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[0078] A BT ik AT DAE KA ) N sl A T sl A B ) N 34T o i i ol TR U
JIRTHRR T

[0079]  FEAR e SChE S, A BH 5 i Al LAAE 1 R 0. 8-80 Kk (atm) , f5iE1.0-
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20atm, L EHIE1.0-TatmfY ) SIVEFE NP T -

[00801 /K JG HH 5 2 T G AT DA B8 2 A e I HLAR %6 0 -30°C 2150°C, BE{fpak - 10°C &
120°C, HE& B L1%0-100°C, 20-80°C5k40-70°C .

(00811 HLA 1y S W7 IS [RIAEL - 20/ NI, e e 2- 167N, BEAIEaE3 - LO/NIYE B -

[0082]  fr— Mkt S, I lafb AL I T S AE = e S e T 1
ANURFAAE FEAT, HAz A A = = Ol =T e RSO AL
MEIE 2,4, 6- = FA3LIENE 2,6 - — FHELLE \2- I | 3- FRIEEme 4 - FRIENE g \5- £ 3 -
2- FASLNEIE R CTRER IRIREAFIRIR B N FIR 59 s H HAEA AR N bAT, Hoiz
IS AT IT ITa T TE AT E XIS A VLA A ; 7F HAEL-20atml) H 1A
0-100°CHIRE P,

[0083] {1 b — s Sty S Hp , Frik RN AR R A AUA e N kAT, oz s A Al
A H =W = O =TT e T RN O e (2,4, 6- — FASEIEE (2, 6- —FA3E
MHE 2 - FRBLnE (3 - PRI nE (4 - FRILNNE (5- £ 56 -2 - FRELIEIE L FREN . SRR IR FR AN
IR o M TR G905 7 BAEAAAEDR AT, Az S A1 11, Ha TT Tk A Sy
N IIE AN AFAHKIIE s 3 HAEL - Tatmf{ Ik /JF120-80 C IO R k4T

[0084] A& B 5 AT LM AE 22/ D—FiAHAE RS (A kAT

[0085] i &5 1A A HH 5 i b (AR R A A 51 2 A el O F o R R 28 4B A== 56 o
G AL RS AL A S 2 — FREL CRIE) B G R U ek S A A P DA s DY I -
C,-C Wi s U A I sl S e , PEE DU T - C - Ct R s S A IR W il
ek A, DY FHER U IR M sl e, DU R e IR R
Yy e ek A E AP, VU IE P SR S A R A P B P ek S A A Y, DU OE T SR e
i A el SR, DU R e IR e B ek S e, DY I 3
AR e ek A, DU AE B e e A W e ek A A e i, DY
IE SR ECE ) A e sk A, AR = T R S IR e el
M, CE RGN R e sl A S e, 1R N 3 R s S AR
Y B S A ), R = SR e R A e Mk S SR A R OE T R =
S EAW) A I W el S SE A AR R (I PE A E - C - C e A B A IR A
WPk 2 A, O E DU IE T SR S R A e el SE A DA MR = 0E T
B G R Mk S E A .

[0086] 3 i £E 2l AL N AR AR R e 7 T DA B e 2 e e LA v i P i
o AHEE RS AR A I A7 80 AN T ST TR LAA0.001-0. 5 R/ Y &, fE1%60. 001-0. 25
[0087]  ARHEFTIR TS IE M —A S0ty 58, A I I S INE/ 2 - A9 TR &, S e iy
WIREWE50.1:1-10: 1, H A ER5E0.5: 1-2: 11VE/Z- A9 1KLL

[0088] AR J)— S Jy 5, NI LI S IME - A A

[0089] AR I — S /7 5, NI LI SN Z- S Ag A

[0090] S MRS T A AT PALUE A5 2, Bl i 5K Ab s, AU AP,
JEH S R B P S KA BT AEHL, DA I A i B A el 2 i X e e )
AW BT P Al an ] DL i 455 IR 2 & RS THAE =R s 28Tk
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T
[0091] {1 55— Jy S b, K ROy AR s T S e AL A LI AL 2 s TR
P AL, ATRAGE— 2 G AR T S5 21 X Ib b 54

F4C

<N R

o)
[0092] NN AN A2 ,

. “AJ\ccb
[0093] AL A TRITb AR BEA APRIR U A ST i Xk I It i X
[0094] TG W1 HH AR S0 AT DASE FH A1 i S 741, B an Sl N - SR BE FA e
= S TR IR I e Sk . Sl (gl S o S AE0-200°C, HE60- 150 °C et & 1 7 e i
FEkEAE | SR, IR A G TS sl A R A P T N 2%, I
J.Am.Chem.Soc.1951,73,455,
[0095] ANty &, A 2 /D — M E A ML I HOZ R IA I R G (e Mk
1T ARTE “TEVEA VLA IR LT R SN A5 N AN S SN s A AEATA] s 25
N A ATV 25 i F B s A HLA A e e 2k F < RIS e 8N (O ek 28, an
T IR T Ok SR SRR A ek, 2, 4- =K
[0096] 5 AICLE ) ST T S8R, AP BRA AR R b AT, 9 il T A4 SO = — A
AT Taf W 2 fr B EAT 2 —IF AR a0 _E R i H A 711
[0097] AV AT LALEAAAE AR R F T — ROV R TFAZ 5T N34T o TRART DAFE S T 24k
PR 22 FH 2 T S A TSP R 2 1 49 T b 2R AR 2 o AE N S Al 2 S DA T 28
JE AR S N R S ek FT DA BB T b2
[0098] 71—k Sty v K b S WK A3 2N T L 54 :

Il a
(01001 Hrh {y A TOAITTTHA R REAT AR QAR ST Sl T p e i S o
[0101]  fE—S 7 S, AL WIW0 2007/063028 A25542- 43 WAL HEL BV 5
SR AURATAE N AT IR T T S W AT T2 SR Dy < B2k, Pl sh (T11) B
FUEER (TTT) Rl e ek (TT1) o8 SR LA AL 7 o SR A AT, Bl ane 54
IbfE APt 0,001 -0 5EE/K B, 1560 002-0. 2B /R M i, BE {1560 005-0.. 1B/

=

o
[0102]  fE— A3y S, K BRAE 2 D — P P AU EOZ 2RI TR S WA
NEAT AR5 kR P IR A AL Az e B AR RIS R 28 AR R ER 26
BRI 26 X AT HRIE IS (BRI S (k2K TR S 2 JI 2K

[0103]  FEALIE Sty S, IKAL BRAEAAFAE VAT |, BIEAR P A T o AEX ST T

12
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R H T — 22 A 2 = S P S Thuk (05 TR R I A 12 R kst s i
i

[0104]  IKELERAVKHY R AL AW TORYEE 0. 8- 1. 5EE/R 2 &, 6160 95- 1. 05FE /K Y
B Y AE20-200°C, AR1E80 - 130 CHUIRIE NI T £E SN 5 e J LA MU sUR AL HE
PR A LR B T P —2P .

[o105]  fEJEHALery sty s, [ T TTHE AW 5 IV I SN A5 2 X T et 51

F3C FsC

v R v B s N R
o _ , rR-NNR o _ ,
[0106] NT N2 A - NN A
“‘A'IJYO “‘-A'I/Il\fo
i o e N

R SR
(01071 Hrha IV AP it A% R RUFIR® A SR A SCE T8 i S
[0108] i R BV IR BRI T ol m& — W (bS] Dl e TV b PR T T T
2R PRI ST AT 21 o 2 R B A A E Al TS A LA, ard i e 28 JEX RUIB AR
1225 AR IR 28 I RO eI 28 I 28 IR 288 TS 288 S 28 VT 2S5 (BI1AnN, N - L R g
o U e DY kiR T 0 B A - 20°C E200°C , 103560~ 80°C IR R, FH HAT WA B A
MERE = CHZEN,N- R PN EE C LA T 5l 2 78 SRk Fh N B A I Tk 45 4 N 2647 o 481
iz WvValeur,E. ;Bradley,M.Chem.Soc.Rev.2009,38,60641Chinchilla,R.,Najera,
C.Chem.Soc.Rev.2011,40,5084« SN 5882 Jir , LA AT 2 A0 S B TR 50

[01091 5 — e HARSery oy Zrh , e S Ykig 2| X Tdi 54 :
FaC

>-\-.N R
o _ ,
[0110] N" NZ |A ,
S
Id
R-N~R?

