7 5 B B FE #£20 . 6.
24.2.24.6£125.2°20 0. 2° 20 b (AN o X (D) (AP0 T T TT R E IR AE T L 52 38 1)
XG M ARAT S B S A Ean 3 FroR o 75— st b, 20 0) (b &9 B TT T AT S5 LA
FELLFU%:8.6,10.3,13.8,14.0,17.1,18.0,20.6,21.3,24.2,24.6,25.2,25.7,26.3,
26.7,28.2F129.6°200.2°20  7E — 265t 77 S b, S D) A &) s BT T T HFAEAE TR
TEZ1253 C R AR Z /R = #0% (DSC) 2k . 78— 285l 77 S, DSCHI 2R I L & 7R 24
164°CAE R o X (D) b &9 dn B TT TR HFAEAE T H S B IDSCH 2R A% an &l 14 B

SE it £51)

[0480] A BH @46 G4 mT LA A 13 A FF B 5 v AN S T A H a3 Y T oy DL 1) A A
DA e A A3k A R0 B 7 9T 1 6 o B T AR FRE FR U (R DA ] DA R R R A
R 715 o A SCH BT AL 0 T 6 RS RT A T SE e A1) B 4 3 R AR S I SR T e 4 35
AT LA U H Sigma AldrichB At pb 27 A 7 i A v b I S o BR AR 3 A 1 B, 45 0 a] BAARS
SKIFIRTF DL T B R 46 S5k .

[0481]  SZjiafsl 1 : 4k &9 (A) HI& R
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| N SOCl, | = I HyoNNH, ,Ejﬁj\m,H
i - - = Me —— = N.
) H2N N/ COzH MeOH H2N N H2N N NH
0 0
OMe
~
MeO N/ X >*NH2 - I
N—Z
44(C)
0 0 3
MeCN ¥3%, IPrpEtN
1eb3()) 4% (H)
[0482]
0
V)I\/H/\C[Br Ac0 v)k/ NH,OAC, HOAC
HCOI4
il J@E
AH(G)
H4-4h(F)
i
N\_N Br _iPMgCl, CO, -7 (COCI),, DMF
el
F F
.44(E) 144 (D-a)
il
] HNTON ,N
N
gt || iy
\_N \( O\r
;I::Ifkm R44(C) D> i
F iProNEt
L 4 3(B) i A 4h(A)
[0483]  F2IL H RS &4 ()) FE AL &4 (1)

PhI(OH)OTs

0
[0484] v)k MeCN, 75 £ 80 °C

43 (T)
[0485]

O
v)J\/OTS

L)

¥iKoseri®if] . PhI (OH) 0Ts (1.0 &) Al ZJE (5AARFR) 2 N K& 4 o i N FAR A Ji i

50



CN 112225699 B W OB P 47/79 T

B (P& (D) ,1.23498) B ZIREWINRAELTOCELTEC. RN 5E RGN B A H
F 4 KR AR YIAE A e (L2 54R ) ke, 3 7K (2x291 2248 F) Peisk KA HLAH
WAL SIEFR, I PR Ok (291 . 5 Z 24K ) BFBS , JEuk 4 DARR 2 — S0 e, o 250
AT W IR FEZ12/N) , 198 FH b e ik o 1 [ AR AE 4940 °C 125 )8, 15 2]
A () o 'H NMR (400MHz , DMSO-d,) :67.82(d, 2H, J=8.0Hz) ,7.49 (d,2H,J=8.0Hz) ,4.98
(s,2H) ,2.42(s,3H) ,2.02-2.08 (m,1H) ,0.95-0.91 (m,2H) ,0.89-0.82 (m,2H) ."°C NMR
(100MHz , DMSO-d,) : 202.39,145.60,132.76,130.57,128.12,72.98,21.52,17.41,11.39.
[0486] i m] DA FH £ AR IR 28 FF 1 S 2 (1 a0 R e 87 2% A« 481, AR B Koser (A, B
AT T DL FEEABR T (2 4B AR R YRR , (2 LB IER) AN - H R R
T2 (iodosylbenzene) /% - F 2R , 8] - G A 2K FH IR /%t - FHOR AR , T (4-FR 2L
PR I S R ) R 200, N - FR 3R - O - HR R gt 2 F2 i, 3T - T AL 71 (Dess-Martin
periodinane) /X - AR R , HTO, /%) - FF AT 1 AR T8 - B P ok 4 HHY R /0 - PR R R  ] ARt
FH S FhEEF), B an B 2R, 2K, DU SRR , 2 - FE S DU SRR, — &0 B A7 » OB AT BAFE 2920
"CHEZJ100°C IR BT

[0487]  fb&W (H) H5&4 (D) #4753 TE AL &4 (6)

HzN/'\@BF
0 F
[0488] v)'\/OTS A V)\/H Br

£, PREN /\Q

TR,
’ad®) 90 £ 100 °C

b 3(G)

[0489] Itk &# (1) (1.024%) FMib&9 (1) (1. 1245) 78 F 2% G RSP i
iPrNEt (2. 14 5) S ZIREWINFREL90EL100°C , & I £1/F 10780 o 5E RS , #4 1%
RS H IE K (25 R L1608 FR) Wik o 7 B AR -S4, H K HINH, C1/K VA (Z)27
%, L2 L3R F) NaHCO, KR (LI9E & % , L2 R £ 346 FR) FNaCl/KIER (1155
B0, A VRR) VR MLV KA ML TR FINa, SO, 08, i €, 7 FH FR R (L0228 2934487 I
BB IIRAE 2945 C B2 IR i ik RYIE I I Qe E£20°C 22925 C UL R EZI10°C R
2915 CHEAT 25 & I I8, FHYA 2000 A B (L9 URAR) Peik, HAELIBT C R A43 CH
T4, B F6 A (6) «'H NMR (400MHz , DMSO-d,) :87.05(d, 1H, J=12.0Hz) ,6.51 (d,1H,J=
8.0Hz) ,5.27 (t,1H,J=4.0Hz) ,4.17(d,2H,J=4.0Hz) ,2.21-2.14 (m,1H) ,2.10 (s, 3H) ,
0.96-0.86 (m,4H) .'°C NMR (100MHz,DMSO-d,) :208.17,151.63,149.32,143.99,143.97,
123.81,123.74,118.13,117.90,112.87,105.09,104.88,53.72,18.33,17.43,17.42,
10.85.

[0490] by m] U AE FH 54X _E a2 T 110 00 f10 700 AR B 7 26 A2 o 4610, P 3 98 D AR B R AELAS
BT LA (51 inDBUFIDMAP) , B4 J& Bl (41 AiNaH) , 7~ F 3 — Rk S0 ke Bl (451 4am 7 R 3k — ek e
LA N I TRE L G AN N Y TR AL ) iR A (1] 7 Cs O, \Na,CO,) AT
TR BT DLAE B &R A, 1 U0 THE JMTBE 2-Me THF . 7, i « M8 . 2 . DMF . DMAc \NMP. 1% )X
WA PATEZ)- 78 C & 2100 °C IR 31T -

[0491]  HERALAL G (G) TE AL A (F)
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(0] Ac0 O~_H
oY
HCO,H
V)K,H/\(IBF 2 - v)k/N Br
[0492] £ CH,Clp /\O:
0°C£5°C F
WG

.4-45(F)
[0493]  7EZJ0CEZI5C, ¥ LRI (424 58) I B HER/KIER (L3R L4446 o, -4 HE
TR AW INDCM (L1344 8%) HEIME &9 (6) (1.045) o i% R MAELI0E L5 CHE4T H B H A
IR TE o RN TE B s MK (ZIAPRER) 383 I N 40- 50 % NaOH/K ¥ IR &9 2
ZIpH 8-9, % N AW iR FEARFFELI0C EL15°C I8 4> B %M AR &4, K VBT — &
it (LI644FR) ZEHL 4G WA R FH HEFINaCL /K IR (L9444 FR) Be sk, FNa,SO, T8, i g AL &
W) (F) AAZHE— B4 I — SR Bl T 4T — 25 38 "1 NMR (400MHz , DMSO-d,) =8
(Pt e i e A AR IR &) 8 .17 (s, 1H) ,8.14 (s, 1H) ,7.61(d, 1H,J=8.0Hz) ,7.45(d, 1H,]
=8.0Hz) ,7.42(d,1H,J=12.0Hz) ,7.33(d,1H,J=12.0Hz) ,4.87(s,2H) ,4.68(s,2H) ,2.25
(s,3H),2.16(s,3H) ,2.12-2.03 (m, 1H) ,0.98-0.85 (m,4H) . "°C NMR (100MHz ,DMSO-d,) :
206.68(204.85) ,163.71 (163.22) ,158.95(158.69) ,156.51 (156.35) ,139.09(139.02) ,
138.61(138.53) ,137.58(137.55) ,133.35(133.34) ,132.45,119.02(118.79) ,118.58
(118.36) ,105.35(105.03) ,104.77(104.55) ,58.68,55.40,17.84(17.77) .
[0494] 0] DU FH AR ok 2 T B9 FI A2 () ) R s 2 2% A4 o 51, A B BRI A R BR ,
DL & A B BR 1) B2 B I B3 A R 1 — 38 S BR TEF « m DA FH 25 A s 551, 9 n & 47 < &
i+ CIR 57 A BRERTHE o [ B AT DAE - 10°C 2 2940°C B L AT -
[0495]  WRMEIRALTE A &9 (E)

o O H "
v)k/N Br| NH,OAc, HOAc \ 7\1 Br
ws [ TX -Mr
F

110°C £ 115°C E

wehE)

4 H(F)

[0497]  [afk &4 (F) (1.0245) FEDCMA AR NN 28 (L1546 B IEAELI35° CH
2 4E LABR 2 K70 DOM, FE NN 1R %% (3. 94 &) HZIR AV EL110CEL 15T,
H Pk BB I SN R 7 B 4 I B A, FK (Z9104487) F1iProAc (ZI64AF) Fikk . @it
HIN40-50 % NaOH/K AR IR G0 1R 7T 2 40pH 8-9. 70 L AR A4 - 1 & Ak (£90.3
HEEFEALEY F) IMARKES, K E H iProAc (L1248 F7) ZEEL B A ML K (415
PRFR) FINaClIKIE I (ZI10E 5 % , 294 B L5 Yok S IE IR 528 N ilk%e , IR s 778
22 3ARFRKIN , N- — F 3 20k (DMAC) o I IK (5 B Z164K6FR7) , 15512 /ﬁiﬁ/ﬂiaﬁ%/\
Y (B) o ¥ 32 0L 8 , TR Y FIDMAC /7K K A e W35 o« K T 75 [ A 7E 2955 °C B 25 -1, 153
A9 () »'H NMR (400MHz, DMSO-d) :87.68 (d, 1H, J=4.0Hz) ,7.64(d,1H,J—1.0Hz) ,7.46
(d,1H,J=12.0Hz) ,7.12(d,1H,J=1.0Hz) ,2.12(s,3H) ,1.85-1.79 (m,1H) ,0.81-0.76 (m,
2H) ,0.70-0.66 (2H) .'°C NMR (100MHz,DMSO-d,) :159.11,156.67,156.67,143.94,137.36,
136.19,136.11,134.44,134.41,131.21,131.20,119.05,118.82,116.21,105.56,105.34,
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17.72,17.71,9.26,7.44.
[0498] -t m] LU FH 5 AR 3R /A T 1R 8 2 (10 ) 0 e I 2% A o 51, AR 2L B e, ] DAAE FH
BAROVEIE  OFEEABR T B R RN A A B o T DU FH 25 A 770 491 FR RS L 2R S TR
2 N R] PAFEZ180°C B Z120 °C IR FE HEAT .

