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B RS R = R = (IE ) WS L = RS EIR 5 E
ﬂ%@(ii\

[0218]  YEATE L3k e S A A IV 77, vl B 28 5 B («) J5 e Hp s 1R 710 IR R 1
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[0219]  J¢ SR FEIEH A -20°C ~+30°C, 3% N -10°C ~+20°C , S N B B H 3R T g 7 R AE
2 N e E RN

[0220] R &5 S, BERSIAS BRI &9 (Te) BT, ] LAZE A B HT A5 LR L 3@ it )
SRR ST 34T 22 UR R TR 4 T B () 7R R B I TR ) 98 TR A X R A, AT AN
SNV R R AR AR BT A SR A SO () AR 2%, K A B PR A R M TR R R
52 A (D) B RN

[0221] 2Rk, @I 7R IE MR B A7 AR A a0 IR ARFEAR B B S 1 &4 (Te)
FHREE SR A RS () R, TR S 2L A1) (2) -

[0222] YRR M, al Flzs B an: (D) EES WA (Te) BV A4 FBR ) 7 7713 i
MBS (D) s WA N BSPEAT IR 73 (1) TEE S &Y (o) MIRGPAT
KA A () P IRI Inm, 5 A W AT SRR 0 7 (i) TR EfL
HH) (1) FIRREIEFNE R AR IR S &9 (L) KT AW, 5T 453 N AT R 725
[0223]  FAXFA K BHIR S R AL &4 (D 1B /R, 2K AL &4 (1) 14 @ % N
0.3~0.5E /K, ik H0.40~0. 49 /K,

[0224]  ZKFEEAL A (1) W]V g T AL 7R o 48 A

[0225]  fE Al A HLAER], fT 5128 H 5 iR (o) 5ikad loR A HLEE R H BERT A BLIE
A o Al AR AR

[0226] N R, BT 5128 H « = 20 i I e S5 LA s S0 A0 B0 S BRI N« R R S &5
TEHLK -

[0227]  AHXF T8 I AR B IR &P AL &9 (1) 1B IR, Bl ) 436 FH 20 i 1 ~ 388
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[0228]  J¢ ML FEIEH A -20°C ~+30°C , LI N -10°C~+20°C , S N B 8] 3R T g o7 R A
2 N e E RN
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[0230] k&%) (Ib) 9 b3k (Tb) HHLAQ-S0,-0- s 1 B A (QFR 7~ H 5 R Sk a4 - 2
RIS FIEY G &9 (Te)) BIELL T , BB QiDL N X FEHEAT AR B A (2)
[0231] 20, 7R MMVE A I = O R IR G i e (4 - (A R0 I e 55
BRAEAE NEAR K IR A 5:Q-S0,-X QER S FR AR & X XRRx & E 1) B
TSR o1 52 7, {4 A B ATV & ) Ech/\% (D & (Te) o

[0232] XS T A K AR A R E Y (D 12495, B 8 R IEH N1 ~34 5.
[0233]  FHXSTAL&9 (D 1248, Bl =8 N1 ~3 4 E.

[0234] £k, L_JiX]Lﬂ:J:l_T?@JE/]@.Aﬂﬁ/\%(Ie) 1R SR G SRR EY (1),
5 & B) B D BR2[F R AERRAE R N HEAT IO, T R e &L &4 (2) .

[0235] RSN T7, AT B2 AN : () TEEE 1 &9 (Te) HIVR & P FIHR 1 75 770 ¥ 0
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IR AL S (1), W N ST R 775 (1) EESEY (Te) BB G
R WAL A (1) BV TR R IS IO, 043 N S AT B RE I 3 s (111) FER H AL
&) V) AR FNE R PRI S A (Te) FITRA W, X 43N Bt AT Wedt 0 771k .
[0236]  ZRHIEEAL AW (1) BEWE R H A B J7 il « 7540, RS AR 4 B 75 06 & i & 1 7
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[0237]  mhanbh EIRFEH AT AR BIMAL-GH (2) T &, BEEAE A B AT B 15 L T K I B
W R T R R SE (3) R,

[0238]  5) EMENAED (ITD) B fliE T 1%

[0239]  AKREMREGMAEY (T1D FHIEITEREHEE T R ER R A K L&
Y () K& TTER R EY Q) 5 MR Q) Gl RERER 7 a#E ki T Hoh 1
~ 20/ G LI, Ax R Be 8 LA B 1 05 B L] ) s I LS P IO (CF 38 J 37
) o
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{111y

[0244] A, AnFon 5 FIRAMEFER & .
[0245]  RF/RNER T B H Be i BA BRI Bk i 120 1~ 20/ G WL .
[0246]  {FE NRIIR IR T ECN 1~ 200G WL, FE o e B 6, B A, oy 7128 Hge iy B A
HA IS i B i H0 1 ~ 2080 e 22k | B 8 LA AR B i I Eoh 2 ~ 20/ Jd B e e B
HARHE B ik B 1 H0 2 ~ 20 B it L e B A A ik I 1 B0 3~ L2 3R e Bk L Bl L B
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A1k H 57 BRI AN T & AR 20— T BRI R T HO2 ~ 200 A WL 145
[0247] XLl E9R, PRI HE TS B A BUREE R B IR T 5091 ~ 200 b 2 | e 8 B B
IR IR 5 BN 2~ 200 I 2 L RE 18 AT BORCZR I B IR 1~ B 2~ 20 b e L BTk B 5 & Ik
KRN BRI P 1) 2 D — A 57 F IR IR T O 2~ 208 A LR A

[0248]  {ENRA e W B A BURE B IR 5 BUON 1~ 200 b B B SR 5~ B 1~ 200 b
AIFNAS AR (OB RN BE R N B VIR T B R TR T R L - SR AT 2 R
THEVIE I A R IR O R O IR IR IR R IR IR
25 N1 S Rt 78 N oy Rt 7 SN i V18 75 N i e 17N i VA 77N | i e 1y /7 N ot /AN 7
BB Uk I bR AR B 5 B U B R SR T RO T~ 201 e 2k 1 B R T H0
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A FN 2 SR PR (2 - Db (R R) T bRIE L 2- TR AR (3T L L2 - bk
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23



N 107428672 B W OB P 19/60 T

FIE T B A IR B I s L 2 RS R T O T ~ 61 i3 H AR
LA HE RN RIS IR T BN L~ 6 J S« il A s IR (SRR A DT Ak RN R BRI (B
CLIE 255 S T O3 ~ 8 FA ke 5L 5 -C (=0) -R*; -C (=0) -OR®; -SO,R"; ¥2 34 Horh , R*\R°E
w5 BRI .

[0258]  RIKAATIE H J5 & SR T & AR 10 22 /0 — AN 05 BRI B IR T4 2~ 20
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{lla)
[0292] #ERAREIHM3N N, RSP A T (Va) sy a-1,4- b
TRWES10.0g (47.83mmo1) FNFR K 3 F AL fk (CPME) 200m1 o ) A i A =X (TVa) Firas g4
(6- MG IE - 1 - VAL Ky (KB 4E3E A |l filig) 12.64g (47.83mmol) , 4 [ B 2512 N UK
W A8 S IR R0 °C o 42 T R, DR IROREIR N IR AR R AE 10 °C LA T 12 T I 543 Bh 9% 15 Hh iR
AN T =4 .83g (47.83mmol) Vi NS e , A 43BN 2541 18] 225°C , ik — B 4 dE 717/
B o

[0293] 7453 B 58 NN 7818 7K 100m1 , 7625 CHEAT T 2/NSHE 38 J5 » K 24 & 3
i A0 . 5mo 1 /LI A1 2K — H B & A A S A AN A R 1) 2 i R (pH: 5. 7) 250m LA HLZ
TEVE2UK G , B s A

[0294]  7EARBIEHLE I IE S AE800m 1 , {8 45 S b7 H , SEEUAT B 1 45 0 o 3ok e F
IECEEE G, BT (AR AR 3 117 84g MR &1 .

[0295] P ddUif AH (A (HPLC) XF 15 2/ 45 & 34T 0, AR IE M &R 47 T e &, 45 T
H1,E,5713.04g (31.16mmol) {1 Bk (Ta) AR R GV EY) (CLR , AR AR “BLEE )
.84, 76g (7.15mmol) 1) iR (11a) B R &AL G (LR, AR “ 18 .)
[0296] 4, FI'°C-NMR (DMF-d7) f 45 3 (1 45 S E AT 047, B0 T 1, 4- 3 b BRI &
&, 4R, S E N40mg (0.23mmol) . 2% H AL R EETHE BER & &, 5 IR 2, s & &
80.84mol % , W& & & 18.56mol % , AW ke R IRII & & :0.60mol % .

[0297]  (sjitafsl2) VB & 20 i)k

[0298]  44E M 8 v 71 (I CPME200m 1 % 5 9 VU S i (THF) 150m1, B b UL 4, 3#E47 7 Haz
Tt 5 LFIRE R 3 LA R 4931 171791 g € [ 44

[0299] R 5 SEta i 1 R AR 7 v mN 119 B 00 B i R 2 s, 45 SR mT %0, 6145 12.89¢
(30.81mmol) HIME N H AR B BG4 4.98g (7.49mmol) Y B, 15 41mg (0. 24mmo1) [
O bt R IR - B2 H A R T BB R & 1, 45 502 BRI & /0 79. 94mo1 %, IR &
#:19.44m01 % , Ot —HRIRAI & & :0.61mol % .
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g, A5 14g (7. 73mmol) Y K, A5 43mg (0. 25mmol) FIFA L e IR TR » FH 2% H B ZHL 1k
bb B BE R B, S5 SR, PRSI & B 78 . 94mol % , BN & & :20.39m01 % , A ke R
MR & & :0.67Tmol % o
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[0304] ¥zt fol 1 7 (0 4R SR s YA FIFTCPME. 200m1 2 4t hy — 2, Tk 200m1 , [ b L 4b , 34T
TS R R AR LA SR A3 B 117 361 1 A A4k

[0305] SR FH[EIFEM A5y H0IA 1 40, &5 SR v A0, 175 11.91g (28.46mmol) HITE N H AR
HE, 55, 40g (8. 13mmol) Y K, f75 48mg (0. 28mmo ) FIFA Lt IR TR - HH 25 H HI ZH ik
BT BE IR A B, 45 B, BRI A 8 77 . 20mo1 % , SN A& 22.06mol % , FR Lkt 3R
PRI &5 :0.75mol % o
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TS [ R AR LA B A5 3 118 48 1) 1 A ] 44k

[0308] R FH[EIFEM A5y H0IA T 4R, &5 SR vl A0, f1515.07g (36. 01mmol) HITE N H AR
Hg, 53, 38g (5.08mmol) Y K, E527mg (0. 16mmol) FIFR L e R TR « HH 2% H B ZH 1k
BT BE IR A B, 45 B, BRI A 8. 87 .30mo1 % , B & & 12.32m01 % , FA Lkt — 38
FRIT) &5 :0.38mol % o
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[0311] SR FHEIFEM A7 iEIA T 4R, &5 SR vl A, f17513.48g (32.22mmo ) HIME N H AR
B, f,54.22g (6. 35mmol) ft) 5, €17 38mg (0. 22mmol) AP ke R R . HH &% 1 B ZH
b B BE R B, 45 SR, PRSI & B0 83.06mol % , BN & & :16.37Tmol %, A ki — R
PRI &8 :0.57mol % .
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[0314] SR FHFEIFEM 5 iEBIA T 4R, &5 SR vl A, L5711 26¢ (26.90mmo ) HITE N H AR
g, f156.45g (9.70mmol) Y i, £, & 50mg (0. 29mmol) (3R ke — ¥R 2 . 1 &% H 4Lk,
BT BE IR A B, 45 B AR A 8. 72.91mo1 % , —FSIM & & : 26.30mol % , FA Lkt — 3R
PRI &8 :0.79mol % .
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[0317] SR HHFEIFEM 5 iEIA T 4R, &5 SR v A, £15510. 56 (25. 22mmo ) HIVE N H AR
g, f155.68g (8.54mmol) Y ik, £, &58mg (0. 34mmol) (3R ke ¥R L . 1 &% H 4Lk
b B BE R B, S5 SR, PRSI A B 73.96mol % , eI & & :25.05m0l % , A Lk R
PRI &5 :0.99mol % .
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5 S 5 1 R RE R4  FLEE B 19 81 117 25 B Bl 4

[0320] R FHIRIRER 7 ik mfiA T 4R, 45 - mT 0, A 57 11.63g (27.80mmo ) HIAE N H AR
PR, 55.57g (8.37mmol) A i, £ 5 50mg (0. 29mmol) HIM 4t —RIR . B 2% B I ZH K
b H B B R B, S5 SR, PRSI A B 76, 24mo1 % , BN & & :22.9Tmol %, R =R
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AT T 5t LRI B4R LG B2 1538 171773 B Bl 4k

[0323] SR FHIRIFER 5 iEmfIA T 4R, 45 3 mT 0, A 5711 .80g (28 20mmo ) HIAE N H AR
Hifig, 1 755.88g (8.84mmol) ) s, £ 5 47mg (0. 28mmol) KA C Je —FRIR « HH 7% H I AL A%
OB BE R S, 4 R BRI & B 75.5Tmol % , IS & & :23.69mol % , FR b — ¥R
BRI 2 B0 0. T4mo1 % o

[0324]  (Szjtifsl11) VAW it

[0325] st 49 1 vp A4 g e 2 7R A CPME. 200m1 B 46 J9 B 2£200m1 , [ e LA Ab , 347 1
5t L [F AR B4 LA 2 19 31 117, 041 B Al 4

[0326] >R FHIRIFER i mfiN T 4R, &5 3 mT 0, A 57 12.30g (29.39mmo ) HIAE N H AR
FAE, L5 4. 70g (7.06mmol) i) K, €115 46mg (0. 27mmol) I e — R TR - HH & H B ZH ik
BO B BE R S, 45 B, BATIS IR & B0 80. 04mol % , —FEHI & & :19.23mol % , A e — ¥
BRI &5 :0.73mol % .

[0327]  (Szjitifsl12) TR A1 200 it

[0328] K5t fel 1 v (1 VE J9 s NP 7RI CPME 200m1 4t A9 THE 70m1 FIFR 4% 130m 1 (1) IR
BV, BRICLAAN  FEAT 1 5 S ] 1 R A (0 #4E  FLAE B2, 4331 116, 91g ) 1 (a4
[0329] >R FHEIFEM 7yl T 4k, 45 S ml 40, £ 27 13.79g (32.96mmo 1) [I1E N H b9
G, 53,08z (4.63mmol) ) &, 15 38mg (0.22mmol) HIFA bt —FRIR - i1 2% H 1Y 2H 1k
EO B BE R S, 45 B BRI & B0 87 . 1Tmol %, P8 & & :12.25mol % , A e — ¥
BRI &5 :0.59mo01 % .

[0330]  (sjiify] 13) VA4 13K il

[0331] 4492 f9 L B A SR s 29 77 ) CPME. 200m1 %5 #2 A CPME  150m1 FFR 4% 100m1 )
RGN, BRUCLAAN , 347 1 5 St ) 1 [ PE R B A LS5 AR 19 31 1717 318 A A il 4k
[0332] R HEIFER 7N 1 4R, 45 R ml 0, £ 713, 10g (31. 30mmo 1) IAE N H br4H
g, A5 4. 17g (6. 27Tmmol) 1) T, AL 41mg (0. 24mmol) [IFR Lkt IR IR - HH 4% H 1 4 1k
BU T 5 B RS B, 5 SRR, B G  A :82. TTmo 1 %, a5 82 16.59m01 % , A bt 3R
BRI &5 :0.63mol % .

[0333]  (szjitifsl14) VR AW 140 it

[0334] i it 5] 1 o fR 4 g s B2V 7 CPME. 200m 1 24 J9 — T B 100m 1 ACPME  100m1
TRAET, BRUCLAAN , 347 1 5 St 5] 1 R R R« FLEh 2 1931 117961 I il 44
[0335] SR A [RIFERI VAN 14, 45 R T %0, 1057 12.83g (30. 66mmol) HIAFE A H bR
FLTE, AL 55.09g (7.65mmol) 1) i, A7 41mg (0. 24mmol) FIFR Lt IR IR - Hh 4% H 14 1
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bb B BE R B, S5 SR, PRSI A B 79 . 54mol % , RN & & :19.85m0l % , A Lk R
BRI & 8 :0.62m01 % o

[0336]  (SLJitaff]15) VR &40 1 5 il it

[0337] St 5] 1+ (A A I B2 v 7B CPME. 200m1 85 36 9 — T 1k 1 50m 1 A1 FH 2 50m1 (1) V&
B BRI LA AN  BEAT T 5 St LR RE ) 44  FL e SR 15 31 117561 I Al 4
[0338] SR HHEIFEM A7 iEIA T 4R, &5 SR vl A0, 1512, 61g (30. 14mmol) HITE N HARAITI
AT, A5 4.90g (7.38mmol) B M, £ 5 43mg (0. 25mmol) HIIA e R R - B 2% B 4 1%
b B BE R B, S5 SR, PRSI A B 79.80mo1 % , BN & & :19.53m0l % , Ak =R
MR & & :0.67Tmol % o

[0339]  (SLJitafsl16) VR & 401611 il it

[0340] Wi 1 H (4 A I 2 7 571 - CPME200m 1 5 3 5 CPME 150m 1 A1 F 450m 1 [R1VR & 7
A BRIELAAN , AT T 55050 LRI RE I 3 L 2h R 4531 117 84 B 4l 4

[0341] SR FHEIFEM 71N T 4R, &5 SR vl A0, 1512 14g (29.02mmo 1) HITE N H AR
AT, f155.65g (8.50mmol) HY) M, £ & 45mg (0. 26mmol) HII ke R R - HH 2% B 4%
BT BE IR A B, 45 B, BRI A 8 76.80mo1 % , SN A& :22.51mol %, FR Lkt — 3R
PRI &5 :0.69mol % .

[0342]  (SEZHEfI17) VR A W17 il it

[0343]  fERARET R3O M ASF, ERRRFP AN T A -1,4-F Dbt ZREEA
10.0g (47.83mmo1) FICPME200m1 o [f] FLrf N4 - (6- UM BEAA 24 - 1 - LS Ky OK B 165
A 12.64g (47.83mmol) , 4 5 B 2592 N VKT, 5 [ 2R N IR A1 0°C o 32 1 R, 100K S v
AN ORFEAELOC LA N I 53 Bh A8 HI N T = £ /&4 . 83g (47.83mmol) i INZE W5
4N IR B 2)25°C , 3 — B4 dE 7 1N .

[0344]  7E15 B I S M\ ZE187K 100m] , 7E25°CHEAT T 2/ N iE 8 5 , 447K 2 i o 3
T PR FE Tmo 1/ L ) T T RS T B 2L RSP 2 i (pH < 5. 5) 250mLX A ALZ 34T T 21K 35 B
J& > W G ER BRI A HLUE NN IE 2 %e800m1 , {45 S i HY , ST HH 1 45 4
LI HIEC B e , 5 TR AE B a1 2 1 17.93gR & 17 .