01111 HrpsTcATdfb A hinas Al A% R RUFIR QA SO S E X o

[0112]  SIbfb & W n] DL AE Fi A LA A andEpd ARUIR e 25 ﬂFiﬁHEﬂBﬁﬁ%‘é i
PRARHR IR S BRI I 28 el 2IS TRk S R 28 V2K WIS 208 5 9 TP L DO kg . — wl ee
K AR OB 3 750-130°C, fEie60-80 C IR E N HLawes sonid flek FLif it —BEALFH EEI
At G5l Wz WEur. J.Med . Chem.2011,46 (9) ,3917-3925; Synthesis 2003,13,
1929-1958;W0 2006/0123242;W0 2010/086820;W0 2014/0151863. X N 5E a2 i, VA IR
DBV Ep S S ANRE SR Y

[0113]  RiE“EWT” U EWIT e EWIla” TSI 5300 T I I Ta kil
TS A5 IR 25 A S0 S, A i J_Hﬂﬁﬁmﬁ?ﬂl/] $7|Um

[0114] AR5 “C_-C 7 2 FEEEFE O B A Frah B ok AR G A 54 AR 2%
H-

[0115] IR “BA 7 0 Mgl S R

13
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[0116]  RGE “Sel A7 U0 S S - sl it i B, FH A9 A0 BB 3 - C (=0) - sl flf gk
$E-S(=0) -1 =0,

(01171 R “FR AL U0 M EEHAC (=0) He

[0118]  RIE“C,-Che k™ I M AT -6/ Mk I -1 B A i S AR i AR 2, Bl dn FHEEE L £ 3
PIET- IR OB T A - FRBE N 2- R AL, 1- R 0

[0119]  RiE“C,-C ML U5 M AAT 2- 6k It A AT B P R P B e ke S A AN A
JRIE, NOIEIE 1 -TRGEE 2- TG 3L (TR 20) W 1-HIBL G381 - TR SE 2- TR 2E3- T hs
- 1- PG 2- RO - 1- PR AL L - FR3E - 2- PO 2 2- TR - 2- P 2 .

[0120] R “C,-C ML I K HAAG2- 6Nk Ho A 20— DS B ARl AN AN
JRIE, NI - TR BRIE (2- POPRIE (BRPNIE) 1 T BRI 2- TS 3- T pdE (1 - H L -2-
BRI .

[0121]  Rif “C,-Cox AT IE” 10 S A 1 -6/ Mk It 1 B S sl S A e 5L (e 3O, =
PRI S8 B AT R RS 93 sl AT A U1 AT AR 4L i (R i it R4, 0 an Gl FR S R R
SRR = GO U PP L g P L = g PP Sl 6 L Sl — o TP  — S U T
- - RO - RO 2- AR 2, 2- AR 2,2, 2- =R 2-5-2- 5O
F2-5-2,2- THOHE.2,2- TR 22,2, 2- SR IR TR O 2 S B3 A
P2, 2- THNEE 2, 3- RN AR 2- SN AR 3- H AR 2, 3 TN R 2- IR N R 3 -TIRA
$£.3,3,3- ZJAEE3,3,3- N3 CH,-C,F,\CF,-C,F,.CF (CF,) ,» 1 - GRHEL) -2- L3
1-GE L -2- AT - IR AL - 2- TR O L 4-000 T 26 4- G0 T R 4- TR T SRl Ul T 2.
[0122]  RiE“C -C b eI I M e b S rh R B A B S T R -6k -1 B
Bral A (G ERTE SO AN FH AR L SR IR AR V1 - R A TR -
FLP AL 2 - R S R kL, 1 - B A

[0123]  RiE “C, - o RUGTAIE” 15 K an b e XWIC - Cbi ek, Horpifoy sl s S i1
AT F AR AR FI40CH, F L OCHF,  OCF,» OCH,C1OCHC1,\OCC1 ,» S5 FH Ae 5k s 5l —
g AR — R R I 2 I O A  2- R U 2 - IR G R 2 - S B 2, 2-
CAAFE2,2,2- = CHEE 2- R -2- MO HEE  2- -2, 2- TG AAER 2, 2- - 2- A
3£.2,2,2- =G LHBEOC,F, 2 S AE L 3-SR AL 2, 2- N SR3E 2, 3- o et
2-NEIE 3-HNEIL 2, 3- TR 2- IR 3 IRINEIE 3,3, 3- = I A
3,3,3- =G 3E OCH,-C,F,OCF,-C,F, 1~ (CHF) -2- 5\ 1- (CHCL) -2- S L3 1
(CH,Br) -2- 1R AEEE A- G T A0k 4- G0 T U 4 - T T A el UaR |4

[0124]  Rif “FIE-C -C bidkulizpds B -C - C i i I M FAA 1 -4k 1R e 2k (e
JESO  HAR BRI — AU - g s R sl oy B R

[0125] R “C,-C S ek -C, -C S 7 I M A 1 -4k 1o ke 5 (an bR E 3O, Horh
BRI — AU #C, - C ot ek (i F i 3O B A, R “C - C i ik - C - C i 2k
WM EAA -4 BRIF PG G ERE SO , BopBe B — AU F-#C, - C bimi AR
[0126]  ZRSCRT FHARGE “C,-C il st 10 K 2 it 1B S i H AT 1- 6/l it - B A sl S
et Can BRSO o R, AKSCRT FHAGE “C - C R R BERRIE” U5 Mt il At -6 1220 A e
SErh R A B ST R -6 I B ks s b n e 0 .

[0127]  R4E“C, -C b A2 B 15 Koty AT —AC, - C b s Ay BRI ATl 24 2 (C -
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C Fidk-0-N=) , fFIanH B 2038 . R 2 N R A 1 - R R R T 2T
S - RPN S0t 2 - RSN RE D 538 1, 1 - — IR OB S5

[0128]  RiE“C - C il & 5L -C - C i W M B A1 -4 - i b B, iz i 3y
— MRS U401 e S e, - C b Al 24 3 (C,-C ik -0-N=) K.
[0129]  R3E “C,- C RIS & dk - C - C Wi 387 U MR 1 -4 - IO b ik, Forpz b B
(R — B TS T A0 C, - C M S B 2 5 (C,-C AL -0-N=) K.

[0130]  R3E “C,- C R AN 2 5L -C - C i3 W M A 1 - 4 I - i b L, Hoiz i 3y
— BTN S 3 AN G, - C AR 24 35 (C,-C UL -0-N=) B,

[0131]  RiE I -C -C Fi ™ P LA -4k 2, L FR b 21— AUt -1-#0H
FEPTEA

[0132]  Rf “B{ 3L -C,-C b s W M A -4 1B 2, Forh e B g — AN 19
NH, AT

[0133]  RiE“C,-C iRl B U M — ANy Hde [ PR RTEC, - C i R e ISP g k2
BRI 5k o [FIA , R0 “ - C - C M R S 3™ U0 Rl PRI bk I FHORTEC, - C i e X
(BT FR R IR 2 2

[0134] KR35 “C,-C Wik a3t -C,-C o ¥ M FAT L -4 Il -1 e 2 (e SO L
HGERE I — Ui AU S 1 C, - C e 3 - NH- SE PR R, R TR “—-C, - C et
H-C-C i W M A1 -4 11 5e 2t (n BRTE SO | HA e B — Ui
RBEATY (C,-C i) N-FHPI AR

[0135]  RGE “GALFEE-C -C i 10 S BT -4t 11k 2, HAh e ) — A AU 1
#- (C=0) -NH ZEFTEAR

[0136]  RiE “C,-CMEE" U M FAT 2- 6B - A AT A P R B 1) B A sl S A AN A
RE INOIGRE - INIARE 2- L U3 -G R - TR 2- TR 8- T
S 1-H3E-1 -GS 2- FREE - 1 - PRG3R - 2- A3 2 - R L - 2- P i3t

[0137] R “C,-CHUE U M B 2- 6B+ H & /b — 281 LA S A AN
R NG RIE T-PIREE 2- T BREE CRPIED) 1- T HREE 2- T HREE 8- TR (1 -FH L -2-
PR

[0138]  RiE “C,-C, BRGEIE” U Faiod B — AN Gt il BRI 1 2 — &3 B 3
LI A A OBOA S = I — 3L, AN AL (CHY) FR T 56 PR R AT
TRBERL PR SOA[1.1.0] T OWER[2.1.0] /R AOARIL. 1. 1]k MR [3.1.0]C
B BEAT2.1. 1] 0 L PR ES e d OBER[4.1. 0] Bh) Fupaok 3k OBER[2.2. 1] 5F3E) AR
Bk = FRE R P S A S e g SR 1R TR R

[0139]  RiE “C,-C, BAGEIE” U Famaod B — A Gt il BRI - 2 — &3 B 3
LIRS A FEA OBOA S = I — 3L, AN AL (CHY) FR T 5L PR AT
TRBERL PR B BOA[1.1.0] T OWER[2.1.0] /R AOATL. 1. 1]k WIFR[3.1.0]C
FBER[2.1. 1] EE Rl 3t RIA[4.1. 0] Bedi) FIpayk 3& OBOR[2.2. 1] B

[0140] R “C,-C, FABEEE-C -C i U R FAT 1- 11N (R ik, Foh e i — A
JRF T E SURC,-C NG R

[0141] R “C,-C, PR AAIE” U0 K 28 FH e AR PRGBS P U B A B B T A 3- LM R

A
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A GARPRR— 3 (a0 EFTE SO | BIAEAP St

[0142]  RiE“-C(=0) -C1-C ki dE” . “-C(=0) -C,-C L/ EE" FI“-C (=0) -C,-C, Ffe " b
Szt -C (=0) - EEPAR BRI 1 E B A

[0143] R “JRIE” 10 M AN AL s HoRFEDS AL SR S ek 5L AL “IERRIE
Yulk SEATERE N IS SO ERR BN G AT TS A — e AT L R A T A
1), ABA A D5 IR R o

[0144]  RE “ERREEAGE S ki TR U8 MO RIS IR B, AR sl 2y
5.

