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SN E 2% (DIPEA) 4- — FR g JEnkng (DMAP) . 1,8- 4 XA [5.4. 0] +—H%-7- 45 (DBU)
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[0032]  FE—MRik TR, J5 AR ERAE, IR NS R G , RIS I LEEF4ifb K (V/V=1:2),
PR, JhiE  JEDFH 2 BN A4k K TR AV A WE s T, BIAS A 4RIV o

[0033] P iRAL &IV FH Tl & RIS 17T v B A4 1) FH i

[0034] P IRAL AWV FH Tl 2% R4S 51 7T B A [E] 4428 - [ (3R) -3- 40 T 8 ik I 2 2L - 1 - R
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AT, S TR RIS PR

[0035]  ZBRL - #Ab -GV 5K B D0 NG HLIE R D0 AR A7) T 18 o S 8, 45 21
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[0042]  flid )5 Z&, T A AL 75113 1 TMS T TMSOTE \CoC 1, < HS iW HPW . HPMrf (i) — Fob ik i
RERIAIEHS W,
[0043]  ftik )5 5, Frid AR oA IV RN 1.0% ~10% , R A7 . 0% .
[0044]  ARR3E 5 %6, Frid ORI 3% A Ab 4 L RO L DO T S A e b ) — e O R AR5 )
Pk iitb 4.
[0045]  fLik 77 2, AL &IV IR SRR (R F0kH B IR EG 9 :1:1.05~2.5:1.05~2.5,%F
WLkl 1.1:1. 1,
[0046] 1% T %, BTk 9P R 1) F oA B TV IR VLR = & B R E193.0% ~10% ,
RERIE6. 0% .
[0047] ARk )5 %, BTk A HLIE 773 [ DMSONMP.DMF . 1, 4- & /N3 B8 () —Fh B HLUR
& AL ILEDME o
[0048]  fRIETT %, Frid R MR FEAT0C~100°C , 45 7 f1Li%£80°C ~85°C.
[0049]  FE— ARk 7T R, IR N 45 R 5 75 AT 5 AL BEERAE , BAREI N, B2 EEFBEF/M a
LRI WU FIFE R ZEBOR M IE Pk IR G AR 2 N N ZEBUA I — 43 2 — I
AT BT BA YV s IR 2R HUA AR 2K 2R R ) — R R A s A i v
FIE F A IE S PR  IE B« IE Okt 38 Cbe 1 — FhE LR A I Rl e 28 ke
[0050]  ZBER2A4L AW VI &
[0051]  fLEWVIFI§ & A EE W PR A GV L -IR-2- T B A A
BLIE A, INFAT0~ 75 CHiHE [ B, TLCK I B 58 B & 5 S SR R Jia 28 3h 8, IR D & ik
BT RAS R LAY VI
[0052]  fRIE 74, FTid I Bitik B kBRI IR AN — & N N- R N3 C e p i —
Fhal B R, 5 AR IEN, N- — 7 53 2%
[0053]  fLik 77 52, i I A ALV 71k B H 2R ON N - = HRE R Jf N N- = HH B 2B i
TR A ZENI R I — R ELR A RPN N - I AL
[0054]  fRIETTR, TR NAL APV J1-1R-2- T B BRIl BE /R L :1:1.01~2.5:
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1.01~2.5, Kpplfliik1:1.02:1.05.

[0055]  fE—ARiET7 Zerh , IR M &5 RS 75 3T JE AR BRARAE , FAR Iy, S N 45 TR IS s R R
T2 20~25°C, CRIG I HE SN, FE , SEPFE ST el 1845 v A& P VI Beisk BT FH
AL E L LB N DS R | D R R 1 — R e R G Rl ik B

[0056] L IR3LL AW 4 -

[0057] b B VILR-3- (Boc-Z2E) WRIE I 2 H 2K, In#kE60°C ~65°C , i £ 2 [E 44
SERVEAR , TEYESARLRY T, IINB, S 45 R G [ BV 28 e 11 R4 Ja i dn A9 246 &
Y.

[0058]  ffpik 5 2, BTk S M ORI B T 68 . R SRR . (= W AR RS ) RS
) —FhE VR A R i — (= H R L) L

[0059]  fftik 5 %, iRtk &9 VILR-3- (Boc - 2 5) WRIE S Bk i HORHEE /R EL N 1:1.1~2.0:
1.1~2.0,Fpnlfitig1:1.4:1.3,

[0060]  FE—AHRiETT Zerh , IR N 45 R )5 75 AT Ja AR BRAR AT , FLARIR) g, O N 45 TR IS e B B i
£20~25°C, R MR £ A4l K S Mo A Sh KB T8 e i 22 FE ORI DY 2 2 — J i
B HLVE BT & B SV 53 B AT Tl T A L E B R L 1E ke IR e b i — A LR A
R IE A Okt

[0061] 3, A% J B v 1 ARl o e B U A Ho R e |

[0062]  SEUA AR , Ak B EUAR ) FE AR R A -

[0063] 1. &4k 7 —FhRIREZNTT v [AMAAL STV, FRHE At T — MR H A& V0 a1 58 v 23
R FVT EEE RS- [ (3R) -3- 4 T AR k- 1 -WRIEHE] -7- (2- T f-1-48) -3,7- =
S -3-F AR -1-[(4-F L -2-nde e mph k) HH L ] - TH-PEENA -2, 6 - R T8 7 v, BEAN 6 7 V%
ERAE TR S NN TS i AR

[0064] 2. DA1-HI 3L pRIEE Ay 4 JFORE , BT 1558 A (R 1 - H 3 - 3- (4 - FR g i mpf - 2- J%)
H ) s ig -2, 4 (1H, 3H) - —FIVAE J5 S BURR B HE R4 7 AR

[0065] 3. AAEHVEIE HCH , LS Ak 7R, 5 % e i a5R) an s B8 i AR LE , FERL
BEEPEN A8 SRR AN, A3 1 BT A5 5 DAARE T IRRT A4 A 771 5 AR A B i 5 1 T TBHP
SRR PR AE AL TR, 5 B BT VR B NS B PR, [R) B 3 G 17 X6 IO 152 2% ) JE e, 5 Ak B 17 B
B A Tk A=,

[0066]  4.7E5R-3- (Boc- 2 2E) WRHE S 87 H 48 FH Bl A1 0 A AT LS AR T AT LA B 3 B
TN 25 IR B R

[0067]  Zx bRl , A BRI T —Fh 3 AL &9 KR AL &4 6 BRI Z1TT H ] 448 -
[(3R) -3- BT A RIE R I - 1 -IRAERE] -7- (2- T He-1-38) -3,7- Z&(-3-H 3E-1- [ (4-F A& -
2- W IpR L) FA R ] - TH-PEENA -2, 6 - R T8 7V, 1% 07 V38 e f FH S I A 22350, HLA Ak
[Py AR A 2277 28 3 S AR A, B> 2 B A2, LR AL AR B AL G157, I B 58 i
A& R BB & T Tl A=,

BRI
[0068] ¥ i 52 91 K 915 38 08 A 2 W 87 2% I R 9 A2 « 2 2 8 19 552t 9145 £
F T I A R W, TS A B 0 MR 9 B, 7 7 5 W8 B 7 0 4R
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[0071] £k & IV (¥ %4 . EST-HRMS :m/2 =283 . 1160 [M+H] "5 "H-NMR (400MHz , DMSO-
d,) :68.03-8.05(d,J=8.0Hz,1H) ,7.85(t,J=8.8Hz,1H) ,7.81(d,J=7.8Hz,1H) ,7.66(d,
J=7.2Hz,1H) ,6.76 (d,J=4.4Hz,1H) ,6.64 (d,J=5.6Hz,1H) ,4.98(s,2H) ,2.81 (s, 3H) ,
1.81(s,3H) ;'°C NVR (400MHz,DMSO-d,) :6170.66,162.55,161.21,152.11,149.24,142.16,
132.83,131.73,128.54,123.22,122.98,103.13,49.87,35.62,24.11.