[0345]  FHHPLCXIS 2 (1) 4 fm #E 47 20 B » FAR IE #h 28304 1 B 8 A0 T8 1) £, 45 SR vl A,
L5713, 14g (31.40mmo1) FIE N H AR S8, B8 4. 79 (7. 21mmo1) (1 — g, 534k, F1"°C-
NMR (DMF-d7) 5§45 2/ 45 d 3EAT 04, H T O R & &, S5 R AR LT .
HEHMARITEERESE, SRR, BHENSE:81.67Tnol %, “FHM & &
18.67mol % .

[0346]  (SLJitaf]18) V&4 1 81 il it

[03471 4 S it 511 7 v R 4 A S N2 8 77 (R CPME200m 1 5 A THR150m 1, B b A SR, 3647 T 5
ST R H A LA R, 4931 118, 01 g B 4 il 44

[0348] R HFEIFER 7L mIN T 2R, 25 5542 , /R0 B AR I 36 12, 99g (31. 04mmol)
5. 02g (7.55mmol) , PR bt R ER AT PR FE LA R o % B L AL T R R R B =
GEEL R PATEf A 80, 44mol % , B[N A1 19.56mol % .

[0349]  (SLJtaf]19) VR &1 90 il it

(03501 4 Szt 5] 1 77 (4 A I 8 35 7471 £ CPME200m 1 5 32 YMTBE200m1 , B It LA Ak , 3647 1
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ST I R A B A ) T 17 T9g [ € A

(03511 SR FHIRIRER I A 1 4L, 44502 110 B B i #1261 (30. 14mmol)
“BEN5. 18g (7.79mmol) B ELbE — HRRR RS MU FELA R « 646 1T B L AREL TS AR A 2
25 A B 5 79 4Tmo 1 % , I £ 19.56m01 %

[0352]  (SHtif9120) -2 4201 il it

(03531 &S {5 17 T 3 44 A9 S 35 701 I CPME200m 1 85 A — Z 8K 200m 1, Bt i A A1, 38647
TS TR R s UL 85 T 17 A5 [ (4

[0354] SRR RERO 7V B IA T ALR, 45 A2, R H AR HI A 12, 00g (28 68mmol)
R A5 44g (8.19mmol) , FRELLE —FRIR AR MIFR BE LA o B 4% E A ALl T SRS R A
2 B ARG S TT. T9m01 % , SIS &1 22. 21m01 % .

[0355] (S i f121) IR 21 1 it

[0356] 46 S M) 17k 4 1 A0 S SV AU CPMIE200m L 8 49 — T Tk 300m 1, B2 BB b , #E47
TSI T R A LS B A3 118, 59g ) [ (i

(03571 SR FHIRIRER I A 1 4L, 4R 1100 B B i) #0915 19 (36 29mmol)
“HEA93.40g (5. 12mmo 1) , FRELLE —FRIR AR MIFR BE LA o 6 45 E O ALl T SRS R A
g B ARG & 87.63m01 % , RIS & 12.3Tmol % .

(0358] (S i f122) IR 12211 it

[0359] 44 SHtifsil 17 i 4 o S RE VA FIFICPME 200m1 254 — 5 Pk 300m1 , Bk BE LA S,
177 5901 7RI RE R R f . FL 25 B, 193 117 84g ) (3 a1

(03601 SR JHIEIRE (R J7 LA IA T 4L, 45 92 1 AR ) 216 913 . 59g (32.4Tmmol)
A4 25g (6. 40mmol) , FRELLE —FRER AR MIFR B LA o B 4% E RO ALl T SRS R A
g AL ARG & 83.53m01 % , SIS 1 16.4Tmol % .

[0361]  (S2Htif5123) -2 4230 il i

[0362] 44 Ht {517 0 1F o SN2 5 I CPME200m ] B4 1, 2~ AU 2. 2200m 1, Bt
DLAN, HEAT T 5 S 171 RERR B o SE45 R 19 81 T 17, 84g P 1 €1 145

(03631 SR JHIEIRE (7 IR HIA T 4L 45 92 1 AR %) 2616 911 . 34¢ (27 10mmol)
496,50 (9.78mmol) L FRCLk —RER R TR FELL R o 4% 1 10 4L AR PG T SR AR B
g B ARG & 73.49m01 % , SIS 1 26.51m01 % .

(03641 (S i f5124) VR 02411 s

[03651 4% 552t 51 1 7 7 [ 6 A9 S5 ¥ 79 ¥ CPME200m 1 85 e 92~ T Bi200m1 , B 0L A 4T , 4T
TSI T R A LA B A3 116, 361 1 (A

[0366] R FHIFIRER I A 1 4L, 4R A2 1100 B B i) #0910 64 (25 42mmol)
5. T2g (8.61mmol) , 3F e — FRER MK MU FE LA R « o1 4 1 FO 4LARLL TS BE /R & I
25 SRR BTG 5 T4 T0mo 1 %6 , I £ 1 25 30m01 %

[0367]  (SHtif9125) -2 251 il i

[0368] 442 M1 7+ 10 A9 S L3 0 I CPME200m 1 B0 40 017200m 1, BR LA 81, i 47 T
517 [ R A 4R A L B 13 ) T 1733 (4

(03691 R FHIFIRER I A 1 4L, 4R 1100 b i #1172 (28 01mmol)
“ENS.61g (8. 44mmol)  EF b R KL TR RELA T« 146 T HOALAR Ee B BER £ R
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25 A L BRIGI 76..85mo1 % , I £ 23. 15m01 %

[0370]  (SHtif9126) -2 4126 1) il i

(03711 S 1 174 ) {149 JR 4% I CPME200mL B AR 7, 52001, B e B A1, i
177 591 71 AR AR  JE 45 L 1950 T 17, 810 1 [ 14 .

[0372] SR FHIRIRER I A 1 4L, 4502 1100 B B i) #1189 (28 42mmol)
“MEA5.92¢ (8.91mmol) , ATk —ERER KL IUPR FELL R o b 4 11 9 AL L TS R B
25 R L BIGI 5  76. 13m0 % , I £ 1 23.8Tmol % .

[0373]  (sjitify]27) TR A 271 il

03741 4592 M1 7R 10 A9 S L3 7O CPME200m ] 548 9 HR 22200m 1, [ Bk LS, 64T 7
ST ) R A B A ) T 17 13 (3 € A

[0375] SR IR RE R 7 IR AN T 4L 45 B2 1609 B AR I #6412, 39g (29 62mmol)
“MEA4.T3g (7. 12mmo1) L Rk —ERER KL IUPR FELL F o b 4 1 M AL L TS R B
GERLE , LRI AR 80.63m0] %6, I & :19.3Tmol % .

[0376]  (sjiify]28) TR A 428K il

[0377) 4S9 7e$ 6 1 g V273 7900 CPME200m L 8% 48 9 THET Om T 2455 1 30m 1 ()45
VA, BRE RS AT T 5 SR L TR R R R A o LR SR 4351 117,00 1 € 14
[0378] SR FIIAIRERF7 IR AN T 4L, 45 B2 109 B AR I #6413 90g (33 21mmol)
“MEA3.10g (4.6Tmmol) , Rkt —ERER K IIPR FELL F o b 4% 1 M AL L TS R B
GERLE , LRI A R 87.68mo] %6, I & 12.32m01 % .

[0379]  (sjiif5]29) TR A 29K Hili

[0380] 4 S 1 1 7 ) £y S ISV A0 CPME200m 1 £ 3 J9CPME50m | FIFREL 45 100m 1 038
BV, BRIELAON AT T S SEHEI LT IR RER R L SR A3 5 T 17408 1 €5 [ .
(03811 SRJHIEIRE M IR AN T 4L 45 942 1 AR ) 2156 913 . 20g (31.53mmol)
“ME 4. 20 (6.32mmol) , Rkt —ERER KL IIPR FELL R o b 4 1 M AL L TSR R B
2k BLRL PR 5 1 83.30mo1 % , HEAI A R 16. 7T0mol % .

[0382]  (SEjitif5130) V& &30 il

[0383] K¢St 51 1 7 RO A S S 2 ¥ 741 F) CPME200m 1 5 e )y — T ik 100m 1 AICPME100m1 ) I
BV, BRIELAON AT T S SEHEEIL TR RER R . HL A SR 7350 T 18 05l 1 €4 [ 1.
(03841 SR JHIEIRE (7 IR HIN T 4L 45 942 1 H AR ) 2156 912, 93¢ (30..90mmol)
TEA5.12g (7. 71mmol) , AT b R NI MIPR BEUL R o BH 2% B I e b 1 R B R &5 &
GERLE LRI AR 80.03mol %6, I & :19.9Tmol % .

[0385]  (SLjifyI31) &3 1 Hilid&

03861 45552t )17 0 1 A9 S S8 77 CPME200m L 5 45t 9 — T Fik 1 50m L AT FF 4850m L 9 388
BV BRIELAON AT T S HEEIL TR RE R S L SR 735 T 1765110 1 €4 [ .
(03871 SR FHIRIRER I A 1 4L, 45502 1100 B B S 912, 71 (30.37mmol)
“MEA4.94g (7.43mmol) , Rkt IRER KL IUPR FELA F o b 4 11 M AL L TS R B
25 R L BAIG I  :80. 34mo1 % , I £ 19.66m01 %

[0388]  (S2ifif9132) R £ 3200 il it

(03891 K S5 17 v (4 4 Dy Js S8 77 (¥ CPME200m 1 5 36 CPME 150m 1 A1 FF 2K 50m 1 ) VR
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VA BRICCAS 04T T S St 1 7[R AR B A LS SRR 15 31 117 93g 1 ] 44
[0390] R HHFEIFER 7k mIA T 2R, 45 5542 , /RN B AR B lE 12 24g (29 24mmo)
N5, 70g (8.57mmol) , PR bt IR ER AT MIFR FE LA R o % E L AL T R R R B
SRR PATE A 7T . 34m01 % , BN A 22.66mol % .

[0391]  (SLjitaf5]33) VR A 331 il it

[0392] FERARETHI3O M ASF, AR RPN T A -1,4-F Dbt ZREA
10.0g (47.83mmo1) FICPME200m1 o [f] FLrf N4 - (6- M BEAA 2 - 1 - LS Ky OK B 165
T 12.64g (47 .83mmol) , K5 [ N B3I NUKI » A5 SR N IR0 °C o 352 R 2R, 1 I
AN ORFEFELOC LA N I 53 Bh B HI N T = £ /1&4 . 83g (47.83mmol) i INZE W5
AN AR BN 2)25°C , FE— D HiERE T 1N CE75 B0 S S H NN ZE 187K 100m1 , 7125
CHHAT T2/ EBEE , K 2 FhH o 12810 B IR B Tmo 1/ LI T8 1 NS B2 A 2 Fsd 1Y) % v i i
(pH:5.5) 250m1 X A HLZHEAT T 203G VG » B & vh s i i o i 48 2106 HLZ AT 5 HE
K FAB NG HA ENFN0°C , FEOCHERE T VN G, i H 0 [ A4 i 8 20 B8 o ZE S8 P I IE
CLBE500m ] , A 45 S BT H  SEHUHT Y A0 &6 b K i D8 FH IE b is v Ja » B TR BB &
AR5 T 14. 34gIR 5433,

[0393]  FHHPLCXIS 2| (1) 4 fm #E AT 20 B » FAR IE il 28 3EAT 1 B 8 A0 T8 1) £, 45 SR vl A,
813, 14g (31.40mmol) FIAE Y H KR4I L1 , A5 1. 20g (1.80mmol) f) — . 534k, F"C-
NMR (DMF-d7) %453 (1) 45 it AT 2087, B O e 3R Joke MIRR BE LR o i &% B 2 L i
JBE IR, S5 R, BATS I A 94 .5Tmol %, B & :5.43m01 % .

[0394]  (S2jitif9]34) & &340 Hlik

[0395] YRR AHRET R3O M AH, AR RPN T A -1,4-F bt ZREEA
10.0g (47.83mmo1) A1 T H£300m1 . A FHH I A4 - (6- N IAEEE AL - 1- VAL K CRE £
Fa o FIE) 12.64g (47.83mmol) , ¥ [ SL AR AN VKIG , 1 [ RV N IR0 °C o 32 1 oK, 10Ky
R R AR FFAEL0°C LA R T 53 Bh G2 18 i N\ 1 — £ Je4 . 83g (47.83mmol) ¥ N4
WG, AN AR B 2] 25°C , g3 — B HEE T 1/ o 7E 45 B OB N ZE 18K
100m1 , 7E25°CHEAT T 2/NHE Ve G » ¥ 7K 2 S H o 3k i AR BE Tmo 1 /LA TS TR ARV TR P 2L 1l 11
e (pH:5.5) 250m LA G HLZ AT 1 200G W G , K e phids Wi H o ) 15 BT A AL
HEAT PR FE K A S M VA HNEI0°C, FEOCHERE T L/INSE G, K AT H g [ Ak it 840 5 o PE B VR
HOIM IE 2 456500m1, {5 45§ bt 8T HE 10 45 & o Bk 89 A IE L eid e e s T
TE R A tE AR 116, 04g TR A 34,

[0396]  FHHPLCXIAS 2| (1) 4 fm #E AT 23 B » FARE IE il 28 3EAT 1 B 8 A0 T8 1) £, 45 SR vl A,
A1515.19¢ (36. 29mmo1) fI1E A H AR 5058, £150. 85 (1.28mmo1) (1 — 1. 534k, F"°C-
NMR (DMF-d7) %453 (1) 45 it AT 2087, B O e 3R R Jok PR BE LR o i &% B 2 R L i
E IR G, 5 ST, B & B 96.59m01 %, RSB 3.41mol % .

[0397]  (SLJtaf5135) VR &350 it

[0398] FEEAIRETFHI3O R H, EE M IMA T RA-1,4-F 2 kE10g (58mmol)
FIN- R 3 -2 - mE g e i (NMP) 30g, 75 31 1 ¥ 101 753 B B R i 17 28 (TVa) Frzs 94~ (6-
PRI - 1- TS R OR B4R 5E o ml i) 3.07g (11.6mmol) 4~ (= HJE S ) nkig
0.71g (5.8mmol) o PIHF 1/NEF A iZ S W Fh G2 M8 b N 1 1- (3- “H RS LN -3- 24 0k —
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TR £52.67¢ (13.9mmol) 4R Ji5 , W5 A= N B BEFE L5/, FEAT T BRAL OB o 7E 15 ZI 1
SN N ZE 187K 250m1 & 257K 50m 1 BE R 2, F6200m1 , 7525 “C oK 43 N Y8+ Ja 1347
I3V A4 7K 2 o 3T R EE Lmo 1/ L) s TR RN PR BN 2E 1l 11 22 ¥ ViR (pH: 5. 5) 250m1 %
BUZ AT T 5IRIE Ve » B 2 Vs v 4l H - 7245 B A HLZ H N IE S 6E800m 1, A 45 &
H SEEUHT tH A 25 8 K T A FH IR i B G R TR (N B B R 45 3 118, 0gffiR
“=M35.

[0399]  FHHPLCXIS 2 (1) 4 fm #E 47 2 B » FAR IE il 28304 1 B 8 A0 T8 1) £, 45 SR vl A,
A1513.19¢g (31.52mmo1) I N H AR 508, B 54 81g (7. 24mmo1) (1 — 1. 534k, F"°C-
NMR (DMF-d7) %§ 45 B 5 25 dn AT 208, B T O R RI & &, 85 R AR IR LR,
HEEMARITEERESE, SRR, BHENEE:81.32n0l%, “FHM & &:
18.68mol% .

[0400] (52t f91]36) VR A& #0361 ik

[0401]  fERARET 30 M &SH, AR RPN T A -1,4-F Dbt ZREEA
10.0g (47.83mmo1) \CPME84m1 FTHF31m1 . [a] FHH A4 - (6- MR A2E - 1- V2D K CK
BB 55N A &) 12.04g (45.55mmol) , ¥ [ BL AR AN VKT , 4 [ RV N IR0 °C o 32 K
2K SN N AR EFTE10°C L R I IS 54> #h 2 18 i N 7 = 2 %4 .83g (47.83mmol) - ¥
INEEH G, 0K AN SR FFEL0CLL R , it — 5 53k 7 1/

[0402]  7EA5 B S S A N T 2848 7K 30m1 o 4412 2 3V FHE 3150 °C J& , #EAT 2/ NN i vk
OKFRIID) 598 5 K ZE 4l o BT, 7E A3 B A HLZE FBT N 7 28187K30m1 5 , 7E50 C X
AN BT 2/ I B OKARR D) S B /K E il 15 B A HLZ A H 2)40°C )5, #E
TN FE Imo 1 /LI ik B2 AN BR BV 2H R (1) 2% R4 W (pH: 5. 5) 50g , HEAT Tt #F: , ol SR AT 1
Ve ARG MR MIERUKER S, B3] T ENZ A THEAT 15K %% i T 1 15 P i
VE S B HLZ 325 B 280K 3omlBHT 1B Ve G /K Z it .

[0403]  ZERRIMAHLEHLEA0CHIIN T EC ki214ml J5 , A EF0°C , 45 Bl AR5,
308 3 3 R AT SRR BT HH ) 45 o R e AE e T e B TR E N A G E AR T
16.78gMIR 5436

[0404]  FHHPLCXIS 2 (1) 4 m #E AT 20 B » PR IE #h 28304 1T B 8 A0 T8 1) 1=, 45 SR vl A,
AL511.49¢ (27.45mmo1) FIAE A H AR S8, B85, 29¢ (7.96mmo1) (1 — 1. 534k, F"°C-
NMR (DMF-d7) %545 B 5 25 fn AT 2087, B T O R RI & &, 85 R AR IR LR,
HEHMARITEERESE SRR, LB EE:77.52n0l %, “FHM & &
22.48mol % .

[0405]  (LLIcfo1) YR & AR il i

[0406] 7R B AWRETHI30 M AH, ER RPN T A -1,4-F bt ZREEA
10.0g (47.83mmo1) FICPME200m1 o [a] FeH A4 - (6- PAIAEE AL - 1- AL Ky (K E 5%
ANl HliE) 12.64g (47.83mmol) , K S N B8IR AN UK , A SNV P IR N0 C o 45 R R 106 I
LR PR PR AE 10°C LA RN 3 I 543 B 18 i N T = 2. f%4. 83g (47 .83mmo 1) o i N4k o
J& AN AYIR B 2)25°C, #E— 0 HHE T 1/ AR A B R B R DN Z8187K 100m1
TE25 CHEAT T 2/hIHE TG ¥ K E i AR B AHLZ A S %e800ml , {8 45 & i th
JEHUHT H I 25 8 R E R Ui e e, A TR AE A B G E RS ) 719, 96g IR G
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YA,

[0407]  FHHPLCX 15 B &5 S AT 0 A, FIRE IE #h 2R 3047 7 PR BR A — e e &, 45 R mT %,
513, 14g (31.40mmo1) FIE A H AR S8, B8 4. 79 (7. 21mmo1) (1 — 1. 534k, F1"°C-
NMR (DMF-d7) %15 2@ &5 it AT o i, Bl T H O RN S &, 4R T EN2.02g
(11.76mmol) o B % H B4R b T 5B R B i, 45 2, BB & & :62. 34mol %, R &
#:14.31mol %, bt R IR F & : 23. 35mol % .