[0145] R “Ff HIH AT IR IR AR B A Bk 25 1 - BV 2 S IB e R AT IR
FEPA AT — AR, A5 anC, - CIRKE AL - C, - C i R v & B IR TR AR Z5 AL 43 1) 5
s A, & B IR ANEAAR G5 AL 315 43 — X B8 25 ) 3518 40 14 W AH B gk vy b gl B ke 35 A g Y
K—nu%EH.

[0146]  RiE “TRIL” P S AUdH6 MBI 111005 M R QEFFOARIR)

[0147]  RAG “Fe05 2" U0 M T 0 1AM 48 1. 2 3u 4Ry Hi e NS ORISR AR 111
BB IATT M AR

[0148]  RIE “UIAI3-7 GURER” B B 5 H A 3 4k 5 IRER B DA 1 B BRI IR o S5
FUFEIRNEL IR 3L AT I IR BEREA

[01491  IRE “3- 10 GAVAT S0 AN AN S TR IASOBOAZER , Hrp iR FRERBOBOA IR
FIIARE A B T I AN B AN AE L 2 38458 FIN ORISR 2L I 11 N ER AR S - B
PEAR R IR ERIA - BT IR R 35, DA A YRR /3 AR ZIR, B an - 25
A 1208 FINOFISHI AR F-PE M EAR G110 38k 4 BIHIANIZER , AR LT RUIRE VRN
RVAZIR T e R R T e T e (1, 2] —SAZ9R T4 [1, 2] —hideif The (1, 2]
TR T LA KB AT L 280318 FINLORISIR 2 5 1P E A PR D1 15856 IR sl 3547 A
TRIZER, QN2 - DU SRR 3 3 - VU SRR 5L L 2- U S0 sy 2 | 3 - DU SUBE I 3 . 2 - LI e L L 3 -
MM bE S 3 - S iR e g 4 - S w5 - S B ek | 3 - ek e 4- SRk |
B~ SRIBEME Fre L | 3N MR E L (4 - MR e 5Nk g L 2w IR B 4 - e e |5 - g
Frk  2-mEm g T 4 -ER L L 5 - R BT L L 2- DRIk B L L 4- bR I (1,2, 4- W Tk -
3-3£.1,2,4-m8 Wk -5-5E.1,2,4- 8 Tk -3- 500 1,2, 4- 0 IRk -5- 550 1,2, 4- =
be-3-3E.1,3,4-w% eky-2-FE. 1,3, 4-E e -2- 56 01,3, 4- =Mk 2-3E.2,3- Tk
M-2-3L.2 8- AU -3- 5.2, 4- AUk - 2- 35 .2, 4- AU -3- 352 3- Ay -2-
HE.2,3- TRy -3- 6.2, 4- T EENS - 2- K. 2, 4- TSI - 3~k  2- IR - 2- KR L 2- Mk
MR- 3~ 3N MR - 2- 3 . 3 - ML iR - 3- 5 2 - S o bf - 3 - 3- S kI - 3- 3 4 - S w
PR - 3 - 36 2 S vk - 4 - 3L 3 - S BRI - 4 - R L4 - S w4 - 3 2 - S TR et - 5 -
3.3 S eI - 5- 5L 4- S w5 - B | 2- ISR AIR - 3 - K L 3 - ISR IAIBE - 3 - 5K L4 - S igE
Wb -3~ J5  2- IR bR - 4 - 5L | 3 - S b - 4 - B 4 - S IpR - 4 - 3 2 - SRR - 5- 3L\ 3- 5
WE IR - 5- B . 4 - FpIBERRIb - 5- B (2, 3- A - 1- 3.2, 3- ANk - 2- 3.2, 3- Ak -
3-3£.2,3- A M -4-FE .2, 3- Ak -5- 5 3 4- AUk - 1-3E 03, 4- A - 3- 3
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3,4- "M -4- 2K 3 4- A -5- 2 4,5 AL - 13 4, 5- " A(IEme-3- 3 4, 5-
T -4-FE 45 AUk -5-3E .2, 3- T mBme-2- 3L 2, 3- A mBmp-3- 5L 2,3-
PR -4-5E 2 3- A wRIMk-5-3L 3 4- A mBM-2- 3L 3, 4- A mBmk-3-3E 3 4-
PR -4- 3L 3 4- A mB Mk -5-3E 3 4- A mBmh-2- 5L 3, 4- A mBme-3-3E 3 4-
AR -4- 3L 2-WRIESE  3-WRIEHE 4-WRIESE 1,3~ By -5- KL 2- DU JE 4 - PO
MR A5 L 2 - DU SRy 5L L3 - /S AR B (4 - /N SRR AL L 2- /R S M B L4 - /S g 3 5 - 0
FBIE R 2-WRIREE (1,3, 5- )N =R -2- 3501, 2, 4- )N =R - 3-JE DA MR A AN [ -1
3 DURT BRI 55 AR 2R R anPY S8 - RIS A (S 3k, 112, 3,4, 5- DU [IH] (22 &
“1-1-2-1-3-1-4-.-5-.-6-5K-7-%E,3,4,5,6- DU [2H] B2 . -2- . -3- . -4-.-5-.-6-5k -
7-%:,2,3,4,7T-VUA [IH] B2 -1--2- -3 -4-.-5-.-6-1k-7-%£,2,3,6, 7- VU4 [ 1H] 4
e E-1-1-2-1-3- -4~ -5--6-H-T-FE N R B - - -2- -3 E -4 3 A RS E
SEARIAPE AL (oxepinyl) 412,3,4,5- U [IH] AP = 45-2- -3~ -4-.-5-.-6-1k-
7-5£,2,3,4,7- DU [IH] AR BE =% -2- . -3- <-4~ -5-.-6-1k-7-%,2,3,6, 7- VU4 [ 1H]
AR -2 13-4 -5 6B T-HE NEEIR R 1 -2 -3 T4 3 T RIS
1,3 A DU AN 1,4 A DU AN 13- U
(oxazepinyl) , PO%-FI/ NG -1, 4-F A2 B I, VA - FISE -1, 3- A ER B = I 3k
(dioxepinyl) , PUS - FI NG~ 1,4- SRR BE=Ja L DL R ARR [ - I L,

[0150]  RiE “bik6 D2y 5L sl RIE “5uki6 B IRAIR U MR T iR A dE 1.2, 38k
4R B AN OIS i - B TEIAMAC AR, 51405 A 20 L ANMERgS - 1 - 5k mpngs - 2- 35 Ltk
I - 3 - Bk JIBEIY - 2 - K (IBEIY - 3 - 5L L IRIR - 2 - 6 L IRIRG - 3 - 5k IEme - 1 -5 (i e - 3- 35 IR - 4 -
BE NEM -5 - L R - 1 - DR -2 - 5 IR - 4 - 6 bk -5 -5 e -2 - L el -4 -3
v -5-3L S w35 S el -4- 3 S B -5 - 1L e - 2- 5 e - 4- 3L IBEN -5 -
I e -3 -5 ek -4 - B SpgEmA -5-3E 01,2,4- =k -1-5E01,2,4-—=M-3-F01,2,4-
=mk-5-35.1,2,4- 2% T -3-5E01,2,4-98 Tk -5-08 1,2, 4-mE k-3 3K 1,2, 4-1E
W -5- B Bl 6 B2 A S, AN IE - 2- 36 (NI - 3- SR I - 4 - FE (AR - 3- BE (AR - 4 - BE
g -2- L e -4 -3 g -5 e -2-FE 1,3, 5- = -2-3E01,2,4- = R-3- 5L
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C, - Colt EAE AR AR EE A I

(02871 {E— NSty ZErh , AR I B — Pl e s T S it ok, Hor A AT A% R
AT BT T RE S 50 )5 SEE L B2 3 FR T — AN FE AL

[0288]  R>y-OCF,COOH. -OCF,COR' &k, - OCF,C (=W) NR'R’;

(02891 R'HIHL CHEIEAIE RPTEL I T AR T IR R TR AT BOA 1. 1. 11K
bt 1-FERIRIE; DL A IR ORI 1 2+ 3 2 T RE RS H i I 9 S
AL I O3k U = U = P 3 PP 3 A S R PR B ORI ) 2k
ANFIFEPATIUR

[0290]  R*My4. Lok 2 4.