o]
NS N
[0072] [::::[:T;;E/:;;l:it:li:ﬁQFI
|
\'4
[0073] K& WV PISHE : EST-HRMS :m/2=449. 0178 [M+H] s 'H-NVR (400MHz , DMSO-d,) :
68.02-8.04(d,J=8.0Hz,1H) ,7.86-7.88(t,J=8.0Hz,1H) ,7.79-7.81(d,J=8.0Hz,1H) ,
7.53-7.57(d,J=8.0Hz,1H) ,5.01 (s,2H) ,3.31 (s, 1H) ,2.84 (s,3H) ,1.83(s,3H) ;"°C NMR
(400MHz , DMSO-d,) :8170.68,161.24,155.10,152.13,150.33,149.26,145.16,132.85,
131.92,128.55,123.23,122.96,114.63,49.86,32.62,23.41.
[0074]  fLEWIIVIFIH] &
[0075]  Sijitifs 1
[0076] =B F i N2- G k-4 - PR R s bk 1119 . 262 (100mmo1) , 1 - FFF 3k fR s g 1T
13.24g (105mmo1) ,N- F 3 -2- ML & e iHSOmL , N E80~85°C , Ht P A iR , T2 18 i I = 2 j%
18.21g (180mmol) , ¥ &, #5480 ~85C , it FF: [ Wi 3~ 4h, TLCAR M [ M. 58 FE ) , 4 i 2250 ~
55°C, 212NN 4B (60ml) F14fifb/K (120ml) , #i720~25°C, it fE R Bil.5~2h, Hr fh 56 4,
HE , JEUEH LB (20m1) F2lifh K (40m1) VA A FIYES  50°C B 25 BT 188h, B3 L &4
IV, BE R 93.6% , 41 J599.9% , it KH4%0.01% .
[0077]  Sjiifs)2
[0078] = e A N 2- G0 3k - 4 - FE R ek 19 . 26 (100mmol) , 1- A 3L JRIIE 13 . 24¢
(105mmo1l) ,N- FF 3 - 2- ik i BB SOm1 , INFAE80~85°C , B FLIE MR , Z2 18 il = 2. f%11 . 13¢
(110mmol) , i Be , %80 ~85°C , i $¥ S N 3~4h , TLOK I sz o 58 ¥E ) , [ IR Z250~55°C , 2%
&N\ 2.8 (60m1) Fnafif sk (120ml) ,#iR20~25°C, bk S N1 . 5~2h, §1db 584, g, JE
YFH 2.1 (20m1) FI2lifk 7K (40m1) A DS 50°C B 25 B T 4#8h, RIS LAV, EE/RIK
#93.0% ,41E99.9% , x KHL240.01% .
[0079]  Sjitifs)3

11
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[0080] = et A in N 2- G FH 3k - 4 - PR R bk 19 . 26 (100mmo]) , 1- A 3L JRIIE 13 . 24¢
(105mmo1) ,N- F 3 -2 - M & B B SOm 1 , N ZE80~85°C , it FEIA M , L2151 I = £ %25 . 30g
(250mmo1) , i BE , %80 ~85°C , i $¥ SN 3~4h , TLOK I sz o 58 ¥E I , [ IR 2250 ~55°C , 22
&N\ 2.8 (60ml) Fnaif sk (120ml) ,#iR20~25°C, bk S N1 . 5~2h, §rdb 584, g , JE
YFH 2.1 (20m1) FI2lifk 7K (40m1) VARG ER  50°C B 25 5 T 4#8h, RIS LAV, EE/RIK
#93.5% ,4[[F99.8% , Fx KHLZ40.02% .

[0081] Syt fs14

[0082] = et n N 2- G F 3k - 4 - FE R R 19 . 26 (100mmol) , 1- F 3L JRIIE 13 . 24¢
(105mmo1) ,N- F 3 -2 - M & B B SOm 1 , N ZE80~85°C , it FEIA MR , 18 I = £ 1%10. 12¢
(100mmo1) , i B , %80 ~85°C , i $¥ St N 3~4h , TLOK I sz . 58 ¥E I , [ 3R 2250 ~55°C , 22
&N 2.8 (60ml) Fnaifk sk (120ml) ,#iR20~25°C, bk S N1 . 5~2h, §1éb 584, g , JE
YFH 2.1 (20m1) FI2lifk 7K (40m1) A FIBE S  50°C B 25 5 T 4#8h, RIS LAV, EE/RIK
#92.5% ,41F99.9% , Fx KHLZ40.01% .

[0083]  Sijiifsl5

[0084] = [IE A IMN2- S L -4- FH R IRk 19 . 26 (100mmol) , 1 - FF 3 JR w5 g
13.24g, (105mmol) ,N- FF JE -2 - & B BHSOm L , N ZE80~85°C , Hit #H 1A MR, G218 I = 2 %
26.31g (260mmol) , %5, ¥ i 80~85°C , i 2 N4 ~5h, TLCA: I [ 3 572 B J& , B i 2250~
55°C, M2 M ZBE (60m1) Fl4fift 7K (120m1) , ##120~25°C , it #: ) N2~ 3h, HT éis 54,
I8, YEVEH 21 (20m1) FIZlifh K (40ml) VA FIBEES , 50°C B 2% B 1&8h, R & IV,
JEE IR ZR93.6% , 4l F99.7% , i KEA4%0.02% 6

[0085]  Sijiifs16

[0086] = RSP N2 -G FAJE-4- FH JEmEMEIBk19. 26g (100mmol) , 1 - J& JRm& g
13.24g, (105mmol) ,N- F 3 - 2- % kg B SOm 1 , IR ZET0~75°C , B R VA AR , S48 IoN , N- —
SR HE 2 223 .26g (180mmol) , ¥ B8, 2 I70~75°C , i+ [ 8 3~ 4h, TLCHK I 2 B 58 HE
P 2 50~55°C, &N\ L1 (60m1) Fl4fift 7K (120m1) , #5120 ~25°C, bt [ M1 .5~
2h, M7 &R 564, I8, JEYEH 2 BE (20m1) Falifb K (40ml) VB -G 71YEEs, 50°C B 25 T158h,
B34SV, BE KUK 93 .4% , 44599 .8% , ft K EHLZ40.01% .

[0087] Syt 7

[0088] = IeHi - N N2- G H 2 -4 - H JEE M IBR 19 . 26 (100mmol) , 1 - H J& JRIENE 13 . 24¢
(105mmol) ,N- F 3k - 2- Nt i g B SOm 1 , I E 95~ 100°C , B FHIA MR , 218 In N 4- — H & JE
E22¢ (180mmol) , FEiH9I5~100°C , it £ S N 3~4h, TLCK I 2 b 58 Be Jim , B IR 2 50~55C
2N I N ZBE (60m1) FN4if /K (120ml) , #4520~ 25°C , #it 4k [ vi 1. 5~2h, #T it 584, i,
JEVEH B (20m1) A4tk (40ml) VR -A I BERS , 50°C H 238 BET-18:8h, RIS 4L &1V, BB R
W %£93.4% ,4li)599.8% , fx KEAZR0.02% o

[0089]  Sjiifsi8

[0090] = IediH n N2 -G H 2 -4 - H JEE IRk 19 . 26 (100mmol) , 1- H J& JRIENE 13 . 24¢
(105mmol) ,N-H 3 -2 - ML & ke B8 Om L , IN#AE65~70°C , it $LIE MR , 2215 ¥ INDBU27 . 40¢g
(180mmo1) , i Be , #5165 ~70°C , i $k SN 3~4h, TLOK I sz I 58 ¥E I , 43R 2250 ~55°C , 22
&N 2.8 (60m1) Fnaifk sk (120ml) ,#iR20~25°C, bk S N1 . 5~2h, §1éb 584, g , 3§

12



CN 111574463 B W OB P 10/20 71

YFH 2.1 (20m1) FI2lifk 7K (40m1) A DS 50°C B 25 B T 4#8h, RIS LAV, EE/RIK
#93.3% ,4599.8% , Fx KHLZ40.01% .