[0408]  (Lbcf512) VR-& B il i

[0409] S Lt 45451 1 FR 4 A S S ¥ 7RI CPME200m 1 % 4859 — T Bk300m1 , [ LA 4, 3047 T
GBI LRI R 454 g R, 15 31 1719, 95g 1) 1 [l 4k .

[0410] >R FHEIFEM 7 vkmfih T 4k, 45 S ml %0, £ 57 15. 19g (36. 29mmo 1) FIAE N H b9
BTG, A53.40g (5.12mmol) I M, 51 .36g (7.91mmol) HIFA Uit R . &% H I 2%
b B BE IR B, S5 SR, PRSI & B 73 .58mo1 % , BN & & :10.38m0l %, A Lk R
PRI & & :16.04mo01 % .

[0411]  (ELc4913) R A WICHY fillidk

(0412 7EHA RT3 B8 b, FERVTR A I 7 R -1, 4- 36 2 b — R
10.0g (47.83mmo1) FINMP100m1 o [ FE e N4 - (6- PIAMEE KL - 1- A Ky (KB HHEA
A i) 12.64g (47.83mmol) , K [ i 23R NVKHE » (5 [ B P IR RCAI0 °C o 32 R 3R, 308 S B
TN PRFFAELO°C UL R I PN 553 B2 18 N\ 1 = £ k4 . 83g (47.83mmol) i INZE )5,
fii AN IR 0] 225 °C , HE— B B RE T /NI o 7545 30 1 s S R in N 2% 487K 1000m1 , 76
25°CHLFE T2/ J5 , FIBEIR £ B8200m1 #E4T 1 2B AE13 2 A HLZ I IE S 68800m1
i 25 S AT HE L SRR EUAT HH A 5 0 R S T IE Qi T S B T E N A B A R T
20.46gMIIREHIC.

[0413]  FHHPLCX 15 B &5 S AT 0, FIRE IE #h 2R 3047 7 PR BR AN — e e &, 45 R mT %,
476.98g (16.68mmo 1) fI1F A H AR BT, A1 59 . 54g (14. 34mmol) i) g 534k, A1 C-
NMR (DMF-d7) *§ 15 2 B 45 dn AT 404, B T R BRI & &, 4 Rl 51, 153, 94g
(22.91mmol) (IR ke R &AM AR IFEERESE, 4572, v NS &
30.92mol % , —FEA &5 :26.60mol % , F e R A & B 1 42.48m01 % .

[0414]  (LLEcf514) VR-A DI il i

[0415]  7EH AW E T3 MR, AR BHMAN T RA-1,4- O e R BEA
10.0g (47.83mmol) Ay - T PIHEE100mL o [] FH N4 - (6- M EESE IS - 1- 8D KBy (K&
5% A A HIE) 12.64g (47.83mmol) » K R M. AR ANVKI A8 S S P IR0 °C o B2 Rk, 14
W S SN I PR HFAE10°C BA R 34 Py 573 Bh A8 M N T = £ %4 . 83g (47.83mmo) o i N
GG, AN AR [EN 2)25°C , i — DR T LN RS B RS N ZE 1B K
1000m1, 7E25°CHLEE 7 2/} 5 , FHEEER 2. l6200m 1 34T 7 28 B0 22 R G W2 I ES
HE800m1 , i 25 Sh AT Hi L JEEUHT HH 1 45 R JE A F IE O b id e e, B I, MR v Al
RAR3 17 20.59gHIVEEWID.

[0416]  FHHPLCX 15 B &5 5 AT 0 A, FHRE IE #h 2R 3047 1 PR AN — 1 2 &, 45 R mT %,
F59.64g (23.03mmol) BIFE 9 H AR BHE , 157 89g (11.86mmol) fY . B4k, F"C-
NMR (DMF-d7) %§ 15 2 B &5 dn AT 04, B T O R & &, S Rl 51, 1 %3.07g
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(17.80mmol) (IR ke R & HMH ML IFHEERSE, 4572, BN S &
43.70mol % , —FEM & :22.51mol % , TRt R R A& B2 33. 79mo1 % »

[0417]  (ELc4915) R A WIER fillidk

[0418] fE R AR HI30 M AH , AR RPN T A -1,4-F bt ZREEA
10.0g (47.83mmo1) \CPME84m1 FITHF31m1 o [ o HH I A4 - (6- TN ML A 2L - 1 - A2 KBy (K
BB 55N A &) 12.04g (45.55mmol) , ¥ [ BL AR AN VKT , 4 [ RV N IR0 °C o 82 K
K SN N AR EFTE10°C LA R IA IS 54> #h 2 8 i N 7 = 2 %4 .83g (47.83mmol) - ¥
INEEH G, KA N SR FFEL0CLL R, i it — 553k 7 1/

[0419]  7EAS B[ NN T ZE087K 30m1 o K51% [ S IR 1150 °C & 5 34T 2 /NI i ot
OKFRIIND) 5985 K Z 4l o 12T, 7E 43 B A HLZE FBT N 7 28187K 30m1 5 , 7E50 C X
AN BT 2/ N I B OKAR IR L) 5 B /K Z il H 13 B A HLZE A E E140°C )5 , 7E40
T TIECHt214ml 5, A E2I0°C , AF 45 f bt o S8 5 , a8 Ik i 8 A S8 ONT He 1 25 8 o
RV A IEC eiE T e, AT R B A1 2] 118, 728KV YIE.

[0420]  FHHPLCXIS 2 (1) 4 fm #E 4T 20 B » FAR IE il 28304 1 B 8 A0 8 1) £, 45 SR vl A,
AL511.50g (27.48mmo1) fIE N H AR 58, B8 5. 30g (7.97mmo1) (1 —1ig. 534k, F"°C-
NMR (DMF-d7) %§ 53 2/ &5 f dh AT o0 0, B 73RO e R R & &, 45 Rl s, (51,92
(11.56mmol) (IR C ke R & EM AR IFEERESE, 4572, v NS &
58.46mol % , FEM &5 :16.95m0l % , H e R & B 1 24.59m01 % .

[0421]  (SLJtafsl37) A AL &9 (11 1a) & Rk

[0422]  [f223K32]

CeHi3

N
hpte

~—N
\\)IO\O/VWO—Q—OOC—O—COOdOC—O—COO_@_OW\/O?

[0424] EE&MALEY (111a)
[0425]  JDIR1ALEW (3a) &K
[0426] b2 033]

N
[0427] ">—N—N H,
L,

[0428] fL&4) (3a)

[0429] 7R EAGIRFEETHIA0 A, 7E BT FE N2 - PFE IR R 120 . 0g (0. 12mol)
FIDME  200m1, il 1 38— W - FE W R NN IR #1183 .6 (0. 61mo1) 1 -fll- IE T %t
30.8g (0.15mol) , ¥ AN EWILESO CHEFE T T/INNF o S NLEE R I , 4 [ LR 21 820°C 5
W RSN F 7K 1000m1 H, FHBE R 2, S 800m 1 A5 HL . H4 BE 12 2, s )2 FH I /K BRER AN T4, 1%
T R BN It 08 73 B o A FH i e T 2 i 2 AT HP R TS TR < TR AR o, 15 21 1 e fa ] 4 J ot
R A A GEC bt BEIR £ lE =T75:25 (HALL) ) Wi (i R g AT 44, MIAE N B
A1 2] 721, 0giI &4 (Ba) (1% :69.6%) .

[0423]
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[0430] [ KR 45K F H-NMR &S 52

[0431]  'H-NMR (500MHz,CDC1,, TMS, 8ppm) :7.60 (dd, 1H,J=1.0Hz,8.0Hz) \7.53 (dd, 1H,J
=1.0Hz,8.0Hz) \7.27 (ddd,1H,J=1.0Hz,8.0Hz,8.0Hz) \7.06 (ddd,1H,J=1.0Hz,8.0Hz,
8.0Hz) \4.22 (s,2H) \3.74 (t,2H,J=7.5Hz) \1.69-1.76 (m,2H) \1.29-1.42 (m,6H) .0.89 (t,
3H,J=7.0Hz)

[0432]  JBBR2. KAWL EGY) (111a) M HliE

[0433]  FERAIRFETHI3I SN as b, FE R ISt 451 1 b & VR A 701 117 . 84¢
(4B &) FH 2K 150g . DMF 1.5g, A #HIB10°CLL R A R MR IR HIIEL0CLL FRE T
] HA N T OB LS5 . 94g (50 . 0mmol) o Wi IN&E R J5 A% S RO R (9] £]25°C, i FE T 1/
B o 2 25 RS, FHZ8 R 4 AT IR 48 B 2 [ BRI A8 N — 2 SR 5, NN 55 40 HE 1) 5 AH )
R R, FZER ST IR B 2 R NI RN —F BB E R Z50, B3] T R M
WL

[0434] 54k, ERAERE IO B F, AR M H2,5- R EIRKFRE2.18g
(15.81mmol) \ =, f&4.80g (47 .44mmo1) ¥ fi# T-80g I THFHH , A H1 2 10°C LA T o 1% S SR
WIRIRFFIELOC LN , i 7R 1% T R G 12 i N 10 s L 1 o 3 N o i 5 304 R B
PREFFFELI0C UL R , it — 2B AT 7 L/ OB o S5 SR EH T 38 s ST 2B il 1 1) = 2 & 6
FR SR AT HH T B R

[0435] R Mo S, FEARFF10C UL R BPIRAS T 1) O SR R N B3R 20 3R 1R & B A &
¥ (3a) 5.13g (20.56mmo1) , BEMIAIA T 1. ON[ ERER /KW 20g - S8 I » # Js NE FHIR 140°C
AT 157N OB o PEFHIR 21140 °C I B BT AT HE 1) = 2 i i) SRR BRI A, BRCH 2R 57K 1Y) 3%
B 2 24 RAVE TR o S N5 TR B S A 213125 °C 5 INNES TR Z.16300g W 10 &8 % &
HhK150g, AT AR, S BCENLZE S 2 EHLERE— D H2 B & % 1 & 3h/K150g7H
Ve2ik NG K A3 B EHLZE FZ8 K a8 HAht 7 A= 2915 % IR 4a I i 25 °C
J&i > [ R 2 S Hu i N T I EE150g . K A0g VR AV 77 SR 5 , o HIB010°C , A 45 S b i & 2R
Ja » 3B LIy M T e B 4 5 AR LYY TR INNTHE 160g . F £ 160g.2,6- 4] FE-4- F FE K
13 10mg , K 4 5 8 P FHIR B]50°C , A LV A - 7550 CXHZ A AT T #ad U8 K 43 21 6
WEANGHA HIFN10°C , BT 1 B 45 8 8 I 98 45 B i, 2 TR AL 88, AT
B3 T11.57gM R A A (111a) U :62.5%) .

[0436]  H FR4IKI45H4 FI H-NMR S5

[0437]  'H-NMR (400MHz,CDC1,, T™S, 8ppm) :7.75 (d, 1H. J=2.5Hz) \7.67-7.70 (m,3H) .7.34
(ddd,1H,J=1.0Hz,7.0Hz,7.5Hz) \7.17 (ddd,1H,J=1.0Hz,7.5Hz,7.5Hz) \7.12(d, 1H,J=
9.0Hz) .7.10(dd, 1H,J=2.5Hz,9.0Hz) .6.99 (d,2H, J=9.0Hz) .6.98 (d,2H,J=9.0Hz) .
6.88(d,4H,J=9.0Hz) .6.40 (dd,2H,J=1.5Hz,17.0Hz) .6.13 (dd,2H,J=10.5Hz,17.5Hz) «
5.82(dd,2H,J=1.5Hz,10.5Hz) \4.30 (t,2H,J=8.0Hz) .4.18 (t,4H, J=6.5Hz) .3.95 (t,
4H,J=6.5Hz) .2.58-2.70 (m,4H) .2.31-2.35 (m,8H) .1.66-1.82 (m,18H) .1.31-1.54 (m,
14H) .0.90 (t,3H,J=7.0Hz)

[0438]  (SLitifs138)

[0439] ¥ St ] 37 1y 20 BR 2 Hp (1) SE it 5 1 A BRIV G901 1 17 . 84g (A=) 78y S it 4412
G TR & 2:17.91g (&9 E) ,442,5- “H AR 2. 18g (15.81mmol) AFH2. 16g
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(15.64mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4. 75g (46.92mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) A A5.07g (20.33mmol) , BRELLAAL , BEAT T 5 SLHti ] 3 7[R R 4 . s 2
53] 7 11.39gM R GG (I1Ta) (% :62.2%) .

[0440]  (SZjitif5139)

[0441] ¥ STt 451 37 1) 2 BR 2 (1) SE Tt A5 1 & R TR G401 1 17 . 84g (Al &) A8 N ST 451/ 3
HE IR G317, 70g (& &) ,f42,5- R K 2. 18g (15.81mmol) A2 °42.10g
(15.21mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 .62g (45.63mmol) , ¥fk&4 (3a) 5.13g
(20.56mmo1) A% A4.93g (19. 77Tmmol) , BRUALLAS, #EAT 7 5 St )37 [RI AL I A . 4 R A2,
53] 71097 R GG (I1Ta) (F:61.6%) .

[0442]  (SZjitf5140)

[0443] ¥ STt 45 37 1y 22 BR2 v (1) S i A5 1 v & TR G401 0 17 84g (Al &) A8 DNy S it 4514
G TR A4 :17.36g (&9 &) ,442,5- “ R ERHIEE2.18g (15.81mmol) A8 42.00g
(14.51mmol) , ¥ = Z %4 .80g (47 . 44mmol) A5 4 .40g (43.53mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) 2 A4.70g (18.86mmol) , BRILLAAL , FEAT 1 5 St 3 7[R R 4 . 5 2
53] 710.83gM R A MAEY (I1Ta) (% :63.8%) .

[0444]  (SZjitafl41)

[0445] ¥ STt 451 37 1y 2 BR 2 (1) SE Tt A5 1 & R TR G401 1 17 . 84g (AT &) A8 N S 415
A TR A5 18.48g (i) L ¥2,5- "2, 18g (15.81mmol) AFH2.51g
(18.16mmol) , ¥ = Z. %4 .80g (47 .44mmol) 25 K5.51g (54.49mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) AFA5.89g (23.61mmol) , B ELLAAL , BEAT T 5 SLHti ] 3 7[R R 4 . s 2
53] 7 13.50gM R GG (ITTa) (% :63.5%) .

[0446]  (sZjitif5l42)

[0447] ¥ STt 451 37 1) 2 BR 2 (1) SE Tt A5 1 & R TR G401 1 17 . 84g (A &) A8 N S 516
HE IR G617 T4g (B &) ,f42,5- R R H 2. 18g (15.81mmol) A8 H2. 26¢
(16.33mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 .96g (48.99mmol) , ¥4k.&4 (3a) 5.13g
(20. 56mmo1) BRNEY) (3a) 5.29g (21.23mmol) , BRILLAAL, 64T 1 5 STt 451 37 [R] 4 1) 45
PR HEE R B2 712 14 R GG (11Ta) (% :63.5%) .

[0448] (;&EEWJAIB)

[0449] ¥ STt 451 37 1y 2 BR 2 (1) SE Tt A5 1 o & R TR G401 1 17 . 84g (Al &) A8 N STt 5] 7
HE IR G717, 76g (& &) ,f2,5- R R 2. 18g (15.81mmol) 28 41.90g
(13.74mmol) , ¥ = Z. %4 .80g (47 .44mmol) A5 g4 .17g (41.22mmol) , ¥4k&4 (3a) 5.13g
(20.56mmo1) 2F A4 . 45g (17.86mmol) , FRULLAAN , #H47 7 550t 537 R AE 4 . Ho 45 F
53] 79.96gM B EHEAEY (11Ta) (K3 :61.9%) -

[0450]  (sZjitifsl44)

[0451] ¥ STt 451 37 1y 22 R 2 (1) SE Tt A5 1 o & R TR G401 1 17 . 84g (A &) A8 N STt 418
HE IR G 8:16.29g (& &) , f42,5- R K 2. 18g (15.81mmol) AF41.79g
(12.95mmol) , ¥ = Z. 4 .80g (47 . 44mmol) A8 N = Z, %3 .93g (38.85mmol) , Kb &4 (3a)
5.13g (20.56mmo1) 2% N4.20g (16.83mmol) , KR b LAAN , BE4T 1 552 Ha 51 37 [F) 4 ) $AF o L 2%
R 158 79.43gM R AL G (11Ta) (K% :62.2%) .
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[0452]  (sZjitf5145)

[0453]  fé St (51 37 ) 20 B2 (1) STt 491 1 & ORIV A 01 = 17 . 84 g (AR &) A8 N St 5119
HE IR G917, 25g (& &) ,f2,5- R R H 2. 18g (15.81mmol) ZF 41 .96¢
(14.19mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 .31g (42.56mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) A4 .60g (18.44mmol) , B ELLAAL , FEAT T 5 S0t 3 7[R PR 4 . 5 2
53] 710.04g R GG (T1Ta) (% :60.5%) .

[0454]  (sZjitif5146)

[0455]  f St 451 37 1 20 SR 2 Hb i St 5 1 A TR S 012 17 84g (B &) A8 A S it 5]
10 B R HTR-E10:17.73g (HE) ,#42,5- —FIEFEHEE2 . 18g (15.81mmol) ZFK1.99g
(14.38mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 g4 .36g (43.13mmol) , ¥4k&4 (3a) 5.13g
(20.56mmo1) £ A4 .66g (18.69mmol) BRIL LA, 4T | 5 S5 3 7[R FE 1) #4F « Ho 4
53] 710.28gM R GG (I1Ta) (F:61.1%) .

[0456]  (SZjitf3147)

[0457] ¢ STt 451 371 20 SR 2 vb i St 5 1 A TR G012 17 84g (B &) A8 A S it 1]
LA R EIRA11:17.04g (B3 E) ,42,5- A2 . 18g (15.81mmol) 48K42.07g
(14.97mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 . 54g (44 .90mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) AF A4 .85g (19.46mmol) , BRILLAAL , FEAT T 5 S0t 3 7[R R 4 . s 2
53] 710.68gH R GG (I1Ta) (% :60.9%) .

[0458]  (sjitif5148)

(04591 f St 451 37 1 25 B2 vb i St 5 1 & TR G012 17 84g (B &) A8 A S it 1]
129 A R EIRA12:16.91g (&) ,42,5- R IEHHEE2 . 18g (15.81mmol) A8 K2.31g
(16.70mmol) , ¥ = Z. %4 .80g (47 . 44mmol) 25 5.07g (50. 11mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) A A5.41g (21.71mmol) , BRULLAAL , FEAT T 5 S0t 3 7[R R 4 . 5 2
B2 712, 10gM R GG (T1Ta) (F:61.9%) .

[0460]  (SZjitif5149)

(04611 i St 451 37 1 25 B2 vh i S it 5 1 Hh & TR S 4012 17 84g (B &) A8 A S it 1]
139 & RRTR A 1317 . 31g (B EE) ,442,5- 3R HIE2 . 18g (15.81mmol) A8 ~2.19g
(15.89mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 .82g (47 .66mmol) , ¥fk&4 (3a) 5.13g
(20.56mmol) 2245 15g (20.65mmol) , B ELLAAL , BEAT T 5 SLHti ] 3 7[R R 44 . 5 2
32 711,40 R GG (T1Ta) (% :61.3%) .