(02911 55— Serh , AR WIS B — il & I 5Pt 7y ik, He A FIA® Ay CH
[0292]  RUNAHIN;

[0293]1  R’Jy-OCF,COOH. -OCF,COR & - OCF,C (=W) NR'R?;

[0294]  RUAFIBEBIIAA B

[0295]  R*W4. Lk 2 .

[0296] {1 53— S rh , AR B — il & I 5Pt ik, He A FIA® Ay CH
[0297]1  R“MA(;

[0298]  R’Jy-OCF,COOH. -OCF,COR & -OCF,C (=W) NR'R*;

(02991 RUAHIBEBIIAA B

[0300]  R*N4(.

(03011 fE— NSty ZErh , AR I B — Pl e s T S i o, Hor A A A% R
AN BT T RE S 5 5 SEE L B2 B3 FR YT — AN FE AL

[0302]  RJy-CHNR’C (=W)R'.-CH,S (=0) ,R'E-CHNR’S (=0) R';

[0303] W AOEKS;

[0304]  R'NC,-C itk C,-C oMtk C,-C ML . C -C e Sl 84 -C, -C Be e C, - C bR e 2k |
C,-CFIMRBIL HHE-C - C Bk IR 07 3 -C - C b e IR 2R 5 3 I HH iz )5 55 k6
DA HRZER , FeraZ BRI T BRI FOMEdE 12 354/ AN ORISR 511 ]y Rk 5 i
15 I HH AT IR R SR IE A A L 2. 3 sk 2 K T RES H I e H
AR C - CRERERIC, - C ot S A A RT sl AN R AR

[0305]  R*Ay%0 AL C, - Cli Bt \C - Cobt . C, - C L IR I . C, - C R B L C, - C IR
Jfi3E Cy-CHBEAE-C -C bedk HREE €, -CohiRE Ak ml — - C, -C ekt I H AL i A IR
AR BB A B 2.3 4Bl 2 2 i AT RERH O 10 2R T C - C e i AT
C, - Cole EAE AR AR EE A I

[0306]  {E— N5t fy ZErh , AR IV B — Pl e s T S i o, Hor A AT A% R
AR R0 TR S 5 5 SEE L B2 B3 FR YT —AN FE AL

[0307]  RJy-CHNR?C (=W)R'.-CH,S (=0) ,R'E-CHNR’S (=0) R';

[0308] W kOuksS;

(03091 R'JFIEL, A IEPIHE P HE IE TR AR T e 53 T2 2- FRS A S 2 B
L OBEALL. 1. 1]k - 1 - Rl R DLRCH APOR BRI F 31 2 3 el 2 2 b k]
REJSCE Tryade L S TR R L R R L = TP RS U P A L U R L g e
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FEMIPAP B AR R A R U

[0310]
[0311]
[0312]
[0313]
[0314]
[0315]

SENCEE- S5 e 3

TEGS— ST S PP, AR WS B — il & T St 7 ik, He A FIA® A CH

RUW AR

Ry -CHNR?C (=W)R'.-CH,S (=0) ,R'Ef-CHNR’S (=0) ,R';

Wh0EkS;

RUNFAIE LB IE AL AL I T2 T 3L 3 T 5L 2- FAA0IE ’; CEE RS

}

BOIALL 113 - 1 - FE S DL FP IR BRI AR 1 L0k B SRS B A

[0316]
[0317]
[0318]
[0319]
[0320]

SENCEE- S5 e 3

TEGS— 77 S PP, AR WS B — il & T S it 5 ik, He A FIA® A CH
WA

R} -CHNR’C (=0)R'.-CH,S (=0) ,R'Ef-CHNR’S (=0) ,R';

RUMFISE B IEN I SFASEIE T2 R T3 5 TR 2- A S S O 2 2R

PNFEOBAR L. 1. 1] Rk - 12

[0321]
[0322]
[0323]
[0324]
[0325]

RO

TETS— S S PP AR WS B — il & T it 75 ik, HE A FIA® A CH

RUW A

R}y -CHNR’C (=0) R'Ek - CHNR?S (=0) R';

RUMFISE LB SFASEIE T2 R T3 5 TR 2- A S S O 2 2R

PSLEOROAR 1. 1. 1] Rk -1- 55

[0326]
[0327]
[0328]
[0329]
[0330]

RN

T8 53—ty Zerh AR WIS Be— i a5 NI S 2 ik, Horp A RIA® CH;
R

RM-CH,S (=0) R';

RUMFIBE BB SFASEIE T2 R T3 5 TR 2- A S S O 2 2R

PSLEOROAR 1. 1. 1] Rk -1- 35

[0331]
[0332]

REH A
FEAL I HLA 5 T , REFR T A 5206 )5 6B . 1-E. 21048 F a2 SRR \R* R’

IR 4% [ T 2 SISt 7 S R P 4] 5 o

[0333]

[0334]

*E:
LHFE R R!' |[R* |R. R E.10 R.1 |1.10[{24 |34
E.1 R1 [1.1 |24 |34 E.11 R.1 1.1 |24 |35
E.2 R1 (1.2 |24 |34 E.12 R.1 |12 |24 |35
E.3 R1 [13 (24 |34 E.13 R.1 1.3 [24 [35
E.4 R1 (14 (24 |34 E.14 R.1 (14 |24 |35
ES5S R1 115 (24 |34 E.15 R.1 (15 (24 |35
E.6 R1 (1.6 |24 |34 E.16 R.1 (1.6 |24 |3.5
E.7 R1 [1.7 |24 |34 E.17 R.1 1.7 |24 |3.5
E.8 R1 |18 |24 |34 E.18 R.1 |18 |24 |3.5
E.9 R1 (19 |24 |34 E.19 R.1 |19 |24 |35
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E.20 R.1 [1.10 |24 |35 E.62 R.1 (1.2 [2.7 [3.5
E.21 R.1 |1.1 |24 |3.7 E.63 R.1 |13 [2.7 |35
E.22 R1 1.2 |24 [3.7 E.64 R.1 |14 [2.7 [3.5
E.23 R.1 |13 [24 |37 E.65 R.1 (15 [2.7 [3.5
E.24 R.1 |14 |24 |37 E.66 R.1 1.6 [2.7 |35
E.25 R.1 |15 [24 |37 E.67 R.1 | 1.7 [2.7 |35
E.26 R.1 1.6 (24 |3.7 E.68 R.1 |18 [2.7 |35
E.27 R.1 1.7 |24 |3.7 E.69 R.1 |19 [2.7 |35
E.28 R.1 |18 [24 |3.7 E.70 R.1 [1.10 2.7 |3.5
E.29 R.1 |19 |24 |3.7 E.71 R.1 1.1 [2.7 [3.7
E.30 R.1 |1.10 |24 |3.7 E.72 R.1 1.2 [2.7 [3.7
EJ31 R1 1.1 [24 |38 E.73 R.1 (13 [2.7 [3.7
E.32 R1 1.2 (24 |38 E.74 R.1 |14 [2.7 |37
E.33 R1 |13 [24 |38 E.75 R.1 |15 [2.7 |37
E.34 R1 14 (24 |38 E.76 R.1 1.6 [2.7 |3.7
E.35 R.1 |15 |24 |38 E.77 R.1 1.7 (2.7 |37
E.36 R.1 1.6 (2.4 [3.8 E.78 R.1 1.8 [2.7 |3.7
E.37 R.1 1.7 |24 |38 E.79 R.1 |19 [2.7 |37
E.38 R.1 |18 |24 |38 E.80 R.1 [1.10 | 2.7 |3.7
E.39 R1 |19 |24 |38 E.81 R.1 1.1 [2.7 [3.8