[0091]  SEjiif59

[0092] = e i oN2- G0 3k - 4 - FE R Rk 19 . 26 (100mmo) , 1- B 3L JRIIE 13 . 24¢
(105mmol) , Z—H FAKIOmL , M FE100~105C, B kL VAR, 218 IO NBREZ 4N 19.08g
(180mmo1) , ¥4 100~105C , #i bk /g Wi 3~4h, TLCK I Jx B 52 EE & , [ 2550 ~55°C , 2218
I\ ZBF (60m1) A2lifk /K (120ml) , 4% 20~25°C , Fi bk Sl . 5~2h, 1 d 56 4, T, It
F 2.8 (20m1) Fnafifk /K (40ml) A AW, 50°C E 45 B T-158h, RIS L &IV, BE IR IR
93.2%,41/599.7% , it KHL240.03% .

[0093]  Sjiifs] 10

[0094] =R N2 -G H 2 -4 - HZEE IRk 19 . 26 (100mmol) , 1- H JE JRIENE 13 . 24¢
(105mmo1) ,N,N- — F 3t FH ik ie85m1 , I = 80~85°C , B AR , 218 I NESER 4017 .67¢
(180mmo1) , #IH80~85°C , Fit F [ Wi 3~4h, TLCK M fx2 |37 58 Fe )5 , B IE 2250 ~55°C , 2218 11
AT (60ml) A4lifh 7k (120ml) , #3520 ~25°C , #tdE RN 1. 5~2h, M7 5 564, $hig , JEUF H
Z. 1% (20m1) F14fifh K (40ml) VB A VA 7B, 50°C H 45 FF T-8h, Bl 4L &IV, BE/RUK R
93.5% ,21[99.8% , fix KHL.Z0.02%

[0095]  Sijitfsl 11

[0096] = et NN 2- 50 3k - 4 - FE R Rk 19 . 26 (100mmo) , 1- B 3L JRIIE 13 . 24¢
(105mmol) ,1,4- 4 /NRT0mL, NI ES0~85°C, HLPLVE MR, Z 1B M ATRIRE W15 1g
(180mmo1) , I 80~85°C , Fit $ [ Wi 3~4h, TLOK I fx2 |37 58 Fe )5 , B IE 2250 ~55°C , 2218 1
AT (60ml) A4lifh 7K (120ml) , #3520 ~25°C , #tdE RN 1. 5~2h, M7 5 564, Hhig , uE U H
Z. 1% (20m1) F14fifh K (40ml) VE A VA 7B, 50°C H 45 FF T-8h, Bl 4L &IV, BERUG R
93.0%,411J%99.9% , ;i KH.240.01% .

[0097]  Sjitifs) 12

[0098] = BRI N2- 50 H Bk -4- FE AL s bk 19 . 26 (100mmol) , 1 - F 3 FR B 0E 13 . 9g
(110mmo1) , B 2K90m1 , MIFAZE80~85°C , PP I , ZZ M2 I N Bk FZ £ 24 . 88g (180mmo1) , 5
80~85°C, i [ Wi 3~4h, TLCAL Ml s B 56 BE J , B il 2250 ~55°C , Z212 I 4.1 (60m1) 1
afifh 7k (120ml) , #5820 ~25°C , ik M1 . 5~2h, i éb 584, e, e Ut 2 W% (20m]) Flgk
17K (40m1) & FIPEER, 50 °C B2 T 8h, RIS &IV, BE/RILZ93.1% , 4l J&
99.8% , e KHLAR0.01% .

[0099]  Sijitifs 13

[0100] = BRI N2- G0 H -4 - FE L s bk 19 . 26 (100mmol) , 1 - I 3L FR M5 0E 31 . 5g
(250mmo1) ,N,N- — Hi 3& FH ik iz 70m1 , I ZE80~85°C , Bl AR , 2218 In NS ER 4424 . 50¢
(180mmol) , #5380 ~85°C , FitHf: [z Wi 4 ~5h, TLOA Wl Jx B 52 ¥ )5 , [ IR B 50~55°C , 2218 1
AT (60ml) A4ifh 7K (120ml) , #595.20~25°C , #tdE N 2~2. 5h, M7 5 564, $ihig , JE U H
W% (20m1) FH&fifh /K (40ml) VB VA 7B, 50°C H 45 T-8h, Bl 4L &IV, BERUG R
93.6% ,41iJ%99.8% , x KH.240.02% .

[0101] Sty 14

[0102] = [HIBSIRP N2 5 H k-4 - F e bk 19 . 262 (100mmol) , 1 - F 3 JR M5 0E 12 . 6

13
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(100mmo1) ,N- 3 - 2- it g e B SOm 1, N #E80~85°C , M FEVA AR , 2212 NN BE IR & 40
25.56¢ (180mmol) , ¥ 80~85°C , it £ ;N3 ~4h, TLCK I [z b7 58 Be & , B IR 250 ~55°C
SEAB NN 2.1 (60m1) FIZiAr K (120m1) , 5320 ~25°C, bk [ i 1. 5~2h, BT s 524, SihiE,
JEDFH B (20m1) FAZlAk 7K (40m1) YA IGEE: , 50 C B 25 FET-)58h, RIS & W1V, BE/R
S %£92.8% ,4li/599.9% , it KEAZ%0.01% .

[0103]  SEjafs]15

[0104] = [IBSIRH N N 2- G0 3 - 4 - HI JE s bk 19 . 26 (100mmol) , 1- H 3 JRIEIE32 . 8g
(260mmo1) ,N- i 3 -2 - ML M BE B SOm1 , INFAE80~85°C , Ft FE V4 fiFt , 2215 in N B 8 &, — 4
21.60g (180mmol) , % 80~85°C , it £ ;N4 ~5h, TLCK I [z 37 58 Be & , B IR 50 ~55°C
ZEAB NN 2B (60m1) F4fifk /K (120ml) , #1620~ 25°C , ik )R N2 ~2. 5h, T fh 524, dhiE,
JEDFH B (20m1) FAZAlAk 7K (40m1) YA IGEE: , 50 C B 25 FET-8h, IR & W1V, BE/R
W %93.5% , 4l )99.7% , it KEAZ%0.03%

[0105]  fL&HV &

[0106]  SEjafs] 16

[0107] =B F I AL EITIV25.0g (88.5mmol) , X5 .85g (97.35mmol) , {51 16. 16g
(97.35mmo1) ,N,N- — Fi I IR 130m1 , I E80~85°C , IMAJE M # 3¢, HSiW1 . 75¢ , 4k &
Pk S N8~ 9h , TLCAS I 2 37 56 BE J B IR 2 25~30°C , N FE A 150m1 , FE ¥ - FiiE , S n
N AEAL KBRS =0, WRI £ ShoK Bk , UCER A ALAR NN 18 B TG 7K B R T 158 VB T 182 771
VIR G5 EZ75m], IINFR 2 ke40m] , FEIR E0~5°C , BEREHT b Z12h, Tl , e 0k A 2 B ik
e, e, 50 C EH A E T 100, I AV, BRI :94.8% , 4 /499.9% , Fe K B2
0.01%.

[0108]  SEjafs]17

[0109] =Dk M AAL&IIV25.0g (88.5mmol) , %5 .85g (97.35mmol) , flifk.5H16.16g
(97.35mmol) ,N,N- — F K FH Pk i 130m1 , fn#A 280 ~85°C , MG MR 3g JHS1iW 0.25g, 4k %:
PEFE SN 8~9h, TLCAE M 2 v 58 B8 Jim B3 22 25~30°C , II N B £ 150m1 , $E4E L Fhig , i in
N AEAL KB =, WLR £ ShoK Bk , IER A HLAR NN I8 2 07K B R T 1658 VB T 12771
TR A B2 75m], IR L k40m] , (IR ZE0~5°C , T EEAT b Z12h, ik , JEE FH 2 ik
Ve, JiYE , 50 C EL A B TR 100, BN LA V L BE /RIS £ 93.9% , 4E 99, 9% o itk B 2%
0.01%.