[0462]  (SLjitif5150)

[0463]  f St 451 37 1 25 B2 vh i St 5 1 & TR S 40117 . 84g (B &) A8 A S it 5]
4 A R EIRA14:17.96g (&3 5) ,42,5- R IEHHEE2 . 18g (15.81mmol) A8 K2 . 15g
(15.57mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 .73g (46. 71mmol) , ¥fk&4 (3a) 5.13g
(20.56mmol) A °A5.05g (20. 24mmol) , B ELLAAL , BEAT T 5 S0t 5] 37 IR R 4 . 5 2
B2 71121 R EMHEY (T1Ta) (RF:61.5%) .

[0464]  (SLjitif5l51)

[0465]  f St 451 37 1 25 SR 2 vb i St 5] 1 & TR S0 117 . 84g (B E) A8 A S it 5]
15 & R A 1517 .56g (&) , #2,5- R IEIRHEE2 . 18g (15.81mmol) AF M2, 12¢
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(15.32mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 .65g (45.97mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) A °A4.97g (19.92mmol) , BRELLAAL , FEAT T 5 S0t 3 7[R R 4 . 5 2
B2 711 13gM R GG (1TTa) (% :62.0%) .

[0466]  (SLjitif5152)

[0467] i STt 51 37 1 25 SR 2 Hh i St 5 1 & TR S 40117 . 84g (B &) A8 A S it 1]
16 & IR A YI16:17.84g (&R ,¥42,5- R FRH %2, 18g (15.81mmol) A8 H2. 04g
(14.77mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 . 48g (44 .32mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) 2 A4.79g (19.20mmol) , B ELLAAL , BEAT T 5 S0t 37 IR P 4 . s 2
53] 710.38gM R GG (I1Ta) (% :60.0%) .

[0468]  (SLjitif153)

(04691  f St 451 37 1 25 B2 Hh i St 5 1 & TR G401 17 . 84g (B &) A8 A S it 1]
17 RRIRA17:17.93g (B EE) ,442,5- 3R E2 . 18g (15.81mmol) A8 ~2.17g
(15.70mmol) , ¥ = Z. %4 .80g (47 . 44mmol) 25 4. 77g (47 .10mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) A2 °45.09g (20.41mmol) , B ELLAAL , BEAT T 5 SLHti ] 3 7[R P 4 . 5 2
53] 712.33gM R GG (I1Ta) (RF:67.1%) .

[0470]  (SZjitif5154)

(04711 g SEuta 5] 371 20 SR 2 vh i St 91 1 Hh & TR S 40117 . 84g (B &) A8 A S it 1]
18 & RRTR A 1818, 01g (& #F &) ,442,5- “ ¥R HIE2 . 18g (15.81mmol) A8 A2 14g
(15.52mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4. 71g (46 .56mmol) , ¥fk&4 (3a) 5.13g
(20.56mmo1) A% 45.03g (20. 18mmol) , FRULLASL , #EAT 1 5 St )3 7[RI AL I A . e R A2,
B2 712 14 R GG (T1Ta) (% :66.8%) .

[0472]  (SEjitif5155)

[0473] ¢ Sita 5] 371 20 SR 2 vh i St 5 1 Hh & TR S0 117 . 84g (B &) A8 A S it 1]
19 & I EIRA19:17.79g (& 5) ,42,5- R IEHHEE2 . 18g (15.81mmol) 4892 . 08g
(15.07mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 .58g (45.22mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) 2FA4.89g (19.59mmol) , B L LAAL , FEAT 1 5 S0t 3 7[R R 44 . 5 2
BET11.68gMEAMHEMEY (111a) (F:66.2%) .

[0474]  (SLjitif5156)

[0475] ¢ STt 451 37 1 20 SR 2 vh i St 5 1 & TR S0 117 . 84g (B &) A8 A S it 5]
20MH & FRPITR & 4020: 17 . 45g (i) ,442,5- R FEHI 2. 18g (15.81mmol) A8 M1.98¢g
(14.34mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 .35g (43.02mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) A A4 .65g (18.64mmol) , B ELLAAL , BEAT T 5 S0t 3 7[R R 4 . 5 2
53] 71150 R GG (T1Ta) (#:68.5%) .

[0476]  (SLjitif157)

[0477] g SETta 5] 371 20 SR 2 vh i St 5 1 & TR S 01017 . 84g (B &) A8 A S it 1]
21 S TR & 4021:18.59g (&) ,442,5- “ R FEEHI 2. 18g (15.81mmol) 35 H2.51g
(18.14mmol) , ¥ = Z. %4 .80g (47 . 44mmol) 25 K5.51g (54.43mmol) , ¥4k&4 (3a) 5.13g
(20.56mmo1) AZA5.88g (23.59mmol) , B ELLAAL , BEAT T 5 SLHti 5] 3 7[R R 44 . s g
53] 7 14.49gM R GG (T1Ta) (% :68.2%) .
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[0478]  (SLjitif5158)

(04791 ¢ SEta 5 37 1 20 SR 2 vh i St 5 1 & TR G401 17 . 84g (B &) A8 A S it 1]
22 G FRPTR & 4022:17 . 84g (3B E) ,442,5- R FEHI 2. 18g (15.81mmol) 35 H2. 24¢g
(16.23mmol) , ¥ = Z. %4.80g (47 . 44mmol) A5 4 .93g (48.70mmol) , ¥4k &4 (3a) 5.13g
(20.56mmo1) 2FA5.26g (21.10mmol) , FRILLAAN , 347 7 550t 537 R AE 44 . H 85 B
53] 712,96 R G MHAAEY (ITTa) (K% :68.23%) .

[0480]  (SLjitif159)

(04811 ¢ St 451 37 1 25 B2 vb i St 5 1 b & TR S 40117 . 84g (B &) A8 A S it 1]
23 A IR & 2317 .84g (&) ,K2,5- “ A RS2 . 18g (15.81mmol) 481 .87g
(13.55mmol) , ¥ = Z. %4.80g (47 . 44mmol) A5 4. 11g (40.65mmol) , ¥4k&4 (3a) 5.13g
(20.56mmo1) 2FA4.39g (17.62mmol) , FRILLAAN , 347 7 5520t 537 R AE 4 . H 85 3,
53] 710.55gM R GG (T1Ta) (% :66.5%) .

[0482]  (sLjitif5160)

[0483] i St 451 37 1 20 SR 2 vb i St 5 1 Hh & TR S0 117 . 84g (B &) A8 A S it 5]
24 S TR B 24:16.36g (A HFE) ,42,5- “FR RS2 . 18g (15.81mmol) AF 1. 76g
(12.71mmol) , ¥ = Z. %4 .80g (47 .44mmol) A5 3 .86g (38.12mmol) , ¥fk.&4 (3a) 5.13g
(20.56mmol) A4 12g (16.52mmol) , BRELLAAL , FEAT 15 S0t 3 7[R R 44 . 5 2
53] 79.94gM R EHEAEY (11Ta) (K3 :66.8%) o

[0484]  (sZjitifsl61)

[0485]  f¢ St 451 37 1 20 B2 vb Y St 5 1 & TR S0 117 . 84g (B &) A8 A S it 5]
25 A IR & 25:17.33g () 2,5 AR RS2 . 18g (15.81mmol) 4841.93g
(14.00mmol) , ¥ = Z. %4.80g (47 . 44mmol) A5 4 .25g (42.01mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) 2F A4 . 54g (18.20mmol) , B ELLAAL , BEAT T 5 St 5] 3 7[R R 4 . s g
53] 71042 R G MHEALE Y (T1Ta) (% :63.5%) .

[0486]  (sLjitif162)

(04871 ¢ St 451 37 1 25 SR 2 vh i St 5 1 & TR G401 17 . 84g (B &) A8 A S it 5]
2691 & IR & 26:17.81g (&) ,K2,5- “ A FRE2. 18g (15.81mmol) 4841 .96g
(14.21mmol) , ¥ = Z. %4 .80g (47 . 44mmol) 25 g4 .31g (42.63mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) A A4.61g (18.47mmol) , BRELLAAL , FEAT 1 5 S0t 37 IR R 44 . 5 2
53] 710,92 R GG (I1Ta) (F:65.7%) .

[0488]  (sLjitif163)

(04891 i St 451 37 1 20 SR 2 vh i St 5] 1 & TR S0 117 . 84g (B E) A8 A S it 1]
2T A IR S 2717 . 13g (&) ,K2,5- A PFRE2. 18g (15.81mmol) 3552, 05g
(14.81mmol) , ¥ = Z. %4 .80g (47 . 44mmol) A5 4 .50g (44 .43mmol) , ¥4k&4 (3a) 5.13g
(20.56mmol) 2FA4.80g (19.25mmol) , B ELLAAL , BEAT T 5 SLHti 5] 3 7[R R 4 . s 2
53] 7 11.35gM R GG (I1Ta) (% :65.5%) .

[0490]  (sZjitifsl64)

(04911 g St 451 37 1 20 SR 2 vb i St 5 1 Hh & TR S 401017 . 84g (B &) A8 A S it 1]
2841 & IR & 28:17.00g (A3 &) 2,5 ~ A RS2 . 18g (15.81mmol) 4542, 29g
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(16.61mmol) , ¥ = 2. }%4.80g (47 . 44mmo1) 25 N5.04g (49.82mmol) , Ktk &4 (3a) 5. 13¢g
(20.56mmol) 224538 (17.70mmol) , BRI LLSN , HEAT 1 5 SLHE BB TIR AR e . 25 R
13 712,928 R EHAEY) (111a) (NF:66.5%)

[0492]  (5LJitif4165)

[0493] ¥ St 9 37 1) 20 BR2 R 1 St 49 1 o & TR A 010 17 . 84g (AR &) A8 S it 15
20 A R TR A W29:17 . 40g (&) L 42,5- L2 . 18g (15.81mmol) A8 42. 18¢
(15.77mmol) , ¥4 = 7. %4 .80g (47 . 44mmol) A5 94 .79g (47.30mmol) , K4t &4 (3a) 5. 13g
(20.56mmol) 245, 11g (20.50mmol) , BRILLLSN , HEAT 1 5 SLHE BB TR R e . 25 R
1337 12.15gM R E A EY) (111a) (NF:65.8%)

[0494]  (5LJitif5166)

[0495] St 491 37 (1) 20 R 2 1) S it 9] L A OB TR E01 1 17 . 84 (Al ) A8 g S it 451
30 A B A 9302 18. 05 (4=l 5) , 452, 5- a8 2. 18g (15.81mmol) 2X 2. 138
(15.45mmol) , ¥ = Z %4 .80g (47 . 44mmol) A5 N4 .69g (46.34mmol) , Kt &4 (3a) 5.13¢
(20.56mmo1) A2 45.01g (20.08mmo1) , R BLLAS , AT T 5 S 13T R PR # A1 - LG5 2R
BF) T 11.94gM B A A (111a) (% :66.1%)

[0496]  (SLJitafs167)

(04971 42 Ha 5137 1) 25 B2 v 0 Szt 61 1 op1 & B TR & W 12 17 . 8dg (A 35 ) 75 3y Sz e 191
31 A R MIIR S W31:17.65g (B E) ¥42,5- A EHRE2.18¢ (15.81mmol) 25 A2, 10g
(15.19mmol) , ¥ = 7. 1%4 .80g (47 . 44mmol) A5 4 .61g (45.56mmol) , Kb &4 (3a) 5. 13g
(20.56mmo1) & A4.92g (19. 74mmol) , R L PAAL , 4T T 5 5Lt 537 I AL A48 . HAE R 2
19517 11.85gM R A A EY) (111a) (NF:66.6%)

[0498]  (5LJitif5168)

[0499] 45t 51 37 (1) 5 TR 2 Hp [ Szt 9 1 v A IR VR S0 0 17 . 84g (4 88 A% g S it 451
32t & RIS W32:17.93g (&) 42,5- A2 . 18¢g (15.81mmol) 38 A2.02¢
(14.62mmol) , ¥4 = 7. 1%4.80g (47 . 44mmol) A5 4 . 44g (43.86mmol) , Kt &4 (3a) 5.13g
(20.56mmo1) & A4.74g (19.01mmol) , R L PAAL , 4T T 5 5Lt 37 I AL A 454 . A R 2
B3 711,03 A TEALEY (111a) (K 64.5%) .

[0500]  (5LJitif4169)

(05011 o i it 451 3 7 1 25 R 2 rp 1) S 451 1 o 5 TR G 01117 . 84g (A &) A8 g SIL it 451
33 A R A 33114 . 34g (& H &) K2,56- "R FE2 . 18¢ (15.81mmol) 4242, 17¢g
(15.70mmo1) , Kt = Z i4 . 80g (47 . 44mmol) A& 4. 77g (47.10mmol) , KL 54 (3a) 5.13¢
(20.56mmol) A& 45.09g (20.41mmol) B ML BASE , HEAT T 5 St 5 37 R BE B A . LS5 B2
193] 71263 R EMAAEY) (111a) (% :68.8%) .

[0502]  (8Litafs170)

[0503] 445t 51 37 (1) 5 TR 2 Hp [ Szt 49 1 v A R VR S 01 1 17 . 84g (43 88 7% g 5 it 451
34T G IR EY34:16.04g (BHBE) L H42,5- - FE RS2 . 18g (15.81mmol) 3% H2.51g
(18.14mmol) , K = Z %4 .80g (47 . 44mmo1) 22 5.51¢g (54.43mmol) , Kt 54 (3a) 5. 13¢
(20.56mmo1) A2 /y5.88g (23.59mmo1) , R BLLAS , AT T 5 S0 B3 TR PR # A1 - LG5 2R
19517 14.56gM R A A EY) (111a) (NF:68.5%)
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[0504]  (SLjitafs71)

[0505] Y Szt 451 37 () 20 BR 2 v ) S it 451 1 5 BBV A 401 2 17 . 84 (A ) A8 Dy S it 4]
35 B IR S M35:17.40g (HE) ,42,5- “ A FRE2.18g (15.81mmol) 3542, 18g
(15.77Tmmol) , ¥ = 2 %4 . 80g (47 . 44mmo1) AF 4. 79g (47.30mmol) , ¥t &4 (3a) 5.13¢
(20.56mmol) A A5. 11g (20.50mmol) , BR BLLAAL , BEAT T 5 SLHti 5] 3 7[R R 44 . s 2
RE) 712 15 R AL ED (111a) U3 :65.8%) .

[0506]  (SLitifs172)

[0507] 2SIt 451 37 () 20 BR2 v ) S it 451 1 5 BB VR A 401 2 17 . 84 (A i) A8 Dy S it 4]
3691 AR VR S 361 16.78g (AH ) ,42,5- “ 2L %2, 18g (15.81mmol) A8 A1 .72¢
(12.48mmol) , ¥ = 2 %4 .80g (47 . 44mmo1) AF N7 .58g (74.88mmol) , ¥t &4 (3a) 5.13¢
(20.56mmo1) % A4, 05g (16.22mmol) , R ULLAAN , FE4T 1 5 St 3 7[RI FE R # A  FL g R 2
RE) 712, 02gM R A A A (111a) U2 :82.3%) .

[0508]  (sjitifs73) SR A AL &4 (11 1a) & Rk

[0509]  LUR1.VESYISTHI AL

[0510] 7E R A RET 30 M #SH, AR RPN T A -1,4-F bt R EA
10.0g (47.83mmol) \CPME 84m1 FITHF 31ml. [ H A nN4- (6- mELEIL-1-C A Ky
(K E 57 1 ml i) 12.04g (45.55mmol) , K [ ML 2R IR ANVKIH H , AF S BRI ECH 70°C s
BETRR, O RMNENERFEELIOCLL T, LI 50 P28 g N = £ f%4.83¢
(47.83mmol) o NS5 R G , W RN BEVIRFEELOC UL , it — B8 17 1M .

[0511] 7R3 B[ N NN T ZE087K 30m1 o K51% [ B iR 2150 °C & 5 34T 2 /NI i ot
OKFRIID) 598 5 K ZE 4l o 12T, 7E A3 B A HLZE FB N 7 28187K 30m1 5 , 7E50 C X
AN BT 2/ I B OKAR RN S B /K E il 15 B A HLZ A H 240°C )5, #E
TN FE Imo 1 /LI ik B2 A BR BV 2H R (1) 2% R4 W (pH: 5. 5) 50g , HEAT Tt #F, ol SR AT
Ve ARG MR MIERUKERE B3 T ENZ A THEAT 15K FZ SR i 1 1 5 P i
VE S I HLZ 325 B 280K 3omlBH T 1B Ve G /K Z it .

[0512]  ZEASBEHZEFHEA0CHIAN T IEC Ke214ml 5, ¥ Z1F]0°C , i 45 b AR )
T L 8 N T SRR AT HH 0 &5 & o R ek E A IE L ETE VIS UE TR E N A s RS ) T
16.78gMR A W37 .

[0513]  FHHPLCXIS 2 (1) 4 dm #E A7 23 B » FAR IE il 28 3E4T 1 B 8 A0 8 1) £, 45 SR vl A,
AL511.49¢ (27.45mmo1) FIAE A H AR S8, B85, 29¢ (7.96mmo1) (1 — 1. 534k, F"°C-
NMR (DMF-d7) %§ 453 2/ 46 d #EAT 04, H T O Z R & &, S5 R AR INR LT .
HEBERHAR I EERSE, &R 2, PERMSE:77.52m0l %, K& &
22.48mol % .

[0514]  JBER2. R GG (111a) & Rk

[0515]  #E AR EEIFRI3 I R B, R m P I EiR BRI & IR & 437
16.78g (&=#F &) M A7115g.DMF 4.0g, A ENF10°CLL T B [ MR HIZE10°CLL R
(RRAS T 1A Hod s N 7 T BREES3. 76g (31.57mmol) i NGk W J5 , 48 i Sk 3k =] #1125 °C, $ii
PET U SN EE R G, FIZR R 2R3 T IR G B2 R SR B B N DY 4 2 — SRR NG
28.7g, 133 7 ST -
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[0516]  F4b, E RGBS RN A, AR mHPH2,5- ZFRFERHEEL. 72¢
(12.48mmol) « = %7 .58g (74.88mmol) ¥ fif T-57g M M4, R H1 R 10°C LA R o 10K S SR
PR PRIFTE 10°C LR 100K 3k 5405 VA 0 22 13 b il N AZ 98 W o« i N 45 ORI 320K s I TR
FFELOCRLR , it — 2P AT T /NI O

[0517] M5 G , FEARFF10°C BA N PIRAS TR Wl s SER R 0N BT 1T 14D S it 5 3 7 H 4 B 1)
&%) (3a) 4.05g (16.22mmol) , BEFIHIN T 1. ONI Eh B2 /K VAT 458 - SR 5 » ¥4 S 8 Y T il 2
40°C , BT 1 37N SN o [ IR S, A4 S BRI FNRN25°C, HEAT T o R AR

[0518]  #£453 2K G HL/Z T II AROKAHELP#479 (= -4 B Mk 24 #il3d) 0. 57g, it bk
13073815, FEROKAHELPHATOIS 8 7 125 o 432 1 2K , FHZE K 78 MAS 21 1 S B H ok o B B 1 2
80 %6 it H T BEAT W 45 o ZE 1LV M T THE 23gJi5 , it bE 17 1/NBF o 382 F 3k, 1Al i W
A TIECKE92g J5 , A ENEI0°C , i 2 i i o AR, e b ek 8 AT I8 AT+ 1) & it

[0519]  {EA3 345 5 I THF 120g.ROKAHELP#4792. 1gH12,6- — - FUT L -4- FF L5 Wy
110mg, #7307 8l )5 , ¥ ROKAHELP#47 93 38 70 &5 . 32 1 >k , A3 B I By, FHZE R 2%
YITHE 40g1814: o 215 BV TR H i N I 134 g , Y2 30 °C , [ 25 S b HY o AR ), it 3
TR AT H (%) 65 it o K I Y R BB e J A L T T 19 31 7RG & (T1Ta)
12.02g (I %:82.3%) -

[0520]  (bb#cfle) SR EPEAL G (TTTa) 1IE R

[0521]  JBERL: L& (3a) &k

[0522] st f)37) b B FEHL A R T AL &4 (3a) .