[0499] AL AY) (B) LR &9 (D)

N
D> ) N 0
\_N Br  iPrMgCl, CO >—
- NN OH
[0500] THF
F F

-10£0°C
% 1562 25°C

4 H(E) 44 (D)

[0501] Kb &9 (B) (1.024%5) FETHF (Z115447) B S M ZEL-10°CEL0°C, If
218 N iPrMeCLYA R (2. OMBITHEVEWR , 1. 225 8) , AORHSF N A0 BE IR T-295°C R &
FEL) -5 R 215 CHEFELI 1IN, IR K CO, A8 SN IR W (R o GRS N B 2 TR
55, AN G A B P N B 15 B 925°C o RN SE G %R A AW GR & L34k
IR (26 B THR) | BEJR IR LI TRRRI6M HC1 o I AMTBE (Z1104447) , 73 85 % XU
G Ke6M HC1HE RS AR AN 2K JZ b DO pH (B ¥TpH> 10) P55 22048 K 1% IR S
FRRYE 3R 7 i iR 540 (D) (R 75 28) Fidih , JFRE T A5 R TR 18 v} E200°C 245
CHEZAL AL UE , K (ZI40RFR) L 5 T IE (L9408 Bk, SR J5 T IEPEfe (L9646 77) U
kK R LEZ040°C B T4 15 8046 A 9 (D) o 'H NMR (400MHz , DMSO-d,) :87.69(d, 1H,J=
2.0Hz) ,7.67(d,1H,J=8.0Hz) ,7.40(d, 1H,J=8.0Hz) ,7.15(d, 1H,J=2.0Hz) ,2.20 (s,
3H) ,1.87-1.80 (m,1H) ,0.81-0.77 (m,2H) ,0.71-0.67 (m,2H) ."°C NMR (100MHz ,DMSO-d,) :
164.52,164.48,161.68,159.12,143.95,141.63,141.53,137.34,133.21,133.18,129.70,
119.85,119.61,118.08,117.97,116.25,18.02,9.21,7.48.

[0502] b may LA FH 25 AL 3 2 T ) TR 228 ) R S5 B2 26 A o 491 T, e 36 £ kB 37 4ELAS
BR T ML A (1 &MeLi vn-BuLit-BuLiflsec-BuLi) A% KA (7 iiMeMgCl «n-BuMgC1 AN
PhMgC1) o 1 A FH 4% b3 771, 4511 4012 -Me THF . &kt MTBEAIE t,00 % J5 W 5 4 1] LAYE £ -20
"C 40 C IR FEEAT , SR FE L) - 10°C Z L4950 °C (13 10 B P 4k 43T

[0503]  #A G4 (D) TE AL &4 (D-a)

|>—<\ HCI |>—<\
N OH = L OH
[0504] MeOH, MTBE
F 15 £ 25°C F

L4#D) 144 (D-a)

[0505]  7E£515°CZEL125°C, LAY (D) (1.025) /£l (K448 PR S H A
WHCT (L& (D) N1 14 E) GREMZB U E R &9 (D) i, (IR YE -
RITEIC A G (D-a) (0.00545) P , 2218 I AMTBE R T ft Al B B 293168
R A I8 T FIMTBE (SRR e , 45 [ A AE£940°C 2T 15 B &4 (D-a) .
'H NMR (400MHz , DMSO-d,) :89.34 (s, 1H) ,8.00 (d, 1H, J=8.0Hz) ,7.76 (d, 1H,J=2.0Hz) ,
7.54(d,1H,J=12.0Hz) ,2.25(s,3H) ,2.08-2.01 (m,1H) ,1.05-1.00 (m,2H) ,0.92-0.88 (m,
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2H) ."°C NMR (100MHz ,DMSO-d,) :164.08,164.05,162.73,160.14,142.11,142.01,137.11,
135.91,131.14,131.11,130.73,120.19,119.96,118.78,118.39,118.27,17.71,8.24,
6.13,

[0506]  RALILAY (B) L AL &4 (D) K&

N
N Nsy 'HO o
DA Br  iPrMgCl, CO, >—
- & OH
[0507] THF
F F

-1020°C

KAWE) e 185456 oA (D)K 4

[0508] ik &4 (B) (1.0244E) 7fETHF (Y1548 IR G HI B Z1-10°CEL0°C, I
G NN 1PrMgCLYE R (2. OMPITHRVA R, 1. 22958 , AMRFE IR AR T 405 °CHi%IB A
FEL) -5 R 25 CHEFEZ) 1/, SR JE44C0, 218 S NTR S vh OB 4k 22NN B 2 IR
55, IO 5 P #40 J5L B 1 N R L) 15 B £125°C o SN 58 S » B % TR A0 B S WK G B 4 34k
R, MK (216 R THRR) , B 5 ID N2 1A 6M HCL « IAMTBE (Z51048 %) , 73 B 1% XUAH
AW F6M HCHITE R ZE 18 A 27K 2 H LUK pH (e WJpH>10) 1715 £ 494 . 8 K 1Z IR 5 1)
R IR TR B AG-E 1) (D) (MR T2 s , T4 TS IR M2 1814 H £ 450°C £ 455
CHZA R I , FZK (B9 FR) Yelk 4 IR AE2940°C 523 T4, 5 36 &4 (D) 7K
). 'H NMR (400MHz , DMSO-d) :87.69 (d, 1H,J=2.0Hz) ,7.67 (d, 1H,J=8.0Hz) ,7.40 (d,
1H,J=8.0Hz) ,7.15(d,1H,J=2.0Hz) ,2.20(s,3H) ,1.87-1.80 (m, 1H) ,0.81-0.77 (m,2H) ,
0.71-0.67 (m,2H) .'°C NMR (100MHz,DMSO-d,) :164.52,164.48,161.68,159.12,143.95,
141.63,141.53,137.34,133.21,133.18,129.70,119.85,119.61,118.08,117.97,116.25,
18.02,9.21,7.48.

(05091 -t m] LAAE FH B A Fadk 2 T 10 J0S 6 f18 00 AR s 97 S A2 o 4510, RT3 498 ) ol B0, 5 4L AS
BT HLARHS, (41 iiMeLi «n-BuLi . t-BuLiMllsec-Buli) A% KB, (51 iMeMgC1 . n-BuMgC1 Al
PhMgC1) o 1 A FH 4% 3 771, 451l 4012 -Me THF . &kt MTBEAIE t,0.0 % J5 W % 4 1] LAYE £ -20
"CEL40°CHIR I AT , SRIGFELI- 10°C 2 2950 °C I I8 B T [l 4 4k 8233547 .
[0510]  fdFHAL A (D-a) BEATBESFUR U B LAE idt &4 (B)

[0511] . CH,Cl,
15 £ 25°C

N
5 -HCl O N 0
F

144 (D-a)
= o440 (B) =

[0512] [ 4b-&4 (D-a) (1.0%4%) \DCM (Z11044647) FIDMF (0. 14 5) IR S T 218
B EATR (L1749 58) , LORFE N AR IR T 2930°C o R ZIB G IAE 2920 CHEFE 2 1/
IS Z IR A AR 2 BAR RN 2 AR B IMADCM (L1548 FR) , B iZ IR & P 288 2 B Ak
FUNZIART R G INNDCM, LU S AR FUE B 2 1 246 4k &9 (B) - e Fg it — B 4lifh , v
AT~ —P 5%

[0513]  thm] DA Y 5 AR a2 T 1 8 4 (4 ) R s B 4 A o 9 2, AR B Ak &9 (D-a) 5 7T
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LA A6 S (D) o 341, AR BT SUAIDME , R LA FH S B 196 520 PC1_FIPCL, o 7T A FH % Fol
), B inMeCN THE FIMTBE o 78 — L85 77 S8 7, n] DA IR I 7, B FE AR T = R &
fEbE K JHC1 B Y T 38 SAL 85 o 12 ] N AT PATE 2 -20°C 2 2940 °C IR E AT .
[0514]  ffi AL & (D) HEATBE SR B W LI Ak &40 (B)

NS HO N

— =~ O
COCl),, DMF N

[0515] . CH,Cl, i

156 £25°C

1.4 4h(D)K 44k

B 1L4-4(B) =
[0516] [ 4b-& 4 (D) ZKE4 (1.024%5) .DCM (Z11044F7) FIDMF (0. 1°4&) (IR &Y 2218
IMNEBE AT (291 .22958) , LRFF N BRI T 2130 °C B % IR EWTEL120 CHi R 291
AN B JE B ZTR S AR 2 B AR BN L4 R L B R INNDCM (L9508 FR) , W1z iR & P 251
ZRAARFU R ARER SR JE I NDCM, U S AR FRR B 25 1 246 AL &9 (B) - LRt — D4l
1 K BOEAT T — PR

(05171 thm] DAsE FH 5 AR bk 28 T 110 08 4 (18 4 550 AR s 7 4 A1 o 8, AR B Ak &0 (D) 7K &
W), AT LA AL A (D) o 57 b, AR Bk EURIDME , T LA FE SR I9 4 PC1RIPCL, o 7T LAt
s 7 5 451 anMeCN  THE FIMTBE o 72 — L85t 77 22+, m] U FH A ), B E AR T =
FEGERERE K HCLEY T A& A o % B AT PATEZ)-20°C 22940 CHIIRE AT