[0335] E.40 R.1 1.10|24 |38 E.82 R.1 1.2 [2.7 [3.8
E41 R.1 1.1 |24 |3.12 E.83 R.1 |13 [2.7 |38
E.42 R.1 [1.2 |24 |3.12 E.84 R.1 |14 [2.7 [3.8
E.43 R.1 |13 |24 |3.12 E.85 R.1 |15 [2.7 |38
E.44 R.1 (14 |24 |3.12 E.86 R.1 [1.6 |2.7 |3.8
E.45 R.1 |15 |24 |3.12 E.87 R.1 1.7 [2.7 [3.8
E.46 R.1 |[1.6 (24 |3.12 E.88 R.1 |18 [2.7 |38
E.47 R.1 1.7 |24 |3.12 E.89 R.1 |19 [2.7 [3.8
E.48 R.1 1.8 |24 |3.12 E.90 R.1 |1.10 2.7 |3.8
E.49 R1 |19 |24 |3.12 E.91 R.1 1.1 [2.7 |3.12
E.50 R.1 [1.10 |24 |3.12 E.92 R1 1.2 [2.7 [3.12
E.51 R.1 1.1 [2.7 [34 E.93 R.1 [1.3 [2.7 [3.12
E.52 R1 1.2 (2.7 |34 E.9%4 R.1 |14 [2.7 [3.12
E.53 R1 1.3 (2.7 |34 E.95 R.1 (15 [2.7 [3.12
E.54 R.1 |14 [2.7 |34 E.96 R.1 1.6 [2.7 |3.12
E.55 R.1 |15 [2.7 |34 E.97 R.1 1.7 [2.7 [3.12
E.56 R1 1.6 [2.7 |34 E.98 R.1 1.8 [2.7 [3.12
E.57 R.1 1.7 [2.7 |34 E.99 R.1 |19 [2.7 |3.12
E.58 R.1 1.8 [2.7 |34 E.100 R.1 | 1.10 2.7 |3.12
E.59 R.1 |19 [2.7 |34 E.101 RJ3 |1.1 3.4
E.60 R.1 |1.10|2.7 |34 E.102 R3 [1.2 3.4
E.61 R.1 1.1 [2.7 [3.5 E.103 R3 |13 3.4
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E.104 R3 14 34 E.146 R3 |1.6 3.12
E.105 R3 |15 34 E.147 R3 | 1.7 3.12
E.106 R3 1.6 34 E.148 R3 |1.8 3.12
E.107 RJ3 1.7 34 E.149 R3 |19 3.12
E.108 R3 |18 34 E.150 R.3 |1.10 3.12
E.109 R3 |19 34 E.151 R8 |1.1 |24
E.110 R.J3 |1.10 34 E.152 RS [1.2 |24
E.111 R3 1.1 35 E.153 RS |13 |24
E.112 R3 1.2 35 E.154 RS8 |14 [24
E.113 R3 |13 3.8 E.155 R8 |15 |24
E.114 R3 |14 Do E.156 R8 |16 |24
E.115 R3 |15 3.3 E.157 RS 1.7 |24
E.116 R3 1.6 3.3 E.158 RS |18 |24
E.117 R3 1.7 3.5 E.159 R8 |19 [24
E.118 R3 |18 3.8 E.160 RS [1.10 |24
E.119 R3 |19 3.5 E.161 R8 |[1.1 |2.7
E.120 R.3 | 1.10 35 E.162 RS8 1.2 |27
E.121 R3 |1.1 3.7 E.163 R8 |13 |2.7
E.122 RJ3 |1.2 3. E.164 RS8 |14 |27
E.123 R3 |13 3.7 E.165 RS8 |15 |27

[0336] E.124 R3 14 3.7 E.166 RS8 1.6 |27
E.125 R3 |15 3.7 E.167 RS 1.7 |27
E.126 R3 1.6 3.7 E.168 R8 |18 |2.7
E.127 R3 1.7 Jud E.169 R8 (1.9 [2.7
E.128 R3 |18 3.7 E.170 R.8 |1.10 | 2.7
E.129 R3 |19 3id E.171 RY 1.1 |24
E.130 RJ3 |1.10 hd E.172 RY9 (12 [24
E.131 R3 1.1 3.8 E.173 RY |13 |24
E.132 R3 1.2 3.8 E.174 RY |14 |24
E.133 R3 |13 3.8 E.175 RY |15 |24
E.134 R3 14 3.8 E.176 RY 1.6 |24
E.135 R3 |15 3.8 E.177 RY 1.7 |24
E.136 RJ3 | 1.6 3.8 E.178 RY9 |18 |24
E.137 RJ3 | 1.7 3.8 E.179 RY |19 |24
E.138 R3 1.8 3.8 E.180 RY [1.10 |24
E.139 R3 |19 3.8 E.181 RY9 1.1 |27
E.140 R3 | 1.10 3.8 E.182 RY9 1.2 |27
E.141 R3 1.1 3.12 E.183 RY 13 |27
E.142 R3 1.2 3.12 E.184 RY |14 |2.7
E.143 R3 |13 3.12 E.185 RY |15 |27
E.144 R3 |14 3.12 E.186 RY9 1.6 |2.7
E.145 R3 |15 3.12 E.187 RS9 1.7 |27
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E188 |RY9 |18 |2.7 E200 | R.10|1.10 2.4
E189 |R9 |19 |27 E201 | R10|1.1 |27
E190 |R9 [1.10 2.7 E202  [R10[1.2 [2.7
E191 |R101.1 |24 E203  |R.10[1.3 [2.7
E192 |R10[12 [24 E204 [R.10[14 [2.7
f0337]  |E193 R0 |13 |24 E205 |[R10[15 [2.7
E194 |R10 14 |24 E206 |R.10[1.6 2.7
E195 |R10/15 |24 E207 |R10[1.7 [2.7
E196 |R101.6 |24 E208 | R.10|1.8 |27
E197 |R101.7 |24 E209 |R10[19 |27
E198 |R1018 |24 E210 [R.10[1.10 2.7
E199 |R10[19 [24
[0338]  {E— ANty ST, AR WIS KT T4, B S TT.A- 1211 A-315, Hrfia!

FIAZRCH, RE A HAE S ST A- 1511 . A- 315 IR UIE N AR N 4TA- 15A-315
Z—HETE X, H A R SR G o S 1 7 2 o X B2 HE H RN COH 2
TSR I TT . A-43 0 R T RAFFA-437 T E X o

[0339] FEA.
A% [R A% |R
A-1 CH3 A-24 | CH20Si(CHa)s
A2 | CCl A-25 | CH20Si(CH2 ¥4)3
A3 |OH A-26 | CH:0C(=0)CH3
A4 | SH A-27 | CH:0C(=0)CH:2CH3
A5 | RE A-28 | CH:OC(=0)CH:CH:CH3
A6 |F A-29 | CH20C(=0)CH(CHz)
AT | A A-30 | CH20C(=0)C(CHs3)3
A8 | Br A-31 | CH2OC(=0)CH:CH=CH:
A9 | CH:CHs A-32 | CH20C(=0)OCH3
A-10 | CH(CHz) A-33 | CH:20C(=0)OCH:2CH3

[0340] A-11 | CH:F A-34 | CH:0C(=0)OCH2CH2CH:
A-12 | CHF: A-35 | CH2OC(=O)OCH(CHa)z
A-13 [222-=ZRTE A-36 | CH2OC(=0)YOC(CH3)s
A-14 | FRAEE A-37 | CH:20C(=0)OCH2CH=CH:
A-15 | CHOH A-38 | CH2OCH:0CH3
A-16 | C(=0)CH3 A-39 | CH:OCH:0CH:CH3
A-17 | CHOCH3 A40 | CH:2OCH20CH2CH2CH3
A-18 | CH2OCH:CHs A41 | CH2OCH20CH(CHa)
A-19 | CH2OCH:CH2CH3 A42 | CH:OCH20-v9 Spikrig-2- 2%
A-20 | CH2OCH(CHs) A43 | CO:H
A-21 | CH2OC(CHs)3 A44 | CO:CH3
A-22 | CH:2OCH;CH=CH: A45 | CO:CH2CH3
A-23 | CHOCGER) A6 | CO:CH2CH2CH3
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A% |R A% |R
A47 | CO:CH(CHa) A-94 | CH:N(CH3)(3RAA)
A48 | CO:C(CHa)s A-95 | CHN(CH3)GRT )
:::g[l’ ggiggfgm A97 | CHIN(CH3)(ER T )
A-52 | CH2CO:CH:CH3 :’32 Eﬁgg(g{ﬁ)gh
ASS | CH TN G H; A-100 CH:&HEC;O;CHI)CH;)
S e dn: A-101 | CHYNH(C(=0)CH:CH:CH)
A-56 | CH2C0CH:CH=CH: 2108 | LN HIGL=LHEHIE S5
457 | CRCOR A-103 | CH:NH(C(=0)C(CH:)3)
S [CDLTMET A-104 | CHXNH(C(=0)CH:CH=CH)
A59 | CF2C0:CH:CH A-105 | CHLNH(CCO)OCH:)
A-60 | CF,CO.CH:CH2CH3 A-106 | CH:NH(CCO)OCH,CH:)
A61 | CF2CO:CH(CH:)s A-107 | CH:2NH(C(=0)OCH:CH:2CH3)
A62 [ CRCOC(CHY A-108 | CHNH(C(=0)OCH:CH=CH>)
A-63 | CF2CO:CH:CH=CH: A-109 | CHINH(C(-0)5 %)
A64 | eI 2B TR A-110 | CENHCEO)RT )
A-65 | CH:NH» A-111 | CH:NH(C(=O)FFAA)
A-66 | CH:NHNH: A-112 | CH:NH(C(FO)HR TA)
A-67 | CH2NH-N(CHz): A-113 | CHaN(CH3)(C(=0)H)
A-68 | CH:2NH-NH(CHs) A-114 | CH2N(CH3)(C(=0)CHs)