[0523]  JBR2. KAWL EGY (111a) HHliE

[0524]  #E HAIRSETHI3I N as b, FE R P IO LL 8 1 & TR & A : 19.. 96
(4B &) AH 2K150g DMF 1.5g, A #HIF10°C LR o 1206 [ N R AR FFE10°C LL R ik Hd
W T RS . 94g (50.0mmol) oV NG5 R J5 , A6 S BNV IR 181 2 25°C , e +E 1 1/
LSS G , FHZE R 23T IR AR B 2 e BRI B O — 2 o S8 5 5 N -5 40 v 1) 2 A4 [R] 1 ==
(R R R, 28 R 28347 e 4 B 22 R DLV ) B A — 21 o Kz B IR 5 IR 15 31 T F RV

[0525] 54k, fE R AR IFRI3 O B4 F , AE B M2, 5- R ERHFRE3. 79g
(27.46mmol) \ = 1%8.33g (82.37Tmmol) ¥ f# T-80g I THF b , 44 4B N 25847 # F 2] 10°C LA
N oK S SR EARFELE L0 C BAR , I 7RI W A2 Hu g N bk FE R i s s
BTN BEWIEL0C UL RS8R T 1N o S B2 T 380t s 87 1 A6 i 1 B = 2 B/
IR ERT H, I B R OBV E5 S, FEORFFLOC LU N RS T I Bk B R 1 & Ak
P45 (3a) 8.90g (35.69mmol) , #E— B HIN T 1. ONFY ERBR /K 1208 - 28 J5 » 4 I LR T
EFN40°C, #4775/ RN o 75 FHE B T 40°C M B FTiT s 1 = 2 i L TR b VAR, BN
HOR 57K B I 2 248 R IPIE I - [ L5 IR J ¥ F13125°C L 25 I 7 R EAEH R 7EK
H B AN ANV 43 o 1) e AR I NS R 2. 16300 « 10 2 5 % & £ /K 150g , HEAT T 4R 1 - Xt
BREIMAHLEHE—D 28 & % & /K 1508347 1 2005 W Buis 10 /0t AR 2, AR i
THEE Kz R B SN —RIE R R BCENLZE , MR RIMENLES , 28 k%
FOoRg A3 B 1 2915 % HARFE R B GA 7D S H o BEAT R4, WIASTE 4 BR AT 5 DR e A3 R i
BN G EBhIRAT79 = H-E B AR S H11E) IRt v A4S B I8 T
25°CJa , [a) H A 218 Hh i N\ FHBE 150 7K 40g TR SV 77 AR I, A ENBI10°C , i 45 S BT HE , 6
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B 25 4 T 2549 50 25 LA THP A0  FRBA0g 2,6~ T 3 -4~ 1 A9 g
i 2 B THR BI50°C , R — (0 T E50°C A %I HOIAT 7 ik 8 . A U 22
WHIBI10°C , BEAT T T 5 o T o VoA 4 5 BT LS TR B, 7380 T 3. 62811
BATEY (1TTa) i :11.3%) .

[0526]  F A4 44 44 FH H-NMR 6 R F Ao

[0527]  (EL#4517)

[0528] 4 L 52 1916 ) 2 B2 1 LU A5 191 o 45 VR A 40A 19 . 96 (4 6 5) 78 A9 b e 112
G IR A B 19. 95 (A i)  H52,5- TR A RIS . 79g (27.46mmol) 2243 . 60g
(26.06mmol) , ¥4 = Z,J#8.33g (82.37Tmmo1) 22 A7.91¢ (78. 17mmo1) , ¥4k &%) (3a) 8.90g
(35.69mmo1) 45 A8 45¢ (33.87mmol) , KR BEBAAN , HEAT T 5 LE 55 (16 F) RE (0 B AF . HL4E L2
193 7 4. 468 R A LA (TTTa) (0 :14.6%)

[0529]  (EL#4518)

[0530] 4 L A5 1516 ) 2 B2 1 LU A5 191 o 4 VR A 40A - 19 96 (4 6 8) 78 A9 b e 113
H 5 BTR A IC: 20 46g (R E) , $52,5- “FRFEIRHIIES . 79¢ (27.46mmol) %94 32¢
(31.25mmol) , ¥4 = Z.##%8.33g (82.37mmo1) 4559 .49¢ (93.75mmo1) , L& 4 (3a) 8.90g
(35.69mmo1) 2F410. 13g (40.62mmol) , B L LAAR , #E4T T S EL R BI6 R AL 44 . H 45 3,
193] 71.66gi AL (1TTa) (% :4.5%) .

[0531]  (EL#4519)

[0532] ¥ LL 51516 ) 25 B2 e fA LU 524911 o 4 BRI A A 19 96 (4 51 A8 A L 35 4
eI TR £ D 20..59g (I 452, 5- fe A FES . 79g (27.46mmol) 294 05
(29.32mmo1) , ¥4 = Z,JF#8.33g (82.37Tmmo1) 2% A8.90¢g (87.95mmo1) , ¥4k &%) (3a) 8.90g
(35.69mmol) 2549 .50 (38. 11mmol) , KR BEBAAN , HEAT T 5 LE 55 (16 7 RE (0 B AF . HL 45 SR 2
193 72, 15gM R A AL A (ITTa) (% :6.3%) .

[0533]  (LLifI10) AL S (TTTa) B AR

[0534] St 497 31 25 B2 A R S0 73 1K) 25 BR 1R & TR & 37 116 . 78g (4 &) 48
LIS A KR A B : 18, 72¢ (A E5) L IR UL LA , HEAT T 55 S M0 73 7 RE I B2 A7
HAER R, B3 70,98 R AN AY (IT1a) NFE:6.71%) .

[0535]  (EL#%edsl11) A AL &M (11Ta) BIE AL

[0536]  BURL. RS WIFII &%

[0537) {2 AT IR JEE 103 1 R A Hi, R N T RS- 1, 4- 3R S B
10.0g (47.83mmol) \CPME 84mLFITHF 31ml. [ 3L iIAA- (6- TIMEHESA L - 1- OV 4A35) %W
(KB #5 ml i) 12.04g (45.55mmol) , K S NAHR N UKTE T, 4 S RO S 170°C
B RSk SV P TR AR R ZE TOC UL R, i iR 540 MR M N T = 2.4 . 83¢
(47.83mmo ) I HUG , 1K 230 N R PMRFELE 10 C LR, ik — S5 Bk 7 U

[0538] 73 FIM) S ST N T Z8487K 30m] o 4% S SV FHELFI50°C 5 , #E4T T 2/ 1N 375
e ORI R) 885 A /K 2 T, 26459 B0 HLUZ i I T 25187k 30m1 ) , 7650 C
b 43 P9 A THEAT 2/ NN S e KR RSE) 4K J2 i A48 Bl A HLUEA B H140°C G L 16
40°CHNN T IECLKE214m] J5 W4 H1FI0°C , 45 G AT Y o SR L ik 8 AN T AT S 1 45 5
For o 0 I IE OB P65 02 0 1R B LIRS 5 T 18. 728 IR & 1F
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[0539]  FHHPLCXIS 2 (1) 4 fm #E AT 20 B » FAR IE #h 28 3EAT 1 B 8 A0 T8 1) £, 45 SR vl A,
AL511.50g (27.48mmo1) fIE N H AR 58, B8 5. 30g (7.97mmo1) (1 1. 534k, F"°C-
NMR (DMF-d7) %§ 53 2/ 45 f dh AT 00, B 73RO e R & &, 45 Rl s, (51,92
(11.56mmol) (IR C ke R & EHM AR FEERESE, 4572, v NS &
58.46mol % , FEM &5 :16.95m0l % , H e R & B 1 24.59m01 % .

[0540]  JBIR2. KAWL S (111a) &

[0541]  7E G WE T30 R BAsF, fE R A LR B IR & SR A YIF
18.72g (4= fE) A M/ 115g.DMF 4.0g, A HIE10°CLL N o 724 [ Bl FEFE HiI7E10°C LA R 9
RS T Hd A 7 AREES6.92g (58.19mmol) o N4k W J5 , 48 i Nk 3R [B] #1125 °C , Fit bk
TN RN G , FHZE R 28 AT IR 48 B 2 R BRI B A 7 2 — AR5, INNE AT
28.7g, 192 7 SV -

[0542]  F4b, E RGBT RN A, AR mHPH2,5- ZFRFERHEEL. 72¢
(12.48mmol) « = %7 .58g (74.88mmol) ¥ fif T-57g & A , ¥4 N EI10°CLL T « ¥ I B
BEAREFTE10°C LA R i R & 7 W N2 VB TR o W N4t R 5, 35 I N AR FFTE10°C
PAR 33— AT 1 1/ OB

[0543]  MEE WG, FEARFF10°C CA N IPIRAS R ) s SER R 0N HIT 1T 14D S it 57 3 7 H 4 B 1)
&%) (3a) 4.05g (16.22mmol) , BEFIHIN T 1. ONI Eh B2 /K VAT 458 - SR 5 » ¥4 S 8 Y T il 2
40°C, AT 1 37N OB o SR LS IR S K S SLRA EN R 25°C L 34T T 3R

[0544] 745 2K A HLJZH I AROKAHELP#479 (=34 B A WAk 4k #13&) 0. 57g, i bk
1307381 5 , BEROKAHELPHATOIS 8 7 125 o 432 1 >k , FHZE R 78 MAS 21 1 S B H ok o B 1 2
80 %6 it H T BEAT W 45 o ZE 1LV R M T THE 23gJi5 , b 17 17N o 32 F 3k , 76 %7 W
AT IECHE92gJa , A ENHN0°C , i 4 f AT H o SR S5 , 3 3k b 98 AN T 8 AT 11 285 o

[0545]  ZEfR 345 5L TP INNTHF 120g ROKAHELPH#4792. 1gF12,6- — - U] J-4- H B2 Wy
110mg, $i+E: 1307 815  FsROKAHELP#A 79I Y840 5 12 T 2K, 28 A A B 1 S B A
THF 40gt8l% AEAS BN IEMR PN 7 H ¥ 134g )5, A ENRN0°C A 45 S b AR5, et 3
N T 5 EUBIT HH P 485 o o K B F R BT e e L T4 AR 38 T 1. 02 R A 1L &
) (I11a) (f%:6.98%) .

[0546] HLL BRI RIS T FidRI~FK6H.

[0547]  FAg, Kb VR A VE I “F5 /R A SEAE IR VA A FE S 280 R BBk S R
[0548]  Si4b, ¥ AIBE R (EEA) LUR-1,4- S RBES0) B 8 v 5,
EAN T -1, 4- O e R BEA 0¢85 A 1 200m1 FICPMERTE ML T, 1680920 (A -
[0549] MG EE (%) LA4- (6- TR AR 2 - 1 - LA ) 2Ry R4k

[0550]  EAPEIEREME (%) MR FIR=RH . FidxUH, LC-areafR /RHPLCIW AR IE il 26 BT 7~ (1
[1)28

[0551]  [##=A1]

[0552]  FAfEEFRME (%) = (FARRHILC-area) /

[0553] [ (PRJEMYLC-area) + (HlEHILC-area) ]

[0554] X100 (%)

[0555]  [%1]
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[0556] 1

gl
BAEY WREE | e [V SR ﬁ&mﬂ;@: 2 rh VR
W RIRDA (M%fﬁ‘z) R | (%) (%)
S | 1 CPME 17.2 20 68.53% | 98.0%
Y2 | 2 THF 186 15 67.28% 98.7%
w3 | 3 MTBE 156 20 65.94% | 97.8%
Ll | 4 Lk 151 20 63.65% | 96.4%
gl | 5 TRk 149 30 77.99% | 99.5%
Skl | 6 e 141 30 71.72% | 96.8%
Lws7 | 7 1,2- R 5 19.2 20 5800% | 99.8% | 48—
Yitils | 8 2- T 190 20 59.61% | 91.2% ;{%i
[0557]  |Sciatle | ¢ Wi 190 20 62.40% | o6ou | W
LgiB0| 10 RLRR 2. 186 20 61.46% | 98.9%
L) 1 K 18.2 20 67.54% | 93.8%
Lhs2) 12 ki +THF 174 13+7 7806% | 91.0%
a3 13 &5t + CPME 170 10+15 71.38% | 94.5%
4] 14 T HE+CPME 16.1 10+10 66.71% | 99.1%
SCEf15) 15 TR 15.7 1545 67.14% | 96.8%
S 16| 16 CPME+H 2 175 15+5 6305% | 99.2%
Sesn 17 CPME 172 20 68.53% | 98.0%
titlre| 18 THF 186 15 67.28% | 98.7% | EERGAN
L1l 19 MTBE 156 20 65.94% 97.8% R
g0l 20 A 15.1 20 63.65% | 96.4%
[0558] [#%2]
[0559] %2
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CN 107428672 B W R P 43/60 Tii
& = WRIE | g |TRHIEFEEE g%hﬁ$ B
WA 2R | mmp| 0 | 0
(MPa'"?)
Jeasi21| 21 —TEE 149 30 7799% | 995%
L2z 22 el 14.1 30 71.72% | 96.8%
Seita 23] 23 1, 2- A5 19.2 20 58.00% | 99.8%
Jeifi 24| 24 2-THl 19.0 20 5961% | 91.2%
Jef2s| 25 i1 190 20 62.40% | 96.0%
Jeifaf26) 26 FifR 2./ 18.6 20 61.46% | 989%
Seias27| 27 FH 2 182 20 6754% | 938%
SCifif28) 28 WAk +THF 174 13+7 78.06% 91.0% | KERRWN
Seiifi2e| 29 B CLki+ CPME 170 10415 | 7138% | 945% | +Hilk
[0560]  [S<Htifl30] 30 Tk +CPME 16.1 10+10 66.71% | 99.1%
JeapI31 31 TRk 15.7 15+5 67.14% | 96.8%
P32l 32 CPME+HI % 175 15+5 63.05% | 99.2%
B33 33 CPME 17.2 20 68.53% 98.0%
SCitif34| 34 ~TRE 149 30 7799% | 995%
i35 35 NMP 23.1 30 6852% | 98.0%
Sehtiki36| 36 CPME+THF 176 8.4+43.1 63.29% | 98.0%
b | A CPME 172 20 6853% | 98.0%
thipie| B TR 149 30 77.99% | 99.5%
I3 C© NMP 23.1 10 36.76% 97.0%
thg#la| D r-THE 258 10 4926% | 100.0% 2
tgpis| E CPME+THF 176 | 8.4+3.1 63.29% | 98.0%
teEHn F CPME+THF 176 84+31 63.29% 98.0%
[0561]  [$£3]
[0562] %3
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CN 107428672 B 44/60 T
RADIN G () AW (RS
BV | om0 | momomm| AR | mm | oW | Fomomm

I it 1 1 13.04 | 4.76 0.040 17.84 | 80.84% | 18.56% 0.60%
Scifl2 | 2 (1289 | 498 | 0041 | 17.91 |79.94%|19.44%| 061%
SeiEfs | 3 [ 1252 5.14 | 0043 | 17.70 | 78.94% | 20.39% | 0.67%
Seipla | 4 (1191 540 | 0048 | 17.36 | 77.20%|22.05%| 0.75%
Sifls | 5 | 1507 | 338 | 0027 | 1848 |87.30%|12.32%| 0.38%
Sciifle | 6 |13.48| 422 | 0038 | 17.74 |83.06%|16.37%| 057%
Seigl7 | 7 [ 11.26| 645 | 0050 | 17.76 |72.91%|26.30% | 0.79%
Sipie | 8 | 1056 | 568 | 0058 | 16.29 | 73.96%|25.05%| 0.99%

lose3] |SEMEBNO | 9 | 1163 557 | 0050 | 17.25 | 76.24%|22.97%| 0.79%
SeiEfiol 10 | 11.80| 588 | 0.047 | 17.73 | 7557%(23.69% | 0.74%
et 11 [ 12.30 | 4.70 0.046 17.04 | 80.04% | 19.23% 0.73%
SeiEfh2) 12 | 13.79 | 308 | 0.038 | 1691 [87.17%|12.25%| 0.59%
i3] 13 [ 1310 417 | 0041 | 17.31 [82.77%[16.59%| 0.63%
Seiflial 14 [ 12.83] 509 | 0041 | 17.96 | 79.54%[19.85%| 0.62%
SeiEfls| 15 | 12.61 | 490 | 0.043 | 17.56 | 79.80% | 19.53%| 0.67%
Seiafe) 16 | 12.14 | 565 | 0.045 | 17.84 | 76.80% |22.51%| 0.69%
a7 17 | 13.14 | 479 | 0.000 | 17.93 [81.33%|18.67%| 0.00%
SeEfe] 18 | 1299 | 5.02 0.000 18.01 | 80.44% | 19.56% 0.00%
SciEfe) 19 | 12.61| 518 | 0.000 | 17.79 | 79.47%|20.53%| 0.00%
SCifif20) 20 | 12.00 | 544 | 0.000 | 1745 [77.79%|22.21%| 0.00%

[0564]  [3:4]

[0565] %4
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CN 107428672 B 45/60 TH
WRAP M HLAG R (g) AP H R (BER%)
e LS W | HORRER| B B | AR R

SeiBi21| 21 | 1519 | 340 | 0000 | 1859 |87.63%[12.37%| 0.00%
Siifi22| 22 | 1359 | 425 | 0000 | 17.84 | 83.53%[16.47%| 0.00%
SMifI23| 23 | 11.34 | 650 | 0000 | 17.84 | 73.49% [2651%| 0.00%
SMifl24| 24 | 1064 | 572 | 0000 | 16.36 | 74.70% [ 25.30% |  0.00%
SMifi25| 25 | 11.72 | 561 | 0000 | 17.33 | 76.85% [23.15%| 0.00%
Siifi26| 26 |11.89 | 592 | 0000 | 17.81 |76.13%|2387%| 0.00%
Sciiti27| 27 [12.39 | 473 | 0000 | 17.13 |80.63%|19.37%| 0.00%
SLitad28| 28 | 13.90 | 3.10 0.000 17.00 | 87.68%|12.32% 0.00%
SHiBI29| 20 | 13.20 | 420 | 0000 | 17.40 | 83.30% [16.70%| 0.00%