[0518] i ik T2 s It i ottt AT R Ak &9 (A)

N o

\7\' Cl

(05191 1 SN, F >N SN,
2 N 1L 4-%1(B) H \ JN

N—Z - |

\< iPr;NEt CHoCl,

4 4(C) 15 £25°C T4 4(A)

[0520] %6 3L [E LA 58,742, 126 A & UL &4 (C) , HeAxEl Ny i 51 F IR A AT
[0521] [ k&9 (B) MR (L9148, FEL91 248 FDCMH) s — 3 2 e (1.0
B) REIMAEEY) (C) (1.0524%5) B 58 BUE » IS % S ALK IE W (L9546 F0) , 4>
BOZP ARG Y)Z 10 % AT B K R (L0246 F) MAZIGHUZ 20 B AR &4
JZ K (ZI5ER) I ZIAHLZ T, 70 BEAZ AR S 2 AN E L U8 JH R s R AE L
45 CHZ N & #2115 % DOMAIE tOHIE TR « K5 12 VB S 290 001 4 2 4k &40 (A) Bl » 1%
dr A I 26 [ L 58, 742, 126 Tk & 1, BT A3 SR AE 2145 C Ak AR 28 T 2818 53 4123
R, SR G SR I B BE (L 104K B KRB AL, W A2 2920°C , i JEFF HI 1
2EtOH: Pkt (I3 Paids o BriZ AR AE £140°C 2 THE B EML AW (A) A& (M) 13
TEEHR 536 B ER158, 742, 126 - A TF AT .

[0522] o m] DAfl FH 5 A a2 T 00 S 8 Rk R s S S5 A1 o A8, mT DAASEE P AL, B4
{EANFR T-Et, N A BE ADMAP o AT A F 2% A 711) , 4511 2 -Me THE | B 2% \MTBEAI G847 o 2 S N F]
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PATEZ)0°C 2 2940 C IR EE AT .

[0523]  AREAAEH (B) , oI LA AL A4 (D) BRI TE A S o tH AT DA AR BC 711 5 3 77

P A R ) 44 49 B0 65 7 e IR R 1 (T3P ®) 5 1,17 - ek WKW , EDC/HOBt B e ok WV Jie i 1

R, EH R 7 T e (BA7 AR S T 26 0R) AR I 2L & (pivoyl chloride) (BA/= AT IR
B o

[0524]  sjitafgl2: A4 (D) A K

0
N=\ ZI;HLOH > ::‘ﬁ 0
NH + -
[0525] X - |: rﬂLOH
F

a4 (K) a4h(L)

. 44(D)

[0526] {54 (K) A4 &) (L-a) BEAT M I LASE AL 54 (D)

(@] N
-\~| (@]
M’NH + 2 OH
Me F KaPO4 =

DMSO, 100°C
1'&; é\jh(K] ft{}\;}h(L—a] {té\%(D}
[0527] -
=
MeO — | e OH
| " =
=N
H4-40(2-1) 445 (2-2)

[0528]  Hfb &9 (L-a) (1.0248) &9 (K) (1.545) BFERH (5.0248) A4 (1)
(0.0545) F8-F2 FmEmk AL 542-2 (0. 224 5) 5 il THIDMSO (ZJ648F3) 1R& o 1% [ SR
BN EL195°C B L1105°CHBEFELI22 /N o [ 0L 58 G » K% IR G078 H SR BRI
FH7K (Z164KFR) 1 L1 7 PR FE I (L9544 AR) Mk o 7K 2 T QIR S TR 2k I (L51A A7) Pelsk, i@
REINNSM HCLKpHIA T £ 406 ¥ 1% £10. 003 4 & (AL A4 (D) A FI Rl &, BT i Pl
M Se [EE A58, 742, 126 ik & B, HoR pHBE— 2R 15 EpHA) 4. 8 MG T3 KA A EL)0°C
292/, 18 I FH VA IFRHCT (pHZ4 . 8, 29244 FR) RV (1) 5 A (L9246 F7) Pl AR it Ak
£ (D) 'H NMR (400MHz , DMSO-d,) :87.69(d, 1H,J=2.0Hz) ,7.67 (d, 11, J=8.0Hz) ,7.40
(d,1H,J=8.0Hz) ,7.15(d,1H,J=2.0Hz) ,2.20 (s,3H) ,1.87-1.80 (m, 1H) ,0.81-0.77 (m,
2H) ,0.71-0.67 (m,2H) .'°C NMR (100MHz,DMSO-d,) :164.52,164.48,161.68,159.12,
143.95,141.63,141.53,137.34,133.21,133.18,129.70,119.85,119.61,118.08,117.97,
116.25,18.02,9.21,7.48.

[05291 i mf DAff A 5 A b adk 2 180 S 8 7R s S S A1 o A8, mT DA P AP s,
FEARAS PR B R BR 9 (91 81 C's,,C0,, K ,.CO, FINa, CO,) o A Cu, 0, 7T LA FH 5 A AL 751, 451 4
CuOAcCuTCuBrAl[ (CuOTF) ,- R E&E W] o B AUHC A R AR PR i1 415 552 451] 6 365 S s i 4% (451 2
4,7- ZHE -1, 10-3Emmk (k& M2-1) AL, 10- SEm M) , 2 5 07 5 il 1y
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(aminoarenethiols) (fun2- (ISR EE) FFHIE) RKARHY) , i5 - A AL Bk, Wikl i% , 2- &3
W e I (9 2 - S -4, 6- ) AU - EALBE (W2 - R R I G) o — st 5
o, ] DA RN AR AN IR T 5 2 B AN/ BK VBt NHCO, Rl -7 i dik = FR R IRAK 42
[0530]  MREALAD (L-a) , AT LA AR kL, A FE(EA IR T5- 31 -2- 4 -4- R K H
PR 2- 98 -4- H - 5- (CC= 9 2R Rt ) 4 E) 2R HH IR N2 - 3 - 4 - HH 3k - 5- Ol I R Pk 4
) KR A, ARB G (K) 1 B0, o] S A0 &4 (K) 1 &R0 £, ] dn 2R i 8
[0531] W] DAg FH & Fhy 77, A0 45 (2 AS R T-DME . DMAc . DMSO. T i « — FF 2% \EtCN ., Mg 4
FH 2K L 1% W AT AFE Z980°C E 49 150°C I i 34T

[0532] L& (L-b) S4bE4 (K) BEATAREC LItk &4 (D)

OH N
y O,é COH “T Cu(OAc),, EtsN D«@ COH
+ —_—
[0533] ;@:F D>\ Aw MeOH, 23 °C ;@:

F

A (L-b) 8- 4(K) L A#(D)

[0534]  [afb &4 (L-b) (124%8) &) (K) (1.2245) FCu (0Ac) , (1245) H A FEE (2
200RF) SR JEIMANTIERE (2. 2249 8) ARG ZIR A WITELI123 CHEPE L1 16/, SR JG TEZ145°C
P LA/ B 12 S N TR A FH R I (20604 AR) s R, 08 ol ek 9 - 3ok 8 I LS 9k 4 L 15
B4 (D) . 'H NMR (400MHz , DMSO-d,) :67.69(d, 1H,J=2.0Hz) ,7.67 (d, 1H,J=8.0Hz) ,
7.40(d,1H,J=8.0Hz) ,7.15(d,1H,J=2.0Hz) ,2.20(s,3H) ,1.87-1.80 (m, 1H) ,0.81-0.77
(m,2H) ,0.71-0.67 (m,2H) .'°C NMR (L0OMHz ,DMSO-d,) : 164.52,164.48,161.68,159.12,
143.95,141.63,141.53,137.34,133.21,133.18,129.70,119.85,119.61,118.08,117.97,
116.25,18.02,9.21,7.48.

[0535] b m] DAASH FH 25 AR 3R 2 T 6 I e frg il ) 0 e o &2 o 9, AR B AL &9 (L-b) , 7]
DI R 2- 4 -4- F R -5- (4,4,5,5- DU I 5E-1,3,2- S 2RI -2-25) KR AR E AL S
(K) , o] DA AL &40 (K) FR R R R 25

[0536] W] LAt FH & A4 15 , 9] 4 Cu (0T ), Cu, 0FICuBr o AT G FEHI B AL FEEA R T =24
JE AN N- = 5 A Bk 0 Jkc o AT DAASE FH 25 P i 771 491 n DCMAIDME o % ¢ B AT LAFE 24523 °C 245100
C Ry B AR TR U N AT

[0537] im%&%A%mDM%ﬁA&

N
r’N‘N /(\J\Y’ @YN
N7 g%m) L
> \( —> \(N""/

PACIy(PPh),, 4
,é\.
Fesng) A4 RA3(C)

[0539] %%%@ﬁﬂ%ﬂmwwﬁﬁﬁﬁ&&u%&%é%M)
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PdCly(PPhs), | N
N, X Cul, Cs,CO
r,JN + /“\/)\ = "N ’N‘N
[0540] \(N CI”" ON”CI =i, 95 £ 105°C N—?
Tea4(0) 1441 (N-a)
{44 (M)

[05411 L&Y (0) (1.0245) &Y (N-a) (1.624%) \PdC1, (PPh,) , (65mol %) Cs,CO,
(2.0 %) FICuT (4.7mol %) HITRA Y F I &4 (10mL) Jﬂ?/tm%m RGN E
2195°C £ 2)105°C . 120/ & , FZ IR A 0¥ E B IMTEE 1% = BTR S Y FEt0AC (£
LOPARRR) ke, FH /K (L0100 8D his, 70 B iZ AR & W2 A HLUZ FIMgSO, T8 F B 28 ik
Y5 o P R A 38 5o R € B 44k, 19 24k &4 O o 'H NMR (400MHz , DMSO-d,) :68.95 (s,
1H) ,8.16-8.04 (m,2H) ,7.67 (d,1H,J=8.4Hz) ,5.34 (sep,1H,J=6.6Hz) ,1.50(d,6H,
6.6Hz) .'°C NMR (100MHz,DMSO-d,) :149.90,149.58,148.36,144.11,141.62,125.27,
122.92,48.91,23.42,

[0542]  th ] DAA B B AR a2 T 1 8 A g 3 0 A e I8 2% A4 o 81 a5 AR (D R A 751 T D
HAT = fe i B A B = 55 SE Bl i e Pd (T1) & &4 EkPd (0) 25549, B 45 {ERFR T2 Pd
(PPh,) 4\PdZdbaS/PPhS\Pd (0Ac) ,/dppfPd,dba,/dppp.Pd (0Ac) ,/PPh,.Pd (0Ac) ,/dppe.
Pd,dba,/dppf o AT LA FH 2 Flk , 491 e 7 6 56 (4K ,C0,5WNa,CO,) o AT LA FH 5 Fh i 771, 3 an
DMF . DMAc < DMSO- T i FINMP .« 1% iz 5 7] LALTE £80°C 28 2150 °C 135 B 34T .