[0110]  SEjafs]18

(01111 =PI AL EYIIV25.0g (88.5mmol) , X5 .85g (97.35mmol) , {51 16. 16¢
(97.35mmo1) , — FHEAA140m] , IIFAZES0~85°C , IMAIEME R 3, HSiW 2.5g, 4k a4k /2 8
~9h, FFIEZ25~30°C , NN H 2K 150m1 , HiL 3 i, JERIM A A A /K P =k, AT & #h K
ek WA WA NN G 5 JC /KB BN T 46 o R TR 551, U IR 48 22 29 75m 1, IR bt
40ml, FEIR 2 0~5°C, B FEAT dl292h, g, eV LBk, i€, 50°C B 25 B T 45 10h, AP
EYIV , BERICR :94.7% , 415 99.8% , Bl K H1240.02%

[0112]  SEZjEfs] 19

[0113] =B F AL EIIV25.0g (88.5mmol) , X5 .85g (97.35mmol) , fl{L 51 16. 16¢
(97.35mmol) ,N- FH 5 -2- Nk LE i 130m1 , fN#280~85°C, In NiFEPE R 3g HSiW0 . 225g, 4%

14
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SENEFE N8 ~9h, IR 22 25~30°C, I H 2R 150m1 , i HE  HlE , 8O A4k K B gk =
U WA Eh /K P, WSE A MLAR N N 3E 12 TC /K B BR AN T 452« B T I 711, I8 VR 4 B 4
75ml, AP T e40ml , FFiR 22 0~5°C , FiFEHT dn 202h, JhiE , JEUTFH LBtk , 4k, 50°C 1
LT RI00, BIL GV, BEZRICR :93.5% , 41599, 9% , Fr K HL0.01%

[0114]  Sjiifs) 20

[0115] = RTINS HIIV25.0g (88.5mmol) , K5 .85g (97.35mmol) , Mlfk4H16. 16g
(97.35mmol) , 2K 130m1 , JH#ZE80~85°C , MIANVE M K 3g HSiW2. 75g , Ak S 45 4 [ .8~
9h, B 22 25~30°C, INAH 2R 150m 1, HiHE: g , JEHBUIMA A4k /K Bk = Ik, 1A & 2hK ¥k
5 WA HLAR N N 38 12 T0 /K B R BN T I8 o B B T 42551, Bk R IR 4 22 29 75m 1, N IE b
40m1, B 2 0~5C, BEFEHT A 292h, €, JEDTH L BEMRYE , i€, 50°C B 25 T4 10h, B
BAEYIV , BEIRUER 1 94.7% , 41599, 7% , B KELZ0.02% .

[0116]  sEjfifs21

[0117] =BT INANEHIIV25.0g (88.5mmol) , K5 .85g (97.35mmol) , flfk4418. 10g
(97.35mmol) ,1,4- —4E/NFF140m], I ES0~85°C, INAE MR 2. 9g IMSOTE 1.75g, 4k 4k
PEEE I S8 ~0h, (IR F25~30°C, I FF 2K 150m1 , Hi k. iy, JER I N 4lifk K e =k,
TR0 3 /KB % WA A HLAE DD N I & 0 /K B R 452 o B B M7, 9 s e 4 22 29 75m1
IINAT I EE6Om ] , FRIR ZE0~5°C , B REAT EhZ12h, g , Pt ] 2 Btk e , i, 50 C A
TJg10h, LAYV, BE IR :94.6 % , 41599 .8% , fix KFA4%0.01 % .

[0118]  Sjiifs]22

[0119] =k I ANEHIIV25.0g (88.5mmol) , K5 .85g (97.35mmol) , PU T FLpfifl £
35.96g (97.35mmol) , — HMVARE ¥ 100m1 , #4280 ~85°C , IIAJE 4 % 4. 0g HPWL . 7hg, 4k
G4 I B8 ~9h, B IR Z225~30°C, INANZE120m] , Bt HE Ay, P8 hn A\ alifb K Be g =k,
TR0 3R /KB % WA A HLAE I N I & 0 /K Bt R 452 o B o M2 771, 9 s Ik 4 %2 2960m1
IONTRER60m] , FEIR ZE0~5°C, St e fn Z02h, g, Je 0 F Sk, g, 50 C B A T
FE10h, RIS SV, BERULZ :94.8% , 41 99.8% , i K E#AZ40.02% .

[0120]  SZjififs)23

[0121] =BT I ANEPIIV25.0g (88.5mmol) , K5 .85g (97.35mmol) , k4416 . 16g
(97.35mmol) ,N- FHJEME P Le i 110m1 , IIFET0~75C, IIAVEPER 2. 8g JHPM1 . 75 , 4k L2431
FE N 8~9h, ff i 22 25~30°C , JIART ZHIZR160m1, #iHE:  HlE , S8 A4 K P gk =
U WA Eh /K PR, WA MLAR I N 3E 12 TC /K B BR AN T 452 - B I 711, IR VR 4 B2 4
80ml , A IEBELE40m , B 22 0~5°C , $iFEAT dr 20 2h, JhiE , JEUT I LBkt , 4ihiE , 50°C
TR0, IS BV, BE R :94.5% , 4l F99.8% , Fe K 4%0.02% o

[0122]  sEjffy)24

[0123] =BT INANEHIIV25.0g (88.5mmol) , K5 .85g (97.35mmol) , {4415, 42¢
(92.93mmol1) ,N,N- “HFEHBEZ130m], I ES80~85C, INAEMHEIK2. 9g, L]
HSiW1.75g, 4k S35 P /2 N 8~9h, PR 2 25~30°C, I [A] — H ZE160m1 , i3k fhide , JEwhn
AN ALK B =0, MO AN SRk B, W B A WA I B TG 7K B B AN T BB T 771
PR R GG E Z80m1, INANIER C %e40ml , BEIE ZE0~5°C, BEREAT &b £02h, FhIE , JEUF A bk
Yo, UE, 50 CEH A TR 100, BB &YV, BERIER 1 94.3% , 411 [599.9% , fx K 4%

15
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0.01%.

[0124]  sjfifs125

[0125] = RTINS HIIV25.0g (88.5mmol) , K5 .85g (97.35mmol) , flfk4H36.73¢g
(221.25mmol) ,N,N- “HFEFHEEAZ130m], I E80~85°C, IMAGEME R4 . 0g, L
HSiW1.75g, 4k &L 3k ;2 W8 ~9h, FAiR E25~30°C , I ANAB — H 2 150m1 , it ik , & in
AN ALK B =0, MO AN SRk B W B A WA I B TG 7K B B AN T BB T 771
R IR EZ75m], IMNIER C 4e40ml , BEIE E0~5°C, BEREAT db £02h, € , JEUF A bk
Yo, €, 50 CEH A T 100, I &YV, BERIER 194 .8% , 411 [599.9% , Fx K L 4%
0.01%.

[0126]  Sjiif5]26

[0127] =[RS NN EHIIV25.0g (88.5mmol) , K5 .85g (97.35mmol) , {44 14.69¢g
(88.5mmol) ,N,N- ~H R EEAZ130m1, fn#E80~85°C, I ANIGEMEIK2.8g, 2R
HSiW1.75g, 4k S+ )2 N 8~9h, P& £ 25~30°C , I ZE 150m1 , 4 ik , uEm i A\ 4l
IR P =, MO AN R /K B WA WA NN & 2 TC /K B BB T 15 o Y B T 771, 8
Wi 2 2975ml, IR T 4e40m] , [EIR B 0~5°C, B HEHT S 202h, $ihdk , uE U FH 2 Bkt , il
JE,50°C LA LT 100, RISAL &YV, BE /R E:93.8% , 41/£99.9% , fix KFA%0.01% .
[0128]  Sjififs27

[0129] =BT I ANEHIIV25.0g (88.5mmol) , K5 .85g (97.35mmol) , flfk4H38. 20g
(230.1mmol) ,N,N- “HFEHBEAZ130m], IR E80~85C, INAIEMERK4. 1g, EZ W
HSiW1.75g, 4k B3t HE )2 N 8~09h, P& 2 25~30°C , I ZE 150m1 , #tHE ik , uEm i A 4l
IR P =, M AN R /K B WA WA NN & 2 0 /K B BB T 15 o DI B T 771, 8
Wi 2 2975ml, INNFF T 4e40m] , [EIR B 0~5°C, B HEHT S 202h, 4k, uE U FH Z kvt , il
JE,50°CHL A LT 100, RISAL SV, BE /R ZE:94.8% , 41/99.9% , iix KFA%0.01% o
[0130]  Sijiifs)28