[0341] A-69 | CH:NH(CH3) A-115 | CH:2N(CH3)(C(=0)CH2CH3)
A-70 | CH;NH(CH:CH3) A-116 | CH2N(CH3)(C(=O)CH2CH:2CH3)
A-71 | CH:NH(CH2CH2CHs) A-117 | CH2N(CH3)(C(=0)CH(CHa))
A-72 | CHaNH(CH(CH:)) A-118 | CH:N(CH3)(C(=0)C(CHs)3)
A-73 | CHaNH(C(CHa)s) A-119 | CH:N(CH3)(C(=0)CH2CH=CH>)
A-74 | CHENH(CH:CH=CH>) A-120 | CH:2N(CH3)(C(=0)YOCH3)
A-75 | CH:2NH(OCH:) A-121 | CH2N(CH3)(C(=0)OCH:2CH3)
A-76 | CH:NH(OCH:CH3) A-122 | CH2N(CH3)(C(=0)OCH:CH:CH3)
A-77 | CH:NH(OCH2CH2CH3) A-123 | CH:N(CH3)(C(=0)YOCH:2CH=CH>)
A-78 | CH:2NH(OCH(CHa)) A-124 | CH:N(CH3)(C(=0)3R A 34)
A-79 | CH:NH(OCH:CH=CH>) A-125 | CH:N(CH3)(C(=0)FR T )
A-80 | CHaNH(ERAA) A-126 | CH:2N(CH3)(C(=0)3R )
A-81 | CH:NHGRT ) A-127 | CHaN(CH3)(C(=0)3R )
A-82 | CH.INHGRARR) A-128 | CH2N(CH2CH3)(C(=0)H)
A-83 | CH:NHGRTE) A-129 | CH:2N(CH2CH3)(C(=0)CH)
A-84 | CH:N(CHa) A-130 | CH2N(CHz2CH3)(C(=0)CHz2CHs)
A-85 | CH:N(CH3)(CH2CHs) A-131 | CH2N(CH2CH3)(C(=0)-CH:CH2CH3)
A-86 | CH:2N(CH3)(CH2CH2CHs) A-132 | CH:2N(CH2CH3)(C(=0)CH(CHs))
A-87 | CH:N(CHa)(CH(CHz)) A-133 | CHaN(CH2CH:)(C(=O)YC(CHa)s)
A-88 | CHaN(CH:a)(C(CHa)) A-134 | CH2N(CH2CH3)(C(=0)CH2CH=CH2
A89 | CH:N(CH3)(CH2CH=CH>) )
A-90 | CH:2N(CH3)(OCH3) A-135 | CH2N(CH2CH3)(C(=0)YOCH3)
A-91 | CH2N(CH3)(OCH2CHs) A-136 | CH:N(CH2CH3)(C(=0)YOCH:CH3)
A-92 | CH:N(CH3)(OCH2CH2CH3) A-137 | CHEN(CH:CHYCEOXOCH:CH:CH)
A-93 | CH:N(CH3)OCH2CH=CH>) A-138 | CH:N(CH:CH3)(C(=0)-OCH:CH=CH>)
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A% |R A% |R
A-139 | CH:2N(CH2CH3)(C(=0)3 A 4b) A-180 | CH:N(OCH3)(C(=0)OCHs)
A-140 | CHaN(CH:CH3)(C(=O)R T ) A-181 | CH:2N(OCH3)(C(=0)OCH2CH3)
Al CHNMCRCHNOCOIFAR) 188 | CHENOCH OO ORCH-Cin)
A-142 | CH:N(CH2CH3)(C(=0)3R T 2) E < . g
A-143 | CH:N(CH:CH:CH3)(C(=O)H) A-184 | CHAN(OCH)(C(=0)*F A %)
A-144 | CH:N(CH2CH:CH3)(C(=0)CHs) A-185 | CH:N(OCH:)(C(EOMR TH)
A-145 | CH:2N(CH2CH2CH3)(C(=0)-CH2CH3) A-186 | CHaN(OCH3)(C(=0)3RA0)
A-146 | CHAN(CH:CH:CHsYC(=0)-CH2CH:CHs A-187 | CH:N(OCH3)(C(=0)3R T4)

) A-188 | CH:N(OCH:CH3)(C(=0)H)

A-147 | CHON(CH2CH2CH3)(C(=0)-CH(CH:) A-189 | CH:2N(OCH2CH3)(C(=0)CH3)
A-148 | CH2N(CH2CH2CH3)(C(=0)-C(CHa)s) A-190 | CH:N(OCH2CH3)(C(=0)CH2CHs)
A-149 | CHAN(CH:CH:CH3)(C(=0)-CH2CH=CH A-191 | CHAN(OCH:CH3{C(=0)-CH:CH2CH3)

2 A-192 | CH:N(OCH:2CH3)(C(=0)CH(CHs)2)
A-150 | CH:2N(CH2CH:CH3)(C(=0)OCH3) A-193 | CHaN(OCH2CH3)(C(=0)C(CH3)3)
A-151 | CHAN(CH:CH:CH3)(C(=0)-OCH:CH3) A-194 | CH:AN(OCH:CH3)(C(=0)-CH:CH=CH))
A-152 | CHAN(CH:CH:CH3)(C(=0)}OCH:CH:C A-195 | CH:N(OCH2CH3)(C(=0)OCH3)

H;) A-196 | CHaN(OCH2CH3)(C(=0)OCH:CH3)
A-153 | CH2N(CHXCH:CH3Y(C(=0)HOCHCH=C A-197 | CHEN(OCH2CH3(C=0)-OCH:CH2CH:;

Hy) )

A-154 | CHaN(CH2CH2CH3)(C(=0)- 3R A ) A-198 | CH:N(OCH:CH3{C(=0)-OCHCH=CH
A-155 | CHaN(CH2CH2CH3)(C(=0)- 3R T 44) )]
A-156 | CH2N(CH2CH2CH3)(C(=0)- 37 K.15) A-199 | CH2N(OCH:2CH3)(C(=0)-37A35)
[0342] A-157 | CH2N(CH:CH2CH3)(C(=0)-3R T k) A-200 | CH:2N(OCH2CH3)(C(=0)3R T )
A-158 | CH:2N(CH(CH3):)(C(=0)H) A-201 | CH:N(OCH2CH3)(C(=0)-3F /&40
A-159 | CH:2N(CH(CH:))(C(=0)CH3) A-202 | CHaN(OCH:CH3)(C(=0)- 3R T 4)
A-160 | CH:2N(CH(CH3)2)(C(=0)CH2CH3) A-203 | CH:N(OCH2CH2CH3)(C(=0)H)
A-161 | CH:N(CH(CHa)XC(=0)-CH2CH:CH) A-204 | CHaN(OCH2CH2CH3)(C(=0)CH3)
A-162 | CH:N(CH(CH3))(C(=0)CH(CHa)2) A-205 | CHAN(OCH:CH:CH:)C(=0)-CH:CH3)
A-163 | CH2N(CH(CH3)2)(C(=0)C(CHs)3) A-206 | CHAN(OCH2CH2CH3)(C(=0)-CH2CHC
A-164 | CH:N(CH(CH3p)C(=0)-CH:CH=CH) Hs)
A-165 | CH2N(CH(CH3)2)(C(=0)OCHs) A-207 | CHEN(OCHCH:CHs{C(=0)-CH(CHz))
A-166 | CH:N(CH(CH:3)2)(C(=0)OCH2CH3) A-208 | CH:N(OCH2CH2CH3YCEO)FC(CHs))
A-167 | CHAN(CH(CHa)XC(=0)-OCH:CH:CH3) A-209 | CH:N(OCH2CH:CH3YC(=0)-CH2CH=C
A-168 | CH:N(CH(CH:)YC(=0)-OCH:CH=CH; Hy)

) A-210 | CHaN(OCH2CH2CH3)(C(=0)OCH3)
A-169 | CH2N(CH(CHa))(C(=0)-3R A &) A-211 | CH:N(OCH:2CH:CH3)(C(=0)-OCH:CH;3
A-170 | CH:N(CH(CH3))(C(=0)3R T %) )

A-171 | CHIN(CH(CH3))(C(=O)- 3R 5K) A-212 E;;}w(ocmcmcm)m(:oyocmcm
A-172 | CH2N(CH(CHap)(C(=0)3R )

A 173 | CHNOCHC(=O)H) A213 Scmﬁ;(ocmcmcm)(qm)-ocmcn
A-174 | CH2N(OCH3)(C(=0)CHs)