[0543]  HALALAY (W) AL S 9 (C)

D\( Q
N — =
[0544] N \(

\(

4-3(M) 4 4(C)

[0545]  [fb &4 (M) (1.024%5) \Pd (0Ac) , (2.0mol %) #MHJig-BINAP (3.0mol %) F1Cs,CO,
(1. 4%%)EI’J/mD%Eiﬂbn)ﬁﬂﬁkﬂmﬁﬁm B JE NN 2K A% (2. 024 5) o Jﬂ?/m
YIR, ZH, REERS FIMRAELT5CEASSC . Z120/N J5 , K% IR BV HI E IR
TE, IINHCT (6M, 23848 F1) H 2 [ MR G W pHA L) 1 B2 292 I AR SE I B T IR FF2)
1553 %1, 2R J5 I ANaOH (30 & % , 291 R Z124KFR) , H 2 R MR &Y HIpH N 218-9 o F1% [ 37
REW T IRAE , TEMeOH (Z12248F1) H Ak, i e Bk 25 B [l 4£ (gross solids) , 3L H
MeOH (2 X ZJ34RFR) Beik - K Fr A5 v 3 2 vk 4 , W Bt 3wk - b il ik A e aligbe , 75 )
&4 (C) LRMS[M+H] ":204.08.

[0546] b m] LUAH FH & A1 3 2 T 110 00 2 (1) 700 AR J 7 25 A o 4810 , 35 AR i Ak 77 o] B2
HAT = fe 3 B AR B = 55 S BRI e Pd (T1) & &4 EkPd (0) 2554, (45 {ERFR T2 Pd
(PPh,) 4\PdZdbaS/PPhS\Pd (0Ac) ,/dppfPd,dba,/dppp.Pd (0Ac) ,/PPh,.Pd (OAc) ,/dppe.
Pd,dba,/dppf.Pd,dba,/CyJohnPhosPd,dba,/P (t-Bu) ,. A] LAfd A &2 s, 4] 4L 1 HMDS 5
SURA A o T LU FH R R BR B (191 40K ,CO, 50Na, CO.,) BB IR R B , 451 41K, PO, o 1T LA FH %
FhIE 7, 4 40 THE , DMAc , DMSOFINMP, fiF“TW“é’ms CTHEZ150 CE’J/M“%W“%%%Q’J
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50psight] & 77 T iFAT
[0547]  sizjifafil4: LA (C) HIEB AR A BR
N PdCly(PPhs), N
PN . | \ Cul, Cs,CO5 |
N~ 2 " HNTONT N
- i o 2 N
[0548] \\’ HoN™ N7 Y =2, 95 £105°C p
N—7
1 4-45(0) 1A #(P) \(
ReMmE)
[0549]  fb&40 (0) S5HEY) (P-a) FEAT MBI S B LU AL &4 (C)
PdCl,y(PPhs), | N
N, X Cul, Cs,CO
S 2 Y
N~7 @ 83, 95 £105° y
[0550] \< H,N” N7 Cl =%, 95 %105 °C \(Nd
A 4(0) b0 (P-a)
' o ' ' W.43(C)

[0551]  Jajfb &4 (0) (1.04%) &) (P-a) (1.04%5) \PdCL, (PPh,) , (10mol %) \Cs,CO,
(2.045) FICul (4.7mol %) HIVR & - NN e (L2008 A5 Z IR AP, 285 N
IEL)I5CELI105°C . Z120/NNF ELIA0/N o, Kz IR & P78 A IR BEIR B R 1% [ SR
) FHEL0AC (ZI40M4AR) Rk, 5 HLZ FI/K (L1408 Peidk . 43 B W AR & 402 K AR F
EtOAc (Z14008HR) ZEHL o K& IF A HUAR L 25 IR Af o [A) R AR W NN TPA (Z92048F7) , % 5
BIFIRAEL)A0°C BEAL0°CHIFEL LN, RS FEM R IR L T LI 16/ R &I e 2
295°C , L8 I FIA I TPA (944K A) Pl o T3 AR E£940°C TR LA B A9 (O) . '
NMR (400MHz ,DMSO-d,) :88.77 (s, 1H) ,7.51 (t,1H,J=8.0Hz) ,7.18(d, 1H, J=4.0Hz) ,6.53
(d,1H,J=8.0Hz) ,6.17 (s, 1H) ,5.53 (sep, IH, J=8.0Hz) ,1.42(d,6H,J=8.0Hz) . °C NMR
(100MHz ,DMSO-d,) :159.59,151.18,146.25,142.97,138.41,111.90,108.88,48.12,
23.55.,
[0552] o m] DLt A 485 A0 it 20 I 1) 08 2 PR R e IR 26 A1 o 48 a5 A £ £ 7 T LS
HAT = he BB AR B = 55 LB e A4 1) o erPd (1) 48 S5 8Pd (0) 48 59, BB AR : Pd
(PPh,) ,+Pd,dba,/PPh,.Pd (0Ac) ,/dppf.Pd,dba,/dppp;Pd (0Ac) ,/PPh,;Pd (0Ac) ,/dppe
Pd,dba,/dppf \Pd (0Ac) ,/ (] Fl & 3E) ,P.Pd (OAc) ,/ JohnPhos ; PAC1,dppf \Pd (0Ac) ,/ (4B F 2
) ,P;PdCL, (AmPhos) ,;Pd (0Ac) ,/ (h Chledi) (P o ml LA 5 ol » f51) G e 12 s k. (451
K,C0,5iNa,C0,) « BT LA F £ Fh %571, 451 4riDMF \DMAc \DMSO~ T fi& FINMP o 2 7 7] LAZE£)80°C £
2150 CHY il B AT .
[0553] {4 &4 (0) S540E) (P-b) BEAT BB S LA Bidt &4 (C)

nBuLi, ZnClp, THF

55 £ -60 °C | \
eN [ - HNT NN
N-Z + z = N
[0554] HoN" °N” “Br Pd(PPh3), N7
\( e \{
T 115-125 °C
44(0) &4 (P-b) 104 4(C)
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[0555] KAt &4 (0) (1.054) FETHF (Z92004A3) A 1R U 20U o KR A B 2 -
55'CHEA-70°C, I L1508 £ L1207 BRI AN-BuLi (1. 6MIK LEIHHL 1. 029 58) KT
B BAFIRAE L) -55°C £ 4)-60 CHUF LI 15 = 2925708, SR E &1 A ZnC1, (0. SMAY THRE
1EE) R BV R L130 70 B I I A 22 PSR« 170 B B P AL 540 (P-b) (1.0
= &) MPd (PPh,) , (231mg,4.4mol %) ££ W&kt (L1208 A1) VAT - F %R S SO
% 2 AHLEE AR BB o R IR S B I IR E L) 115°CE L 125 CAL5/M, 2R
JE Ve H IR L o K% S MR S YIAE M BEIR L R AR AE L I HIMTBE (£310mL) BT 5% , 75 2]
kA4 (C) o 'H NMR (400MHz ,DMSO-d,) :88.77 (s, 1H) ,7.51 (t,1H,J=8.0Hz) ,7.18(d, 1H,]J=
4.0Hz) ,6.53(d,1H,J=8.0Hz) ,6.17 (s,1H) ,5.53 (sep,1H,J=8.0Hz) ,1.42(d,6H,J=
8.0Hz) .'°C NMR (100MHz,DMSO-d,) :159.59,151.18,146.25,142.97,138.41,111.90,
108.88,48.12,23.55.

(05561t m] LA #5323 I £ A0 £ f) 7R A0 e B 2% A o 5, X T e SR A » AR n -
BuLi, AT LA e HLA R A7) (514t -Buli MeLi Als -Buli) A% EG AR 7 (51 4 PrigC1 A
PhMgC1) AXE 12 & HIZnCl,, ] M€ 0. 524 & fZnCl, B & A LiC1ZnCl,  ZnBr, B{Zn1,
KT THE 1 B ARV 77 T LB HE 2-Me THF JMTBEEKE, 0, i% [ B FJ LLE £5-78°C £ 44 -40°C (1l
FEHEAT -

(05571 b4, FEARIBC S S UTA] , B AR AL T AT DL LA = e ik I I A Bl = 57 58 g i
(3L ePd (TT) 45 &4 kPd (0) 4854 T LAE A5 R 511 » 45 AONMP S THE T Ji AT R 0 122 %
AT EAEZ)80°C £ 21140 °C I B HEAT o

[0558] S fhil5: AL &4 (D) IO B AR5 K

D"G Br s D"@ coBu — = D"@ CO,H
10559 L JCL L
RAWE) REM(Q) )
[0560] e sd I BRI AL LU Btk &4 (Q)
CO (1 atm)

Pd(dppf)Cl> (2 mol %)

N
= KoCO3 (1.5 3%8) - O
M:i\\l Br [: \: ?N
[0561] I‘:’L T8, 90°C O(n-Bu)
F F

4H(E)

Y

Ha4(Q)