[0131] =[RS INANEHIIV25.0g (88.5mmol) , K5 .58g (92.93mmol) , flfk4H16. 16g
(97.35mmo1) ,1.4- 4 /NFF140ml, I E9I5~100°C, IMATEHER2 . 1g, 4 ZELHSiW1 . 75¢,
Ak L4 HE S V8 ~9h, BRI 22 25~30°C , A H 2R 150m1 , 5 HE: HhdE , JEBUMA A4k K Pk =
U LA Eh /K P, WCSE A MLAR N N 3E 12 TC /K B BR BN T 452 - B T I 711, I8 VR 4 B 4
75ml, AP T e40ml , F iR 22 0~5°C , FFEAT dn 202h, JhiE , JEUTFH LBtk , 4k, 50°C 1
AT R100, BIL GV, BEZRICR :94. 7% , 41599 8% , Fr K L0029

[0132]  Sijitifs)29

[0133] =k I AALEYIIV25.0g (88.5mmol) , R13.29g (221 .25mmol) , ifk 4
16.16g (97.35mmol) , FH Z£100m1 , I#ZE65~70°C , IIATE K. 62, 22 Z BEHSiW1 . 75g, 4k
SENEFE N8 ~9h, IR 22 25~30°C, A H 2R 150m1 , 45 HF  HlE , 8O A4 K B gk =
U WA Eh /K P, WA MLAR N N 3E 12 TC /K B BR AN T 452« B T 711, I8 VR 4 B 4
75ml, AP T e40ml , FRiR 22 0~5°C, FiFEAT dn 202h, JhiE , JEUTFH LBk , 4k, 50°C 1
TR0, IS BV, BE R :94. 4%, 41299, 7% , B KR 4%0.02% o

[0134]  Sjiif5] 30

[0135] = BRI AAL-SIIV25.0g (88.5mmol) , k5. 36g (88.5mmol) , ifk.2H16. 16¢
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(97.35mmo1) ,N,N- —HI FHEEfZ130m], JI#AZE100~105°C, ITIATEM IR . 0g, & 2 1R
HSiW1.75g, 4k St +E K2 N 8~9h, P& 2 25~30°C , I ZE 150m1 , #tHE e, uEm i A 4l
IR P =, MO AN R K B WA WA NN & 2 TC /K B BN T 15 o I B T 771, 8
Wi 2 2975ml, IIANFF T ke40m] , [EIR B 0~5°C, B HEHT S 202h, $hdk , uE U FH Z kvt , il
JE,50°CHL A LT 100, RISAL SV, BE/RIEE:94.5% , 41299 7% , i KHEA%0.02% o
[0136]  Sjifif]31

[0137] =[BT I AALEIV25.0g (88.5mmol) , % 13.82g (230. Immol) , il fk, 44
16.16g (97.35mmol) ,N,N- — FI 3 FBE A% 130m1 , N ZE80~85°C, I AJE A6 . 28, 2 2R
HSiW1.75g, 4k St +E K N 8~9h, P& 2 25~30°C , I ZE 150m1 , #tHE e, uEm i A\ 4l
IR P =, M AN R /K B WA WA NN & 2 TC /K B BB T 15 o DI B T 771, 8
Wi 2 2975ml, IR T 4e40m] , [EIR 2 0~5°C, BEHEHT 54 203h, 4k, uE U FH Z Bkt , il
JE,50°CHL A LT 100, RISAL SV V , BE/R I EE:94.8% , 41 JE99. 7% , i KFEH%0.02% o
[0138]  fLA&HVIH] &

[0139] Syt 32

[0140] =B IIALEYIV35.0g (78. Immol) , 1-JR-2- T %10.60g (79. 7mmol) ,N,
N- 5N 4 H10.60g (82.0mmol) ,N,N- — H & g A% 200m1 , INFAET0~75°C , i Fk = B
1.5~2h, TLCK: I 2 B 58 Y 5 , PR 2520 ~25°C , {ia i bk )R W 1.0~ 1. 5h, i1y, JEVFH &
B AT e 38, 50°C B 25 T4 10h, RIAS4L A4 VI, BE /RIS 9T . 7% , 4l J£99.9% , F K
FZ40.01% .

[0141]  Sjififs] 33

[0142] =[BRSV 35.0g (78. Immol) , 1-JR-2- T %10.60g (79. 7mmol) ,N,
N- RN AR10.19¢g (78.9mmo1) ,N,N- — H L fZ200m1 , JH#RE70~75°C, i FF = B
1.5~2h, TLCK: I J2 3 58 B L iR 2 20~25°C , (iR P P /e v 1. 0~1. 5h, ik, e 2
B AT e 38, 50°C B 25 T4 10h, R4 &4 VI, BE /RIS 9T . 1% , 4l J99.8% , Fe K
FZ40.01% .

[0143]  Sjitifs134

[0144] =[BT ISV 35.0g (78. Immol) , 1-JR-2- T 410.60g (79. 7mmol) ,N,
N- SRR 2425, 23g (195. 25mmol) ,N,N- — H 3 Z k2 10ml , I#RE70~75°C, Hi bk
Wi 1.5~2h, TLCK M 2 B 52 EE J , PR 8 20~ 25°C , (R ia it FE ) Wi 1. 0~1 . 5h, 3 , JE 1t H
VY SR R 1 9% e %  FH I8 , 50 C B 25 T4 10h, RIS A ¥ VI, BE R 97 . 7% , 4l fF
99.7% , i KHH%0.02% o

[0145]  Sijiifs] 35

[0146] =[BRSV 35.0g (78. Immol) , 1-JR-2- T 410.60g (79. 7mmol) ,N,
N- = RN K 2 %10.09g (78. Immol) , HI £ 180m1 , I# A 70~75°C, fi bk & M1 . 5~2h, TLCK:
MR N 5EEE G, B iR 2 20~25°C , fRIE P R V1. 0~1.5h, flijE , SEUFH 5 P BEHT 2K P %
€ , 50°C 175 FE T4 10h, RIS AP VI, BEJRILER96.6% , A4 £99.9% , e KEL4%0.01% .
[0147]  Sjiif5] 36

[0148] =[BT IIALEYIV35.0g (78. Immol) , 1-JR-2- T 410.60g (79. 7mmol) ,N,
N- RN 2126 . 24g (203 . 6mmol) , 1.4- 4 NFR200ml, I ET0~T75°C, it dE /i1, 5
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~2h, TLCKR I [ B 58 B8 Ji5 , B iR 2220 ~25°C , Rl i FE S i 1. 0~1. 5h, #iy& , uE U FH H R AT
HEEE HhUE , 50°C LA BE T4 10h, RIS A VI, BE/RWLZRIT . 7% , 41 f599.7% , fe KRR
0.02% .

[0149]  SEjitifs]37

[0150] =B ImAALEY V 35.0g (78. 1mmol) , 1-P-2- T %10.49g (78.89mmol) , ik
FREF11.33g (82mmol) , [A] I Z220m1 , INFAET0~T75°C, i ¥ S W1 . 5~2h, TLCAS I 2 3. 5¢
Yo g, B E20~25°C, fRIR A RE S N . 0~1. 5h, $hiE , S A H BT S ke 3, 50°C &
2 FE T4 10h, BRFL S P VI, BE R 9T . 2%, 4l E99.8% , i K 4%0.01% o

[0151]  Sijiifs) 38

[0152] =[BRSV 35.0g (78. Immol) , 1-JR-2- T %k25.97g (195.25mmol) ,
BRIRZ496 . 89g (82mmol) , Xt — FHZ£200m1 , Jn#A70~75°C, fit#k M 1.5~2h, TLCA I 2
e EE S BRI A2 20~25°C , AR IR RE SOV 1. 0~1 . 5h, HhE , JEDF FH S N BT S peis g,
50°C HL 2 BT 10h, BP1HAL G W VI, BE/RWLZR97.8% , 41299 7% , iix KEEA%0.02% o

[0153] Syt 39

[0154] =[R-SIV 35.0g (78. 1mmol) ,1-7R-2- T 4t10.39g (78.1mmol) , =
Z %8 .30g (82mmol) , 48— 2K 180m1 , IN#ET70~75°C, it #E M1 . 5~2h, TLCK I jz B 58
YR PR 2220~25°C , SREAEFE ORI T. 0~ 1. 5h, livig , JE D FH A AR 4T R e % L 4, 50°C 31
LT HR10h, AP VL BEARULHR96.9% , 405£99.8% , e K B0, 01 %

[0155]  Sijitifs]40

[0156] =[S MAALEYIV 35.0g (78. 1mmol) ,1-¥R-2- T 4k27.0g (203.06mmol) ,N,
N- 5 4 810.60g (82.0mmol) ,N,N- — H 3 g A% 200m1 , INFAET0~75°C , i Fk B
1.5~2h, TLCK: I f2 B 58 Y 5 L IR 220 ~25°C , {ia i bk )R Wi 1.0~ 1. 5h, g, JEVFH 2
BT SR P& HhiE , 50°C B 25 B T4 10h, RIS AW VI, BE RIS 97 .8% , A% 99.6% , it K
FZ40.02% .