A-175 | CH:N(OCH3)(C(=0)CH:CH:) A214 | CHNOCHCH:CH)C(O) 5%k
A-176 | CH:N(OCH:)(C(=0)CH:CH:CHs) A-215 | CHN(OCH:CHCH)YCEOY R TR
A-177 | CHaN(OCH3)(C(=0)CH(CHa)) A-216 | CHAN(OCHCHCH3YCEO)3RAE
A-178 | CH:N(OCH3)(C(=0)C(CHa)3) A-217 | CHEN(OCH:CHzCH3)(C(=0)-3R T2
A-179 | CH:2N(OCH3)(C(=0)CH:CH=CH2) A-218 | CH:NHC(=0)NH(CH3)
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A% |R A% |R
A-219 | CH:2NHC(=0)NH(CH2CH3) A-265 | C(=O)N(CH3)(CH(CHa)2)
A-220 | CH:2NHC(=0)NH(CH2CH:CH3) A-266 | C(FO)N(CH3)(C(CHz)3)
A-221 | CH2NHC(=0)NH(CH(CHz)) A-267 | C(=O)N(CH3)(OCH3)
A-222 | CH2NHC(=0)NH(C(CHa)3) A-268 | C(FO)N(CH3)(OCH2CH3)
A-223 | CH:NHC(=0)NH(CH2CH=CH3) A-269 | C(=0)N(CH3(OCH2CH2CH3)
A-224 | CH_NHC(=0)NH(OCH3)) A-270 | C(=O)N(CH3)(OCH>CH=CH>)
A-225 | CHa2NHC(=0)NH(OCH:2CHs) A-271 | CEO)N(CH3)(GRAR)
A-226 | CH:2NHC(=0)NH(OCH2CH2CH3) A-272 | CEO)N(CH3)GRT &)
A-227 | CH2NHC(=0)NH(OCH2CH=CHy) A-273 | CEO)N(CH3)GRAR)
A-228 | CH;NHC(=O)NH A&k A-274 | CEO)N(CH3)(GREK)
A-229 | CHaNHC(=O)NH 3T % A-275 | C(=S)N(CHz)
A-230 | CH:NHC(=O)NH /%4 A-276 | C(=S)N(CH3)(CH2CH3)
A-231 | CHoNHC(=O)NH ZRT4 A-277 | C(=S)N(CH3)(CH2CH2CH3)
A-232 | CEO)NH:2 A-278 | C=S)N(CH3)(CH(CHa))
A-233 | C(FO)NH(CH3) A-279 | C(=S)N(CH3)(C(CH3)s)
A-234 | C(=O)NH(CH2CH3) A-280 | C(=S)N(CH3)(OCH3)
A-235 | C(FO)NH(CH2CH2CH3) A-281 | C(=S)N(CH3)(OCH:2CH5)
A-236 | C(EO)NH(CH(CHz)) A-282 | C(=S)N(CH3)(OCH2CH2CH3)
A-237 | C(=0)NH(C(CH3)s) A-283 | C(=S)N(CH3)(OCH>CH=CH)>)
A-238 | C(=0)NH(CH2CH=CH>) A-284 | C(=S)N(CH3)(GRAR)
A-239 | C(O)NH(OCH3) A-285 | CES)N(CH3)GRT )
A-240 | C(=O)NH(OCH:CH3) A-286 | C(=S)N(CH3)(ZR1k)

[0343]  |A-241 | C=O)NH(OCH2CH:CH3) A-287 | CES)N(CH3)(GRE)
A-242 | CFO)NH(OCH2CH=CH2) A288 o
A-243 | C(=O)NH H A%
A-244 | C(=O)NH KT A #”\5
A-245 | C(=O)NH &%
A-246 | C=O)NH 3T ==
A-247 | CES)NH: #N&/
A-248 | C(=S)NH(CH3)
A-249 | C(=S)NH(CH:CH3) A-290 o
A-250 | C(=S)NH(CH2CH:>CH5) #Né(
A-251 | C(=S)NH(CH(CHa))
A-252 | C(=S)NH(C(CHz)3) A-291 0
A-253 | C(=S)NH(CH:CH=CH>)
A-254 | C(=S)NH(OCH3) #N
A-255 | C(=S)NH(OCH:CH3)
A-256 | C(=S)NH(OCH2CH2CH3)
A-257 | C(=S)NH(OCH:CH=CH>) A292| O
A-258 | C=S)NHGERAR) #N
A-259 | CES)NHERT£)
A-260 | CES)NHER/RL)
A-261 | CES)NHERTA) A-293 Q
A-262 | C(FO)N(CHa)2 -
A-263 | C(=O)N(CH3)(CH2CH3)
A-264 | C(=0)N(CH3)(CH2CH2CH3)
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A% [R A% |R
A-294 lo] A-304 o]
#N #Iﬂb\»
A-295 o A-305 o
#N, #N
(@]
A-296 0
A-306 o
o)
b} #N
A-297 0
A-307 0
e
A-298 0
/5/ A-308 0
#N 4
[0344] Y ﬁ
A-299 0
A309] o o
Y/
#N S
o #N”
A-300 0 A310] o o
o
#N
"
A-301 0 A3l o0
S
#Né/ #N\’JL
A312| oo
A-302 (0] W S.f,r
#N
A-303 o A3 Q\S 5
A% |[R A5 |R
A-314 00 A-315 00
\\Sff \Y/;
[0345] #N” 7 #N”

[0346]  {E{R St 5 Y, A I R AT Lafl A e A AL T A B A
FOA A ELECHR SERY A PRI LR 4 T 3RBAR 56 15 5B~ 1 5 B- 32375 3L 52
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J7 %EB- 1% B- 3211 & I RNV ALI S ST TN E/REE L 1 MR RS R PR
ST 2 Y = O S T, I L9005 56B- 1 2B - 32rh iy Hoftb 3R B 214
BT Ta: FEFAL ST TR N2 Y B = OBEA (acl) AT AT R N2 Y
=B (ac2) -

[0347]  fk:MEAE (b1) ,2,4,6- = FAZEMEEE (b2) ,2,6- —FHELIEE (b3) , =% (b4) , =%
(b5) , N ECHNZ (b6) , LN (b7) , ZFREH (b8) , = T it (b9) , 2- HEEMERE (b10) ,3-H
ke (b11) ,4- FAIENERE (b12) ,5- £3E-2- BT (b13) , ARFREN (b14) , FRIRER (b15) o
[0348]  BRSLAMTTIIEE/REL :3:1 (bal) ,1:1(ba2) ,1:50 (ba2) .

[0349]  7AF): Beke (s1) IACHE (s2) , K (s3) , —HZK (s4) , — &k (s5) ,1,2- — 50K
(s6) , 5K (s7) ,1,3,5- =HIEEIK (s8) , L7 (s9) , PUZ RN (s10) , —w& bt (s11) , LR
(s12) , AL 2 5L (s13) , =5 2K (s14) &

[0350]  IAFK|SILETTIAEFLE :1:2(sal) ,1:1(sa2) ,5:1(sa2) .

(03511 L /7: 1Kk )E (pl) ,3atm(p2) ,8atm(p3) ,50atm(p4) .

[0352]  jEJE:-10°C (t1),0°C (t2) ,50°C (t3) ,100°C (t4) .

[0353] X EIAE I R LA T Ta@ 3t T ST I & N2 2 R TRAC, 7EMb e DA T
AT R EEREE DL WA N AR E A R — R S ST TR L
R 1—HAE R TR0 C IR I SN B e ol S 77 2B 2.

[0354]  5GB:

[0355] B-1:bl,s3,t2;B-2:bl,s3,t3;B-3:bl,s5,t2;B-4:b1,s5,t3;B-5:b1,s10,t2;B-
6:bl,s10,t3;B-7:bl,s12,t2;B-8:b1,s12,t3;B-9:b4,s3,t2;B-10:b4,s3,t3;B-11:b4,
s5,t2;B-12:b4,s5,t3;B-13:b4,s10,t2;B-14:b4,s10, t3;B-15:b4,s12,t2;B-16:b4,s12,
t3;B-17:b5,s3,t2;B-18:b5,s3, t3;B-19:b5,s5,t2;B-20:b5,s5, t3;B-21:b5,s10, t2;B-
22:b5,s10,t3;B-23:b5,s12,t2;B-24:b5,s12, t3;B-25: Tl s3, t2;B-26: JCHi, s3, t3;B-
27 : JCH, s5, t2;B-28: JoHR, s5, t3;B-29: o, s10, t2;B-30: ok, s10, t3;B-31: Joh,
s12,t2;B-32:Jchi, s12, t3.