(05661 |9-iiiz0| 30 |12.93 | 512 | 0000 | 18.05 |80.03%|19.97%| 0.00%
M3 31 | 1271 | 494 | 0000 | 17.65 | 80.34% [19.66%| 0.00%
SHipI32| 32 | 1224 | 570 | 0000 | 17.93 | 77.34% [22.66%| 0.00%
SHII33| 33 | 1314 | 1.20 | 0000 | 14.34 |9457% | 543% | 0.00%
SHifi34| 34 | 1519 | 085 | 0000 | 16.04 | 96.59% | 341% | 0.00%
MB35\ 35 | 13.19 | 481 | 0000 | 18.00 | 81.32% [18.68%| 0.00%
JHI36| 36 | 11.49 | 529 | 0000 | 16.78 | 77.52% [22.48% | 0.00%
B4 1 A 13.14 | 4.79 2.024 19.96 | 62.34% | 14.31% 23.34%
tegepl2| B 15.19 | 340 1.362 19.95 | 73.58% | 10.38% 16.04%
HEHI3| C | 698 | 954 | 3945 | 20.46 | 30.92% | 26.60% | 42.48%
tgla| D | 964 | 7.89 | 3065 | 2059 |43.70%|22.51%| 33.78%
HEIS| E 1150 | 530 | 1920 | 18.72 |58.46%|16.95%| 24.59%

[0567]  [#5]

[0568] 5
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CN 107428672 B .IH HH :F; 46/60 11
2,5~ IR P RE =Tk AP 3a RS (M)
mmol g mmol g mmol g mmol g g3

SHEI37) 1581 218 | 4744 | 480 | 2056 | 513 988 | 1157 | 62.5%
LEI38 | 1564 216 | 4692 | 475 | 2033 | 507 973 | 1139 | 62.2%
YEfI39 | 1521 | 210 | 4563 | 462 | 19.77 | 493 | 937 | 1097 | 61.6%
LHif40 [ 1451 0 200 | 4353 | 440 | 1886 | 470 | 925 | 10.83 | 63.8%
LHifl41 | 1816 @ 251 | 5449 | 551 | 23.61 | 589 | 11.53 | 13.50 | 63.5%
Sititl42 | 1633 226 | 4899 | 496 | 21.23 | 529 | 1037 | 12.14 | 63.5%
LHi43 | 1374 190 | 4122 | 417 | 17.86 | 445 851 996 | 61.9%
L4 | 1295 179 | 3885 | 393 | 1683 | 420 | 806 943 | 62.2%

[0569] Litiel45 | 1419 _ 196 | 4256 | 431 | 1844 | 460 | 858 H 1004 | 60.5%
Yifidla6 | 1438 199 | 4313 | 436 | 1869 | 466 879 | 1028 | 61.1%
WHi47 | 1497 | 207 | 4490 | 454 | 1946 | 485 | 912 | 1068 | 60.9%
LHil48 | 16.70 | 2.31 | 5011 | 507 | 21.71 | 541 | 1034 | 12.10 | 61.9%
SChifi49 | 15.89 | 219 | 4766 | 482 | 2065 | 515 | 974 | 11.40 | 61.3%
LHEB50 | 1557 | 215 | 46.71 | 473 | 20.24 | 505 957 | 11.21 | 61.5%
%51 | 15632 | 212 | 4597 | 465 | 1992 | 497 951 | 1113 | 62.0%
Litipl52 | 1477 204 | 4432 | 448 | 1920 | 479 | 887 1038 | 60.0%
Lie53 | 1570 217 | 47.10 | 477 | 2041 | 509 | 1054 1233 | 67.1%
YHifl54 [ 1552 @ 214 | 4656 | 471 | 20.18 | 503 | 1037 1214 | 66.8%
LHa55 | 1507 | 208 | 4522 | 458 | 19.59 | 489 998 | 1168 | 66.2%
Litipl56 | 1434 198 | 4302 | 435 | 18.64 | 4.65 982 | 1150 | 68.5%

[0570]  [3%6]

[0571] %6
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CN 107428672 B i';ﬁ HH :F; 47/60 HT

2’5%%:&%5 =78 o 3a BA LAY (a)

mmol g mmol g mmol g mmol g (&S
SLHEH57 | 18.14 | 2.51 5443 | 551 2359 588 12.38 | 1449 | 68.2%

SMidl58 | 1623 | 224 | 4870 | 493 | 21.10 | 526 | 11.08 | 12.96 | 68.2%
M50 | 1355 | 187 | 4065 | 411 | 1762 | 439 | 902 | 1055 | 66.5%
SeMifI60 | 1271 | 1.76 | 3812 | 386 | 1652 | 412 | 849 | 994 | 66.8%
SMidl61 | 1400 | 193 | 4201 | 425 | 1820 | 454 | 890 | 1042 | 635%
Seiipie2 | 1421 | 196 | 4263 | 431 | 1847 | 461 | 933 | 1092 | 65.7%
Y63 | 1481 | 205 | 4443 | 450 | 1925 | 480 | 969 | 11.35 | 655%
g6 | 1661 | 229 | 4982 | 504 | 2159 | 538 | 11.04 | 12.92 | 66.5%
Sifles | 1577 | 218 | 4730 | 479 | 2050 | 511 | 10.38 | 12.15 | 65.8%
SMiI66 | 1545 | 213 | 4634 | 469 | 2008 | 501 | 1020 | 11.94 | 66.1%
[0572] | sjiie7 | 1519 | 2.10 | 4556 | 461 1974 | 492 | 1012 | 11.85 | 66.6%
SiiBles | 1462 | 202 | 4386 | 444 | 1901 | 474 | 943 | 1103 | 64.5%
SeMifl69 | 1570 | 217 | 4710 | 477 | 2041 | 509 | 10.79 | 12.63 | 68.8%
SHiBI70 | 1814 | 251 | 5443 | 551 | 2359 | 588 | 1244 | 14.56 | 68.5%
SeMiBI71| 1577 | 218 | 4730 | 479 | 2050 | 511 | 10.38 | 12.15 | 65.8%
g7 | 1248 | 172 | 7488 | 758 | 1622 | 405 | 1027 | 12.02 | 82.3%
SeMigl73 | 1248 | 172 | 7488 | 758 | 1622 | 405 | 1027 | 12.02 | 82.3%
el | 2746 | 379 | 8237 | 833 | 3569 | 890 | 309 | 362 | 11.3%
WBHl7 | 2606 | 360 | 7817 | 7.91 | 3387 | 845 | 381 | 446 | 14.6%
Hedis | 3125 | 432 | 9375 | 949 | 4062 | 1013 | 142 | 166 | 454%
el | 2932 | 405 | 8795 | 890 3811 | 950 | 183 | 215 | 6.25%
Haes10| 1248 | 172 | 7488 | 758 | 1622 | 405 | 084 | 098 | 6.71%
Waesi11| 1248 | 172 | 7488 | 758 1622 | 405 | 087 | 102 | 6.98%
[0573]  HR1~60] 50, WAL 5 KATRIE A HUE I AT N, 78 ) B 45 5 34T K
FH 551 T ) G s 0 3 U %, WG 2R R 4 s A5 31 BRI 1Y) & 5 TR A W) AR IR 50 BE 7K %
DL B HL, 4- e b RERIN & = AR5 BE /R % FIR &) (SEHE 611 ~36) o

[05741 534 My FT 1, A3 PRS0 201~ 36 (AR WA FROSE 20D, M T B I b
FNBEMAESY) (111a) SZHEFI3T~T73) .

[0575] B — 5 Al &0, W K A1 ~4h B 31, 4- 38 O ke BRI & & N5 EE
IR % LA BV G YIA~F G, IR S YIC DIV L8 1 & B A RNR SR BI50 BE /R %) , A
RESCR B IS 2R Sk &9 (T11a) (b6 ~11) .

[0576]  (sEjitafl74) R EMEMEY) (111b) & K

[0577]  [{b&2334]
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[0579]  HEAMHEALAY (T11b)
[0580]  JDIR1:4LE&4) (3b) & HK
[0581]  [fk235]

CH(CHa),

N
[0582] @: \>—r!J—NH2
S

[0583]  fL& %) (3b)

[0584]  FE R AIRSETHI3I SN AS N, FER T 2 - JPFEE AR JEBEME 30 . 0g (181 . 6mol) ¥
i T-DMF 500m1H . ZE 1%V WP IDNBR R 118 . 3g (363. 2mol) , ¥ HF0°C, A 2- R K &t
33.3g(272.3mmol) WG AF N EMAEOCHiHE T L/NN J5 , 3610, 7E25 CHLHE T 20/h i AR5,
7 SR R NN ZE 487K 1500m 1 , FHEE R 2. B8 1000m L R HL T 29K A W2 FH TG K BR R 15
S > FERR R AN Y8 40 5 o FH e S 28 R AR VR AT W i )5, SR PR IR A i (THF : FE R =1
29) X GE AT iR A, MITEALL . 1 329 % 15 2] T 1E A B A lE AR AL &4 (3b) o

[0585] [ ARAI 4544 I 'H-NMR S 7€ .

[0586]  'H-NMR (500MHz ,DMSO-d,, TMS , Sppm) : 7.65 (dd, 1H,J=1.0Hz,8.0Hz) .7.35 (dd, 1H,
J=1.0Hz,8.0Hz) .7.20(dt,1H,J=1.0Hz,7.5Hz) .6.98 (dt,1H,J=1.0Hz,7.5Hz) .5.10 (s,
2H) \4.61-4.72(m,1H) \1.17 (d,6H,J=6.5Hz)

[0587]  SDIR2: KEMEMAW (I11D) [FH AL

[0588] st (517 3¢ 25 B2 () St 49 37 R A B4 &) (3a) 4. 05¢ (16.22mmol) A8 N Hi
HF PR BRI E ) (3b) 3.36g (16.22mmol) , (& PA AN , HEAT 17 5 92t 491 73 [ 6 1 1
PR HEE R B2 T11.08g R A MHALAY (TTTb) (Z:78.7%) .

[05891  H ARAI 4544 I 'H-NMRE 7€ .

[0590]  'H-NMR (500MHz,CDC1,, TMS, 8ppm) :8.08 (s, 1H) \7.74 (d, 1H, J=2.5Hz) 7.69 (dd,
1H,J=1.0Hz,8.0Hz) .7.65(d,1H,J=8.0Hz) .7.33 (dt,1H,J=1.0Hz,7.5Hz) .7.16 (dt, IH,
J=1.0Hz,7.5Hz) \7.087.13 (m,2H) .6.99 (d,2H,J=9.0Hz) .6.98 (d,2H,J=9.0Hz) .6.88
(d,4H,J=9.0Hz) .6.40 (dd,2H,J=1.5Hz,17.5Hz) .6.13 (dd,2H,J=10.5Hz,17.5Hz) .5.82
(dd,2H,J=1.5Hz,10.5Hz) \5.29-5.39 (m, 1H) .4.17 (t,4H,J=6.5Hz) .3.94 (t,4H, =
6.5Hz) \2.54-2.74 (m,4H) .2.25-2.39 (m,8H) .1.65-1.84 (m,16H) .1.62(d,6H,J=7.0Hz) .
1.41-1.55 (m,8H)

(05911 (SLhitifsl75) BE-A A &4 (I11c) B Rk

[0592]  [4k2~X36]

[0593] _h,N—{D
J\O A0 —@—OOC —<:>—COO dooc —<:>—C Q0 —@—O W{Jj?l\/'

[0594] EE&MALEY (111c)

[0578]
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CN 107428672 B W OB P 19/60 T

[0595]  DIR1:ALEY) (3c) W& K
[0596]  [fk=37]

[0597] N
N—N
CI
NH»

[0598] fL& (3c)

[0599]  FEHLAIRFETHI3 I N AR N, 78 B 82 - R FFEME 15 . 0g (88. 45mmol) 1
k38 .25g (353. Tmmo 1) ¥ MF T~ £ —IF150ml o M ZIF M INFAEN140°C , BiFE 1 57NN o S I &
WG 76 N I 78 187K 1000m ], FIES R 2. Big500m1 2K HX T 29K G HLJZ F To /K it R 4
TR 5 BB IR AN i€ 43 o FH e % 2 28 R A o 8RR AT I 46 5 » TR A3 B IR 4P b inoN
THF50m1 {5 H VB M o B % IR MR N 7818 7K 1000m 1 1, S BUMT H A [ 4 o g 3t e 7 FH 2% K T
Vela, BT A3 3 1 ot A R B L [E A N eI, N H 2R 250m 1, B4 1305 b
Ja » AT I8, B IR AN T 2R [ A4 18 a3 Br 2 o P e % X286 2 R DBV AT R 4 5 5 K
R R 1 (THF : FH 2R =2:50) XPik gt A7 3248, MifiLL4. 70g W #22% 153 2 T 1E A58
ML EY) (3c)

[0600] AR 450 FH'H-NMR S 5E

[0601]  'H-NMR (500MHz , DMSO-d,, TMS , 8ppm) :8.01 (dd,2H,J=1.0Hz,9.0Hz) \7.78 (dd, LH,
J=1.0Hz,8.0Hz) .7.51 (dd,1H,J=1.0Hz,8.0Hz) .7.43 (dd,2H,J=7.5Hz,8.5Hz) .7.28
(dt,1H,J=1.0Hz,7.5Hz) \7.08-7.16 (m,2H) .6.26 (s, 2H)

[0602]  JBHR2: KAWL S (T11c) & Rk

[0603] ¥ St 45 7 31y 2 BR 2 v (1) St 451 37 v & KT A 54 (Ba) 4. 05g (16 22mmol) A2 Ay Hif
TR A5 BB L& BRI AL S (3¢) 3.91g (16.22mmol) , BRI DL AN, HEAT T 5 52t 451 7 3 [5) R 1 4
VB HLa R 33 710,65 R A G (IT1c) U :73.4%) .

[0604]  H FR4IKI 45 #4 I H-NMR S5

[0605]  'H-NMR (500MHz,CDC1,, TMS, Sppm) :7.82 (d, 1H,J=2.5Hz) \7.73 (dd, 1H,J=1.0Hz,
8.0Hz) \7.64-7.70 (m,2H) .7.60(d,2H,J=7.5Hz) .7.35-7.42 (m,3H) .7.30 (dt,1H,J=
1.0Hz,7.5Hz) \7.18 (dt,1H,J=1.0Hz,7.5Hz) \7.03-7.12 (m,2H) .7.00 (d,2H,J=9.0Hz) .
6.99 (d,2H,J=9.0Hz) .6.90 (d,2H,J=9.0Hz) .6.89 (d,2H,J=9.0Hz) .6.41 (dd,1H,J=
1.5Hz,17.5Hz) .6.41 (dd,1H,J=1.5Hz,17.5Hz) .\6.13 (dd, 1H,J=10.5Hz,17.5Hz) .6.13
(dd,1H,J=10.5Hz,17.5Hz) .5.82(dd,1H,J=1.5Hz,10.5Hz) .5.82 (dd, 1H,J=1.5Hz,
10.5Hz) \4.18 (t,2H,J=6.5Hz) .4.18 (t,2H,J=6.5Hz) \3.92-3.98 (m,4H) .2.56-2.71 (m,
2H) .2.41-2.50 (m, 1H) +2.27-2.40 (m,5H) +2.12-2.22 (m,2H) .1.64-1.91 (m,14H) . 1.41-
1.56 (m,10H) .1.19-1.31 (m,2H)

[0606]  (SLjitif5176) B AL G4 (T11d) 16 Ak

[0607]  [fk223K38]
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[0608] _ )“‘{D

[0609] EE&MALEY (111d)
[0610]  DIE1ALEW) (3d) A Rk
[0611] (b2 39]

N
[0612] @[\ S
S>_

N\
NH,
WAEY(3d)
[0613]  FEEAIRETHIAIT N AN, FER R N O 23R AR 2512 5g (83 . Ommol)
WARET = ZHZA0mIH o FEIZIE W N2 - FOR 28 . 15g (166. 0mmol) , 4 4> N A 7
80 CHERE T 5/ o [ .45 7R Ji5 , B S R4 Z1 3120 °C , #8211 A Bk FR BN /K 5 W 500m 1
H, SR £ R 1000m1 22 B R BE IR £ 18 2 F TG /K DR BR 4 18 5, F B R AN 6 7 155« FH e
2R R ARG T TR W58 DSV R TR L 19 3] 1 o € ] 4 o SR PR TR 83 (O bt - TS TR
CER="T75:25) XPiz s A AR AT 54, 43 2 15, 10gBI1F v B e[l A4k &4 (3d) (W3
24.8%) .
[0614]  H ARIKI45H4 I H-NMR S5
[0615]  'H-NMR (400MHz,CDC1,, TMS, Sppm) :7.58 (d, 1H,J=7.8Hz) \7.52(d, 11, J=8.2Hz)
7.26(dd,1H,J=7.4Hz,8.2Hz) .7.05 (dd,1H,J=7.4Hz,7.8Hz) \4.25-4.32 (m, 1H) .4.04 (s,
2H) +1.84-1.88 (m,4H) +1.68-1.73 (m,1H) +1.43-1.59 (m,4H) .1.08-1.19 (m, 1H) .
[0616]  PIR2. RAMALAH (1T1d) G A%
(06171 g St 1) 7 31 25 B2 b ) St 1) 3 7 5 BRI A 54 (3a) 4. 05g (16 22mmo 1) A2 Rl
T )5 B T & A& (3d) 4.01g (16.22mmol) , [ b LAAN , BEAT 1 5 S it 4517 3 [) A 4]
PEHE R BRI 711 1gMEREMHIEY (TT11d) (% :76.2%) .
[0618]  H AR4I¥I 45 #4 FI ' H-NMR S5
[0619]  'H-NMR (500MHz,CDCT,, TMS, 8ppm) :8.15 (s, 1H) <7.72 (d, 1H,J=1.5Hz) \7.68 (dd,
1H,J=1.5Hz,8.0Hz) .7.66 (dd,1H,J=1.5Hz,8.0Hz) .7.31-7.35 (m, 1H) .7.14-7.18 (m,
1H) .7.13(d,1H,J=9.0Hz) .7.10(dd,1H,J=1.5Hz,9.0Hz) .6.96-7.00 (m,4H) .6.86-6.90
(m,4H) .6.40 (dd,2H,J=1.5Hz,17.0Hz) .6.13 (dd,2H,J=10.0Hz,17.0Hz) .5.82 (dd,2H,J
=1.5Hz,10.0Hz) \4.62-4.70 (m, 1H) .4.17 (t,4H,J=6.5Hz) .3.94 (t,4H,J=6.5Hz) .2.55-
2.74 (m,4H) \2.27-2.47 (m,10H) v1.90-2.00 (m,4H) .1.65-1.85 (m, 16H) .1.42-1.55 (m,
10H) +1.24-1.33 (m.2H)
[0620]  (SLhtifsl77) BEE AL G4 (T11e) B G RK
[0621]  [{k523040]
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[0623]  FEAMALEY) (11Te)

[0624]  JBUR1 ALK& (3e) &K
[0625]  [{k2:z041]

N -
[0626] @: '>—I'\|I—NH2
S

[0627]  fLEW) (3e)

[0628]  #E R AIRSETHII3IT SN As N, FE R 82 - JFEE R JEBEME 10 0g (60 . Smmol) ¥
fiE TDMF 150m1 7 o ZE 1% T INBR R 39 . 4g (121. Omo1) , ¥ Z10°C , IRt 55 iig hnfifl
BEkt16.4g (72.5mmol) , M MNZE WG , ¥ 2 N EAE25 CHeFE T 3/ o NS5 R 5, £
LA NN ZK1000m]1 , FESER 2, Bg500m1 ZEHL 1 20K K A HLE IS /K BR BR B8 T8 ) , W B g
NI Oy B o FH e AR A8 0T AT e 4 5, SR e IROAE (i GE T bt - BE PR £ iR =85
15) PR AFYATHR 41, 152 179. 05gAE AN E B EA R A4 (Be) (IZE56.9%) .