[0562] [ fe NEBEE H I L-"T B (TR A& Y) (B) (135) , AR5 IAK,CO, (1.5
&) MIPd (dppf) C1, (0. 0224 %) , 45 S W) B T-CO R T o 1% SR & MILEZ190 Clin#
LB 5 8 o K S5 L A A #5412 S IR 036 o e - 3R DB AR 2%
[ 44, SR Ja FE tOAC it » BRI K AN ER /K WE¥ » HINa, SO, 158, i e IF e 4, 15 2L &1 (Q) -
T R (A S B A4 (Q) « 'H NMR (400MHZ, CDC1,) 87.77(d, J=6.7Hz, 1H) ,7.39
(s,1H),7.08(d,J=10.8Hz,1H) ,6.74 (s, 1H) ,4.31(t,J=6.6Hz,2H) ,2.20(s,3H) ,1.87 (m,
1H) ,1.73 (tt,J=6.7,6.6Hz,3H) ,1.43 (tq,]=7.3,7.4Hz) ,0.94 (t,]=7.4Hz,3H) ,0.88
(m, 2H) ,0.79 (m, 2H) 5 C,H,,N,O,FHURGHA 5 5 [MHH] , 317. 2. SEI{E [M+H] , 317,
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[0563]  thm] LA FH B AR E 0 2 () S f R R S 82 2% A o 451, ] DA s FH B A Ak
7o AEFR il 14 S FLHE B A = Se B Bl AR B = 07 B BB AR 1 B Pd (TT) 28 &4 EkPd (0) 4%
&), H4anpdCl, (dppf) EBE A PPh,HIPd (0Ac) ,xantphos . tBu,P-HBF,.dppe.dppb.dpcb.
tBu-dppf Al (Ad) ,P (nBu) « AT BAAE A L e B, 51 i L e Bk R £k (U Cs,,CO, AINa, CO.,) \NaOAc
KOAcEA HLES UM TMEDA \Et NAN i Pr NEt . BT DU FH 20511, il n 1 - T %5 H e S m) (6 o
DMF) o 1% J W AT ELEEZ)T0°C 2229115 °C [ B AIE 215 22 250ps i g COE 7 R #EAT -

[0564]  JKfEtED) (Q LUEEL &) (D)

[0565]

N . N
= NaOH 7K i ik =
D”"Qj CO,Bu w COH
JoGE IS ot
F F

R4 4(Q) 44 (D)

[0566]  [r] Je RN I A ) (Q (1.0245) FMeOH (T4ARFR) o 4R J5 ¥ I125 %6 NaOHVE
(534%5) 211 5/ Ja L R4 (D) HIVH A, LI @I AN6N HCL /IO oK Y R FRI pH I
TELL AR T B & WA 2 [, - FLad D87 & Kk = i SEAETHE R T , SR Je il
JE o SR 5K 1% [ AR E CH,C L, /MeOH (9: 1) rffF B It o W4 B 45 2116 &9 (D) o 'H NMR
(400MHz , CD,0D) 68.87 (s, 1H) ,7.94 (d,J=6.6Hz, 1H) ,7.43 (s, 1H) ,7.31(d,J=11.5Hz,
1H) ,2.21(s,3H) ,1.96 (m,1H) ,1.04 (m,2H) ,0.81 (m,2H) ;LRMS:C, H, N0, FiI-5 /) i & [M+
H],261.1.SE{E [M+H] , 261,

[0567] A DAt FH 5 AR bt 2 I B89 TS 6 f ) /0 B 82 26 A% o 481, AR B NaOH , 7T LA A FH 5
ARG EAAITR , AL HE(H AR FKOH . Li OHANCsOH o 1T LA FH 45l %5 71, 451 40 THE \Et OH A2 -
PABE - 1% ) VAT BAFEZ10°C 22950 C IR HET

[0568]  sLjiifsl6: A4 (A) I A A B

| RS
HzN N/ ’N\N
\(N-—.ﬂ”
A
[0569] B inokaln N o ¢
D) oy > |
N\ N/\C[Bf Pd AL, Ak N PIZ\[)LN SN ’N‘N
H 4
F DMF, 100°C F \(N“J
. 4-45(E) 1 4-40(A)

[0570]1 fb&9 (B) (14 &) &4 (O (1245) DMF (11646 F) JEt,N(1.524%) \Pd
(0Ac) , (0.0224%) AMAd,P (n-Bu) (0.0424%5) &I, ¥ W AEM AN WA, BEJ5 FHCOMT, 2R s
FICO (20psi) IR o K 1% [ R A PN EE 2995 °C B2 105°C « 4924/ JiF » 1 S RivA H1 )
20CEZA30°C, FEMEM A) .

(05711t m] DL A 5 A0 ik 24 T 1) T8 2 gk 70 R e B2 26 A1 o 48, mT DA FE B AR R AL
7o A R 1) S8 0 5 B A = e R IR IR Ak Bl = 0 BRI A 1 B Pd (D) 45 A EkPd (0) 4%
&), 4nPdcl, (PPh,) ,\PdC1, (A-Phos) , B A PPh, 1P (0Ac) , o AT LA FH B AR AR , A4
FEAEANER T H e A AL (5140 iPr Ne t FITMEDA) FIJEHLER (%1 4NaOAc . KOAc \Na,CO, Al
Cs,00,) o T LU Y 25 Ay 711, NMP . BB A1 9K 2 ) B AT BAAE 2790 °C £ £9120°C H i 2 A
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1E2120psigZ® £60psigMICOE /1 R iEAT
[0572]  Sizjitafdl 7 : A& (A) I EACE %

D_@ DMAP |Pr2NEt D_q = N
,,,,,, HNT N7 N2
seadil IS vant IR aee
. 44(D) . _ o
[0573] fea®R) BB 3(C)

D’@N i NQYN‘
H:H \{N-J’N
T 4-4h(A)
[0574] Ktk &4 (D) (1.045) &Y (C) (1.05248) 4- (- HEEE) ke (1.045) |
LR T8 (Z9APRFR) F 5N 26 2 (1. 229 8) &9, 7E£920°C, & 241305, M T A5 i
IS0 E & % TIP®TE LFR B8 FH IR (2. 024 5) E NS RE A, W22 B /N B0 6
ZIRAIAELI20 CHEPELI24/ N o [ B 5E G > TINO . SMER FR /K W (Z954RF) , iz &
I HELI15 5080 ARG A5 L, I B AH AR5 S KA PR IR GIN R L2898 5 F %K I
T I pHFH 5 E 5 06 S A AL BN KV TR (L0 124K FR) 1T A7 8 T A3 R AE 2920 °C Bt #1240 127)N
I, SR 5 L3 o v 2% FH 7K (2930 TG ok o K 8 0 P S TR (2AAR L) e, s 75131
RIEL)45 CHZ T HE G () .
[0575]1 -t m] LU FH 25 AR 3R A T A 8 2 i ) R s 2 2% A o 51l 2, X8 T3P ®, w] BAAE
He BB, RO ERR T, 1 -FEE mkme &R TS e e &(.BDC-HC1/
HOBt WP AR LS N4 - (4,6- —FISIE-1,3,5- =Me-2-3k) -4- L mk s 5 . v] DA I &
ARIR, ELFEAEANBR T ML (B 40 = e S faetinl (91 i = 2, %) N - Y R IR ) R R 2 (f51) 4
TR IR BE R TR B B R H 55) o ] LAATE FH 25 i 741] , 451 40 DCM THE \DMF \ % £, I WMTBE \ HH 28
NMPDMAc \ Z i =& 8t  2-Me THE FHBA 13 B HH R K o 1% S B ] LAE 29 -10°C 222960 °C /i
JEBAEZ0°C EZ130°C IR E HET .
[0576] M@@ I18: L& (C) I BARA K

ES< U
3

1441 (8-a) . |
[0577] >. K H,N \N /N\N
a | N—Z
SN \N ’NN \(
| N—Z b4(C)
I
A (8-b)

[0578]  RiAk &) (8-a) FIAL &) (8-b) MR G WITE AL LI LORAR K T Z RIZK b K I U
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AR LI80°C AT IE WA LI6 /NN o [N T8 Jl 5 5 I IR N R 2960°C % I MR &) H
0.001 M EMLEY (C) Fidh, Fridtb &4 (C) il &3& K 753543, I A H B L0°C Bk &
) (C) W& 7K e g, 43 20 724

(05791 thm] DA FH B 4K _E 0 28 FF 1A 0 6 Fp R R0 s 87 2% A2« 5, AR B A& 4 (8-a)
(8-b) MIREW , 1% i v] L LG4 (8-a) B &4 (8-b) HEAT - 4, AT LIE H L B A AL
1R, HALFEH AR T LR A =90 LR o T LA FH & i 771, 48] 2 PR L — HR i 2Tk e W NMP A
2-MeTHF . 1% J W ] PAFEZI80°C 2 £1110°C £ 100°C H R B 3E 47

[0580]  sijifafsl9: 4k &4 () AR A Rk

|
\&NOWN /\,/-\

fu\dé::(g a)

o M NH ]
o LAy NN NN
s (P 2 N
[0581] N N N \(NJN

1L 4-42(9-b)

ha
L .
H,N” N “NTONT
o |

Rl4(9-c)

[0582]  fk-& 4 (C) AT LANZE E 4R 58,742, 126 ik & %, Fo A3 N 25353 51 B A
3o A, A EY) (9-a) TR, KIAGLE Y (C) v] LLE I A 7 A i v TaHA AL &4 (9-
b) AL A4 (9-¢) IR - A9 (9-b) FILRMS : C H, N O, F I 1) i & [M+H] |, 235 . 15 S (M
+H1,235. 9. 4LEW (9-¢) BILRMS :C, H, N,0,F 115 B i & [M+H] , 207 . 15 SEME [M+H] , 208
[0583] b m] LU FH 5 AR b3 /A T 1A 8 2 (10 ) 0 e I 2% A o 61, AR WG, m DA FH L
EAVEE, I EAR T =5 G 7T LU A& gm0 an FE R L — R S i NP L 2-
MeTHF . BB K o 1% J b 7] PAZEZ180°C £ 110°C 3£ 100 °C R 34T .