[0157]  fLAEWITHIH 4%

[0158]  sjitifsl41

[0159] =0k MM AN-A Y VI35.0g (70.0mmol) ,R-3- (Boc- % 3E) WRIEL9 . 6g
(98.0mmol) , FH2K280m1 , INF#A & 60~65°C , Hii bk R iA g, B AR P IIA = (RS &
FH15.3g, (91.0mmol) , &4 E60~65C , Fi FF: e N5 ~6h, TLCRL I [ B 58 8 J B iR &
20~25°C, I\ 4lifk 7K (150ml X 2) ik , MR k7K 150m1 ¥ isk , A HUF I N I&E &= 75 /K i R
BN I o R TR, R IR 46 2 2080m 1, IR CL e 100m 1, B 2 0~5°C , fil #EAfr dh Z2h,
HHE , S 8% (50m1 X 2) 4T ki, Fe , 50°C HL 45 & T4 10h, BI#98- [ (3R) -3-#U T 4
PRIE - 1-IRIERE ] -7- (2- T he-1-3) -3,7- Z&-3- - 1- [ (4- FE L -2- sk 52 ) FRY
B -1H-VES -2 6- i, BEJRINRIT . 8% , 4lifE99.9% , Fr KH#20.01% .

[0160]  Sjitifs42

[0161] =i M AN-S Y VI35.0g (70.0mmol) ,R-3- (Boc- % 3E) WRIEL9 . 6g
(98.0mmol) , FH2K280m1 , INF#A & 60~65C , Hii bk 2 in g, B AR P IIA = (RS &=
FA12.9¢g, (77.0mmol) , 4k 44560 ~65°C , it P [ N 5~6h, TLCAL I S5 37 58 B I B3, 22
20~25°C, NN 4lifk 7K (150ml X 2) Wik, Mo A1 k7K 150m1 ¥eisk , A LR I N I&E &= 75 7K i R
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BN I o DR TR, DR IR 4 2 2080m 1, IR CL4e100m 1, B 2 0~5°C , fil #EAfr dh Z2h,
8 JEVFH B (50m1 X 2) T H Pk, 3, 50°C H 25 B TI510h, BI438- [ (3R) -3- T 4
PRIE - 1-IRIERE ] -7- (2- T he-1-3) -3,7- Z&-3- - 1- [ (4- FE L -2- ek 52 ) FR
B -1H-VES -2 6- i, BEIRIER96.7 % , 41599.9% , fr KH#20.01% .

[0162]  Sijififs]43

[0163] =k M ANAYIVI35.0g (70.0mmol) ,R-3- (Boc- % 3E) WRIEL9 . 6g
(98.0mmol) , FH2K280m1 , INF#A A 60~65C , Hii bk R in i, B AR P IIA = (RS &=
423 . 4g, (140mmol) , 4k L35 60~65°C , Hit FF: [ N 5~6h, TLCAL I Js o 58 5 e » B il 22 20
~25°C, INANZEALIK (150m1 X 2) Pk, A& $h7K 150m1 BEk , A HLAH I IS 8 0 /KB RN
TP BEBR T AR, DR IR AR A 2980m 1, JIAFR e 100m1 , R 220~5°C , HitFEHT Sh Z2h, dh
P8, PEVEH 21 (50m1 X 2) FT B, g, 50°C B 25 5 T 10h, BI758- [ (3R) -3- U T &k
B FE-1-URIEFE] -7- Q- T He-1-38) -3,7- & -3-F L -1- [ (4- FF L -2- s I ph ) H L T -
IH-VE0A -2 6- i, BE /RIS 97.8% , 41 99.8% , i K H#L440.01% .

[0164]  sZjfifs)44

[0165] =[BRS Y VI35.0g (70.0mmol) ,R-3- (Boc- % 3E) WRIEL9 . 6g
(98.0mmol) , FH2K280m1 , INF#A & 60~65°C , Hii bk R in g, B AR P IIA = (RS &=
FAH11.71g, (70mmol) , k%I 60~65°C , i +f: [ 85 ~6h, TLCRL I B 56 58 =, B i 2220
~25°C, IMAZifL7K (150m1 X 2) Feigk , AN /K 150m1 8% , A HUAH IS & 0K i B8
TP o PEBR TR, DR IR AR A 2980m 1, JIAFR e 100m , R 220~5°C , it AT b Z2h, dih
P8, BEVEH 21 (50m1 X 2) FT B, g, 50°C B 25 5 T 10h, BI1$8- [ (3R) -3- U T &k
B FE-1-URIEFE]-7- Q- THe-1-38) -3,7- & -3-F L -1- [ (4- FF L -2- s I mph ) HH AL T -
IH-VE0A -2 6- i, BE /RIS 96.4% , 24 99.9% , F K E#L440.01% .

[0166]  Sijiif545

[0167] =k MANS Y VI35.0g (70.0mmol) ,R-3- (Boc- % 3E) WRIEL9 . 6g
(98.0mmol) , FH2K280m1 , INF#A A 60~65°C , Hii bk 2 iA g, B AR P IIA = (RS &=
Fe4H24.60g (147mmol) , R % 60~65°C , i+t [ 8.5 ~6h , TLCRL I B 56 58 5, B iR 2220
~25°C, IMAZifL7K (150m1 X 2) Feigk , AN /K 150m1 8% , A HUAH IS & T /K i B8
TP EBR TR, PR R AR A 2980m 1, IIAFR e 100m , R 220~5°C , HitFEHT Sh Z2h, dh
P8, YEVEH 2 (50m1 X 2) FT B, g, 50°C B 25 B T 10h, BI198- [ (3R) -3- U T &k
B FE-1-URIEFE] -7- - T He-1-38) -3,7- & -3-FI - 1- [ (4- FF L -2- s I b 3t ) H AL T -
IH-VE0A -2 6- i, BE /RIS 9T .8% , 41 99.7% , F K E#L440.02% .

[0168]  Sjiif5]46

[0169] =[P IMAAE Y VI35.0g (70.0mmol) ,R-3- (Boc- 2 %) WRIE 25 . 24¢
(126.0mmol) , F ZK280m1 , IIFAE60~65C, Pk B HE M, BT F I = (= F3EaES)
FAIH15.3g (91.0mmol) , k£ IR 60~65°C , it £ S N 5~6h, TLCK I 52 I 56 ¥ ), B IR &2
20~25°C, I\ 4lifk 7K (150ml X 2) Wik , Mo k7K 150m1 ¥eisk , A LR I N I&E & 75 /K i R
BN I DR TR, PR IR 4 2 2080m ], I IEBEE110m1 , B 2 0~5°C , fil #EAfr dh Z2h,
8, JEVFH B (50m1 X 2) T H Pk, 3, 50°C 725 TI5:10h, BI438- [ (3R) -3- T 4
PRIE G- 1-IRIERE ] -7- (2- T He-1-5) -3,7- & -3- - 1- [ (4- FE L -2- sk 52 ) FRY
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] -1H-VENS -2 6- i, BEIRUNER96.8% , 41115 99.9% , e KH240.01%