[06291  H ARADI 4544 I H-NMR S 7€ .

[0630]  'H-NMR (500MHz,CDC1,, ™S, 8ppm) :7.59 (dd, 1H,J=1.5Hz,8.0Hz) \7.53 (dd, 11, J
=1.5Hz,8.0Hz) \7.06-7.28 (m,2H) \4.22 (s,2H) .3.75 (t,2H,J=7.0Hz) 1.29-1.38 (m,
10H) .0.88 (t,3H,J=7.0Hz)

[0631]  DIR2. KEMENAEW (T11e) H AL

[0632]  f& S 451 7 3y 25 B2 (1) STt 471 37 R A e Ak &4 (3a) 4. 05g (16. 22mmol) 28K [
BT R B LR & AL &) (Be) 4.27g (16.22mmol) , BRILEL AN, 34T T 5 S5 73 [ AL
BRAE A 2 15 8] 7 11.96gH I RA MM A (IT1Te) (% :80.9%) .

[0633]  H ARADI 4544 FH H-NMR S 7€ .

[0634]  'H-NMR (500MHz ,CDC1,, ™S, 8ppm) :7.75 (d, 1H,J=1.5Hz) \7.66-7.70 (m,3H) .7.34
(ddd,1H,J=1.5Hz,8.0Hz,8.0Hz) .7.17 (ddd,1H,J=1.5Hz,8.0Hz,8.0Hz) \7.08-7.14 (m,
2H) .6.95-7.01 (m,4H) .6.87-6.90 (m,4H) .6.40 (dd,2H,J=1.5Hz,17.5Hz) .6.12 (dd,2H, J
=10.5Hz,17.5Hz) .5.82 (dd,2H, J=1.5Hz,10.5Hz) \4.30 (t,2H,J=7.0Hz) .4.18 (t,4H,J
=7.0Hz) .3.95 (t,4H,J=7.0Hz) .2.55-2.73 (m,4H) .2.26-2.40 (m,8H) \1.65-1.84 (m,
16H) +1.36-1.55 (m,14H) .1.25-1.35 (m,4H) .0.87 (t,3H,J=7.0Hz)

[0635]  (SLjitifsl78) A AL &4 (T11F) BI& K

[0636]  [fh#3(42]
HaCH,CH,CH;COH,CH,C, g
0 0
\\Q)LOW\/O—Q—OOC—O—COOdOOC—O—CDDQOWc}M

[0638] &M EY (IT1F)
[0639]  DIRL-ALEY) (3) &K

[0622]

[0637]
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[0640]  [fkZ043]
CH,CH,OCH,CH,C HQCH3

N |
[0641] \>_N_N H2
L

[0642]  fL&W) (3)

[0643]  FEEA MR R NAE A, 7E BT H A2 - LR FEERE 10 . 0g (60 5mmol) ¥
fRET-DMF 150m1 7 o 28 3% VA9 I N TR ER 4639 . 4g (121 .0mol) , A FNF|0°C, I 50 B N T
F2- S HETRI . 90g (72.5mmol) , IG5 , ¥4 5B N B AE25 CHiHE T 3/ o ) B 25

J& 5 AE RN F N 7K 1000m ], FHES S 2. lE500m] ZEHL T 29k KA HLE B TE /K B BR AN T 1
J& » W TR RN 8 7 25 o e s 28 R 28X B VAT MR 4 ) SR FHRE IR a3 (UF 2 e - B TR
L BE="T75:25) XPIRAF YN FEATHEAE, NS 2] 7 8. 50gME A E BRI &) (31) (I
53.0%) .

[0644]  H FR4IKI 4544 I H-NMR S5

[0645]  'H-NMR (500MHz,CDCT,, TMS, 8ppm) :7.61 (dd, 1H,J=1.0Hz,8.0Hz) \7.50 (dd, 1H,J
=1.0Hz,8.0Hz) .7.27-7.29 (m,1H) .7.04-7.08 (m,1H) .4.70 (s,2H) . 4.01 (t,2H,J=
5.0Hz) .3.82 (t,2H,J=5.0Hz) .3.4.4 (t,2H,J=7.0Hz) +1.52-1.57 (m,2H) . 1.31-1.39 (m,
2H) .0.90 (t,3H,J=7.0Hz)

[0646]  JDIR2 . RAEVEMEY (111 BIE K

(06471 f St 451 7 3f) 25 B2 (1) STt 451 37 R e Ak 54 (Ba) 4. 05g (16 22mmo) A2 9 Hif
TR0 BB Lrh & BRI AL S (3F) 4.30g (16.22mmol) , BRI LA AN , HEAT T 5 52t 451 7 3 [5) R F 45
B G2, B8 T11.7TTgM R A HEMEY (T111) (R#*:79.5%) .

[0648] [ R 45K F H-NMR S 52

[06491  'H-NMR (500MHz,CDC1,,, TMS , 8ppm) :8.03 (s, 1H) 7.76 (d,1H,J=1.5Hz) \7.65-7.71
(m,2H) \7.34 (ddd,1H,J=1.5Hz,8.0Hz,8.0Hz) .7.17 (ddd, 1H,J=1.5Hz,8.0Hz,8.0Hz) .
7.09-7.12 (m,2H) .6.96-7.00 (m,4H) .6.87-6.90 (m,4H) .6.40 (dd,2H, J=1.5Hz,17.5Hz) .
6.13(dd,2H,J=10.5Hz,17.5Hz) .5.82 (dd,2H,J=1.5Hz,10.5Hz) . 4.45 (t,2H, J=5.5Hz) .
4.18(t,4H,J=7.0Hz) .3.95 (t,4H,J=7.0Hz) .3.79 (t,2H,J=5.5Hz) .3.44 (t,2H,J=
7.0Hz) \2.55-2.74 (m,4H) .2.28-2.40 (m,8H) +1.65-1.83 (m, 16H) .1.42-1.55 (m, 10H) .
1.25-1.34 (m,2H) .0.85 (t,3H,J=7.0Hz)

[0650]  (sLjitifs179) A AL &4 (T111) B & Ak

[0651]  [fhZ:344]
Hy;C=HCH,CH,C,
=

[0652] =
JLO/W\/U—Q—UUU—O—CUU—dooc»@—coo—@—o\/\/\/\ob

[0653] & MEALEY) (I111)

[0654]  BIRI ALEY) (31) HIE L

[0655]  [{k7~3X45]
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N CH,CH,CH=CH,
[0656] \>_[1|_N H,,
S

[0657]  fL&W) (31)

[0658]  FEEAMEETHHIAN S S8, 7E BV H A2 - LR FEE LS . 04g (30 5mmol) ¥
it TDMF 50m1 o FEiZ B P I AN BRBZ 4514 . 9g (45.8mmol) J4-¥-1- T 4%4.94¢
(36.6mmol) , ¥4 4 HB N BHILE2S CHUFE T T/ o R BLZE W5 5 B e LR N B 7K 200m1 H
FABS IR 2, BR300m 1 25 HL o A4 B R <18 2 TS /K B BR AR T8 I, K-t R ot 8 29 5 o FH e e =X
AR AN TR <58 N JEI el R TR, 45 3 1 B B[ o R PR IR il (O e S TR TR & T
=70:30) 0 i% B O A BT IR 4, 15 5] T 4. 40e IV A A G EAR L& (31) (.
65.8%) .

[0659]  H R4 45K F H-NMR S 52

[0660]  'H-NMR (500MHz,CDC1,, TMS, 8ppm) :7.60 (dd, 1H,J=1.0Hz,8.0Hz) \7.54 (dd, 1H,J
=1.0Hz,8.0Hz) \7.28 (ddd,1H,J=1.0Hz,7.5Hz,8.0Hz) \7.06 (ddd,1H,J=1.0Hz,7.5Hz,
8.0Hz) .5.89 (ddt,1H,J=7.0Hz,10.5Hz,17.0Hz) .5.17 (ddt,1H,J=1.5Hz,3.0Hz,
17.0Hz) \5.09 (ddt,1H,J=1.0Hz,3.0Hz,10.5Hz) \4.26 (s, 2H) .3.85 (t,2H,J=7.0Hz) .
2.52(dddt,2H,J=1.0Hz,1.5Hz,7.0Hz,7.0Hz)

[0661]  JBIR2. HREVEMAEY (1111) BIE 1K

[0662]  f St 51 7 3f) 25 B2 (1) STt 451 37 R B Ak 54 (Ba) 4. 05g (16 22mmo) A2 9 Hif
TR BB b & BRI AL S (31) 3.56g (16.22mmol) , BRI LA AN, HEAT T 5 52t 451 7 3 [5) R 1 45
B HL B2 35 179.88gM R G AL &Y (1111) (%:69.4%) .

[0663]1  H FR4IKI 4544 I H-NMR S5

[0664]  'H-NMR (500MHz,CDC1,, TMS, 8ppm) :7.76 (d, 1H,J=2.5Hz) \7.67-7.70 (m,3H) \7.35
(ddd,1H,J=1.5Hz,7.5Hz,8.0Hz) .7.18(ddd, 1H,J=1.5Hz,7.5Hz,8.0Hz) \7.10--7.14 (m,
2H) .6.99 (d,2H,J=9.5Hz) .6.98 (d,2H,J=9.5Hz) .6.88 (d,4H,J=9.5Hz) .6.40 (dd,2H,J
=1.5Hz,17.5Hz) .6.13 (dd,2H,J=10.5Hz,17.5Hz) .5.89 (ddt,1H,J=6.5Hz,10.5Hz,
17.0Hz) .5.82(dd,2H,J=1.5Hz,10.5Hz) \5.18 (dd, 1H, J=1.5Hz,17.0Hz) .5.15 (dd, 1H,J
=1.5Hz,10.5Hz) \4.38 (t,2H,J=7.0Hz) 4.18 (t,4H,J=6.5Hz) .3.95 (t,4H,J=6.5Hz) .
2.58-2.68 (m,4H) .2.51 (dt,2H,J=6.5Hz,7.0Hz) \2.31-2.35 (m,8H) .1.76-1.85 (m,4H) .
1.65-1.74 (m,12H) +1.41-1.54 (m,8H)

[0665]  (SLJitaf180) A AL &4 (T11J) (1A Bk

[0666]  [fb2:X46]

HCCSOHC D
N d
[0667] . -n’_g N
\\)LO,\/\NO—Q—OO(:-O—coodooc—@-coo—@—ow\/\cj\//

[0668] REMALEY) (111])
[0669]  JDIEL1ALEW) (3]) HIA RK
[0670]  [fk=47]
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CH,C=CCH,

L
[0671] \>_N_NH2
i

[0672] L& (3))

[0673]  fEEAEEIFIAT SN A8, fE RS H 82 - PFE R FEEME10. 0g (60. 5mmol) ¥
i T-DMF 150mi o o 7EiZ I WP NN BR #6139 . 4g (121 . 0mmol) 1-7R-2- T 4k9.65¢
(72.5mmol) , ¥4 AN BEMAE25 CHUHE T 20/ o [ B 45 W 5 5 8 [ R A% N 17K 1000m1
H, FHES IR 2. BE500m1 25 W B L 2,18 2 F JC /K BR RN T8 )5, W4 i BR At i o0 8« FH e %
AR R BT EE TR £, T8 M8V 98 AR5, 19 21 1 48 £ [l 44 o R PR A 23 (QE e - B IR
L BR=85115) X} iz te (o (R AT 5241, 13 31 1 6. 25gHI1E v A ([l R4k &4 (35) (W
47.5%) .

[06741  H FR¥H 45K F H-NMRE 52

[0675]  'H-NMR (500MHz,CDC1,, T™S , 8ppm) :7.63 (dd, 1H,J=1.3Hz,7.8Hz) \7.58 (dd, 1, ]
=1.3Hz,7.8Hz) \7.29 (ddd,1H,J=1.3Hz,7.8Hz,7.8Hz) \7.10 (ddd, 1H,J=1.3Hz,7.8Hz,
7.8Hz) 4.56 (q,2H,J=2.5Hz) 4.36 (s,2H) .1.84 (t,3H,J=2.5Hz)

[0676]  LBR2: KAMALEGY (111)) AR

[0677] ¥ St 5 7 37 25 BR 2 (1) SE it 451 37 B IR AL A4 (3a) 4. 05g (16 22mmo) 22 Ay iy
BB L& A &9 (35) 3.52g (16.22mmol) , BRI L AN , HEAT T 5 52t 451] 7 3 [5) R F 45
VB HE B3 179.46gM R GG (1115) (%:66.6%) .

[0678]  H FR#i 45K F H-NMRS 52

[06791  'H-NMR (500MHz ,CDC1,, TMS, 8ppm) :7.90 (s, 1H) < 7.78 (d, 1H, J=1.3Hz) \7.67-7.73
(m,2H) .7.35(ddd,1H,J=1.3Hz,7.5Hz,7.5Hz) .7.18 (ddd,1H,J=1.3Hz,7.5Hz,7.5Hz) .
7.09-7.15 (m,2H) .6.95-7.01 (m,4H) .6.85-6.91 (m,4H) .6.40 (dd,2H, J=1.5Hz,17.0Hz) .
6.13(dd,2H,J=10.5Hz,17.0Hz) \5.82 (dd,2H,J=1.5Hz,10.5Hz) \5.06 (d,2H, J=2.0Hz) «
4.18(t,4H,J=6.0Hz) .3.95 (t,4H,J=6.0Hz) \2.55-2.76 (m,4H) .2.26-2.43 (m,8H) .1.64-
1.83(m,19H) .1.41-1.55 (m,8H)

[0680]  (sLjitafs81) B A 1AL &4 (T11k) B & ik

(06811  [fk=48]
NCH,CH,CH,CH,C N
I

[0682]

[0683] G PEALEY (I11k)
[0684]  JLIR1 A& (Bk) HIE AL

[0685]  [fk2~x049]
CH,CH,CH,CH,CN

N
[0686] \>_N —NH 5
QI

[0687] 1k &%) (3k)
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[0688]  7EEAMEETHHIAN R N8, 7E B H A2 - LR FEERE 10 0g (60 5mmol) ¥
fi T-DMF100m1 ' o 78 1% VA7 TH I N BRI 45141 . 8g (304mmo) F15- R [ZJE10. 34g (63.8mmol) ,
BN BEMIAEC0 CTHFE 1 8/NK o [ L5 5 , 5 I N4 1 £1)20°C , FEA 27K 1000m1 H,
FEE R 2, FE1000m1 ZEHL 4 BEFR 2. 156 J2 FH TG /KB BR 4 T4 5 , B B it i o0 &0 o FH e e =
AR AN TR <8 N JEI el R PR, 45 3 1 B [ R PR IRAE il (IE O e (BB TR &
E=60:40) X% % (0 [ A B AT $2 40, 15 3] 7 6. 82g I 1F N A (AR L &4 (3k) (W -

45.7%)

[06891  H bR4IKI 45 #4 FHI ' H-NMR S5

[0690]  'H-NMR (400MHz,CDC1,, TMS, Sppm) :7.60 (d, 1H,J=7.8Hz) \7.51 (d, 1H,J=8. 1Hz)
7.28(dd,1H,J=7.3Hz.8.1Hz) \7.07 (dd, 1H,J=7.3Hz,7.8Hz) \4.23 (s,2H) .3.81 (t,2H,]
=6.9Hz) \2.46 (t,2H,J=7.1Hz) .1.88-1.95 (m,2H) .1.71-1.79 (m, 2H)

[0691]  JBIR2. RAEVEAEY (111K BIE K

[0692] ¥ SIit 451 7 31y 2 BR2 v (1) St 451 37 v & I KT A A4 (3a) 4. 05g (16 22mmol) A2 Ay Hif
B LR & AL S (3k) 4.00g (16.22mmol) , BRI LA, HEAT T 5 St 451 7 3 [F) RE )
B HE A A3 711 23eM R A G (1TTk) UF:77.1%) .

[0693]  H R 45K F H-NMR S 52

[0694]  'H-NMR (500MHz,CDC1,, TMS, 8ppm) :7.74 (d, 1H,J=1.5Hz) \7.64-7.72 (m,3H) .7.35
(ddd,1H,J=1.5Hz,8.0Hz,8.0Hz) .7.19 (ddd, 1H,J=1.5Hz,8.0Hz,8.0Hz) \7.10--7.14 (m,

2H) .6.96-7.01 (m,4H) .6.86-6.91 (m,4H) .6.40 (dd,2H,J=1.5Hz,17.0Hz) .6.12 (dd,2H,J
=10.5Hz,17.0Hz) .5.82(dd,2H,J=1.5Hz,10.5Hz) .4.22 (t,2H, ] =6.5Hz) .4.18 (t,4H, ]
=6.5Hz) +3.95 (t,4H,J=6.5Hz) +2.58-2.75 (m,4H) .2.55 (t,2H,J=6.5Hz) +2.26-2.40 (m,

8H) .1.96 (tt,2H,]=6.5Hz,6.5Hz) .1.66-1.83 (m,18H) .1.42-1.55 (m,8H)

[0695]  (Sjitify182) &ML &4 (111m) f 4 Ak

[0696]  [4kZ50]
FaCHaCHaCHoC },
e

[0698]  REMEM A (ITTm)
(06991 2D ER1: AL &Y (3m) (9 A

[0700]1  [fk251]
CH,CH,CH,CF3

N
[0701] <j[\>—N—NH,
2
S

[0702]  1b& 4 (3m)

[0703]  fEEAEETFIAT A8 N, FE RS 82 - PFE R FEEME 14 . 5 (87 . 5Smmol) ¥
iR F-DMF 200m1H o 76 % V8 7 I N TR ER 136 . 3g (263mmol) +1,1,1- =% -4-f T £¢25.0g
(105mmol) , 5 4= 3 N B WIAES0 CHEFE T 8/ o [ .45 TR i, W5 [ Ny V4 EN 2120°C , BN F
7K1000m1H , FBEER 2,15 1000m 1 2 HY  Ks Bs BR 2, 18 )2 FJC /K B B BN T 15 I A s R B0t 306 o

[0697]
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2o P i 2N 78 R 28 T B TR < 15 MRV i s TR, 75 281 1 3 R i A o SR PR JisoA: €1 (UF
Ot - BE IR 4l =85115) Wiz ps [l R AT He 48, 15 2] 17 9.6 1gHI/E N A BRI L&)
(3m) (% :39.9%) .