[0584]  sjitafsl 10: 1k &4 (C) HIBAR A Ak

we#mcC)

I\

Dy 0 PiNHp TFA 2N NP

(05851 NN NH, )\NJ\H e N—Z
o) H PhMe, 100 °C \(

1 A4(10-a) A (C)

[0586] Wik & (10-a) (1245) (FF2E (ZI204KFH) N- 53 7 3L B BEAZ (3,004 &) \ R h 3t
% (3.0024 ) fl =5 L8R (2. 50 4 &) & TR A K /NI B FR NI E £7100°C . )22/ )
J& > K/ INA E 2 =, R I HPLC /AT N 54« JE T HPLCW 824k &4 (C) »

(05871 thm] LUASE B A E 3 2 T 10 I A p ) A s 87 2 4 o 51 T A e A ML
BFEEAIR T LR . 7T LA A 25 Ay 7], 49 i — 2 B NP AN ZU1R o 1% S AT LR 2980
CTEZ110°CEAEL100°C 1R AT
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[0588]  sijifsl 11: k&4 (C) I B ANE Ak

|\
® N /I\Inf HoN™ N NN
—
[0589]  H,N” N NH, ¥ me SNTNMe N~7
|
(o] Me \\/
ah(10a) A 3h(11-b) B #n(C)

[0590] Kb &4 (10-a) (1.0%45) 2K (L1248 F) 79wt % (B) -N" - S P FE-N,N- “HFE
K (3.045) 7K (3.02495) fl =M 4R (2.548) &, FEMAEZ1100°C . 2922/ M)
J& » L NAR G A H 2 =R IR S PR ALEY) (O) Fhéi 24 &4 (C) @it && ) 77
FESAR, AR R L0°C . 29305080 5, I IEZAESSIARIR S0, K /N H 2R (292548687 ik
e o R [ R HAE 2940 °C 3125 T LUR L &9 (C) »

(05911 b m] LA FH 5 AR 3R 2 T 1A 8 2 (10 ) 0 e I 2% A o 61 2t , ] DAASE B ALER , 4
{ERFR T 288 o 0] LU FH & R 57, 451 0 20 %  — F 36k 20 Bk i FINMP o 38 ] AN 573 A A 0L
J% o 1% N AT AFEZ980°C 2 £9110°CELZ190°C £ 29100 °C Fi v N 3E 47

[0592] st 12: 4k &4 (C) AR & Ak

X
N PrNH,, AcOH |

~
[ L DMF-DPA HoN” N ,N\N
HoN” N “NH = - Y
[0593]  H2 E “Hx. e \(N-../

o)

bH(10-a) esH(C)

[0594]  [r) 2 [ V4 5t 2% 1) A 38 (00 SR 2% RO TBEE (acyl hydrazide) (134%5) R
(6UAFD) 57 A I (7. 2024 5) FIN, N- — FE S I i — R 4% (2. 7024 18) 1EZ120°C, & 492
GBI TR 2R NN 18 (1,502 5) o FEAN A TR , W82 B T8 K iz R & A= 2995
"C 220/ NI o 52 S 58 U S %R S YITE 2980 C E A W4 ZIR S K (10FRAR) #RE
FKe BT 15 B R AR AE 2080 °C BLZS IR AR o IINIK (3R , B i UM R A 2985 °C o 4 Fr 5%
WA ENZ2960°C , Fd ik F A5& 1 7 RIS 1k &9 (C) P - K BT A3 2 2 1 29307 %4
SR TELI L/INES N ¥ HI 222920 CHE L 15/ o K BT S SR VA H1 2 205 C I B A LI 3/ o
WV (R 2RO I8 K IS 38 FH A /K (15mL) TR ph ke B BT A5 B AR 7E 2040 °C .25 -0, 45 2
&M ©) .

(05951 th AT DAASE FH 54X Fd 20 T 149 08 2 f 4k 700 A s I 4 2 o 480, T AR 5 A 17 TG
FEAR TR A8 Gn — s FR I e — 2 R A R R I e — S N SR A I R R A T
Begimg R T RS ] D e AR, AR AART ZRM AR VK
TR TR o T DAASE P 45 7], 490 21— B 2B 2 - Me THE \NMP . 212 57 T I 57
TEE KRN 2R 5 A B o % B AT AFEZ1T5°C EZ9110°C B 7E 29 100°C IR B R 4T

[0596]  sizjifsl 13 : Ak A4 (D) () d 78

[0597] @ ik XRPDDSCHTGAZ Hr At & 4 (D) Je 3 35 MK & Wi &4 & % =X . A6
PANalytical X’Pert PRO MPDATHHXUSKAEXRPDE|HE , 3= B3R F LA T 5256 4 & : 45kV, 40mA,
Kal=1.5406 A, FH#EH2-40°20,254:0.0167°20 . ZETA Instruments Q2000Z /N1
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P b AE 222 Z93mg AT EE, 7E (-30°C) -300°C BTGl P BA10°C /mi nff) in 4G R R AT
DSCHHT - fETA Instruments 295010500044 & & /AT I , {8 FH £12 2 Z95mg A &, 7E25-
350°CYE P LL10°C /min N G 3RS TCAK

[0598] 1.130(D-a) b &4

[0599]  ( (D-a) Ak &4y it B4 T 4 St 451) 1 B ik i) 4%, 4 EHMeOH/MTBE (1 : 4) ¥ 74 R 3845 (1)
Tk TR X (D-a) b &4 5 8 T H XRPD DSCHITGAZRAE . XRPD |1 7 T~ & 1 . TGATE £
150°C LA R ¥ Bon AT EEH#15 , FEZ1 1502 29200 °C ML H 216 % (1) FE & 3515, fEZ41200%
£9240°C W5 H) 296 . 4% M HEEHUR , S8 5 KA E (K13) o3 Fh B 45 2k il GE XS N2 T-HC1 1
2k (19 EHC1=12.3%) DSCI I #T B /R EZ9210 CHF AR T R B # (K12) 3K (D-a) 1k
G — Pl 1 A, H AR RO fE e o B A2 I (D-a) (b &4
pa T,

[0600]  1.2: (D-a) AERTYTT

[0601] =0 (D-a) A &4 AL T T 40 St 51 1 Bk 1] 4 , 72 7E 29 15 /NS ~F- 485 f5 FHMeOH/MTBE
(1:4) WHNRE AR TEKRE . X (D-a) (A4 5 B4 TTH XRPDDSCFITGAZRAIE - XRPD
K7~ T B4 TGATE L1150 °C LT 3 A o AR B B 457 2%, FEZY 150 = 29190 C WL 42 31| 2]
7T.5% M EEMIK, FEL190 2 29220 C ML 21298 . 2% F B B PR , 1X Pl B 540 2K & AT REXT
EFHCT 2 (SR T 1249 5) L 38 K A2 7 it (B16) < DSCH BT B S /R AE 29217 C ] g ik A=
Wk (B15) o X (D-a) th Wit BT L —Fh % Bl (0-a) (& dn B TR AR e R 3K
H3E i 7E 2505 T ZEMeOHAMMeOH/MTBE (1 : 4) H [ 35 4 1t 28 B S5 SR AIE 5K

[0602] 210 (D) AWK A ERTET

[0603] =X (D)t B WK GW BT i H a0 777138 O) (&P B 10 3, s 7e K
HRs pHE 1 22 pH RN 2953k 15 . 30 (D) (b B /K &9 éib BL T 9] 20 SR 4iE A8 F XRPD . DSC TGAFAKF
AT  XRPD ] 3k 2 B — e ik Y ) i 25 & (B17) JAEZI508 29110°C, TGARR IR 294 0% [FI By
BLE B K (F9) oDSCIE /R TE 2189 'C F- 46 FA X B ¥4 771458 2 () 9 () W 3k, B Ji5 7F 49252 °C
AR R I A (B18) JKEF A3 AT S n 293 . 3% B K, AR 24 T 290 . 529 B /K o i Y R 4
E RN O EWKEY AT,

[0604] #4720 (D) (L E&W/K &Y db BT Az e T =X i , DA L o AS TR AL 7 =X
D) ARG B TR E M R LS4, TSI gl T A ZE B 45X 0) (&K & Y e LT
(Z150 %2 £160mg) 7£ 29 1mL FT 28 7 5771 Hh 1 2 o 75 = 3 291 R A 292 8 V-4 ) , 38 L XRPD 43 #7 [
LIRS T K IR AP 77 (MeCN MeOH.EtOH. TPA . PN EAAITHF) 3545 2] &% 84 T . DCM
H I [E R 5 28 (D) 1 B K S P0E T T—35. H1 2 -Me THE \EtOAc AN TPACHR 43 () [ 44 [y XRPD I
R A ) G R TAI S D) (&K GBI RIR &) AL L2 P 2 )5, B
THTR VA Z A1, B AEEtOACHITPACH 3145 T 28 (D) 4b &4 b B T . DCM A 7% A5 01 42 3] 5 AL AR
1k o 7E2-Me THF 475 AR W 82 1) X, (D) 1k & AL T AN (D) AL AWK B0 T TR A1) o X B
R, KA G O) ARG T 1K IR YRR ] L2 5 4k o e
AL R O) &P o

[06051  2.2% (D) b & W B T AN (D) AL & B T T 7K B o ik

[0606] g FH /K IE K (D) A S b BT T ATE R B D) 1S9 s B T IR-& 4 AN
HA A BEIELOH/ /KB FIR & Wik 4T X O) &M RIKEPiiE (R X 0) feE
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P TTANEG (D) A& W BT (L1208 £340mg) #£ 24 ImL I ELOH/ 7K K R 1l 5 o #8540
BT AELY LR Ja AN 22 )8 14 = iR it o 4B ek 2K (D) A S R THE 20 22 290 40K
PR G 1R G 3RAT SR 1, AE2 8 BT 2 5, AE AT 0. AZKE BE IELOH/ /K 3RA5 18T
I A 2 al O) (AR TTT. 2 (D) (b &K &Y TfE B 410 . 58 4
1. 07K B BV R P E LR G ATE L) 2 5 3145

[0607] 1.3 D)tk &R ALTTANE (D) 1 & BY T B 7K & W) i ik

EtOH/ K ¥ |XK F EOH ¥|1 R B ®|&E B K 2 AE &
8K E B (mL) (mL) XRPD (:49) |(mg/mL) | XRPD (2#9)
0.2 0.031 0.969 LR 7.27 a1
0.3 0.066 0.934 SR 8.06 ALEAN
0.4 0.077 0.923 RN 7.86 an B TIT
[0608] |05 0.097  |0.903 KR T |8.16 Koth A 1
0.6 0.149 0.851 KeMHaAE 1T |6.59 KeHhah A 1
0.7 0.263 0.737 KethamB 1 |6.88 Kadhah B 1
0.8 0.481 0.519 KoM A 1 |6.56 KM 1
0.9 0.825 0.175 KeamB 1 |3.93 Kb B 1
1.0 1.0 0 KethamB 1 |3.32 Katah il 1

[0609]  2.3: (D)t B WI/K-E V) b B T AR E i A i ik

[0610] AT (D) ARG SRR T IS E db Y i , DLk B AEAS [ WL 55 e =X
(D) WA YK G B TR 8 M o R 2845 1 SKIR gl T A 2s B =X (D) (& VK& ah YT
(Z150 % 2160mg) 7F ImL T I 75 75 o 1 3K o 78 235 1R FN2 & P-4 J , 388 3 XRPD 43 #7844 o ¢
PELR G, A ZKIBIE M 75 71 (MeCN  MeOH.EtOH. IPA . A B A THF) 275 2= (D) th &4 5T,
DOMA ) [l 5 2 (D) Ab S W07K G40t B T— 3o HH 2 -Me THF \EtOAc AT TPAC 3R 75 1) [i5] 44 I XRPD
Kl 5 os vt (D) A s TR (D) A K &0 T TR S AR 202 B K P 2 )
R 1 R IRE R 2 A, IEAEEtOAC I TPAcH1 3145 1 3K (D) fA 4 af 2R T DOMHR 152 A5 WL 4% 28] i Y
A AE2-Me THFH 3SR M 22 21| 20 (D) (e B B TR X (D) (A K SV L TR 541X
SRR KGR GRD) A G WK G i AL T AR 7K TRV PR ¥ 771 A o] DASR 2 Hu %46 R
TARER GO EYEETD .