[0170]  sEjfifsil47

[171] = F R I AL &P VI35. 0g (70.0mmol) ,R-3- (Boc - % &) WK 1E 28 . 04g
(140mmo1) , H2K280m1 , IN# A 60~65°C, Hi bk R IEAE , B AR P IIA Z (ZH IS 2
15, 3g (91.0mnol) , 4k SEAEIR60~65°C , 5 H R W5~ 6h, TLOK M I 52 HE s WA 320
~25°C, IINZEAIK (150m1 X 2) Yok A £ 2E7K 150m 1 e , 45 HUAH NN 3G 2 T8 7K B BR A
T VERS THRF, IR A £2080m], DA IE E52120m1, BEIR 250~5°C , SERERT #2020, Hl
U TRV 2B (50m1 X 2) FT 3 Beisk , b€, 50°C H 45 B4 10h, BI58- [ (3R) -3- U T %k
L WRIESE] -7+ (2 T 120 3,7 -3 -1 [ (4R 2k L) ] -
LH-FEE0% -2, 6- il BE AR IR 2297 . 8% , 499, 7% , i K 8140.02%

[0172]  sijififs48

[0178] = [ Bk N\ AL 41 VI35 . 0g (70, Ommo ) ,R-3- (Boc - R JE) UR I 14.02¢
(70mmol) (70mmol) , F #£280m1 , MIFNE60~65°C, i £ B VA, BRI T IDN T 3485 . 8g
(91mmol) , 4k 4L 60~65°C , it #F [ N 5~6h, TLCH I SN 58 B I, B IR 2520 ~25°C , I\
Aif K (150m1 X 2) Pedk , AT B Eh /K 150m1BEEs , A HUIN N & & JE /KB BR B T4 . JERR T
55, DR IR GG 2980m 1, A7 iR 140m1, BFIR 2 0~5°C, HEFEAT F: 2020, ShiE , JEUHH 2
B (50m1 X 2) T H Bk, ;e , 50°C H 4 T4 10h, BIF38- [ (3R) -3-FU T IR k- 1- Uk
BEE] -7 (2 THR-1-38) -3, 7- -3 HE- 1- [ (4- - 2- WEMRIHIR) FIE] - TH-1ns -2,
6- M, BE /R 2R96.5% , 415 99.9% , Btk #440.01% .

[0174]  SEjifif549

[0175] =B I AL &P VI35. 0g (70.0mmol) ,R-3- (Boc - %) WRME 29 . 44¢
(147 .0mmo1) , F2280m1 , I ZE60~65C , iHE 2 AR , B URY P IIN — S S ik 4
9.7g (91mmol) , 4B iR 60~65"C , 1tk S N 5~6h, TLCK I 52 B 58 B i , BT 520 ~25°C
IS K (150mL X 2) Peidk , A1 £ 7K 150mL e , 4 HUA I\ JE e K B -4 0
48700 DR 9 45 52080 1, I TR 130m 1, WE I B0~5°C , BT i 202h, S , 6 0%
CBE (50ml X 2) T Pedk, ik, 50°C J 2% B )5 10h, BP45.8- [ (3R) -3- A T A kI 2 2 - 1-
DRG] -7~ (2 THe- 1-9) -3, 7- -3~ FF A= 1- [ (4 FF - 2- WEIARIHR ) ] - L1 - TR -
2,6- M, FE/RULHOT. 8% , 41[E99. 7% , B K #.440.02% .

[0176] Ak HUTT A %

[0177] 5 f550

[0178] [N AIASL. T1g 8- [(3R) -3- AT SAFRIL AL - 1 -WRIEHE] -7- (2- T hk-1-
BE) 3.7 -3 FREE 1 [ (4-F L0 MEMEIKIL) F LT 1H-MERS -2 6- i, 100ml FIEE,
60m1 7K , BTIREE TITFJRHERE A 2 1AL 86~ 9h J ARl 28 5 0, A7 1 [k o ik 9 , D
/b R I, TH S IR BT | BRI 06, 8% , 4299, 9% , i K 284%0..01% o
[0179] X Lb s sl 1

[0180] [ —/N2L=T1IN, B AN908g (3.7mol) 8- -3~ FH AL FH RIS, 574 1g (4.442mo )N,
N- 53 2 (DIBA) ,591.1g (4.445mol) 1-3-2- T %k, AR 121 FFJE HEFE , I #E B30
R, A~ B S 45 R o SRR 74 0 R 22 5 08, 9 PR AL R ¥ 1 S e o
TR JEAE3- FE-T- (2-The-1-35) -8- 15 HMEA 3007 4% , 4191 . 7% , f5 K HL 4%
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2.5%.

[0181] [ 10L/R NS N IIAG550g (1.851mol) F 3574463 . 3g (2.405mol) 2- 5 Fi Fs-4-
SRR, 332.6g (2.407mol) B BREH 2 6L (— FH 2 W% , DMAC) o it 41, IN#A & 75~95C )
V., 7~10hJ5 )R N5, A HIFF IR 2265 CLL T, I SL B F0. 5~1h, I 3E, JEVEAH 1L H
WS o BT A3 8 10 FH 2L /K 3T 3, il €, JEUF B LUK, 1L B e, 15 i 0 B 0F, TR 5 151 -
[ (4-F s b - 2- 6) FRJEE ] -3-F L -7- (2- T k- 1-38) -8- IR BN 3R 79 .4 % , 4l )&
93.5% , I NHAR2.7% .

[0182]  [A]10LJe M4 N IIAN700g (1.54mol) b5 7=#)464.1g (2.32mol) (R) -3-Boc- 2 FENR
WE,854g (6. 18mol) BRERHH , 3. 5L H A Bt , Iz [ (Tl [mlam) » [ B il BE80~85°C
SN 28~ 35h 5 [ B 45 LB B N4 . 5L T0°CHUK , IR NP PRS2 1S M5, M7 HY AR . o g .
IR AS A AR FHSL 65~T75CH#UKFT I, 212 % 22 % iR fa ik U8 - DR DR H KPR % , T8 )5 1%
8- [ (BR) -3- U T AL L - 1-WRIEHE ] -7- (2- T he-1-28) -3,7- & -3-FE-1-[(4-
FH L -2 - I b ) B L] - TH-MEER4 -2 6 - i, UL %R 80.6 % , 4l 94,6 % , e KHLA%2.2% .
[0183] X Lb skt f51)2

[0184] Mg fbAWM8-1R-7- (2- T Hedd) -3- FHAL BN 54g (0.182mol) , b & 42 F FH 2 -4 -
FH L s IR R 40 (0. 2mo ) , B EE£8150g (0. 364mol) , flifr4H0.6g (0. 04mol) ML NI,
SRIG IINNMP270m] o 6 FE T+ 2240 ~50°C , Fit £ 2~ 3h o TLCA I e B2 58 ¥ &, I AL & IR -
3- (Boc-Z %) WRIE36. 5g (0. 192mol) , 4k &k Jz )8 3~4h, TLCAZ M (DCM:MeOH=20: 1) J J¥7 58 H&
Je AT Ak, PR A = .