[0356] R[S N ERDHI WA gt St /7 6D - 125 D- 327 A A HHES M FHTFACH: Ak 1%k F
WEWIT. A-1EIT.A-315L SR I &9 F B SO S5m0 Bk & 6
PG AL N AnEEBIY) S0 )7 5B - 1 B - 32FH T i X o X BEMCA B h L S TT . A- 15
IT.A-315H i 5 TFACAE AR BTt 7 5B - 2P BT e SR A5 I SO I SN ik T 5 i
JyZD-2rh,

[0357]  5%D:

[0358] D-1:b-1&IT.A-1ZT1-A-315;D-2:b-2&IT.A-1%1T1-A-315;D-3:b-3&IT1.A- 1% 11~
A-315;D-4:b-4&IT1.A-1%11-A-315;D-5:b-5& [ 1.A- 1% 11-A-315;D-6:b-6& 1. A-1Z11-A-
315;D-7:b-7&IT1.A-1%11-A-315;D-8:b-8&I1.A- 1% 11-A-315;D-9:b-9&I1. A- 1% T1-A-
315;D-10:b-10&IT.A-1%11-A-315;D-11:b-11&IT.A- 1% T1-A-315;D-12:b-12&IT.A- 1%
IT-A-315;D-13:b-13&IT.A-1%1T1-A-315;D-14:b-14&I1.A-1ZE11-A-315;D-15:b-15&
IT.A-1%11-A-315;D-16:b-16&T.A- 1% 11-A-315;D-17:b-17&T.A- 1% 11-A-315;D-18:
b-18&TT1.A-1Z1T1-A-315;D-19:b-19&TT.A- 1% 1T1-A-315;D-20:b-20& [ T.A- 1% 11-A-315;
D-21:b-21&T1.A-1ZET1T-A-315;D-22:b-22& T . A- 15 11-A-315;D-23:b-23& 1. A- 1% T1-A-
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315;D-24:b-24&IT.A- 15 11-A-315;D-25:b-25& 1. A- 15 T1-A-315;D-26:b-26&I1.A- 1%
I1-A-315;D-27:b-27&JI1.A- 1% 11-A-315;D-28:b-28&I1.A- 1% 11-A-315;D-29:b-29&
IT.A-1%11-A-315;D-30:b-30&I1.A- 1% 11-A-315;D-31:b-31&IT.A- 15 11-A-315;D-32;
b-32&11.A-1%11-A-315.

[0359] A& HHH A1 S ol i i

[0360] T : i #N-FIIL-N-[[4- [5- oI -1,2,4- w8 —wp-3-FL) L] HIL]
PR IE FH

[0361]  B5.0g (17.6mmol) N-[[4-[ (Z) -N’ - HHKEL (hydroxyl-carbamimidoyl) ]2k
FETHRIL] -N- R 2L - BRP 4 e e 25g (27 1mmo 1) FRZR RN B3 S B #Fh I F I8 1 & - 22°C
SRIGAERIZURERE FAE104> BN T--22°C MR 6g (35mmol) — SR O MERES TR TN N TR
G NI G- 15°CE-13°C N 45 Bl AR RN TR S P IR 25°C o
25g7/KIMMAN R NR G Y AT 2 2 T A AUAE 208 7K AR JiHe (40°C 5 2kPa) Z=BRA AL
MMITAT 555 : 3. 1 HPLCAHE 76 .6 % 5 1 722:42%

[0362]  SfiEfhl2: 452, 2- "4 -N-HI%E-2-[4-[5- (ZHHFE) -1,2,4-7% —m-3-FE] 3¢
S Wk

[0363]  %£20.0g (78mmol) 2,2- 5 -2- [4- [(2) -N" - 2R DKL R3] -N- FRL 2 e e A
200mL S BN 1 [ S e S 12 - 10°C ARG AERIZUBERE N AE1043 8RN T--10°C
RF21.5g (162mmol) =5 &I SELL THE I RN TR S HIH « K5 SN TR S )£ 100°C Al
990kPa N i F1-4/ NI o SR AR S 25 48 F1 22 25 °C 2 T RIS N 7% Hs 71952008 7K N I
RGP  AEAR D 2 2 e BN U FH200g S A AL B7KIA IR (EE & %) A< H—k I H1100g
IREER— IR AN B E IR EE b T4 o iU (40°C 5 2kPa) BR 2SR5 7k : 17 5g s HPLCE,
HH76.3% M4l ; 77 4:66.3% .

[0364] St fAI3 « il 53 - X KL -5- (Z ) -1,2,4-w& —

[0365]  }$100g (0.67mol) N - HL-4- FHEL KB 7% T-450g (5.22mo1) 2- 3L PU S MR
(Me-THF) FH o ££0-25°C [ £E5/INRF PN AL TR AN 2038 (1. 53mol) =5 LIS SR J5 F14 (60
‘C,250-55 1) (A5 545, 1581138g (99 % HPLCA B, 91 % 773%) 3- W HHZR L -5- (4 HH
) -1,2,4-w8 ",

[0366]  Sjitafhl4 : il 23 - W HREE-5- (S 3D -1,2,4-»% —

[0367]  #4100g (0.67mol) N’ -F2HL-4- FAEL K ETF 1-450g (5.22mol1) Me-THE 1 . /E40°C |
FE3/IN AL TR BN 203g (1. 53mol) =AM« 5125 (60°C, 10-0. 5kPa) [ K4 K47,
550137g 98 % HPLCANE , 90 % F=34%) 3- 4 FIZKEE-5- (ZJ L) -1,2,4-w% W,

[0368]  SEMBIS . il #N-HISE-4- [5- (5 HHED) -1,2,4- =% e - 3-FL ) SR e — VA 771
v

[0369]  K0.1g(0.517mmol) N” - 5L -4 - FHELAC KB TF 1683 A AR I =00 RN
1.13-1.26g(0.0566mol) =5 LI frMe - THF 5k LR A REH I 2910- 12 % IS O FHEFHE LN
o N RV T 2 5 BAE ) LA MR AR PN- I -4-[5- () -1, 2,
4-vZ W -3 - JL] SRR OHPLC %
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A HPLC%
NN-—F A FBAE |85
NMP 50
WE-2-FRkdh |96
& 3 87
LER L) 92
R T AR 35
LR TR 85
Me-krd ok 99
% &7 44
S 73
DME 96
= Nk 41

[0370]  SZjitif516 - il #GN-FI3E-4- [5- (= HI3D) -1,2,4- w8 sk -3- L) SR HL I

[0371] 452 (0.026mol) N’ - £ Kk -4- LKA 1% 1202 (0. 232mo1) Me-THFH  ZE =70 1
JIN62g (0.0566mol) — 5 LA Me - THEHH I 2912 % A RO H 1 102/ NI o 75 AN 1408
4% BRI Z MR TR 2 5 57 B A B A A AR /K B i 25 (R 1K80°C N0 . 5kPa) [ 5T A
1R 5y 13516 6g (098 % HPLCAEE, 93 % ;=) N- IR -4- [5- (=4 HIEE) -1,2,4- %% k-
3- B ehic .

[0372]  THEHIT: HIEEN- Q- JHIRRD) -4- [5- I -1,2,4- & ik -3- 5L ] IR HL I
[0373]  J4N- (2- G KED) -4- [ () -N” -2 5L FHPRIE ] R % (1000mg , 3. 65mmo 1) & 771
Me-THF (10mL) H, 7E == R I =5 OIS (FEMe - THFHRIR 12 % 735 1. 98, 14 . 63mmo) Jf
1E60°C MHEHELO/NI o 3 BN MR FZKIE K, SR 5 114 % BirTR S MvA Ao 19 pH 22 8 o KT HTLAR
O RVKPERI TS Rk 80 C M0 . 5kPa) [ T A1 #5447, 3 2 955mg bRl o

[0374] SIS il 4- [5- (ZAHED) -1,2,4- %% ik -3- L) SR HHIRG

[0375]  Kp4-[(7) -N’ - AL FPRIL] SK IR (500mg , 3mmol) 7% T-Me-THF (2mL) H, 7F =1
RIS R (FEMe - THE R 12 % I35 6 . 2g, 6mmo 1) FFA5EHE20/ NI o K4 SR Wkt 7K
YRR, SR e T4 % B R S BN I TR 19 pHZE 8 KA AUAR 2012, TR I 102 (R5ik80°C ATl
0.5kPa) R LT HIE LT A3 RIS 1 o

[0376]  FZfEHI9 . il #eN-FIIL-N-[[4- [5- CHHIL) -1,2,4-w& —wp-3-FL] L) HIL]
FR Bt e

[0377] N’ -FREL-4- [ [FHEL (FRELRANRIL) 5L L1k (500mg , 2mmo1) %&57% F-Me - THF
(2mL) H, AR EE R I =30 OIS (FEMe - THRFR ) 12 % 4570 ; 16 2g, 14 63mmo 1) 160 °C
R LO/NSF Bt S SR FHIKAE K, SR I 4 9% B FR A BN AR T pHZE 8 o B A A 5
FKPE &I L2 (253580°C 10 5kPa) [ LT G 1E K 47 , 13 BIbRE = .

[0378] T fHI10: I #EN- FIE-N-[[4- [5- (CHRHIID) -1,2,4- w8 —wp-3-JL] R KL FAL]
PR e FH
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[0379]  K§N-[[4-[(2) -N" -2 IEFPRIE ] LV I 3L ] -N- F L - BR N e FR e e (500mg
2mmo1) &5 7F FMe-THF (2mL) W1, 7£ == R I =3 S IBES (FEMe - THRHRIRI 12 9% 1575 6. 2¢,
6mmo1) A5t 20/ NI o RE SR HPRL PRI, SR T 14 96 Tk FR e BT 0 1o pH 8 o K545 HILAT

S8, TUKPRHEIF 202 (FEKB0°CRIO. 5kPa) BT HER S, SRR,
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