[0611]  ZR2. X D) LA YIKEY) S B TIAR R df A 1k

_ 1 R B & | BRE

y 7. XRPD
[0612] N XRPD (32#9) |(mg/mL) R

MeCN an Al 1 0.40 mA 1

66



CN 112225699 B W OB P 63/79 T

MeOH a1 20.67 an i 1
EtOH Rl 6.18 an 7 1
IPA dn Al 1 2.90 an 7 1
7 B an A 1 1.99 a1
0613] DCM KW 0.19 KAEH
THF R 11.79 an 7 1
2-MeTHF | éb B! 1 +/K46-4 | 4.48 g T +KE4
EoAc | T LRI, RN
o '
IPAc s B I +KE4 | 045 a1

[0614]  2.430 (D) (LAY S AT T RN S Y T 5 G P S R

[0615]  Z A ML 2| =Fh LKL O) &4 : X 0) &R O) L&Y EETT
A D) fb BT TT. R IL (D) A& S T2t (D) AL & 2R T AR i i R
7E B I ERTR 210 . 28 450 . 47K 35 B FIELOH/ /K v, 2 (D) th- &9 i B T T4k 9=k (D) 4k
G,

[0616]  4R7f, 28 (D) b & W SR T TAE HLAG 0. 47K & FE FIELOH/ /K v, ZE2 8 P85 ) , 3% 4L N A
— AR - O) AR T A O) (&P B TR (D) & s YT T T
(ke e v 48 FH PR R AE R AR AT SE G R SR 56 R IR N A EE LR A8 K )5 , i ik XRPD 43
Ml R 1R JE g2 2120 (D) 4 & s BT A (D) AL A s L T TTIRVR &9 - R TE8 K Ja Wi
23 O) R 2 N O) A EBTTIT, XRHAX O) A EEITLETE
I EH O) S B TR R e 1A 2.

[0617]  2.5:0 (D) L& &AL

[0618] 0 (D) (b & ER Y IHEZ 150 C &R R D) (A P/K &V Y15 3R1S . XRPD ]
AN L0 R . 2 (D) A& s T T 2 A2 29180 CAE R (D) b & i BT T =X, (D) (&4 i
RATHIKE 7341 JE 15 2 10 - 2K (D) AP0 7/K A4 i B THE /K T VR A8 HLES 7R H 1 280k e it
TRO) &I (MeCN MeOH EtOH. IPA. A THE) . TGA R /R AEML T 21150°CH 4
0.2% %S E R (B10) . DSCHVAHT I $E it 17529252 CHF 4R It 5o — i A (BI11) .
DVSZr T 22 B, db AU T/E90 % RHISHAY IR 290 .5 % , R W i . DVS J5 AR M 22 3] i B AR AL,

[06191 X (D) &M EE T TR —FEE TR, X O) (b AW BT T8 A2 5 . 4R
i, & A O) AW FEITTHSEF AR R O) (&Y R BT A 2 O) (L&A
TTIRE5E i U THE B 0.5- 1. 07K FE IELOH/ 7K T4k Al (D) & /K &9 i T

[0620] 2.6 (D) th & WAL T (D) (LAY YT T

[0621] XL D)t EWEBITEE R O) &Y R TFNR S ELT0CH S T (D)
EWKEY) T 515 5] XRPD 1SR T 18 il i MR &9 2 28 (D) A& i i T
[0 K I H 5 (D) A A i B T T LA N R 4E 04 :5.2.8.4.9.8.10.4.13.2.,13.6.14.4,
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15.5.19.5.25.0.25.4127.5°20 £0.2°20 . TGASZ /R EEML T2 150°CH £10. 2% ()& 4 &
1k (E116) DSCH T ISR AL T AE LI 131 CHF 4 R A /D VWA, BB ] RE et b i B 4k,
I HAE L1252 °C I T4k IR A i e (B 17) =8 (D) A S T TR (D) A& i TR T
FEZI110°C IKF 237 70 % [ 7K o 7E 110 CKE 5 ¥ A ML 8L 3 5 B 4k, , 45 29180 C FIKE 43 #r
7008 % 17K - 75180 CKF 5 [ 44 FXRPD 1 5 5K (D)t A0 b B T— 3K

[0622] =0 (D) (b &AM T2 L2l (D) th &9 S B TR A Fe e e /K fR 2 o ZE I # &> 150
Cla, HAEHRA0.2-0. 47K BEELOH/ /K Hh il SRR 5 » 20 (D) & e U TT 58 A Ak X
D) &Y. 2 (D) & AT T B 0.5-1. 07K FE IEOH/ 7K B4k sl (D) k&
YIKEYEET.

[0623]  2.7:X D) tb W ALTTT

[0624] XL D) M EWEBITTZ N O) L&Y TTA S ) 1 &9 B T 2R AE2 A
J& METOH/7K (0. 47K 35 ) 1R &4 3R 1 o i B TTT I XRPD B 1% 7R F B 137 o TGA R /R 7RG
T21150°CHZ10. 3% )3 2L 1125 (B15) DSCHHT KT AL T 7AEZ1164 °C I TF4E H B
g, Hf A AT RE TN T S B AY , I HAE 29253 C I TFUE H A B i s (K] 14) FEZ)
110°CHIKFE 78 N0 % FI 7K I HL A d AL 4k « FEZ1200 C KPR 78 N0 . 27 % K, FEHEAE R
H 55 D) 1) b B T— 3 1 XRPD &3 1 [ 44k o

[0625] SR 3EF20 (D) AL &4 S B TRI R (D) 1b &9 it B T T LA TR B PP 7 5 e P SR, B0
L O) AT O &Y e B TR E R RHE = iR T8 R EMEEEIX D) 1 &4
B T8 A S (D) A B TT T JR RS0 K W =0 (D) A W) s B TTTAEELOH/ 7K (0.9
AKIE L) I R A N (D) ARG R T

[0626] 2.8 (D) (LA WI/KE YD S B T TFIE00 72

[0627]  B:TXRPDEHE , fE110° CHEATKF /3 #7 )5, AR B (D) A 7K 640 & B T ) o 2
1o GNZR 3 AT S S5 I HEAT TGATHRAIE AT o 44 2K (D) A /K &40 A B TR & LA1OC /43 B fim #4
F150°C, FFFEIZIE T ORFEF L0 %, B J5 ¥4 E 2 RT I HEAT XRPD 43 4T » 470 5 IR XRPD i 5
IKEVBELTIIKE (TE110°CR) J&5 15 B0 B A — SeER 20 06 (1 [ 4R 1 XRPD B 1% 2 A — 35, o
fae X O EYmAET.

[0628]  Jy 73N D) thE M BT & 442X (D) (&K & i B TAET0°C J 28 4523
K GEFR) XRPDEESEHE 7 3K (0) A TR O) (& L T TR A

[0629]  3.50 (D) tb &K&W BL T I TGA TSt 51

7 ik %X
1) ¥A 10°C/min Av#ZE 150°C, |1)3.9% T MK

FE 150°CHRFF 10 0047, | 2)i@id XRPD #4741 69 dh
2) XRPD B-_KXDyYLaeamA 1
(06311 AR JF At L A 32 St 451 2 T £ JEL A St 7 5% 1 PR ), 3 6 L AR S ity 5% 166
Ut A AT B UAN S0 77 %8 5 1 A A FFARASZAE A A FF B N 72 Dh g b 55 [R] AR AT S

it 7 ST BR A o S PR b, B 1A SO R AN IR R AR 28 2 A, A 20 T 1R 3% R A8 8O0 T AR 481
RN GUR A1 5 W, I HL & NPT BRI ZER K VE A vt B 243 8 5 T

[0630]
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SR T HACE VIR S 775 — B 2 B 25 0 mT DL g — A B2 A SR T 4 O
HANAL A SR AR N 505 25 5 PR EA TR AE
[0632] %3 I, A BH#E K LA T J5 1 =
[0633] 1. 4il4& =X (A) A& B 3 BIE F S VI TV -
Na\ 0 = |

[0634] H

] \< (A),

[0635]  Fridh 75 2 B4 N I AD B -
[0636]  (a) 7£ /& LA (D) AL & B AK G151 S sk O S N 264 1 A6 3K (B)
WEY B A -

[0637]

*

[0638]  (b) #E /& LA X (B) AL & B £R 0 S B 26 A, &AL K (D) A SR &4
R E e -

N
> :~>| 0
[0639] \ NI:L/MCI
F (B); #=

(06401 (o) 7E AL LA AE 30 (M) (e S B2 A 1 5 43K (B) fh 5 el 55K (O L &4
B Eh A A -

N
B5ve
OH
F (D);

[0641]

! (©

[0642] 2 FRAEIL A i, o Bk P 3R (a) 19 5 B2 5% A AL 45 o

[0643] 3 ARIEILA Ty vk, Horb ik 20 1% (a) 10 S N 25 1B $5 3% 1 DU SRR L 2- 3 DU &
kg | B 0T TR RN 2Bk R 7

[0644] 4 FRIETLI) 7%, Hrp ik D3R (a) MR N2 AFELFEZ) - 20 C B 2140 CHISH — iR
B, 29-10°C EZ50 CHIEE iR E.