[0704]  HFRPIHI £ 44 FH1H-NMREGE

[0705]  'H-NMR (500MHz,CDC1,, TMS, 8ppm) :7.61 (d, 1H,J=8.0Hz) \7.54 (d, 11, J=7.8Hz) .
7.30(dd,1H,J=7.8Hz,7.8Hz) .7.09 (dd,1H,J=7.8Hz,8.0Hz) .4.24 (s,2H) .3.81 (t,2H,J
=7.0Hz) \2.16-2.26 (m,2H) v1.99-2.05 (m, 2H)

[0706]  PER2. K EMENAD (TTTm) ()6 K

[0707] Y& SKiti 49 7 314y 2 BR2 v (1) St A51] 37 v & I KT A 54 (3a) 4. 05g (16 22mmol) A2y Hif
)P IR LFR & AL &) (3m) 4.47g (16.22mmol) , BRI LAAN , HEAT T 5 S5 73 1) A 1) £
PR HEE R B2 T 11.81gM R EMAEY (ITTm) (KF:79.1%) .

[0708]  H AR4/I¥I 4544 I H-NMR S5

[0709]  'H-NMR (500MHz,CDCL,,, TMS, 8ppm) :7.75 (s, 1H) \7.65-7.71 (m,3H) \7.34 (ddd, 1H, J
=1.0Hz,7.5Hz,7.5Hz) \7.17 (ddd,1H,J=1.0Hz,7.5Hz,7.5Hz) .7.08-7.14 (m,2H) .6.96-
7.01 (m,4H) .6.86-6.91 (m,4H) .6.40 (dd,2H,J=1.5Hz,17.5Hz) .6.13 (dd,2H, J=10.5Hz,
17.5Hz) \5.82(dd,2H,J=1.5Hz,10.5Hz) .4.42 (t,2H,J=7.5Hz) .4.18 (t,4H,J=6.5Hz) .
3.95(t,4H,J=6.5Hz) .2.55--2.73 (m,4H) .2.25-2.38 (m, 10H) .2.04 (tt,2H,J=7.5Hz,
7.5Hz) \1.64-1.84 (m,16H) .1.42-1.55 (m,8H)

[0710]  (skJitif5183) A 1AL &4 (I11n) B &k

(07111  [4kAX52]

CH,

||?C=é-”pc\ N
‘4
[0712] _h,«“"(s:©

[0713]  E&MALEY (I111n)
[0714]  JBIR1 ALK& (Bn) &K
[0715]  [{kZz(53]

[0716] N |
@: S—N-NH,
S

[0717]  {L&4 (3n)

[0718]  FERAIRFETFEIAN SN #s b, FE R A2 - R DR IR e 40 . 0g (241 . 6mmol)
A fRTDME 300m1H o 7E1Z I R IN N AR R #6118g (363mmol) (3~ -2- &L - 1- 5 ##39. 2¢
(291mmol) , ¥ A= FB N BNAE25 CHEFE T 187N o [ L2 W S, 4 I BN B 7K 1500m1 H7
FABS R £, T 2000m1 AL HL 4 BE R 2,18 2 F TS /K BR BR N T-J8 ) , W4 B BR B 6 7 28 et =X
PR A TE SR £ T8 M VB A ek R PRI, 15 31 1 B T Ak o R R A IR A €61 (2062 - B R £ 1
=80:20) % iZE O FE AP TR 4,155 75.88gMI1E N A A4k &4 (3n) (F.
11.1%) .
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(07191 H AR4IKI 4544 I H-NMR S5

[0720]  'H-NMR (500MHz,CDCT,, TMS, 8ppm) :7.59 (dd, 1H,J=1.0Hz,8.0Hz) \7.52 (dd, 1H,J
=1.5Hz,8.0Hz) \7.26 (ddd,1H,J=1.0Hz,7.5Hz,8.0Hz) \7.05 (ddd, 1H,J=1.5Hz,7.5Hz,
8.0Hz) \4.98 (s, 1H) .4.86 (s, 1H) .4.29 (s,2H) .4.12 (s,2H) .1.71 (s, 3H)

[0721]  JBRR2. KAWL EY (I11n) A K

[0722]  f St 51 7 3 ) 20 B2 (1) STt 471 37 R e Ak &4 (Ba) 4. 05g (16 22mmo) A2 9 Hif
TR0 A5 BR 1rh & BRI AL &4 (3n) 3.56g (16.22mmol) , BRI DL AN, 3EAT T 5 52t 451 7 3 [5) R 1 45
PR HEE R 53] 710.05gM R EMAEY (ITIn) (% :70.6%) .

[0723]  H AR 45K T H-NUR S 52

[0724]1  'H-NMR (500MHz,CDC1,, TMS, 8ppm) :7.74 (d, 1H,J=2.5Hz) \7.70 (d, 11, J=7.5Hz) .
7.67(d,1H,J=8.0Hz) .7.63 (s,1H) .7.34(dd,1H,J=7.5Hz,8.0Hz) .7.18(dd,1H,J=
7.5Hz,7.5Hz) \7.12(d,1H,J=9.0Hz) .7.10 (dd,1H,J=2.5Hz,9.0Hz) .6.99 (d,2H,J=
9.0Hz) .6.98 (d,2H,J=9.0Hz) .6.88 (d,4H,J=9.0Hz) .6.40 (dd,2H, J=1.5Hz,17.5Hz) .
6.13(dd,2H,J=10.5Hz,17.5Hz) .5.82 (dd,2H,J=1.5Hz,10.5Hz) <4.98 (s, 1H) +4.90 (s,
2H) \4.83 (s, 1H) 4.18 (t,4H,J=6.5Hz) .3.95 (t,4H, J=6.5Hz) .2.56-2.66 (m,4H) .2.31-
2.36 (m,8H) +1.76--1.82 (m,7H) .1.64-1.74 (m,12H) +1.40-1.55 (m,8H)

[0725]  (Sjitafs]84) A PEAL G4 (11 1p) (1A Rk

[0726]1  [fk254]
HCECHC, N
e s

N . WL W G N P
(0728 B b4 (TTTp)
07291 IR AL A G 048R
[0730]  [fL2% %551
CH,CZCH

e
[0731] \>_N_N H,
L

[0732]  {L&% (3p)

[0733] FERARETHRI3O N A, £ BT P2 - IR R FEmEME20 . 0g (121 . 1Imol) ¥
AT DMF400m1 HP . ZEZ VA W DN TR IR 478 . 9g (242 1mo1) AR 3L 17. 3g (145. 3mmol)
P AN BEYAE25 CHEFE T 157NN o )MV S5 PR J , 7 IOV N 7518 7K 1500m 1 , FHEE IR £
FE1000m1 ZEH 20K KA HLZ FH TG /K B BR AT 158 J5 » K- R Ak 6 70 B8 o FH e e 2 28 R A 0
PEM AT IR YE 5 R HRER A (i (THF D R =1:19) ST IR Wit 17424k, i LL6 . 90g UK
F28% 152 TAE Nk s e AR R4 & (3p) -

[07341  H ARAI 4544 FH H-NMR S 7€ .

[0735]  'H-NMR (500MHz , DMSO-d,, TMS , Sppm) : 7.73 (dd, 1H,J=1.0Hz,8.0Hz) .7.44 (dd, 11,
J=1.0Hz,8.0Hz) \7.26 (dt,1H,J=1.0Hz,7.5Hz) .7.06 (dt,1H,J=1.0Hz,7.5Hz) .5.31 (s,
2H) \4.52 (d,2H,J=2.5Hz) .3.35(t,1H,J=2.5Hz)

[0727]
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[0736]  LER2. RAMMEY (111p) KA K

[0737] i St 51 7 3 ) 20 B2 (1) STt 451 37 R B Ak &4 (Ba) 4. 05g (16 22mmo ) A8 9 Hif
TR E B A AL A (3p) 3.30g (16.22mmol) , B b LAAL , HEAT T 5 S5 7 3 [F) AL 1)
VB Lt 2, B3] 710, 12gMRAMHEMEY (T11p) (RH:72.1%) .

[0738]  H AR4IKI 4544 I H-NMR S5

[0739]  'H-NMR (500MHz,CDC1,, TMS, 8ppm) = 7.92 (s, 1H) \7.67-7.78 (m,3H) \7.36 (dt, 1H,]
=1.0Hz,7.5Hz) \7.20(d t,1H,J=1.0Hz,7.5Hz) \7.11-7.17 (m,2H) .6.99 (d,2H,J=
9.0Hz) .6.98 (d,2H,J=9.0Hz) .6.88 (d,2H,J=9.0Hz) .6.88 (d,2H,J=9.0Hz) .6.40 (dd,
2H,J=1.5Hz,17.5Hz) \6.13 (dd,2H,J=10.5Hz,17.5Hz) .5.82 (dd,2H,J=1.5Hz,10.5Hz) .
5.14(d,2H,J=2.0Hz) \4.17 (t,4H,J=6.5Hz) .3.94 (t,4H, J=6.5Hz) 2.54-2.76 (m,4H)
2.24-2.42 (m,9H) \1.64-1.84 (m,16H) .1.41-1.56 (m,8H)

[0740]  (sEjtafs185) &ML &4 (1T11q) A Rk

(07411  [4k=R56]
NCHCH,C
_h/N_(sD

[0743]  RA&MALEY (11q)
0784 TR A B G 2
[0745]  [{£%7%3(57]

CH,CH,CN

N
[0746] @: \>—I1I—NH2
S

[0747]  {L&%0 (3q)

[0748] 7R E AT SN AsH , 5BV H 872 - PR FEEME 20 0g (121 . 1mol) ¥
fift T DMF400m1 o ZEiZ IR WP NN R 578 . 9g (242 Imo1) AI3-JR A FiE19. 5¢ (145. 3mmol) ,
AT BEIAE25 CHLRE T 157NN o R BLEE R, 78 [ R NN 78 187K 1500m ], FEE IR £
BE1000m1 AL 7 20K ¥ A HLIE F G /KB R AN T8 5 , K i R i g8 70 B8 . i Nz R 2%
ST HEAT R4 5, 2R VR AR IO\ FR 28200m1 , ¥ 3 0°C o JEEUHT U 45 &, BLAF T8, M
MEALL. 2g W42 % 15 3] TR R A AEE L&Y (3a) -

[07491  H FR¥A S5 F H-NVR 4 =& .

[0750]  'H-NMR (500MHz , DMSO-d,, TMS , 8ppm) : 7.70 (dd, 1H,J=1.0Hz,8.0Hz) .7.42 (dd, 1H,
J=1.0Hz,8.0Hz) .7.24 (dt,1H,J=1.0Hz,7.5Hz) \7.03 (dt,1H,J=1.0Hz,7.5Hz) .5.47 (s,
2H) .3.99 (t,2H,J=6.5Hz) .2.97 (t,2H, J=6.5Hz)

[0751]  DIR2. KEMMEY (111q) A K

[0752]  Yq St 5 730 2 PR 2 H (1) S 45 3 7+ & I A& 42) (Ba) 4. 05g (16.22mmo) A2 A Hi
BB R4 I A (3q) 3.54g (16.22mmol) , K L BAAN , HE4T 7 5 92t 461 73 [ E 1 45
PR HEE R 538 710. 22 R EMALEY (T11g) WZ:71.9%) .

[0753]  H FR4A 4544 F H-NVR 4 /& .

[0754]  1H-NMR (500MHz ,CDC1,, TS, 8ppm) :7.84 (s, 1H) \7.66-7.76 (m,3H) \7.38 (dt,1H,]

[0742]

63



N 107428672 B W OB P 59/60 i

=1.0Hz,7.5Hz) \7.22(dt,1H,J=1.0Hz,7.5Hz) .7.13-7.16 (m,2H) .6.99 (d,2H, J=
9.0Hz) .6.98(d,2H,J=9.0Hz) .6.88 (d,2H,J=9.0Hz) .6.87 (d,2H, J=9.0Hz) .6.40 (dd,
2H,J=1.5Hz,17.5Hz) .6.13 (dd,2H,J=10.5Hz,17.5Hz) .5.82 (dd,2H, J=1.5Hz,10.5Hz) .
4.62(t,2H,J="7.0Hz) \4.17 (t,4H,J=6.5Hz) .3.94 (t,2H,J=6.5Hz) .3.94 (t,2H, J=
6.5Hz) \2.85 (t,2H,]=7.0Hz) \2.70-2.80 (m, 1H) \2.54-2.70 (m,3H) +2.25-2.41 (m,8H) .
1.64--1.85(m,16H) v1.41-1.55 (m,8H)

[0755]  (SLjitif5l86) BE-& Ak &4 (I11r) BI& Rk

[0756]  [fkZ58]

CHy
NCH,C=CH

[0757] _I\;N_{:@
vcj\o P . —@—00{: —O—-coo dooc - <:>—c 00 *@*O\/\/\/\Gi\/

[0758] RKE&MALEY) (111r)
[0759]  JDIE1:ALE&%) (3r) HIA Rk
[0760]  [fkZR59]

[0761] N "7 :
H—N-NH,
S

[0762]  fL.&4 (3r)

[0763]  FERARETFII3O N A, fER S A2 - IR 10 0g (60. 5mol) ¥
fifEF-DMF200m1 o ZE 1% V5 W IR R #6639 . 5g (121mol) AI3-¥R T f510.8g (72. 7Tmmol) , ¥
RN AEPIAE25 CHEFE T 15/ o ROV Z5 W5, 75 S N H N ZE 187K 1000m1 , FHRES TR 2, B
500m1 ZEHL 2K A MLJE FHC/KBRBR BN TR J5 » 1 B R AN it 008 79 B9 o FH e e X2 R 28 ) B
HHATIRYE 5 K T RE A (3 (THF - 1 28 =1:9) STk 4k 47 #240 , AT LL10 . 2g W72 %
B3 TN BEARR G Br) .

[0764] AR 45 04 I H-NMR S5

[0765]  'H-NMR (500MHz ,DMSO-d,, TMS, 8ppm) :7.70 (dd, 1H,J=1.0Hz,8.0Hz) \7.42 (dd, H,
J=1.0Hz,8.0Hz) \7.24 (dt,1H,J=1.0Hz,7.5Hz) \7.03 (dt,1H,J=1.0Hz,7.5Hz) .5.47 (s,
2H) .3.99 (t,2H,J=6.5Hz) .2.97 (t,2H, J=6.5Hz)

[0766]  JLBR2 . RAMEALEY (111r) A R

[0767] Y& St 91 7 31 28 BR 2 (1) S 451 37 Hh & I KT AL A4 (Ba) 4. 05g (16 22mmol) 2 4 Hif
RS S EY 3r) 3.77g (16.22mmol) , BRILLAAN , HEAT T 5 STt 5] 7 3 [F) AL )
B HEE 2, B3 7947 R EMMEY (1) (3 :65.8%) .

[0768]  H ARADIN 4544 FH-NMR4E € .

[07691  'H-NMR (500MHz,CDC1,, TMS, 8ppm) :8.18 (s, 1H) \7.65-7.76 (m,3H) \7.37 (dt,1H,]
=1.0Hz,7.5Hz) .7.21(dt,1H,J=1.0Hz,7.5Hz) \7.13-7.16 (m,2H) .6.98(d,2H,J=
9.0Hz) +6.98(d,2H,J=9.0Hz) .6.88 (d,2H,J=9.0Hz) .6.88 (d,2H, J=9.0Hz) .6.40 (dd,
2H,J=1.5Hz,17.5Hz) .6.13 (dd,2H,J=10.5Hz,17.5Hz) .5.82 (dd,2H,J=1.5Hz,10.5Hz) .
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4.85-4.94 (m,1H) \4.17 (t,4H,J=6.5Hz) .3.94 (t,2H,J=6.5Hz) .3.94 (t,2H,J=6.5Hz) .
3.28-3.46 (m,2H) .2.53-2.80 (m,4H) .2.23-2.41 (n,8H) .1.64-1.84 (m,19H) \1.41-1.55 (m,
8H)

[0770]  (STtif5187) A A& (T11s) K&k

7711 [fl25860]
FiCF,CFCF,CH,CH,C,
\N_<,
_h/ 5@

v{j\o/\MOOOOG-D—coodom»@-coo—@—ow‘ob
[0773] EE&MALEY (111s)

[0774]  JDIEL1ALEW) (3s) K&K

[0775]  [4k=#2061]

[0772]

N CH,CH,CF,CF,CF,CF4
[0776] \>_|1| NH
i 2
S

(07771 & (3s)

[0778]  FE R AL SO, 78 B 2 - B R IR BEME 20 . 0g (121mmol) ¥

iR TDMF 300m1 o ZE %A H I N B 4678 . 9g (242mmo1) <2~ (LI T %) 2 FEA50. 0g
(134mmol) , ¥4 FB N BMAE25 CHEHE T 207N o [ BEZE B 5, 4 S MR £ 7K 1000m1 H
FHBE IR £ 16 1000m1 22 B , K BE 2 £ 8 2 G /K B R AN T8 )5, W i B At g 70 5 A% =X
2R A MBI K IS TR < B Dol R PR I, 15 31 1 4 C [ 4 o R A IR A 1 GEC fi (R TR &
F=9:1) X izt AT IR A ARG 711 5gHItk &9 (3s) (% .

22.9%) o

[0779]  H ARAI 4544 FH H-NMR S 7€ .

[0780]  'H-NMR (500MHz,CDC1,, ™S, 8ppm) :7.63 (dd, 1H,J=1.0Hz,7.5Hz) \7.57 (dd, 1H,
=1.0Hz,7.5Hz) .7.32(ddd, 1H,J=1.0Hz,7.5Hz,7.5Hz) .7.11 (ddd, 1H,J=1.0Hz,7.5Hz,
7.5Hz) 4.35(s,2H) \4.08 (t,2H,J=7.5Hz) .2.56-2.70 (m, 2H)

[0781]  DER2. A MG (I11) -5 R

[0782] Y& St 517 311y 20 B 2 (1) SE it 451 37 v A Al 4k &4 (3a) 4. 05g (16. 22mmo 1) 48K T
BT B LR & L&) (3s) 6.67g (16.22mmol) , BRIKEAAN , AT T 5 52451 73[R AL 11

PR HAE SIS 188 1710 34gHI R A G (TTTs) (F:62.2%) .

[0783]  H ARADI 4544 I H-NMR S 7€ .

[0784]  'H-NMR (500MHz ,CDCL,, TMS, Sppm) : 7.74-7.78 (m,2H) \7.69-7.73 (m,2H) .7.38
(ddd,1H,J=1.0Hz,7.5Hz,7.5Hz) .7.21 (ddd,1H,J=1.0Hz,7.5Hz,7 .5Hz) \7.11-7.17 (m,

2H) .6.95-7.01 (m,4H) .6.85-6.91 (m,4H) .6.40 (dd,2H,J=1.5Hz,17.5Hz) .6.13 (dd,2H, ]
=10.0Hz,17.5Hz) \5.82(dd,2H,J=1.5Hz,10.0Hz) \4.61-4.69 (m,2H) .4.18 (t,4H,J=

6.5Hz) +3.95 (t,4H,J=6.5Hz) .2.52-2.71 (m,6H) .2.25-2.40 (m,8H) .1.61-1.84 (m, 16H) .
1.41-1.55 (m,8H)
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