[0185]  JEAbEE: In AN S M Ki540ml , 7K 1080m1 , i Ff 48 AR I - 43, 7K /= H (270m1 X
2) DOMAEHRL , & H A HUAR ; N1 % BB /K 7 500m L 56 145 LUK, M A S AR e 5 LR A3 A HLAH «
F UM ZE T 0 35 €0 [, SR 5 NN ZBE300m1 , A Bl I, 2218 0 in /K 300m1 , [ 6 &
20~30°C, i HE2h, #hyE , JEVFH20m1 Jo7K L EEHE SR .60 ~T70C 3 X5 ~6h . 154 548 -
[(3R) -3- U T A RIE R I -1 -IRAE S ] -7- (2- T hR-1-38) -3,7- “&(-3-F&E-1- [ (4- F 2&-
2- MWL) FR L] - 1H-PEERg -2, 6- -, ;= 2:86. 7% , HPLC4E5£93.5% , it KEE242.8% .
[0186] X Lb skt 3

[0187] e MR NN A 150m] , b A48 -1 -7~ (2- T hRIk) -3- FIEEEIES 10g,
A2 - G -4 - F SRR T . 13g, BRER 19 . 30g, DU T 2 ¥R4b 420 . 6 1g . Bt £ R TR 5260
C, R N6h, 13 25— S SR o 0] 55— SR R I A YIR-3- (Boc - 2 55) IRIES . 2g, THIER
275C~80°C ¥ 167N i 825 B[] [ AR 52 H 3 in200m1 7K, v 0 58 B2 J5 B 2225°C
L2/ s ik UE, TS A AR 45 °C 1A TR E 13 2L & 48- [ (3R) -3- U T Ak 2 k- 1 -
WRIEFE] -7- (2- T He-1-28) -3,7- & -3-H2E-1- [ (4-FF 2L -2- bk It ) B 3] - 1TH - WER4 -
2,6- M, BERINERS5.4% , 4lifF:90.7% , B K 4%2.1% o

[0188] X Lb sk jtifsl4

[0189] ¥4 (23.0g,1.0mol) FITE/K . (500ml) N 2L [ NI HT , S i 4 1h, N 3
fIR (37.1g,0.50mol) M2 .18 (34.9m1,0.50mol) , JIHA B 6h o 44 B B A H1 &8 25 8.
3 (1L 2T e R P 25 17K (100m1) A, i ndmo1 /LER R (200m1) ¥ 22 pHT , UK 4+
Lh, ik 38, JEUF /K B 45 5, 19 i AR 6 - 02k - 1 - FF 28 R g , BE R U902 % , 4l -
94.7% , B K HLAR2.5%
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[0190]  Hf6- 21 - F L JRENE (60.0g,430.0mmol) « ZE4H7K (300m1) F1 Z.F& (120m1) Jn &
LS SEIR A, SR i TG I ) 4 B4 IV A e e (43 .5, 0. 63mo ) FRI/K VAR (240m1) , 50 °CHit
ST h o 4 N A B 2 S AR SRR S B Lh, 33 JEDRK O UKOK (100m1) oK 2,
(500m1) PEvs , Yol R T4 , 7545 0 [ 44 6 - 2 ik - 5- VAl 3 - 1 - F 3L PR s, R /R W91 .5 % , 4
[$:92.5% , I KHA42.3% ;

[0191]  Kg6-2JE-5- W AHE-1- AL SR nE (60.0g,0.35mol) F125% 2 7K (600m1) Hi %= 2L
SNSRI N AR ER AN (215.0g,1.23mol) , T-50°CHtdE /e M 1h, [ M iRA H1 &=
T, Pk Rk SN 8h, i E L SEGHR YA KK (100m1) Ak 2. (500m1) Weids , Vi T8 , 153%
T [R5, 6- A dE -1 - L RIS, BEJRISCRT0.4% , 4l :94.9% , e KEAZ42.1% ;
[0192]  #45,6- —5 - 1- FEE R IE (40.0g,0.26mol) AZEME/AK (1L) ANZE 2L S H , i
AN (29.5m1,0.77mol) , A ARIT M ANAAISh, v 50 & S, IS AL 8 (51 . 2¢,
1.28mol) 7K VA » 4K B2 M1 Lh, [ NRA H1 82 %0, I2mo 1 /LERER (300m1) 1 ZEpHT , VKIS i
Pe1h, 138, TR UHK U VKoK (100m1) K 2B (200m1) ik , 980 06k , 13 35 0 [l 44
3-F JE- 1H-ME04 -2 6 (3H, 7H) - i, BE/RURZET1.2% , 4l 93.7% , Fe KL 4R2.8%
[0193] [ 1L S AP I N3 - FR 3L - TH-M04 -2 6 (3H, 7H) - — i (30.0g,0.18mol) . Z FR4A
(29.6g,0.36mol) FIIK .1 (460m1) , IR (11.1m1,0.22mo1) , FFild 2265 °CHii k= Mi2h,
A EVE IR, 1 e, VR YR H 2R (50m1) MK (100m1) ¥E i » I35 T4 , 45 (1 € i 443 - F
HE-8- - 1H-ME04 -2 6 (3H, TH) - M, BE/RULZRT78.0% , 4l JF:91.2% , fe K J42.6% ;
[0194]  ¥43- HIE-8-JR - 1H-MEp4 -2, 6 (3H, 7TH) - —f (30.0g,0.12mol) N,N- — S A % 2 i%
(DIEPA,26.3m1,0.16mol) FIDMF (360m1) MNZ 1L R, N1 -3 -2- T F (11.8ml,
0.13mol) , M F:12h, In AZ&187K (300m1) $+£0. 5h, i &, JEUHK R A UKIK (100m1) FHoK
LT (100m1) Peisk , 9 T8, 15 1 i fA8- R -7- (2- T Jedk) -3- H 3 - 1H-IE% -2, 6 (3H,
TH) - i, BRI T9.0% , 4l :94.6% , e K442, 4%
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Wk (13.0g,67.0mmol) , FFIEL 290 CHiF: ) Bi6h o ¥4 E1 & %, I\ B /KRR 8 (27 . 9¢,
0.20mol) F1 (R) -3- A Rk g — Eh Rk (17.3g,0. Imol) , MR E 80 CHE+E ) N 8h A A FE =
IS P ZE BRDME , I N & H ¢ (100m1) , i PE0. 5h, 3k 38, 3E9F H — & H ¢ (50m1) Pk . B
PEVBR AR, IN10% UK 2,188 (300m1) , FE#E0. 5h, A — & H 5t (100m1 X 3) 355 BUK A 10 %
B BRAM VAT (200m1) I 25 pH8 , - F &0 F ¢ (100m1 X 2) REHL, Jab FE i 4 , B AR A T &
He AR, TS TE R (10% ~25%) , I B3 1h, 72 G e BR Jim T e , IR 4B I8V, e) 7 34
HOI N SR A (12 10) BB G VAR, SEFEAT K 1h, i 3, JEUFT45°C T4, 158 A A ]
R FNTT , BEIRYCERET.0% , 45 :95. 7% , Il K HL442.3%

[0196] X Lb st f55

[0197]  ¥5400m1 1] 2,2 100g (1) 3 - FH 2 - B IEEA4 (0.6019mol) F74gl¥) Z. 124 (0.90mol) 7
25~30 CHIANECA B bk 28 B R R A IR A DI FES ~ 10080 3 HA R 210~15°C . [
ISR A YNZE T BRI 144 . 2g IR (0.90mo1) 2960438 3 HK iR 7t 5 260 ~65°C 5
TRAF3~ /NI o [ B 58 BT 5 4 S SR 7% £ 22 15~ 20 C I HLZ2 18 5 80 0m 1 I DME 7K
VR o I NTR B IR 2~ 37NN o T Y SR A5 1) [ 44 5 H FH DME 7K 5t o 4 DME 7K 1 2%
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MRS (0. 4081 /K) 720~ 30 CHS N 2 L & A T E i FE 48 - S FNR R <1 0 57+ (R R e i
3 A HES - 10438, DAFRASE B VA TR - ££25-30°C A [ S VRS V) 22 18 Vs N8 1 . 45y 1- 4 -
2- T (0.61288/R) , 3 HLAEF R IRE N IR ¥ R PR A3 -4/N o R BITERRZ J5 » 1%
I I12000m1 (1) ¥ HIDMF /K 28 e NV &9 JF HAE25~30CHidE1 -2/ o ik € 1] 44 5 H H
100m1 FIDME7K e o 449 i A4k gk Ak 22 [ S e, 5 HLZERE700m L 1 FRRE , FFR- R FE T v &2
60~65C HARFF6073 51 o B S NV A A H 2240 ~45°C F HARFF60 431 o 1o 968 [ 44 5 H
100m1 [ B BE PR s 7E40~45 CFJ5~8/INIT , 193 - F 2L -7- (2- T e - 1-2%) -8- VR - I IS,
JEE RIS #280.2% , 4l 95.3% , lt KEAZ3 5% .

[0199]  #4700m1FIDMSO.77.8g2- (SUHIZE) -4 - H 2 - Rk (0. 4038 £ /K) < 100g[1)3- H
Fe-T- (- TH-1-38) -8-JR-BERERS (0.3365/8/K) 0. 5gll T FE R4k 4% F155 . 8g i TL /K R IR
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