[0645] 5 MRHEINL J7 7%, Horb BTl DI (b) 1 | 87 26 A B 48 S AL 71

[0646] 6. KR4 I 1L (1) J5 v, Horb Frid 25 0% (b) B N 46 E 6k B & Be s 0 W DU &Rk
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PR« FFY i T T AT S 07 (R 71 o

[0647] 7 ARHEIHLEJT %, Forh prid 2P B8 (b) B S B AR FE 4 - 20 'C E L4140 CHIIRJZ .«
[0648] 8. HRHEGT LI T5 2%, Fort i 2B 9K (o) 1 S B o6 A A 1A AL

[06491 9 MRFEIRLHY 5%, Herp ik D BR (o) W s BN 26 AR B & W be . — S ke &
Hﬁ@%“)ﬁﬂrﬁd-EF'%IE%“)&”E%\Eﬁzﬁ\Eﬁ%fﬂT%EﬁﬂafﬁE{mﬁ?‘Uo

[0650] 10 ARHEINIAI T, Herb prik 20 B (c) B9 B B 26 A B4R 290°C 2 2340 C HIR S
(06511 11. il =X (M) AL & Yﬁ%ﬁ&(ﬁ?‘ﬂ"%ﬁ’]ﬁ&

A J@ﬁ O\(

[0653]  Jridk 75 92 B4 T T ) A B -
[0654]  (a) 7E Euﬁﬁ J X (B) A s BRI S LA A 303K (F) AL &40 -

Ao
[0655] |>_O

L,

[0656]  (b) #£ /& LA X (D) AL & B K G 1) sk A S S 264 1 A 3K (B)
WEY B A -

= 0
Q“L@ﬁ*
[0657] OH
F (D)

[0658]  (c) #E /& LA X (B) A & B £6 0 S B 26 A, &AL K (D) A SR &4
S e -

N
> Q 0
[0659] \ N/\O\)Lm
F (B); #=

(06601 (d) 7 A2 LA A3 (M) (e &I s B2 A 1 5 43K (B) fh 5 el dh 53K (O L &4
B #h A -

(A),

F(F)
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[0661]

T ©.

[0662] 12 ARFEITULLI A, ﬁtlﬂﬁﬁi;”:@ () ) I LS5 A B FE B i 7)o

[0663] 13 MRHEINL1HI 7%, HHp FTIR D IR (a) I R B2 ARG 1L H 48R 2R R R A
B (P 7)o

[0664] 14 ARFETLH 7%, Horh Frid P (a) B B FE 2180 °C 229120 C 1R JE
[0665] 15 MRFEIULLII 7 i, Frp BTl P BR (b) 8RB 2% A ELFE B o

[0666] 16 ARIEILLIF7ik, Horb rid 25 08 (b) i S o7 25 A AL 6 3%k 1 DU S0k iR 2 - F 3R D
SR | R ESRUCT IR 2Bk 1V 7

[0667] 17 ARIETLL 7%, b ik B3R (b) I R B2 AL G 20 -20°C 22940 C I 5 —
B, 21-10°C B L50°CHIEE .

[0668] 18 MRFFILLI Tk, ﬁtlﬂﬁﬁi;”:@ (c) BN 2 A LT AL

[0669] 19 MRHEIN11H J73%, H P TR D IR (o) W R B SR dEiE B & e O W IUA
kg | B 0 T L T RN S 1 VA 7

[0670] 20 ARFHEIT11H 7%, Horh Frid PR () B B2 AR L FE 2] -20°C = 2940 C 1R JE
[0671] 21 ARFEIULLA 7 i, o rp BTk D3R (d) 1) ) L 2% A B3 6 HLA

[0672] 22 ARHEILLAT7vk, P Frid b 08 (d) W BRI B & F ke, — & Lk
I VYRR L 2 - B 3 DO Sk i B R R T I AN S0 VA 77

[0673] 23 ARFEIL LI Ty ik, Horh Frid 25 U8 (d) B9 S B S F LR £00°C 2 2540 CHIMRFE
[0674] 24 . i &0 (A) b &9 B IL B BRI GBI 712

o > Ij( J\/L

[0676]  Frids 75 - B4 N I 2D B -
[0677]  (a) #£ & I R (F) (& S Bk A FR A 3K (G) b &40 -

(A),

[0678] o)

F(F);
[0679]1  (b) 7F & LI 2t (B) A & Wl L R i e 2644, k=8 (Bt &9
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N

[0680] Nji:[Br
F (E);

[0681]  (c) #E /& LA (D) AL & B K G 1) S sk A S R 26 A 1 A 3K (B)
WEY B A -

N o)
o
[0682] OH
F (D);

[0683]  (d) #£ /& LA X (B) A & B £6 0 S B 26 A » &AL K (D) A SR &4
S e -

N
Ssve
[0684] Cl
F (B); #=

[0685] () 7 /2 LA AE 3 (M) (b 5 S B2 A 1 5 43K (B) fh 5 el dh 53K (O L &4

ol L R 4 .
2
osge] NN PN

N7/
T ©

[0687] 25 ARIEI24 1 J7 1k, b rid 20 U8 (a) I I B B HEE B LRI A IR L1
BRI RS ER A R = 98 £ BRI FH FR R AR5

[0688]  26.MRHEI24 1777k, P FTid 008 (a) W I B 26 F A F5IE B & Ik &7 LR
VAT« £ R0 DY S R R PR 9 711

[0689] 27 ARFHEIN241 /7%, Horh Frid P K (a) B BL AR ELFEZ)-10°C R 2940 C IR JE
[0690] 28 MRHEI24 11 /7 ¥, F ATl AP 3R (b) 1) I B 2% A EFE B 17 o

[0691] 29 RHEIN24 1 777k, Forp FTid 2508 (b) I S B 2 45 IE 5 LR W FF 2R R R R A
B (P 7)o

[0692]  30. ARFHEITN24 1 J77%, b Frid 2B (b) B e B2 A AL FE 2980 °C 229120 °C 1R JE
[0693]  31.MRFEI24 11 17 i%, FHrp BTl P IR (o) B R B2 B FE Bl o

[0694] 32 ARIEI24 1 J7 1k, Horb rid 25 08 () I I o7 25 A AL 6 3k 1 DU Wk iRg L 2 - FR 3R D
SRR | R SR T IR 2Tk 1V 7

[0695] 33 MRHEIT24 11 J7 %, b ik B BR (o) MR B2 AL G 20 -20°C B 2940 C I 5 —
B, 21-10°C B L50°CHIEE —E .

[0696] 34 ARFEI2411) J5 i, oA BTk 20 B8 (d) 1Y B 46 A3 S AL K7

[0697]  35.MRHEI24 1777k, P Frid B 98 (d) W I B 2 F L F5iE B & ke L5 IUA
R IR R 00T 25 B R 07 TRV 771
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[0698]  36. ARFHEITN24 1 J77%, oA Frid 2 IR (d) 19 e BL2& AL FE 20 -20°C 2= 2940 C 1R JE
[0699] 37 ARFEI24 1 77 i, H ATl AP IR (e) 1) IR B2 A ELFE G WL«
[0700]  38.4R#EI24 1 T7 7%, Hrp Tk B 08 (o) W M R FEIE B & F ke, — & Lk
I VYR IR L 2 - B 3 DO S i B R R T I AN S0 VA7)
[0701]  39.RIFEI24 1K1 77 ¥, Forp ik 2B B8 (e) IR B 26 A ELFE Z£10°C 2 2940 C IR % .
[0702]  40. il &= (A) LAY B R BIE F SR 1

N._\._\ 0 z |

[0703] H

" I (A),

[0704]  Ffrid 75 B4 N HII AP B -
[0705]  (a) £ 2 LR R (G) (e S IR S B2 26 A A 2K () b 54 5 30 (D AL & Wi -

0

v)\/o‘*
HoN
[0706] /\C[F (I)

do (H)
Br
0]

H
V)K/NHBF
F (G);
[0707]  (b) 7£ /& LU R (F) (AR S BLEAE T ALK (G) th &4 -
0 OY

H
[0708] V)K/ Nmm
F(F);

(07091 (c) #£ /& LA R (B) A & e = £ 1) S S 25 A 1 Bl () AL &4 -

[0710] Nji:[&
F (E);

(07111 (d) 7 & LI (D) A & B K G 1) S sk i S N 264 1 A 3K (B)
WEY B A -

Nx 0
%@%
[0712] OH
F (D);

[0713] (o) #E & LA (B) b & B £ S B4 A, &AL K (D) (b SR &4
S e -
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N
S 0
[0714] N ijmm
F(B); A=

(07151 (F) fE L LA A2 30 (M) (e S B2 A 1 5 43K (B) fh 5 el #h 55K (O L &4
B Eh A -

HNT N7 E

It ©).

[0717] 41 ARIEIAO J7 i, Hrp BTl P IR (@) B RS2 B FE B o

[0718] 42 ARHEINA0M J7ik, Hrp FTid 98 (a) 1 S 07 26 A A 45 3% 2K L D PRI L 2 -
FEPUSURE B RS RUT R L 2B I R L P R B M . R R 2 TR S RIN - R R - 2 -l
e S B P37 o

[0719] 43 ARHEIUA0M A7 vk, Horh AT A 20 B8 (a) 1 B 25 L FE 2 - 78 CE 29100 °C 11 iR
&,

[0720] 44 ARIEITA0M J7ik, Hob rid 25 08 (b) 1 I B B HEE B LR A IR L1
BRI RS R A R = 98 £ R T FH R R AR5

[0721] 45 ARHEIA0M) 7 v, Forp Fridk 25 3% (b) M M4 B FEE B — & ke &1 4
i + 2% S5 7R T A 1Y Sk M P 5751

[0722] 46 ARFETA0M J7 7%, Forh Frid B3R (b) B B2 AR AL FE 2] - 10°C = 2940 C 1R JE
[0723] 47 ARFEIAOM J7 i, H A ATl AP IR (o) B IR B S%A EFd B ik 7)o

[0724] 48 ARIEINA0M J7 %, Hrp FTid 98 (o) M I B 2 45 IE 5 LR W FF 2K R R A
B (P 7)o

[0725] 49 ARFHEINA0M J7 7%, Horh Frid BB () B B AL FE 2180 °C 229120 C 1R JE
[0726] 50 MRHEIHAOM J7 v, I BT il AP 55 (d) (%) I B 2% A ELFE Bl o

[0727] 51 ARIEITA0M J7 ik, Horb rid 25 08 (d) 0 e o7 25 A AL 6 3%k 1 DU Wk iRg L 2 - FRJEE D
SRR | R SR T IR 2Tk 1V 7

[0728] 52 ARIFEIMA0R J7 vk, Horb Frid D98 (d) B e B2 AF LR 20 -20°C B 2940 C IS —
B, 21-10°C B L50°CHIEE .

[0729] 53 RFEIIA0M) F ik, F AR TR IR (e) B B 2 A AL FE AL K7

[0730] 54 MRIEINA0M T7k, P ik B 08 (o) W I B 2R FGIE B & ki L5 IUA
R IR R 00T 25 B R S 47 TRV 771
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